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TIPE/ICTABIISIET COOOI CR4; X mpencraBiseT cobou
cBs13b uiu C; ankuieH; Y npeacrasiseT coboit O; A

MIPEACTABIISIET COOOM

M | |
SOt e )
n L F N N

.

T€ KaXIbIi n HE3aBUCUMO IPUHUMAET 3HAUEHUS
0, 1 wm 2; U KaxXIp RS2 MPEICTABIISCT COOOMU
HezaBucumo H, F, Cl, Br, inano unu C_4 TaI0a KU,
B npencrasnser coboit -NR'R"%; R! NIPEACTABIISAECT
coboit C1_3 AJIKUII, C6—10 apHn—C1_3-anKI/m, C6—10
apu-(CHy)p-G-(CHy )y, pisat-(CHy - G-(CHy -
i Cg wkn0ankuwi-(CHy),-G-(CHy) -, Te kaxkapli
G sBusierest O unu S, rAe Kaxapid p pased 0, 1 m
NIPUHUMAET 3HA4YeHus 1, 2 UM 3; Wi e KaxIbli
n3 C6—10 apMJI-(CHz)p-G-(CHz)m-, Hl/lpl/lILI/IJI-(CHz)p-G-
(CHy)y- 1 Cg  muximoankui-(CHy)p-G-(CHy) -

Mpe/cTaBisieT coOoM (pakyIbTaTUBHO 3aMEICHHbBIE
onanuM uimu nByms F Cl, Br, C, ¢ ankunui, Cig

ankokcu wnu 1mmaHo; tae Cg.jg apuin-Cj_z-aiaKun
SIBJISIETCS He3aMelIeHHBIM MM 3amelieHHbIM F, Cl,
Br; R? npeacrasisier coboit Ciz  aJIKuUI; rR*

npencTapisier coboit H; xaxmbrit R7 HE3aBUCUMO
npencrasisier cobort H, Ci¢ amkun wmm Cpg

aKOKCH-C | _4-aJIKWIT; ¥ KK IbIi R’2 MPEICTABISACT

Crp.: 2

coboit HE3aBUCUMO Cie AJIKUII, Cis

ankokcn-C_4-ankun, Cg g apuin-Cy_4-ankun, Cig
rerepoapun-Cj_4-aakuim, Csr 10
reTeponrKIniI-C _4-aIKui Wi Cs.10
mukinoankun-Cy_4-ankwin;, rtae Cig rerepoapui
BBIOMpAETCs U3 UMHIA30J1a, TETPa30Jia U UHI0JA; U
Cy.10 TETEPOUMKIUI BBIOMpaeTcs U3 MopQoiuHa,

MUIepUMHA U TeTparuapodypaHna; uim R’ u R7a,
BMECTE C AaTOMOM a30Ta, K KOTOPOMY OHH
[IPUKPEIUICHBI, (haKyJIbTaTUBHO CO3/1aI0T
3aMEIIIEHHOE WJIM He3aMelleHHoe 3-8-ujieHHOoe
KOJIIbI[0, KOTOpOe BBIOpaHO U3 MopdosuHa,
THOMOPdOIIMHA, MUIepa3uHa, MUMNEePUINHA,
MUPPOJIMIMHUTIA, TMUppoJa U MNHUpaszona; TrIe
3aMeIIeHHOE 3-8-4JIEHHOE KOJIbIO 3aMelleHo 1 uin
2 3aMecTUTEISIMHM, BBIOpaHHBIMH U3 OKco, Cj.3

aJIKuJIa, THAPOKCHUIIA U C2_3 ankuHuia. TexHuyeckuit

pe3yabTaT:  MOJYYEHBI MIPOU3BOTHBIE
MUPUMUIMHOHA, II0JIE3HbIe [UISi MPOGUIAKTUKY,
pPEeryIMpOBaHUS WM JieueHus1 (pubpo3a TKAHU WU
opraHa WM Ui OOJIEYEHHUS] CTEIEHH TSKECTH
(pnbpo3a TKaHW WIIM OpraHa B OpraHu3Me MalueHTa.
9 3.11. ¢-7181, 2 TAOIM., 72 TIP.
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(54) NITROGEN-CONTAINING HETEROCYCLIC DERIVATIVES AND USE THEREOF IN

PHARMACEUTICAL PREPARATIONS

(57) Abstract:

FIELD: chemistry.

SUBSTANCE: invention organic
chemistry and specifically to a heterocyclic compound

of formula (I), where V; is CRI, V,is N, V3 is CR3,

relates to

Crp.: 3

and Vg is CR* X is a bond or C, alkylene; Y is O; A

is
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, or T
where each n independently takes values of 0, 1 or
2; and each R% s independently H, F, Cl, Br, cyano or
C .4 haloalkyl; B is -NR'R"%; R! is C;_3 alkyl, Cg_1o
aryl-Cy_z-alkyl, C¢_1¢ aryl-(CHp),-G-(CHy) -, pyridyl-
(CHy),-G-(CHy)yy- or Cg cycloalkyl-(CH),-G-(CHp) -,

where each G is O or S, where each pis 0, and mis 1,
2 or 3; or where each of Cg_j¢ aryl-(CHp),-G-(CHp) -,

pyridyl-(CH),-G-(CHp)p,-  and  Cg
(CHy)p-G-(CHp)py- 1s optionally substituted with one

cycloalkyl-

or two F, Cl, Br, C,_¢ alkynyl, C;_¢ alkoxy or cyano;
where Cg g aryl-C;_s-alkyl is unsubstituted or
substituted with F, Cl, Br; R is C,_3 alkyl; R*is H;
each R’ independently represents H, C;_g alkyl or Cy_g
alkoxy-C_4-alkyl; and each R7?is independently Cj_¢
alkyl, C;_ alkoxy-Cj_4-alkyl, Cg_ 1o aryl-Cj_4-alkyl,
Cj g heteroaryl-C;_4-alkyl, C,_;( heterocyclyl-C_4-alkyl

Crp.: 4

or Cs_1g cycloalkyl-C_4-alkyl; where C|_g heteroaryl

is selected from imidazole, tetrazole and indole; and
Cy.10 heterocyclyl is selected from morpholine,

piperidine and tetrahydrofuran; or R’ andR"%, together
with the nitrogen atom to which they are bonded,
optionally form a substituted or unsubstituted 3—8-
member ring which is selected from morpholine,
thiomorpholine, piperazine, piperidine, pyrrolidinyl,
pyrrole and pyrazole; where substituted 3—8-member
ring is substituted with 1 or 2 substitutes selected from
oxo, C_3 alkyl, hydroxyl and C,_5 alkynyl.

V3
Vz/ SV,

Vi
N
|
|
8 Q)

EFFECT: technical result is obtaining novel
pyrimidinone derivatives, useful for preventing,
regulating or treating tissue or organ fibrosis or for
treating the severity of tissue or organ fibrosis in the

patient's body.
10 cl, 2 tbl, 72 ex
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CBA3AHHBIE ITATEHTHBIE 3AABKU

[0001] B HacTosieit 3asiBKe UCMIONIb3YyEeTCSl NaTeHTHasl myonukauust Kurtas
Ne201210250660.6, moganHas 18 urosst 2012, MOJTHOCTHIO BKIIFOUEHHAS JJ1 CITPABKHU.

OBJIACTb U3OBPETEHU A

[0002] HacTosmias 3asiBKa OTHOCUTCS K 001aCTH MEAULIUHBL. 3asIBIISIIOTCSI HEU3BECTHDIE
paHee a30TcoAepKAIIUE TeTePOLMKINIECKHE XUMUUECKUE COeTMHEHMSI, CIIOCOOBI UX
MIPUTOTOBJICHUSI Y TTPUMEHEHMS B KAUECTBE JIEKAPCTBEHHBIX CPEJICTB, & UMEHHO 11 JICUCHUSI
U ipodunakTuku pudposa TKaHe.

IMPEAITOCBIJIKN U30BPETEHU A

[0003] Jlerkue pubpo3sl OpraHa UM TKaHU Ha3bIBalOTCA (prubpo3aMu, TKeNbIN (GUudpo3
MOXeET IMOBPEIUTH TKAHM C IMOCIEAYIONIMM pyOrieBaHueM opraHa. TkaHeBbIM Gpudposzam
MOJIBEPKEHBI HE TOJIBKO JIETKHE U ITeYEHb, HO U BCE OPT'aHbl U CUCTEMBI YEJIOBEYECKOTO TENA.
PasznooOpasHbie pakTOpHI (TaKKe KaK BOCIIAJIEHUE, UIMMYHHAs peaKiiysi, OTpaBJIeHUE, UIIIEMUS
Y UI3MEHEHHS1 TeMOJIMHAMUKH, U TAK J1aJIe€) BbI3bIBAIO TAPEHXMMATO3HOE TOBPEKIEHUE KIIETKH.
DTO NPUBOAUT K MAPEHXUMATO3HOMY BOCHAJICHUIO KJIETKH, AePOopMaLuu, HEKPO3Y, U
AKTUBH3AIUU COOTBETCTBYIOIIUX MaKpO(haronyuToB, BEICBOOOKIAIOIINX IIMTOKUHBI U (DAKTOPHI
pOoCTa, UTO, B CBOIO OYEPE/Ib, AKTUBU3UPYET HAXOASAIIYIOCS B TOKOE BHEKJIETOUHYIO MATPUILY
(ECM) Ha opmupoBaHUe KIIETOK, U 3aTeM TPaHCPOPMUPYET KIETKH B MUOGUOPOOIACTHI.
Muo¢pubpobiacTel OBICTPO PA3MHOXKAIOT M CEKPETUPYIOT IMTOKUHBI, BO3ACUCTBYIOIINE HA
MakpoharouToB yepes napakput. Muopudbpoo1acTsl CiOCOOHBI CHHTE3UPOBATH MHOXKECTBO
koiutareHoB ECM. Pacnang ECM cHukaeTcs, OTHOBPEMEHHO BbI3bIBas (pUOpO3 opraHa uim
TKaHu. TakuM 00pa3oM, CylIeCTBOBaHUE U pa3BUTHE PUOPO3a OpraHa WM TKAHU SBIISIETCS
PEe3yIbTaTOM B3aUMO/IEHCTBUSI MHOKECTBA (PaKTOPOB, TAKUX KaK KJIeTKa, IUTOKUH U ECM.
Knerka, chopmupoBannas ECM, BaxxHa 115t oOpa3zoBanus puOpo3a opraHa Ui TKaHU.
[ToaToMy OfTHOV U3 1ieJIel JJeKapCTBEHHOT O Cpe/ICTBa IS JieueHUs! (ubpo3a opraHa uiu
TKaHM SIBJISIETCS KITeTKa, chopmupoBanHass ECM. TepaneBTrdeckas neimb MOXeET ObITh
JIOCTUTHYTA TIOJAABJIEHUEM OBICTPOTO PA3MHOKEHUSI KIIETKU, AaKTUBUPOBAHUEM U
CTUMYJIMPOBAHUEM KJIETOYHOI'O aIloNnTo3a.

[0004] ITpuurHa 3TOTO 3aKII0YAETCS B PA3IMYHBIX (DYHKIMSAX Ka)KI0T0 OpraHa Uiv TKaHH,
MOP(}OJIOTHYN U PA3TIMUHBIX KJIETKAX IJIABHBIX KOMIIOHEHTOB, (UOPO3bI pPa3HBIX OPTAHOB U
TKaHel 00J1a/1a10T OOIMMH YEPTAMU U MHIUBU1yaIbHBIMU CBOMCTBAMMU B YACTH [TATOT€HE3A.
Knerku moryt ¢popmupoBatbecs ECM, B To BpeMst Kak NIEYEHOUHbIE 3BE314aThIe KJIETKU
(hOPMUPYIOTCS B TIEUEHH, TTIOMEPYJIIPHBIC ME3aHTHIMHBIE KIIETKH (OPMUPYIOTCS B glomerulus,
MOYEYHbIE MHTEPCTULIMAIbHBIE (PUOPOOIACTHI (HOPMUPYIOTCS B IOUEUHON COCTUHUTEIILHON
TKaHM, MyJIbMOHAJTBbHBIE GUOPOOIACTBI (HOPMUPYIOTCS B JIETKUX, KapIUaJIbHbIe UOPOOIACTHI
bopMUPYIOTCS B Cep/Ilie ¥ IEPUTOHEATTbHBIE Me30TelIMaIbHbIe KIIETKH (DOPMUPYIOTCS B
OproiHol 1o10cTH. [103TOMY CyIIECTBYIOT HEKOTOPBIEC PA3JIMUMS B MTATOTEHE3E U
TEPANEeBTUICCKUX HETIAX IS UOPO30B pa3HBIX OPTraHOB WIIM TKAHEH.

[0005] AuTHGUOPO3HOE JeKapCTBEHHOE CPeACTBO Mo HazBanueM nupdenuaoH (PFD, 5-
MeTui- 1-pernn-2-(1H)-mupunon) 6sut0 3asBieHo B mateHte EP 1138329 A. DkcriepuMeHTHI
B nokasbiBaioT, uTo PFD cniocoben npenoTBpatuTh Hakoruienue ECM, unu naxe o0paTuTh
€ro BCHSTH (IMTOYEUHBIN (PUOPO3 )KUBOTHBIX, MYJIbMOHAIbHBIN (PUOPO3 U KIIMHUYECKHUE
UCTIBITAHUS HA TMAIMEHTaX CO CIeNU(PUUESCKUM ITyTbMOHAIBLHBIM (DUOpO30M).

CYINHOCTDb U30BPETEHUN A

[0006] 3asBIIsIIOTCS HOBBIE XMMHUUECKUE COSIMHEHNS W (DapMAaleBTHYECKHUE JIEKaPCTBEHHBIE
npernaparbl, KOTOpble MOTYT ObITh O0Jiee 3PHEeKTUBHBIMU AJ1s1 TPOPUIAKTUKY WU JICUEHUS
¢bubpo3a TKaHel YeT0BeKa WK )KUBOTHBIX. 3asBIIAIOTCS XMMUUECKHE COEIMHEHHUS C POPMYJIOit
(I), mpuBEEHHON HUXKE:
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WJIU CTEPEOU3OMED, TEOMETPUUECKUI U30MED, TayTOMEp, N-OKCHUI, TUapaT, COIbBAT,
MeTaboIuT, (hapManeBTUIECKH ITPUEMIIEMAst COJIb WM UX MIPOIYKT, T1Ie KaXIablid Vi, Vi, V3,

V4, A, B, X1 Y onpefenu B HacTOSIIIEH 3asBKe.
[0007] B HexoTOPBIX peanuzanusix, V npeacrasiset cooor N wiu CR/, V, npeacrasisier

co6oit N CR?, V3 npeacrasisieT codoii N uimu CR>, u V4 npeacrainsieT codoii N nu CR*,

/i€ 110 MeHblIeN Mepe oJiuH U3 Vi, Vo, V3 u V4 nipencrasiser coboit N;
o 5
X mpencrasiseT cobori cBsazb, NR”, O, S, Cy_jo ankuieH, C,_;o aikeHusieH, C,_j AJIKUHUJIECH,

R8-C(=Y)-, -R-C(=Y)-O-, -R%-C(=Y)-N(R’)-, -R%-S(=0),, -R®-S(=0)-N(R")-, w1 -R®-Y-, re
KaXXJIpIl t TpeacTaBiseT codoit 1 umu 2;

Y npencrasnset coboit O umm S;

A mpezcraBisieT co00i reTepOLMKINICH, KApOOLUMKIIUIEH, CIUTABICHHBIM OUIMKITUIICH,
CIUTABIIEHHBIN T€TEPOOUIMKIIAICH, CIUPO OUIMKITUIICH, CIIUPO TeTePOOUIMKITUIICH, apUIIEH
WITH TeTepOapHIICH;

B IIpe/CTaBIIseT CO60M ANKOKCH, TMAPOKCH-3aMeIeHHbIH ankoken, -NR 'R 72, -C(=0)NR'R"?,
_OC(=0)NR’R"%, -0C(=0)OR’, -N(R7)C(=O)NR'R"2, -N(R7)C(=0)OR"%, -N(R7)C(=0)-R"?,
R’R73N-S(=0),, R’S(=0),, R’-S(=0)N(R%)-, C4_1, kapGowuukimi, C4_ {5 WHKIOAIKHIL,

TeTePOLUKIINI, APUJI, TeTePOAPWIT, CIUIABICHHBIN OUEINJI, CTUIABJICHHBIN TeTePOOUIMKIIII,
CIMPO OMEITWIT, UJTH CITUPO TeTePOOUIIUKIIIIT;
wm A, X u B Bmecte, hopmupyromue rpynmy ¢ ¢popmyitor (II):

wWww

(Roe)— &

(o)

&Y
10,

rae D npencraisieT cooom NR> , O, S, un CR7R7a;

R! npexcrasiser coboit H, F, Cl, Br, I, unano, ruapoxcu, R7*R'N-, -C(=zO)NR'R"?, -OC(=
O)NR’R’%, -0C(=0)OR’, -N(R")C(=0)NR'R"%, -N(R")C(=0)OR"?, -N(R")C(=0)-R7?, R’R7*N-
S(=0),, R’S(=0), -R’S(=0)N(R"?)-, R”*R"N-anxun, R’S(=0)-anxu, R’R’*N-C(=0)-axu,
R7aR7N—aJ'IKOKCI/I, R7S(:O)t—am<01<c1/1, R7R7aN—C(:O)—aJ'IKOKCI/I, amdaTHUECKui, TaJTOTeHATTKUI,

AJIKOKCH, THAPOAJIKOKCH, aAMUHAJIKOKCH, FI/I,Z[pOKCI/I-BaMeLHCHHbIﬁ AMHWHOAJIKOKCH, I'aJIOAJIKOKCH,

Crp.: 6
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AMHUHO-3aMEIIEHHBIN IaJI0AJIKOKCH, AJIKUIIAMUHOTAJIOAIKOKCH, TUIPOKCHU-3aAMEIIIEHHbIN
rajg0aJIKOKCH, AJIKWIAMUHOAIKOKCH, AJIKOKCUATIKOKCH, LMKOJIAJIKUIOKCH, APUITATIKOKCH,
apWIAJIKUIAMUHO, TETEPOAPUIIATIKOKCH, TETEPOAPUITAIIKUIIAMUHO, TE€TEPOLUMKIIIIATIKWIAMUHO,
UKJIOUTKWIAMUHO, TETEPOLMKITUIATIKOKCH, KAPOOLMKITMIATIKOKCH, KapOOUMKIWIAIKUIAMUHO,
TeTePOLMKIIAI(TUIPOKCUATTKOKCH), KAPOOIMKIWI(TUAPOKCUATKOKCH ), ApUIT(TUIPOKCUATKOKCH),
APUIIOKCUAIIKOKCH, aPUIIOKCH, TETEPOAPUIIOKCH, TETEPOAPUIIOKCUATKOKCH,
FETEPOLUKIUIOKCUATIKOKCH, KaPOOIUKIUIOKCUATIKOKCH, TeTEPOLMKITUIOKCH, a3U0ATTKOKCH,
CIIJIaBJICHHBINM OUIMKIINI, CTUTABIICHHBIN T€TePOOUIMKIINII, CTIJIABJICHHBIN OUIUKITUATT
amuQaTUIECKNH, CTITIABIICHHBIN TeTEPOOUITMKITAI aTU(aTUISCKUH, CTIIIaBIIEHHBIN OUIMKITOKCH,
CIIJIaBJICHHBINM reTepOOUIIMKIIOKCH, CTUTABICHHBIN OUMIIMKIIMAMWHO, CTUIABIICHHBIN
reTepOOUIMKIMAMHUHO, CTUIABJICHHBIN OMITMKITMATIKOKCH, CTUIABJICHHBIN T'eTePOOUIUKITHATKOKCH,
CILJIaBJICHHBIN OUIMKIIMAIKUIIAMUHO, CIIJIaBJIEHHBIN T€TEPOOUIMKITUIATIKUIAMUHO,
CIJIaBJICHHBIN OUIMKIIOKCUATKOKCH, CTIJIaBJIICHHBINM FeTEPOOMIMKIOKCUATKOKCH, CTUTABIIEHHBIN
OUIUKIMIIAMUHOAJIKOKCH, CIUIABJIEHHBIN IeTepOOUIMKIMIAMUHOATIKOKCH, CTIJIABJICHHBIM
ounuknit-C(=0)-, craBneHHbIn OMnukIniI-C(=0)0-, criiaBiaeHHbINM reTepoOUuKIuiI-C(=
O)-, cuiaBieHHbIN reTepoOuuKiniI-C(=0)0-, crutaBieHHbid ounukimiaMuio-C(=0)-,

CILJIaBJIEHHBIN reTepoounukmuaaMuao-C(=0)-, criaBiaeHHbH OUIMKInI-C(=O)N (R7)—,

CIIJIABJICHHBIN FeTepO6I/IL[I/IKJ'II/IJ'I-C(:O)N(R7)-, CIIUPO OUIMKIIUII, CIIUPO TeTePOOULIMKITUIL,
CIIUPO OUIMKITNI alM(paTUUECKUH, CTMPO TeTePOOUIMKITAI alTM(paTUIECKUH, CTUPO OUIMKITOKCH,
CITUPO TETEPOOUIUKIIOKCH, CITUPO OMIUKIIMIIAMUHO, CIUPO TeTEPOOUIMKIIUIIAMUHO, CITUPO
OMIMKJIMIIATIKOKCH, CIIUPO TeTepOOUIMKIIUIIAITKOKC, CITUPO OUIMKIUIATIKUIAMUHO, CIIMPO
reTepOOUIMKITAIATKUIAMUHO, CITUPO OMIUKIOKCUATTKOKCH, CITUPO IeTePOOUITMKIIOKCHATKOKCH,
CIIUPO OUIMKITUIIAMUHOAIKOKCH, CIIUPO T€TEPOOUIIUKIUIAMUHOAIKOKCH, CITUPO OULUKITUII-
C(=0)-, crmpo omukuia-C(=0)0-, criupo rerepoourmkianI-C(=0)-, Cnupo reTepoOrIUKIINI-
C(=0)0O-, ciupo ounukamnamMuao-C(=0)-, cnupo rerepoounukimiaMuio-C(=0)-, ciupo

6I/II_lI/IKJ'II/IJ'I—C(=O)N(R7)—, CIIUPO FeTepO6I/IHI/IKJ'II/IJ'I—C(=O)N(R7)—, FEeTEPOLMKITAIL, IUKIIOAJIKHI,
apuJ1, reTepoapul, TeTEPOIMKIHIT alTi(aTUICCKHIM, IUKITOATKWI aTu(aTUIECKUHN, apul
aymdarrieckui, rerepoapuin anudarudecku, apui-(CHy),-G-(CHy) -, retepoapui-(CHy) ,-G-

(CHp) -, rerepoumkinia-(CHy) p-G-(CHy) -, witi ipikioankuin-(CHy) ,-G-(CHy) -, T1e Kaxib1i
G npeacrasinsieT codori O, S, NR> ,S(=0), S(=0),, C(=0), —C(=O)N(R7)—, —OC(=O)N(R7)—, -0OC
(=0)-, -N(R7)C(=0)NR)-, -(R")N-S(=0),, -OS(=0),, wiu1 -OS(=0)N(R")-; KaspIit t

MIPeCTaBIISICT cO00M 1 UK 2; KaXXIbIH p U m IpeAcTaBiseT coooi HezaBucumo 0, 1, 2, 3 uiu
4; v rie kaxsiid u3 Co_19 apuii-(CHy)p-G-(CHy) -, €9 Terepoapuin-(CHy),-G-(CHy) -,
Cy.10 rerepormkinit-(CHy) ,-G-(CHy) -, 11 C3_1g wkimoankun-(CHy)p-G-(CHy) -
JIOMOTHUTENIBbHO 3aMenieH oHuM ui 6oitee F, Cl, Br, I, Cy_g ankui, C,_g ankunui, Ci_g aTKOKCH
WJIM IUAHO;

R? npezacrasiser coboi H, F, Cl, Br, I, ipaoHo, rupoxcy, R7*R'N-, -C(=zO)NR'R"?, -OC
(=0)NR'R"?,

OC(= 7 7 _ Tp7a 7 _ Ta 7 _ Ta pTpTa _

-OC(=0)OR’, -N(R")C(=O)NR'R"%, -N(R")C(=0)OR"“, -N(R")C(=0)-R", R'R"“N-S(=0),,

R’S(=0),, R’S(=0)N(R"%)-, R"*R'N-anxur, R’S(=0),-ankur, R’R7*N-C(=0)-amxun, R"*R'N-

AJIKOKCH, R7S(:O)t-aJ'IKOKCI/I, R7R7aN-C(:O)-aJ'IKOKCI/I, anpaTUIECKUH, TaT0AJIKWII, AJTIKOKCH,

THIPOKCHATIKOKCH, aMUHOAITKOKCH, THIPOKCH-3aMEeIIIEHHBIN aMUHOAIIKOKCH, TaJI0aJIKOKCH,
aMUHO-3aMEIIEHHBIN raI0ajJKOKCH, AIKHAMUHOTAJI0AIKOKCH, THAPOKCH-3aMEeIIIEHHBIH
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rajIoajJKOKCH, aJIKUJIAMHUHOATKOKCH, aJIKOKCUAJIKOKCH, ApUIAJIKOKCH, apUIaJIKUIaMHUHO,
reTepoapuIaJIKOKCH, FreTepoapuIaIKUIaUMHO, T€TEPOIUKIMIATIKUIAMUHO, IUKJIOATKOKCH,
[UKJIOATKUIIAMUHO, TETEPOILMKITUIATIKOKCH, KAPOOIUKITMITATKOKCH, KapOOIMKIMIAIKMIIAMUHO,
TeTePOIMKITI(TUAPOKCHAITKOKCH), KapOOIMKITWI(TUIPOKCUAITKOKCH), APWIT(TUIPOKCHAITKOKCH),
APUJIOKCUAIIKOKCH, ApUIIOKCH, T€TePOAPUIIOKCH, FeTePOAPUITOKCUATKOKCH,
TFeTEPOIMKIUIOKCUATIKOKCH, KapOOIMKIMIIOKCUATIKOKCH, TeTEPOIMKIUIOKCH, a3UT0aTKOKCH,
CILJIABJICHHBIN OUIMKJIINI, CTUTABJIICHHBIN T€TePOOUIMKIINIT, CIIABJICHHBIN OULUKITUATT
anmaTUIECKH, CTUTABIIEHHBIN FeTEPOOMIMKITNI aTudaTUUEeCKHI, CTUTABJIEHHBIN OUIMKIIOKCH,
CILJIABJICHHBIN reTepOOUIIMKIIOKCH, CIIABICHHbBIN OUMIIMKIMIAMUHO, CILTABJICHHBIN
reTepoOUIIMKIIUIIAMUHO, CIIJIaBJIEHHBIN OUIMKIIMIAIKOKCH, CTUTABIICHHBIN
reTepOoOUIMKITUIIAIIKOKCH, CTUIABIICHHBINA OMIMKIMIAIKUIAMUHO, CIIABIICHHBIN
reTepoOUIMKIIUIAIIKUIIAMUHO, CIIJIaBJICHHBIN OUIMKITOKCUAIIKOKCH, CTUTABIICHHBIN
reTepOoOUIMKIIOKCUATKOKCH, CTUTABIICHHBIN OMIMKIMIIAMUHOATIKOKCH, CIIJIaBJICHHBIM
reTepOoOUIMKITMIIAMUHOAIKOKCH, CTIIaBiIeHHbIN OUIMKIWI-C(=0)-, CTTaBIeHHBIN OULIMKIIUII-
C(=0)0O-, crinaBieHHbIl rerepoounukiuia-C(=0)-, craBiaeHHbIN reTepoouukiIni-C(=0)0-,
CIUIaBJIeHHbIN OuukiMiaaMuHo-C(=0)-, cruiaBiaeHHbIN reTepoounuuikamMuio-C(=0)-,

CILIABJICHHBIN 6HuHKan—C(=O)N(R7)-, CIUIABJICHHBIN FeTepO6I/IL[I/IKJ'II/IJ'I—C(=O)N(R7)—, CIIUPO
OUMIMKIIAJI, CITUPO TeTEPOOUITUKITUI, CITUPO OUIMKITUIT aJT(haTUYECKHIA, CITUPO TeTEPOOUITUKITUI
anidaTUIECKUii, CIUPO OUIMKIIOKCH, CIIUPO TeTePOOUIMKIOKCH, CITUPO OUIMKIIUIAMUHO,
CIIUPO TeTePOOUITUKIIUIIAMUHO, CITUPO OUIMKIIUIATIKOKCH, CIIMPO IeTepOOMIUKITMIIATKOKCH,
CITUPO OMIMKJTMITATKUIIAMHHO, CITUPO TeTePOOUIMKITMIIAIKUIAMUHO, CITUPO
OMIMKJIOKCHATIKOKCH, CITUPO FeTepOOUIMKIIOKCUATKOKCH, CITMPO OMIMKIMIIAMUHOATIKOKCH,
CITUPO TETEPOOUIMKITMIIAMUHOATIKOKCH, CIIUpO OUMIUMKIUI-C(=0)-, crimpo ourmkmn-C(=0)
O-, criipo retepoounukiniI-C(=0)-, cnmpo retepoounukmi-C(=0)0-, cnupo OUIMKIHIAMHAHO-
C(=0)-, cnupo rerepoodunuuukiniIaMuao-C(=0)-, cupo 6I/ILII/IKJ'II/IJ'I—C(:O)N(R7)—, CIIUPO
FeTepO6I/IHI/IKHI/II/IH—C(=O)N(R7)—, TETEPOLMKIINI, UMKIOAKWI, apui, C_4rerepoapu,

TeTePOIMKIIAI ATM(DATUUECKUIMA, IUKIO0ATKUIT ATu(DaTHUECKUM, apuiT aTu(paTHISCKUH,
rerepoapun amdarinaeckuit, apun-(CHy)p-G-(CHy) -, rerepoapuin-(CHy)p-G-(CHy) -,
retepotmkiniI-(CHy),-G-(CHy) -, nim mukitoankun-(CHy)-G-(CHy) -, rae kaxapii G

npezcrasisier co6oit O, S, NR>, S(=0), S(=0),, C(=0), -C(=0)N(R)-, -OC(=0)N(R")-, -OC
(=0)-, -N(R)C(=0)NR")-, -(R")N-S(=0),, -OS(=0),, mu1 -OS(=0)N(R”)-; KaspIit ¢

MPeCTABIISIET COO0M 1 UK 2; KaXXIbIH p U m IpeACcTaBiseT coooit HezaBucumo 0, 1, 2, 3 uiu
4;

R® npencrasnsier co6oit H, F, C, I, iuano, R’R73N-, -C(=0)NR'R’?, -O0C(=0)NR'R"?, -OC
(=0)0OR’, -N(R7)C(=0)NR'R"?, -N(R")C(=0)OR"?, -N(R")C(=0)-R"?, R’TR7*N-S(=0),, R'S(=
0),, R’S(=0)N(R"?)-, R”*R"N-anxu, R’S(=0)-anxmt, R’R7*N-C(=0)-asxm, R7*R’N-ankoxcn,

R7S(:O), -aJIKOKCH, R7R7aN-C(:O)-aJ'IKOKCI/I, ampatudeckuit, C,_q( ramoankui, apui-Co_j
aJIKOKcH, reTepoapuil-Cs_j () aJIKOKCH, TUKI0ATKUI-Cy_ 1 ATKOKCH, CIUIABIICHHBIN OMIMKIINI-Cy_
10 AIKOKcH, C|_4 TETEPOAPHUIL, 3aMELLIEHHBIN apUJl, FETEPOLMKIIUII, IMKIOAIKHUII, TETEPOLMUKIIAI
anidaTUIeCKui, IMKII0AIKUI anudatudeckuii, C_4 rerepoapu aaudaTHUeCKuii, 3aMelIeHHbIH
apuit C3_( aJIKWJI, TETEPOLMKIIMIAIKUI, AIKOKCH, TUIPOKCUAIIKOKCH, aUMHOAJIKOKCH,

TUIPOKCHU-3aMEILEHHBIA AMUHOAIKOKCH, FaJIOAJIKOKCH, aMUHO-3aMEILEHHBIN IAJI0ATIKOKCH,

AJIKWIaMHWHOTI'aJIOAJIKOKCH, FI/I):[pOKCI/I—C%aMeLL[eHHbIﬁ rajJJoaJIKOKCH, aJIKWJIaMHHOAJIKOKCH,
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AJIKOKCHAJIKOKCH, apHH—Cz_lo AJIKOKCH, I'CTCPOUUKINIAIIKOKCH, Kap6ou141<n14nan1<01<cn,

reTePOLMKITI(THIPOKCUATIKOKCH), KAPOOIMKIWI(TUAPOKCHATKOKCH ), APUT(TUAPOKCHATKOKCH),
APWIOKCUAIIKOKCH, APUITAMUHOAIIKOKCH, APUITOKCH, TETEPOAPUITOKCHAITKOKCH,
TeTePOLUMKIUIOKCHATKOKCH, KapOOIMKIMIIOKCHATKOKCH, TETEPOIMKIMOKCH, ITUKIOATKUIIOKCH,
A3UJ0AJIKOKCH, CIUIABJICHHBIN OULMKIIWI, CIUIABJICHHbIN T€ePOOUIIMKIINIL, CILIABIICHHBIN
OUIMKIIWIT aTudaTUIECKUM, CTUTABICHHBIN TeTEPOOUIIMKITNIT aTudaTUIECKU, CTITaBICHHbIN
OMIIMKITOKCH, CIIIABJICHHBINM FeTePOOUIMKIIOKCH, CILIABIICHHBIN OMIMKIMIIAMUHO, CILIABJICHHBIN
reTepOoOUIMKIIUIIAMUHO, CIIJIABJICHHbBINM OUIMKITMIAIKOKCH, CTUIABJICHHBIN
reTepOoOUIMKITUIIAIIKOKCH, CTUTABICHHBINA OMIMKIMITAIKUIAMUHO, CTTABIICHHBIN
reTepOOUIMKITUIATKMUIIAMUHO, CTITIABIICHHBIN OUIMKIIOKCUATIKOKCH, CTUTaBJICHHBIN
reTepOOUIMKIIOKCUATKOKCH, CTUTABIICHHBIN OMIMKIMIIAMUHOATIKOKCH, CIIJIaBJICHHBIH
reTepOoOUIMKIIMIAMUHOAIIKOKCH, CIIaBlIeHHbBIN OUIMKINI-C(=0)-, CITaBIICHHBIN OUIAKIIHII-
C(=0)0O-, crinaBieHHbIl rerepoounukiuia-C(=0)-, criaBiaeHHbIN reTepoouukini-C(=0)0-,
CILIaBJIEHHBIN OUIMKIMIaMUHO-C(:=0)-, crIaBaeHHbINM reTepoounukmaaMuao-C(=0)-,

CILJIABJICHHBIN 6I/IL[I/IKJ'II/IJ'I-C(:O)N(R7)-, CIJIABJICHHBIN FeTepo6I/IL[I/IKJ'II/IJ'I-C(:O)N(R7)-, CIIUPO
OMIUKIINII, CITUPO TETEPOOMIMKITNI, CITMPO OUIUKITI aTudaTHUECKUM, CITUPO TeTEPOOUIUKITIIT
amupaTUIECKNi, CITUPO OUIUKIIOKCH, CITUPO TeTePOOUIUKIIOKCH, CITUPO OUIUKIIMIIAMUHO,
CIIMPO TeTepOOUITMKIIUIIAMUHO, CITUPO OUIMKIIUIAIKOKCH, CITUPO TeTepOOMIUMKITMIIATKOKCH,
CIUPO OUIMKJTMIIATTKUIIAMUHO, CITUPO T€TEPOOUIIUKITMITAIKUIAMUHO, CIIUPO
OMIUKIIOKCUATKOKCH, CITUPO TeTepOOUIMKIIOKCUAITIKOKCH, CITMPO OUIMKITMIIAMUHOATIKOKCH,
CIIUPO TeTepOOUIMKIIMIIAMMHOATKOKCH, ClTUpo OUIMKIUI-C(=0)-, crimpo onmukmmi-C(=0)
O-, criipo retepoOunukiniI-C(=0)-, cnupo rerepoounukini-C(=0)0-, cnupo OUIMKIIMIAMUHO-
C(=0)-, cupo rerepodururaniaMmuao-C(=0)-, cnupo 61/1um<n1/1n—C(=O)N(R7)—, CIIUPO
FeTepO6I/IHI/IKJ'II/IJ'I—C(=O)N(R7)—, apui-(CHy),-G-(CHy) -, retepoapuin-(CHy),-G-(CHp) -,
retepotmkini-(CHy),-G-(CHy) -, nim mukitoankun-(CHy)-G-(CHy) -, rae kaxapii G

npeacrasiseT coooi O, S, NR? , S(=0), S(=0),, C(=0), —C(=O)N(R7)—, —OC(=O)N(R7)—, -OC
(=0)-, -N(R7)C(=0)NR)-, -(R")N-S(=0),, -OS(=0),, wiu1 -OS(=0)N(R")-; Kasp1it t

MpeCTaBIIsIeT co00i 1 Wiu 2; KaXXabIi p U m IpeAcTaBiseT codoi HezaBucumo 0, 1, 2, 3 uiu
4;

R* npencrasnser co6oit H, F, I, nuano, ruapokcn, R7*R'N-, -C(=0)NR'R"?, -0C(=0)
NR’R’?, -0C(=0)OR’, -N(R")C(=0)NR'R”?, .N(R7)C(=0)OR"?, .N(R”)C(=0)-R’, R’R7*N-S
(=0),-, R’S(=0),-, R’S(=0)N(R"?)-, R”*R'N-anxun, R’S(=0)-anxur, R’R’*N-C(=0)-axu,

R7*R"N-anxoken, R’S(=0)anxoxcn, R’R73N-C(=0)-ankoKcH, anudaTHIecKui, Taloankil,
Cy_10 AIKOKCH, THIPOKCHAIKOKCH, AMMHOAIKOKCH, THIPOKCH-3aMELIEHHBIA AMUHOAIKOKCH,
rajg0aiKkoKcH, aMUHO-3aMEILEHHbIN IaJ0alKOKCH, aTKMIAMUHOTAI0ATIKOKCH, TUIPOKCH-
3aMelleHHbIN FaJ0alKOKCH, ATKUIAMUHOATIKOKCH, aTKOKCUATKOKcH, C3_s IMKIIOATKUIIOKCH,
APUIATIKOKCH, TeTEPOaPUIIAIKOKCH, FeTepoapUuIaIKuiIaMUHO, TeTepOLUKIMIAIKUIAMUHO,
C7.10 IMKJIOAIKOKCH, IUKJIOATKMAMUHO, T€TEPOLMKIIIATKOKCH, KAPOOIMKIIMIAIKOKCH,

KapOOIMKIWIATKUIIAMUHO, TETEPOIUKIUI(TUIPOKCUAITKOKCH), KaPOOIUKITHIT
(TUIPOKCHAITKOKCH), apWT(TUIPOKCHATTKOKCH ), ApUITOKCHATTKOKCH, aPUITOKCH, TETEPOAPUITOKCH,
reTepoapUIOKCUATIKOKCH, TETEPOLUKIMIOKCUATIKOKCH, KapOOIMKIUITOKCUATKOKCH,
TeTePOIUKIIUIIOKCH, a3UT0AJTKOKCH, CTIJIABIIEHHBIN OUIMKITAI, CTUTABJICHHBINM TETePOOUIIUKITHIT,
CIUTABJICHHBINM OULMKIIAI aTu(aTUUECKUM, CIIJIABICHHBIN reTepOOULIUMKIINIT aTu(aTUIECKUH,
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CIUTABJIEHHBIN OMITMKIIOKCH, CTIJIaBJICHHBIN T€TePOOUIMKIIOKCH, CTIIABICHHBIN OUIMKIIUIAMUHO,
CILJIABJICHHBIN reTepOOUIMKIIUIIAMUHO, CIIJIABJICHHbBIN OUIUKITUIAIKOKCH, CTUIABJIICHHBIN
reTepOoOUIMKITUIIAIIKOKCH, CTUTABICHHBIN OMIMKIMIIAIKUIAMUHO, CTTABIICHHBIN
reTepOOUIMKITUIATKUIIAMUHO, CTITIABIICHHBIN OUIMKIIOKCUATIKOKCH, CTUTABJICHHBIN
reTepOOUIIMKIIOKCUAIIKOKCH, CTUTABIICHHBIN OMIMKIMIIAMUHOATIKOKCH, CIIJIaBJICHHBIM
reTepOoOUIMKIIMIAMUHOAIKOKCH, CIIaBIeHHbIN OUIMKINI-C(=0)-, CITaBIICHHBIN OUIAKITHII-
C(=0)0, crinaBneHHbli retepoounukiniI-C(=0)-, cruaBineHHbid reTepooutukini-C(=0)0-,
CIIaBJIeHHBINM OuIMKIMIaMuHO-C(=0)-, criaBiaeHHbIN reTepoourmmuaaMuao-C(=0)-,

CIJIABJICHHBIN 6HuHKHHn-C(:O)N(R7)-, CIJTABJICHHBIN FeTepO6I/IL[I/IKJ'II/IJ'I-C(=O)N(R7)-, CIIUPO
OMIUKIINII, CITUPO FETEPOOMIMKIINI, CITMPO OUIMKIINI aTihaTUUECKUM, CITMPO TeTEPOOUIIUKITIIT
amupaTUUECKNi, CITUPO OUIUKIIOKCH, CITUPO TeTePOOUIUKIIOKCH, CITUPO OUIUKIIMIIAMUHO,
CIIUPO IreTepOOUITMKIIUIIAMUHO, CITUPO OUIMKIIUIAIIKOKCH, CITUPO TeTepOOMIUMKITUITATKOKCH,
CIIUPO OUIMKIIAIAIKAIAMUHO, CIIUPO T€TEPOOUIMKIUIATIKUIAMUHO, CITUPO
OMIUKITOKCHATKOKCH, CITUPO TeTePOOUIIMKIOKCUAITKOKCH, CITMPO OUIMKITMIIMUHOATKOKCH,
CITMPO reTepOOMIMKIMIIAMUHOATKOKCH, criipo Ouukuia-C(=0)-, ciupo ouukiui-C(=0)0,
criipo retepoouukiniI-C(=0)-, ciupo rerepooukini-C(=0)0-, cnupo OUIUKIUIAMUHO-

C(=0)-, cntupo rerepodunukmmiaMmuao-C(=0)-, criupo euk-C(=0)N(R)-, CIIUPO
FeTepo6I/ILII/IKJ'II/IJ'I-C(:O)N(R7)-, TEeTePOLMKIINIL, LIUKIIOATIKUIL, APUIL, TETEPOAPUIL, TETEPOLMKITAIL
amudaTuiecKkui, HUKIOAIKUI amudatuueckuit, apui C,_o anudaTuueckuit, rerepoapul
anmidaTUIECKUIA, apym—(CHz)p—G—(CHz)m—, reTepoapym—(CHz)p—G—(CHz)m—, reTEPOLUKIIUII-
(CHz)p—G—(CHZ)m—, WK L[I/IKJIOELHKI/IJI—(CHz)p—G—(CHz)m—, rae Kaxpii G peAcTaBIIsieT coOoi

0, S, NR’, S(=0), S(=0),, C(=0), -C(=0)N(R")-, -OC(=0)N(R)-, -OC(=0)-, -N(R7)C(=0)

N(R7)—, —(R7)N—S(:O)t, -OS(=0), nnmu —OS(:O)tN(R7)—; KaX/]IbI t TpeACTaBiseT codoit 1 unu
2; KaXAblil p U m npeacrasisieT cooort HezaBucumo 0, 1, 2, 3 unu 4;

KaXXIbIH R’ npecTaBisgeT coboit HezaBucuMo H, R7R7aNC(=O)—, R7OC(=O)—, R7C(=O)—,
R’R7NS(=0)-, R’0S(=0)-, R’S(=0)-, R’R*NS(=0),-, R’OS(=0),-, R’S(=0),-, anudpariueckuii,
rajoanrdaTuiecKkuil, THIAPOKCUATU(PATUISCKUN, AMUHOATN(ATUYECKHIA,
aJIKOKcuaMdaTUIECKUii, alTKUJIaMUHOATM(PAaTUIECKUH, ATKMITHOATTM(DATUYECKHIH,
apuanmdaTUIeCKHii, TeTepoardaTUIECKUN, TeTEPONUKIINIATN(DaTUICCKHIT,
UKJTOATKUIaTU(paTUIECKUI, apUiTOKCHaNT(DaTUIECKUl, TETEPOLMKIMIOKCUATU(DATUUECKUIH,
IMKJIOATKMIIOKCHAT(aTUUECKH, aprUIIaMHUHOATN(DaTUUECKHIM,

reTepOIMKIMIIAMUHO MDA TUIECKUH, UKI0ATKUIaMUHOATM()ATHUECKUM, apUJI, TeTEPOapHII,
FETEPOLMKIIAIT WU KaPOOUMKIINI;

KaXX bl RSa npeacTaBisieT cooolt HezaBucumo H, ruapokcu, amuno, F, Cl, Br, I, nuano,
okco (=0), R7®R'N-, -C(=0)NR'R"?, -OC(=0)NR’R"?, -0C(=0)OR’, -N(R")C(=O)NR'R"?,
NR7)C(=0)0R"?, -N(R7)C(=0)-R"%, R’R7*N-§(=0),-, R’S(=0),-, R’S(=0),N(R"?)-, R”*R"N-
anku, R’S(=0)-ankun, R'R72N-C(=0)-ankun, R’R’N-ankoxcn, R’S(=0)-ankoken, R’R7N-
C(=0)-ankoKcu, apui, reTepoapul, AIIKOKCH, AJIKWI, AJIKEHWI, AJTKUHUI, TETEPOLMKIINII,
MEPKAIITO, HUTPO, aPajIKUII, ApUIAMUHO, FETEPOAPUIIAMUHO, APUIIATIKUIIAMUHO,
reTepoapuIAKUIAMUHO, TETEPOAPHUIT OKCH, TETEPOAPHIIAIIKHII, APHIAIKOKCH, T€TEPOAPHIT

AJIKOKCH, I'€TCPOIUKIIUIIOKCH, TCTCPOUUKITNIIATIKOKCH, T'CTCPOLUNKIINTITIAMUHO,
TCTCPOHUKITUIIAIKUIIAMHUHO UJIN APUITIOKCH;
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Kkas bt R® MPEICTaBIISIET COOOM HE3aBUCUMO CBS3b, Cj_1¢ ankuiieH, Cy_j( aJKEHWIEH UK

Cy.1(¢ AIKUHUIIEH; U

kaskpiit R’ 1 R’ npencTaBisieT codoit HezaBucumo H, anndartudeckui,
rajjoanudaTuyeckuii, rupoKcuaIupaTUIeCKuil, aMUHOATM(baTUUECKUH,
aJTKOKCUATM(DATUIECKUIA, AaTTKUITAMUHOATM(ATUIESCKUI, aTKUIITHOATU(DATUIESCKUIA,
apwiadaTUUECKUiA, TeTepoapuiIaiidaTHUECKHIA, TeTEPONUKINIATN(ATUIECKHIA,
IUKJI0AJIKMITATM(aTUIECKUIC, aprUiTOKCHaIU(aTUUECKUM, TeTePOIMKIMIOKCHATN(aTUISCKHI,
IMKIIOAIKUOKCHATN(DATUUECKUIA, apPUITAMUHOATU(DATHUECKUIA,
reTepOLUMKIMIAMUHOATU(DATUUECKUH, IUKITOATKUIAMUHOATM(DATUUECKUH, apUJT, TETEpOapUII,

FETEPOLMKIIAIT WM KaPOOUMKIIWI; TIPU YCITIOBUM, YTO R’ 1 R72 cBA3aHbI ¢ TEM ke CaMbIM

aTOMOM a30Ta, R'u R7a, BMECTE C aTOMOM a30Ta CBA3aHbI C, JOIOJHUTEIILHO CO3/1aBast
3aMeIleHHOE WK He3aMEeIlIeHHOE 3. . .8-3BEHHOE KOJIBI0, MJIK 3aMEIIEHHOE WIIH HE3aMEIIIEHHOE
CIIMPO OUIMKIIMYHOE WM CIUIaBIIEHHOE OMIUKIMUECKOE KOJIBIIO;

rae kaxmpii u3 NRY, -R-C(=Y)-, -R6-C(=Y)-0-, -R®-C(=Y)-N(R?)-, -R®-§(=0),-, -R%-S(=
0)-N(R")-, -R%-Y-, R”*R'N-, -C(=0)NR’R"%, -OC(=0)NR'R"?, -OC(=0)OR’, -N(R”)C(=0)
NR'R"%, -N(R")C(=0)OR"?, -N(R")C(=0)-R"?, R’'R7*N-S(=0),, R’S(=0),, R’S(=0)N(R"%)-,
R7*R"N-anxun, R’S(=0),anxun, R’R7*N-C(=0)-C_gankun, R7*R'N-C_gankoken, R’S(=0)-
ankoken, R'R™N-C(=0)-ankoken, R'R™NC(=0)-, R’0OC(=0)-, R’C(=0)-, R'R™*NS(=0)-,
R70S(=0)-, R’S(=0)-, R’R7*NS(=0),-, R’0S(=0),-, R’S(=0),-, R’*R"N-anuparnueckut,
apui-(CHy),-G-(CHy) -, rerepoapuit-(CH,),-G-(CHy) -, Tetepormkimnin-(CHy) ,-O-(CHp) -,
muknoankui-(CHy),-C-(CHy) -, runpoxen-3amereHnslit Cy_g ankun-C(=0)-, Cy_g ankui-C
(=0)-, Cy_g ankui1-S(=0)-, C;_g ankuin-S(=0),-, ruapoxcu-3aMelieHHbin Cy_g ankui-S(=0)-,
rupokcu-3amentieHHbin C_g ankuia-S(=0),-, kapbokceu Cy_g AIKOKCH, TaJT0ATIKUII,

TeTEPOLMKIOAIIKIII, TeTEPOIMKIOATKOKCH, TeTePOIMKIMIATKWIAMUHO, TETEPOIMKITUIAMUHO,
LMKJIOAJIKWII, UMKJIOATIKAI ATU(DATUUECKHU, IMKITOATKUIAMUHO, [UKIOATKUIOKCH
amQaTUIeCKui, TUKIOATKUITAIIKOKCH, UKJIOATKUITAKUIAMUHO, KapOOLMKIIHIIAI
amQaTUUECKUIA, aPATTKWIT, APUITOKCHATIKUII, TeTepOoapuiokcHainbaTUIeCKUi, aTupaTUIECKHii,
AITKOKCH, TUIPOKCHAIIKOKCH, AMUHOATKOKCH, TUIPOKCH-3aMeIIeHHbIN C_g ATKOKCH, THIPOKCH-

3aMEIICHHBIN AMUHOAJIKOKCH, TAJIOAJIKOKCH, aMHUHO-3aMEILEHHBIN TaJI0aJIKOKCH,
AJIKWIIAMUHOTAJIOAIKOKCH, TUAPOKCU-3aMEIIEHHBIN IaJI0AJIKOKCH, aJIKUIAMUHOAJIKOKCH,
AJIKOKCHUAJIKOKCH, apUIAJIKOKCH, apWIAIIKWIAMUHO, M€ TEPOLUKIIMIAIIKOKCH,
KapOOUMKIIMIIATKOKCH, TETEPOLMKIMI(TUAPOATIKOKCH), KAPOOUMKIUII(THIPOATIKOKCH), apUIT
(TUAPOKCUAIIKOKCH), APUITOKCUAIIKOKCH, T€TEPOAPUIIOKCUATIKOKCH, APUIIOKCH, APUIIAMHUHO,
TeTEPOLMKINIOKCUAIKOKCH, KapOOLMKIMIOKCUATKOKCH, HUKIIOAJIKUIOKCH, a3U0aJIKOKCH,
CIUTABJICHHBINM OULMKIINII, CTIJIABIICHHBIN FeTepOOULIMKIINI, CTITIABICHHBIN OUIMKITUIT
amuQaTUISCKUH, CTITIABIIEHHBIN TeTEPOOUITUKITAI aTU(aTUIeCKUH, CTIIIaBIIEHHBIN OUIMKITOKCH,
CILJIaBJICHHBIN reTepOOUIIMKIIOKCH, CTUTABICHHBIN OUIIMKIMIIAMUHO, CITABIICHHBIN
reTepOOUIMKITUIAMUHO, CIUTABJIEHHBIN OUIUKITUIATIKOKCH, CIIJIABIICHHBIM
reTepOoOUIMKIIUIAIIKOKCH, CTUTABICHHBIN OMIMKIWIAIKWIAMUHO, CIUTABIICHHBIN
reTepOOUIMKITUIATIKUIIAMUHO, CTIJIABJICHHBIN OUIIMKIOKCUATIKOKCH, CTUTABJICHHBIN
reTepPOOUIMKITIOKCHATKOKCH, CIIJIABJIICHHBIN OUIUKIIMIIAMUHOATIKOKCH, CIIJIABIICHHBIM
reTepOOUIMKINIAMUHOAIIKOKCH, CIUTaBIIeHHbIN OMIMKITNI-C(=0)-, CriyIaBIeHHbIN OULUKITUII-
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C(=0)0O-, crinasieHHbI rerepoouukiuia-C(=0)-, craBiaeHHbIN reTepo ouukIni-C(=0)0-,
CIUIaBJIeHHbIN OunukMiIaMuHo-C(=0)-, cruiaBiaeHHbIN reTepoOunukiniaMmuio-C(=0)-,

CILIABJIICHHBIN 61/1u1/11<m/m—C(=O)N(R7)—, CILIaBJIeHHBIN reTepoonuukniI-C(=0)N (R7)—, CIIUPO
OMIMKITUIT, CITUPO TeTePOOUIMKIIII, CITUPO OMIUKITUIT AT aTHUECKUM, CIMPO TeTEPOOUIMKITAIT
anmubaTUUeCKuii, ClIUPO OULMKIIOKCH, CTUPO TeTePOOUIIUKIIOKCH, CITUPO OULUMKIMIAMUHO,
CITUPO TEeTEPOOUIUKITMIIAMUHO, CITUPO OMIUKITUIATIKOKCH, CIIUPO TETEPOOUITMKITUITATTKOKCH,
CIIMPO OUIMKITUIAIKUIIAMUHO, CIIMPO TeTEPOOUIIMKITUIATIKUIAMUHO, CIIMPO
OMIMKIIOKCUATTKOKCH, CITUPO TeTePOOUIIMKITOKCUATIKOKCH, CITUPO OUIUKITMIIAMUHOATIKOKCH,
CIIUPO reTepOOUMKIIUIIAMUHOATKOKCH, cTupo OUMKIUI-C(=0)-, ciiupo ounukiini-C(=0)
O-, crimpo retepoounukiniI-C(=0)-, cimpo retepoounukmi-C(=0)0-, cnupo OUIMKIHIaAMHAHO-

C(=0)-, cnupo rerepodunuxaniaMmuHo-C(=0)-, cnupo 6I/IHI/IKJ'II/IJ'I-C(:O)N(R7)-, CIIUPO

retepoouukniI-C(=0)N (R7)—, apuiI, TeTEPOaPUII, apuiTaaudaTHICCKUM,
reTepoapunaandaTHIeCKuii, TeTePOapPUIOKCH, TeTePOAPHUIIAMUHO, TeTepOaPHITAITKOKCH,
reTepoapuiaJKuIaMMHO, TajgoanudaTuiecKkuil, TuApOKCHaIU(aTHISCKUL,
aMUHOATU(ATUIECKUH, alIKOKCHATU(PaTUIECKUH, alIKIMITAMUHOATM(ATUYECKHIA,
AIIKUITHOATM(PATUUECKUH, IUKIIOATKHWII, TeTePOUKIUIATIM(paTUISCKUH,
apWIOKCHANIN(ATUUECKUI, TeTePOLUKINIOKCHATN(ATUYECKHI,
IUKJTOAJTKMITOKCHATU(paTUIECKUH, aprilaMUHOATM(a TUUICCKHIA,
reTepoIUKINIaMUHOATM(GATUHICCKUM, IUKITOAJIKUIaMUHOAIM(paTUUECKUI, TeTePOLUUKITHII,
KapOOLMKIINI, TETEPOLUKIIUIIETIE, KaPOOUMKIIUIICH, CIUIABIICHHBIM OUIMKITUIICH, CTIABJICHHbBIN
reTepOoOUIMKITUIIEH, CITUPO OMIMKIIUIICH, CIIMPO FeTepOOUIIMKITUIIEH, apUIICH U TeTepOoapUIIcH
MPeJICTABIISIET COOOM HE3aMENIEHHbIN WK 3aMEIIEHHBIM KA MUHUMMY OJTHUM 3aMECTUTEIIEM,
IJI€ 3aMEeTUCENb MIPEJICTABIISIET COOOM rajoankui, okco (=0), ruapokcu, amuHo, F, Cl, Br, I,
maHo, Cy_o ankokeu, Cy_jo ankunamuto, Cy_jo ankuintuo, Cq_jo ankui, Cy_jo ankenu, Cy_

10 QIKMHWJI, MepKaNTo, HUTPO, Cg_1o apui, Ci_g rerepoapui, C,_jo rerepouukiini, Ceg_jo
ApUIIOKCH, KapOOKCH, TUIPOKCU-3aMellleHHbIN C|_g aTKOKCH, TUAPOKCH-3aMeleHHbIN Cq_g
ankui-C(=0)-, C;_g ankwii-C(=0)-, Cy_g ankun-S(=0)-, C;_g ankun-S(=0),-, TMAPOKCH-
3amereHHbIN Cy_g ankui-S(=0)-, runpokcu-3aMerieHHbli C_g aakui-S(=0),-, uim kapooKcH
C|.¢ AIIKOKCH.

[0008] B HekoTophIX peanuzauusax A npeacrasiser coboit Cy_ ;o rerepounkimiet, Cs g
kapOouukiuieH, Cs 1, CIUIaBIeHHbIN OULMKIniIeH, Cs 1 CIUIABICHHBIN reTepOOULMKIIUICH,
Cs.1» cnupo ouuxiuieH, Cs_qo ciupo rerepoounukiuieH, Cq 1o apuieH, wim Cj_g

reTepoapuiicH.
[0009] B HekOoTOPBIX peanu3anusx A TpeacTaBiseT coooi

wvwnnse
Q=|=Q '
/ 6 '5\ N /lez'l'
Ql % ) 04 f ':WZ
‘\ l/ \‘\ l‘/
Qz_I—Qs Wr'- W,
VAV AV Vo 1l nANN

2

rae Kaxasiv Qp, Qo, Q3, Q4, Qs 1 Qg mpeacTasisieT coO0M HE3aBUCUMO N, NR? , 0,8, CR'R
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win CR8, 1 kKak MUHUMYM 4eTsIpe U3 Qq, Qr, Q3, Q4, Qs 1 Qg sABisIrOTCA N MIIH NRS;

W, npencrasisieT cooom NR3, 0O, S, i CR7R; Kaxaeid W2, W3, W4 u W5 npencrapisiet
co0oi1 He3aBUCHUMO N, NR? ,0O, S, CR7R7a, i CRS8; ¥ kak MUHUMYM yeTbipe u3 Wi, W2, W3,
W4 u W5 spasiores N umm NR? |

Kaxpiii R8 mpeacrasiser coboit HezaBucumo H, runpoxcu, amuno, F, Cl, Br, I, imaHo,
R7%R'N-, -C(=0)NR’R"?, -OC(=0)NR'R"?, -OC(=0)OR’, -N(R")C(=O)NR’R"?, -N(R7)C(=0)
OR’%, -N(R")C(=0)-R7®, R’TR73N-S(=0),-, R’S(=0),-, R’S(=0),N(R"%)-, R”*R"N-anxun, R’S
(=0)-anxun, R’'R7*N-C(=0)-anxun,, R”*R’'N-ankoken, R’S(=0)-ankokcu, R’R’2N-C(=0)-
AJIKOKCH, apHJI, TeTepOapuil, aJIKOKCH, aJIKUII, aJIKCHWII, AJIKUHUIT, TeTePOIMKIINII, MEPKAIITO,
HUTPO, APAJTKWJI, APUITAMHUHO, TETePOAPUIIAMUHO, aPUIAIKUIIAMUHO, TeTEPOapUITAIIKUIIAMUHO,
reTepOoapUIOKCH, TeTEPOAPUITAITKIII, APUIATIKOKCH, TeTEPOaPUITAIIKOKCH, T€TEPONUKITUIOKCH,

FeTEPOLUKIIMIIAIIKOKCH, TETEPOLMKIIMIAMUHO, TETEPOUUMKIAIATIKUIAMUHO UJIU APUTTOKCH.
[0010] B HekoTOpBIX peanu3anusx A mpeacTaBiseT coooi

/E -

T T Ty

[ N

E €4, E Ea. /,

IS Flz\F{?\f
ARE . < e ="
Z Fy LEd E ¢ Fy et z
TN S, T, K
527\\ T/ y . 'i—l' lz\ ‘. 7 H j_:1
E ¢ E«¢7 ) S ‘-a,/ ! o T

rae kaxnasii Eq, By, B3, Ey, Es, Eg, E7, Eg, F| u F, npencrasnser coboit He3aBucuMo N wiu
CR9;

kaxaeiii T u T mpeacrasiseT coboit HezaBucuMo N R5 , O, S wm CR9R9a; U

Ka>XabIN R’ u R IpeacTaBIIsieT coool He3aBucuMo H, rugpokcu, amuno, F, Cl, Br, 1,
mmano, R™“R'N-, -C(=0)NR'R"%, -OC(=0)NR'R"%, -OC(=0)OR’, -N(R")C(=O)NR'R "%, -N(R")C
(=0)OR’?, -N(R7)C(=0)-R7?, R’R7*N-S(=0),-, R’S(=0),-, R’S(=0),N(R"?)-, R”*R'N-C ¢
ankui, R’S(=0)-C g ankun, R'R7N-C(=0)-C g anxmr, R7*R'N-C _g anxoxcn, R’S(=0)-Cy_¢
AJIKOKCH, R7R7aN-C(:O)—C 1.6 ankokcu, Cg_1o apui, C_grerepoapui, C;_g anikokcu, Cy_q
ankuil, Cy_gankenun, Cy_gankuHuil, Cy_jo FeTEPOLMKIINI, MepKanTo, HUTPO, Cg_1o
apui-Cy_g-anxui, Cg_ 1o apuinamuto, C;_g rerepoapuiaMuto, Cq_1o apuii-C;_g-alIKUWIAMHUHO,
C.g rerepoapuni-Cy_g-ankuinamuuo, Cy_g rerepoapuiiokcu, Cq_g rerepoapuii-C;_g-ankui, Cg_
10 apui-Cy_g-ankoxcu, Cy_g rerepoapui-C_g-aakokcu, C,_jo rerepouukiminokcu, Co g
retepounkiIni-C_g-aakokcu, Cy_j reTepounkiniaMuao, Cy_qq

FCTepOHI/IKHI/IH-C1_6-aJ'IKI/IJ'IaMI/IHO, WIJIIN C6-10 APUIIOKCH.

[0011] B gpyrux peanuzamusx A mpeacTaBiseT coOoi
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T AA Réa w/ (Rsa L AM:}\RBa )n
(Rs (R"@\F 3;(3 Q/ Raa)\;:\’/j\I Raa)’it Nk?l
e T ,

| s N O
'Y NN RN TN X
M'AA b I 2 I | I 2 N\(" b e b I 2
T A~ Ty
) T = >/ A0
AN N \/\ n\ N
e (R, A H

5 WU ’ 5

1€ KaXOIbIi n IpeacTaBiseT codoit HezaBucumo 0, 1, 2 wimu 3; u

KaXXJIbIf R npeacraBisieT codoit HezaBucumo H, runpoxcu, amuno, F, Cl, Br, I, R7aR7N-,
-C(=0)NR’R"?, -0C(=0)NR’R"?, -OC(=0)OR’, -N(R7)C(=0)NR'R"?, -N(R”)C(=0)OR"?,
N(R"C(=0)-R"*, R'R®N-S(=0),-, R’S(=0),-, R’S(=0),N(R"?)-, iano, HUTpO, MepKaITo,
C_4 ankui, C;_4 ranmoankui, Cy_4 ankokcu, Cy_4 aNKuIaMuHO, Cq_4 aTkuiTuo, Ce_o apyi Wiu
C.g TeTepoapui.

[0012] B HekoTopbIx peanuzanusx B mpencrasiser co6oit C;_g alIKOKCH, TUIPOKCH-

samelrieHHbIN C g ankoken, -NR'R’2, -C(=0)NR'R"?, -OC(=0)NR'R"?, -OC(=0)OR’, -N(R")C

(=0)NR’R"?, -N(R")C(=0)OR"?, -N(R")C(=0)-R"?, R'R7*N-S(=0),-, R’S(=0),-, C4_1»
kapOommkni, Cy 1, nukinoankui, Cy o rerepoumkinuni, Cq 1o apui, Ci_g rerepoapui, Cs_jo
CIUTaBJICHHBIN OUIMKIINI, Cs_j5 CIUIABICHHBIN reTepoOuuuKInI, Cs_ 1o CIMPO OULMKIIWIL, U

Cs.12 COMPO TETEPOOULMKIIIIL.

[0013] B HEKOTOPBIX pean3anusx R! npencrasiset coooi H, E CI, Br, I, unano, rugpokcu,
R’?R'N-, -C(=0)NR’R"?, -OC(=0)NR'R"?, -OC(=0)OR’, -N(R")C(=O)NR'R"%, -N(R")C(=0)
OR”®, -N(R")C(=0)-R"®, R'R7*N-S(=0),-, R’S(=0),-, R’S(=0),N(R"?)-, R"*R'N-C ¢ anxu,
R’S(=0)-C_¢ anxui, R’R7*N-C(=0)-C_¢ anun, R"*R'N-C_¢ ankoxcn, R’S(=0)-C ¢ ankoxcy,

R7R7aN—C(=O)—C1_6 ankokcu, C;_g anmudatuueckuit, C;_g akokcH, Cj_j» TUIPOKCUATIKOKCH,
C|.¢ AMUHOAJIKOKCH, TUIPOKCH-3aMelIeHHbIHN C_g aMUHOATKOKCH, C|_1, TATOATIKOKCH, AMUHO-
3amerneHHbIN Cy_g ranoankokcy, C_g ankuiaaMuHO-Cy_g-TaT0aIKOKCH, THIPOKCH-3aMeIeHHBIH
C,.¢ ramoankokcu, C;_g ankmiaMuHo-C;_g-ankokcH, Ci_g akokcu-C_g-ankokcu, Cs_q
nukioankuinokeu, Cg 1o apuit-C_g-ankokeu, Cg_qo apui-C_g-ankuwiamuto, Cj_g
rerepoapui-Cy_g-ankoxcH, C;_g rerepoapuil-C;_g-ankunamuto, Co_iq
reTepoKiIni-Cy_g-aikokcu, Cy_q( rerepotkini-Cy_g-aaxunamMuHo, Cs_j o IMKIIOATKAIAMHUHO,
C5_10 kapoouukmmi-Cy_g-ankokcu, C3_o KapOouukini-C_g-alKkuiiaMuHo, Cy_( T€TEPOLMKIIAIT

(Cy.¢ Tunpokcuakokcu), Cs_;o kapoouukinuin(Cy_g ruapokcuankokcu), Cg_ 1o apui(Ci_g
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rugpokcuankokcn), Cg 1o apunnokcu-C_g-ankokeu, Cg.qg apunokeu, Cj_g rerepoapuil OKCH,
C|.g rerepoapuiiokcu-C_g-askokcu, C,_o rerepomkianinokcu-C_g-ankokeu, Cs_qg
KapOouukmiokcu-C_g-ankokcu, Cy_ 1o reTepolKkiIniaokcu, Cy_g azugoankokcu, Cs_p
CIUTaBJIeHHBIM OMIMKIINI, Cs_1o CIUIABIIEHHBIN reTepoOuumMKIn, Cs 1, CIIIaBIEHHbBIN
onmxini-Cy_g-amudatrueckuit, Cs_, CIUIaBICHHBIN reTepoOuunKiInI-C_g-annubaTuyecku,
Cs.1, cr1aBIeHHbIN OMIMKITOKCH, Cs_15 CIUTABJICHHBIN reTepoOUIMKIoKcH, Cs_1, CIIJIaBJICHHBIHI
OMMKIMIAMUHO, Cs_1, CIJIABIIEHHBIN reTepOoOUIMKINIAMUHO, Cs_j5 CIIaBICHHbBIN
onukini-C_g-ankokcu, Cs_qo CIUTaBIeHHBIN reTepoonumKinia-Cy_g-ankokcu, Cs_qo
CIuTaBJiIeHHbIN OUIMKINI-C1_g-alKuiIaMuHO, Cs_1, CIIJIABIIEHHBIH
retepoOuuMKInI-C_g-ankunaMuHo, Cs_qy CIUTaBICHHBINH OMIUKIOKCH-C _g-akokcH, Cs_1»
CIUTABJICHHBIN TeTepOoOUIMKIOKCU-C _g-aKoKcH, Cs_j5 CIIIaBICHHBIN
onukIMIaMuHO-C_g-akokcu, Cs_qo CIUIABICHHBIN reTepOoOUIMKIMIAMUHO-C | _g-aTKOKCH,
Cs.1p crutaBieHHsidt OUukIniI-C(=0)-, Cs_j, crutaBiaeHHsidt Ouukinia-C(=0)0-, Cs_qp
crutaBiaeHHbIN rerepooumkIniI-C(-0)-, Cs_q, crutaBiaeHHsbl rerepoonmkinia-C(=0)0-, Cs.

12 CIuTaBiieHHbIH ounukIuIaMuHo-C(=0)-, Cs_j, CIITIaBIeHHBIN reTepoounukiuiaMuHo-C(=
O)-, Cs_1, CILUIaBIEHHBIA 6HL[I/II(JII/IJI—C(:O)N(R7)—, Cs.1 CIUTaBIeHHbBIN reTepoOuuMKmuiI-C(=

O)N(R7)—, Cs.12 crpo omukni, Cs_q,p criupo rerepoounukini, Cs o COMPO
ovmkni-C_g-amudpatuyeckuii, Cs_1, ciupo rerepoourmkmni-Cy_g-anmudatudeckuit, Cs_qo
cnupo OMIUMKIOKCH, Cs 1y CIMPO TeTepoOUIMKIoOKcH, Cs 1o criupo OunukamiamMuao, Cs_jo
CIHUPO TeTepoOHIMKIMIaMUHO, Cs_15 criupo oummkimmi-Cy_g-ankokcH, Cs o COMPO
reTepoOuumKInI-C_g-ankokcu, Cs_1, criupo Outmkini-Cq_g-aakuiaaMuHo, Cs 1o CIIUPO
reTepoOUIMKINI-C_g-anKuiaMuHO, Cs_1p ciupo OUMUMKIIOKCU-C_g-anKokcH, Cs_1p CIUPO
rerepoOounnKiIokcu-Cy_g-ankokcu, Cs_j, ciupo ounmkimmiaMuHo-Cq_g-aakokcH, Cs_j, Criupo
rerepoOummKIMIaMuHo-C_g-aakokcu, Cs_j, criupo outmkinia-C(=0)-, Cs_q, CIMPO OUIUKITUII-
C(=0)0-, Cs_;, criupo rerepoouuukinia-C(=0)-, Cs_, criupo rerepoonuukini-C(=0)0-, Cs_
12 cnupo onmkimiaMuHo-C(=0)-, Cs_;, criupo rerepoouuukimiaMuio-C(=0)-, Cs_q, ciupo

6I/ILII/IKJ'II/IJ'I-C(:O)N(R7)-, Cs.1p criupo reTepo6HuHKan-C(:O)N(R7)-, Cy.1¢ TETEPOLMKIINI,
Cs5.10 mukmoankui, Cg.1 apui, Cq_g rerepoapui, Cy_jo rerepouukiui-C_g-anudaTuaeckui,
C;5.10 mukitoankui-C_g-ammdpatnueckmit, Cq 1 apuin-C_g-ammdatuueckuii, Cj_g
rerepoapuil-Cy_g-ammdarrieckuit, Ce._ 19 apuin-(CHy)p-G-(CHy) -, Cp g TeTepoapun-(CHy) -G-
(CH)iy, Gy rerepomkiini-(CHy) ,-G-(CHp) -1 v G tpkioankuin-(CHy) ,-G-(CHp ) -,

rae Kaxaelii G npeacrasiset coboit O, S, NR® , 3(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)
NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0);-, -OS(=0),-, unu -OS(=0)NH-; xaxabiii t

MpeICTaBISIET COO0M 1 UK 2; KaXXIbId p U m IpeACcTaBiseT codoit HezaBucumo 0, 1, 2, 3 uiu
4; v tie kaxbli u3 Ce g apui-(CHy),-G-(CHa)yy-, Cyg retepoapun-(CH;)p-G-(CHp) -,
Cy. 1 rerepormkini-(CHy) ,-G-(CHp) -, 1 G tikimoankun-(CH,) ,-G-(CHy) - ipencrassisier
co0oli TONOIHUTEIBHO 3aMelleHHbIi ogHuM uiu 0osee F, Cl, Br, I, C;_g ankui, Cy_galIKMHWI,

C.12 QJIKOKCH WJIU LIMAHO;
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R? npeacrasusier coboit H, F, Cl, Br, I, umano, ruipokxcu, R7*R'N-, -C(=0)NR'R"?, -0C(=
O)NR’R’2, -0C(=0)OR’, -N(R")C(=zO)NR'R"?, -N(R7)C(=0)OR"?, -N(R7)C(=0)-R"?, R’R7*N-
S(=0),-, R’S(=0),-, R’S(=0),N(R"?)-, R"*R'N-C_¢ axui, R’S(=0)-C ¢ anxm1, R’'R’*N-C(=

0)-Cy_¢ anxmi, R’*R'N-C;_¢ ankokeu, R’S(=0)-C;_¢ ankoken, R’R7*N-C(=0)-C ¢ ankoxcn,
C,.¢ amudatuueckuit, Ci_g amkoxcu, C;_g THAPOKCHATKOKCH, C|_g aMUHOATTKOKCH, TUIPOKCHU-
3amMelteHHbIN C|_g aMUHOATIKOKCH, C;_g TaJI0ATIKOKCH, AMUHO-3aMeIleHHbIN C_g TaI0aIKOKCH,
C.¢ ankunaMuHo-C;_g-rajJoaIkOKCH, THIPOKCHU-3aMelleHHbIN C|_g Tanoankokcu, Ci_g
ankaMuHoO-C_g-ankokcH, Cy_g ankokceu-Cy_g-ankokcH, Cs_qo WUKI0ankuinokeu, Ceg_q
apui-C_g-ankoxcu, Cg_1o apui-C_g-ankunamuno, Cy_g rerepoapui-C;_g-ankokcu, Ci_g
rerepoapui-Cy_g-ankuiaamMuao, Cy_o rerepotkiani-Cy_g-ankokcu, Cy_qg
retepouuKiIniI-C_g-aakuinaMuHo, Cs_j o IMKIOATKUIAMUHO, Cs_1 o KapOOoUMKIUI-C_g-aJIKOKCH,
C5.19 kapoouukiui-C_g-ankunamuto, Cy_jo rerepouukini(C_g THApOKCUaAIKOKCH), Cs ;g
kapOomukni(Cy_g ruapokcuankokcn), Ce 1o apuin(C_g rugpokcuankoxcu), Ce_qo
apuinokcu-C;_g-ankokcu, Cq_1o apuiiokeu, C;_g rerepoapuinokcu, Ci_g
retepoapunokcu-C,_g-ankokcu, Cy ;o rerepouukiniokcu-Cy_g-ankokcu, Cs_jq
KapOOoUMKIMIOKCU-C_g-anKkoKcH, Cy 1 TETEpOLMKINIOKCH, Ci_g a3uaoankokcH, Cs o
CIUIABJICHHBINM OUMLMKIINT, Cs_15 CIUIABIEHHBIN TeTepoOUIMKINIL, Cs_ 1, CIUTABICHHBIA
ovmxin-Cq_g-amudatiaeckmii, Cs._j, CTUTaBICHHBIN TeTepoOUIMKInI-C_g-anmibaTudecKui,
Cs.1 cru1aBIEHHBIN OUIMKIOKCH, Cs_1o CIIABIIEHHBIN reTepoOUIMKIIOKCH, Cs_1, CIIIABIEHHbBIN
ouuukiIMiIaMuHO, Cs_1, CIUIABIECHHBIN reTepOOULMKINIAMUHO, Cs_1p CIUIABIEHHBIN
onumkini-Cy_g-ankokcu, Cs_1p CIUIaBIEHHbIN TeTepOoOUMKInI-Cy_g-ankokcu, Cs_io
CIuIaBJIeHHbIM OMIMKINI-C_g-alKuiIaMUHO, Cs_, CIIJIABIIEHHBIH
retepoOUIMKINI-C_g-anKuiaaMuHo, Cs_, CIUIaBIEHHbINA OUIMKIOKCU-C_g-anTkoKcH, Cs_1o
CIUIABJIEHHBIN TeTepOOMIMKIOKCU-C _g-aIKOKCH, Cs_j) CIUIABICHHBIN
ouumkIMIaMUHO-C1_g-aIKOKCH, Cs_1o CIUIABIEHHBIN reTepoOMUMKINIaMUHO-C_g-aJIKOKCH,
Cs.1o crmaBieHHbl OuukiIni-C(=0)-, Cs_q, crtaBiaeHHbid OMUKInI-C(=0)0-, Cs_qp
CIUIaBJIEHHbIN reTepoOuuukiIniI-C(=0)-, Cs_;, crutaBiaeHHbId retepoonuukni-C(=0)0-, Cs_

12 CIUIaBIeHHbIH OUIMKIMIAMUHO-C(=0)-, Cs_1, CIUTaABIEHHBIN reTepoOuIMKIMIaMUHO-C(=
O)-, Cs_1, CIIIaBIECHHBIA euuKiI-C(=0)N(R)-, Cs_1o criiaBiieHHBIN reTepoOUIMKInI-C(=

O)NR)-, Cs.1o criupo ounukini, Cs_ 1o cnupo rerepoouuukini, Cs. o COMPO
onuukini-Cy_g-amudatuueckuit, Cs_1, ciupo rerepoouuukini-C_g-amudatuueckuit, Cs 1o
cniupo ouukiokcu, Cs_qo CiUpo rerepoOUMkiokcu, Cs_ o ciupo OMmuKIniIaMuto, Cs_qy
CIupo rerepoOuIuKIMIaMuio, Cs 1, ciupo Outukiani-C,_g-ankokcu, Cs_qo CIIUPO
retepoOUIUKINI-C _g-anKokcH, Cs_1, ciupo Ounmkimi-C_g-aakuiamMuHo, Cs_jo CIMPO
reTepoOUIUKINI-C _g-anKkuiaMuHo, Cs_1, cupo OUIMKIOKCU-C_g-anKokcH, Cs_1p CIIUPO
reTepoOUIMKIOKCU-Cs_j5-alKoKCcH, Cs_j5 cliupo OunukiIniaMuao-Cy_g-ankokcu, Cs_j5 CIUPO
rerepoOuIMKIMIaMUHO-C_g-ankokcu, Cs_q5 criipo oumkimin-C(=0)-, Cs_j5 CIMPO OULMKITUII-
C(=0)0-, Cs_;5 criupo rerepoouuukini-C(=0)-, Cs_, criupo rerepoonuukini-C(=0)0-, Cs_
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12 ciiupo oumkImIamMuao-C(=0)-, Cs_1, cipo rerepoouuukimiaMuio-C(=0)-, Cs_15 criupo

oumukm-C(=0)N (R7)—, Cs.1p criupo FeTepO6I/IHI/IKJII/IJ1—C(:O)N(R7)—, Cy.10 FETEpOLMKIINI,
Cs5_10 mukmoankui, Ce.1 apuit, Cq_4 rerepoapui, Cy_jo rerepounkini-C_g-anudaTuieckui,
Cs5_10 mukoankuin-Cy_g-anmupatnueckuit, Cq 1 apuin-C_g-ammdatuueckuii, C;_g
rerepoapuil-Cy_g-asmdarnaecknit, Cg._19 apuin-(CHy)p-G-(CHy)yy-, Cp g TeTepoapun-(CHy)-G-
(CH)yy, Co-q rereporpknun-(CHy) ,-G-(CHp) -, vnmn G 1o imkitoankun-(CHy) ,-G-(CHp) -,

rae Kaxaelii G npenacrasiset coboit O, S, NR>, S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)
NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0);-, -OS(=0),-, umm -OS(=0)NH-; Ka:>x1bli1 t sIBIIsIeTCA
1 v 2; KaxIbll p ¥ m IpeacTasisieT codboit Hezasucumo 0, 1, 2, 3 wiu 4;

R® npencrasnsier co6oit H, F, Cl, I, iuano, R7*R’N-, -C(=0)NR'R’?, -0C(=0)NR'R"?, -OC
(=0)OR’, -N(R")C(=0)NR'R"?, -N(R7)C(=0)OR"?, -N(R")C(=0)-R"®, R’R"3N-S(=0),-, R’S(=
0),-, R’S(=0),N(R"®)-, R7*R'N-C_¢ ankui, R’S(=0)-C ¢ anxmr, R’R’3N-C(=0)-C_¢ anxu,

R7%R'N-C,_¢ ankoken, R’S(=0)-C ¢ anxoxen, R’R’*N-C(=0)-C;_¢ ankoxen, Cy ¢
ampatrueckut, Cy_;o ranoankui, Cg_1o apui-Cy_jg-ankokceu, Cq_g rerepoapuii-Cs_g-aIKoKcH,
Cs.1¢ wukmoankui-Cs_jg-ankokcu, C5-10 crutaBieHHbiN OMIUKINWI-C,y_jg-alikokeu, Cy_1g
rerepounkini, Cs_jo uukinoankui, C_4 rerepoapui, 3amenieHHbI Cg 1o apui, Co g
retepouukini-Cy_g-amudatuueckuit, C5_o uukinoankui-C_g-amudatruueckudt, Cq_4
rerepoapui-C,_g-anmudatudeckuit, C_g rerepoapunokcu-C;_g-akokcH, 3amerieHHsiin Cq 1
apui-Cy_g-ankui, Cy ;o rerpepounkini-C_g-ankui, C;_g ankokcu, Cj_g TUIPOKCUATKOKCH,
C|.¢ aMMHOAIIKOKCH, THIPOKCU-3aMelIeHHbIN C|_g aMUHOATKOKCH, C|_¢ TaTTOAIKOKCH, AMUHO-
3amerneHHbIN Cy_g ranoankokcy, Cj_g ankuiaMuHoO-Cy_g-TaT0aIKOKCH, THIPOKCH-3aMeIeHHBIH
C,.¢ ramoankokcu, C;_g ankunaMuHo-C;_g-ankokcH, Cy_g ankokcu-C_g-ankokcu, Cg_q
apui-Cy_jp-ankokcu, Cy_jo rerepotkiani-Cy_g-ankokcu, Cs_ ;o KapOoouukini-C;_g-aJIKOKCH,
Cy.1¢ rereporukanii(C;_g ruapoKrcuankokcu), Cs 1o Kapoouukiani(C,_g TUIPOKCHATKOKCH),
Ce-10 apni(Cy_g ruapoxcuankokcu), Ceg 1o apunokcu-Cy_g-ankokceu, Cg 1
apunaMuHo-Cq_g-ankokcH, Cg_qo apuiiokcu, Cy_ 1o rerepoukiniokcu-C_g-ankokeu, Cs g
KapOoMKIMIOKCU-C_g-akokcH, Cy_ 1 reTepouuKiIninokcu, Cs_ o HMKIoaakuiokeu, Cy_g
azunoankokcu, Cs_, crutaBiaeHHbId OUIUMKIINI, Cs_ 1o CIIaBICHHBIN reTepoouuukini, Cs 1
CIUTaBJIEHHbINM OULMKINI-C_g-amudatrueckuit, Cs_j, CIUIABICHHbIN
retepoOunnkiIniI-Cy_g-anmudatuyeckuit, Cs_i, CIIJIABICHHbIA OMIUKIOKCH, Cs_1 CIUTABICHHBIH
reTepoOoUIUKIIOKcH, Cs_1o CIIABICHHBIN OUIUKIMIIAMUHO, Cs_1» CIUIABIICHHBIN
reTepoOUIMKINIaMUHO, Cs_1o CIIIaBICHHBIN OUIUKINI-C;_g-aikoKcH, Cs_1o CIIJIABICHHBIM
retepoonuMKInI-Cy_g-ankokcH, Cs 1, crutaBiaeHHbIH OMIUKINI-Cq_g-ankuinaMuHo, Cs_qo
CIIaBIIEHHBIN reTepoOrMKInI-C_g-ankuaaMuHo, Cs_, CIUTaBICHHBIH
ounmkIiiokcu-Cy_g-ankokcH, Cs_q, CIUIaBIEHHBIN reTepoOunukiokcu-Cy_g-ankokeu, Cs_1
CIIaBIICHHBIN OUIMKINIAMUHO-C | _g-anKoKcH, Cs_1o CIUIaBICHHBIN
reTepoouIMKInIaMuHO-Cy_g-ankokcH, Cs_q, craBiaeHHbId Ouukinni-C(=0)-, Cs 1o

crutaBiieHHbIN OUIMKIUI-C(=0)0-, Cs_y5 criaBieHHsbli retepoouuukini-C(=0)-, Cs_jo
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crutaBiaeHHbIN rerepoouukinia-C(=0)0-, Cs_q, crutaBiaeHHsblH oumuxiiaMuHo-C(=0)-, Cs.
12 CITABIIEHHBIH reTepoonumKInIaMuHo-C(=0)-, Cs_j, CIUTaBICHHBIN oupKI-C(=O)NR -,

Cs.1p CITaBICHHBIA FeTepO6I/ILII/IKJ'II/IJ'I—C(=O)NR7—, Cs.12 crpo ommkni, Cs_1p CIMPO
rerepoounukani, Cs_j, crmpo oummkimi-Cy_g-amudatndeckuii, Cs_1, CIUPO
rerepoouumkIni-C_g-amdatuueckuit, Cs_j, crimpo oummkinokcu, Cs_jp ClIMpo
reTepoOUIMKIOKCH, Cs_ 1o CIMPO OMUMKIMIAMUHO, Cs_1 CIUPO TeTePOOULMKINIAMUHO, Cs_
12 cpo ourukimi-Cq_g-ankokcH, Cs_1, ciupo rerepoonmkini-Cy_g-ankokcu, Cs_jo CIupo
onumkini-C_g-ankuaamMuao, Cs_1p ciupo rerepoonumkini-C_g-ankuiaaMuao, Cs 1, CIUPO
OoMLMKIIOKCU-C1_g-anKoKcH, Cs_1p CIUPO reTepoOUIUKIOKCH-Cy_g-aliKoKcH, Cs_1o CIIUPO
OMLMKIIMIaMUHO-C_g-aIKOKCH, Cs_1p CIUPO TeTepOOUIMKIMIAMUHO-C_g-anikoKcH, Cs_1o
cripo oMuKInI-C(=0)-, Cs_q, ciupo ounukani-C(=0)0-, Cs_q, ciupo retepoouuukni-C
(=0)-, Cs_1, criupo rerepoormkmni-C(=0)0-, Cs_j, ciupo oummxmiaaMuao-C(=0)-, Cs_1o

cnupo rerepooumkamiIaMuao-C(=0)-, Cs_1, criupo Gukim-C(=0)NR -, Cs.1, ciupo

FeTepO6I/ILII/IKJ'H/IJ'I-C(=O)NR7-, Cé-10 apun-(CHp)p-G-(CHy) -, Cy.g rerepoapuin-(CH;)y-G-
(CH)yy, Cyq rerepormkimn-(CHy) ,-G-(CHp) -, vitn Cs._ 1 iukstoankun-(CHy) ,-G-(CHp) -,

rae Kaxaelii G npeacrasiseT coboit O, S, NR? , S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)
NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0),-, -OS(=0),-, unu -OS(=0)NH-; Ka>k/blii t ABIISIETCS
1 uu 2; KaXXIpll p ¥ m IpeacTaBisgeT coooi HezaBucuMmo 0, 1, 2, 3 unu 4; u

R* npencrasnser coboit H, F, I, nuauo, rugpoxcn, R’*R’N-, -C(=0)NR'R"?, -0C(=0)
NR’R”?, -0C(=0)OR’, -N(R7)C(=0)NR'R?, -N(R7)C(=0)OR"?, -N(R")C(=0)-R"®, R'R"*N-S
(=0)-, R’S(=0)-, R’S(=0)N(R"?)-, R"*R'N-C_¢ anxui, R’S(=0)-C_¢ anxui, R’R7*N-C(=0)

-Cy_¢ amkun, R7aR7N—C1_6 AJIKOKCH, R7S(=O)—C1_6 AJIKOKCH, R7R7aN—C(=O)-C1_6 AJIKOKCH,
Cj.¢ amudaTuueckuit, Cy_j( aikokcH, C|_g runpokcuankokcu, C;_jp aMUHOAIKOKCH, THIPOKCH-
3ameleHHbIN C|_g aMMHOAIKOKCH, C1_g TAIOATIKOKCH, aMMHO-3aMelleHHbIN C_g FaT0AIKOKCH,
C1.¢ AKWIaMUHO-C | _g-TAIOAIKOKCH, TUIPOKCU-3aMellieHHbIN C_g ramoankokcu, Cj_g
ankuaMuHo-C_g-ankokcH, Cy_g ankokcu-Cq_g-ankokcH, Cs_s mukinoaakuiiokeu, Ce 1o
apui-Cy_g-ankokcu, Cy_g rerepoapui-Cy_g-ankokcu, Cy_g rerepoapui-Ci_g-ankuinaMuto, C,_
10 Terepomkini-Cy_g-ankokcu, Cy_qo rerepotukiani-C,_g-ankuinamuuo, C7_1q
HUKIT0ATKUIIOKCH, Cs_1( LMKIIOANIKUIaMUHO, Cs_1( Kapoouukiui-Cy_g-ankokceu, C3_qg
kapOomukmi-Cy_g-ankunaMuao, C,_qo rerepotukiani(Cy_g ruapokcuaikokcu), Cs_qo
kapOouukmi(Cy_g ruapokcuankokcu), Ce 1o apuit(C_g ruapokcuankoxcu), Ce 1o
apunokcu-C;_g-ankokcu, Cq_1o apuiiokeu, C;_g rerepoapuinokcu, Ci_g
rerepoapuinokcu-Cy_g-ankokcu, Cy_j rerepouukiniokcu-Cy_g-ankokcu, Cs g
KapOoMKIMIOKCU-C_g-ankokcH, Cy 1 reTepoluKIniokcH, Cy_g azupoankokcu, Cs o
crutaBieHHbIN oMK, Cs_q, CTUIABIIEHHBIN reTepoOuIuKInI, Cs_ 1, CIUTaBICHHBIN
onumkmnin-Cy_g-anupatuueckud, Cs_j, CIIaBIEHHbIN reTepoOUUKINI-C_g-audaTuyecKuit,

Cs.1 CIUTaBIEHHBIN OUIMKIOKCH, Cs_15 CIITIABIIEHHBIN reTepoOUIMKIIOKCH, Cs_, CIIIaBICHHbBIN
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OMMKIMIAMUHO, Cs_1, CIIABIIEHHBIN reTepOOUIMKINIAMUHO, Cs_j5 CIJIaBICHHbBIN
onukini-C_g-ankokceu, Cs_qo CIutaBiIeHHBINM reTepoonumkinia-Cy_g-ankokcu, Cs_qo
CIutaBJIeHHbIN OUIMKINI-C1_g-alKuaaMuHO, Cs_1, CIIJIABIIEHHBIH
retepoOuumMKInI-C_g-ankunaMuHo, Cs_q, CIUTaBIECHHBIN OMIUKIOKCH-C_g-aakokcH, Cs_1o
CIUTaBJICHHBIN TeTepOoOUIMKIOKCU-C _g-aIKOKcH, Cs_j5 CIIIaBICHHBIN
onukIIaMuHO-C_g-akokcu, Cs o CIUIABIIEHHBIN reTepOoOUIMKIMIAMUHO-C | _g-aTKOKCH,
Cs.1» crutaBieHHsidt OuukiniI-C(=0)-, Cs_j, crutaBiaeHHsidt Ouukinia-C(=0)0-, Cs_qp
crutaBiaeHHbIN reTepoOuuuKInI-C(=0)-, Cs_1, cruiaBiaeHHbIN rerepoouuukini-C(=0)0-, Cs.

12 CIUTaBiIeHHbIH OunukIuIaMuHo-C(=0)-, Cs_j, CIITIaBIeHHBIN reTepoouukIuIaMuao-C(=
O)-, C5_15 CIITIaBIIEHHBIN 6PIL[I/IKJII/IJI—C(:O)NR7—, Cs.1 crutaBieHHbIN reTepoonuuKInI-C(=0)

NR’-, Cs.12 ciupo onukani, Cs_q, criupo rerepoounukini, Cs o COUPO
ovmkni-C_g-amudpatuyeckuit, Cs_1, ciupo rerepoourmkmmi-Cy_g-anmudatudeckuit, Cs_qo
cnupo OMIUKIOKCH, Cs_ 19 CIUPO TeTepOoOUIMKIOKCH, Cs 1o criupo OunukaniaMuao, Cs_jo
CHHUPO TeTepoOHIMKIMIaMuHO, Cs_1, criupo oummkmmi-Cy_g-ankokcH, Cs o COMPO
retepoOumKInI-C_g-ankokcu, Cs_1, criupo Outmkini-Cq_g-aakuiaaMuHo, Cs 1o CIIMPO
reTepoOUIMKINI-C_g-anKuiaaMuHO, Cs_1p ciupo OUMIMKIIOKCU-C_g-anKokcH, Cs_1p CIUPO
rerepoOunuKiIokcu-Cy_g-ankokcu, Cs_j, ciupo ounmkimmnaMuHo-Cq_g-aakokcH, Cs_j, Criupo
rerepoOunmkImiIaMuao-C_g-ankokcu, Cs_j, crpo outmkinia-C(=0)-, Cs_q, CIMpO OUIMKITUII-
C(=0)0-, Cs_;, criupo rerepoouuukinia-C(=0)-, Cs_, criupo rerepoonuukini-C(=0)0-, Cs_
12 cnupo onmkimiaMuHo-C(=0)-, Cs_;, criupo rerepoouuukimiamMuio-C(=0)-, Cs_q, ciupo

6I/ILII/IKJ'II/IJ'I-C(=O)N(R7)-, Cs.1p criupo FeTepO6I/ILII/IKJ'II/IJ'I-C(:O)N(R7)-, Cy.10 TETEPOLMKIINI,
Cs5.10 mukmoankui, Cg.1 apui, Cq_g rerepoapui, Cy_jo rerepouukimi-C;_g-anudaTuaecKui,
C;5.10 mukioankui-C_g-ampatuueckuit, Cq_1 o apuin-Co_g-amdatuueckuii, Cj_g
rerepoapui-Cy_g-anmadaruieckuit, Cg 1o apuin-(CHy),-G-(CHy) -, Cyg retepoapuin-(CH») -G~
(CH)yy, Cp-q rerepormkimn-(CHy) ,-G-(CHp) -, vmmn Cs_ 1o iukstoankun-(CHy) ,-G-(CHp) -,

rae Kaxaelii G npeacrasiseT coboit O, S, NR® , 3(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)
NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0);-, -OS(=0),-, unu -OS(=0)NH-; ka>xplii t ABISIETCS
1 wm 2; KaXXIbId p U m peAcTaBiseT codoit HezaBucumo 0, 1, 2, 3 uu 4.

[0014] B HEKOTOPBIX peanr3anusax Kax bl R’ IIpeJICTaBIIsIeT OO0 He3aBucuMoO H,
R’R7*NC(=0)-, R’0C(=0)-, R’C(=0)-, R’R7*NS(=0)-, R’0S(=0)-, R’S(=0)-, R’R"*NS(=0),-,
R7OS(=O)2—, R7S(=O)2—, C/.¢ amudatuueckuit, C;_g ramoanudatuaeckuii, C;_q
rugpokcuanudatuyeckuit, C_q amuHoanudatuueckui, C;_g ankokcu-Cj_g-anudatuueckui,
Ci.¢ ankunamuHo-C_g-anudatuueckuit, Ci_g ankuntuo-C_g-anmudatuyeckuit, Cq_q(
apui-C;_g-anupatuueckuit, Cq_g rerepoapui-Ci_g-amudatnueckuit, Co_q
rerepotukini-Cy_g-amudatuueckuit, C3_qo uuxinoankui-Ci_jp-anudatuyeckuit, Cq_qg
apuinokcu-C_jy-amudartudeckuit, C,_q( rereporukiamiiokcu-Cy_g-amudatudeckuit, Cs_qg
ukioankuiokeu-Cy_g-amudaruueckuit, Cg_qo apwiamMuno-C_g-amudatuueckuii, Co_q

reTepolMKIMIaMUHO-C_g-aJIn ATUYECKUI, Cs; L[I/IKJ'IOB.J'IKI/IJ'IaMI/IHO—C _6-aTU(PaTUYECKUM,
1-6 3-10 1-6
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Ce.10 apui, Cy_g rerepoapuit, C,_j( rerepouuxiini wim Cs_jg KapOOLUUKIIUIL
[0015] B HEKOTOPBIX peanr3anusaix Kaxabli R IpeJcTaBiIseT codoit He3aBucuMo H,
ruapoxkeu, amuno, F, Cl, Br, I, muano, okco (-0), R7?R’N-, -C(=0)NR’R"?, -OC(=0)NR'R"?,
-0C(=0)OR’, -N(R7)C(=0)NR'R"?, -N(R”)C(=0)OR"?, -N(R”)C(=0)-R"?, R’R7*N-S(=0),-,
R’S(=0),-, R’S(=0),N(R"#)-, R"*R'N-C_¢ ankun, R’S(=0)-C_¢ ankui, R’'R’*N-C(=0)-C, ¢

AJIKUII, R7aR7N—C1_6 AJIKOKCH, R7S(=O)—C1_6 AJIKOKCH, R7R7aN—C(=O)—C1_6 ankokeu, Cg 19
apuin, Cy_g rerepoapuit, Cy_g ankokcH, Cy_g ankui, Cy_gankenus, Cy_gankunui, Co_qg
TETEPOLUKIINI, MEpKaNTO, HUTPO, Cg_1o apui-Cy_g-ankui, Cq 1o apuiamuto, Cq_g
rerepoapunaMuto, Cq.1o apui-Cy_g-ankunaMuHo, C;_g rerepoapuin-Cq_g-aikunaMuto, Cj_g
retepoapuinokcu, Cy_g rerepoapuii-Cy_g-ankui, Cg_qo apuin-Cy_g-ankoxcu, Cq_g
rerepoapui-Cy_g-aikokcu, Cy_jo rerepotukianmiokcu, Cy_1o rerepotkini-Cy_g-ankokcu, Cy_
10 TeTepoMKInIaMuHO, Cy_jo rerepounkini-C_g-anxkunamMuto uim Ceg_jo apUITOKCH.

[0016] B HEKOTOPBIX peamn3anmsIX Kax bl R’uR™ npeJIcTaBIsIeT coOoi HezaBucuMo H,
C.¢ amupatuueckuit, C;_g ranoamdpartuueckuii, C;_g ruapoxcuamidatuueckuit, Cy_g
amuHoamudatuueckut, C_g ankokcu-C;_g-amudartudeckuit, C;_g
ankuiaMuHoO-Cy_g-amubatudeckuii, Ci_g ankuntuo-Cy_g-anmudatudeckuit, Cq_qg
apui-C;_g-amudatuueckuit, C;_g rerepoapuin-C;_g-amudartudeckuit, C_1g
rerepotukini-Cq_g-amudatudeckuit, C3_qo mukinoankumi-C,_g-amudatudeckuit, Ce_1g
apuiokcu-C_g-ampatuueckuit, Cy_j rerepouukininokcu-Cy_g-amudaruaeckuit, Cs_g
nuKIoankunokcu-Cy_g-anmupatuueckuit, Cq o apuiamuno-C_g-amudatuaeckut, Co_q
rerepotukiniIaMuHo-Cy_g-anmudatudeckuii, C5_qo LMKI0aTKUIAMUHO-C _g-anbaTUIECKUI,
Ce-10 apuit, C;_g rerepoapui, Cy_1o rerepotkanI uin C3_jo KapOOLUMKIUIT; C OTOBOPKOW,
qTO TaM, I'ae R7 " R7a1 CBSI3aHBI C OJTHUM U TEM K€ aTOMOM BOAOPOA, R7 " R7a, BMECTE C

ATOMOM BOJIOPO/Ia, C KOTOPBIM OHU CBSI3aHbI, JOTIOJIHUTEIBHO OPMUPYIOT 3aMEIIEHHOE
WK He3aMeIleHHOE 3...8-3B€HHOE KOJIbIIO, UM 3aMEIIeHHOE WK He3aMmeleHHOe Cs_1, CIIUPO

ounpknueckoe uin Cs_qy CIUIABJICHHOE OMLIMKIMUECKOE KOJIBIIO.

[0017] B mHexoTopsix peanuzauusix N, Vi, Vo, V3, V4 u C(=Y) dopmyinst (1) onpenenstor

rpymiy ¢ popmysnoit (I1):
V;
Va 3\\V4
I /g
V1\
N Y
“L (111,
V. R3 R3
\l/lz/ "S\\V4 RZ N R4 J\IR4
N
STy R N0 R‘J\N 0
rne ~[~ npencTasnaer coboi o (a)  ynu o (Illb);

KaXXIbIi R! npencrasiset coboit H, F, Cl, Br, I, imaHo, ruagpokcu, R7aR7N—, —C(=O)NR7R7a,
_OC(=0)NR’R"%, -0C(=0)OR’, -N(R7)C(=O)NR'R"2, -N(R7)C(=0)OR’%, -N(R7)C(=0)-R"?,

Crp.: 20



10

5

20

25

30

35

40

45

RU 2701156 C9 (W1 C2)

R’R73N-S(=0),-, R’S(=0),-, R’S(=0),N(R%)-, C, ¢ anuatuueckuit, C; ¢ ranoankui, C; ¢
ankokcH, Cy_g ruapokcuankokct, Ci_g amuHoankokcu, Cq_g ramoankokcu, Cq_g
ankuiaMuHo-C_g-ankokcu, Cj_g ankokcH-Cy_g-ankokcH, Cs_qo LUKI0anKuiIokeu, Ceg_q
apui-C_g-ankoxeu, Cq_1o apuii-Cy_g-ankunaMuHo, C;_g rerepoapuii-Cy_g-ankokcu, Ci_g
rerepoapui-C;_g-ankuiaMuHo, Cs_jo IMKIO0ATKUIAMUHO, Cy_1o TeTepoMKINI-C_g-aJIKOKCH,
Ce-10 apwiiokeu, C|_g rerepoapuiiokcu, Cj_g rerepoapuiiokcu-Cy_g-ankokcu, Cy_qg
rerepotukini, Cs_qg mukinoankui, Cy o rerepounkiui-C_g-amudatuaeckuit, Cs_q
uukioankuin-C_g-ampatuueckuit, Cq_jo apuit, Cq_g rerepoapui, Ce.1g
apui-C_g-amudarnyeckuit, Cy_g rerepoapui-Cy_g-anmuparnyeckui, Ce 1o apun-(CHy),-G-
(CHp) -, Cygrerepoapuin-(CH;),-G-(CHp) -, Coqg retepoumkinia-(CHy) ,-G-(CHy)yy-, i

Cs.10 akmoankui-(CH,),-G-(CHp) -, re xaxasiit G npencrasisiet codoit O, S, NR?, S(=
0), S(=0),, C(=0), -C(=0)NH-, -OC(=O)NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0);-, -OS(=
O)-, umn -OS(=0)NH-; xa>xapiii t siBasieTcst | WM 2; KaXIpld p ¥ m MPeACTaBIsSET COO0N
He3aBucuMo 0, 1, 2, 3 unu 4; i e kaxaeii u3 Ce_1o apun-(CHp)p-G-(CHo)yy-, Cig
rerepoapui-(CH,),-G-(CHp)py-, G rerepormkmnin-(CH,) ,-G-(CHy) -, 1 C5_ g LIMKITOATTKMIT-
(CHy),-G-(CHy) - ipezicTaBiisier co0oi IOMOIHUTENBHO 3aMEILCHHBIN OfHMM nitn OoJtee F,

CL, Br, I, Cy_g ankun, Cy_gankunui, C;_g aJIKOKCH WIH [IUAHO;

R? npencrasnser coboit H, F, Cl, Br, I, muano, rugpoken, R7*R’N-, -C(=0)NR’R’%, -OC(=
O)NR'R”,-0C(=0)OR’, -N(R")C(=0)NR’R"?, -N(R")C(=0)OR™, -N(R")C(=0)-R"*, R'R"*N-
S(=0),-, R7S(:O)2-, R7S(:O)2N(R7a)-, Cy.¢ amudatudeckuii, Cy_g ramoankui, C_g aTKOKCH,
C/.¢ TuIpOKCHANTKOKCH, C_g aMuHOANIKOKCH, C|_g Tasmoankokc, Cy_q
ankuaMuHo-C_g-ankokcH, Cy_g ankokch-Cq_g-ankokcu, C_31 IuKiIoaakuiokceu, Ce 1o
apui-C_g-ankoxcu, Cg_1o apui-C_g-ankunamuno, Cy_g rerepoapui-Cj_g-aakokcu, Ci_g
rerepoapui-C_g-ankunaMuHo, Cs_jo IUKIOUTKUIAMUHO, Cy_1 o TeTeponrKiIniI-C _g-aTKOKCH,
Ce-10 apuiiokcu, Cy_g rerepoapui okcu, Ci_g rerepoapuiiokcu-Cy_g-ankokcu, Co_qg
rereporukini, Cs_qg mukioankui, C,. o rerepouukii-C_g-amudatuaeckuit, Cs_pq
mukioankuin-C_g-amdatuueckuit, Cq_ 1o apui, C;_4 rerepoapui, Cg ;o
apuit-Cy_g-anmudarnyeckuii, Cy_g rerepoapuin-Cy_g-amuparuaeckuit, Ce 1o apuin-(CHy)y-G-
(CHp) -, Cy_g rerepoapuin-(CHy),-G-(CHy) -, Co.yg rerepormrimmn-(CH,),-G-(CHp) -, nin
Cs.q0 L[I/IKJ'IO&J'IKI/IJ'I—(CHz)p—G—(CHz)m—, rae Kaxaeli G npeacraiseT coooit O, S, NR? ,S(=
0), S(=0),, C(=0), -C(=0)NH-, -OC(=0O)NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0),-, -OS(=
O);-, wu -OS(=0)NH-; kax1bIil t aBisieTcst 1 WK 2; KaKIbIi p U m IpeICcTaBiseT co0oi
He3zaBucumo 0, 1, 2, 3 wiu 4;

kaxasiit R> mpeacrasnsier co6oit H, F, C1, I, nano, R7*R'N-, -C(=0)NR'R’%, -0C(=0)
NR'R"®, -OC(=0)OR’, -N(R")C(=0)NR'R"?, -N(R7)C(=0)OR"*, -N(R")C(=0)-R"*, R'R7*N-S
(=0),-, R’S(=0),-, R’S(=0),N(R"%)-, R"®R'N-C_¢ anxm1, R’S(=0)-C;_¢ anxur, R’R’*N-C(=
0)-C,_¢ ankmui, R7aR7N—C1_6 AJIKOKCH, R7S(:O)—C1_6 AJIKOKCH, R7R7aN-C(:O)—C1_6 AJIKOKCH,

C.¢ anmudatuueckuit, C,_granoankui, Ceq 1o apui-Cy_g-ankokcu, Ci_g
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rerepoapun-Cs_g-ankokeu, C;_g rerepoapuiiokcu-C_g-asnkokeu, Cs_qg
uKi0ankui-Cy_g-ankokcu, Cy_j rerepounkiini, Cs_jo uuxnoankui, Cy_jg
rerepotmkii-C_g-amudatrdeckuit, Cs_qo ukI0aIKuI-C_g-ammdatrdeckuii, C;_4 rerepoapui,
3ameteHHbI Cg g apui, Cy_4 rerepoapui-Cy_g-amudatudyeckuit, 3aMmerieHHbid Ceg 1
apuin-Cy_g-ankui, Cy_jo rerpepounkini-C_g-ankui, C;_g ankokcu, Ci_g THAPOKCUATIKOKCH,
C,.¢ amuHOankokcu, Ci_g ranoankokcu, Ci_g ankunamMuao-C_g-raoankoxcu, Cj_q
ankuwiaMuHo-C|_g-ankokceu, Ci_g ankokcu-C_g-ankoxeu, Cg 1 apui-Cy_jg-ankokeu, Cy_1g
rerepotukini-Cy_g-ankokcH, Cs_jo kapoouukimi-C;_g-ankokcu, Cy_j ) T€TepOLUKIUIOKCH,
C5.10 tuxsoankuinokey, Cq_jg apuia-(CHy),-G-(CHy) -, Cy_g retepoapuin-(CH;)p-G-(CHy) -,
Cy.19 rerepormkini-(CH;) p-G-(CHy) -, wimn C3. 1 tuxnoankut-(CHy),-G-(CHy) -, T1E

kax eI G nipeacrasiseT codoit O, S, NR’ , S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=O)NH-,
-OC(=0)-, -NHC(=O)NH-, -HN-S(=0);-, -OS(=0);-, unmu -OS(=0)NH-; xaxnpIii t siBisgercs 1
WM 2; KQXXIBIA P M m IIpeAcTaBiseT codoit HezaBucumo 0, 1, 2, 3 wm 4; u

KaKIbIl R* npeacrasiseT coboit H, F, I, nnano, rumpoxcy, R7aR7N—, -C(=O)NR7R7a, -0OC
(=0)NR'R"?, -OC(=0)OR’, -N(R")C(=0)NR'R"?, -N(R")C(=0)OR"?, -N(R")C(=0)-R"?, R'R"*N-
S(=0),-, R’S(=0),-, R’S(=0),N(R"?)-, R”*R'N-C_¢ anxui, R’S(=0)-C_¢ anxur, R’R’*N-C(=

0)-C_¢ ankui, R7aR7N—C1_6 aJIKOKCH, R7S(=O)—C1_6 AJIKOKCH, R7R7aN—C(=O)—C1_6 AJIKOKCH,
Cy.¢ anmudatuyeckuit, C;_g ranoankui, Cy_jo aaxkokcH, C;_g TMAPOKCHAIKOKCH, C|_g
aMMHOAIKOKCH, Cy_g rasioankokcu, C_g ankuinamuHo-C|_g-ankoxeu, Ci_g
ankokcu-Cj_g-ankokcu, Cs_s qUKI0ankuiokeH, Cq 1o apui-Cj_g-ankokeu, Ci_g
rerepoapun-Ci_g-ankokcu, Ci_g rerepoapunokcu-Ci_g-ankoxeu, Cj_g
rerepoapui-Ci_g-ankuinamMuao, C,_1o rerepotkiani-Cy_g-ankokcu, Cy_qg
rerepotuKini-C_g-aNKuiaaMuHo, Cs_j o IMKJIOATKWIAMUHO, Cy_j( reTepotuKini-C _g-aIKOKCH,
C5.10 kapboumkmui-Cy_g-asnkokeu, Cy_o kapoouuximn-C_g-ankuiaaMuHo, Ce_jo apUIIOKCH,
Cj.10 rerepoapunoxcu, C,_jo rerepounkiini, Cs_jo uuknoankui, Cy_ig
rerepoiuiini-C_g-anmudatuueckuit, Cs_ ;o uukinoankui-C_g-amudarudeckuit, Cq 1 apui,
Cj.9 rerepoapui, Cg_qo apuin-C,_g-anmudatuyeckuii, Ci_g rerepoapui-Ci_g-annbaTuyeckuit,
Ce-10 apnn-(CHy)p-G-(CHp) -, Cy_g rerepoapui-(CHs),-G-(CHo)yy-, Co. 1o reTepoumKImII-
(CHz)p—G—(CHz)m—, wm C3_q um(noanmzm—(CHz)p—G—(CHz)m—, re Kax bl G mpeacTaBiisieT
coGoit O, S, NR’, S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0O)NH-, -OC(=0)-, -NHC(=O)NH-,
-HN-S(=0);-, -OS(=0);-, unu -OS(=0)(NH-; kaxxplii t sBisgercs 1 i 2; KaXaplid p 1 m
MpeacTasisieT codoit HezaBucumo 0, 1, 2, 3 uim.

V3
vy,

(|
[0018] B HEKOTOPBIX pean3anusx Vi MpeJICTaBIISIET COOOM
N Y

Caaad
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g9 8 aqaaq
ROUR PN S SR S 4

[0019] B HekOTOPBIX peamu3anusx A MpeacTaBiIseT coOoi:

@\ Uinp! E\’\
== For =N
E sl 2 w2

X mpeacTaBisieT coboit CBS3b, NR? , O, S, -(CHy) -, -(CH)-C(=Y)-, -(CH»),-C(=Y)-O-,
—(CHZ)m—C(=Y)—N(R5 )-, -(CH2)-S(=0)-, —(CHz)m—S(=O)t—N(R7)—, -(CHy) - Y-, -CH=CH-, uiin

-C=C-, rne xaxapli t gpisieTcs 1 v 2; Kax bl m sgBiaseTcs 0, 1, 2 wiu 3;

Y nipencrasisieT coboit O;

B npencrasnsier coboit NR'R"?, Cy4.12 kapoouukmmit, Cy. 1, nuknoankui, Cy_jg
rerepouukini, Cg.qg apui, Cy_g rerepoapui, Cs_j, CrutaBiaeHHbId ouukini, Cs_qo
CIUTaBJICHHBIN TeTepoOUMKIN, Cs 1o criupo OMUMKIIWI, uiu Cs_1p CIMPO reTepOOUIMKIINIT;
rae kaxabid u3 Cs_jo kKapoouukimi, Cy o uMkiioankui, Cy ;o rerepouukiini, Cg 1o apui, Cig
rerepoapui, Cs_q, crutaBiaeHHbIM OMUUKINI, Cs_1, CIIABIIEHHBIN reTepoouuukini, Cs_ o
cupo OUMIMKIUI U Cs_9 CIMPO FeTepOOULMKIIUII ITPEACTABISIET COOOM JOTOIHUTEIBHO

3aMeLIeHHBIN Ha 0Kco (=0), TMIPOKCH, aMHMHO, rajlo, umaHo, Cq.1o apui, C;_g rerepoapui,
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C.¢ ankoxeu, Cy_g ankmiiamuuo, C_g ankui, Cy_gankenun, Cy_gankunui, Cy_jo Te€TepOLMKIINII,
MepKanTo, HUTpo, Cg_1( apUIOKCH, KAPOOKCH, TMIPOKCU-3aMellieHHbIN C|_g AIKOKCH,
rupokcu-3aMmelieHHbIn C_g ankui-C(=0)-, C;_g ankui-C(=0)-, Ci_g ankun-S(=0)-, Cy ¢
ankwI-S(=0),-, rtnapokcu-3aMelieHHbIR C_g ankui-S(=0)-, ruapokcu-3amerieHHsiii Cy_g

ankuiI-S(=0),-, uinn kapookcu Ci_g aJIKOKCH;

R! npencrasnser coboit H, F, CL, Br, I, upano, rugpoken, R7*R’N-, -C(=0)NR'R"%, -OC(=
O)NR'R?,-0C(=0)OR’, -N(R")C(=0)NR'R"?, -N(R")C(=0)OR?, -N(R")C(=0)-R"?, R’R7*N-
S(=0),-, R7S(:O)2—, R7S(:O)2N(R7a)—, Cy_¢ amudatuyeckuii, Ci_g ramoankui, C_g aTIKOKCH,
C,.¢ Tuapoxcuankokcu, Ci_g aMuHOAIKOKCH, Cq_1p Tajoankokcy, Cq_g
ankwiaMuHO-C_g-ankokcu, Cy_g alkoKcH-Cy_g-ankokcH, C3_o uukinoankuiokceu, Ceqo
apun-C_g-ankoxeu, Cg 1o apui-C_g-ankunamuno, Ci_g rerepoapui-Cj_g-ankokceu, Cj g
rerepoapuil-C;_g-ankuiaMuHo, Cs_jg IMKIOATKWIAMUHO, Cy_1( TeTepOoMKINI-C_g-aTKOKCH,
Ce-10 apwiiokeu, Cy_g rerepoapuiokcy, Ci_g rerepoapunokcu-Cj_g-ankokcu, Cy g
rerepotukini, Cs.qg mukinoankui, Cy_ o rerepounkimi-Cy_g-amudatudeckuit, C3_qg
mukinoankuin-C_g-ampatuueckuit, Cq_jo apuit, Cy_g rerepoapu, Ce.1g
apui-C_g-amadparnyeckuit, Ci_g rerepoapui-Cy_g-amdarnieckuit, Cq_1o apui-(CHp),-G-
(CHp) -, Cyg rerepoapun-(CH;),-G-(CHy) -, Gy rerepormrimmin-(CHy),-G-(CHp) -, nimn

Cs.10 makmoankui-(CH,),-G-(CHp) -, Te xaxapiit G npencrasisiet codoit O, S, NR?, S(=
0), S(=0),, C(=0), -C(=0)NH-, -OC(=0O)NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0),-, -OS(=
O);-, wn -OS(=0)NH-; KaxbIii t aBisieTcst 1 WM 2; KaXKIblil p M1 m IpeIcTaBiseT co0oi
He3aBucuMo 0, 1, 2, 3 win 4; v e kax s u3 Cq_jo apun-(CHy)p-G-(CHp)yy-, Crg
rerepoapui-(CHy),-G-(CHy)y-, C2.10 retepormkimn-(CHy)p-G-(CHp) -, 11 C3_ 1 LIMKITOATIKHIT-
(CHy),-G-(CHy) - ipezicTaBiisieT co0oi TOMOTHUTENBHO 3aMEILICHHBIN 0THUM nitn Oostee F,
Cl, Br, I, meTu1, 3TWII, TpOTIWII, STUHWI, TPOTIMHWII, Oy TUHWII, METOKCH, TOKCH WJIA IIMAHO;
R2 npexcrasiser coboit H, F, Cl, Br, I, unano, ruapoxcu, R7*R'N-, -C(=zO)NR'R"?, -OC(=
O)NR’R"?,-0C(=0)OR’, -N(R")C(=0)NR’R"?, -N(R7)C(=0)OR™, -N(R")C(=0)-R"*, R’R"*N-
S(=0),-, R7S(:O)2—, R7S(:O)2N(R7a)—, Cy_¢ amudatuyeckuit, Ci_g ramoankui, C_g aTIKOKCH,
C,.¢ runpoxcuankokcu, C_g aMUHOAIKOKCH, Cy_g rasioankokcu, Cy_g
ankwiaMuHoO-C | _g-ankokcu, Ci_g ankokcu-C_g-ankokceu, Cs_ o nuknoankuiokcu, Ce_qo
apui-C_g-ankoxeu, Cg 1o apui-C_g-ankunamuno, Cy_g rerepoapui-C;_g-ankoxeu, Ci_g
rerepoapuil-C;_g-ankuinaMuHo, Cs_jg IMKIO0ATKWIAMUHO, Cy_1( TeTepoUKINI-C_g-aJIKOKCH,
Ce-10 apwiiokeu, Cy_g rerepoapuinokcy, C;_g rerepoapuiiokcu-Cy_g-ankoxeu, Cy_qg
rerepotukini, Cs_qg mukinoankui, Cy o rerepounkiui-C_g-amudatuueckuit, Cs_q
uukinoankuin-C_g-ampatuueckuit, Cq_ 1o apui, C;_4 rerepoapui, Cq_j
apui-C_g-amudparnyecknit, Cy_g rerepoapmi-Cy_g-amdarnueckuit, Cq_1o apuin-(CHy),-G-
(CHp)py-, Cy_g rerepoapuin-(CHy),-G-(CHy)yy-, Coyg rereporwmrimin-(CHy),-G-(CHp) -, nin

Cs.10 akmoankui-(CH,),-G-(CHp) -, T xaxasiit G npencrasisiet codoit O, S, NR?, S(=
0), S(=0),, C(=0), -C(=0)NH-, -OC(=0O)NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0),-, -OS(=
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O);-, wu -OS(=0)NH-; kax1p1i1 t ssBisieTcst 1 WK 2; KaXKIbIi p U m IIpeICcTaBiseT co0oMn
He3aBucumo 0, 1, 2, 3 unu 4;

R® npencrasnsier co6oit H, F, C, I, muano, R7*R’N-, -C(=0)NR'R’?, -0C(=0)NR'R"?, -OC
(=0)OR’, -N(R7)C(=0)NR'R”?, -N(R7)C(=0)OR"?, -N(R")C(=0)-R"?, R’R"3N-S(=0),-, R’S(=
0),-, R’S(=0),N(R"?)-, R”*R'N-C ¢ anu1, R’S(=0)-C ¢ anxuz, R’'R7N-C(=0)-C ¢ ankui,
R7*R'N-C ¢ ankoxcn, R’S(=0)-C;_¢ ankoxen, R’'R7*N-C(=0)-C_¢ anxoxcu, Cy_g

amudaTtuaeckuit, C,_gramoankui, Ceg.qo apui-C,_g-ankokcu, Cp_g rerepoapui-Cs_g-alIKOKCH,
C.g rerepoapuiiokcu-Cy_g-ankokcH, Cs_qo LMKITOAIKUI-Cy_g-anKokcH, Cy_ 1 TETEPOLUMKIIUIL,
C;5.10 mukitoankui, Cy o rerepomukimi-C_g-amdatrueckuit, Cs_j
mukIToankui-C_g-amdaTtuueckuii, C;_4 reTepoapui, 3amenieHHbI Cq_1 apui, Cy_y4
rerepoapui-Cy_g-amudatudeckntt, 3amerieHHbIn Cg_ 1o apmin-Cs_g-ankui, Cy_j
retepounkiIni-Cy_g-ankul, C;_g ankokcH, Ci_g TuApOKCcHaNKOKCH, Ci_g aMuHOAIKOKCH, C|_g
rajoalkokcH, C;_g ankunaMuHo-C;_g-ramoankokcu, C;_g ankuinaMuHo-C;_g-ankokcu, Cj_g
ankokcu-C;_g-ankokcu, Cq.1o apuit-Cy_g-akokceu, Cy_jo rerepotkianii-Cy_g-ankokcu, Cs_q
KapOomMKIMI-Cy_g-anKokcH, Cy_q( reTepouKImIokcH, Cs o LMKIOANKUI0KCH, Cq_1o apuil-
(CH)p-G-(CHy) -, Cyg rerepoapui-(CHy),-G-(CHp) -, €y 1 rerepoumkinin-(CHy),-G-
(CHy) -, it C3_ 1 ukimoankui-(CHy),-G-(CHp) -, tie kaxsii G peacrasisiet codoit O,

S, NRS, S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S
(=0)y-, -OS(=0);-, nimn -OS(=0)NH-; xax1blii t iBIIsieTCs 1 Ui 2; KaK bl p U M IPEACTABIISIET
coboii Hezasucumo 0, 1, 2, 3 niu 4;

R? npexcrasisier co6oit H, F, I, mano, runpoken, R7*R'N-, -C(=0)NR'R’%, -0C(=0)
NR’R”?, -0C(=0)OR’, -N(R7)C(=O0)NR'R?, -N(R7)C(=0)OR"?, -N(R")C(=0)-R"?, R'R"*N-§
(=0),-, R’S(=0),-, R’S(=0),N(R"%)-, R"®R'N-C ¢ anxm1, R’S(=0)-C;_¢ anxur, R’R’*N-C(=

0)-C,_¢ ankmui, R7aR7N-C1_6 AJIKOKCH, R7S(:O)-C1_6 AJIKOKCH, R7R7aN-C(:O)-C1_6 AJIKOKCH,
C,.¢ amudaTtuueckuit, Cq_4 ranoankui, Co_jo ankokcu, Cy_g THAPOKCHATKOKCH, C|_¢g
aMuHOaNKoKcH, Cj_g ramoankokcu, Cy_g ankunaMuno-C_g-ankokc, Cq_g
ankokcu-C_g-ankokcH, Cs_s qUKI0aIKuiIokeH, Cg 1o apui-Cy_g-ankokcu, Cq_g
rerepoapui-Cy_g-ankokcu, Cq_g rerepoapunokcu-Ci_g-ankokcu, Cj_g
rerepoapui-Ci_g-ankuiaamMuao, Cy_o rerepotkiani-Cy_g-ankokcu, Cy_qg
reTepolMKINI-C_g-aJIKUIIAMUHO, C3_ 1 IMKIIOAIKUIAMUHO, Cy_1( reTepOoLMKINI-Cy_g-aJIKOKCH,
C5.1¢ kapoouukini-C_g-ankokcu, Cs 1o kapoouuknni-Cy_g-ankunaMuHo, Cg_1o apUIOKCH,
Ci.19 rerepoapuit okcu, Cy_jo rerepounkiini, Cs_jo muknoankui, Cy_jg
rereporukini-Cy_g-amudatudeckuit, C3_qo muknoankmin-C,_g-amudatuaeckuit, Ceg_q( apui,
C,.g rerepoapui, Cq 1o apuii-Cy_g-ammdatuueckuii, C;_g rerepoapuii-C_g-anmmdaTruueckuii,
Cé-10 apun-(CHp)p-G-(CHy) -, Cy_g retepoapuin-(CH;)p-G-(CHy)y-, Cy. 1 reTepoumKiimi-
(CHy)-G-(CHy) -, mimn C3._ 1 ukioankuia-(CHy) ,-G-(CHy) -, e kax st G mpeactasiser

co60i1 O, S, NRS, S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0O)NH-, -OC(=0)-, -NHC(=O)NH-,
-HN-S(=0);-, -OS(=0);-, unmu -OS(=0){NH-; kaxxap1it t sBisgercs | WM 2; KaXXaplid p 1 m

Crp.: 25



10

5

20

25

30

35

40

45

RU 2701156 C9 (W1 C2)

MpeacTaBIIsieT coool He3aBucuMo 0, 1, 2, 3 unm 4;

KaXKIbIN R’ MpeICTaBIIsIET cOOOM He3aBucuMO H, R7R7aNC(:O)-, R7OC(:O)-, R7C(:O)-,
R’R73NS(=0)-, R70S(=0)-, R’S(=0)-, R’R’?NS(=0),-, R’0S(=0),-, R’S(=0),-, C 3 anku,
C,_3 ranoankwui, C;_3 rugpokcuankui, C;_3 amuHoankui, C;_3 ankokcu-C_z-ankui, C;_3
ankwiaMuHoO-Cq_z-ankui, C;_3 ankuntuo-C_z-ankui, Cg 1o apui-Cy_g-ankui, Cj g
rerepoapuil-C_z-ankui, Cy_ o rerepounkiani-C_z-ankui, Cs_jo iunoankuin-Cy_z-ankui, Ce.

10 apui, Cj_g rerepoapuit, Cy_jo rerepotukian uin Cs_jy KapOOLUMKIUIT; U

kaskpiit R’ 1 R’ npencrasisier codoit HezaBucumo H, C;_¢ amudartuueckuit, Cy_g
rajnoamudartuaeckui, Cq_g runpoxcuanubatudeckuii, Ci_¢ amuHoanudpatuyeckuii, Cj_g
ankokch-C_g-amudatuueckuit, Ci_g ankunamMuao-C_g-amdatuueckuii, Cj_g
ankuntno-C,_g-amudartuaeckurt, Cg.1 apui-Cy_g-amudatudeckuit, Ci_g
rerepoapuni-Cy_g-amudatudeckuit, C,_q( rerepomukiani-C_g-amuparnueckuit, Cs_q

mukinoankui-C_g-amdatuueckuit, Cq_jo apui, Cy_g rerepoapui, Cy_jg FeTePOLMKIAI U
C5.1¢ KapOOLMKIIWIT; C OTOBOPKOM, UTO TaM, I'1ie R’ 1 R CBSI3aHbI C OJHUM 1 TeM Ke ATOMOM

BOJIOpPOAA, R’ uR"*R"% Bmecte c atoMoM BOJIOPOAA, C KOTOPBIM OHH CBSI3aHBI, IOTIOJIHUTEIIBHO
(hOopMUPYIOT 3aMEIICHHOE WIIM He3aMeIIeHHOE 3...8-3BEHHOE KOJIBIIO.

[0020] B HexoTopsix peanuzamusax A, X u B ¢ rpynmotii mo ¢popmyne (II) mpencrasisitor
coboit:

(RSa)_h__:. =

D

&y
(ID,

rae D npencrapnsiet coboit O; n sBisierces 0, 1 v 2; u

Ka K IbIN R npejcTaBisgeT coboit HezaBucumo H, ruapokcu, amuno, F, Cl, Br, 1, R7aR7N—,
-C(=0)NR'R"?, -OC(=0)NR'R™*R7*R"?, -OC(=0)OR’, -N(R")C(=0)NR'R"?, -N(R")C(=0)
OR’%, -N(R")C(=0)-R7?, R’TR"2N-S(=0),-, R’S(=0),-, R’S(=0),N(R"%)-, nauo, aurpo,
Mepkanto, C;_4 ankui, Cy_4 ankokceu, Cy_4 ankunamuuo, C;_4 ankuntuo, Cq 1o apui, uim Cy_g

reTepoapui.
[0021] B HekoTopsIx peanuzamusax ¢popmyna (IV) nmpencrasnser coboit
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] {R8
1] R
12 a)n

1
B (V).

rae V npeacrasiser cooor N uim CR!, V, npeacrasinsieT codoit N unu CR?, V3

npeacTaBiseT cooor N uiu CR’ , 1 V4 mpencrasiser coooit N uiu CR4, rJIe KAK MUHUMYM

oavH U3 Vq, Vo, V3 1 V4 ipeacraisieT codoii N;
T, npencrasiser coboit N uu CRIO;

X MpeacTaBiIsieT CoOOM CBSI3b, NR> ,O,8S, -(CHy);-, -(CHy)- Y-, -C(=0)-, -C(=0O)NH-, -CH=
CH-, uiu -C=C-, rae Kaxablii T MpeacTaBisieT cooor HezaBucumo 0, 1, 2 uiu 3;

B npencrasmnser co6oi NR'R"%, Cy4.1» kapoouukmmi, Cy 1o muknoankui, Cy_jg
rerepounkini, Cg 1o apui, Cy_g rerepoapui, Cs_qo criaBieHHbIN Ounuknui, Cs_jo
CIUTABJICHHBIN TeTepoOnmKIni, Cs_jo criupo oumkimmi, i Cs_q, CIIUPO TeTepOOUIMKITIIT;
rae Kaxabid u3 Cy_1o kKapOouukiui, Cy_ 1o tuKiI0ankui, Cy_o rerepouukini, Cg 19 apui, Cyg
rerepoapui, Cs_1, crutaBaeHHbIH OUIUKIINIL, Cs_ 1o CIUIABICHHBIN rerepoouuukini, Cs 1o
cnupo OMIUMKIUIT U Cs_1 CIMPO FeTEPOOUIMKIINII JOTIOJIHUTEIBHO 3aMelleH okco (=0),
TUIPOKCH, AaMUHO, Tajio, imaHo, Cg_1o apuil, C;_g rerepoapui, Cy_g aikokcH, C_g ATKUWIAMHUHO,
C.¢ ankuin, Cy_gankenun, Cy_gankunuil, Cy_jg FeTEpOLMKINI, MEPKANTO, HUTPO, Cg_1
ApUIIOKCH, KapOOKCH, THAPOKCU-3aMelIeHHBbIN C|_g aJTKOKCH, THAPOKCU-3aMeIIeHHBIN Cq_g
ankui-C(=0)-, Cy_g ankun-C(=0)-, C;_g ankui-S(=0)-, C;_4 ankuii-S=0),-, THAPOKCH-
3amenieHHbIl C_g ankui-S(=0)-, rugpokcu-3ameieHHbid Cy_g ankuii-S(=0),-, uim kapOoKcu

C.¢ QJIKOKCH;

R! npencrasiseT codoit H, E Cl, Br, I, nuano, ruapoxcu, R7aR7N-, -C(:O)NR7R7a, -0C(0)
NR’R’2, -0C(=0)OR’, -N(R")C(=0)NR'R"?, .N(R7)C(=0)OR™?, -N(R7)C(=0)-R"?, R’7R72N-S
(=0),-, R7S(=O)2—, R7S(=O)2N(R7a)—, C.¢ amudatuueckuit, Cy_g rasoankui, Ci_g aJIKOKCH,
C.¢ tunpoxcuaikokcu, Cy_g aMuHOIKOKCH, Cq_g raoankokcu, Cy_g
ankuaMuHo-C_g-ankokcH, C;_ 1 ankokcu-C_g-ankokcu, Cs_qo uukiioankuiokeu, Ce 19
apui-C;_g-ankokcH, Cg 1 apui-C_g-ankunamuHo, C;_g rerepoapuin-Cj_g-ankokcu, Cj_g
rerepoapuil-Cy_g-ankunaMuto, Cs_o IMKJIOATIKUIaMUHO, Cy_j o TeTepolnKiIni-C _g-alKOKCH,
Ce.10 apunokcu, C;_g rerepoapuiiokcu, Ci_g rerepoapuinokcu-Cy_g-ankoxcu, Co_g

retepounkini, Cs_jo uukinoankull, Cy ;o rerepounkiini-C,_g-amudatuueckuit, C;_jq
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uukioankuin-Cy_g-amupartuueckuit, Cq_ 1o apuit, C;_g rerepoapuit, Cq_j
apui-Cy_g-anmudaruueckuit, Ci_g rerepoapui-Cy_g-anmuparuueckuit, Ce o apuin-(CHy)y-G-
(CH2)m-, Cyg rerepoapuin-(CHy),-G-(CHa) -, Co.1g retepormkinin-(CHy),-G-(CHy) -, v

Cs.q0 LlI/IKJIOEUIKI/IJI—(CHz)p—G—(CHz)m—, rae Kaxaeii G npeacraisieT coooit O, S, NR? ,S(=
0), S(=0),, C(=0), -C(=0O)NH-, -OC(=O)NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0);-, -OS(=
O)-, umn -OS(=0)NH-; xa>xaplii t siBiasieTcst 1 WM 2; KaXIbld p ¥ m MPEACTaBIsSET COO0MH
HezaBucumo 0, 1, 2, 3 unu 4; wim rae kaxaeiid u3z Cg_q apI/IJI—(CHz)p—G—(CHz)m—, Cis
rerepoapui-(CHy),-G-(CHp)py-, Gy rerepormrimnin-(CHy) ,-G-(CHy)py-, 1 C5_ g LIMKITOATTKMIT-
(CHy),-G-(CHy)py-nipesicraBiisier co00i AOMOTHAUTEIBHO 3aMEIICHHBIA OHMM 1in Oostee F,
Cl, Br, I, meTu1, 3TWi1, TpOMWII, STUHWII, TPOIMHWII, OYTUHWII, METOKCH, ITOKCH WJIM LIMAHO;
R? npencrasiseT coboit H, F, Cl, Br, I, tuano, rugpokcu, R7aR7N—, -C(=O)NR7R7a, -OC(=
O)NR'R?,-0C(=0)OR’, -N(R7)C(=O)NR'R"?, -N(R7)C(=0)OR™?, -N(R7)C(=0)-R"%, R’R7*N-
S(=0),-, R7S(=O)2—, R7S(=O)2N(R7a)—, C,.¢ anmudatuueckuit, C;_g ramoankui, C;_g aIKOKCH,
C,.¢ TuapoKcHankokcu, C_g aMuHOAIKOKCH, C;_g Tanoankokcu, Cy_g
ankuiaMuHo-Cy_g-ankokcu, Ci_g akokcu-Cy_g-ankokcH, Cs_jo uukiioankuinokeu, Ce_qg
apui-C_g-ankokcH, Cq 1 apuil-C_g-ankunamuHo, Cq_g rerepoapui-Ci_g-askokcu, Cq_g
rerepoapuil-C_g-ankuaaMuHo, Cs3_jo IMKIOIKUIAMHUHO, Cy_ reTepotKkinia-Cy_g-aJIKOKCH,
Ce.10 apunokc, C;_g rerepoapuiiokcu, Ci_g rerepoapunokcu-Cy_g-ankoxcu, Co_g
retepouukini, Cs_jo uukinoankui, Cy ;o rerepounkiinia-C_g-amudatuueckuit, C;_q
mukinoankui-C,_g-anmupatuaeckuit, Cg_1o apuit, C_4 rerepoapuit, Ce_q
apui-Cy_g-anmudaruyeckuit, Ci_g rerepoapuin-Ci_g-anmiuparuaeckuit, Ce 1o apuin-(CHy)y,-G-

(CHp) -, Cy_g rerepoapuin-(CHy),-G-(CHy) -, Co.qg retepomrimn-(CHy),-G-(CHy) -, nin

Cs.10 LlI/II(HoaJIKI/lJI—(CHz)p—G—(CHz)m—, rae Kaxaeii G nmpeacrasisieT coooit O, S, NR® ,S(=
0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0),-, -0S(=
O);-, wu -OS(=0),NH-; kaxx1p11 t ssBisieTcst 1 Win 2; KaXKIbIi p U m MpeICTaBiseT co0oi
He3aBucumo 0, 1, 2, 3 unu 4;

R® npencrasnsier co6oit H, F, CL, I, muano, R7*R’N-, -C(=0)NR'R’?, -0C(=0)NR'R"?, -OC
(=0)OR’, -N(R7)C(=0)NR'R”? -N(R7)C(=0)OR"?, -N(R")C(=0)-R"?, R’R"3N-S(=0),-, R’S(=
0),-, R’S(=0),N(R"®)-, R”*R'N-C_¢ axui, R’S(=0)-C ¢ ankmr, R’R’3N-C(=0)-C_¢ ankui,
R7*RN-C ¢ ankoxcn, R’S(=0)-C ¢ ankoxcn, R’R73N-C(=0)-C_¢ ankoxcn, Cyg

amadatuaeckuit, C,_g ranoankun, Cg 1o apui-C,_g-ankoxcu, C;_g rerepoapui-Cs_g-alIKOKCH,
C/.g rerepoapuiiokcu-Cy_g-ankokcH, Cs_qo LMKITOAIKUI-Cy_g-anKokcH, Cy_1 TETEPOLMKIIUIL,
C;3.10 mukitoankui, C, o rerepouukiini-C_g-ammdpatrueckuit, Cs_j
uukioankui-Cy_g-amudatnueckuit, C_4 rerepoapui, 3amerieHHbIN Cq_1o apui, Ci4
rerepoapui-Cy_g-amudatudeckuit, 3amerieHHbIn Cg_ o apuin-Cs_g-anxui, Cy_j
retepounkiIni-C_g-ankui, Ci_g ankokcH, C;_g TMIPOKCHATKOKCH, C|_g aMUHOAIKOKCH, C|_g
rajoankokcH, C;_g ankunaMuHo-C;_g-ramoankokcu, C;_g ankuiaMuHo-C;_g-ankokcu, Cj_qg

ankokcu-C;_g-ankokcu, Cq.1o apuit-Cy_g-ankokceu, Cy_jo rerepotkianii-Cy_g-ankokcu, Cs_q
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kapoouukmmi-Cy_g-ankoxcu, Cy_jo rerepoukimiiokcu, Cs_jg UMKI0IKUI0KeH, Cq 1o apuil-
(CHz)p—G—(CHZ)m—, Cio reTepoapHn—(CHz)p—G—(CHz)m—, Cr10 FeTepOLlI/IKJII/IH—(CHz)p—G—
(CHy) -, mint C3_ 1 ukimoankuii-(CHy),-G-(CHy) -, tte kakapii G npezcrasiser coboit O,

S, NR, S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)NH-, -OC(=0)-, -NHC(=0O)NH-, -HN-S
(=0)¢-, -OS(=0)-, mmm -OS(=0){NH-; kaxaplii t siBisieTcs 1 WM 2; KaKIbId P ¥ M IPEACTABIISIET
coboit HezaBucumo 0, 1, 2, 3 wiu 4;

RY npeacrasiseT coooit H, E I, nimano, ruapokcu, R7aR7N—, —C(=O)NR7R7a, -OC(=0)
NR’R”?, -0C(=0)OR’, -N(R)C(=0)NR'R"?, -N(R7)C(=0)OR"?, -N(R7)C(=0)-R7*, R’R7*N-S
(=0),-, R7S(=0),-, R’S(=0),N(R"®)-, R”*R'N-C ¢ anxui1, R’S(=0)-C_¢ anxuwr, R’R’*N-C(=

0)-C ¢ ankun, R"*R'N-C ¢ ankoken, R’S(=0)-C_¢ ankoxcn, R’R’3N-C(=0)-C ¢ ankokcy,
C.¢ amupaTtuueckuit, Cy_g ramoankui, C, g aikokcu, Cy_g ruapokcuaikokcu, Cy_g
aMHHOAIKOKCH, Cy_g rasioankokcu, C_g ankunamMuHo-C_g-ankokeu, Ci_g
ankokcu-C_g-ankokcu, Cs_s qUKI0aIKWIOKCH, Cg 1o apui-Cy_g-ankokeu, Ci_g
rerepoapui-Ci_g-ankokcu, C;_g rerepoapuiiokcu-C_g-ankoxeu, C_g
rerepoapui-Ci_g-ankuiaamMuao, C,_1o rerepotkiani-Cy_g-ankokcu, Cy_qq
reTepolMKINI-C_g-alIKUIIaMUHO, C3_j o LMKIIOAIKWIAMUHO, Cy_1( reTepOoLMKINI-Cy_g-aJIKOKCH,
C;5.10 kapoouukaui-C_g-ankokcu, Cs_1o kapoouukimni-C_g-ankunamMuto, Ceg 1 apUIOKCH,
C.10 rerepoapuinokcu, Cy_jo rerepotuukini, Cs_jo uuxinoankui, Cy_qg
rerepolkini-C_g-anudatuueckuit, Cs_j( uukinoankui-C_g-amudatnueckurt, Cq_ 1o apui
C.g rerepoapuit, Cq 1 apuii-Cy_g-amudatuueckuii, C;_g rerepoapuii-C;_g-anudaTuueckuit,
Cé-10 apun-(CHy)-G-(CHp) -, Cy_g retepoapuin-(CH;)p-G-(CHy)y-, C;. 1 reTepouukiimi-
(CHz)p—G—(CHz)m—, i C3_q um(noanmzm—(CHz)p—G—(CHz)m—, re Kax bl G mpeacTaBisieT

coGoit O, S, NR°, S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)NH-, -OC(=0)-, -NHC(=O)NH-,
-HN-S(=0);-, -OS(=0);-, unm -OS(=0)(NH-; kaxxapii t sBisgercs 1 wim 2; KaXAplii p 1 m
npeacTasisieT coooi HezaBucuMmo 0, 1, 2, 3 unm 4;

Ka K IbIN R’ npejcTaBisgeT coboit HezaBucuMo H, R7R7aNC(=O)—, R7OC(=O)—, R7C(=O)—,
R’R73NS(=0)-, R70S(=0)-, R’S(=0)-, R’R7?NS(=0),-, R’0S(=0),-, R’S(=0),-, C 3 aku,
C,_3 ranoankui, C;_3 ruagpokcuankui, C;_3 amuHoankui, C;_3 ankokcu-C_z-ankui, C;_3
ankwiaMuHO-Cq_3-ankui, C;_3 ankuntuo-C_z-ankui, Cq 1 apui-Cy_z-ankui, Cy_g
rerepoapuil-Cq_z-ankui, Cy_jo rerepouukini-C_z-ankui, Cs_ ;o iukaoankuin-Cy_z-ankui, Ce.

10 apui, Cy_g rerepoapui, C,_jo rerepounkini uiam Cs_jg KapOOLUMKIIUIT,

ksl R’ 1 R’ npeAcrabisieT cooom HezaBucumo H, C;_g anudpatuueckuit, C;_g-(,
ranoanudatuueckuii, C,_q ruapokcuamudarudeckuit, C_g amunoamuparudeckuit, Cq_g
ankokcu-C_g-amdartuaeckuit, C;_g ankmnamMuao-C_g-amudatuaeckuit, Cj_g
anxkuntho-C,_g-amudaruaeckuit, Cq.qo apui-Cy_g-amudatudeckunit, Cq_g
rerepoapun-Cy_g-amudatudecknit, C,_qo rerepomukini-C_g-amipatnaeckmit, Cs_j

mukitoankmi-C_g-amdatuueckuit, Cq_1o apui, C;_g reTepoapuit, Cy_ o TE€TEPOUMKITI WIN

C;5.10 KapOOLMKIINI; C OTOBOPKOM, UTO TaM, I/ie R’ 1 R CBSI3aHbI C OJHUM 1 TeM Ke ATOMOM
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BOJIOPOA, R’ u R7a, BMECTE C aTOMOM BOJIOPO/Ia, C KOTOPBIM OHU CBSI3aHbI, JIOTIOJIHUTEIBHO
(GhOpMHUPYIOT 3aMEIIEHHOE WITH He3aMEIIIeHHOE 3...8-3BEHHOE KOJIBIIO;

KaXIbIl RS2 npexacrasisieT cobort HezaBucuMo H, runpoxen, amuno, F, Cl, Br, I, -N(CH3)5,
-C(=0)NH-C;_4 ankui, -OC(=0)NH-C,_4 ankui, -OC(=0)0-C;_4 ankui, -NHC(=O)NH-C; 4
ankui, -NHC(=0)0-C_4 ankun, -NHC(=0)-Cy 4 ankun, Cy_4 ankun-NH-S(=0),-, Cy_4 ankui-
S(=0),-, C;_4 anxun-S(=0),NH-, nuano, HUTpo, mepkarnro, C;_4 ankui, Tpudptopmetust, Cy_4
ankokcu, C_4 ankunamuno, Cy_4 ankuntuo, Cq_jo apui, Cq_19 apuin-Cj_4-ankui um Cq g
reTepoapu;

n npeacTapisieT codoit HezaBucumo 0, 1, 2 unu 3; 1

KaXIbIl R0 npeacTasisieT codoit HezaBucuMo H, runpokcu, amuno, F, Cl, Br, I, nuano,
HUTPO, MepKanTo, Cy_4 ankwui, Tpudropmerun, C,_4 ankokeu, C;_4 ankunamuHo, wim Cj_4

AIIKUIITHO.
[0022] B HekoTopsIx peanuzauusax B npencrasnser coboit -N(CH3),, -N(CH,CHj3),, -N

(CH,CH,CH3),, -N(CH,CHyCH,CH3)o,

PEE, @ ‘ UUUQUFZW%E

//\\ o

J\Tlv

NP EJ SN
[ojl)[r\l/> W I/\N o—l\r?[jo’l\ OEE,OHOJJ\/OH \,N"/‘oj

avey
I
wans
|
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~ e - M\hl:lH N%
SO £
N 13 Y (J (J

N\.l
- NH
NH
T e | g
AGH @N > > ) E/S
cl F JF oo, (0] , O ,/[o . 0\, 0 i O ¢

R! npeacrasiset cooout H, F, Cl, Br, I, unano, runpoxcu, -N(CH3),, -C(=O)NH-C, _4 ankun,
-OC(=0O)NH-C_4 ankuin, -OC(=0)0-C_4 ankun, -NHC(=O)NH-C, _4 anxui, -NHC(=0)O-C; 4
ankui, -NHC(=0)-C;_4 ankui, C;_4 ankuin-NH-S(=0),-, Cy_4 ankui-S(=0),-, C;_4 ankui-S(=
O),NH-, MmeTus1, 3TW1, TPOIUII, U30MPOMUII, OyTUJI, TeP-OyTUIT, TPUPTOPMETUI, (PEHUII-
(CH)p-G-(CHy) -, (prop-3amentennbiit pernn)-(CH,),-G-(CHy) -, THazomun-(CH,),-G-
(CH) -, muprmun-(CHy)p-G-(CHy) -, permmatan, mukiorekcun-(CH,) -G-(CHy) -, HadTiit-
(CHy)p-G-(CHy) -, mim Mopdonmuumi-(CH;)-G-(CHy) -, e kaxapiit G peacrasisiet

cobor O, S, NR? ,S(=0), S(=0),, C(=0), -C(=O)NH-, -OC(=O)NH-, -OC(=0)-, -NHC(=O)NH-,
-HN-S(=0);-, -OS(=0);-, unu -OS(=0){NH-; kaxxapii1 t siBysiercs 1 Win 2; KaXIblii p U m
MpeacTaBIsieT coooi HezaBucuMo 0, 1, 2, 3 uiau 4; WM rae KaXXIbld 13 (l)eHym—(CHz)p—G—
(CHy) -, (dprop-3amemiennslit pernn)-(CHy),-G-(CHy) -, THa30mmmin-(CH,),-G-(CHy) -,
mpri-(CHy) p-G-(CHy) -, permmaii, nukiorexcui-(CHy) p-G-(CHy) -, Hadytrn-(CHy) p-G-
(CHy) -, 1 Mopdommumi-(CH,),-G-(CHy) - mpescTaBiisier cobom T0MOTHATENBHO

3aMeleHHbIN ogauM uu 0osiee F, Cl, Br, I, MeTwI1, 3T, IPOTIWIT, STUHMII, IPOTTMHIUI, Oy TUHMUII,
METOKCH, ITOKCH WIH [IHAHO;

R2 npencrasisietr coooit H, F, Cl, Br, I, tnano, ruapoxcu, -N(CH3),, -C(=0)NH-C;_4 anku,
-OC(=0O)NH-C_4 ankuin, -OC(=0)0-C;_4 ankun, -NHC(=O)NH-C, _4 anxui, -NHC(=0)O-C; 4
ankui, -NHC(=0)-C_4 ankuin, Cy_4 ankuin-NH-S(=0),-, C;_4 ankuin-S(=0),-, C;_4 ankui-S(=
O),NH-, MmeTus1, 3Tu1, TPOIUII, U30MPOTUII, OYyTUJI, TeP-OyTUII, TPUPTOPMETU, (PEHUII-
(CHy)p-G-(CHy) -, (prop-3amentennbiit pernn)-(CH,),-G-(CHy) -, THazomun-(CH,),-G-
(CH») -, min Mop(bOJIHHI/In—(CHz)p—G—(CHZ)m—, rae Kaxaelii G npeacrasisieT coooit O, S,
NR’, S(=0), S(=0),, C(=0), -C(=O)NH-, -OC(=0O)NH-, -OC(=0)-, -NHC(=0O)NH-, -HN-S(=
O)¢-, -OS(=0);-, mmm -OS(=0)NH-; Kaxaplii t ssBisteTcst 1 Wi 2; KaX bl p U M IIPEACTABIISIET
coboit HezaBucumo 0, 1, 2, 3 wiu 4;

R3 npeacrasisieT codort H, E Cl, I, uuano, ruapokcu, -N(CHjz),, -C(=0O)NH-C;_4 ankun,
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-OC(=O)NH-C,_4 ankui, -OC(=0)0-C, _4 ankui, -NHC(=O)NH-C;_4 ankun, -NHC(=0)O-C 4
ankui, -NHC(=0)-C_4 ankui, C_4 ankun-NH-S(=0),-, C;_4 ankui-S(=0),-, C;_4 ankui-S(=
0),NH-, MeTuJ1, 3THII, IPOTIHIL, U30NPOIUL, OyTuil, Tep-OyThit, berunn-(CHy)y-G-(CHy) -,
(¢pTop-3amerieHHbIN q)eHI/m)—(CHz)p—G—(CHZ)m—, TI/I&SOJ’II/IJ’I—(CHz)p—G—(CHz)m—, WU

MOp(bOJII/IHI/IJI—(CHz)p—G—(CHz)m—, rae kaxawii G npeacransietr cooor O, S, NR’ ,S(=0), S
(=0),, C(=0), -C(=0)NH-, -OC(=0)NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0),-, -OS(=0);-,
wn -OS(=0)NH-; kax1bli t siBasieTcs | WM 2; KaXIbIA p U M MIPEACTABIISIET COOOM
He3aBucumo 0, 1, 2, 3 unu 4;

R? npeacrasisier codort H, F, I, unano, runpoxcu, -N(CH3),, -C(=O)NH-C,_4 ankui, -OC
(=O)NH-C;_4 ankuin, -OC(=0)0-C,_4 ankui, -NHC(=O)NH-C,_4 ankui, -NHC(=0)O-C; 4
ankui, -NHC(=0)-C;_4 ankui, C;_4 ankui-NH-S(=0),-, Cy_4 ankui-S(=0),-, C;_4 ankui-S(=
O),NH-, meTus1, 3TW1, TPOIUII, U30MPONUII, OYyTUJI, TeP-OyTUI1, TPUPTOPMETUI, (PEHUII-
(CH)p-G-(CHy) -, (prop-3amentennsiit pernn)-(CH,),-G-(CHy) -, THazomnn-(CH,),-G-
(CHy) -, v Mopq)onI/IHI/In—(CHz)p-G—(CHz)m-, rae Kaxaeli G npeacrasiseT coooit O, S,

NR?, S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)NH-, -OC(=0)-, -NHC(=O)NH-, -FTN-S(=
O)y, -OS(=0);, i -OS(=0)NH-; kaxap1i t sBisgeTcs | WK 2; KaXXAbIA P U m IIPEACTABIISAET
coboit Hezasucumo 0, 1, 2, 3 unu 4;

Kaskblit R npeacTaBisieT coooit HezaBucumo H, Cy_3 ankui, GpeHns, OSH3WIT, TUPUIIIT
WM MOPQOIIMHO METUIT;

Ka K IbIN R32 npexacrasisieT coboi HezaBucuMo H, ruapoxken, amuno, F, Cl, Br, I, -N(CH3),,
-C(=0)NH-C_4 ankui, -OC(=0)NH-C;_4 ankui, -OC(=0)0-C;_4 ankui, -NHC(=O)NH-C;_4
ankui, -NHC(=0)0O-C;_4 ankui, -NHC(=0)-C_4 ankui, Cy_4 ankun-NH-S(=0),-, C|_4 ankui-
S(=0),-, Ci_4 ankun-S(=0),NH-, unano, HUTpo, mepkanto, C;_4 ankui, Tpupropmetuil, Ci 4
ankokcu, C_4 ankunamuno, Cq_4 ankuntuo, Cq_jg apui, Cq_19 apuin-Cj_4-anxu wim Cq g
reTepoapu;

n npeacTasisieT codoit HezaBucumo 0, 1, 2 unu 3; u

KaXIbIl R0 npejcTaBisgeT codoit HezaBucuMo H, ruapokcu, amuno, F, Cl, Br, I, nuano,
HUTPO, MEPKAIITO, ATTKWI, TpudTopmeTi, C,_4 ankokeu, Cy_4 akunaMuHo, win C;_4 aJIKUITHO.

[0023] B HekoTOpBIX peanu3anusx ¢popmyia (V) mpeacrasiseT coooi
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rae Vi npeacrapisieT coooi N wim CRI, V, nipeacrasisieT coboit N umu CRZ, V3

npeacTaBisieT cooou N wiu CR>, u V, npeacrasisier codoit N wiu CR?, rze kax MHUHUMYM

oavH U3 V1, V,, V3 1 V4 ipeacraisieT codoit N;
T, npeacrasnsier co6oit N uinu CrR';
T4 npencrasisieT coboit NR? , O, S wm CR' lRlla;
X npeacTaBiIsieT cCoOOM CBSI3b, NR’ ,O,S, -(CHy) -, -(CH)- Y-, -C(=0)-, -C(=0O)NH-, -CH=

CH-, uiu -C=C-, rae Kaxablii T MpeacTaBisieT cooor HezaBucumo 0, 1, 2 uiu 3;
B npeaAcTaBIsACT cobort —N(CH3)2, -N(CHzCH3)2, —N(CHzCHzCH?))z, —N(CHzCHzCH2CH3)2,

e NH
s NH v

I REIN]
sle [th( » L

ot

?

(

/ HZN
éH HN }NH NH

< HNTY
D O @é%
N~  N-N

’ s b > ]

e

b

5% >§} 1[3/%[; S

R! npexacrasisier coboit H, F, Cl, Br, I, inano, runpoxcu, -N(CH3),, -C(=O)NH-C, _4 ankun,
-OC(=0)NH-C,_4 ankui, -OC(=0)0-C,;_4 ankuin, -NHC(=O)NH-C;_4 ankui, -NHC(=0)O-C 4
ankuil, -NHC(=0)-C;_4 ankui, Cq_4 ankui-NH-S(=0),-, Cy_4 ankun-S(=0),-, C_4 ankui-S(=
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O),NH-, meTui1, 3TWI1, PO, U30IPONUI, OyTHII, Tep-OyTui, Tpudropmerni, uim Ceq_q

apHn—(CHz)p—G—(CHz)m—, rae G npenacraisieT codoit O, S, NR’ , S(=0), S(=0),, unmu C(=0);
KaXXIbIil p M m npeAcTaBisieT coooi HezaBucumo 0, 1, 2 mmm 3; uimu rae Cq_qg apI/IJI—(CHz)p—G—
(CH»),,- IpencTaBiisieT CoOO0M TOMOTHUTETbHO 3aMellieHHbIN oqauM ik 6odtee F, Cl, Br, I,
METWJI, 3TUJI, POTIVJII, ITUHWI, TPOTTMHUII, Oy TUHUJI, METOKCH, 3TOKCH UJIU IIUAHO;

R? npeacrasisier coboit H, F, Cl, Br, I, inano, runpoxcu, -N(CHs),, -C(=O)NH-C, _4 ankun,
-OC(=0O)NH-C_4 ankuin, -OC(=0)0O-C_4 ankun, -NHC(=O)NH-C,_4 anxui, -NHC(=0)O-C; 4
ankui, -NHC(=0)-C,_4 ankui, C_4 ankuin-NH-S(=0),-, ankuin-S(=0),-, Cy_4 ankun-S(=0),NH-,

METWJI, 3TWJI, POTUII, U30TIPOIUI, OyTHII, Tep-0yTui, Tpudropmetuit, uiu Ce_q( apuii-

(CHz)p—G—(CHZ)m—, rae G npenacrasnser coboii O, S, NR> , S(=0), S(=0),, unu C(=0); kaxxapIi
p ¥ m npeacTasisgeT coboit HezaBucuMo 0, 1, 2 wim 3;

R> npeacrasisieT codow H, E Cl, I, unano, ruapokcu, -N(CHjz),, -C(=0O)NH-C;_4 ankun,
-OC(=0)NH-C;_4 ankui, -OC(=0)0-C, _4 ankuin, -NHC(=O)NH-C;_4 ankui, -NHC(=0)O-C 4
ankui, -NHC(=0)-C_4 anxuin, ankuin-NH-S(=0),-, Cy_4 ankuin-S(=0),-, Cy_4 ankun-S(=0),NH-,
METWJI, 3TUJI, POMUII, U30NIPOIUI, OyTHII, Tep-0yTri, uim Cg_q apI/IJ'I-(CHz)p-G-(CHz)m-,

rae G npencrasiset codori O, S, NR’ , S(=0), S(=0),, unu C(=0); Kax bl p U M NPEACTaBIISET
coboii Hezasucumo 0, 1, 2 niu 3;

R* npencrasisier codoit H, F, I, imano, ruapoxcen, -N(CHj),, -C(=0)NH-C;_4 ankui, -OC
(=0)NH-C,_4 ankuin, -OC(=0)0O-C;_4 ankui, -NHC(=O)NH-C,_4 ankui, -NHC(=0)O-C; 4
ankui, -NHC(=0)-C_4 ankun, C;_4 ankuin-NH-S(=0),-, C;_4 ankuin-S(=0),-, C;_4 ankui-S(=

O),NH-, meTui1, 3TWII, PO, U30IPOIUI, OyTUII, Tep-OyTui, Tpudropmerni, umm Ceq_j

apui-(CHy),-G-(CHy) -, Tie G mpencrasisier coboit O, S, NR’ , S(=0), S(=0),, unmu C(=0);
KaX/]IbIM P U m MIpeJCTaBIsieT codoi HezaBucumo 0, 1, 2 wiu 3;

Kaskblit R npeacraBisier cooor HezaBucumo H, C;_4 ankwui, dheHus, OeH3UIT, TUPUINIT
WM MOP(OIIMHO METUIT; U

KaXXJIbIN Rga, RIO, Rll, uR'la MpeIcTaBIsIeT coOoM He3aBucuMo H, ruapokcu, amuHo, F,
Cl, Br, I, -N(CH3),, -C(=0O)NH-C;_4 ankui, -OC(=O)NH-C,_4 ankun, -OC(=0)0O-C,_4 anku,
-NHC(=0)NH-C;_4 ankui, -NHC(=0)O-C;_4 ankun, -NHC(=0)-C_4 ankun, C;_4 ankun-NH-
S(=0),-, C_4 ankun-S(=0),-, C;_4 ankun-S(=0),NH-, nuano, HUTpo, mepkanto, C;_4 aJKui,
TpupTopmeTui, C;_4 ankokcu, Cy_4 ankuinamuuo, C;_4 ankuintuo, Cq_ 1o apui, Ce ;o
apui-C;_4-ankui uimm Cy_g rerepoapul.

[0024] B HekoTopsIX peanuzanusax ¢popmyia (VI) mpeacrapisieT coOom
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rae E npeacrasiser coboit N uiu CRIO;

J npexcrasisier coboit O, S, S(=0), S(=0),, NR'? wm CRIM“R!44,

k mpeacrasiser codoii O, 1, 2, 3 unu 4;
q npeacrapiset codoi 0, 1 umu 2;

R! npeacrasisieT codor H, F, Cl, Br, I, unano, ruapoxcu, C;_g ankui, C;_g raToaAJIKuI,
Cy_¢ anikokcH, Cj_g THAPOKCUATKOKCH, C_17 aMUHOAIIKOKCH, C;_g Tast0ATKOKCH, Cq 1o apui-Cy_g
ankui, Co_19 apui-(CHy),-G-(CHy) -, Cyg Terepoapuin-(CHy),-G-(CHy) -, Cog
retepotmkiniI-(CHy) ,-G-(CHy) -, nin C3_qg mukmnoankun-(CHy)-G-(CHy) -, 1€ Kax /bl
G nipeacrasiset coboit O, S, NR , C(=0), -C(=0)NH-, -OC(=0O)NH-, -OC(=0)- nim -NHC(=
O)NH-; kaxx1plii p 1 m IIpeacTaBisieT codoit HezaBucuMo 0, 1, 2 wim 3; WM TAe KaX bl U3
Cé-10 apun-(CHy)-G-(CHy) -, Cyg retepoapui-(CHy),-G-(CHp) -, Co_1g reTepoumKini-
(CH)p-G-(CHy) -, Ce.10 apun-Cy_g anxui, u Cs_jo muxnoankui-(CH,),-G-(CHy) -

MPEJICTABIISIET COOOM TOMOIHUTEIBHO 3aMellleHHbIN oquuM uiu 6oree F, Cl, Br, I, meTu,
3TWJI, TPOIUJI, ITUHUII, TPOIIMHUII, Oy TMHWII, METOKCH, STOKCH, UJTU [IUAaHO;

R> npeacrasisieT codow H, E Cl, I, unano, ruapoxcu, Cq_g ankui, Cy_g ranoankui, Ci_g
ankokcH, Cy_g TMIPOKCHATKOKCH, C|_g aMUHOATKOKCH, C|_g Taroankokcu, Cq_1o apuil-
(CH)-G-(CHy) -, Cy_g rerepoapmin-(CHy)p-G-(CHy)y-, Cy. 1 retepormkimmn-(CH,),-G-
(CHy) -, mimnt C3_ 1 ukimoankui-(CHy)p-G-(CHp) -, tie kaxasii G mpeacrasisiet codoit O,
S, NRS, C(=0), -C(=0)NH-, -OC(=0O)NH-, -OC(=0)- unmu -NHC(=0O)NH-; kaxapIii p 1 m
MpeCTaBIIsIeT cOO0M He3aBucuMoO 0, 1, 2 uiu 3;

KaXKObIN R’ MpeICTaBIIsIET cOOOM HezaBucuMoO H, R7R7aNC(:O)-, R7OC(:O)-, R7C(:O)-,
C 3 anxui, Cy_3 ranoankui, C;_3 rTuApOKCHANIKUI, C_3 aMUHOAIKUT, C;_3 AIKOKCU-C_3-aJIKWII,
C, .3 ankunmamuno-C_z-ankwi, Cy_3 ankuntuo-Ci_z-ankui, Cg 1o apuin-Cj_z-ankui, Cj g
rerepoapuil-C_z-ankui, Cy_ o rerepotnkini-C_z-ankui, Cs_jo iukinoankuil-Cy_z-ankui, Cg.

10 apuit, Cy_g rerepoapui, Cy_jo rerepotkini uim Cs_jo KapOOLMKIUIL;

KaXIbIl RS2 npenacrasisieT coooi HezaBucumo H, runpokceu, amuno, F, Cl, Br, I, -N(CH3),,
IMaHO, HUTPO, MepKarnTo, Cy_4 ankui, Tpudropmerui, Cy_4 ankokcu, Cy_4 ankuiamMuao, C;_4
ankuitno, Ce.1g apuit, Ce.q¢ apuit-Cy_4-ankui unm C_g rerepoapu;

n npeacrapiser coooi 0, 1, 2 uiu 3;

Kax bl R nmpencrasnser codoit HezaBucumo H, ruapokcu, amuno, F, Cl, Br, I, nuano,
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HUTPO, MEPKAIITO, aJIKWIL, TpUudTOopMeTH, C;_4 asikokcu, Cy_4 aNKuIaMuHo, uin Cj_y4 aTIKUITHO;

KaXKIIbIN R!? npecTaBisieT co0oi okco (=0), TMAPOKCH, AaMUHO, TaJlo, IMaHo, C_j( AIKOKCH,
Ci.10 ankunamuHo, C_jg ankuituo, C;_jo ankui, Cy_jo ankenu, Cy_jg alIKUHWI, MEPKANTO,
HUTPO, Cq_19 apuit, C;_g rerepoapuit, C,_o rerepoumkinmnil, Ce o apUIOKCH, KapOOKCH,
TUJIPOKCU-3aMellieHHbIN C1_g AJIKOKCH, TMIPOKCU-3aMellieHHbIN C|_g ankuii-C(=0)-, Cy_g
ankui-C(=0)-, Cy_g ankuin-S(=0)-, Ci_g akun-S(=0),-, THIApOKCU-3aMeleHHbIN C1_¢g aTIKUII-
S(=0)-, ruapoxcu-3amenieHHbId C_g ankui-S(=0),-, umm kapooxcu Cq_g aTKOKCH;

R npencrasisiet cooont H, C;_4 ankun, C,_4 ankunui, Cy_4 aJTKOKCH, TUAPOKCH-
3ameteHHbi C;_4 ankokeu, Cy_4 kapOokcuankokcu, Cq_4 alKUIKapOOHUIT UK TUAPOKCU-

3ameleHHbId C;_4 aTKUIKapOOHU; U

KaXKIbII R4uR!4 npeAcTaBisgeT cooor HezaBucuMo H, runpoxcu, kapooxeu, Cq_4 aakud,

Ci.4 ankokeu un Cq_y AIKUIAMHUHO.

[0025] B HekoTOpBIX peanu3anusx ¢hopMmyia R! npeacTaBisieT coooit HezaBucuMo H, F,
Cl, Br, I, ynano, ruipoKcu, METUIL, 3TUJI, POIWII, U30IIPOIWIL, OyTi1, Tep-0yTuit, Cqg apuil-

(CHz)p—G—(CHz)m— i Cy_g reTepoapHn—(CHz)p—G—(CHz)m—, rie Kaxablid G mpejcTaBisieT
coooit NRS, O wm S, KaXIbIN p U M pecTaBisieT codoit HezaBucumo 0, 1, 2 wim 3; uiu e
kax b u3 Cg_g apui-(CHy),-G-(CHp) - 1 Cy g retepoapuin-(CHy),-G-(CHp) - ipezicTasisier

co0Oli JOTOJIHUTENIBHO 3aMelleHHbIH ogHuM uiu 6ostee F, Cl, Br, MmeTu1, 3TW1, TpOMuII,
STUHMJI, TPOTMHUII, OYTUHWII, METOKCH, UJIU IMAHO; U

R’ npeacrasisieT coooi HezaBucumo H, E, Cl, I, nmaHo, TMAPOKCHU, METUIT, 3THJI, TPOTIUJI,
u3onponui, 6y, Tep-0yTuit, Ce g apui-(CHy),-G-(CHy) - nimn Cy_¢ retepoapmin-(CHy) -G~
(CH») -, Tae kaxawiil G mpencrasiser coooit O WM S, Kbl p U m PeACTaBIIsIeT cOO0H

He3aBucumo 0, 1, 2 uim 3.
[0026] B HekoTophIX peanmu3anusx ¢popmyia (VI) mpeacrapisieT coOom

RS
N
R‘lN o
3o

No
R7 R?a (VII),

rae R! npencrasisiet coboit H, F, Cl, Br, I, unano, ruapoxcu, Cy_g ankui, Cj_g raJoaIku,
C|.¢ ankoxcu, C;_g ruapokcuankokcu, Ci_g aMuHOAIKOKCH, Cj_g rasmoasnkokcu, Cg_q( apuiI-
(CHy)-G-(CHy) -, Cyg rerepoapui-(CHy),-G-(CHy)py-, €y 19 rerepoumkimnia-(CHy),-G-
(CH2)py, nimn C3_qo tmkoankun-(CHy) ,-G-(CHp) -, e kaxsiit G npencrasisier cobor O,

S, NRS, C(=0), -C(=0)NH-, -OC(=0O)NH-, -OC(=0)- wiu -NHC(=O)NH-; xaxaplii p u m
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npenacrasisieT coooit HezaBucumo 0, 1, 2 wim 3; i rae kaxasiv u3 Ceq_qg apym—(CHz)p—G—
(CH)m-, €19 rerepoapun-(CH;)p-G-(CHy) -, Cy. ¢ Terepoumrimnn-(CHy),-G-(CHy) -, 1
Cs.10 uknoankui-(CH,),-G-(CHy) - mpecTasiisier coboi TOMOIHUTENBHO 3aMEILCHHbBIA

oxuuM uiu 6omnee F, Cl, Br, I, MeTus, 3THII, MpOMWI, MAHO, STUHMII, METOKCH, 3TOKCH, UJIH
TIPOTTUHUIT,

R’ npencrasisiet coooit H, F, Cl, I, unano, ruapoxcu, Cy_g ankui, Cy_g ramoankui, Cy_g
ankokcH, Cj_g TMAPOKCHAIKOKCH, C|_g aMUHOANKOKCH, Ci_¢g ramoankokcH, Cq_jo apuil-
(CHz)p—G—(CHz)m—, Cio reTepoapI/In—(CHz)p—G—(CHz)m—, Co10 FeTepOHI/IKHI/IH—(CHZ)p—G—
(CHy) -, mint C3_ 1 ukimoankuii-(CHy),-G-(CHy) -, tie kakpii G npezcrasiser coboit O,
S, NRS, C(=0), -C(=0O)NH-, -OC(=0O)NH-, -OC(=0)- niin -NHC(=O)NH-; kaxabIii p 1 m
MpeacTaBsieT coool HezaBucumo 0, 1, 2 uim 3;

KaKIbIN R’ npeacTasisieT codoit HezaBucuMo H, R7R7aNC(:O)—, R7OC(:O)—, R7C(:O)—,
Ci.63 ankun, C;_3 ramoankun, C;_3 Tuapokcuankui, C;_3 aMmuHoankui, Cy_3
ankokcu-Cj_z-ankui, Cy_3 ankuinaMuHo-C_z-ankui, Cy_3 ankuntuo-Cy_z-ankui, Cg g
apun-C_z-ankui, Cj_g rerepoapuii-Cy_z-ankui, Cy_jo rerepounkini-Cy_g-ankui, Cs_jg
mukinoankui-Cy_s-ankui, Cg o apui, Cy_g rerepoapui, C, ;o rerepouukiini uiam Cs g

KapOOUMKIIUIT;
Kaxelii R nmpencrasnseT codoit HesaBucumo H, C;_¢ ankui, C|_g ragoanudaTHIecKuit,

C.¢ Tuapoxcu anubatuyeckuit, C;_q aMuHoamudatuueckuit, C;_g
ankokcu-Cj_g-amupatuueckuit, C;_g ankunaMuHo-Cy_g-anmudatuyeckuit, Cj_g
ankuinTho-C,_g-amudatuueckurt, Cq.1 apui-Cy_g-amudatuyeckuit, Cj_g
rerepoapui-Cy_g-amudaruueckuit, C,_q( rerepounkini-C;_g-anudarudeckuit, Cs_yg
nukioankuin-C_g-anmudartuueckuit, Cq_jo apui, Cy_g rerepoapui, Cy_jg FeTepOLMKINI UIH

C5.10 KapOOLMKIIUIT;

Kaxmblit R’ npecTasiseT coboit HezaBucumo C_g akui, Cy_g ranmoanudartudeckuit, Cy_g
runpokcuanudatuueckuit, Ci_g amuHoanubatuyeckuii, Cq_g akokcu-Cy_g-annbaTuyecKkui,
C.¢ ankunamuHo-Cq_g-amudatuueckuit, Ci_g ankuntuo-Cy_g-amudatuueckuit, Cg_1(
apui-C;_g-amudatuueckuit, C;_g rerepoapuin-C,_g-anudartudeckurt, C_1g
rerepotukini-Cy_g-amudatuueckuit, C3_q muxnoankumin-Ci_g-anudatuueckurt, Ceg_qo apui,

C,.9 rerepoapuit, Cy_jo rerepouukiini i Cs_jo KapOOLMKIIUIT;

C OTOBOPKOM, UTO TaM, I'Ae R7 " R7al CBSI3aHBI C OJTHUM U TEM XK€ aTOMOM BOZAOPOAA, R7 )51

R7a, BMECTE C aTOMOM BOJIOPO/Ia, C KOTOPBIM OHM CBSI3aHBI, JOMOJIHUTEIILHO (POPMUPYIOT
3aMeIIeHHOE WM He3aMellleHHOoeE 3. ..8-3BeHHOE KOJIbLO;

KaK IbIN RS2 npeAcTaBisieT coboit HezaBucuMo H, ruapoxceu, amuno, F, Cl, Br, I, -N(CH3),,
MaHo, HUTPO, MepKanTo, Cy_4 ankui, Tpudpropmetuit, Cy_4 ankokcu, Cy_4 adkuiamMuto, Cj_4
ankuintho, Cq_ 1o apui, Cq_ 1o apuin-Cy_4-ankun uimm Cy_g TeTepoapuit; u

n npeactapiset codoi 0, 1, 2 unu 3.

[0027] B HEKOTOPBIX pean3anusax Kaxabli R’ npeAcrasisieT cooom HezaBucumo H, C; g

ankui, C;_4 ankokcu-Cj_g-alIKuil,
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Kakablit R MpeAcTaBsieT coOom He3aBUCUMO C_jo ankui, Cy_4 ankokcu-Cy_g-akui,

N
sle]eRv]elre } 2R

b L) b b b

° bl

wnu - n

nnu .

[0028] 3asBastoTcs (papmareBTUUECKUE JI€KaPCTBEHHBIE MPENnapaThl, COAEPIKAIINE
3as1BJIsIEMOE JIEKAPCTBEHHOE CPEICTBO, UJTH CTEPEOU30MED, TEOMETPUUYECKUN U30MED, TAYTOMED,
OKMHCB a30Ta, TUAPAT, COJIbBAT, (PapManeBTUUECKU TPUEMIIEMYIO COJIb WIIM UX TPOTOTUITHOE
JIEKAPCTBEHHOE CPENICTBO, U JOTIOJTHUTENIbHBIN (papMaleBTUUECKU TPUEMIIEMbII HOCUTEb,
WHEPTHBIN HATIOJHUTEb, pa30aBUTENb, AKTUBATOP, OCHOBY WJIM UX COUYETAHUE.

[0029] 3asBasrOTCS TaKKe CIIOCOOBI MTPO(PUITAKTUKH, CONTPOBOKICHUS, JICUCHUS WITH
CHWKEHUS TsDKeCTU (PMOPO3HOTr0 3a00JIeBaHMsI TKAHU WIIM OpraHa MalyUeHTa, 3aKITI0Uaromecs
B ripueMe (apManeBTUIecKu 3pGHEKTUBHOTO KOTUUECTBA 3asBIISIEMOTO JIEKAPCTBEHHOTO
npemnapara.

[0030] 3asBasFOTCSI CIOCOOBI MPOQPUITAKTUKH, COTTPOBOXKICHUS, JICUCHHUS UIIU CHUKCHUS
TSDKECTH PUOPO3HOTO 3a00JIeBAHUS TKAHU UJIM OpraHa MalyueHTa, 3aKJIF0YaIOIIHeCs B TpUeMe
dhapManeBTHYECKH 3(PPEKTUBHOTO KOJIMUECTBA 3asIBISIEMOI0 XUMHUECKOT'O COSIMHEHUSI.

[0031] 3asgBnsgeTcs TaKXKe UCIIOIb30BaHUE 3asIBIISIEMOTO XUMUYECKOTO COSIUHEHNS B
MPOU3BOCTBE JIEKAPCTBEHHOT'O CPEJICTBA JIJISI MPO(PUIIAKTUKH, COTTPOBOXK/ICHHUS, JICUCHUS
WM CHW)KEHUS TSDKECTU (PMOPO3HOTO 3a00J1€BaHUS TKAHU WM OPTaHa IMalyueHTa.

[0032] 3asBisieTcsl UCTIOJIb30BAHUE 3asIBIIEMOT0 JIEKAPCTBEHHOIO TIpernapaTa B
MIPOU3BOCTBE JIEKAPCTBEHHOT'O CPEICTBA JIJIsI MPO(PUITAKTUKH, COTTPOBOXK/ICHUS, JICUCHUS
WJIM CHWKEHUS TsDKeCTH (PMOPO3HOTO 3a00JIeBaHUS TKAHW WJTM OpTaHa IMalyueHTa.

[0033] 3asBisieTcs TaK)Ke UCTIOJIB30BAHUE 3aSIBIIIEMOTO XMMHUECKOTO COSTMHEHUS WU
JIEKAPCTBEHHOTO TIperapaTta it MpOo(QHIaKTUKH, COITPOBOXKICHUS, JICUCHUS UITH CHUYKCHUS
TSDKECTH (PUOPO3HOTO 3a00I€BAHMS TKAHU UM OpraHa YeJIOBEKa WITK )KUBOTHOTO,
3aKIJTIOYAIOIIeeCs B MpUeMe NAMeHTOM (apMaleBTUIeCKH 3(PPEeKTUBHOTO KOJIUYECTBA (a)
3asIBJISIEMOT0 XUMHUECKOT'O COEIMHEHUS UM JIEKAPCTBEHHOTO TIperapara.

[0034] B HekOTOPBIX peanmu3anusx ¢GuOpo3Hoe 3a00IeBaHNe TKAHU UM OpraHa
MIPEICTABIISAET COOOM MOYCUHBIN MHTEPCTUIMAITBHBIN (PUOPO3, KITyOOUKOBBIN CKIIEpO3, (PHOPO3
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TeYeHH, MyJIbMOHAJbHBIN (UOPO3, MepUTOHEATbHBIN (PUOPO3, MUOKAPIMATBHBIN (PrOPO3,
nepMaTouOpo3, MOCIeonepanMoOHHbIE CIIANKH, T0OPOKAYECBEHHYIO TUITEPTPOMUIO IIPOCTATHI,
(ubPO3 CKENETHBIX MBIIIIL, IEPMATOCKIIEPO3, PACCESIHHBIN CKIIEPO3, TAHKpeaThudeckuit (pudpos,
LMPPO3 MEYEHU, MUOCAPKOMY, HEHPO(DUOpOMY, My TbMOHATIBHBIN MIHTEPCTULMATBHBIN (PHOPO3,
JMabeTnyecKyto HeponaTuio, 00JIe3Hb AllblIreiiMepa Uil BacKyJIsapHbIl Gudpo3. B npyrux
peanu3anusx mocieonepauoHHbIe CIIANKY TPEACTABIISIIOT COOO0M 3aKUBIISIeMbIe PYyOIbI.

[0035] 3asBsItOTCS TAKXKE CIIOCOOBI MPUTOTOBJIEHHUSI, CIIOCOOBI cermapaiyy U CriocoObl
OYMCTKH XUMHUYECKHX BEIIECTB ¢ Xumudeckoi popmymoii (I), (IV), (V), (VI) umu (VID).

[0036] ITpemnmrecTByroIIIee U3ITOKEHUE TTPEICTABIISIET COOOI JIUITL pepepat 3asBISIEMbIX
MO3UILIMHI, HE OTPAHUYMBAS CYTh 3aBKU. DT U APYIHUE ACMIEKThI, U peasii3aluu 0osee moapoOHO
paccCMaTPUBAKOTCS HUKE.

IMOJAPOBHOE OITMCAHUE M30BPETEHM A

OINMPEAEJIEHUA U OCHOBHASA TEPMUHOJIOT' A

[0037] BynyT npuBeeHbl HOAPOOHBIE CCHUTKM HA KOHKPETHbBIE peaiu3aliu HACTOSIIEN
3asBKU, WITIOCTPUPYEMBIE HA IIpUMepax MpUlaraéMbIMU CTPYKTYpaMu U GOpMyJIaMu.
3asBisieMoe U300pETEHUE OXBATHIBACT BCE aJIbTEPHATHUBBI, MOAU(PUKAIIMN U SKBUBAJICHTHI,
KOTOPBIE MOTYT MOTNACTh B 00JIACTh HACTOSIIEH 3asIBKU, YTO OIPEIEIIeTCS MTyHKTaMU
dhopmyiel n3006peTeHus. CrienquaaucT OOHAPYKMT MHOTHE U3BECTHBIE €My CIIOCOOBI U
MaTepUaITbl, CXOTHBIE UJIM SKBUBAJIEHTHBIE 3a5IBJISIEMbIM, KOTOPBIE MOTYT OBITh UCITOJIb30BAHBI
B 3asBJISIEMBIX MTPAKTUUECKUX criocoOax. [IpuBeneHHOe onMcaHue HUKOUM 00pa3oM He
OrpaHUUMBAET CIIOCOObI M MaTepualibl. Hactosias 3asBka aBiIseTcs MPUOPUTETHOM B ClTydae
OTJIMYUS WIM MPOTUBOPEUUS HACTOSIIEH 3asiBKE OJTHON WK O0Jiee TO3ULUI YyITOMUHAEMOM
JIMTEPATYPhl, IATEHTOB UJIM AHAJIOTUYHBIX MATEPUAJIOB, BKJIIOUAs, HO HE OTPAHUYMBASICh
YCTAHOBJIEHHBIMU TEPMUHAMU, TTPABUIIAMU TPUMEHEHMUSI, PACCMOTPEHHBIMU TEXHOJIOTUSIMU
WM TTI0JTOOHBIMU MOMEHTAMHU.

[0038] ITpu OTCYyTCTBMM MHBIX YKAa3aHUI B HACTOSIILEHN 3asBKE IPUHSATHI IPUBEACHHBIE
HWKE onpeieneHus. B HacTosiel 3assBKE XMMUYECKUE 3JIEMEHTBI TPUBOISITCS COTJIACHO
ITepuoauueckoii cucTeMe XMMHUYECKMX 3JIEMEHTOB, BApUaHT CAS, u «CipaBOYHHUKY 110 XMMUU
u ¢usMke», 75-e uznanue, 1994. Kome Toro, 0CHOBbI OPraHUYECKON XUMHHU U3JT0KEHBI
Coppenom u coaBTOpamu B MOHOTpaduu «OpraHnueckas XuMus», u31ateabcTBO University
Science Books, Sausalito: 1999, u CmuToM ¢ coaBTOpamu B MOHOTpaduu «Kypc oprannueckoit
XMMUU IOBBILIIEHHOM C10KHOCTU Mapiiax, uznatenbetBo John Wiley & Sons, Inc., New York:
2007, Ha BCe YIOMSIHYThIE MOHOTpAa(MK UMEIOTCS CCBUTKH B HACTOSIIEH 3asBKe.

[0039] B HacTosIII€el 3asIBKE XUMUUECKUE COSTUHEHNS MOTYT OBITh JOIOJIHUTEIHLHO
3aMelIEHbI OJTHUM UJIU 00JIee 3aMECTUTENIEH, TAKMMHU, KaK MPUBE/ICHHBIE BBIIIE, W, HAIIPUMED,
OTHOCSIIIIUMUCS K KOHKPETHBIM KjlaccaM, MOJAKJIAcCaM U TUIaM, IIPUBEICHHBIM B HACTOSIIEH
3asiBKe. B majpHeleM u310KeHuu ¢ppasa «I0MOJTHUTEILHO 3aMeIIeHHbBIN» OyaeT
UCTIONIb30BATHCS B3aUMO3aMEHUMO C (hpa30ii «3aMEeIIeHHBIN ITH He3aMeIIeHHbIN». B 0011em,
TEPMUH «3aMEIICHHBIN», HE3aBUCUMO OT HAJIMYMS TEPMUHA «IOIIOJHUTEIBHO», OTHOCUTCS
K 3aME€HEe OJTHOTO WUJIu 00Jjiee BOAOPOIHBIX PAIUKAIOB JAHHON CTPYKTYPbl paAUKaIOM
3aJJaHHOTO 3aMeCTUTeNs. B OTCyTCTBUE MHBIX yKa3aHUM JOTIOJTHUTEIBLHO 3aMeIlleHHAs TPYIITa
MOJKET COJIEPKATh 3AMECTUTEITb HA KAXKI0M 3aMellaeMoN MO3UlMK Tpynibl. B cinyuae 3aMeHbl
0oJ1ee ueM OTHOM MO3ULMU TAHHOM CTPYKTYPBI O0JIee YeM OHUM 3aMECTUTEIIEM, BBIOPAHHBIM
Y3 YKa3aHHOMW I'PYNIbI, HA KAXKI0W MO3UIMHA MOKET HAXOAUTHCS TOT KE CAMbIN WU IPYrOf
3aMecTuTeb. [TprueM K 3aMeCcTUTENISIM OTHOCSITCS, HE OTPAaHUYUBASICh TIEPEUMCIICHHBIM JaJiee,
TUAPOKCH, AMUHO, TaJI0, IMAHO, apWJ1, TETEPOAPUII, AIIKOKCH, AaJIKUWIAMUHO, AJTKWUIITHO, AJTKWUIL,
TAJIOAJIKUIL, AJIKEHJIW, AJIKUHWII, T€TEPOLUUKIINIL, TUOJ, HUTPO, APUIOKCH, T€TEPOAPUIIOKCH,
okco (0O=), kapOOKCH, TUIPOKCU-3aMEIIIEHHBIN aJTKOKCH, TUIPOKCU-3aMeIIeHHbIN aTKuil-C(=
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0)-, ankun-C(=0)-, ankui-S(=0)-, ankuii-S(=0),-, THIPOKCU-3aMEeLIeHHBIN ankui-S(=0)-,
TUIPOKCHU-3aMeIlleHHbIN aTKuI-S(=0),-, KapOOKCUAIKOKCH, M aHAJIOTUYHBIE BEILIECTBA.

[0040] TepmuH «amudaTHUeCKUil» UM «alTudaTrudeckas TpyImna» OTHOCUTCS K MPSMO
LEINOYKE (T.€. HEPA3BETBIIEHHOW) UJIM PA3BETBIIEHHOM, 3aMELLIEHHbBIN WM HE3AMEIICHHbIN
YIJIEBOJIOPOTHOM LEMOYKE, TOTHOCTHIO HACBIIIIEHHOM WU CoAepIKallei OauH Ui 6oJiee
9JIEMEHTOB HEHACHILIEHHS. B OTCYTCTBHE MHBIX yKa3aHUH audaTuieckas rpymma COACPKUT
1-20 aToMOB yriiepojia. B HeKOTOpBIX peanu3anusax aaudaTudeckas rpymnma coaepxur 1-10
aTOMOB YIJIEPOJA.

B npyrux peammzanusx anmmdatudeckas rpymnmna coaepkur 1-8 atomoB yriiepona. B mpyrux
peanuzanusx anvdaTtrudeckas rpymnmna coaepxKuT 1-6 aToMoB yriiepoaa. B apyrux peanuzanusix
amudaTudeckas Tpymnmna CoaepXur 1-4 aToMa yrieposa, u B IPyTrux peam3aumsx
anmudaTtuyeckas rpymmna coaepxxur 1-3 atoma yriepo. [Tonxonasias anupatruueckas rpymnma
COAEPKUT, HE OTPAHUUMBASICH IIEPEUYMCIICHHBIM JaJIee, IMHENHBIE UJIM PA3BETBIICHHDIE,
3aMEILIEHHBIE UJIM HE3AMEILIEHHBIE aJIKWIIbHBIC, AJIKEHUIbHBIE, WU AJTKUHWIbHBIC TPYIIIIHI,
TaKue KaK METWUJI, 3TUJI, ITPOTTWII, U3OMIPOTIUII, OYTHII, TPET-OyTHIT, TEKCHUIT, U300y THII, CEK-
OyTUJI, STEHUTT U NTOJIOOHBIE.

[0041] TepmuH «ramoanmudaTUdecKuii» OTHOCUTCSA K alu(aTUIECKOM rpyIIie, 3aMeleHHON
OJITHUM WJTH O0JIee TeX 5K€ CAaMBIX MJIM JPYTHUX FaJIOT€HHBIX ATOMOB, TI€ audaTuiecKas rpyIra
OIpe/eNieHa B HACTOSIIIEN 3asiBKe, rajJoreHHbIMU atoMaMu cunrtatores F, Cl, Br unu [ K
HEKOTOPBIM HEOTPAHUYUTETIBbHBIM ITPUMEPAM OTHOCATCS TPUPTOPMETUI, TPUDTOPITUIL,
XJIOPMETUJI, 2-XJIOPITUIIEH, U AHAIIOTUYHBIE.

[0042] TepmuH «TUApOKCHATU(ATHAYECKUI» OTHOCUTCS K amudaTrUieckom TpyIie,
3aMeIEHHON OTHOM Wit O0JIee TUAPOKCH TPYTIION, T1Ie aympaTrdeckas TpyIima onpeaeicHa
B HACTOSIIIIEN 3a9BKE. HEKOTOPBIM HEOTPAHUUUTEIIBHBIM ITIPUMEPAM OTHOCATCS THIPOKCUITHIL,
2-TUAPOKCUTIPOTIUIL, TUAPOKCUMETHII, U AHAJIOTUYHBIE.

[0043] TepmuH «amMrHOATM(DATAIECKHI» OTHOCHTCS K aTi()aTUIECKOM TPYIIIe, 3aMEIeHHOM
OJIHOM WM O0Jiee aMUHO TPYIIION, T1ie aaudaTrieckas rpyIna onpeaeaeHa B HACTOSsIIEH
3asiBKe. K HEeKOTOPBIM HEOT PAHUUMTENIbHBIM ITPUMEPAM OTHOCSITCS AMUHOMETUII, 2-aMHUHOJTHI,
2-aMUHOU3O0IPOINUIL, U AaHATIOTUYHBIE.

[0044] TepMHH «aJIKUII» OTHOCUTCS K HACBILLIECHHOMY JIMHEHHOMY WJIM Pa3BETBIICHHO-
LHEIMMHOMY MOHOBAJIECHTHOMY YIJIEBOJOPOAHOMY pajukaily u3 1-20 atomos yriepoaa, 1-10
aTOMOB yrJjepoja, 1-6 atoMoB yriepojaa, 1-4 atToMoB yriiepoja, uiv 1-3 aToMoB yriiepoja,
/i€ AJIKWIBHBIN PaAUKAI MOKET ObITh JOMOJIHUTEIBHO 3aMEIICH HE3aBUCUMO OJHUM WU
0oJiee 3aMECTUTENISIMU MO HacTosIIeH 3asiBke. K JOMOTHUTENBHBIM TPUMEPAM AJIKUITbHBIX
TPy OTHOCSITCS, HE OTPAHUYMBAACH ITepeUUCIeHHbIM Aajee, Metui (Me, -CH3), atun (Et,

-CH,CH3), 1-mponui (n-Pr, n-mponui, -CH,CH,CHj3), 2-niponun (i-Pr, i-npormn, -CH(CHj3),),
1-6ytun (n-Bu, n-6yTtun, -CH,CH,CH,CHj3), 2-metun-1-nponun (i-Bu, i-6ytuin, -CH,CH
(CHy),), 2-6yTtun (s-Bu, s-0ytun, -CH(CH3)CH,CHj), 2-metun-2-iponui (t-Bu, t-OyTui, -C
(CHj3)3), 1-nentun (n-neutuia, -CH,CH,CH,CH,CH3), 2-nentun (-CH(CH3)CH,CH,CH3),
3-neatun (-CH(CH,CH3),), 2-metun-2-6ytun (-C(CHj3),CH,CH3), 3-metun-2-6ytun (-CH
(CH3)CH(CH3),), 3-metun-1-6ytun (-CH,CH,CH(CH3),), 2-meTuin-1-0ytun (-CH,CH
(CH3)CH,CH3), 1-rekcun(-CH,CH,CH,CH,CH,CH3), 2-rekcun (-CH(CH3)CH,CH,CH,CHj3),
3-rekcun (-CH(CH,CH3)(CH,CH,CHy)), 2-metun-2-nentui (-C(CHj3),CH,CH,CH3), 3-meTui-
2-nentun (-CH(CH3)CH(CH3)CH,CH3), 4-metuin-2-nentun (-CH(CH3)CH,CH(CH3),), 3-
Metui-3-nentui (-C(CH3)(CH,CH3),), 2-metun-3-nentun (-CH(CH,CH3)CH(CH3),), 2,3-
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qumeTni-2-6ytui (-C(CH3),CH(CH3),), 3,3-aumernn-2-0ytun (-CH(CH3)C(CHj3)3, 1-rertuu,

1-OKTWII, U aHAJTOTUUHBIE. TePMUH «aJIKUI» U TIPUCTABKA «aJIK-» OXBATHIBAIOT KaK MPSIMYIO,
TaK W Pa3BETBIICHHYIO YIJIEPOAHYIO LEMOUYKY. TepMUH «aJIKUIIEH» B HACTOSIIEN 3asBKe
MIPEICTABIISIET HACBIIICHHYIO JUBAJICHTHYIO YIJIEBOJIOPOIHYIO IPYMITY, OJIYYEHHYIO U3
MPSMOW WIIM pa3BETBIIEHHOM LIETTOYKH HACBIILIEHHOTO YIJIEBOIOPO/A YAAIEHUEM ABYX AaTOMOB
BOJIOPO/1a, MPUMEPAMU MOXKET CIIYKUTh METUJIEH, 3TUJIEH, U30MPONUIEH, U AaHAJIOTUUHbIE.

[0045] TepMuH «aJKWUJIE€H» OTHOCUTCS K aJIKUJIBHOM CUCTEME C IBYMSI CO€AMHUTEIIbHBIMU
TOYKAMHU, COEIMHEHHOMN C OCTAaTKAMHU MOJIEKYJIbI, T/I€ aJIKWIbHBIN pauKall ONpe/IesieH B
HACTOSIIIIEH 3asIBKE.

[0046] TepMuH «aJIKEHWI» OTHOCUTCS K JINHEHHOMY WIIA PA3BETBIICHHOMY MOHOBAJICHTHOMY
YIJIEBOJOPOJIHOMY pajuKaly U3 2-12 aTOMOB yriiepoja, 2-8 aTOMOB yriiepoaa, 2-6 aToMoB
yriepoja, uiu 2-4 aToMoB yriepoja, UMEIOIIUM KaK MUHUMYM OJIHY 30HY HEHACBILEHUS,
HaIpUMep, YIIEePOA-yIJIepO/l, sp2 IBOMHAS CBSI3b, I/I€ AJIKEHWIbHBIN paUKal MOKET OBbITh
JIOTIOJTHUTEIBLHO 3aMeleH He3aBUCUMO OJTHUM WM 00JIee 3aMeCTUTENISIMU IO HACTOSIIEH
3asIBKE, U BKJIIOUAET B Ce0sI paJIMKaJIbl OPUEHTAIMU «CisS» U «trans», WIK, KaK aIbTePHATUBHBIN
BAPUAHT, OpueHTalMU «E» 1 «Z». K HEKOTOpBIM HEOTPAHUUUTEIIBHBIM [TPUMEPAM OTHOCSTCS
steHus wiM BuHUI (-CH=CH,), anmun (-CH,CH=CH,), u aHanoruuHsIe.

[0047] TepMuH «aJIKEHWIEH» OTHOCUTCA K AJIKEHUJIBHOW CUCTEME C IBYMSI
COEMHUTEIbHBIMU TOYKAMM, COEIMHEHHOM C OCTaTKAMH MOJIEKYJIbI, TJIe aJIKEHUJIbHBIN
paavKai ONMpeAesieH B HACTOSAILIEN 3asBKeE.

[0048] TepMHH «aJIKUHWII» OTHOCUTCS K IMHEHHOMY WJIM PA3BETBIIEHHO-LETTHOMY
MOHOBAJIEHTHOMY YIJIEBOJOPOJHOMY PAaauKany U3 2-12 aToMOB yriiepoja, 2-8 aToMOB
yIJIepoaa, 2-6 aTOMOB YIJIEpOAa, Wi 2-4 aTOMOB yIJIEPOIA, UMEIOIIUM KAaK MUHUMYM OJHY
30HY HEHACBIILIEHUSI, HAIIPUMED, YIJIEPOA-YIJIEPO/, SpP TPOWHAs CBS3b, I'/I€ ATKUHWIbHBIN
PaIMKaJI MOXKET OBITH IOTIOJIHATEITHHO 3aMeIleH He3aBUCUMO OJTHUM UJIU 00JIee 3aMECTUTEIISIMU
10 HacTosIIel 3asiBKe. K HEeKOTOPBIM HEOTPaHUYMUTEILHBIM ITPUMEPAM OTHOCSTCSI STUHUIT (-
C=CH), 2-npommunaui (-CH,C=CH), u ananoruyssie.

[0049] TepMuH «aJIKUHUIIEH» OTHOCUTCS K aJIKMHUJIbHOW CUCTEME C IBYMSI
COEJIMHUTEIIbHBIMU TOUKAMMU, COETMHEHHOM C OCTATKOM MOJIEKYJIbI, [/1€ AJIKUHWIbHBIN paIuKal
OIpPE/ICIICH B HACTOSIIICH 3as1BKE.

[0050] TepMUH «TUAPOKCU-3AMEIIEHHBIN AJTKUI» OTHOCUTCA K AJIKWIBHOM T'PYIIIIE,
3aMeIIeHHON OHOM WK 0oJiee TUIPOKCU IPYIIIaMu, T/I€ aIKUIbHAS TPYIINa OlpeiesieHa B
HacTosien 3asBke. K HEKOTOpPbIM HEOrPAaHUUUTEIIBHBIM ITPUMEpPaM OTHOCSITCS
TUAPOKCUMETHII, TUIPOKCUITHI, 1,2-AUTUIPOKCUITUIT, U AHATIOTUUHBIE.

[0051] TepmuH «kKapOOKCU-3aMEIICHHBINM AJIKWUJI» OTHOCUTCS K aJIKWIBHOM TPYIIIIE,
3aMEIeHHON OJHOM WK OoJiee KapOOKCH IpyHIiaMu, i aJIKWIbHAs TPYyIIa ONpe/eeHa B
HacTosien 3asiBke. K HEKOTOPBIM HEOTPAHUUUTEIBHBIM IPUMEpPaM OTHOCSITCS
KapOOKCHUMETHII, KAPOOKCUITHII, U aHAJIOTUUHEIE.

[0052] TepmuH «nuKIIOANM(PATUIECKUN», «KAPOOUMKINICCKHIN», «KapOOIUKITHIT» UIH
«UUKJIOAJIKUI» OTEHOCUTCSI K MOHOBAJIEHTHOMY MJIM MHOTOBAJIEHTHOMY, HEAPOMATUYECKOMY,
HACBIIIIEHHOMY WJIM YACTUYHO HEHACBIIIIEHHOMY KOJIbIly, HE COAEPKAIIEMY FeTepOaTOMOB,
MpY HAJIMYKUU OT 3 10 12 aTOMOB yIiIepoJa B KaueCTBE MOHOUMKIMYECKOTO KOJIbLA UJIK OT 7
110 12 aTOMOB yriiepojia B KaueCTBe OUIUKIMUECKOTO WIH TPULUKINUECKOTO KOJIbIIA.
bunynrueckue kapOOMKIIbI € 7...12 aTOMaMU MOKHO KOMIIOHOBATb, HATTPUMED, KaK OUIUKIIO
[4, 5], [5, 51, [5, 6] unu [6, 6] cucTeMy, U OMIUMKIMYECKUE KapOOIMKIIBL 9...10-aTOMHBIMH
KOJIbLIAMH MOXHO KOMIIOHOBATh KaK OUIUKJIO [5, 6] wiu [6, 6] cuctemy. K HEKOTOpbIM
HEOTPAaHWYUTEIbHBIM ITpUMepaM IUKII0ATU(GATHIECKUX TPYIIT OTHOCSTCS IUKIOATKUI,
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[UKJTOATKEHWT, U IUKJIOAJIKMHUI. JIOTIOJTHUTEIbHBIMM IIPUMEPAMH HUKII0ATM(DATUIECKUX
CPYII SABISIOTCS [UKJIOMPOIUI, IUKIO0YTHIT, UUKJIOTEHTU, 1-IIMKI0NeHT-1-3Hu, 1-
HUKJIOTIEHT-2-3HUI, 1-IUKIOIIEHT-3-3HU, UMKIIOTeKCUI, 1-IMKIIoTeKc-1-3Hu, 1-IUKIIoreKc-
2-3HUI, 1-IUKJIOTreKC-3-3HUJI, HMKIOTEKCAAUIHMII, IUKIOTSIITUII, IMKIOOKTHUI, HIUKJIOHOHUII,
MUKJIOACIMII, IMKIOaHICIMII, IMKIOAOACIMII, afaMaHTHII, U aHaJoTruuHeie. 1
«UMKIIOATTU(ATUIECKUI» , «KaPOOLMKITMIECKHUI», «KAPOOLUKIINIIT», HITH «IUKIIOATKHI» MOXKET
OBITh 3aMEIIEHHBIM WJIM HE3aMEIIIEHHBIM, T/I€ 3aMECTUTEIEM MOJXKET BBICTYNATh, HE
OrpaHUYUBASICh IEPEUMCIIEHHBIM Jlajiee, TMIPOKCH, aMUHO, TaJlo, IMaHO, apuJl, TeTEpOapUll,
AJIKOKCH, AJTKWIAMUHO, AJIKWII, TAJIOAJTKWIL, AJIKCHUI, AJIKUHWI, TETEPOLUKIIAII, TUOJI, HUTPO,
APUIIOKCH, TMIPOKCU-3aMEIIIEHHBIN aJIKOKCH, TUIPOKCU-3aMelieHHbIH -C(=0)-, ankuin-C(=0)
-, ATKUI-S(=0)-, ankui-S(=0),-, TMAPOKCHU-3aMELICHHBIA ATKWI-S(=0)-, THIPOKCH-

3aMeleHHbIN aKuiI-S(=0),-, KapOOKCHATKOKCH, U AHATIOTUYHBIE.

[0053] TepmuH «KapOOIMKIUICH» OTHOCUTCS K KapOOUMKIMIIBHOM CUCTEME C IByMS
COEMHUTEIbHBIMU TOUKAMU, COEIMHEHHOM C OCTaTKAMH MOJIEKYJIbI, TJ1€ KapOOUMKIUIbHBIN
paavKal onpe/esieH B HACTOSIIEH 3asiBKeE.

[0054] TepMuUH «kapOOUMKITUI (TUAPOKCUATTKOKCH )» OTHOCUTCS K TUAPOKCUAITKOKCUITBHOM
rpyIIe, 3aMelieHHON OTHOM WiIu 0oJiee KapOOIMKIIUIbHON IPYIIION, I1e KapOOUUKIUIbHAS
Y TUIPOKCUATTKOKCUJIbHAS TPYIIIBI ONIPEACIIEHBI B HACTOsAIIEN 3asaBKe. K HEKOTOpbIM
HEOTPAHUYUTEIbHBIM ITPUMEPaM OTHOCSATCS HMKJIOMPOMUII TUAPOKCH METHUIT, IUKJIOTTPOITUTT
TUAPOKCUITUII, IUKJIOMIPOTMIT TUAPOKCUITPOITHI, IMKJIOT€KCUII TUIPOKCUITPOTIMII, IIMKIOTEKCUIT
TUAPOKCUMETHII, U aHAJIOTUYHBIE.

[0055] TepMUH «ITMKIOATKHUIIOKCH» UITH «KAPOOIMKIUIOKCH» OTHOCUTCS K JOTIOJTHUTEIIBHO
3aMEIIEHHOMY IUKJIOAIKUIIBHOMY PaJIMKAITy WIK KapOOUUKIUILHOMY paguKay,
OIPEACIICHHOMY B HACTOSIIIEH 3as1BKE, MPUKPEIUIEHHOMY K aTOMY KUCIIOPOJIa, KOTOPBIH
COEIMHEH C OCTATKOM MOJIEKYJIbl. K HEKOTOPBIM HEOTPAHUYUTEIbHBIM TPUMEPAM OTHOCSATCS
LUKJIOTTPOTTMIOKCH, UKIJIOTIEHTUIIOKCH, IUKIJIOT€KCUIIOKCH, TUIPOKCU-3aMEIIIEHHBIN
UKJIOTIPOTIMIIOKCH, U aHAJIOTUYHBIE.

[0056] TepMUH «IUKITOATKUIAMHAHO» OTHOCUTCS K aMUHO TPYIIIE, 3AMENIEHHON OJTHOMN
WJIW ABYMS MKJIOAJIKWIBHBIMU TPYIIIIaMM, IJI€ UUKJIOAIKWIIbHAS TPYIIA OINpeiesieHa B
HacTosIel 3asiBke. K HEKOTOpbIM HEOTPAHUUUTENIBHBIM ITPUMEPAM OTHOCSTCS
[UKJIOMTPOTUIAMUHO, HMKJIOMIEHTUJIAMUHO, IIMKJIOTeKCUIIAMUHO, TUAPOKCU-3aMEIIEHHbIN
UKJIOTIPOTIMIIAMUHO, TULUKIOTEKCUITAMUHO, JUIUKIIOTPOIMIAMUHO, U aHAJIOTUYHBIE.

[0057] TepmuH «kapOOUMKIMIOKCUAITKOKCH» OTHOCUTCS K AJIKOKCH TPYIITEe, 3aMEIICHHOM
ofHOM WM OoJiee KapOOIUKIMIOKCH TPYIIIaMU, T/I€ aJIKOKCH T'pyIIia U KapOOIUKIUIOKCH
rpynIma onpeaesieHa B HacTosel 3asBke. K HeKOTOphIM HEOrpaHUUUTEIBLHBIM TPUMEpPAM
OTHOCSITCS IIUKJIOMTPOIUITOKCUMETOKCH, UKJIOTTPOTTMIIOKCU3TOKCH, IIUKJTOTIEHTUIIOKCUITOKCH,
[IUKJIOTEKCUITOKCUATOKCH, IIUKIIOTEKCEHUII-3-OKCUITOKCH, M aHAJIOTUYHBIE.

[0058] TepMUH «IMKIIOATKMITOKCUATTU(ATUIECKHI» OTHOCUTCS K a(aTHUECKOM TpyIIIIe,
3aMEIIEHHON OJHOM WIIM 00Jiee IUKIOATKUIIOKCH TPYIIIaMHu, e aaudaTryeckas rpyIma u
UKJIOATKWIOKCH TpyMIa ompe/iesieHa B HacTosIIel 3asBke. K HekoTopbim
HEOTPAHUYUTEIbHBIM ITPUMEPAM OTHOCATCS HMKIJIOMTPOTUIOKCUMETHUIT, UKIOITPOTTMITOKCUITUII,
[UKJIOTIEHTUIIOKCUMETHII, IUKJIOTEHTUJIOKCUATHII, IUKJIOT€KCUITOKCUITHII,
raJIOUMKJIONPONMIIOKCUITUII, U aHAJIOTUYHBIE.

[0059] TepMUH «IIMKITOATTKMITAMUHOATM(ATUYECKUI» OTHOCUTCS K alT(haTUUECKUIA TPYIIIIE,
3aMeIEHHOMN OJTHOM WM 00JIee IMKI0AJIKUIIAMUHO TPYITITaMU, Te anudaTrdecKas rpyIina
Y IIMKJIOAJIKWJIAMUHO TpyIIa onpeaeieHa B HacTosIen 3asBke. K HeKoTopbIM
HEOTPAHUYUTEIbHBIM ITPUMEpPaM OTHOCSATCS LHMKJIOMPONUIAMUHOMETHI,
UKJIOTIPOTIMIIAMUHOATUJT, IUKJIOTIEHTUIIAMHUHOMETHII, [UKJIOTIEHTUIIAMUHOATUIT,
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UKJIOT€KCUIIAMUHOATHUII, TAJIOUUKIOIPONMIAMUHOATHII, U aHAJIOTUYHBIE.

[0060] TepmuH «IUKITOATKUIATU(DATHUCCKUAN» UITH «KapOOIUKIMIATA()a TUISCKHI»
OTHOCHUTCS K audaTHIECKON IpyIIIe, 3aMeIIeHHON OTHOM Ui 00Jj1ee MMKIIOATKUITbHBIMU
CpyNIamMy Wik KapOOUUKIMIbHBIMU TPYIIIAMU, TAE KAapOOUMKIUIIbHAS TPYIIA,
UKJIOAIKWIIbHAS TpyMna U anddatudeckas TpyIna onpeaeaeHbl B HacTosIen 3asske. K
HEKOTOPBIM HEOTPAHUYUTEIIbHBIM IIPUMEPAM OTHOCSTCS [UKJIOMPOTUIMETHIL,
UUKJIOTTPOTIMIATUII, UUKJIOTIPOTIAIITPOITII, [UKJIOTIEHTUIIMETHII, HIMKIOT€KCUIIITUIL, U
aHaJIOTUYHBIE.

[0061] TepMHUH «IUKITOATKUIATKOKCH» («KapOOIUKITMIATKOKCH») OTHOCUTCS K aJIKOKCH
rpyIre, TPyIe, 3aMeeHHON OHOM WK 00Jiee IMKITOATKUIIbHBIMU TPYIIIaMy UIIH
KapOOUUKIWIBLHBIMU IPYIIIAMU, [JI€ KAPOOUMKIUIbHAS TPYIINA, UUKIIOAJIKWIbHAS TPy U
QJIKOKCH I'PYIIIA OINPEIEJICHbI B HACTOAIICH 3as1BKe. K HEKOTOPBIM HEOTPAHUYUTEIbHBIM
IpuMepaM OTHOCSITCS LIMKJIOTIPOTTUIMETOKCH, IUKJIOMPONMMIATOKCH, IIMKIIOTIEHTUIIATOKCH,
UKJIOTEKCUIIITOKCH, IUKIIOTEKCUIIMETOKCH, [UKJIOMPOIWIIPOINIOKCH, U AHAJIOTUYHBIE.

[0062] TepMHH «IMKITOATKUIATKMIAMUHO» («KapOOIMKIIMIATIKAIAMUHO») OTHOCUTCS K
AJIKUJIAMUHO TPYMIE, 3aMEIIEHHON OJTHOM MiIu 00Jiee UUKIIOATKWIHBIMU TPYIIIAMU UK
KapOOIMKIMILHBIMU IPYIITIAMU, TJIe KAapOOUMKIUIbHAS TPYIINA, [UKIOAIKWIbHAS TPYIIa U
AJIKWJIAMMHO I'pYyIINa olpe/ie/IeHbl B HACTOsIIeH 3asiBKe. K HEeKOTOPBIM HEOTpaHUUUTEIbHBIM
puMepaM OTHOCSITCS IUKIJIONMPONUIMETUIAMUHO, HUKJIOMPOIUIITUIAMUHO,
MUKJIONEHTWIATUIIAMMHO, IIMKIOTEKCUIIATUIIAMUHO, IUKIIONeKCUIIMETUIIAMHUHO,
UUKJIOTIPOTAIITPONWIAMUHO, U AaHAJIOTUYHBIE.

[0063] TepMHH «T€TEPOLUMKIT», «T€TEPOLUKINII», «T€TePOLUMKIOATN(DATUIESCKUI», UITH
«TETEPOLUKIINYECKUIN», UCITOTIB3YEMBIA B3aMMO3aMEHIEMO B HACTOSAILEN 3asiBKE, OTHOCUTCS
K MOHOIMKJIMYHOM, OUIIUKIIMUHOM, UJIU TPUIIMKIMIHOMN KOJIbLIEBOM CUCTEME, B KOTOPOU OJTHO
uimM 60Jiee 3BeHbEB KOJIbIA IMMPEICTABISIOT COOOM HE3aBUCUMO BBIOPAHHBINM FeTepOaTOM, U
KOTOpasi MOJIHOCTBIO HACKIIIEHA WUJIU COAEPKUT OJIMH WU 00Jiee MOAYJIel HEHACBIIIEHHUS, HO
HE apOMAaTUYECKUX, C EAMHCTBEHHOM TOUKOM KPETUICHUS K OCTaTKYy MOJIeKyJbl. OIMH UK
0oJ1ee KOJIBIEBBIX ATOMOB JONOJHUTEIILHO 3aMEIeHbI HE3aBUCUMO OJHMM WJIN OoJIee
3aMECTUTENICH, MPUBEAEHHBIX B HACTOSIIEH 3asiBKE. B HEKOTOPBIX peanmu3anusix «reTepOLUKI»,
«TeTePOLUKIINII», «[eTePOUUKIIOATU(ATHICCKAS» UITH «T€TCPOIMKINICCKAs» TPYIINa
MPEJICTABIISIET COOOM MOHOLMKII C 3...7 3BEHbSIMU KOJIbLA (T.€. OT 1 10 6 aTOMOB yrjiepoaa u
ot 1 103

rerepoaToMoB, oToOopaHHbIX U3 N, O, P unu S, rae S win P nonoaHuTenbHO 3aMellieH
OJHUM WJIM OoJiee okco AJist co3nanus rpynibl SO uiu SO,, PO umu PSO,, ¢ oroBopkoit, 4To

TaM, /i€ KOJIbIIO COCTOUT U3 3 3BEHbEB, UMEETCS TOJIBKO OJIMH IeTePOaTOM WIIM OUIMKII C
7...10 3BeHbsIMU KOJIbLA (T.€. OT 4 10 9 aTOMOB yrjiepoja u ot 1 10 3 reTepoaToMOB,
oTtobpaHHbIX U3 N, O, P unu S, rae S wiu P nonoIHUTeIbHO 3aMeIleH OJHUM WIIH O0Jiee OKCO
1151 hopmupoBanus rpynnsl SO wim SO,, PO umu PSO,).

[0064] I'eTepONUKIIMIIOM MOKET OBITh YTJIICPOIHBIN paUKaJl MJIM TeTepOaTOMHBIN paaruKall.
«['eTepOouuKInI» TAK)KE BKIIOYAET PAJIMKAIIBI, TAE TETEPOLUMKINYECKUE PATUKAIIBI
CILJIABJICHHBIE C HACHIIIIEHHBIM, YACTUYHO HEHACHIIIIEHHBIM KOJIbLIOM, UJIM TETEPOIUKINUYECKUM
KOIbOM. K HEKOTOPBIM HEOTPAHUUUTEIBLHBIM ITPUMEPAM TETEPOLMKINYECKUX KOJICI]
OTHOCUTCS TUPPOJIUAUMHUI, TETparuapodypaHus, IMruapopypaHus, TETPAruapOoTUIHUII,
TEeTPATHAPOIIUPAHUIT, TUTHIAPOIIMPAHUIT, TETPATHIPOTHOIMPAHIII, TUIIEPUIUHO, MOP(DOIIMHO,
THOMOP(OIIMHO, THOKCAHWIT, TTUTIEPA3UHIIT, TOMOTTUTICPA3UHIII, a3¢THIMHUII, OKCETaHWI,
TUETAHWII, TUIIEPUIUHO, TOMOITUIIEPUIUHYJI, STIOKCUTTPOTINII, A3€TTaHWII, OKCETTaHWI, THETTAHWIT,
4-METOKCU-TIMIIEpUIUH- 1 -1, 1,2,3,6-TeTparuipOnvupyIiH-1-1i1, OKCa3eMUHWIL, TAA3CTTUHUAIL,
TUA3ETTUHUIL, TUPPOIUH- | -UJT, 2-TUPPOJIMHUIL, 3-TIMPPOTIMHUI, MHAOJUHWI, 2H-rmpanni, 4H-
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MUPAHUII, TMOKCAHUII, 1,3-TMOKCAHUI, TUPA30IMHIIL, TUTUAHWIT, TATHOIAHWIT, TUTUIPOTUEHMIT,
MAPA3O0JIUIMHWIIMMUAIA30JIMHWIT, UMUIA30JIMAUHWI, 1,2,3,4-TeTparuipOn30KBUHOJIMHUIL, 1,2,6-
TUaaua3aH-1-1-a1uokco-2-ui, 4-ruapokcu- 1,4-azadpochun-4-oxcua- 1-um, 2-TuapoKCcH-1-
(muniepasuH- 1-un)3TaHoH-4-u, 2-rugpokcu-1-(5,6-quruapo-1,2,4-rpuasun-1(4H)-wn)staHoR-
4-un, 5,6-nurunpo-4H-1,2,4-okcagnasun-4-ui, 2-ruapokcu-1-(5,6-quruaponupuaut-1(2H)-
WJ1)9TaHOH-4-111, 3-a3a0unukio|3.1.0Jrexkcanui, 3-a3adunukino[4.1.0JrenTanui, a3a0UIUKIO
[2.2.2]rekcanwi, 2-meTuin-5,6,7,8-ratperuapo-| 1,2,4]tpuazono[ 1,5-clnupumuna-6-un, 4,5,6,7-
TeTparuapon3okcaso[4,3-clnupuana-5-ui, 3H-unmomu-2-okco-5-azadunukiio[2.2. 1 rentaH-
5-ui, 2-0Kco-5-a3a0uuKII0[2.2.2]oKTaH-5-1j1, KBUHOJIU3UHWI U N-ttupuani kapoamua. K
HEKOTOPBIM HEOTPAHUUYMTEIbHBIM ITPUMEPAM IFETEPOLMUKINUECKOTO KOJIbla OTHOCSTCS 1,1-
JTMOKCO-TUOMOP(OJIMHUI U TETEPOLUKIIMYECKas TPYIINa, TAe 2 aTOMa YIJiepo/ia B KOJIbIIE,
3aMelleHHbIE 0KCO (=0) MOJIeKyJIaMU, TMPUMUAIMHIMOHUI. ['eTeponmkmyeckas rpymnia no
HACTOSIIEN 3asIBKE MOKET OBITH 3aMEILIEHHOMN WK HE3aMEIIEHHOM, I'I€ B KAUECTBE 3aMECTHUTEIS
MOET BBICTYNATh, HE OTPAHUYUBASCH IEPEUUCIIEHHBIM J1ajiee, OKco (=0), TMAPOKCH, AMUHO,
rajo, MaHo, reTepoapuil, aJTIKOKCH, ATKUIAMUHO, AJIKUIT, TAJI0OAIKWII, AJTIKEHWUJT, AJIKUHUI,
FEeTePOLMKIIWIL, TUOJI, HUTPO, APUIIOKCH, TUAPOKCU-3AMELIEHHBINA AJIKOKCHU, TUIPOKCH-
3aMetieHHbIN ankuiI-C(O)-, ankun-C(=0)-, ankui-S(=0)-, ankui-S(=0),-, TUIPOKCH-
3aMeleHHbIN anKuiI-S(=0)-, THIPOKCU-3aMellieHHbIN alkuil-S(=0),-, KapOOKCHUATIKOKCH, U

aHaJIOTUYHBIE.

[0065] TepMuH «T€TEPOUMKIUIECH» OTHOCUTCS K T€TEPOLUUKIMILHON CUCTEME C JIBYMSI
COEJIMHUTEIbHBIMU TOUYKAMHU, COCTMHEHHOM C OCTATKAMHU MOJIEKYJIbI, TI€ TETEPOUUKIUIbHBIN
paavKal onpe/eseH B HACTOSIIEH 3asiBKeE.

[0066] TepMUH «T€TEPOUMKIUIAIKWI» OTHOCUTCS K TETEPOLUUKINYECKU-3AMEIIICHHHOMY
AIIKWIBHOMY paJiuKany. TepMUH «T€TEPOUUKIUIATIKOKCH» OTHOCUTCS K T€TEPOLUKINYECKH-
3aMELIEHHOMY AJIKOKCH PaJIMKajy, [JI€ ATOM KUCIIOPO/Ia BBIIIOJIHSET POJIb COCIUHUTEIBHON
TOUYKH C OCTATKOM MOJIEKYJIbl. TepMUH «Te€TePOUUKIUIATKUIIAMHUHO» OTHOCUTCS K
reTePOIUKIMUECKU-3aMEIIEHHOMY JIKMJIIAMUHO paJiiKay, e aTOM BOJIOPO/ia BBIMOJIHSET
POJIb COEIMHUTENIBHON TOYKHU C OCTATKOM MOJIEKYJIbl. K HEKOTOPBIM HEOT PAHUUUTEIHHBIM
MpUMepaM reTepOoLMKIIAIIA, AJTKUIIA, AIKOKCU U AJIKMJIIAMUHO OTHOCSITCS IIUPPOI-2-UIIMETHUI,
MOPGOIUH-4-UIIITUIT, MOPHOIUH-4-UITITOKCH, TUTIIEPAZUH-4-UIITOKCH, TUTIEPUINH-4-
WISTWIAMMHO, U aHAJIOTUYHBIE.

[0067] TepMuH «TeTepOMKIWIATU(PATUIECKUN» OTHOCUTCS K TeTEPOIUKIMUECKHU-
3aMeIeHHON amu(aTUIECKON TPYIIIe, T/Ie TeTePONUKINICCKUIM paIuKail u amudaTudeckas
rpyImna onpejeiaeHbl B HacTosen 3asiBke. K HEKOTOpPbIM HEOTpaHUUUTEIILHBIM IIPUMEPAM
OTHOCSITCS IUPPOJI-2-WIMETHUIL, IUIIEPUIUH-2-UIIITUIL, TMIIEPAZUH-2-WIIITUIL, ITUIIEPUIUH-2-
WJIMETWJI, U aHAJIOTUYHBIE.

[0068] TepMUH «T€TEPOUMKIUIOKCH» OTHOCUTCS K JIOTIOJTHUTEIBHO 3aMELIEHHOMY
FETePOLMKIIMIIBHOMY PaIMKaJy, ONPEICICHHOMY B HACTOSIIEN 3asiBKE, COETMHEHHOMY C
aTOMOM KHUCJIOPOa, U aTOM KHUCIIOPO/ia CIYKUT COEAUHUTEIILHON TOUKOM C OTCTATKOM
MOJIeKYJIbl. K HEKOTOPBIM HEOTPAHUYUTEIBHBIM ITPUMEPAM OTHOCSATCS] TUPPOJI-2-UITOKCH,
MUPPOJI-3-UITOKCH, MUIIEPUIMH-2-UITOKCH, TUIIEPUIUH-3-UITOKCH, TTUIIePa3UH-2-UITOKCH,
MUNEPUAUH-4-UITOKCH, U AHAJIOTUYHBIE.

[0069] TepMUH «TeTEPOUMKINIAMUHO» OTHOCUTCSI K aMUHO T'PYIIIE, 3aMEIIEHHOW OJTHUM
WJIA IBYMS T€TEPOLUKIIMIIbHBIMU TPYIIIIAMM, TAE€ TETEPOUMKIIMIIbHAS TPYIINA OMPEACICHA B
HacTosIen 3asBKe. K HEKOTOPBIM HEOTPAHUUUTENBHBIM ITPUMEPAM OTHOCSTCSI TUPPOI-2-
WJIAMHHO, TUPPOJI-3-UIIaMUHO, TUIIEPUANH-2-UJIAMUHO, TTUTIEPUIUH-3-UITaAMUHO, TUIIEPUIUH-
4-WIaMUHO, IUIIEPAZUH-2-UIIAMUAHO, TUIIUPPOJI-2-UITAMUHO, U AHAJIOTUYHBIE.

[0070] TepMuH «T€TEPOUMKIUIOKCUATKOKCH» OTHOCUTCS K AJIKOKCH paJIMKaiy,
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3aMEIIEHHOMY OJHOM MM 00JIee TeTEPOIMKIUIOKCH TPYIIIaMHM, TAe aJIKOKCH paauKail u
FEeTEPOLMKIIUIIOKCH TPYIINa ONpeiesieHbl B HacTosIel 3asBke. K HeKoTophIM
HEOTPAHUYHUTEIIbHBIM ITPUMEPAM OTHOCSITCSI TUPPOJI-2-UITOKCUMETOKCH, TUPPOII-3-
WJIOKCUITOKCH, MTUIEPUJIUH-2-UTTOKCUITOKCH, MMUIEPUIUH-3-UITOKCUITOKCH, TUTIEPA3ZUH-2-
WUJITOKCUAITOKCH, TTUITEPUTUH-4-UTTOKCUITOKCH, U aHAJIOTUYHBIE.

[0071] TepMUH «T€TePONUKITMIOKCHATA(ATUUECKHI» OTHOCUTCS K aJIu(haTUUECKUIA TPYIIIIE,
3aMEIIeHHON OHOM WM 00Jiee TeTEPOLMKIIMIOKCH IpyIaMH, e aaudaTuyeckas rpymnma
Y TETEePOLUKIIUIIOKCH IpyIINa onpe/esieHbl B HacTosIen 3asBke. K HEKOTOpbIM
HEOTPAHUYUTEIbHBIM ITPUMEPAM OTHOCSTCS] TUPPOJI-2-UITOKCUMETUIT, MUTIePa3UH-3-UIOKCU
3TWJI, TUTIEPA3KH-2-UTOKCUITHIT, MOP(DOJIUH-2-UTTOKCUMETUT, TUTIEPUANH-2-UITOKCUITUIT, U
aHAJIOTUYHBIE.

[0072] TepMuH «reTepOUUKINIaMUHOATU(GATHIECKUM» OTHOCUTCS K almudaTuieckoin
rpyIIe, 3aMeIeHHON OJHOM WK O0Jiee reTepOIMKIMIIAMUHO TPYITIaMH, e anudaTruaeckas
rpyImIa v reTepoUUKIMIaMUHO TPYIIa ONPe/IeiIeHbI B HACTOsIIIIeH 3asiBke. K HEKOTOpbIM
HEOTPAHUYHUTEIIbHBIM ITPUMEPAM OTHOCSITCS TUPPOJI-2-UITAMUHOMETUII, MUIIEPA3UH-3-
JUAMUHOATUJI, TIUTIEPA3UH-2-TUAMUHOITHII, UTIEPUINH-2-TUAMUHOITUIT, MOPHOTUH-2-
JIMAMUHOMETHII, U aHAJIOTUYHBIE.

[0073] TepMuH «TeTePOUUMKINI(TUAPOKCUAITKOKCH )» OTHOCUTCS K TMIPOKCHATKOKCH
rpyI1re, 3aMeIeHHON OTHOM Uik 00Jiee reTepOLUKIIUII TPYIIIIaMU, TAE TETEPOLMKIINI IPyIIa
Y TUAPOKCUATIKOKCH T'pyIIia ONMpeaeseHbl B HacTosel 3asaBke. K HeKoTopbhiM
HEOTPAaHUYHUTEITLHBIM IIPUMEPAM OTHOCSTCS TUPPOII-2-UITHIPOKCUMETOKCH U MOP(OITMH-4-
WITUAPOKCUMETOKCH.

[0074] TepMuH «reTepoaoM» OTHOCUTCSI K OJTHOMY WJIM O0JIee U3 IEPEUUCIICHHBIX JlaJiee:
KHUCIIOPOJ, cepa, a30T, hochop, UK KpeMHUi, BKITI0Yas JIFOOYI0 OKUCIIEHHYIO (hOpMy a30Ta,
cepsl, uin ochopa; KBaTepHU3UPOBAHHYIO (POPMY JTFOOOTO OCHOBHOTO a30Ta; WK
3aMEMIAEMBIN A30T FeTEPOLMKINUECKOTO KOIbla, HanpumMep, N (kak B 3,4-quruapo-2H-
mmupposni), NH (kak B mupposmmauHuil) Wi NR (kak B N-3aMEIIEHHOM NUPPOJIUIUHUIIE).

[0075] Tepmun «ranoren» otrHocutcs K F, Cl, Br unum L.

[0076] TepMUH «HEHACBIIIIEHHBIN» OTHOCUTCS K MOJIEKYJIE C OJTHUM WM O0Jiee 3JIeMEeHTaMU
HEHACBIIIICHUSI.

[0077] TepMHH «aJIKOKCH» OTHOCUTCS K QJIKWIIBHOM IPYIIIE, ONPEIETIEHHON paHee,
MPUKPEIJIEHHONW K OCHOBHOM YTIJIEPOJHOM LEMOYKE MOCPEATCBOM aToOMa KUCI0poaa
(«anKokcu»). K HeKOTOpBhIM HEOTPAHUUYUTEBLHBIM TPUMEPAM OTHOCSITCSI METOKCH, 3TOKCH,
MPOTIOKCH, OYTOKCH, M aHaJiornuHble. M aikokcu, onpeieseHre KOTOpOTo IMPUBEICHO BhIIIIE,
MOJKET OBITh 3aMEIICHHBIM MJIM He3aMEIIEHHBIM, I'JIe B KAYECTBE 3aMECTUTEIISI MOXKET
BBICTYNATh, HE OTPAHUUYMBASICH IEPEUUCIICHHBIM Jajiee, TUIPOKCH, aMUHO, TaJl0, MAaHO,
AJIKOKCH, aJIKWJI, aJIKEHWUJI, JIKMHUJI, TUOJI, HUTPO, U aHAJIOTUYHBIE.

[0078] TepMUH «TUIPOKCU-3aAMEIIEHHBIN ATKOKCH» WU «TUAPOKCUATIKOKCH» OTHOCUTCS
K aJIKOKCH T'PYIINe, 3aMeIeHHON OHOM WIIK 00Jiee TUAPOKCH IPYIIaMu, T/Ie OIpeIesieHue
AJIKOKCH TPYIIIIbI TPUBEIEHO Bblile. K HEKOTOPBIM HEOT PAHUUYUTEILHBIM IPUMEPAM OTHOCSITCS
TUAPOKCUMETOKCH, 2-TUIPOKCUITOKCH, 2-TUIPOKCUITPOIIOKCH, 2-TUIPOKCUM3OTIPOTIOKCH, U
aHAJIOTUYHBIE.

[0079] TepMHH «aMHUHOATKOKCH» OTHOCUTCS K aJIKOKCH TPYIIIE, 3aMEIEHHON OHON WUJTH
0oJ1ee aMUHO TPYIIITAMU, T/Ie OTIpeieSIieHHe aJIKOKCH TPYIIITBI MPpUBEACHO BhllIe. K HeKOTOphIM
HEOTPAHUYUTEIbHBIM ITPUMEpPaM OTHOCATCS aMUHOMETOKCH, 2-aMUHOITOKCH, 2-
AMUHOTIIPOTIOKCH, 2-aMUHOU3O0IIPOIIOKCH, U AaHAJIOTUYHBIE.

[0080] TepMuH «rUIAPOKCU-3AMEIIEHHBI AMUHOAJIKOKCH» OTHOCUTCS K aMUHOAJIKOKCH
rpyIIre, 3aMeeHHON OTHOM Uik 60J1ee TMIPOKCH T'PYIIIaMHU, T/e ONpeIeIeHe aMUHOATKOKCH
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CpyIbI TpUBeAeHO BhllIe. K HEKOTOPHIM HEOTPAHUUYUTEIILHBIM IIPUMEPAM OTHOCSITCS
TUAPOKCUAMUHOMETOKCH, 2-TUIPOKCU-2-aMUHOITOKCH, U AHAJIOTUYHBIE.

[0081] TepMuH «a3ua0ATKOKCH» OTHOCUTCA K aJIKOKCH T'pyIIie, 3aMEIIEHHON OJTHOM WU
0oJ1ee a3u0 rpyninamu, rie onpeaesieHle aIKOKCU TPYIIIbl MPUBEAEHO BhIlIe. K HEKOTOpbIM
HEOTPAHUYUTEIBHBIM ITPUMEPaM OTHOCSATCS 2-a3UuJ03TOKCH, 3-a3UTI0TTPOITIOKCH, 2-
a3UJIOTPONOKCH, M aHAJIOTUYHBIE.

[0082] TepMUH «aJIKOKCUATIKOKCH» OTHOCUTCS K aJIKOKCH T'PYIIIE, 3aMEMIEHHON OJTHON
uim 60oJiee aIKOKCH TpYyMIIaMHu, IJie OINpe/eieHUe aIKOKCH IPYIIBI MpUBeAeHO Bhlie. K
HEKOTOPBIM HEOTPAHUUUTEIILHBIM ITPUMEPAM OTHOCSATCSI METOKCUMETOKCH, METOKCUITOKCH,
3TOKCUMETOKCH, 3TOKCUITOKCH, 3TOKCUITPOTIOKCH, U AHAJIOTUYHBIE.

[0083] TepmuH «anKoKcUanupaTUIECKHI» OTHOCUTCS K auhaTUUECKOM TpyIIre,
3aMEIIeHHON OHOM WIIK OoJiee aJIKOKCH TpYIIaMHu, rae aaudaTudeckas rpyIma U aTkoKCcU
rpyIina onpejeaeHbl B HACTOSIIEN 3asiBKeE.

K HEeKOTOpBIM HEOTPAHUUUTENIHHBIM TPUMEPAM OTHOCATCS METOKCUMETHIT, S TOKCUMETHII,
3TOKCHUATHUJI, STOKCUPTOPEIUII, U AaHAJIOTUYHBIE.

[0084] TepMuH «aIKWITAMHUHOAIM(ATUYECKHIT» OTHOCUTCS K aln(aTUUecKom rpyrre,
3aMeIIeHHON OHOM WM 0oJiee aJIKWJIaMUHO TpyMHIlaMu, re aaudaTuieckuil rpymmna u
AJIKWJIAMMHO I'pYyIINa olpe/ie/IeHbl B HACTOsIIeH 3asiBKe. K HEeKOTOPBIM HEOTpaHUUUTEIbHBIM
MpUMepaM OTHOCSTCS UMETUIAMUHOITUIT, METUIIAMUHOITUIT, AMITUIIAMUHOMETUI,
JIMATUIIAMHUHOATUII, U aHAJIOTUYHBIE.

[0085] TepmuH «aTKHUITHOATU(DATHIECKHI» OTHOCUTCS K all(haTUIECKOM IpyTIIe,
3aMEILeHHOM OTHOM Ui 00J1ee aJIKUIITHO T'PYIIaMHU, IAe aarudaTHIeCKU IPyIa U aIKUITHO
rpyImIa onpeaesieHbl B HacTosIIeN 3asaBKke. K HEKOTOPBIM HEOTpaHUUYUTEIbHBIM ITpUMEpPaM
OTHOCSITCSI METHJITUOATHUII, METUIITUOTIPOTIWIT, STUITUOITUIT, METUJITUOPTOPENUIL, U
aHaJIOTUYHBIE.

[0086] TepMHH «TaTOATKHUIT» , «TAIOATKEHWT» UITH «TAJIOAJTKOKCH» OTHOCHUTCS K aJTKUITbHOMN
rpyIIe, aJKeHUIBHOM IPYIIe WK aJKOKCH IPYIIe, 3aMEeIleHHON OTHOM Uik 0oJjiee
raJlIoreHHbIMU aTOMaMHU. K HEKOTOPBIM HEOTPAHUUUTEIIbHBIM TPUMEPAM OTHOCSITCSA
TPUPTOPMETHII, 2-XTOP-ITEHU, TPUHTOPMETOKCH, U aHAJIOTUUHBIE.

[0087] TepMuH «aMUHO-3aMEIIEHHBIN TAJI0AIKOKCH» OTHOCUTCS K TaJIOAJIKOKCH TPYIIIIE,
3aMelleHHOM OTHOM Wi 00JIee aMUHO TPYIIIIAMHU, TJIe ONPeAesIeHHE FaT0AIKOKCH ITPUBOAUTCS
B HacTosleH 3asBke. K HEeKOTOPbIM HEOTPAaHUYMUTEIbHBIM TPUMEPAM OTHOCSTCS 3-aMUHO-
2-XJIOPIPONOKCH, U AaHATIOTUYHBIE.

[0088] TepMUH «aTKMIIAMUHOAITKOKCH» OTHOCUTCS K aJIKOKCH T'pyIIIie, 3aMEIIEHHOM OTHOM
WM 00J1e€ aJIKUIIAMUHO TPYIIIAMU, T/I€ aJIKOKCHU I'PYIA U AJTKWIAMUHO I'PYMIa ONPEAEICHBI
B HacTosiel 3asBke. K HeKOTOpBhIM HEOTrpaHUYUTEIBLHBIM ITPUMEPAM OTHOCSITCS 3-
METUJIAMUHO-2-TIPOITOKCH, U aHAJIOTUYHBIE.

[0089] TepMuH «aJIKAUTAMUHOTAJIOATTKOKCH» OTHOCHUTCS K a TaJI0AJIKOKCH TPYIIIE,
3aMEIIeHHON OHOM WK 0oJiee aJIKUJIaMUHO T'PYyMIIaMHu, e TaJIoaIKOKCH IpyIIIa U
AJIKUJIAMUHO TpYIIa ONPEAE/IeHbI B HACTOSIIIIEH 3asiBKe. K HEKOTOpPBhIM HEOTrPAHUUUTETbHBIM
MpUMepaM OTHOCSITCS 3-METUIIAMUHO-2-XJIOPIIPOIIOKCH, U aHAJIOTUYHBIE.

[0090] TepMuH «TMAPOKCU-3aMEIICHHBIN raJ0aJIKOKCH» OTHOCUTCS K a TaJI0AJIKOKCH
rpyImie, 3aMelIeHHbIN OJTHOM UK 00JIee TUIPOKCH IPYIIIAMMU, TJIe ONPe/IeJICHUE TaT0AIKOKCH
MIPUBOJIUTCS B HACTOSIIIEH 3asIBKE.

K HEKOTOPBIM HEOT pAHUUUTETLHBIM ITPUMEPAM OTHOCSITCS 3-TUIPOKCH-2-PTOPIPOITOKCH,
TUAPOKCUMETHUII TPU(PTOPMETOKCH, U aHAJIOTUUHBIE.

[0091] TepMuH «apuil» UCIIOJIB3YETCS CAMOCTOATEIIBHO UJIM KAK YaCTh COCTABHOT'O
OIPEICTICHEHMS], TAKOTO KAK «aPAJIKUIT», «aPUIATIKOKCU» WIH «aPUIOKCHATIKWII» U OTHOCUTCS
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K MOHOLIMKIIMYHBIM, OUIUKIIMYHBIM U U TPULIUKINYHBIM YTIIEPOAHBIM KOJIbLEBBIM CUCTEMAM,
COJICP>KAIIMM B LIEJIOM OT IIIeCTH JIO YETHIPHA/IIATH 3BEHbEB KOJIBIA, T/Ie KAK MUHUMYM OTHO
KOJIBIIO CUCTEMBI SIBJISIETCS apOMAaTHUUYECKHM, TJI€ KaXK10€ KOJIBI[O CUCTEMBI COJIEPKUT OT 3 J10
7 3BEHBEB U KPETUTCS K OCTATKY MOJIEKYJIbI B €IMHCTBEHHOM TOUYKe. TepMUH «apuil» MOXKET
UCIIOJTb30BAThCS B3AUMO3aMEHSIEMO C TEPMHUHOM «apUIIOBOE KOJIbIIO». K HEKOTOPBIM
HEOTpaHUYUTEILHBIM IIPUMEPaM apUIIOBBIX KOJIE OTHOCITCS (DeHMIT, HadTUII, M aHTPaICH.
W apwit, onipeierieHHbIN B HACTOSIIEH 3asiBKE, MOYKET OBITh 3aMEIIIEHHBIM WITH He3aMEIICHHBIM,
IJIe 3aMECTUTEJIEM MOJKE SIBIISIThCS, HE OIPaHUUYMBASICh TICPEUMCIICHHBIM J1aJiee, THAPOKCH,
aMHHO, TaJIOTeH, IMaHO, APUII, TETEPOAPHII, AIKOKCH, AJTKWJIAMUHO, aJTKWJI, TAJIOAJTKHII,
AJIKCHUJI, AJIKWUHUIT, TETEPOLMKIIUII, THOJI, HUTPO, APUIIOKCH, THIIPOKCH-3aMEIIEHHBIN aJTKOKCH,
rugpokcu-3amenieHHbin ankui-C(=0)-, ankui-C(=0)-, ankui-S(=0)-, ankui-S(=0),-,

TUAPOKCHU-3aMEIIEHHBINA AIKWI-S(=0)-, TMAPOKCHU-3aMEIIEHHBIN AITKWI-S(=0),-,

KapOOKCHUATIKOKCH, U aHAJIOTUYHBIE.

[0092] Tepmun «pTOpheHIT» NN «PTOP-3aMEeIICHHBIN (PEHNUT» OTHOCUTCS K (PEHUITHHOM
rpyIire, 3aMeeHHON OJTHUM WM 0oJiee aToMoM (pTopa.

[0093] TepMHH «apuiIeH» OTHOCUTCS K ApUIIBHON CUCTEME C ABYMSI COEIMHUTEIIbHBIMU
TOUYKAMH, COEIMHEHHOMN C OCTATKAMHU MOJIEKYJIbI, [I€ APUJIbHBIN paguKail ONPEIEIIEH B
HACTOSIILEN 3asBKE.

[0094] TepmuH «apunanidaTUIECKUil» OTHOCUTCS K aTu(aTUUECKOM IpyIiIe, 3aMelleHHOM
OJIHOW Uin O0Jiee apuiIbHOM rpyIilie, rae anudaTudyeckas IpyIa v apuibHas Tpynmna
OIIpe/IeIeHbl B HACTOSIIIEN 3as1BKe. K HEKOTOPBIM HEOTPAHUUMTEIIBHBIM ITPUMEPAM OTHOCSITCS
beHmTUI, GeHUIMETUI, (TT-TOJUIT)ITUI, CTUPWIT, U AHAJIOTUYHBIE.

[0095] TepMuH «apWIOKCH» OTHOCUTCS K JOIOJHUTEIIBHO 3aMEIICHHBIM aPpUIbHBIM
paavkanam, ONpeAeICHHBIM B HACTOSIIEH 3asiBKE, IPUKPEINIEHHBIM K aTOMY KMCIIOPOAA, T
ATOM KHUCIJIOPOJA CILY>KUT COEAUHUTEIIbHON TOYKOW C OCTATKOM MOJIEKYJIbL. [/1e apuibHbIA
paavKai onpesesieH B HacTosIIel 3asBke. K HEKOTOpbIM HEOTPAHUUUTEIbHBIM ITPUMEPAM
OTHOCATCS (PEHUTTOKCH, METUII(EHUITOKCH, STUI(EHUITIOKCH, U aHAJIOTUYHBIE.

[0096] TepMHH «aprUIaMHHO» OTHOCUTCSI K AMUHO T'PYIIIIE, 3aMEIIEHHON OTHOM WU IBYMSI
ApWIbHBIMU FPYIIIAMHU, TJI€ apUIIbHAS TPYIIIA ONPEAEIIEHA B HACTOSIIEN 3asiBKE.

K HekOoTOpBIM HEOT paHUUUTETLHBIM ITPUMEPAM OTHOCSTCS PeHUITIaMUHO, (pP-hTOopheHIIT)
AMHUHO, IUPEHUITAMUHO, TUTOJIUIAMUHO, (IU-TT-TOUIUII)aMUHO, U aHAJIOTUYHBIE.

[0097] TepMuH «apUITOKCUATIKOKCH» OTHOCUTCS K aJIKOKCH I'PYIINE, 3aMEIeHHOMU OTHOM
WM 00Jiee apUIIOKCH TPYIIION, I/ie AJIKOKCH IPYyMNIa U ApUIOKCH I'PYyIIa ONPE/IEICHbI B
HacTosIel 3asBke. B kauecTBe mprUMepoB MOXKHO MPUBECTH (PEHUTTOKCUMETOKCH,
(EeHUITOKCUITOKCH, (DEHUITOKCUITPOTIOKCH, U AHAJIOTUYHBIE.

[0098] TepMuH «TeTEPOAPUTOKCUATIKOKCH» OTHOCUTCS K aJIKOKCH T'pyIIIIe, 3aMEIIEHHON
OJIHOM UJIM O0JIee TeTEePOAPUIIOKCH I'PYIIIaMHU, T71€ aJIKOKCH T'PYIIIa U FeTepOapUIOKCH IPyIIa
OIIpe/IeIeHbl B HACTOSIIIEl 3asBKe. K HEKOTOPBIM HEOTPAHUUMTEIBHBIM ITPUMEPAM OTHOCSITCS
MMUPUTUITOKCUMETOKCH, TUPUMUIUHUIIOKCUITOKCH, TPUA30JIOKCUITPOIIOKCH, M AaHAJIOTUYHBIE.

[0099] TepmuH «apunokcuaiudaTUUICCKH» OTHOCUTCS K aaudaTUUECKUl TPyIIIe,
3aMeNIeHHOM O/THOM Wi 00JIee apUIIOKCH TPYIIIAMU, T/Ie APUIIOKCH IpyTIa U anvdaTruieckas
rpymnna onpeaeseHbl B HacTosIen 3asBKke. K HEKOTOpbIM HEOTpaHUUUTEIBHBIM ITIPUMEPAM
OTHOCATCS (PEHUTTOKCUMETUIT, (PEHUITOKCUITUIT, (PEHUITOKCUITPOITUIL, U aHAJIOTUYHBIE.

[00100] TepmuH «reTepoapunokcuaaIudaTUIECKUl» OTHOCUTCS K aTU(paTUIECKUI TPYIITIE,
KOTOpasi MOKET ObITh 3aMeIlleHa OJTHOM WM 00Jiee reTepoapuiIioKCy IPYIIaMu, IIe
reTepoapuIOKCH TPyIIa U anvdaTuieckas rpyrnmna onpeaeleHbl B HacTosen 3asBke. K
HEKOTOPBIM HEOTPAHUUUTEIIFHBIM IIPUMEPAM OTHOCSTCS (PypaHUITOKCUMETHIT,
MMAPUMHIMHUIIOKCUITHI, U AHAJIOTUYHBIE.
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[00101] TepmuH «apuaaMuHOATM(PATUISCKUN» OTHOCUTCSA K aaudaTUIECKUI TPyIIIIe,
3aMELIEHHOMN OJTHOM WM 00Jiee apuilaMUHO I'PYIIIaMU, I/1€ apUIIAMUHO T'pyIIa U
anmudaTrdeckas rpyIina onpee/ieHbl B HacTosel 3asBke. K HeKOTOpbIM HEOTpaHUUMTETHHBIM
pyUMepaM OTHOCSTCS (DeHUITAMUHOMETHT, (PeHUITAMUHOITHII, TOJTUIAMUHOITHUI,
(heHuIaMUHOTPOTINII, (PEHUTAMUHOAIIUIT, U AHAJIOTUYHBIE.

[00102] TepMuH «apua(TUAPOKCUATKOKCH)» OTHOCUTCS K TUAPOKCUATIKOKCH T'PYIIIIE,
3aMEIIEHHON OHOM WK 0oJiee apuJIbHBIMU FPYIIIAMHU, TJIe apUiIbHAS TpyIMIa U
TUIPOKCUATIKOKCH IpyIlNa onpe/eiieHbl B HacTosen 3asBke. K HEKOTOpbIM
HEOTPAHUYUTEITLHBIM ITPUMEPAM OTHOCITCS (DEHUITUIPOKCUMETUI, (PCHUIITUAPOKCUITHIL,
(I-TOJIWJT)TUIPOKCUITHUII, U AHATIOTUUYHBIE.

[00103] TepMHH «apUIIATIKOKCH» OTHOCUTCS K AJIKOKCHU T'PYIIIIE, 3AMELIEHHOBIN OTHOW WU
0oJ1ee apyUIbHBIMU T'PYIMIIAMHU, TJIe apUibHAS TPYINA U aJIKOKCH TPYIINa ONpe/esieHbl B
Hacrosel 3asBKe. K HeKOTOPBIM HEOTPAaHUYUTEILHBIM ITPUMEPaM OTHOCITCS (PeHUIIMETOKCH,
(heHUITITOKCH, (TI-TOTMIT)METOKCH, (DEHUITITPOTIOKCH, M aHAJIOTHYHBIC. A PUIT, OTIpeAeIICHHBIN
B HACTOSIIIIEH 3asiBKe, MOXKET ObITh 3aMEIIIEHHBIM WJIM He3aMEIICHHBIM, IPUUEM B KaUeCTBE
3aMECTUTEIISI MOXKET BBICTYATh, HE OTPAHUUMBASIC IEPEUUCIICHHBIM JaJiee, TUAPOKCH, aMUHO,
rajioreH, UaHo, apuil, FeTepoapuil, ATKOKCH, aJIKUIIAMUHO, aJIKWII, TAJIOATIKWIT, aTKEHUIT,
AJIKUHWI, TETEPOLUKIIWIL, TUOJI, HUTPO, APUIOKCH, TUIPOKCHU-3aMEIICHHbBIN AJIKOKCH, THIPOKCHU-
3aMenieHHbIN ankuiI-C(=0)-, ankun-C(=0)-, ankui-S(=0)-, ankun-S(=0),-, THApOKCHU-
3aMeleHHbIN anKuiI-S(=0)-, THIPOKCU-3aMelleHHbIN alkuiI-S(=0),-, KapOOKCHUATIKOKCH, U

AHAJIOTUYHBIE.

[00104] TepMUH «apUIATKUIAMUHO» OTHOCUTCS K aJIKUJIAMUHO TPYIINE, 3aMEeIIeHHOM
OJHOV WK 0oJiee apUIbHBIMU IPYIIIaMU, T/I€ apWIbHAS CPYIIA U ATKUJIAMUHO TpyIIa
OITPEEIIEHBI B HACTOSIIIEN 3asiBKE. K HEKOTOPBIM HEOTPaHUUUTEIIBHBIM ITPUMEPAM OTHOCATCS
(heHUIMETUITAMUHO, (PEHUIITUIIAMUHO, (DEHUIITTPOITUIAMUHO, (TT-TOJIMI)METUIIAMUHO, U
AHAJIOTUYHBIE.

[00105] TepmuH «reTepoapuil», UCIIOJIb3YEMBbIH CAMOCTOSITEILHO UK KaK 4aCTh COCTABHOT'O
OMPEAEIIEHUS, TAKOTO KaK «T€TEPOATATKWI» UJTH «T€TEPOAPUITATKOKCH» OTHOCUTCS K
MOHOUMKIIMYHBIM, OUIMKIUYHBIM U TPUIMKIMUHBIM YTIIEPOIHBIM KOJIbLIEBBIM CUCTEMAM,
COJICpKAILKMM B LEJIOM OT LIECTHU JO YETHIPHAILATH 3BEHBEB KOJIbLA, T€ KAK MUHUMYM OJTHO
KOJIBIIO CUCTEMBI ABJISIETCA ApOMATUUECKUM, KAK MUHUMYM OJTHO KOJIBI[O CUCTEMBI COJIEPKUT
OJIVH WJIM 00Jiee reTepoaTOMOB, TJI€ KaXKI0€ KOO CUCTEMBI COJIEPKUT OT 3 10 7 3BEHbEB
Y KPEIUTCSI K OCTATKY MOJIEKYJIbI B €AMHCTBEHHOM TOUKE. TE€PMUH «T€TePOAPUIT» MOKET
HCIIO0JIb30BATHCS B3AUMO3aAMEHSIEMO C TEPMUHOM «T€TEPOAPUIIBHOE KOJIBIIO» UJIA C TEPMHUHOM
«retepoapomMatuueckuii». M rerepoapuli, onpenesieHHbIN B HACTOSIIEH 3asiBKE, MOKET OBbITh
3aMEIIEHHBIM WJIM HE3AMELIEHHBIM, [IPUYEM B KAUECTBE 3aMECTUTENSI MOKET BBICTYIIATh, HE
OrPAHUYMBASICH [IEPEUMCIIEHHBIM J1aJIee, TMAPOKCHU, AMUHO, TAJIOTEH, IMAHO, APWJI, TETEpOapul,
AIIKOKCH, AJTKWJIIAMUHO, AJIKWIT, TAJIOAJTKWIT, AJIKCHUI, AJIKUHWI, TETEPOLUKIIUAII, TUOJI, HUTPO,
APWIIOKCH, TUIPOKCHU-3aMEIIIEHHBIN aJIKOKCH, TUIPOKCHU-3aMellleHHbIN alkuiI-C(=0)-, ankui-
C(=0), ankun-S(=0)-, ankui-S(=0),-, TMAPOKCU-3aMeIeHHbIN alTKUI-S(=0)-, TMIPOKCU-

3aMeleHHbIN aakui-S(=0),-, KapOOKCUATKOKCH, U AHAJIOTUUHBIE.

[00106] B xauecTBe HEKOTOPBIX HEOTPAHUYMTEIBHBIX IPUMEPOB MOAXOASAIINX
FETEPOAPUIBHBIX KOJIEL MOKHO MIPUBECTH CIIEIYIOIINE MOHOLMKIIBIL:

2-bypanu, 3-pypanuit, N-UMUIA30IUIT, 2-UMUIA30IAI, 4-UMUTIA30JIUIT, S-UMUTA30JTUI,
3-U30KCa30JIul, 4-U30KCA30JIUI, S-U30KCA30JIUII, 2-OKCA30JIUI, 4-OKCA30JIUJI, 5S-OKCA30JIUIL,
4-MEeTWIN30KCa301-5-Uil, N-IIUPPOIIUIL, 2-TTUPPOJIUIL, 3-TIUPPOIIUTL, 2-TUPUANI, 3-IIUPUAUIL, 4-
MAPUIAIL, 2-TTIMPUMUAIUHII, 4-TTUPUMUAUHWIL, S-TIMPUMUAUHWIL, IMPAdA3uHII (HAIIpUMeED, 3-
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MUpaIa3uHUI), 2-TUA30JIAIT, 4-THA30JIUIL, S-TUA30JIWII, TETPA30JIUII (HAITPUMED, S-TETPAZ0JINIL),
TPUA30JIMII (HaIIpUMeEp, 2-TPUA30JIUII U 5-TPUA30JINI), 2-TUEHWIT, 3-TUEHWII, TUPAZOJIUIT
(HarpuMmep, 2-nupa30JInil), U30TUA30ul, 1,2,3-okcaanazonu, 1,2,5-okcaguazonui, 1,2,4-
okcaauazonui, 1,2,3-tpuazonuin, 1,2,3-tnaauaszonuin, 1,3,4-tnaguazonuin, 1,2,5-tnaanas3onu,
1,3,4-Tnaaua3on-2-uji, Tupa3uHui, 2-nmupasuiui, 1,3,5-Tpua3unui, 6eH3o[1]Tua3omn-2-um,
uMua30[ 1,5-a]mupuaun U Clieayromnye OUIMKIIbI, BKITIoUas: OeH3UMMUAa30JI11, OeH30(ypu,
o0eH3zoTrodheHns1, 0eH30THAZOIUIT, UHIOIWIT (HAITpUMeEp, 2-UHOJIHIT), ITy PUHHIT, KBUHOJIMHUII
(Harpumep, 2-KBUHOJIMHUIL, 3-KBUHOJIMHWII, 4-KBUHOJIMHWIT), UJIM U30KBUHOJIMHWII (HATIpUMED,
1-U30KBUHOIMHUI, 3-U30KBUHOIUHUII, WIX 4-U30KBUHOJIMHUI).

[00107] TepMUH «reTepoapUIEH» OTHOCUTCS K T€TEPOAPUTIBHOM CUCTEME C IBYMSI
COEJIMHUTEIbHBIMU TOYKAMH, COEAMHEHHOW C OCTATKAMM MOJIEKYJIbI, TI€ T€TEPOAPUIIbHBIN
paavKall ONpeIesIeH B HACTOSIIEN 3asIBKE.

[00108] TepMuUH «reTepOaAPUIIOKCH» OTHOCUTCS K JIOTTOJTHUTEIILHO 3aMEIICHHBIM apUIbHBIM
paauKaiam, ONpeIeJICHHbIM B HACTOSIIEN 3asIBKE, TPUKPETJIEHHBIM K ATOMY KUCIOpO/1a, Te
aTOM KUCJIOPOJIA CIIY)KUT COCAMHUTENIbHOM TOYKON C OCTATKOM MOJIEKYJIbl. K HEKOTOpBhIM
HEOT'PAHUYUTEIIbHBIM IIPUMEPAM OTHOCSITCS ITPUJI-2-UITOKCH, TUA30JI-2-UITOKCH, UMUIA30J1-2-
WJIOKCH, TUPUMUINH-2-UJIOKCH, U AaHAJIOTUYHBIE.

[00109] TepmuH «reTepoapunokcuaaIudaTUIECKUl» OTHOCUTCS K aTU(paTUIECKUI TPYIITIE,
3aMeIEHHOMN OJTHOM WK 00JIee reTepoapuiIoKCy TPYIIIIaMu, TJe aaudaTrudecKas TpyIia v
reTepoapuIOKCH T'pyIiia onpeaeseHbl B HacTosel 3asaBke. K HeKoTopbhIM
HEOTPAHUYUTEIIbHBIM IIPUMEPAM OTHOCSTCS TUPHUI-2-UITOKCUITUII, TUA30JI-2-UIIOKCUMETHIL,
MMM1a30J1-2-UJTOKCUITHIT, TUPUMUINH-2-UITOKCUITPOIIWIL, U aHAJIOTUYHbIE. TepMUH
«CyIb(OHUIT», UCTIONIb3yEMBbIl UJIU CAMOCTOSITEIIHHO, UJTH B CBSI3U C IPYTUMH TEPMUHAMU,
TaKUMH, KaK aJIKWICYIb(MOHMIT, OTHOCUTCS K COOTBETCTBEHHO JIMBAJICHTHBIM paJIuKajiaM
-SO,-. TepMUH «JIKUICYIb(OOHUIT», OTHOCUTCS K CYJIH(OHUI PagUKaITY, 3aMEIIEHHOMY

AJKWIBHBIM paJMKajIoM, ¢ oOpazoBaHueM ankuicyiabhonuna (-SO,CHj3).

[00110] TepmuH «CyibpaMuil», «aMUHOCYIb(POTTUI» UK «CyJTb(OHAMUINAIT» OTHOCUTCS
K a CylTb()OHUI pauKaIy, 3aMEIICHHOMY aMUHHBIM PaJUKaIoM, ¢ 00pa3oBaHUEM
cynbponamuaa (-SO,NH,).

[00111] TepMuH «kapOOKCHU» UITH «KaPOOKCHUII», UCTIONIB3YEMBbIH CAMOCTOSITEILHO UJTH KaK
YaCTh COCTABHOT'O OIPEJIENIEHUS], TAKOT'O KaK "KapOokcuankui', oTHocuTces K -CSO,H. Tepmun

«KapOOHWIT», UCIIOJIB3YEMBIHI UJIM CAMOCTOSITEIIBHO, WU B CBSI3U C APYTMMHU TEPMUHAMH,
TaKUMHU, KaK «aMUHOKapOOHWIT» UJTU «KapOOHUIIOKCHU», OTHOCUTCA K -(C=0)-.

[00112] TepmuH «kapOOKCHUATKOKCH» OTHOCHUTCS K aJIKOKCH T'PYIINE, 3aMEIICHHBIN OqHOM
WM 0osiee KapOOKCH IpylIiaMu, I/i€ aJIKOKCH CpyIa U KapOOKCH IpyIIia ONpeIeeHbl B
HacTos1Ien 3asiBKe. K HEKOTOpbIM HEOTPAHUUUTENIBHBIM IIPUMEPAM OTHOCSTCS
KapOOKCUMETOKCH, KAPOOKCUITOKCH, U aHATIOTUYHBIE.

[00113] TepMuH «aTKUITKAPpOOHUI» OTHOCUTCS K JOTIOJHUTEIIHFHO 3aMEIIEHHOMY aJIKWY,
CBSI3aHHOMY C KApOOHUIIbHBIM PAJIUKAIIOM, M KAPOOHUIIBHBIN PAJUKAI COEIMHEH C OCTATKOM
MOJIEKYJIbI, IPUYEM OTIpENEIEHUE aJIKWIa TpUBeAeHO BhIlIe. K HeKoToOphiM
HEOTPAHUYUTEILHBIM ITPUMEPAM OTHOCSITCSI METUIIKaPOOHMIT, STUIIKAPOOHWI, U AHAJIOTUUHBIE.

[00114] TepMuH «rUAPOKCUATIKUIKAPOOHUIT» OTHOCUTCS K THIPOKCH-3aMELIEHHOMY
AJIKUITY, CBSI3AHHOMY C KApOOHUJIBHBIM PAJAUKAIIOM, U KAPOOHWIBHBIN paguKall COEUHEH C
OCTAaTKOM MOJIEKYJIbI, IPUYEM OIPEACIICHUE AIKWJIA NTpYBeAeHO Bblle. K HEKOTOphIM
HEOTPAaHUYUTEIBHBIM ITPUMEPaM OTHOCSATCS TUIPOKCUMETUIIKApOOHUI, 1,2-
JUTUAPOKCUITUIKAPOOHNUI, U aHAJIOTUYHBIE.

[00115] TepMUH «apaJIKWIT» UK «aPUTAJIKUIT» OTHOCUTCS K apUJI-3aMEIIIEHHBIM AJIKUITBHBIM
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paavkanaM. B HEKOTOPBIX peaau3anusx apajJKUuiIbHbIC paauKaIbl IPEACTABISIOT COOOM
«HWXHUE APATKWIBHBIE» PAJIUKAIIBI C APUIBHBIMU PAJIMKATIAMU, CBI3AHHBIMU C AJIKUJIbHBIMU
paayKaliaMu, UMEIOIMMU OT OJHOTO 0 IIECTH aTOMOB yrjiepoja. B Ipyrux peanuzanusx
apaJIKUIbHBIC PAAUKAIIBI TPEJICTABIISIOT COOOM «(heHUIATTKUIICHWT», CBSI3aHHBIN C aJTKWITHHBIMU
YACTSIMH, UMEIOIIIUM OT OJTHOTO JIO0 TPEX ATOMOB yriiepoaa. K HeKoTopbiM
HEOTrpaHUYUTEIbHBIM IIpUMepPaM TaKUX PaJUKATIOB OTHOCUTCS OCH3MI, TU(PEHUIMETHI U
(GeHWITHII. APWIT B YITOMSIHYTOM apajiKKIIe MOYKET OBITh JOTIOJTHUTEIIFHO 3aMEIIeH Tajlo,
AJIKUJIOM, aJIKOKCH, FaJI0aJIKUIIOM UIIU TaJI0ATIKOKCH.

[00116] TepMUH «aJTKWUITHO» OTHOCUTCS K paJMKaIaM, COAEPKAIIMM JIMHEHHBIN WU
Pa3BETBIICHHBIN AJTKWIBHBIN paJMKajl, UMEIOIIUM OT OJTHOT'O JI0 JIECITH aTOMOB yIJjepo/a,
CBSI3aHHBIX C JUBAJIEHTHBIM ATOMOM CEpBL. B Ipyrux peanusauusix, aJKuiITHO PaIUKAIIbI
MPEJICTABIISIOT COOOM HIKHUE AJTKUIITHO PAIUKAIIBI, [JI€ UMEIOTCS OT OJTHOTO J10 TPEX aTOMOB
yriepoaa. K HeKOTOpbIM HEOTpAaHUUUTENIBHBIM IIPUMEPAM «AJIKUITUO» OTHOCUTCSI METUIITHO
(CH3S-).

[00117] TepMUH «TaTOATKUITHO» OTHOCUTCS K PaJIMKAJIaM, COJICPKAIUM raJI0AJIKUIbHBIN
paayKal, ¢ HaJUu4MeM OT OJHOTO JO AECATH ATOMOB YIJIEPO/ia, CBSI3aHHBIN C IUBAJIEHTHBIM
aTOMOM cepbl. B qpyrux peanuzanusix raJIOUIKWITHO PaAUKAIIbI IPEACTABIISIOT COOOM HUKHUE
TATOATKWITHO PAJAUKAIIBI C HAJIMYUMEM OT OJTHOTO JIO0 TPEX aTOMOB yriepoaa. K HekoTopbim
HEOTpAaHUYUTEIbHBIM IIPUMEPaM «TaJTOATKUITHO» OTHOCUTCS TPUDTOPMETHIITHO.

[00118] TepmuH «aJIKUJTAMUHO» OTHOCUTCS K «N-aJKWIaMUHO» U «N.N-IUaTKUIAMUHO,
IJIe aMUHO T'PYMITbl HE3aBUCUMO 3aMEIIEHbI OJHUM aJKUIbHBIM PAJIMKATIOM WM IBYMSI
AJIKWIIBHBIMM PAIMKAJIAMHU, COOTBETCTBEHHO. B Ipyrux peanuzanysax aJKWIaMUHO PaIUKAIIbI
MPEJICTABIISIIOT COOOM «HWKHUE aJIKUJIAMUHO» PaJIMKaJIbl C OJHUM WJIM IBYMS aJIKUJIbHBIMHU
paauKaiaMu OT OJTHOT'O 0 LIECTH ATOMOB yTJIEPOA, CBA3AHHBIMU C aTOMOM a30Ta.
CylecTBYIOT peau3aluu, T/1e aJIKUJIAMUHO PaAUKaIbl TPEACTABISIOT COOOM HUKHUE
AJIKWJIAMMHO PaJUKallbl C HAJIMUMEM OT OJIHOI'O JI0 TPEX aTOMOB yriiepoaa. K HeKoTopbIM
HEOTPAHUYUTEIIbHBIM ITPUMEPAM MOAXOASAIINX ATKWIAMUHO PAAUKAIOB OTHOCSITCS MOHO
WIN JUAIKWIaAMUHO, Takue Kak N-MeTuiaMuHo, N-3twiiaMuuo, N,N-aumetusiamMmudo, N,N-
JUATUIAMHUHO, U aHAJIOTUYHEIC.

[00119] TepMUH «aTKUIAMUHOTAJIOAIKOKCH» OTHOCUTCS K a TAJIOAIKOKCH T'PyMIIe,
3aMEIIEHHOM OTHOM WIK 00JIee aJIKUIIaMUHO TPYIIIL, TAC TaJ0aIKOKCH IPYIIa U aJIKUITaMUHO
rpyIna onpeaeaeHbl B HaCTosen 3asBKke. K HEKOTOPBIM HEOTPAHUYUTEIILHBIM ITIPUMEPAM
OTHOCSITCS METHIIAMUHOAU(PTOPMETOKCH, ITUIIAMUHOTPUPTOPMETOKCH, U aHAJIOTUUHBIE.

[00120] TepMuH «TeTEPOAPUITAMUHO» OTHOCUTCS K AMUHO T'PYIIIaM, 3AMEILIEHHBIM OJTHUM
WJIM IByMSI TETEPOAPUIIbHBIMU PaJUKaTIaMU, IIPUYEM OIPEAEIICHUE TETEPOAPUIIBHOTO paauKaia
MPUBOIUTCS B HacTosIel 3asiBKe. K HEKOTOPBIM HEOTpaHUUYUTEIIBHBIM IIPUMEPAM
reTepoapuiIaMMHO OTHOCUTCA N-TUEHUIIAMUHO, U AaHAJIOTUYHbIE. B Ipyrux peanuzanusax
«TeTepOaAPUIAMUHO» BKJIIOUYAIOT 3aMEIIEHHYIO YaCTh IreTepOapUIbHOTO KOJIbIA paJdKaa.

[00121] TepmuH «TeTepoapuIandaTUUECKHI» OTHOCUTCS K aTr(aTHIECKUM TPyIIaM,
3aMeIEHHBIM OHUM WJTM 00JIee TeTePOAPUIIBHBIM PaIMKAIOM, TJIe TOHSTUS TeTepOapUIbHOTO
panvkaja v aaupaTUUeCcKO TPYIIThI ONPEEIIeHbI B HACTOsIIEH 3asiBKe. K HEKOTOpBhIM
HEOTpAaHUYHUTEIbHBIM ITPUMEpaM rerepoapuiaiudaTuiueckoro OTHOCATCS THO(DEH-2-
WITITPOTIETIWIT, TTUPUIUH-4-WIIITUIT, UMUJIa301-2-MeTHII, GypaH-2-3THII, UHAO0JI-3-MeTUI, U
aHaJIOTUYHBIC.

[00122] TepMuH «reTepoapUIaIKUI» OTHOCUTCS K aJKWJI IPyMHIiaM, 3aMEIIEHHBIM OJTHUM
WM 00JIee reTepOAPUITLHBIM PAAUKATIOM, IJI€ MOHATUS T€TePOaAPUIBHOTO PAAUKAIA U AJIKUIT
CPYIIIBI ONPECIICHbI B HACTOAIIEH 3asBKe. K HEKOTOpPBIM HEOTPAHUUUTEIbHBIM TPUMEPAM
reTepoapuiaIkuiia OTHOCSITCS UMHIA30J1-2-MeTHII, (PypaH-2-3Tuil, UHI0I-3-METUII, U
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aHaJIOTUYHBIE.

[00123] TepMuH «reTepoapuIAIKWIAMUHO» OTHOCUTCS K a30T-COJIEPKAILUM
reTepoapuialIKUIbHBIM paJuKajiaM, CBI3aHHBIM ITIOCPEACTBOM aTOMa a30Ta C APYTUMHU
paavKagaMu, rae TeTepoapUIAIKWI PAAUKAIbl ONIPEACIIeHbI B HACTOsIIeN 3asaBke. K
HEKOTOPBIM HEOT PAHUUYHUTEIIbHBIM IIPUMEPAM T€TEPOAPUITATIKUIIAMUHO OTHOCATCS TUPUIUH-
2-METWIAMHUHO, TUA30J1-2-3TUJIAMUHO, UMUIA30JI-2-3TUIIAMUHO, TUPUMUAUH-2-ITPOIMIIAMUHO,
MUPUMHUJIMH-2-METUIIAMUHO, U AaHAJIOTUYHBIE.

[00124] TepMHH «aMUHOAJIKWIT» OTHOCUTCS K IMHEMHOMY WJIM PA3BETBIICHHOMY aJIKWILHOMY
paauKally ¢ HAJIMYUMEM OT OJHOTO 0 JAECATH ATOMOB YTJIEPOA, 3AMEIIEHHOMY OJHUM WJIH
0oJiee aMMHO paJuKajiaMu. B HEKOTOPBIX peau3anysax aMUHOAJIKUIT paIMKaJIbl TPEICTABIISIOT
c000i1 «HWKHUE AMUHOATKUIT» PAJIMKAIIBI C HAIMYUEM OT OJTHOTO JI0 IIECTU aTOMOB yTJIepoa
Y OJIMH Ui 60Jiee aMMHO paguKaioB. K HEKOTOPBIM HEOTpaHUUUTEIHLHBIM ITpUMEPaM TaKUX
PaMKAIOB OTHOCATCS aMMHOMETHII, aMUHOATUJI, AMMHOIIPOTIMII, AaMUHOOYTHII HITH
AMUHOI'CKCHII.

[00125] TepMUH «aIKHMIAMUHOAJIKWA» OTHOCUTCS K KW paJuKajiaM, 3aMeIeHHbIM
AIIKWIAMUHO pagvKallaMu. B HEKOTOPBIX peanm3auusix aJIKWIIAMUHOAIKWI PAIMKAIIbI
MPEACTABIISIIOT COOOM «HUKHUE AIKUITAMUHOATKUIT» PAAUKAIIBI C HAJIMUUEM aJIKWIT PAUKAIIOB
OT OJTHOTI'O JIO IIIECTH ATOMOB yriiepojia. B 1pyrux peanvzanusix aqKuIaMAHOATIKWIT PaIMKaIIbI
MPEJICTABIISIIOT COOOM HMKHUE ATKWIAMUHOAJIKUII PauKaJibl C HAIMUYUEM aJIKUJT PaJIMKaJIOB
OT OJTHOTO JIO TpeX aTOMOB yriepojia. K HeKOTOpbIM HEOTpaHUUMTEIbHBIM ITPUMEPAM
MOAXOASIINX ATKWIAMUHOAIKWI PAIMKATIOB OTHOCITCS MOHO WM JIMAJIKUII 3aMEIICHHBIE,
Takue kak N-mMetustamMmuHoMeTus1, N,N-nuMeTmin-aMuHOITWI, N,N-IU TWIaAMUHOMETUII, U
aHaJIOTUYHBIE.

[00126] TepMHH «aTKUTAMUHOATKOKCU» OTHOCUTCA K AJIKOKCH paguKaliaM, 3aMEIlICHHbIM
AJIKWJIAMMHO paauKaiaMu. K HEKOTOPbIM HEOTpaHUUUTEIBHBIM ITPUMEPaM IOIXOISIITUX
AIIKWIAMUHOAIKOKCH PaJIMKAJIOB OTHOCITCS MOHO WM JUAJIKWIT 3aMEIIICHHbIE, TAKUE KaK N-
MeTHUIaMHUHOATOKCH, N,N-TuMeTUIaMUHOITOKCH N,N-TU3THIIaMHUHO3TOKCH, U aHAJIOTUYHEIC.

[00127] TepMHH «aTKMIAMUHOAIIKOKCUATIKOKCH» OTHOCUTCS K AJIKOKCH PAaJUKaJIaM,
3aMENIEHHBIM AJKUIAMHUHOAJIKOKCH pajiukaiamMu. K HEeKOTOpbIM HEOTPAHUYUTEIbHBIM
IMpUMEpPaAM NOAXOAAIMX ATKWIAMUHOAIKOKCUAJIKOKCH IPAJIMKATIOB OTHOCITCS MOHO WJIU
JUAJIKWII 3aMeIeHHbBIC, TAKME KaK N-MeTUIIaMUHOMETOKCUITOKCH, N-
METUIIAMHUHOATOKCUATOKCH, N,N-IMMETUIIAMHUHOATOKCUAITOKCH, N,N-
JIUATUIAMHUHOMETOKCUMETOKCH, U aHAJIOTUYHEIC.

[00128] TepMuH «kKapOOKCHUAIIKUIT» OTHOCUTCS K IMHEMHOMY WJIM PAa3BETBIICHHOMY aJIKUJT
paavKally ¢ HAJIMYMEM OT OJHOTO 0 JAECATU ATOMOB yIIJIEPOA, 3AMEIIEHHOMY OJHUM WJIH
Oostee kapOokcu paaukaioB. K HeKOTOPBIM HEOT paHUUUTEIBHBIM IIPUMEPAM TAKUX PAIUKATIOB
OTHOCSITCS KapOOKCUMETHII, KAPOOKCUIIPOTIMII, U AHAJIOTHYIHBIE.

[00129] TepMuH «reTepOoapUITAIIKOKCH» OTHOCUTCS K OKCU-COJIEPIKALLMM FETEPOAPUITATIKHIT
paavkaiaM, CBI3aHHBIM ITOCPEACTBOM aTOMA KUCIIOPO/Ia C IPYTMMHU paIMKaliaMHu, T1€ IIOHSITHE
reTepoapuiajKuil pajaydKalia IpUBOIUTCS B HACTOsIIIEH 3asiBKe. K HEKOTOpbIM
HEOTPAHUYUTEIIBHBIM IPUMEPAM TAKUX PAAUKATIOB OTHOCSATCS IUPUJIUH-2-UIIMETOKCH, TUA30JI-
2-WUI3TOKCH, UMUIA30J1-2-UIITOKCH, TUPUMUJIUH-2-UIITTPOIIOKCH, ITMPUMUINH-2-UIIMETOKCH,
1 aHAJIOTUYHEIE.

[00130] TepMUH «IIUKITOATKWIAIKAIT» OTHOCUTCS K HUKIOATIKHUI-3aMEIIIEHHBIM aJIKUIT
paaukanaMm. K HEKOTOpPbIM HEOTPAaHUUUTEIbHBIM ITPUMEpPaAM TAKUX PAAUKATIOB OTHOCUTCS
UKJIOoreKcuiMeTui1. L{Mkmoankui B paaukagax MOXKeT ObITh IOTIOJTHUTEILHO 3aMEIIeH rajio,
QJIKWJI, AJIKOKCH WUJIA TUIPOKCH.

[00131] TepMUH «CIUTABICHHBINH OUIUKIMYECKUN», «CTUIABIICHHBIN HUKIMUYECKUI»,
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«CILJIABJICHHBIN OUIMKIIMII» WIH «CIUIABICHHBIN HUKIWI» OTHOCUTCS K HACBIIIIEHHOMN WX
HEHACBIIIEHHOW MOCTUKOBOM KOJIBLEBOM CUCTEME, KOTOPAsi OTHOCUTCS] K OUIUKIIMUECKOMN
KOJIBIIEBOW CUCTEME, HE SIBJISAIOIICHCS apoMaThUuecKor. Takas cucrtema MOXKET COAepKaTh
W30JIMPOBAHHOE WIIM CONPSIKEHHOE HEHACBILLICHUE, HO HE aPOMATUYECKUE WU
reTepoapoMaTUIECKUE KOJIbIA B CBOEH OCHOBHOM CTPYKTYpPE (HO BCIIE/T 32 TUM BO3MOKHO
HaJIM4YKe apoMaTUYEeCKOT0 3aMelieHus ). Kax10e HMKInyeckoe KOJblio B CIJIABIICHHOM
OMLIMKJTUIIE MOXKET OBITH WJIM KAapOOLMKIIMYECKUM UJIU a TeTepoaTMiKiinieckuM. K HekoTopbhiM
HEOTPAHUYHTEIFHBIM ITPUMEPAM CIUIABICHHON OMIMKIMUECKON KOJIBIIEBOM CUCTEMBI OTHOCSITCS
rexkcarunapo-¢pypo(3,2-b]dypan, 2,3,3a,4,7,7a-rekcarunpo- 1 H-unnen, 7-azadburumkino[2.3.0]
renTaH, criaBiIeHHbIN OunukiTo[3.3.0JoxkTaH, ciuiaBiaeHHbIN Ounukio[3.1.0]rekcaH,
1,2,3,4,4a,5,8,8a-okTaruipo-HadTaanH, ¥ aHAJIOTUIHBIC. M CIiyIaBIeHHBIN OUIMKITNI,
OIpeJICJICHHBIN B HACTOSIIEH 3asiBKe, MOXKET ObITh 3aMEIIIEHHBIM WJIM He3aMEIICHHbBIM, Te
3aMECTHUTENIM BKITFOUAIOT B ce0s1, HE OrpaHMUMBAsICh IIEPEUUCIICHHBIM Aajiee, okco (=0),
TUIPOKCH, AMUHO, TAJIOTE€H, IMAHO, APUJI, TETEPOAPUIT, AITKOKCH, AJTKUIIAMUHO, aJIKUII,
FaJI0AJTKWII, AJIKEHWJI, AIIKUHUWII, T€TEPOLUUKIINII, TUOJ, HUTPO, APUIOKCH, TUIPOKCH-
3aMEIleHHbIN AJTKOKCH, TUIPOKCU-3aMeleH bl alkuiI-C(=0)-, ankuin-C(=0)-, ankui-S(=0)
-, aTIKUI-S(=0),-, THAPOKCU-3aMEILIEHHBIN alIKUII-S(=0)-, THAPOKCU-3aMELIEHHBIN AJIKWII-S(=

0O),-, KapOOKCH AJIKOKCH, U AaHAJIOTUYHBbIE.

[00132] TepMuUH «CIUTaBIEHHBIN OUMIMKIUIEH» OTHOCUTCS K CIUTABIICHHON OMIIMKITUIT
CHUCTEME C IBYMSI COEAMHUTEIIbHBIMU TOUYKAMU, COSIMHEHHOM C OCTATKAMHU MOJIEKYJIbI, IJ1€
OIpeJIeJICHUE CTUIABIICHHOTO OUIMKIIWI paJiKalia IPUBOJIUTCS B HACTOSIIIEH 3asIBKE.

[00133] TepMuH «CIJIABJICHHBINM FeTEPOOUIMKITNI» OTHOCUTCS K HACBIIIIEHHOW UITH
HEHACBIIIEHHOM MOCTUKOBOM KOJIBLEBOM CUCTEME, KOTOPAsi OTHOCUTCS] K OULUKIIMUECKOMN
KOJIBIIEBOW CUCTEME, HE SIBJISISICh apOMaTHUYeCKOM. Takas cucteMa MOXET COJIEpKaTh
M30JIMPOBAHHOE WUJIA COTIPSIKEHHOE HEHACHIIIIEHHWE, HO HE apOMAaTUYECKHE UITU
reTepoapoMaTUIECKHUE KOJIbIA B CBOEH OCHOBHOM CTPYKTYpE (HO BCIIE[I 32 35TUM BO3MOXKHO
HaJIMYMe apOMaTHUYECKOIo 3aMelteHus1). [ 1e Kak MUHMMYM OJHO KOJIBI[O CUCTEMBI COJIEPIKUT
OJIUH WJIK 00Jiee TeTEPOATOMOB, T/I€ KAXK/10€ KOJIbLO CUCTEMBI COAEPXKUT OT 3 10 7 3BEHbEB
KOJIbLIA U KOTOPOE COAEPKUT OT OJTHOTO JO LIECTH ATOMOB YIJIEPOJa U OT OJHOI'O JI0 TPEX
rerepoaToMoB, oToopaHHbIX U3 N, O, P, S, rae S wim P nonomHuTe IHO 3aMeIeHbI OJTHUM
wim 6osee okco s cozaanus rpymmsl SO, SO,, PO unu PSO,. K HekoTopbiM

HEOTPAaHUYUTEIBHBIM ITPUMEpaM CILJIaBJIEHHOMN reTepOOUIMKIMUYECKON KOIBIEBOM CUCTEMBI
OTHOCSTCS rekcaruapo-dypo[3,2-bldbypan, 7-azabunukino[2.3.0]rernraH, U aHagoruIHbIe. 1
CILJIaBJICHHBIN reTepOOUIIMKIIUII, OTIPEIE]IEHUE KOTOPOTrO JAHO B HACTOSIIIEH 3asIBKE, MOXKET
OBITH 3aMEIICHHBIM UJIM HE3aMEIICHHBIM, TI€ B YUCIIO 3aMECTUTENIe BXOIAT, HE OTpaHUUNBASICh
MEePEeUUCIIEHHbIM Jlasiee, Okco (=0), TMAPOKCHU, AMUHO, TaJIOTEH, [IMAHO, ApUJl, TeTEPOAPUIL,
AJIKOKCH, aJIKUJIAMUHO, aJIKWJI, TAJIOAJIKUIT, aJIKeHWIT, aJIKUHUJI, T€TePOLUUKIIUII, THOJI, HUTPO,
apPUIOKCH, TUAPOKCHU-3aMEIIEHHBIN aITKOKCH, TUAPOKCH-3aMelieHHbIN atkuil-C(=0)-, aakui-
C(=0)-, ankun-S(=0)-, ankui-S(=0),-, THAPOKCU-3aMeIIeHHBIN alKUI-S(=0)-, THIPOKCH-
3aMeleHHbIN anKuiI-S(=0),-, KapOOKCUATIKOKCH, U AaHATIOTUYHBIE.

[00134] TepMUH «CIUTABICHHBIN T€TEPOOUIIMKIIUICH» OTHOCUTCS K CIUIABICHHOMN
TFeTEPOOULMKITUI CUCTEME C ABYMS COCIMHUTETLHBIMUA TOYKAMH, COSMHEHHOM ¢ OCTATKaMH1
MOJIEKYJIbI, TJI€ CIUTABJICHHBIN T€TEPOOUIIMKIINIT paJIMKaJl ONPe/IeSieH B HACTOSIIEH 3asiBKe.

[00135] TepMuH «cCII1aBICHHBIN OUIMKIUIATU(PATAYECKUI» OTHOCUTCS K aTu(paTUUECKUM
rpynmnaM, 3aMelIeHHbIM OJTHOM WM O0Jiee CIIJIaBIeHHON OULMKIIWII TPYIIIOH, T/ae
anmudaTruecKas TpyIia v CIuIaBJIeHHAs! OMIUKITAI TPYIIA OTIpe/IeICHbI B HACTOSIIEH 3asBKeE.
K HeKoTOpBhIM HEOTpaHUUYUTENIBHBIM IpUMeEpaM oTHocsTed 1,2,3,4,4a,5,8,8a-okTaruapo-
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HadtuaThd, 1,2,3,4,4a,5,8,8a-okTaruapo-uadrunmerun, 1,2,3,4,4a,5,8,8a-okraruapo-
Ha(TUIITPOTIUII, CTUIABIICHHBINM OUMIUKITO[3.3.0]OKTUIIMETHIT, CIJIaBIICHHBINM OMIUMKITO[3.1.0]
TeKCUJISTUII, U aHAJIOTUYHBIE.

[00136] TepMUH «CILTaBIEHHBIN reTePOOUIMKIMIATU(DATUUECKUIT» OTHOCUTCS K
anidaTUyecKUM T'pynmam, 3aMeleHHbIM OJTHOM UJIK 00Jiee CTUTABICHHON TeTEPOOUIMKITUIT
TPYIIION, IJe anrdaTUIecKas IpyIlna U CIUIaBIICHHAS e TepOOMIMKIIMII TPYIINa OTIPEASIICHBI
B HACTOSIEH 3a5IBKE.

K HeKoTOpBIM HEOTPAaHUYUTEIIBHBIM ITPUMEPAM OTHOCSTCS Tekcaruapo-pypo[3,2-blbypan-
2-UnaTHIL, Tekcaruapo-¢gypo(3,2-b]pypan-2-unmeru, 7-a3adunukiro [2.3.0]rent-2-uimMeTuI,
7-azabunukiro[2.3.0]renT-2-uidTwi, 7-a3adunmkio[2.3.0]rent-4-uiMeTU1, U aHaJIOTUYHBIE.

[00137] TepMuH «CILJIaBIEHHbINM OUIMKIIOKCH» OTHOCUTCS K JOITOJTHUTEIbHO 3aMEIIEHHBIM
CIUTABJIEHHBIM OULIMKJTWIT paIUKajiaM, ONIpeIeJIEHHBIM B HACTOSIIIIEH 3as1BKE, OKCU-COJIEPIKAIIIUM
CILJIaBJICHHBIM OUIMKJIWII pauKajiaM, CBI3aHHBIM ITOCPEICTBOM aTOMa KMCIIOPO/ia C IPYTUMHU
paavKaIaMu, e CIUTaBICHHbIM OUMIMKIIWI paauKall ONpe/ieieH B HacTosIIel 3asBke. K
HEKOTOPBIM HEOTPAHUYHUTEIIBHBIM IIpuMepaM oTHocaTed 1,2,3,4,4a,5,8,8a-okTaruapo-
Ha(TUIIOKCH, CTUTaBJICHHBINM OUIMKITO[3.3.0]0KT-2-UITOKCH, CTUTaBIeHHBINM Ounukito[3.1.0]rekc-
2-UJI0KCH, U aHAJIOTUYHEIC.

[00138] TepMUH «CIUTABICHHBIN T€TEPOOUIMKIOKCH» OTHOCUTCS K JTOTIOJIHUTEIIHBHO
3aMEIIEHHBIM CILJIABJIEHHBIM T€TEPOOUIMKIINI paJIMKaliaM, ONPe/IeJIEHHBIM B HACTOSIIIEN
3asiBKe, OKCHU-COACPIKAIIMM CIIABJICHHBIM Te€TEPOOUIMKIIAI paJuKaiaM, CBI3aHHBIM
MOCPEACTBOM aTOMA KUCIOPO/Ia C APYTUMHU paaukaiaMu. K HEKOTOPBhIM HEOTPAaHUUUTETbHBIM
IpUMepaM OTHOCSITCS Tekcaruapo-gypol3,2-b]pypan-2-unokcu, 7-azadurukiio[2.3.0]rent-
2-WIIOKCH, 7-a3a0uIMKII0[2.3.0]renT-4-UI0KCH, U aHaJIOTUYHbIE.

[00139] TepmuH «CIIIaBIEHHbBIN OUIMKITUIIAMUHO» OTHOCUTCSI K AaMUHO TPYIIIIE, 3aMEIICHHOM
OJHOM WJIM IBYMS CIIJIaBJICHHBIMM OMIUKIIUII TPYIIIaMHU, TJI¢ OIpe/IeIeHNE CTUTABICHHOM
OMIMKJIWII TPYIITBLI MPUBOJUTCS B HACTOsAIIEH 3asaBKe. K HEKOTOPBIM HEOTpaHUYUTEIbHBIM
npumepam oTHocsTcs 1,2,3,4,4a,5,8,8a-oktaruapo-Hadptunamuno, au(1,2,3,4,4a,5,8,8a-
OKTaruapo-HaTHIT)aMHHO, CTUIABJICHHBIN OUIMKII0([3.3.0]OKTUIIaMUHO, CTIUTABJICHHBIN OUIUKITO
[3.1.0]rekcuraMuHO, U aHAJIOTUYHBIE.

[00140] TepMUH «CIUTABICHHBIN T€TEPOOUIMKINIAMUHO» OTHOCUTCS K aMUHO TPYIIIIE,
3aMelleHHON OHOM WK JBYMSI CIJIABJICHHBIMHU Fe€TEPOOULMKITUI TPYIIIIAMHU, TJIe ONpeAeSIeHHUE
CIIJIaBJIEHHOM reTepOOMIMKIIMII TPYIITIBI IPUBOAUTCS B HacTosIIeH 3asBke. K HEeKOTOphIM
HEOTPaHUYHUTEIIBHBIM ITPUMEPAM OTHOCSTCS Tekcaruapo-pypo[3,2-b]dpypan-2-unammno, 7-
azabunukiio[2.3.0]ren-2-unmaMuHo, 7-a3adounukio[2.3.0]rent-4-uiaMuHoO, U aHAJIOTUYHBIE.

[00141] TepMUH «CIUTABICHHBIN OMIUKIMIAIKUIAMUHO» OTHOCUTCS K aJIKUIIAMHHO
rpynmnaMm, 3aMeleHHbIM OJTHOM WK O0JIee CIUTaBIEHHOM OUIMKITUII TPYIIIOM, TAe CIIaBICHHAS
OMIMKJIWII TPYIINA OIpe/ieieHa B HacTosIel 3assBke. K HEKOTOPBIM HEOTpaHUUUTEIbHBIM
npumepaM oTHocstes 1,2,3,4,4a,5,8,8a-okraruapo-Haptunmerniaamuno, au(1,2,3,4,4a,5,8,8a-
OKTaruapo-Ha(THII) METUIIAMUHO, CIIJIaBJICHHBIN OUIMKITO[3.3.0]OKTUIIMETUIIAMUHO,
CILIaBJICHHBIN OUIUKII0[3.1.0]reKCMIMeTUIIAMMHO, U AHAJIOTUYHBIE.

[00142] TepmuH «CIUTaBIEHHBIN reTepOOUIMKIUTAITKUAMUHO» OTHOCUTCS K aJIKUITAMUHO
rpynIaM, 3aMeIleHHBIM OJHOM WIIM 00JIee CIIaBICHHOM reTepOoOUIMKIIUII TPYIIIOHN, T/Ie
CILJIaBJIEHHAs reTepOOUIIMKIIUII TPYIITIa olpeiesieHa B HacTosiel 3asBke. K HeKOTOpbhIM
HEOTPaHWYMTEIIbHBIM IPUMEPAM OTHOCATCS rekcaruapo-gypol3,2-b]pypan-2-unMeTuaaMmuHo,
7-a3a0unukiro]2.3.0]rent-2-uiMeTUIaMUHO, 7-a3a0unukiio]2.3.0]rent-4-uiMeTuiIaMUHO, U
aHaJIOTUYHBIE.

[00143] TepMuH «CIUIABICHHBINM OUIMKIIUIAIKOKCH» OTHOCUTCS K aJIKOKCH TPYIIIaM,
3aMeIEHHBIM OHOM WK O0Jiee CIIaBIEHHOM OUIMKITUAI TPYIIIION, T/1e CTUTaBJIEHHAS OULIMKITAIT
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rpyIna omnpejejaeHa B HacTosen 3asaBke. K HEeKOTOpbIM HeOTpaHUUMTEIbHBIM ITpUMEpPaM
otHocsTed 1,2,3,4,4a,5,8,8a-okrarunpo-HapTunmeTokceu, 1,2,3,4,4a,5,8,8a-okraruapo-
Ha(TUIIBTOKCH, CIJIaBICHHBIN OUIMKIIO[3.3.0]JOKTUIITOKCH, CIIJIaBIIEHHBIN Oulukiio[3.1.0]
TEKCUJIIPOITOKCH, U AaHAJIOTUYHBIE.

[00144] TepMUH «CIIaBICHHbBIN T€TEPOOUIUKIIMIATKOKCH» OTHOCUTCS K aJIKOKCH TPYIIIaM,
3aMEIICHHBIM OJTHOM MiIK OoJiee CIIaBIICHHOMN reTepOOMIMKIUII TPYIIIION, TA¢ CIUTAaBIICHHAS
reTepOoOUMKIIAII TPYIIIa Oonpe/esieHa B HacTosIIel 3asiBke. K HeKoTopbiM
HEOTpaHUYUTEIbHBIM ITPUMEPAM OTHOCSITCS rekcaruapo-pypo(3,2-b]dbypan-2-uimporoxcu,
7-a3a0unukiro[2.2.1]renT-2-uiIdToKCH, 7-a3a0ouiuKIo[2.3.0]renT-4-uirmpoIrtoKCH, TeKCaruapo-
bypo[3,2-b]pypan-2-unstokcu, 7-azadbuipkiio[2.3.0]rent-4-unmpomnokcu, 7-a3adouiukino[2.3.0]
renT-4-uidTOKCHU, U aHAJIOTUYHbIE.

[00145] TepMUH «CIUTABICHHBIN OMIIMKIOKCUATKOKCH» OTHOCUTCS K aJIKOKCU TpyIIiam,
3aMEIIeHHBIM OJHOM WIIM 00JIee CTUTaBICHHOM OMIMKIIOKCH TPYIITION, T/Ie aIKOKCH T'PYIINa U
CIUIaBJIEHHAs OUIMKIIOKCH T'pYMIia OMpeesieHbl B HacTosel 3asBke. K HeKOTOpbhIM
HEOT'PaHUYUTEIBLHBIM ITpuMepaM oTHocsTes 1,2,3,4,4a,5,8,8a-0KTaruapo-Ha(hTUITOKCUMETOKCH,
1,2,3,4,4a,5,8,8a-okTaruapo-HaTiiokcuMeToKcH, 1,2,3,4,4a,5,8,8a-okraruapo-
Ha(TUIIOKCUITOKCH, CTUTABIEHHBIN OMIMKII0[3.3.0]0OKT-2-UITOKCUITOKCH, CTTABICHHBIN
ounukia0[3.1.0]rexc-2-uI0KCUIIPOIIOKCH, M AHAIOTUYHBIC.

[00146] TepMUH «CIUTABICHHBIN T€TEPOOUIIMKIOKCHATIKOKCH» OTHOCUTCS K aJIKOKCH
rpyImmam, 3aMeleHHbIM OJHOM WM OoJiee CIIJIaBJIEHHOM reTepOoOUIIMKIIOKCH TPYIITION, T/1e
AJIKOKCH I'pYIITa Y CIUIaBIICHHAS T€TEPOOUIUKIINII TPYIIITA ONPEACIICHBI B HACTOSIIEH 3asBKe.
K HEKOTOpBIM HEOTpaHUUUTEIBLHBIM IIPUMEPAM OTHOCATCS rekcaruapo-pypo [3,2-b]dypan-
2-UJTOKCUITPOITOKCH, 7-a3a0MIMKI0[2.2.1]renT-2-UIoKCH3ITOKCH, 7-a3a0uiukio[2.3.0]renT-4-
WIIOKCUITPOTIOKCH, Tekcarunpo-hypo[3,2-blpypan-2-umokcnaTokceH, 7-azadbunukino[2.3.0]remnt-
2-UITOKCHIIPOITOKCH, 7-a3a0unukiio[2.3.0]renT-4-uIoKCU3TOKCH, M aHAJIOTUUHBIE.

[00147] TepMuH «CIUIaBIEHHBIN OUIUKITMUIAMUHOATKOKCH» OTHOCUTCS K aJIKOKCH TpYIIIaM,
3aMeIleHHBIM OJTHOM UK OoJIee CIIIaBICHHON OMIMKITMIIAMUHO TPYIIION, T1€ aJIKOKCH TPYyIIa
Y CIUTaBJICHHAS] OMIMKIIMIIAMUHO TPYIINa ONpeAesieHbl B HACTOsIIIel 3asBKe. K HEeKOTOpbIM
HEOTPAaHUUUTEIHLHBIM ITpUMepaM oTHocsTCs 1,2,3,4,4a,5,8,8a-0okTaruapo-HahTUIIAMUHOITOKCH,
1,2,3,4,4a,5,8,8a-okTaruapo-HadrunamMuHonponokeu, au(1,2,3,4,4a,5,8,8a-okraruapo-Had i)
AMUHOITPOITOKCH, CTUTABJIEHHBIN OUIMKIIO[3.3.0]0KT-2-MITaMUHOATOKCH, CILIABJIEHHBIN OUIIMKIIO
[3.1.0]rekc-2-unaMUHOTIPOIIOKCH, U AaHAJIOTUYHBIE.

[00148] TepMUH «CIUIaBICHHBIN T€TEPOOUIUKINIAMUHOAIKOKCH» OTHOCUTCS K aJIKOKCH
rpynmam, 3aMeleHHbIM OHOM WM 0oJiee CIIJIaBJIEHHOM reTepOoOUIMKIIMIIAMUHO TPYIIITOH,
/1€ AJIKOKCU CPYIINA U CIIABJIEHHAS TETEPOOUIMKIIMIIAMUHO T'PYyMIa ONPEAETIEHbI B HACTOSIIEH
3asiBKe. K HEKOTOPBIM HEOT paHUYUTENILHBIM ITPUMEPaM OTHOCSTCS 7-a3a0UIMKiI0[2.2.1]rent-
2-UIIaMMHOATOKCH, 7-a3abuiukiio[2.3.0]rent-4-unaMMHOIIPOITIOKCH, TeKcaruapo-¢pypo([3,2-b]
(bypaH-2-UITaMUHOITOKCH, Tekcaruapo-hypo(3,2-b]dypaH-2-U1aMHUHOIIPOIIOKCH, TeKCATUIPO-
dbypo[3,2-b]bypaH-2-UTaMUHOMETOKCH, U aHAJIOTUYHBIC.

[00149] TepMUH «COMPOLMKIIAIT», «CIUPOLUMKIMUECKUN», «CITUPO OULIMKIIUII» UJTK «CIIUPO
OUIUKIMYECKHM» OTHOCUTCS K KOJIbIlY, BOHUKIIIEMY U3 KOHKPETHOTO KOJIBLEBOTO yriiepoaa
JIpyroro konubla. Hampumep, kak cieayet u3 NpUBEICHHOTO HUKE ONUCAHUS, HACBIIIICHHAS
MOCTHUKOBAs KOJIblIeBasl cucTema (KoJiblio B u B') TpakTyeTcs kak «CIutaBiieHHAs
OUIUKIIMYECKas», IJe y kojen A u B uMmeercst oO11uit aToM MeXIy ABYMS HACHIIIIEHHBIMHU
KOJIBIIEBBIMU CUCTEMAMU, TPAKTYEMBIMU KAK «CITUPOLUMKIUIT» UK «CIIUPO OMLMKIIIT». Kaxkmoe
[UKJIMYECKOE KOJIbLO B CIIMPOLMKIIUIIC UIIH CITMPO OMLUKIIUIIE MOXKET OBITh WU
KapOOUMKINYECKUM WJIK TeTepoaMuKiIndeckuM. K HEKOTOphIM HEOTpaHUYHUTEIbHBIM
npuMepaM OTHOCSTCS 2,7-aua3a-cnupo[4.4|HoH-2-u1, 7-0kco-2-a3zacrupo[4.5]nex-2-ui, 4-
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azacnupo|2.4]rent-5-ui, 4-okcacnupo|2.4]rent-5-ui, S-azacnupo|2.4]rentS-ui, cnupo[2.4]
renTui, cnupo(4.4JHoHun, 7-TuaApoOKCH-5-a3acnupo|2.4]renT-5-uil, 1 aHAJIOTUYHBIE.
CUpOIMKIIAI WK CTIUPO OUIUKIIUI MOXKET OBITH JOIOJHUTEIFHO 3aMEIICHHBIM, T/¢ B
Ka4eCTBE 3aMECTUTEJIEH MOTYT BBICTYIIATh, HE OTPAHUYMBASICH IIEPEUUCIICHHBIM J1aJIee, OKCO
(=0), TMIPOKCH, aMUHO, TAJIOTEH, IUAHO, APWUJI, TETEPOAPUII, ATIKOKCH, AJIKWJIAMUHO, AJIKUII,
rajg0aJIKWII, AaJIKEHU, AJIKUHUII, T€TEPOLMKIINI, TUOJI, HUTPO, APUIIOKCH, TUIPOKCH-
3aMEIIEHHBIN aJIKOKCH, TUAPOKCcU-3aMelieHHbIN ankui-C(=0)-, ankui-C(=0)-,ankui-S(=0)
-, aTIKUI-S(=0))-, THIPOKCU-3aAMELIEHHBIN aTIKUI-S(=0)-, THAPOKCU-3aMELIEHHBIN AJIKUII-S(=

0)2—, Kap601<cn AJIKOKCH, U aHAJIOTUYHBIC.

[00150] TepMUH «CIMPO OMIMKIUIIEH» OTHOCUTCS K CIIMPO OMIUKIIMII CUCTEME C IBYMS
COEAVMHUTEIbHBIMU TOYKAMM, COEAUHEHHOM C OCTATKAMU MOJIEKYJIbI, IJIe CIUPO OUIUKIIUIT
paauvKa ONPEAENICH B HACTOSAILIEN 3aBKE.

[00151] TepMUH «CIUPO TETSPOOUIUKIINI» OTHOCUTCS K KOJIBIY, BOSHUKIIIEMY U3
KOHKPETHOT'O KOJIBLIEBOTO yIjIepoia Apyroro kojsua. Hanpumep, kak cieayet u3
MIPUBEACHHOTO HUXKE OTIMCAHUSI, HACBIIIIEHHAS! MOCTUKOBASI KOJIblieBas cucTeMa (KoJblo B u
B') TpakTyeTcs Kak «CIIaBIIeHHAs OUIMKIIMYecKasi», T1ie y Kojien A v B umeercs oOmmit aTom
MEK/y IByMSI HACBIIIEHHBIMU KOJIBLEBBIMU CUCTEMAMHU, TPAKTYEMBIMHU KaK «CIIMPOLMKIIUII»
WU «CIIUPO OUMIMKIIWI». [ 1€ KaK MUHUMYM OJTHO KOJIBbLIO B CUCTEME COAEPKUT OAUH WIH
0oJiee reTepoaToOMOB, MMPUUYEM KaXK10€ KOJIBIIO B CUCTEME COAEPIKUT OT 3 J10 7 3BEHBEB, KAXKI0E
3BEHO COJICP>KUT OT OJHOTO J0 LIECTU AaTOMOB YIJIEPO/Ia M OT OJHOTO A0 TPEX TETEPOATOMOB,
oTtobpanHbiX U3 N, O, P, S, rie S uinu P 1onoHUTENbHO 3aMeIeHbl OJTHUM WM 00Jiee OKCO
1151 coznanus rpynmsl SO, SO,, PO v PSO,. K HeKOTOpbIM HEOTrpaHUUUTENBHBIM IPUMEPAM

CIIUPO TreTepOOUIIMKIIUIT KOIBIEBOM CUCTEMBI OTHOCHUTCS 4-a3acniupo[2.4]rent-5-u, 4-
okcacupo[2.4]rent-5-uin, 5-azacnupo[2.4]rent-5-ui, 7-ruApoKcu-5-azacnupo(2.4rent-5-ui,
¥ aHaJoruuHble. Y ciupo reTepoOMIMKIINII, ONpeIe/IEHHBIN B HACTOSIIEH 3asBKe, MOXKET
OBITh 3aMEIICHHBIM WJIM HE3aMEIIEHHBIM, IJIe B KA4eCTBE 3aMECTUTEJIeH MOTYT BBICTYIIATh,
HE OTPAHUYMUBASCH IIEPEUUCIIEHHBIM aajiee, OKco (=0), TMAPOKCH, AMHUHO, T'aJIOTeH, IUAHO,
apuil, reTepoapul, alIKOKCHU, ATKMIIAMUHO, aJIKWIT, TaJI0AIKWII, aJIKEHWUIT, aJIKMHUI,
FEeTePOLMKIIWI, THOJI, HUITPO, APUITOKCH, TUAPOKCU-3AMEIEHHBINA AJIKOKCHU, TUIPOKCH-
3aMenieHHbIN ankuiI-C(=0)-, ankuin-C(=0)-, ankui-S(=0)-, ankui-S(=0),-, THAPOKCHU-

3aMeleHHbIN anKuiI-S(=0)-, THIPOKCU-3aMellieHHbIN aTkuil-S(=0),-, KapOOKCUATIKOKCH, U

AHAJIOTUYHBIE.

[00152] TepMuH «CrTUPO reTEPOOUNUKITAIIEH» OTHOCUTCS K CITUPO T€TEPOOUITMKITUII CUCTEME
C ABYMSI CO€IMHUTEIIbHBIMU TOYKAMH, COEAUHEHHOW C OCTATKAMU MOJIEKYJIbI, TI€ CIIMPO
TeTEPOOUIMKITUI paJUKaIl ONIPEICIICH B HACTOSIIEHN 3asiBKE.

[00153] TepmuH «CUpO OUIMKITITATU(PATAYECKHI» OTHOCUTCS K aTM(aTUIECKUM T'PYTIIIaM,
3aMeIIEHHBIM OJHOM WM 00Jiee CIUPO OULIMKIIWI TPyIIamMu, rae anvdaTudyeckas rpymnmna u
CIUPO OMIMKJIWII TPYTITa ONPEAesIeHbI B HACTOSIIIEH 3asBKe. K HeKoTOphIM
HEOTPAHUYUTEIBHBIM IIPUMEPAM OTHOCATCS CIIUPO[2.4 | reNTUIMETHIT, CIIUPO[ 2.4 | TENTUIIITUIL,
cniupo|2.4]rentunponui, cupo(4.4|HOHUIMETUI, ciupo[4.4|HOHUIATHIL, 4-a3actiupo(2.4]
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renT-5-ui-MeTui, 4-a3acrmpo(2.4]rent-5-un-3tui, 4-okcacnupo[2.4rent-5-ui-3Tui, S-
azacnupol2.4]rent-5-ui-nponui, 7-ruIpOKCU-5-a3acnupo|2.4|rent-S-ui-npornui, u
aHaJIOTUYHBIE.

[00154] TepMUH «CIMPO TETEPOOUIMKITUIATU(PATUIECKUAN» OTHOCUTCS K aTU(paTHUECKUM
rpyImmam, 3aMeleHHbIM OJHOM WK 00Jiee CTUPO TeTEPOOUIMKIINI TPYIIIIaMHU, T
anmidaTuyeckas rpyIIia U CIUIaBIICHHAS TeTepOOMIMKIIMII TPYIIIa OIpeIeeHbl B HACTOSIIEH
3asiBKe. K HEKOTOpPBIM HEOTPAHUUUTEIIBHBIM IIPUMEPAM OTHOCATCA 4-a3acnupo(2.4]renT-5-
WJI-METUII, 4-a3acrupo[ 2.4 JrenT-5-ui-3Tui, 4-okcacnupo[ 2.4 rent-S-ui-3tui, S-azacnupo[2.4]
TENT-5-UI-IIPONUII, 7-TUAPOKCHU-5-a3aciupo|2.4]renT-S-ui-npornuil, U AaHAJIOTUYHBIE.

[00155] TepMHH «CTMPO OUIMKIIOKCH» OTHOCUTCS K JOTIOJTHUTEIIHHO 3aMEIIEHHBIM CITUPO
OMIMKJIWIT paJuKajiaM, ONpeAeICHHBIM B HACTOSIIEH 3asBKe, OKCH-COJICPIKAIIUM CITUPO
OMIMKJIWIT paJiiKaiaM, CBSI3aHHBIM C APYTUMHM paJIMKaJIaMHy ITOCPEICTBOM aTOMa KUCIOPO/Ia,
IIe CIMPO OMIMKIIMIT paauKail ONpeaesieH B HacTosIel 3asaBke. K HEeKOTOpbIM
HEOTPAHWYMUTEIBHBIM IPUMEPAM OTHOCATCS ClIMpPO|2.4]renTui-2-okcu, crimpo|2.4]rentumi-3-
OKcH, ciupo|2.4|rentun-4-okcu, criupo(4.4|HOHUI-2-0KeH, criupo(4.4 |[HoOHMI-4-0KCH, 4-
azacnupol2.4]rent-5-0KCH, U aHAJIOTUYHBIE.

[00156] TepMUH «CITUPO TETEPOOUIIUKIOKCH» OTHOCUTCS K IOTIOJTHUTEIBHO 3aMEeIlIEHHBIM
CITUPO TeTEPOOUIMKIINIT paAUKAIaM, OIIPEACIICHHBIM B HACTOSIICH 3asIBKE, OKCU-COACPIKAIIIIM
CITUPO TeTEPOOULMKITUI PaIMKaIaM, CBI3aHHBIM C IPYTUMU PpAIUKAJIaMU ITIOCPEICTBOM aTOMa
kucinopoja. K HeKoTopbIM HEOTpaHUUYUTEIbHBIM ITPUMEpPaM OTHOCSTCS 4-a3acnupo|2.4]rent-
S-UTOKCH, 4-okcacupo[2.4]rent-S5-WioKCH, S-a3acnupo|2.4]renrt-5-uinoKcu, 1 aHAJIOTUYHBIE.

[00157] TepMUH «CIMPO OMIMKIMIIAMUHO» OTHOCUTCS K aMMHO TPYIIIE, 3aMeIeHHOM
OJTHOM WJTA IBYMSI CIIMPO OUIMKITWI TPYTIIIAMHU, TJIE CIIUPO OUIUKIIUIT OTIpe/ieieHa B HACTOSIIEH
3asiBKe. K HEKOTOPBIM HEOTPAHUUUTEIBHBIM IPUMEPAM OTHOCSTCS ClIUPO[2.4]renTu-2-
aMUHO, ciupo(2.4]renTtuii-3-aMuHO, ciupo| 2.4 Jrentuin-4-aMuHo, Criupo[4.4 |HOHWII-2-aMUHO,
cripo[4.4]HOoHWIT-4-aMUHO, 4-a3acnupo|2.4]renT-5-aMUHO, U AaHAJIOTUYHBIE.

[00158] TepmuH «CIUPO TeTEPOOUIMKIIUIAMUHO» OTHOCUTCS K aMUHO TPYIITIE, 3aMEIIIeHHOM
OJHOW WM IByMS CIIUPO FETEPOOULMKIIATI TPYIIIAMHU, TJI€ CIUPO TETEPOOUIMKIINI I'PyIa
onpejesieHa B HacTosel 3asiBke. K HEKOTOpbhIM HEOT PAHUUUTEIIbHBIM ITPUMEPAM OTHOCSITCS
4-azacnupo|2.4]rent-5-unaMuHo, 4-okcacnupo|2.4]renrt-2-umaMuHo, 4-okcacnupo|2.4 remnrt-
5-AaMuHO, S-azacnupo[2.4]renT-5-uiaMmuHO, U AHAJIOTUYHBbIE.

[00159] TepMUH «CIMPO OMIUKITUIATKOKCH» OTHOCUTCS K AJTKOKCH TPYIIIaM, 3aMeICHHBIM
OTHOM WK O0JIee CIIUPO OUIUKITUI TPYIIIIAMHU, T CIIMPO OMIUKIIAI TPYIIA OMpe/IeicHa B
HacTosiien 3asiBke. K HEKOTOPbIM HEOTPAHUUUTETBHBIM ITPUMEPaM OTHOCSTCS CIIUPO[2.4]
TeNTUI-2-METOKCH, CIUPO[2.4]renTrii-3-3TOKCH, ClIUpo[2.4|renTuit-4-3ToKCcH, criupo(4.4]
HOHWJI-2-METOKCH, CITUPO[4.4|HOHWIT-4-TTPONIOKCH, 4-a3acupo[2.4]renT-5-MeTOKCH, U
aHaJIOTUYHBIE.

[00160] TepMUH «CIUPO TETEPOOUIUKIUIATIKOKCU» OTHOCUTCSI K AJIKOKCHU TPYyIIIaM,
3aMeIIeHHBIM OJTHOM MJT 00JIee CIIMPO FeTepOOUIMKITNI TPYIIIIaMU, T/Ie CIIMPO FeTePOOUIMKITHIT
rpymIa onpeaesieHa B HacTosiuel 3asBke. K HeKOTOphIM HEOTrPAHUUUTEIBLHBIM ITPUMEPAM
OTHOCATCS 4-a3acnupo| 2.4 rent-5-ui-MeTOKCH, 4-a3acripo[2.4 | renT-2-ui-3TOKCH, 4-0KCaCupo
[2.4]renT-5-UiT-3TOKCH, S-a3acnupo[2.4]renT-5-ui-nponoKCH, U aHAJIOTUYHBIE.

[00161] TepMUH «CIMPO OMIMKIWIATKUAMUHO» OTHOCUTCS K aJIKUJIAMUHO T'pyMIam,
3aMEIIeHHBIM OJTHOM MiIu 6oJiee CIIUpo OUIMKIIAII TPYMIIaMHU, TJIe CIUPO OUIMKIIWII TpyIIna
oIrpefiesieHa B HacTosiiel 3asiBke. K HeKOTOPBhIM HEOrpaHUUUTENIbHBIM MPUMEPAM OTHOCATCS
cnupo(2.4]rentuin-2-MeTUIaMUHO, CIUPO([2.4renTuii-3-3TUIaMUHO, ciupo|2.4|rentuin-4-
3TWJIAMMUHO, CITIUPO[4.4 |HOHUII-2-METUIIAMUHO, CIUPO[4.4 |JHOHWIT-4-TPONUIIAMUHO, 4-a3aCIIMPO
[2.4]renT-5-MeTHIIAMUHO, U aHAJIOTUYHEIC.
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[00162] TepMuH «CcrUpo reTepOOUNMKIIMIATKUAMUHO» OTHOCUTCS K AJIKUJIAMUHO TPYIIIaM,
3aMENICHHBIM OJTHOM WJT 60Jiee CIUPO FETePOOUIIMKIIUI TPYIIIIAMU, TJI€ CHUPO FETEPOOUIMKITHIT
rpyIna onpejeiaeHa B HacTosIIeH 3asaBke. K HEeKOTOpbIM HEOTpaHUYMTEIbHBIM ITpUMEPaAM
OTHOCATCA 4-a3acnupo|[2.4]renT-5-ui-MeTUIAMUHO, 4-a3acnupo|2.4]rent-2-ui-3TUIAMHUHO,
4-okcacnupo(2.4]renT-5-uin-3TUIaMUHO, S-azacupo[2.4]rent-5-wi-nponuiaMuHo, U
aHaJIOTUYHBIE.

[00163] TepMUH «CIMPO OULMKIOKCUATIKOKCH» OTHOCUTCS K aJIKOKCH TpyIIiaMm,
3aMeIIeHHBIM OTHOM HJIK 00JIee CIIMPO OMIMKIIOKCH TPYITIAMM, TJIe AJIKOKCH I'PYIIIa U CIIUPO
OMIMKJIWII TPYIINa ONpe/IeIeHbl B HACTOsIIel 3asBKe. K HEKOTOpbhIM HEOTpaHUUUTEIILHBIM
IIpUMEpPAM OTHOCSITCS CIUPO[ 2.4 | renTUII-2-0KCUAITOKCH, CIUPO[ 2.4 | renTUII-3-OKCUITPOTIOKCH,
cnupo|2.4]renTtun-4-oKCUIponoKcy, ciupo[4.4]|HOHUII-2-0KCUAITOKCH, ciupo[4.4 |HOHWIT-4-
OKCHITPOIIOKCH, 4-a3acnupo(2.4]renT-5-0KCUMpPOIIOKCH, U AaHAJTIOTUYHBIE.

[00164] TepmuH «CrUpoO reTepoOUIUKIOKCUATIKOKCH» OTHOCUTCS K aJIKOKCH T'PYIIIaM,
3aMEIIIEHHBIM OJTHOM WK O0Jiee CIUPO reTepOOULIMKIOKCU TPYIIIaMU, /1€ AJIKOKCH TpymIa
Y CIIMPO TeTEPOOHUIMKIINI TPYIINa ONpeIesieHbl B HacTosIIel 3asBKke. K HeKOTOphIM
HEOT'PAHUYUTEIIbHBIM IIPUMEPAM OTHOCITCS 4-a3acnupo(2.4]rent-S5-mIOKCU3ITOKCH, 4-
okcacnupo|[2.4]renT-5-uI0KCUITOKCH, S-a3acnupo|2.4]rent-5-uioKCUITOKCH, 4-a3aCIupo
[2.4]renT-5-UITOKCUTIPOIIOKCH, 4-0KCcAacIUpPO[2.4|renT-5-uIoKCUIIPOIIOKCH, S-a3acrupo|2.4]
TEIT-5-UITOKCUIIPOIIOKCH, U AHAJIOTUYHBIE.

[00165] TepMuH «CUpo OUIUKITUITIAMUHOATKOKCH» OTHOCUTCS K aJIKOKCH CPYIIIaM,
3aMEIIIEHHBIM OJTHOM WjIu O60Jiee CIUpO OULMKIIUIIAMUHO TPYIIIaMU, T/I€ AJIKOKCU Fpynma u
CIIMPO OUIMKJIMIIAMUHO T'PYIIa ONpeAe/IeHbl B HacToseH 3asaBke. K HEeKOTOpbIM
HEOT'PAHUYMUTEIIbHBIM IIPUMEPAM OTHOCSTCS CIIUPO [2.4 ] TEeNTUIT-2-aMUHOITOKCH, CIUPO [2.4]
TENTUI-3-aMAHOIIPOIIOKCH, CITUPO|2.4|renTri-4-aMUHO3TOKCH, ciupo[4.4|HOHUI-2-
AMUHO3TOKCH, CITUPO[4.4 |HOHUII-4-aMUHOIIPOIIOKCH, 4-a3acrupo[2.4]rent-5-aMUHOIIPOIIOKCH,
Y aHAJIOTUYHBIE.

[00166] TepMHH «CIUPO reTEPOOUIMKITUIIAMUHOATKOKCH» OTHOCUTCS K AJIKOKCH I'PYIIIaM,
3aMeIIEHHBIM OHOM UK O0Jiee CIIUPO TeTEPOOUIMKITUIAMUHO TPYIIIIAMU, TJI€ ATKOKCH
TpyIIia v CUpo reTepoOUIMKIMIIAMUHO TPYIINa ONpe/ejeHbl B HACTOsIIIeH 3asBke. K
HEKOTOPBIM HEOTPAHUUYMUTEIIBHBIM IIPUMEPAM OTHOCATCS 4-a3acnupo[2.4]rent-5-
WJIAMHUHOATOKCH, 4-0Kcacnupo[2.4]renT-2-uiaMuHONPONOKCH, 4-okcacnupol2.4]rent-5-
WJIAMHUHOATOKCH, S-a3acnupo|2.4]|renT-5-ua1aMUHONIPOIIOKCH, U aHAJIOTUYHBIE.

[00167] B HacTosI111eH 3asIBKE CBSI3b, HAUEPUECHHAS OT 3AMECTUTENS K LIEHTPY OJTHOTO KOJIbIA
B IIpeJieiax KOJIbLIEBOM CUCTEMBI (KaK ITOKAa3aHO HUKE) ITPEJCTABIISIET 3aMEIEHUE 3aMECTUTEIIS
Ha JII00011 3aMeliaeMoit mo3unuu Kobiia A u kobiia B. Hanpumep, dur. a ummoctpupyet
BO3MOJKHOE 3aMeIleHHe Ha JIF000M 13 IMo3unuil kosen A u B, moka3aHHbIX Ha dur. b.

R R
e YY"
N B
N/) R N/ R
R
our. a
dur. b

[00168] B HacTos1LIEH 3asiBKE TOUEUHAS JIMHUS, TPOYEPUEHHASI BMECTE CO CBSI3bIO B ITPEEIIaxX
KOJIBLIEBOM CUCTEMBI (KaK TOKA3aHO Ha (DUT. C) MPEICTABISIET JIMOO IBOMHYO, TMOO OJUHAPHYIO
cBs3b. Hampumep, cTpyKkTypa Ha Ur. ¢ WUTIOCTPUPYET JI00bIE CTPYKTYPbl, OTOOpPAaHHbIE C
¢wur. d.
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[00169] B HacTosiiet 3asiBKe JIBe COeTMHUTENbHBIE TOUkH, E niu E', B ipenienax KoJbleBokn
CUCTEeMBI (KaK MMOKa3aHo Ha (DUT. e), KPEmsATCsS K OCTaTKy MOJIeKyJbl, T.e. E u E' Mmoryt
UCIOJIb30BATHCSl B3AaUMOOOPA3HO.

[00170] B oTCyTCTBHE MHBIX YKA3aHUI OAPA3YMEBAETCS, YTO U300paKEHHBIE CTPYKTYPhI
BKJIIOUAIOT B ce0s1 Bce U30OMETPUUECKHE (T.€. SHAHTUOMETPUUECKHE, TUACTEPEOMETPUUECKUE
¥ reoMeTpudeckue (Ui KoHPOpMAIMOHHBIE)) POPMBI CTPYKTYPBI, Harpumep, R u S
KOH(pUTypanuu sl KaXKI0ro aCUMMETPUYHOTO LEHTPA, U30MePhI IBOMHOM cBs3U (Z) u (E),
1 koHpopmaimoHHble u3oMepsl (Z) u (E). [ToaTomy oMHOYHBIE CTEPEOXUMUYECKHE U30MEPHI,
PAaBHO KaK U SHAHTUOMETPHUUECKHE, TUACTEPEOMETPUUECKUE UITM TEOMETPUUECKHUE (UITU
KOH(MOpMAaIMOHHbBIE) CMECH MTPEACTABIEHHBIX XMMUUECKUX COETMHEHUN OTHOCSITCS K 00JIeTU
HACTOSILEN 3asIBKHU.

[00171] TepMUH «IPOTOTUITHOE JIEKAPCTBEHHOE CPEICTBO» OTHOCUTCA K XUMHUUECKOMY
COEAMHEHHUIO, KOTOPOE IMPeoOpa30BaHO in vivo B XUMUYECKOe coeauHerue ¢ popmyoit (I).
Ha takoe nmpeoOpa3oBaHue MOXKET MOBJIUATH, HAITPUMED, TUJIPOJIU3 B KPOBU UJTH
SH3UMATHUYECKOE ITpeobpa3oBaHue (HOPMbI MPOTOTUITHOTO JIEKAPCTBEHHOT'O CPEACTBA B
UCXOHYIO (hopMy B KpoBU UK TKaHU. [IpoToTHITAaMK 3asIBISIEMBIX XUMUYECKUX COCIUHCHMIA
MOTYT SIBIISIThCA, HAaTpUMeD, 3pupsbl. K aupam, KoTopble MOTYT UCIIOJIB30BATHCS B KAUECTBE
MPOTOTHUIIOB HACTOSIIIEN 3asIBKH, OTHOCSTCS (peHmnbHbIe 3¢upsl, amudaTtuueckue (C;-Coy)

3(UpPBI, AIUTOKCUMETUIIOBBIE 3(PUpHI, KApOOHATHI, KapOaMaThl, U AMUHO KUCIIOTHBIE 3(DUPBI.
Hampumep, 3asBiaseMmoe XuMHUIeCKoe COeIMHEeHNE, conepxkariee rpynny OH, MoxeT ObITh
AlWIMPOBAHO HA 3TO MO3UIKMH B €r0 TPOTOTUITIHYIO hopmy. K mpounm ¢popmam npoToTHIion
oTHOCsTCS pochaTel, Takue, HATTpUMep, Kak (ochaTsl, 00pa3yroImecs B pe3yabTaTe
dbocdatupoBanus rpymnibsl OH ucxogHoro xumuueckoro coeguHenus. Ilporotuntsie
XUMHUYECKHE COEUHEHUS TOAPOOHO paccCMaTpUBAIOTCS B paboTe XUrauvm U COaBTOPOB,
[TpoToTurHbIe IeKapCTBEHHBIE CPEACTBA KAK HOBATOPCKUE CUCTEMBI TOCTaBKH, ToM 14,
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Cepus cumniozuyMoB A.C.S.; Pou u coaBTOpHI, pea., buopeBepcupyemblie HOCUTEIU B
pa3paboTKe JIeKapCTBEHHBIX CPeACTB, AMepuKaHCcKas (papManeBTUUECKast aCCONUAIUS 1
uznarenbcTBo Pergamon PreS, 1987; Paytuo u coaBTopsl, IIpoTOTHUIIHBIE JIEKAPCTBEHHBIE
cpeactBa: PazpaboTka u kimHuueckoe npuMmenenue, Nature Reviews Drug discovery, 2008, 7,
255-270, u Xekiiep u coaBTopsl, [IpotoTuns! hochatos u pochonartos, J Med. Chem., 2008,
51, 2328-2345, Bce yNOMSHYTbIE ICTOYHUKH BKJIFOUEHBI B CITMCOK JIMTEPATYPhI HACTOAIIEH
3a5IBKH.

[00172] B oTcyTcTBHME MHBIX YKa3aHUI Bce TayTOMEpUUecKue (POPMBI 3asiBISIEMbIX
XUMUYECKHX COEIMHEHUN TTOoNnaatoT B 001aCTh ASMCTBUS HacTOsIIIel 3asBku. Kpome Toro,
B OTCYTCTBHUE MHBIX YKa3aHUM, B U300paK€HHBIX B HACTOSIIEH 3aIBKE CTPYKTYpax
MOAPA3YMEBAETCS TAK)KE HAIMUUE XUMUUYECKUX COEUHEHUI, OTIIMYAIOLIUXCS TOJIBKO
MIPUCYTCTBUEM OJHOTO WM O0Jiee U30TPOITHO OOOTaIIEHHBIX ATOMOB.

[00173] TepMuH «MeTabOIUT» O3HAYAET MPOAYKT, OOPA3YIOIIUICS B pPe3yIbTaTe
MeTaboJiM3Ma B TeJle OMPEAETIEHHOTO XUMUYECKOTO COEIMHEHUS UJTH €ro COJTu. MeTaboIUThI
XUMHUUYECKUX COEAMHEHUN MOXHO YCTAHOBUTD, MOJIb3YSICh TPAIULMOHHBIMU ClIOCOOaMH,
W3BECTHBIMM CIIELUAIUCTAM, A UX JESITEIbHOCTD OIPEICIISIETCS TECTAMU, TAKUMHU, HATIPUMED,
KaK B HACTosIIIeH 3asiBKe. Takue MpoIyKThl MOTYT 0OPa30BbIBATHCS, HAIIPUMED, B PE3YIHTATE
OKUCJIEHHUS], KOHUEHTPUPOBAHUS, TUAPOIIN3A, AMUAUPOBAHUS, 1€AMUIUPOBAHNS,
acTepuduKanuu, aescreprudukanyv, GepMEHTATUBHOTO PACHICTUICHUS, U aHAJIOTUIHBIX
MPOLIECCOB, MPOUCXOASIIMX C MPUHUMAEMBIM XUMUUECKUM coequHEHUEM. COOTBETCTBEHHO,
B 3aSIBKY BKJTIOUEHBI METAOOIUTHI 3a5IBJISIEMbIX XUMUUECKUX COETMHEHUM, BKITIOUASI XUMUUECKHE
COEJIMHEHMSI, 00pa30BABIIMECS B PE3YJIbTATE BCECTOPOHHET0 KOHTAKTUPOBAHUS 3a5BIISIEMOTO
XUMHUYECKOTO COEIMHEHHUS] C MJIEKOIUTAIOIIUM B TEYEHHUE BPEMEHM, IOCTATOUYHOTO 15
00pa3oBaHUs €ro METa00IMYECKOTO MPOAYKTA.

[00174] Ctepeoxumuueckue onpeesieHus: U YCIIOBHbIE 0003HAaUYEHUSI, UCTIOJIH3YEMbIE B
HACTOSIIIIEH 3as1BKE, B OCHOBHOM COOTBETCTBYIOT CIIEIYIOIIMM M31anusaM: [1lapkep v coaBTopsl,
NznatenbctBo McGraw-Hill, CioBapp xuMuueckux TepMUHOB (1984) McGraw-Hill Book
Company, Hbio-Mopxk 1 Dmuen 1 coaBTopsl, «CTePeOXUMHS OPraHHIECKUX XMMHYECKHX
COeIMHEeHUMN», u3aaTenbcTBO John Wiley & Sons, Inc., HLIO—I;IOpK, 1994. 3asaBisieMble
XUMHUYECKUE COEAUHEHUSI MOTYT COAEPKATH ACUMMETPUYHBIE UJTA XUPAJIbHBIE LIEHTPHI, U
MTO3TOMY CYIIECTBYIOT B Pa3JIMUHBIX CTEpEOU3OMeTpHUecKux (popmax. MimeeTcs B BULy, YTO
BCE CTepEOU3OMETpUUEcKHre (POPMBI 3asBIISIEMbIX XUMUUYECKHUX COSIMHEHUM, BKITFOYAsl, HO HE
OTrPAaHUYMBASICh AUACEPEOMEPAMU, SHAHTUOMEPAMU U AHTPOIIM30MEPAMH, A TAKIKE UX CMECH,
TaKUe KaK paleMUYECKUE CMECH, SIBIISIIOTCS YACThIO 3asiBIIIeMOro u3ooperenus. MHorue
OPraHUYECKHE XUMUYECKHE COSIMHEHHS CYIIIECTBYIOT B ONITUUECKU aKTUBHBIX (hOopMax,
HaIpuMep, OHU 00JIaJAI0T CITIOCOOHOCTHIO MOBOPAYMBATH INIOCKOCTH MOJISIPU3alY CBETA.
B onucaHuu onTUYECKU aKTUBHBIX XMMUYECKUX COeIMHEHUM MpUCcTaBKU D u L, umu R u S
UCTIONTB3YIOTCS JIJIT 0003HAUEHUST a0COTIOTHOM KOH(MUTYPAIMU MOJIEKYJTBI OTHOCUTEIIHHO €€
XUpaIbHOTO eHTpa (1eHTpoB). [IprctaBku d u I umu (+) U (-) ciykaT aj11 0003HAUEHUS 3HAKA
HAIIPaBJIEHUS IOBOPOTA INTOCKOTIOISIPU30BAHHOT O CBETA XMMUYECKUM COEAUHEHUEM, T]I€ (-)
wiM [ 03HavaeT MoBOPOT BJIEBO, CO3/1ABAEMbIN XMMUYECKHUM coeuHeHreM. Obo3HaueHue
XUMHUUYECKOTO COCJIMHEHUS, IIPEABAPAEMOE IPUCTABKOM (+) Wi d O3HAYAET MOBOPOT INIOCKOCTH
noJisipu3anuu BripaBo. C TOUKU 3pEHUsI JTaHHON XUMUUECKON CTPYKTYPbI 3TU CTEPEOU3OMEPHI
UICHTUYHBI, 32 UCKJIIOYEHUEM TOTO, YTO OHM SIBJISIIOTCS 3€pKaJIbHBIM OTOOpaKEHUEM JIPYyT
npyra. KoHKpeTHBIN CTpeorn3oMep MOKET TAK)KE HA3bIBATHCS SJHAHTUOMEPOM, U CMECH TAKUX
M30MEPOB YACTO HA3BIBAETCSI IHAHTUOMEPUUECKOHN cMechio. CMech SJHAHTUOMEPOB B
nmponopuuu 50:50 Ha3bIBAETCS UK PALIEMUYECKON CMECHIO UIIM PAlIEMAaTOM, KOTOPBIA MOXKET
BO3HUKHYTbh IIPU OTCYTCTBUU CTPEOCEJIEKLIUN WIIU CTEPEOCTICHAATU3AIUN B XUMAYECKOM
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peaxiuy uiy mporiecce. TepMUH «palleMUYECcKasi CMECh» WM «paleMaT» OTHOCUTCS K
SKBUMOJISIPHOM CMECH ABYX SJHEHTUOMEPUUYECKUX 00PA3LOB, JTUIIEHHBIX ONITUYECKOMN
AKTUBHOCTH.

[00175] BerpakeHue «TayToMep» UIH «TayToMeprudecKkasi popMa» OTHOCUTCS K
CTPYKTYPHBIM M30MepaM Pa3IMdHON SHEPTUHU, MEXTY KOTOPHIMU ITPOUCXOIUT B3AUMHOE
npeoOpa3oBaHue Yepe3 HU3KOIHepreTuiueckuii bapbep. K HEKOTOPHIM HEOT pAaHUYUTEIHLHBIM
MpUMepaM MPOTOHHBIX TAYTOMEPOB (U3BECTHBIX TAKKE KaK MPOTOTUITHBIE TAYTOMEPHI)
OTHOCHUTCS B3aUMHOE MPeoOpa3oBaHUE MOCPEACTBOM MUTPALIMU ITPOTOHA, TAKOT'O KaK K€TO-
SHOJIbHAS U SMUH-3HAMUHHAS n3oMepu3aluu. BajeHTHble TayTOMepbl BKIIFOYAIOT B Ce0st
B3aMMHBbIE TPEOOPA30BAHUS ITyTEM PEOPraHU3aALUN HEKOTOPBIX CBI3YIOLIUX JIEKTPOHOB.

[00176] Beipaxkenue «papManeBTHUESCKH IIPUEMIIEMbIE COJIM» OTHOCUTCS K OPTraHUUESCKUM
WJIM HEOPTraHUUECKUM COJISIM 3asIBIISIEMOTO XMMUYECKOTO coeauHeHus. DapmalneBTHIecKu
MpUeMJIEMbIE COJIU XOPOIIIO U3BECTHBI crieruactaMm. Hampumep, bepre u coaBTopsl mogpooHo
OTUCBIBAET (hapMaleBTUYECKH TTPUEMIIEMYIO COJTh B TIEpHOIMUECKOM u3manuu J. Pharmacol
Sci, 1977, 66, 1-19, ccbliika Ha KOTOPOE BKIIIOUEHA B CIIMCOK JIMTEPATYPhl HACTOSIIEH 3aIBKH.
K HEKOTOpBIM HEOTpaHUUUTETTBHBIM ITPpUMepaM (hapMaleBTUICCKH ITPUEMIIEMBIX COJIeH
OTHOCSITCS COJIM AaMUHO T'PYIIIbI, CO3/JaHHbIE HEOPraHUYECKUMU KUCIIOTAMU, TAKUM KaK
COJISTHAs KUCI0Ta, OpOMHUCTO-BOAOPOAHAS KUCITIOTA, (hochopHasT KUCIIOTA, CEpHAS KUCIIOTa
Y XJIOpHAsl KUCII0TA WK OPTaHUYECKUMU KUCIIOTAMU, TAKUMHU, KaK YKCyCHAsI KUCIIOTA,
1iaBesieBas KUCIOTa, MaJeMHOBAs KUCJIOTa, BHHHOKAMEHHAs KUCIIOTa, IMMOHHAS KUCIIOTA,
SHTapHAas KUCIIOTA UIU MAJIOHOBAS KUCIOTA, UJIM APYTUMU U3BECTHBIMU CITOCOOAMU, TAKUMU,
Kak MOHHBIN 0OMeH. K npyrum ¢apmaneBTHUeCK MPUEMIIEMBIM COJISIM OTHOCSTCS COJIb
AJIMIIMHOBOW KHCJIOTBI, COJIM OKCUSIHTAPHOM KUCIIOTHI, COJIb 2-TUAPAKPUIOBOM KUCIIOTHI,
aJIbTUHAT, aCKOPOAT, COJIb AMUHOSIHTAPHOM KUCITOTHI, O€H30JICYIb(OHAT, OeH30aT, OUCYIb(dAaT,
Oopart, Oytupart, kamdopat, Kampopcynb(PoHAT, IUKIIOTICHTAHIIPOIIMOHAT, IUTJTIOKOHAT,
JOACIUIICYTb(AT, 3TAHCYIb(OHAT, COJTb MypaBbUHOMN KUCIIOTHI, COJIb (DyMapOBOM KUCIIOTHI,
[JIIOKOTeNTOHAT, riulepodocdat, Colb INTIOKOHOBOM KUCIOTHI, TeMUCYJIb(aT, TenTaHoAaT,
reKcaHoaT, HOMCTOBOIOPOIHAS COJTh, 2-TUAPOKCU-ITAHCYIH(OHAT, TAKTOOMOHAT, COJIb
MOJIOYHOM KUCITOTHI, 3(pUp JTaypUHOBOMN KUCIOTHI, TAyPUII CYJIb(AT, COJIb I0JI0YHON KUCTOTHI,
COJTb MAJIOHOBOM KHUCIIOTBI, METAHCYIb(OHAT, 2-HaPTATMHCYIb(POHAT, COTb HHKOTUHOBOM
KHCJIOTBI, COJTb @30 THOM KUCIIOTHI, COJTb OJICMHOBOMW KMCIIOTBI, 3(UP MAITbBMUTHHOBOW KMCIIOTHI,
1amMoar, MeKTUHAT, COJIb HAJICEPHOM KUCIIOTHI, 3-(hDeHUIITPOITMHOAT, COJIb TMKPUHOBOM
KHUCIJIOTBI, MUBAJIAT, IPOIIMOHAT, COJIb CTEAPUHOBOW KUCIIOTHI, COJIb TUOLIMAHOBOM KHUCIOTHI,
p-TOIyOJCYIb(POHAT, YHIEKAHOAT, COJIM BAJIEPUAHOBOM KUCIIOTHI, U aHaIornyHble. Couu,
MOJIYYEHHBIE U3 COOTBETCTBYIOLIMX OCHOBAHMWH, BKJIIOUAIOT IIEJIOUHON METAILI,
LIEJIOYHO3EMENbHBIN METaIT, aMMOHUIA U cou N+(C | _4 ankun)4. 3asBiasieMbIM H300pETEHUEM

TaKXe MPeIyCMaTPUBACTCS KBAaTEPHU3AIMS JIIOOBIX OCHOBHBIX a30T-COJIEPKAIIUX TPYIIIT
3asIBJISIEMBIX XUMUYECKUX COeTMHEHMM. Takol KBaTepHU3aIlUel MOXKeET OBITh ITOJIyUYeHa BOJIa,
WK pACTBOPUMBIE B MACJIE, UJIU PaCbIeHHbIE MPOYyKThI. K mokazaTeIbHbIM COISIM HIETOUYHBIX
WU 1IEIIOYHO3EMENBbHBIX METAIJIOB OTHOCITCA HATPUM, JIMTUN, KAJTUN, KaJIbLUWNA, MAaTHUA, U
aHanornunele. K npyrum hapmManeBTUUECKH TPUEMIIEMBIM COJISIM OTHOCSITCS, KOTJIa 3TO
nesiecoo0pa3Ho, HETOKCUYHBIA aMMOHMUI, KBATEpHAPHBIA aMMOHMIA, U aMUH KaTHOHBI,
c(hopMUPOBAHHBIC C TOMOIILIO IIPOTUBOUOHOB, TAKUX KaK T'aJIud, THIPOKCUI, KapOOKCHUIIAT,
cynbdart, pocdar, HuTpaT, Ci_gCymboHAT UK apui CyIb(oHAT.

[00177] BerpakeHue «CoJIbBAT» OTHOCUTCSI K COOOIIECTBY UJIM KOMILIEKCY OJHOM WU
0o0J1ee MOJIEKYJT PACTBOPUTEIIS M 3asIBIIIEMOT0 XMMHUYECKOTO coeauHeHrs. K HeKoTophIM
HEOTPAHUYUTEIILHBIM IIPUMEPAM PACTBOPUTEIIEH, KOTOPBIE CO3IAIOT COIbBATHI, OTHOCUTCS
BOJIa, U30IIPOIIAHOJI, 3TAHOJ, MeTaHOJI, DMSO, 3Thi1 aleTart, yKCyCHast KUCI0Ta U 3TAHOJIAMUH.
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TepMuH «rugpaT» OTHOCUTCSI K KOMILJIEKCY, TJI€ MOJIEKYJIONW PACTBOPUTEIIS SIBJISIETCSI BOJIA.
[00178] TepMuH «3amuTHAS TPYITIa» WK «Pg» OTHOCUTCS K 3aMECTHEI0, KOTOPBI OOBITHO
UCTIOJIb3YETCS 711 OJTOKUPOBAHUS U 3AIIUTHI OTNPeAeTICHHOM (PYHKIMOHATIBHOCTH IPU PeaKLU
¢ IpyruMu GyHKIMOHATIBHBIMU T'PYIIIIAMU B XUMUYECKOM coeuHeHnn. Hampumep, «aMuHO-
3aIUTHAS TPYyMIa» MPEACTABISAET COOOM 3aMECTUTENh, TPUKPETICHHBIN K aMUHO TPYIIIe
JUTSL 3aIUTHI aMUHO-(PYHKIIMOHATFHOCTH XUMUYECKOT'0 coeuHeHus. K HeKOTOphIM
HEOTPaHUYHUTEITLHBIM ITPUMEPaM ITOIXOISIINX AMUHO-3aIIUTHBIX TPYIIT OTHOCSATCS alleTHII,
TpudTopanetui, t-0yrokcukapoonui (Boc), 6enzunokcuxkapobonus (Cbz) u 9-
dbTopsHUIMeTHIIEHOKCUKapOoHUT (Fmoc). AHATTOTMYHO, «TUAPOKCU-3AIIUTHAS TPYyIIa»
OTHOCHTCS K 3aMECTUTEITIO TUIPOKCHU I'PYMIIbl, OJIOKUPYIOIIEMY WU 3aIIUIIAIOIIEMY THIPOKCH-
(GyHKIMOHATIBHOCTH. K HEKOTOPHIM HEOT PAHUUIUTETLHBIM ITPUMEPAM TTOAXOASIIUX TUAPOKCH-
3aIIUTHBIX TPYIII OTHOCHUTCS alleTHII U CHITWII. BeIpakeHHe «kapOOKCH-3aIUTHAS TPYITIa»
OTHOCHTCS K 3aMECTUTEITIO KapOOKCH I'PYIIIIBI, OJIOKMPYIOIIEMY HMITH 3aIIMINAIOIIEMY KapOOKCH-
(GYyHKIMOHATBHOCTH. K HEKOTOPBIM HEOTPAaHUYUTEIIBHBIM ITPUMEPAM pacIpOCTPAHEHHBIX
KapOOKCHU-3aIMTHBIX I'pyIi oTHOCSITCI-CH,CH,SO,Ph, imanosTHI, 2-(TPUMETHIICIIWIT) 3THIT,

2-(TPUMETUJICITUIT) 3TOKCUMETHIT, 2-(P-TOTYOJICYIb(MOHMIT) ITHIT, 2-(P-HUTPOPEHUICYIHDOHMT)
9T, 2-(mudennt GochrHo)-3TUIT, HUTPOITHI, U aHATIoTUYHbIe. O011Iee OnMcaHue 3AUTHBIX
CPYII U UX UCTIOJIb30BAHUE MTPUBOATCS B MOHOTpadusix: I'puH U coaBTOpSHI, 3alUTHBIE
TCPYyNIIbl B OpraHUYECKOM cuHTe3e, M3aatenscTBo ohn Wiley & Sons, Heto-Mopkk, 1991 u
Kouuuckuii u coaBropsl, 3ammTHble rpynnsl, M3aarensctBo Thieme, [ tyTrapt, 2005.

OIMMCAHUE XUMUYECKNX COEJJUHEHNUN N30BPETEHU S

[00179] 3aaBrsiFOTCSt HOBBIE XUMHUYECKHUE COSTMHEHUS UM (DapMaleBTUIECKHe
JIEKapPCTBEHHbIE ITpenapaThl, KOTOPbIE MOT'YT ObITh O0J1ee 3(PPEKTUBHBIMU [17151 TPOUITAKTUKU
WK JleueHust puopo3a TKaHel YeToBeKa WK ) KUBOTHBIX. 3asBIISIOTCS XUMUYECKHE COSTMHEHUST
¢ popmynoii (I), mpuBeIeHHOM HUXKE:

B —— X

(0,

WJIA CTEPEOUZOMED, TEOMETPUUYECKUN U30MED, TayTOMEp, N-OKCUA, TUIpAT, COJIbBAT,
MeTa0oJIuT, (hapMaleBTUUECKU ITpUeMIIeMasi COJIb UIIK UX MTPOTOTUITHOE COETMHEHUE, T
Kaxabi Vi, Vo, V3, Vy, A, B, X 1 Y onipesiesieH B HACTOSIIIEHN 3asIBKE.

[00180] B HekoTopbIx peanuzanusix V| npeacrasisier coboit N uiun CR], V, nipencrasisier

co60it N nim CR?, V3 npencrasisier codor N uimum CR’u V4 npencrasiser codom N uium CRY,
r7ie KaK MUHUMY OJIuH U3 V|, Vo, V3 u V4 nipencrasisieT coooit N;

X mpesIcTaBIIsIeT COOOM CBA3b, NR’,0, S, C.10 ankunieH, Cy_q ankenuieH, Cy_j aJIKEHUIIEH,
R0-C(=Y)-, -R%-C(2Y)-O-, -R®-C(=Y)-N(R’)-, -R®-S§(=0),-, -R®-S(=0)-N(R")-, nymut -R®-Y-,
1€ KaXIbIN t MpeacTaBiIsieT cooom 1 uim 2;

Y npencrasiser coooit O wiu S;
A mpenacTaBisieT cOOOM reTepoUUKIIUIIEH, KapOOLUMKIIUICH, CTIJIABJIEHHBIN OUIMKIIUIICH,
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CILJIaBJICHHBINM T'e€TEPOOUIMKIIUIICH, CITUPO OUIUKIIUIICH, CTUPO TeTePOOUIIUKIINIICH, apUIICH U
reTepoapuIIcH;
B npencrasisier coOoi alIKOKCH, THAPOKCU-3aMEILIEHHBIN aJTIKOKCH, —NR7R7a, —C(=O)NR7R7a,
-OC(=0)NR’R"%, -0C(=0)0OR’, -N(R7)C(=0)NR'R"%, -N(R”)C(=0)OR"%, -N(R")C(=0)-R"?,
R’R73N-S(=0);-, R’S(=0),-, R’S(=0)N(R’?)-, C4_1 kapGomuukmm, C_|5 WHKIOAIIKHIL

TETEPOLUKIIUIL, APUIT, TETEPOAPUIT, CTITIABIICHHBIN OUIIMKIIUII, CTUTABJIEHHBIN TeTePOOUIMKITUIT,
CITUPO OMIMKJIUII, UITA CITUPO TeTEPOOUIUKITUI;
wi A, X u B Bmecte, hopmupyrorue rpyrmy ¢ ¢popmyior (I1):

(Rsa}ﬁ

\ 7

Zz

(i,

rae D npencraBisieT cooom NR? , 0, S, um CR7R7a;

R! npexcrasiser coooit H, F, Cl, Br, I, nuano, rupoxcy, R’*R'N-, -C(=0)NR'R"?, -0C(=
O)NR'R’?,-0C(=0)OR’, -N(R7)C(=0)NR'R"?, -N(R")C(=0)OR"?, -N(R")C(=0)-R"?, R’R7*N-
S(=0).-, R’S(=0),-, R7S(=0)N(R”%)-, R"*R’N-asnkun, R’S(=0)ankun, R’'R7*N-C(=0)-anxu,

R7aR7N—aJ'IKOKCI/I, R7S(=O)t—aJ'IKOKCI/I, R7R7aN—C(=O)—aHKOKCI/I, anidaTUIECKUii, TaTOATKWII,

AJIKOKCH, TUIPOKCUATIKOKCH, AMUHOATIKOKCH, TUIPOKCU-3AMEIIEHHBI AMUHOAJIKOKCH,
rajgoajIkOKCH, aMUHO-3aMEIIIEHHBIN IaJI0aJIKOKCH, AJIKUIAMUHOTAJIOAIKOKCH, TUIPOKCH-
3aMEIIEHHBIN TAJI0AJIKOKCH, AJIKUJIAMUHOAJIKOKCH, aJIKOKCUAJIKOKCH, IMKJIOAJIKUIIOKCH,
APUITATIKOKCH, ApUIAIIKMIIAMUHO, T€TEPOAPHUIIATIKOKCH, T€TEPOAPHUITATIKUIIAMUHO,
TeTEPOLMKIIMITATKUIAMUHO, IMKJIOATIKUIIAMUHO, T€TEPOLMKITUIATKOKCH, KapOOMKITUIATKOKCH,
KapOOIUKIUIATKUIAMUHO, TeTePOIUKINI(TUAPOKCHATIKOKCH), KapOOIMKITUIT
(TUIPOKCUATIKOKCH), APWI(TUIPOKCUAIIKOKCH), ApUTTOKCHAITKOKCH, APUIIOKCH, TETEPOAPUIIOKCH,
reTepoapUIOKCUATKOKCH, TETEPOLMKIIUIOKCHATIKOKCH, KapOOIMKIUIOKCHATIKOKCH,
TeTEPONUKIIUIOKCH, a3UT0ATTKOKCH, CTIIABJICHHBIN OMIUKIINI, CTIJIABICHHBIN IeTepOOUIUKITHII,
CIUIABJICHHBINM OWIUKITAI ajudaTUUECKUM, CIIABICHHBIN TeTePOONIUKITAI aTu(aTUIECKUH,
CIUTABJIEHHBIN OMITMKIIOKCH, CTIJIaBJICHHBIN T€TePOOUIMKIIOKCH, CTIIIaBICHHBIN OUIMKIIUIAMUHO,
CILJIABJICHHBIN reTepOOUIMKIIMIIAMUHO, CILJIABJIEHHbBIN OUIUKITUIAIKOKCH, CTIABJIICHHBIN
reTepOoOUIMKIIUIIAIIKOKCH, CTUTABICHHBIN OMIMKIMIIAIKUIAMUHO, CTUTABIICHHBIN
reTepoOUIMKIIUIIAIKUIIAMUHO, CIIJIaBJICHHBIM OUIMKIOKCHAIIKOKCH, CITABJICHHBIN
reTepOOUIIMKIIOKCUAIIKOKCH, CTUTABIIEHHBIN OULIMKIMIAMUHOATIKOKCH, CIIJIaBJICHHBIM
reTepOoOUIMKIIMIAMUHOATKOKCH, CTIaBIeHHbIN OUIMKINI-C(=0)-, CITaBIICHHBIN OUIMKITUII-
C(=0)0O-, crinasneHHbIl rerepoounukinia-C(=0)-, criaBiaeHHbIN reTepoouukini-C(=0)0-,
CIIIaBJIeHHBIN OuMKIUIaMuHO-C(=0)-, criaBiaeHHbIN reTepoOuIKIniIaMuio-C(=0)-,

CILIABJICHHBIN 6HuHKan—C(:O)N(R7)—, CIIABJICHHBIN FeTepO6I/ILII/IKJ'II/IJ'I—C(=O)N(R7)—, CIIUPO
OMIMKJITUIT, CITUPO TeTePOOUIUKIIVII, CITUPO OMITUKITUIT ATTU(PATHUECKUM, CITMPO TeTEPOOUIMKITHIT
amubaTUUECKuii, CIIUPO OUIUKIIOKCH, CITUPO TeTePOOUIIUKIIOKCH, CITUPO OUMIUKIIUIIAMUHO,
CITUPO TeTEPOOUIMKITMIIAMUHO, CITUPO OMIUKITAIATIKOKCH, CITUPO TETEPOOUITMKITUITAITKOKCH,
CIUPO OUIMKITWIATKUIIAMUHO, CITUPO T€TePOOUIUKITUIIAIKUIAMUHO, CIIUPO
OMIUKITOKCHATKOKCH, CITUPO TeTepOOUIMKIOKCUAITKOKCH, CITMPO OUIMKITMIIAMUHOATTKOKCH,
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CIIUPO TeTepOOUIMKIIUIIAMHUHOATKOKCH, CTUpo OUIMKIUI-C(=0)-, crimpo oumukmmi-C(=0)
O-, ciirpo retepoOunukiniI-C(=0)-, cnupo rerepooutukini-C(=0)0-, cnupo OUIMKIIUIAMHUHO-

C(=0)-, ctupo rerepodurukaniaMmuao-C(=0)-, cnupo 614u14KJ11/1J1—C(=O)N(R7)—, CIIUPO

FeTepo6I/ILII/IKJ'II/IJ'I-C(:O)N(R7)-, TeTePOLMKIINIL, LIUKIIOATIKUIL, APUIL, TETEPOAPUIL, TETEPOLMKITAIL
anmidaTUIECKU, IMKITOATKUI aludaTUIecKuil, apui aaudaTHIECKUl, TeTepoapul
amupaTUICCKHI, apMn-(CHz)p-G-(CHz)m-, reTepoapvm-(CHz)p-G-(CHz)m-, TETEePOLMKITAII-

(CHz)p-G-(CHz)m-, WJIN I_[I/IKJ'IOaHKHH-(CHz)p-G-(CHz)m-, rae kaxapid G mpeacrasisieT coooi
0, S, NR?, $(=0), S(=0),, C(=0), -C(=0)N(R”)-, -OC(=0)N(R)-, -OC(=0)-, -N(R")C(=0)
N(R7)—, —(R7)N—S(=O)t, -OS(=0),, unu —OS(=O)tN(R7)—; KaXXJIbIH t TpeCTaBIseT cooot 1 uim

2; KaXObIM p U m mpeacrasiser coooit HezaBucuMo 0, 1, 2, 3 wiu 4; unu rae kaxapiid uz Ce.
10 apu-(CH)-G-(CHy) -, Cy g retepoapuin-(CH,) ,-G-(CHp) -, Cy._ 1 rerepoupkimn-(CHy) -G-
(CHp)py, 1 C3.1¢ tukioankui-(CHy),-G-(CHy) - ipezicTasiisier Co00# JOMOTHUTEBHO
3aMeleHHbIN ogqHuM uiu 6odee F, Cl, Br, I, Cy_g ankui, Cy_gankunui, Ci_g aTKOKCH WU
UAHO;

R2 npexcrasiser coooit H, F, Cl, Br, I, uuano, ruapoxcu, R7*R'N-, -C(=0)NR'R"?, -0C(=
O)NR'R"?, -OC(=0)OR’, -N(R7)C(=O)NR’R?, -N(R7)C(=0)OR"?, -N(R7)C(0)-R”*, R’R7*N-
S(=0),, R’S(=0),, R’S(=0)N(R"#)-, R7*R'N-anxu1, R’S(=0),anxur, R’R’*N-C(=0)-aku,

R7aR7N—aHKOKCI/I, R7S(:O)t—aHKOKCI/I, R7R7aN—C(:O)—aJ'IKOKCI/I, anidaTUUeCKuii, TaTOATKUII,

AJIKOKCH, TUJIPOKCUATIKOKCH, AaMUHOAJIKOKCH, THJIPOKCU-3AMEIIIEHHbI AMUHOATKOKCH,
rajgoaJIKOKCH, aMUHO-3aMEIIIEHHBIN IaJI0aJIKOKCH, AJIKUJIAMUHOTAJIOAIKOKCH, TUIPOKCH-
3aMEIIECHHBIN TATIOAIKOKCH, AJTKUIAMUHOAJIKOKCH, AJIKOKCUAJIKOKCH, APUITAITKOKCH,
apWIAJIKUIAMUHO, TETEPOAPUIIATIKOKCH, TETEPOAPUITAIIKUIIAMUHO, TE€TEPOLMKIIMIIATIKWIAMUHO,
UKJIOATKWIOKCH, HIMKJIOAJIKUIAMUHO, T€TEPOLUKIMIATIKOKCH, KAPOOIUKIUIATIKOKCH,
KapOOIUKINIATKUIAMUHO, TeTePOUUKIMI(THAPOKCHATIKOKCH), KapOOIMKITUIT
(TUIPOKCUATIKOKCH ), APUII(TUIPOKCUATTKOKCH), APUIIOKCUATIKOKCH, APUITOKCH, TETEPOAPUITOKCH,
reTepoapUIOKCUATIKOKCH, TETEPOLMKIIUIOKCHATIKOKCH, KapOOIMKIUIOKCHATIKOKCH,
TeTEPONUKIIUIOKCH, a3UT0ATKOKCH, CIIIABJICHHBIN OMIUKIINI, CTIJIABICHHBIN I'eTepOOUIMKITHII,
CIUIABJICHHBINM OWIUKIIAI aTu(aTUUECKUM, CIITIABIICHHBIN TeTePOONIUKITAI aTu(aTUIECKUH,
CIUTABJICHHBIN OUIIMKIIOKCH, CTIJIaBJICHHBIN T€TePOOUIMKIIOKCH, CTIIIaBICHHBIN OUIMKIIUIAMUHO,
CILJIABJICHHBIN reTepOOUIMKIIMIIAMUHO, CILJIABJIEHHbBIN OUIUKITMIAIKOKCH, CTUIABJIICHHBIN
reTepOoOUIIMKIIUIIAIIKOKCH, CTUTABICHHBIA OMIMKITWIIATKUIAMUHO, CTUTABIICHHBIN
reTepoOUIMKIIUIIAIIKUIIAMUHO, CIIJIaBJICHHBIM OUIMKIOKCHAIIKOKCH, CITABIICHHBIN
reTepOOUIIMKIIOKCUAITKOKCH, CTUTABJICHHBIN OUMLMKIMIIAMUHOATIKOKCH, CILJIaBJICHHBIM
reTepOoOUIMKITMIAMUHOATKOKCH, CTTaBiIeHHbIN OUIMKINI-C(=0)-, CTTaBIeHHBIN OULIMKITUII-
C(=0)0O-, crinasneHHbIl rerepoounukini-C(=0)-, criaBiaeHHbIN rerepooumukini-C(=0)0-,
CILJIaBJIeHHBIN OUMKIMiIaMuHO-C(=0)-, criaBiaeHHbIN reTepoOuMKIniIaMuHo-C(=0)-,

CILIABJICHHBIMN 6HuHKan—C(:O)N(R7)—, CILIABJICHHBIN FeTepO6I/ILII/IKJ'II/IJ'I—C(=O)N(R7)—, CIIUPO
OMIMKIIHJI, CITUPO TeTEPOOUITUKITII, CITUPO OUIMKITHIT aJT(aTHUCCKHIA, CITUPO TeTEPOOMITUKITHI
amdaTUIECKHiA, CIUPO OUIMKIIOKCH, CITMPO IeTePOOUIMKIOKCH, CITUPO OUIMKIIAIAMHUHO,
CITUPO TeTEPOOUIMKITMIIAMUHO, CITUPO OMIUKITUIATIKOKCH, CITUPO TETEPOOUITMKITUITAITKOKCH,
CIUPO OMIMKJIHIIATIKUIAMMHO, CITUPO TeTePOOUIMKITMIAIKUIAMUHO, CIIMPO
OMIUKITOKCHATKOKCH, CITUPO TeTePOOUITMKITIOKCUAITKOKCH, CITMPO OUIUKITMIIAMUHOATTKOKCH,
CIIMPO TeTepOOUITMKIIUIIAMUHOATKOKCH, CTUpo OUIMKIUI-C(=0)-, crimpo ounukmmi-C(=0)
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O-, criupo rerepoorukInI-C(=0)-, crpo retepoounukini-C(=0)0-, ciupo OUIMKITUIAMUHO-
C(=0)-, cupo rerepodunuxaniaMmuHo-C(=0)-, cnupo 6I/II.II/IKJ'II/IJ'I-C(:O)N(R7)-, CIIUPO
reTepo6HuHKnym—C(:O)N(R7)—, reTePOLUKIIWI, UIMKI0ANIKWI, apuil, C;_4 rerepoapu,
TFeTEePOIUKIIAI alTu(aTUUCSCKUM, MKITOATKHIIT aTM(aTUIeCKUi, apui aaudaTHISCKUM,
rerepoapuin amidarrnieckuit, apun-(CH,),-G-(CHy) -, rerepoapuin-(CHy),-G-(CHy) -,
FCTepOLII/IKJ'II/IJ'I-(CHz)p-G-(CHz)m-, WU L[I/IKJ'IO&J'IKI/IJ'I-(CHZ)p-G-(CHz)m-, rae Kaxaeii G

npezcrasisier co6oit O, S, NR>, S(=0), S(=0),, C(=0), -C(=0)N(R")-, -OC(=0)N(R)-, -OC
(=0)-, -N(R7)C(=0)NR)-, -(R"N-S(=0),, -OS(=0),, wiu1 -OS(=0)N(R")-; Kasplit t

MpeCTaBIISIeT co00i 1 Uu 2; KaXXabIi p U m IpeAcTaBiseT coooi HezaBucumo 0, 1, 2, 3 uiu
4,

R3 npencrasuser cooor H, F, Cl, I, unano, R'R7®N-, -C(=0)NR'R’%, -OC(=0)NR'R"?, -OC
(=0)OR’, -N(R")C(=0)NR'R”?, -N(R")C(=0)OR"?, -N(R7)C(=0)-R7®, R’R7*N-S(=0),-, R’S(=
0)-, R’S(=0)N(R')-, R7*R'N-anxur, R’S(=0)-anxmt, R’R7*N-C(=0)-ankun, R’*R'N-

AIIKOKCHU, R7S(=O)t—aHKOKCI/I, R’R72N -C(=0)-ankoxcu, amupatuyeckuit, C,_y( raJIoaaKku,
apui-C,_j g aTKokcH, reperoapuii-Cs_j g aTKOKCH, TMKI0ATKUI-Cy_1 o ATTKOKCH, CIIABIICHHBIN
onuukII-C,_qo ankokcu, C;_4 reTepoapuil, 3aMeeHHBIN apuil, TeTEPOLMKITUIL, [UKIOATIKUIL,
TeTEePOLMKIINI aTudaTUIECKUM, UUKIOAIKWI anudatrudeckuit, Cy_4 rerepoapui
anmudaTruueckuit, 3aMmereHHbIN apui Cs_jg alIKWI, TeTEPOLUKIMIATIKII, aJTKOKCH,

TUAPOKCHAIIKOKCHU, aMUHOAJIKOKCH, FI/I,Z[pOKCI/I—BaMeLHGHHbIﬁ AMHWHOAJIKOKCH, I'aJIOAJIKOKCH,
AMUHO-3aMEIIEHHBIN TaJIOATIKOKCH, AJIKMIIAMHUHOTAJIOATIKOKCH, I‘I/II[pOKCI/I—?)aMeH_[eHHbIﬁ
rajJ0aJIKOKCH, AJIKUWIaAMHUHOAJIKOKCH, AJIKOKCHAJIKOKCH, apI/IJ'I—Cz_IO AJIKOKCH,

reTePOLUKIIUIAIIKOKCH, KapOOUMKIUIATKOKCH, TETEPOLMKIUI(TUIPOKCUATIKOKCH),
KapOOIUKIWI(TUIAPOKCHUATIKOKCH), apUII(TUAPOKCUATIKOKCH), aPUIIOKCUAITKOKCH,
apUJIaMHUHOAJIKOKCH, apUIIOKCH, TETEPOAPUITIOKCUATIKOKCH, TE€TEPOIUKIUIOKCUATKOKCH,
KapOOIUKIUIOKCUATKOKCH, TETEPOIMKIIMIOKCH, IIUKIIOATKMIIOKCH, a3U10aJIKOKCH,
CIUUIABJICHHBINM OWIUKIINI, CTTIABJICHHBIN IeTEPOOUIUKITNI, CTITIABICHHBIN OUIMKITAIT
anmpaTUIEeCKH, CTUTABIIEHHBINM FeTEPOOMIMKIINI aTuhaTUUeCKH, CTUTABJIEHHBIN OUIMKIIOKCH,
CILJIABJICHHBINM reTepOOMIMKIIOKCH, CTUIABICHHBIN OUIUKIMIAMMHO, CIIABIICHHBIN
reTePOOMIMKITMIIAMUHO, CTUTABJIEHHBIN OMIUKITUIAIKOKCH, CIIJIaBICHHBIM
reTepOoOUIMKITUIIAIIKOKCH, CTUTABICHHBIN OMIMKIMITAIKUIAMUHO, CIIABIICHHBIN
reTepPOOUIMKITUIATKMIIAMUHO, CTITIABIICHHBIN OUIMKIIOKCUATIKOKCH, CTUTaBJICHHBIN
reTepOoOUIMKIIOKCUAITKOKCH, CTUTABIICHHBIN OMIMKIMIIAMUHOATIKOKCH, CIIJIaBJICHHBIM
reTepOOUIMKITUIAMUHOAIIKOKCH, CTUTaBIIeHHBIN OMIUMKITUI-C(=0)-, CTTaBISHHBIN OUIUKITUIT-
C(=0)0O-, crinaBieHHbIl rerepoounukinia-C(=0)-, criaBiaeHHbIN reTepoouukini-C(=0)0-,
CILJIaBJICHHBINM OUMIMKIMIaMUHO-C(=0)-, CrIaBIeHHBIN reTepoOUIMKIniIaMuHo-C(=0)-,

CILJIABJIICHHBIN 6I/IHI/IKJ'II/IJ'I-C(:O)N(R7)-, CILJIaBJICHHBIN FeTepO6I/ILH/IKJ'II/IJ'I—C(=O)N(R7)—, CIIUPO
OMIUKIINII, CITUPO FETEPOOMIMKIINIL, CITIMPO OUIMKITAI ajTudaTHUSCKUM, CIIMPO TeTEPOOUIUKITII
amupaTUIECKHi, CITUPO OUIUKIIOKCH, CITUPO TeTePOOUIUKIIOKCH, CITUPO OMIUKIIMIIAMHUHO,
CIIUPO TreTepOOUITMKIIUIIAMUHO, CITUPO OUIMKIIUIAIIKOKCH, CITUPO TeTepOOMIUKITMITIATKOKCH,
CIUPO OUIMKJTWITATKUIIAMUHO, CITUPO TeTePOOUIMKITMIIAIKUIAMUHO, CITUPO
OUIMKJIOKCUATIKOKCH, CITUPO FeTepOOUIMKIIOKCUATKOKCH, CITMPO OMIMKIMIIAMUHOATIKOKCH,
CIIUPO TeTePOOUIUKIIMIIAMUHOATKOKCH, Criupo OUIMKIUI-C(=0)-, crmpo onmukimi-C(=0)
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O-, criupo rerepoorukInI-C(=0)-, crpo retepoounukini-C(=0)0-, ciupo OUIMKITUIAMUHO-
C(=0)-, cupo rerepodunuxaniaMmuHo-C(=0)-, cnupo 6I/II.II/IKJ'II/IJ'I-C(:O)N(R7)-, CIIUPO
reTepo61/1Lu/H<n1/m—C(:O)N(R7)—, apui-(CHy)p-G-(CHy) -, rerepoapuin-(CHy)p-G-(CHp ) -,
FeTepOLII/IKJII/IJI—(CHz)p—G—(CHz)m—, WK I_II/IKJIOEUIKI/IJI—(CHz)p—G—(CHz)m—, rjae kaxapii G

npeacrasisier co6oit O, S, NR>, S(=0), S(=0),, C(=0), -C(=0)N(R”)-, -OC(=0)NR)-, -OC
(=0)-, -N(R)C(=0)NR)-, -(R")N-S(=0),-, -0S(=0),-, wir1 -OS(=0)N(R")-; kax b1t t

MpeCTaBIISIET COO0M 1 UK 2; KaXXIbIi p U m peACcTaBiseT coooit HezaBucumo 0, 1, 2, 3 uim
4;

R* npencrasnser coboit H, F, I, nano, rugpokcn, R7*R’N-, -C(=0)NR'R"?, -0C(=0)
NRR7®, -0C(=0)0OR’, -N(R")C(=0)NR'R"?, -N(R7)C(=0)OR "%, -N(R")C(=0)-R7*, R’R7*N-S
(=0)-, R7S(=0),-, R’S(=0)N(R"%)-, R"*R"N-anxun, R’S(=0)-anxur, R’R’*N-C(=0)-anku,

R7aR7N—aHKOKCI/I, R7S(=O)t—aJ'IKOKCI/I, R7R7aN—C(=O) -aJIKOKCH, aTruhaTUIECKUM, TaJIOATKHII,
Cy.1¢ AIKOKCH, TUIPOKCUAITKOKCH, AMUHOATKOKCH, TUIPOKCU-3aMEIIIEHHbI aMUHOAJIKOKCH,

raJI0aJIKOKCHU, aMUHO-3aMEILCHHBIN IaJI0AIKOKCH, AJIKUIIAMUAHOTAJIOAJIKOKCH, T'MIPOKCH-
3aMEILEHHBIN TAJIOATIKOKCH, AJIKWUJIIAMUHOAJIKOKCH, AJIKOKCUATIKOKCH, C3_5 HUKJIIOAJIKHUIOKCH,

APUITAIIKOKCH, I'€TCPOAPUITATIKOKCH, I€TCPOAPUIIATIKHITAMHWHO, TCTCPOUUKIUNITIAIIKHIAMHUHO,
C7_10 OUKIIOAJIKOKCH, HUKITOAJIKUIIAMHUHO, I'€TCPOLUKINIAIKOKCH, Kap6OHHKHHHaHKOKCH,

KapOOIUKINIATKUIAMUHO, T€TePOUUMKIWI(TUAPOKCHATIKOKCH), KApOOIMKITUIT
(TUIPOKCUATIKOKCH ), APUII(TUIPOKCUATTKOKCH), APUIIOKCUATIKOKCH, APUITOKCH, TETEPOAPUIIOKCH,
reTepoapUIOKCUATKOKCH, TETEPOLMKIIUIOKCHATIKOKCH, KapOOIMKIIUIOKCHATIKOKCH,
TeTEPOLUKIUIOKCH, a3UT0ATTKOKCH, CTIJIABJICHHBIN OMIUKITNI, CTIJIABIICHHBIN e TepOOUIUKITHII,
CIUIABJICHHBINM OUIUKIIAI aTu(aTUUECKUM, CIITIABIICHHBIN IeTEPOOUIUKITAI aTu(aTUIECKUH,
CIUTABJIEHHBIN OUITMKIIOKCH, CTIJIABJICHHBIN T€TePOOUIMKIIOKCH, CTIIaBICHHBIN OUIMKIIUIAMUHO,
CILJIABJICHHBINM reTepOOHIMKIIMIIAMUHO, CIIJIABJICHHbBIN OUIMKIIAIAIKOKCH, CIUIABIICHHBIN
reTepoOUIMKIIUIAIIKOKCH, CTUTABICHHBIH OMIMKITWIAIKWIAMUHO, CTUTABJICHHBIN
reTepoOUIUKIIUIIAIKUIIAMUHO, CIIJIaBJICHHBIN OUIMKIOKCHAIIKOKCH, CITABIICHHBIN
reTepOOUIMKIIOKCUAIIKOKCH, CTUTABJICHHBIN OULIIMKIMIIAMUHOATIKOKCH, CIIJIABJICHHBIM
reTepOoOUIMKITMIAMUHOATKOKCH, CIIaBiIeHHbIN OUIMKINI-C(=0)-, CTTaBICeHHBIN OULMKITUII-
C(=0)0O-, cinaBneHHbIN rerepoounukini-C(=0)-, criaBiaeHHbIN rerepooumukini-C(=0)0-,
CIIaBJIeHHbIN OuukIMiIaMuHo-C(=0)-, crutaBiaeHHbIN reTepoounukInIaMmuHo-C(=0)-

,CIJIABJICHHBLIMN 6I/IL[I/IKJII/IJI—C(:O)N(R7)—, CILIABJICHHBIN FeTepO6I/ILII/IKJII/IJI—C(=O)N(R7)—, CIIUPO
OMIMKIIHJI, CITAPO TeTEPOOUITUKITII, CITUPO OUIMKITUIT aJT(aTHYECKHIA, CITUPO TeTEPOOMITUKITHI
anmdaTUIECKHiA, CIUPO OUIMKIIOKCH, CITMPO IeTePOOUIUKIOKCH, CITUPO OUIMKIIMIAMUHO,
CITUPO TeTEPOOUIUKITMIIAMUHO, CITUPO OMIUKITUIATIKOKCH, CITUPO TeTEPOOUITMKITUITAITKOKCH,
CIIUPO OUIMKJIMIAIKAIAMUHO, CIIMPO TeTEPOOUIMKIUIATIKUIAMUHO, CITMPO
OMIUKIIOKCUATKOKCH, CITUPO T€TePOOUIMKITIOKCUATTKOKCH, CITMPO OUIUKITMIIAMUHOATTKOKCH,
CIIMPO TeTepOOUIMKIIUIIAMUHOATKOKCH, CTUpo OUIMKIUI-C(=0)-, crimpo ounukimi-C(=0)
O-, crimpo retepoounukin-C(=0)-, cpo rerepoouukmi-C(=0)0-, cnupo OUIUKIIMIaMHAHO-

C(=0)-, ciupo rerepoodurukaniaMmuHo-C(=0)-, cnupo 6I/II_II/IKJ'II/IJ'I—C(=O)N(R7)-, CIIUPO

reTepo6HuHKnHJI—C(:O)N(R7)—, TEeTEPOLMKIINIL, LIUKIIOATIKUIL, APUJL, TETEPOAPUIL, TETEPOLMKITAIL
amubaTUUeCKUi, UMKIIOAIKWI anudatuueckui, apuit Cy_qo audaTudecKuil, reTepoapui

anidaTUIECKUiA, apI/m—(CHz)p—G—(CHz)m—, reTepoapHn—(CHz)p—G—(CHz)m—, reTEPOLMKITUII-
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(CHz)p—G—(CHz)m—, WK I_[I/IKJIOaJIKI/IJI—(CHz)p—G—(CHz)m—, rae kax el G mpeacrasiseT coooi
0, S, NR?, §(=0), $(=0),, C(=0), -C(=0)N(R’)-, -OC(=0)N(R)-, -OC(=0)-, -N(R")C(=0)

N(R7)—, —(R7)N—S(:O)t—, -OS(=0);-, unmn —OS(:O)tN(R7)—; KaX/]IbIV t Mpe/ICTaBIIsIET cOOOo 1 win
2; KaXAblil p U m npeacrasisieT cooort HezaBucumo 0, 1, 2, 3 unu 4;

KaXXIbIH R’ npeJicTaBisieT coboit HezaBucumo H, R7R7aNC(=O)—, R7OC(=O)—, R7C(=O)—,
R’R7NS(=0)-, R’0S(=0)-, R’S(=0)-, R’R7*NS(=0),-, R’OS(=0),-, R’S(=0),-, anudariueckuii,
rajoanudaTuiecKkui, THIAPOKCUATU(PaTUISCKUN, AMUHOATN(ATUYECKHIA,
aJIKOKcuaMdaTUIECKHii, alTKUJIaMUHOATM(PAaTUIECKUH, ATKMITHOATTM(DATUYECKHIH,
apuanmidaTUIeCKuii, TeTepoanrdaTUIECKUi, TeTePONUKIIUIATN(aTUICCKHIA,
UKJTOATKUIaTU(paTUIECKHI, apUITOKCHaT(DaTUIECKUl, TETEPOLMKIMIOKCUATU(DATUUECKUIH,
IMKJIOATKMIIOKCHATM(aTHUECKH, aprUIIaMHUHOATM(DaTUUECKHIM,

reTepOIMKIMIIAMUHO MDA THICCKUH, UKI0ATKUIaMUHOATM()ATHUECKUM, apUJI, TeTEPOapHII,
FeTEPOLMKIIAIT WU KaPOOUMKIINIL;

KaXXJIbIN R npeacTaBisieT coool HezaBucumo H, ruapokcu, amuso, F, Cl, Br, I, nuano,
okco (=0), R7®R'N-, -C(=0)NR’R"?, -0C(=0)NR’R"?, -0C(=0)OR’, -N(R")C(=O)NR'R"?,
NR7)C(=0)0R"?, -N(R7)C(=0)-R"%, R’R7*N-§(=0),-, R’S(=0),-, R’S(=0),N(R"?)-, R”*R"N-

Tar_ Tp7a _ Tap7 Tar_ Tp7a
ankui, R'S(=0)-ankumn, R 'R “N-C(=0)-ankumn, R"“R 'N-ankokcu, R'S(=0)-ankoxcu, R'R " “N-
C(=0)-ankoKcu, apui, reTepoapul, AIIKOKCH, AJIKWII, AJIKEHWI, AJIKUHUI, TETEPOLMKIINII,
MEPKAaITO, HUTPO, APAJIKUJI, apUIIAMUHO, TETEPOAPUIIAMUHO, aPUITATIKUIAMUHO,
reTepoapuiajKuiIaMUHO, T€TEPOAPUTTOKCH, T€TepOaPUIATIKUTI, aPUTTAIKOKCH,
reTepoapuiIagIkoKCH, FeTepOLUUKIMIIOKCH, T€TePOIMKINIATIKOKCH, TeTEPOUUKIIUIAMUHO,
TFeTEePOIUKIIUIATIKUIIAMUHO UJIU APUIIOKCH;

KaXXIbIN R MpEeACTaBIISIET COOOM HE3aBUCUMO CBSI3b, C1_1o ankuiieH, Cy_j( aJIKEHWIECH WU

Cy.1(¢ ATKUHUIIEH; U

kasapm R’ u R7 MpeAcTaBisieT coOor HezaBucuMo H, anudaTtuueckui,
rajoanudaTuiecKui, TUIPOKCUATU(PATUISCKUN, AMUHOATM(ATUYECKHI,
AJTKOKCHATM(aTHUECKUIA, aTKAITaMUHOATM(DATHIECKUH, aTKUITHOATN(DATHUECKHIA,
apuiianugaTUIecKui, rerepoapuiaandaTiiecKkuil, reTeponuKInIaIdpaTUIecKui,
IUKJTOATKUIaTTM(aTHUECKUH, apUITOKCHATM(DaTHICCKHIA, TEeTEPONUKIHIOKCHAT(pATUICCKHIMA,
[UKJIOATIKWIIOKCHATU(PATUIECKUH, apuilaMUHOATTM(aTUUECKUI,
reTepOLMKIMIAMUHOATN()ATUIECKUH, IUKIIOATKUIAMUHOATN(ATUIECKUH, ApUIT, TETEPOaPUII,

TFeTEePOIMKIIAIT UITH KapOOIMKIINII; C OTOBOPKOM, UYTO TaM, T/ie R’ uR’? cesi3annl ¢ OJIHUM U

TEM XK€ aTOMOM BOJ0PO/a, R'u R7a, BMECTE C aTOMOM BOJIOPOIa, C KOTOPBIM OHM CBSI3aHBbI,
JIOTIOJTHUTETBHO (POPMUPYIOT 3aMEILIEHHOE UJTM He3aMeIleHHOE 3. ..8-3BeHHOEe KOJIBI0, U1

3aMeIEHHOE WM He3aMEeIIeHHOE CITUPO OUIMKITMIECKOE WU CIIJIABJICHHOE OUIMKIIMYECKOe

KOJIBIIO;

rae kaxapii u3 NR°, -R-C(=Y)-, -R6-C(=Y)-0-, -R®-C(=Y)-N(R?)-, -R0-§(=0),, -R®-S(=
0)-NR)-, -R%-Y-, R”*R'N-, -C(=0)NR’R”?, -O0C(=0)NR'R"%, -OC(=0)OR’, -N(R7)C(=0)
NR'R"®, -N(R")C(=0)OR"?, -N(R")C(=0)-R"?, R’R7*N-S(=0),-, R’S(=0),-, R’S(=0)N(R’?-,
R7*R’N-anxun, R’S(=0)q-anxmt, R’'R7*N-C(=0)-C g ankui, R’*R’N-C;_¢ anxoxcn, R’S(=0)
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-akokeu, R'R7*N-C(=0)-ankokeu, R’'R™*NC(=0)-, R7OC(=0)-, R’C(=0)-, R'R7*NS(=0)-,
R70S(=0)-, R’S(=0)-, R’R7*NS(=0),-, R’0S(=0),-, R’S(=0),-, R’*R"N-anuparnueckut,
apHn—(CHz)p—G—(CHz)m—, reTepoapI/m—(CHz)p—G—(CHz)m—, FCTCpOHHKJ’II/IJ’I—(CH2)p—G—(CH2)m—,
mukoankui-(CHy) ,-G-(CHy) -, ruapoxcu-3ameriernsli Cy_g ankun-C(=0)-, Cy_g ankui-C
(=0)-, Cy_g ankui1-S(=0)-, C;_g ankuin-S(=0),-, ruapokcu-3aMelieHHbin Cy_g ankui-S(=0)-,
rupokcu-3amentieHHbin C_g ankui-S(=0),-, kapbokcu Cq_g aIKOKCH, TaJTOATIKUII,

reTePOLMKIIMIIATIKUIL, TE€TEPOLMKITMIIATIKOKCH, TETEPOLMKITIATKUIAMUHO, TETEPOLMKITUIIAMUHO,
IUKJTOAJIKWIT, IUKJIOATKUIATM(AaTUUECKHIM, IUKIIOATKUIIAMUHO,
IIUKJTOATTKMITOKCHATU(aTUIECKUH, TMKI0ATKHUITAITKOKCH, IIMKJI0ATKMITAIIKUIIAMUHO,
KapOOUMKIWIATU(PATUIECKUN, aTaTKUI, ApPUIOKCUATIKUIL, TeTepoapuiIoOKCHaTU(paTUIECKUH,
amdaTUIecKui, ATKOKCH, THIPOKCUATTKOKCH, aMUHOATTKOKCH, TUIAPOKCH-3aMelIeHHbIN C_g

AJIKOKCH, TUJIPOKCHU-3AMEIICHHBI AMUHOAIKOKCH, TAJI0AJIKOKCH, aMUHO-3aMEIECHHBIN
rajg0aJIKOKCH, AJIKWIAMUHOTAJIOAIKOKCH, TUIPOKCH-3aMEIIIEHHBINA IaJI0aJIKOKCH,
AIIKWIAMUHOAIKOKCH, AJIKOKCUAJIKOKCH, apWIAIIKOKCH, aPUITAIIKWIAMUHO,
reTePOLUKIIUIAIIKOKCH, KapOOUMKIUIATKOKCH, TETEPOLMKIUI(TUIPOKCUATIKOKCH),
KapOOIUKIUI(TUAPOKCHUATIKOKCH), apUII(TUAPOKCHUATIKOKCH), apHUIIOKCUAITKOKCH,
reTepOaAPUIOKCUAITIKOKCH, APUITOKCH, aPUIIAMUHO, T€TEPOLUUKIMIOKCUAIIKOKCH,
KapOOIUKIUIOKCUATKOKCH, IIMKITOATKUIIOKCH, a3UTI0AJIKOKCH, CTIJIaBJICHHBIN OUIMKITNI,
CIUIABJICHHBIN T€TEPOOUIMKIIUII, CIUIABIICHHBINM OUIUKIIAI aTu(aTUUECKUM, CTIJIaBICHHBIM
reTepOOUITMKITUIT alTu(aTUUECKU, CIIJIaBJICHHBIM OUIMKITOKCH, CTUTABJIICHHBIN
reTepOOUIMKIIOKCH, CIUIABIICHHBIN OMIMKIIMIIAMUHO, CILJIABJICHHBIN T'€TEPOOUIMKIIMIAMHUHO,
CILJIaBJICHHBIM OUIMKITMIAIKOKCH, CTUIABJICHHBIN TeTepOOMIMKIMIATIKOKCH, CIIJIaBJICHHBIM
OMIUKJIMIATKUIAMMHO, CIUTABIICHHBIN TeTepOOUIMKIMIATKUIAMUHO, CIUTABIICHHBIN
OUIUKIIOKCUATIKOKCH, CIIJIABJIEHHBIN reTepOOUIIMKIIOKCUATKOKCH, CIIIABIICHHbIN
OMIUKIMIIAMMHOAJIKOKCH, CIUTABJICHHBIN IeTepOOUIMKIMIAMUHOATIKOKCH, CTIJIaBJICHHBIM
ounukmi-C(=0)-, crutaBieHHblii OMnukIni-C(=0)0-, criiaBiaeHHbINH reTepoOounukiniI-C(=
0O)-, cruiaBiaeHHbIN reTepoOUuKIniI-C(=0)0-, crtaBneHHbid ounukamiaMuio-C(=0)-,

CILIaBJICHHBIN rerepooumkimiaMuao-C(=0)-, CIIJIaBICHHbIH 6I/II_[I/IKJII/IJI—C(:O)N(R7)—,

CIUIABJICHHBIN FeTepO6I/ILII/IKJ'II/IJ'I—C(=O)N(R7)—, CIIUPO OUIMKJIIUII, CIIMPO TeTePOOUIUKITHIL,
CIUPO OMIMKITUIT ATM(ATUUECKHIA, CITUPO TeTEPOOULIMKIINIT aTTH(haTUIECKUi, CIIUPO OUIMKIIOKCH,
CIIUPO reTepOOUIIMKIIOKCH, CIMPO OMIMKIMIIAMUHO, CIIUPO TeTePOOUIUKIMIAMUHO, CITUPO
OMIMKIIMIIATIKOKCH, CIIUPO TETEPOOUIMKITUIATKOKCH, CITIMPO OMIUKITUIATIKUIIAMUHO, CITIUPO
reTepOOUIMKITMIATKUIAMUHO, CIIUPO OULIMKIIOKCUATTKOKCH, CITUPO IeTEPOOUIIMKIIOKCHATTKOKCH,
CUpO OUIMKITMIAMUHOAIKOKCH, CIIMPO IeTePOOUIIMKINIAMUHOATIKOKCH, CIIMPO OUIUKITUII-
C(=0)-, cnimpo ounukmmin-C(=0)0-, criupo retepoounukimi-C(=0)-, Ciupo reTepoOrIUKITUIT-
C(=0)O-, ctupo ounuxamiaMuao-C(=0)-, ciupo rerepoounukimiaMuio-C(=0)-, ciupo

6I/ILII/IKJ'II/IJ'I—C(:O)N(R7)—, CIIUPO FeTepO6I/ILII/IKJ'II/IJ'I—C(:O)N(R7)—, apuil, TeTEpOapUIl,
apwiandaTUYECKUi, TeTepoapuiialinaTHIECKUI, TeTEpOaPUIIOKCH, TeTEPOAPUIIAMUHO,
reTepoapuIAIKOKCH, TeTepOapUITATTIKIAMUHO, TaJI0aTM(aTHIeCKui, THIPOKCHATU(DATUYECKUI,
aMUHOATM(PATUISCKUM, aIKOKCHATU(PaTUISCKUH, aTKIMITAMUHOATM(ATUIECKHIA,
ATKWITHOATU(DATUUECKUM, LIMKITOATIKUII, TeTEPOLMKIMIATU(pATUIECKUH,
apWIOKCHATN(aTUUECKHIA, TETEPOIUKIUIOKCHATN(ATUYECKHIA,
LMKJIOAJIKWIIOKCUATTM(ATUYECKUI, apUITaMUHOATM(ATUYECKH,
reTepOLUKINIAMUHOATIU(PATUIESCKUM, TUKIOATKUIAMUHOATU()ATUUECKUIA, T€TEPOLUKITUIL,
KapOOUMKIINI, T€TEPOLMKIIUIIETIE, KAPOOLUMKIIUIIEH, CTIABIICHHbIN OULIMKITUIIEH, CIUIABICHHBIH
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reTePOOUIUKITUIICH, CITUPO OUIIMKITUIIEH, CITUPO FETEPOOULMKITUIICH, APUJIEH U TeTepOoapuiieH
MPEACTABIISIET COOOW HE3AMEIICHHBIN WIIM 3aMELIEHHbIN OJTHUM WM 00JIee 3aMECTUTENIEM,
IJIe TJIe 3aMECTUTEITh IIPeACTaBisIeT coboit rajoankui, okco (=0), ruapokcu, amuHo, F, CI,
Br, I, tnano, C;_; ankoxcu, Cy_jo aikunaMuto, Ci_jo ankuintno, C;_;o ankui, Cy_o aJIKEHUII,

Cy.1¢ anKuHWI, MepKanTo, HUTpo, Cq_ 1o apui1, C;_g rerepoapui, Cy_1o rerepouukini, Ce_qg
apUIOKCH, KapOOKCH, THAPOKCU-3aMelIeHHBIN C_g AJTKOKCH, TUIPOKCU-3aMellieHHbIN C1_g
ankui-C(=0)-, C;_g ankwi-C(=0)-, Ci_g ankun-S(=0)-, Cy_g ankuin-S(=0),-, TMAPOKCH-
3aMelieHHbIN Ci_4 ankuin-S(=0)-, runpokcu-3amelieHHbin Ci_g ankuia-S(=0),-, uim
kapOokcuC_g aJTKOKCH.

[00181] B HexoTOpBIX peanu3auusix A mpencrasisier coboit Cy_jo rerepounkiimiet, Cs_qg
kapOouukiuieH, Cs_q, CIIaBiIeHHbIN OuuKInieH, Cs_jo CIUIABICHHBIA TeTEPOOULIMKIIUIIEH,
Cs.1, criupo ouukiuiieH, Cs_j, criupo rerepoounmkimiet, Cq 1o apuieH, u C;_g TeTepoapuiieH.

[00182] B HEKOTOPBIX peanu3amusx A MpeacTaBiIsieT codoi

[¥a¥a¥aVal

QF-':Q« . P
/ \ w/w /~

QI\ 7 Q4 f 'fwz
LY 4’ 1
S d \4;4-|-c(z/3
NANS nn nAAS

rae Kaxapii Qq, Qa, Q3, Q4, Q5 M Qg mpeacTaBisieT coO0M He3aBUCUMO N, NR’ .0, S, CR’R7?
i CR8, 1 Kak MUHUMYM 4eTbIpe U3 Qg, Qr, Q3, Q4, Qs 1 Qg sABistrOTCA N MIIH NRS;

W, npencrasnsietr coboit N RS, 0O, S, um CR7R7a, Kax b Wy, W3, Wy u W5 nipencraBiisiet
co0oii HezaBucuMo N, NR’ ,0, S, CR7R7a, v CR8, 1 1 kak MUHUMYM 4eTbipe u3 W, W2,

W3, W4 u W5 geisarorcs N win NR? ‘U

Kax bl R8 mpeacrasiser coboit HezaBucumo H, runpoxcu, amuno, F, Cl, Br, I, imaHo,
R’7*R'N-, -C(=O0)NR'R"2, -0C(=0)NR'R’2, -OC(=0)OR’, -N(R7)C(=zO)NR'R"2, -N(R7)C(=0)
OR’%, -N(R")C(=0)-R7?, R’TR73N-S(=0),-, R’S(=0),-, R’S(=0),N(R"%)-, R”*R"N-anxun, R’S

(=0)-ankwi, R’'R7*N-C(=0)-ankun, R’*R’N-ankoxkcu, R’S(=0)-ankokcu, R’R7N-C(=0)-

AJIKOKCH, apUJ1, TeTEpOAPUII, ATIKOKCH, AJIKWIT, aJIKEHWUJT, AJIKWHUII, TE€TEPOLMKIINII, MEPKATITO,

HUTPO, araJIKWII, ApPUJIAMUHO, T€TEPOAPUTIAMUHO, APUITAJIKWIAMUHO, TETEPOAPUITAIKUIAMUHO,

reTepoaPUIOKCH, FETEPOAPUTIATIKIIT, APUITATTKOKCH, TE€TePOaAPUITATIKOKCH, TETEPOLMKIUIOKCH,

TFeTEPOLUKIUIAIIKOKCH, TE€TEPOLMKINIAMUHO, TeTePOLMKIMIATKUIAMUHO WU aPUIIOKCH.
[00183] B HEKOTOPBIX peanu3amusax A MpeacTaBiIseT coOoi
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-

ELY F1\\ B /E4\ Eﬁ%es e Fi\ E;\““ I
A SR B T
E2\\\ / E i EZ || oo

|
AN T 2 / B

E
‘a/ 1 ’ \E1 Es/ ’ Ej W wnn T ,

rae kaxaeii Eq, Eo, B3, Ey, Es, Eg, E-, Eg, F| u F, npeacrasisier co6oit He3aBrucumo N uin
CR9; kaxaeiii T u T npencrasisieT codoi He3aBUCUMO NR’ , O, S wm CR9R93; Uu

KaK IbIN R’ u R MpeacTaBiseT codol HezaBucuMo H, ruapokcu, amuno, F, Cl, Br, 1,
mano, R7*R'N-, -C(=0)NR’R’?, -OC(=0)NR'R"%, -0C(=0)OR’, -N(R")C(=0)NR'R"%, -N(R)C
(=0)OR’?, -N(R7)C(=0)-R7?, R’R7*N-S(=0),-, R’S(=0),-, R’S(=0),N(R")-, R”*R'N-C; ¢
anxui, R’S(=0)-C_¢ ankun, R'R7*N-C(=0)-C g anxmr, R7*R'N-C _¢ ankoxcn, R’S(=0)-Cy ¢

AJIKOKCH, R7R7aN-C(:O)-C1_6 ankokcH, Cg_19 apui, C_grerepoapui, Cy_g anKokc, Cy_g aJIKWIL,
Cy_gankenunn, Cy_gankuaui, Cy_jo FETEPOLMKIINAI, MEpKANTO, HUTPO, Cq_1o apui-C_g-aaKui,
Ce-10 apwiiamuno, C;_g rerepoapuiiamuno, Cg ;o apui-C;_g-ankunamuso, Ci_g
rerepoapui-Ci_g-ankuiaamuao, Cy_g rerepoapuinokc, C;_g rerepoapuin-Cy_g-ankui, Cg_q
apui-C_g-ankoxcu, Ci_g rerepoapuii-C;_g-ankokcu, Cy_jo FeTEpOLUKINIIOKCH, 5_1(
retepounkiIni-Cy_g-ankokcu, Cy_jo rerepouukimiaMuto, Cy_q
reTepouukiIni-C_g-ankuaamMuao, uin Ceg_1 apUIOKCH.

[00184] B HEKOTOPBIX peanu3amusax A MpeacTaBiIseT coOo

- s R / 5a e R N
(R 9 H‘h ‘ F\‘T i S i N N:g; h
k (R4 i Ny S @ o GG ﬂr\’g’ K’N

T, -, R T s O ,

PN .

L W / / N™"s T R%  w,
Skl s Ui S S Wt g w Iy
N N e Réa Nyo N\\(S (RsaI\ Y, N Q/O

- ' T, " e

Ao % “"/»-. wons
= N N P N\
e (RO, o H

[I€ KaX bl n IpeacTaBiseT codoit HezaBucumo 0, 1, 2 v 3; u

KaXXIbIN R8a npejcTaBisgeT coboit HezaBucumo H, ruapokcu, amuno, F, Cl, Br, 1, R7aR7N—,
-C(=0)NR'R"?, -OC(=0)NR'R?, -OC(=0)OR’, -N(R”)C(=0)NR'R"?, -N(R")C(=0)OR"?,
NR7)C(=0)-R”®, R’R7*N-S(=0),-, R’S(=0),-, R’S(=0),N(R"?)-, nato, HUTpo, MepKanTo,
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C_4 anxun, C;_4 ranoankui, C;_4 ankokcu, C;_4 ankunaMuHo, C;_4 ankuitno, Ce.qo apuil,
w Cy_g rerepoapui.

[00185] B HexoTopbix peanuzanusax B npencrasnsier codoii Cy_j5 aIKOKCH, THIPOKCHU-
saMerrieHHbIH C g ankoken, -NR'R’2, -C(=0)NR'R"?, -OC(=0)NR'R"?, -OC(=0)OR’, -N(R")C

(=0)NR'R?, -N(R7)C(=0)OR"?, -N(R”)C(=0)-R"?, R’R"*N-S(=0),-, R’S(=0)»-, C4.1»
kapOouukni, Cy_ 1o nukinoankui, Cy o rerepoumkinuni, Ce.qg apui, C;_g rerepoapui, Cs_qp
CIUIABJICHHbIN OMLUMKIINI, Cs_jo CIUIABIIEHHBIN TeTepoOUIMKInI, Cs_1o CIMPO OULUMKIIWIL, WK

Cs.12 cIUpo reTepoOUIUKITHIL.

[00186] B HEKOTOPBIX peau3anUsIX R! npeacrasisiet coooit H, F, Cl, Br, I, iuano,
rupoken, R7*R'N-, -C(=0)NR'R’?, -OC(=0)NRR’?, -0C(=0)OR’, -N(R”)C(=0)NRR"?,
NR7)C(=0)0R”?, -N(R7)C(=0)-R"?, R’R7*N-S(=0),-, R’S(=0),-, R’S(=0),N(R%)-,
R73R'N-C,_¢ anxui, R’S(=0)-Cy_¢ anxun, R'R7*N-C(=0)-Cy_¢ anxun, R’*R'N-C;_¢ ankoken,

R7S(=O)—C1_6 ankoken, R’R7N -C(=0)-Cy_¢ ankokcu, Cq_g anupaTrueckuit, C;_g aJIKOKCH,
C|_¢ runpokcuankokcu, C_g aMUHOAIKOKCH, TUIPOKCU-3aMelleHHbIN C|_g aMUHOAIIKOKCH,
C|_¢ rall0aIKoKCcH, aMuHO-3aMeleHHbIN C|_g rasmoankokeu, Ci_g
ankuinaMuHoO-C_g-raJI0aaKkoKCH, THIPOKCU-3aMelleHHbIN C|_g Tasioankokey, Cy_g
ankwiaMuHo-C_g-ankokcu, Cj_g ankokchu-Cy_g-ankokcH, Cs_qo QUKI0aIKUIoKeH, Cg o
apui-C_g-ankoxeu, Cg_ o apui-C_g-ankunamunao, Ci_g rerepoapui-Cj_g-ankoxeu, Ci_g
rerepoapui-Ci_g-ankuiaamMuao, C,_1o rerepotkiani-Cy_g-ankokcu, Cy_qq
retepotuKIniI-Cy_g-amkunamMuHo, Cs_ o IMKJIOATIKWIaMUHO, Cs_1 o KapOomKIniI-Cy_g-aJIKOKCH,
C5.10 kapooumkmui-Cy_g-ankunamuno, C,_o rerepounkini(Cy_g ruapoxcuankokcu), Cs_qq
kapOouukmmi(C;_g Tugpokcuankokcn), Ce.qo apui(Cy_g runpoxcuankokcu), Cq 1o
apuiiokcu-C_g-ankokcu, Cg 1 apuiiokeu, Ci_g rerepoapuiokcu, Cy g
rerepoapuiokcu-Ci_g-ankoxcu, Cy_jo rerepouukiimiiokcu-Cy_g-ankokeu, Cs_qq
kapoouukmmiokeu-Cy_g-ankokeu, Cy_ rerepounkiniaokey, C_g azunoankoxcu, Cs.jo
CIIaBJIEHHBIN OUtmKini, Cs_ ;) CIIaBICHHbIN reTepoouukini, Cs_ o CIUIaBIEHHBIN
onmxini-Cy_g-amudatrueckuit, Cs_, CIUIaBICHHbIN reTepoOUuMKiInI-C_g-annbaTuyecku,
Cs_1, cr1aBiIeHHBINM OUIMKIIOKCH, Cs_1o CIUIABIICHHBIN reTepoOULMKIIOKCH, Cs_1) CIUIABIICHHBIN
ounukmmiaMuHo, Cs_jp CIIJIaBICHHBIN reTepoOUIMKINIAMUHO, Cs_, CIIJIaBIEHHBIH
onmkini-C_g-ankokceu, Cs_qo CIutaBiIeHHBIN reTepoonmkinia-Cy_g-ankokcu, Cs_qo
cruiaBiIeHHbIN OULMKINI-Cy_g-ankunamuHo, Cs_j, CIIJIaBICHHBIN
rerepoOuumKiIni-Ci_g-ankunamuzo, Cs_j, cliaBiIeHHbIN oumuKiiokcu-C_g-ankokcu, Cs.jo
CIIABJIEHHBIN reTepoOUIMKIOKCU-C_g-asikoKcH, Cs_1p CIUIABIEHHBIN
onnukmmIaMuHo-C_g-asikokcH, Cs_1o CIUIABIEHHBIN IeTepoOuIMKIMIaMUHO-C_g-aJIKOKCH,
Cs.1o craBieHHbI Outukni-C(=0)-, Cs_q, crutaBiaeHHbId Ouukini-C(=0)0-, Cs o
cruiaBiieHHbIN reTepoOutukiniI-C(=0)-, Cs_j5 cruaBiaeHHbId reTepoonukiini-C(=0)0-, Cs.

12 CIIaBIIeHHBIN OunukInIaMuao-C(=0)-, Cs_, CIUIaBJIIEHHBIN reTepoOunmkimmaMuHo-C(=
O)-, Cs_1, CILUIaBIEHHBIA 6I/ILU/IKJII/IJI—C(=O)N(R7)—, Cs.1 cru1aBiIeHHbIN reTepoOuunKInI-C(=
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O)N(R7)—, Cs.12 cipo onukni, Cs_q,p criupo rerepoOutukini, Cs o COMPO
onmkni-C_g-anmudpatuyeckuii, Cs_1, ciupo rerepoourkini-Cy_g-anudatudeckuit, Cs_qn
cnupo OMIMKIOKCH, Cs_ 19 CIMPO TeTepoOUIMKIOKCH, Cs 1o ciupo OunukIniaMuao, Cs_jp
CIHUPO TeTepoOHIMKIMIaMUHO, Cs_15 criupo oummkimmi-Cy_g-ankokcH, Cs_ o CIMPO
reTepoOuMKInI-C _g-ankokcu, Cs_1, criupo Outmkini-Ci_g-aakuiaaMuHo, Cs_1p CIIMPO
reTepoOuIMKINI-C_g-ankunamMuto, Cs_jo criupo OMUKI0KcH-Cy_g-aakokcH, Cs_jp ClIUpO
reTepoOuMKIokcu-Cy_g-ankokceu, Cs_j, ciupo OunmkmminaMuHo-Cq_g-aakokcH, Cs_j, Criupo
rerepoOuumKIMIaMuHo-C_g-aakokcu, Cs_j, criupo outmkinia-C(=0)-, Cs_q CIMpo OUIMKITUII-
C(=0)0-, Cs_1, cnnpo rerepooutukinia-C(=0)-, Cs_y, ciupo rerepoouuukiani-C(=0)0-, Cs.
12 crpo ouukImnamMuao-C(=0)-, Cs_, cipo rerepoounukimiaMuHo-C(=0)-, Cs_15 criupo

6I/ILII/IKJ'II/IJ'I—C(:O)N(R7)-, Cs.1p criupo FeTepO61/ILII/II<J'II/IJ'I—C(:O)N(R7)—, Cy.1¢ reTEpOLMKIINII,
Cs5.10 mukmoankui, Cg_q apui, Cy_g rerepoapuin, Cy_jo rerepouukimi-C;_g-anudaTuaeckui,
Cs5.10 mukioankun-C_g-ammdpatuueckuit, Cq 1 apui-C_g-amudatuueckuit, C;_g
rerepoapuil-Cy_g-ammdarrieckuit, Cg._1o apuin-(CHy)p-G-(CHy) -, Cp g TeTepoapun-(CHy) -G-
(CH2)iy, Cp-q rereporpikimn-(CHy) ,-G-(CHp) -, vnmn Cs._ 1o imkstoankun-(CHy) ,-G-(CHp) -,

rae Kaxaeli G npeacrasiset coboit O, S, NR® , 3(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)
NH-, -OC(=0)-, -NHC(=0O)NH-, -HN-S(=0),-, -OS(=0)-, umu -OS(=0);NH-; xa>xp1ii t
MpeCTaBIISIET COO0M 1 UK 2; KaXXAbIH p U m peACTaBiseT coooit HezaBucumo 0, 1, 2, 3 uiu
4; v rae kaxeiid u3 Cq_1g apuii-(CHy)p-G-(CHp) -, Cy_g retepoapun-(CHy)p-G-(CHp) -,
Cy.10 rerepotmkini-(CHy) ,-G-(CHy) -, 1 C3_1g mukmnoankun-(CH;)-G-(CHy) - siBIIsICTCS
JIOTIOJTHUTEIBHO 3aMelieHHbIM oaHuM uitu 6oitee F, Cl, Br, I, Cy_g ankui, Cy_gankunui, Cj_g
AJIKOKCH WJTY IUAHO;

R? npexcrasiser coboit H, F, Cl, Br, I, nnano, ruapoxcu, R’*R'N-, -C(=0)NR'R"?, -0C(=
O)NR'R”?,-0C(=0)0OR’, -N(R")C(=0)NR’R"®, -N(R")C(=0)OR"?, -N(R")C(=0)-R"?, R'R7*N-
S(=0),-, R’S(=0),-, R’S(=0),N(R"%)-, R"®R'N-C_¢ ankun, R’S(=0)-C;_¢ anxur, R’R’*N-C

(=0)-C_¢ ankm, R7*R'N-C_¢ ankokcen, R’S(=0)-C g ankoken, R’R7*N-C(=0)-C ;¢ ankokcy,
Ci.¢ amudatuueckuit, Cy_g anikokcu, C_g THIPOKCUATKOKCH, C|_g AMUHOATIKOKCH, TUJIPOKCH-
3ameteHHbIN C|_g aMUHOATTKOKCH, C1_g TATTOAIKOKCH, AMUHO-3aMelIeHHbIN C_g TAI0aTKOKCH,
C|.¢ ankunaMuHo-C_g-TaT0aIKOKCH, TUAPOKCU-3aMelieHHbIN Cq_g Tanoankokcu, Cq_g
ankuaMuHo-C_g-ankokcH, Cy_g akokcu-C_g-aakokcu, Cs_jo uukinoaikuiiokeu, Ce 1o
apwi-Cj_g-ankokcH, Cg_1 apuil-C_g-ankunamuHo, Cq_g rerepoapui-Ci_g-ankokeu, Cy_g
rerepoapui-Cy_g-ankuiaamMuao, C,_o rerepokini-Cy_g-ankokcu, Cy_qg
retepotuKiIni-C_g-aakuinaMuto, Cs_j o IMKIOATKWIAMUHO, Cs_j o KapOouMKIUI-C _g-aJIKOKCH,
C5.1¢ kapoouukui-C_g-ankunamuto, C,_jo rerepouukini(Cy_g ruapokcuankokcu), Cs g
kapOoukmi(Cy_g ruapokcuankokcn), Ce 1o apuin(C_g ruapoxcuankoxcu), Ce 1o
apuitokcu-C_g-ankokcu, Cg_1 apuitoke, Ci_g rerepoapuinokcu, Cy g
rerepoapunokcu-C_g-aakokcu, Cy ;o rerepounkiniokcu-Cy_g-ankokcu, Cs g

KapOoMKIMIOKCU-C_g-ankokcH, Cy 1 reTepouuKIniokeH, Cy_g a3ugoaikokcu, Cs_jo
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CrutaBjaeHHbIM OMIMKIINI, Cs_1o CIUIABIIEHHBIN reTepoOuumMKiIn, Cs 1, CIIaBIEHHbBIN
onmxini-Cy_g-amudatuueckuit, Cs_j, CIUIaBICHHbBIN reTepoOrumKiInI-C_g-annbaTuiecku,
Cs.1, criaBiIeHHbIH OMIMKIIOKCH, Cs_1o CIUTABJICHHBIN reTepoOUMKIoKcH, Cs_ 1, CIIJIaBJICHHBIHI
OMMKIMIAMUHO, Cs_1, CIIABIIEHHBIN reTepOoOUIMKINIaAMUHO, Cs_j5 CIJIaBICHHbBIN
onmkini-C_g-ankokceu, Cs_qo CIUTaBIeHHBINM reTepoonumkini-C_g-ankokcu, Cs_qo
CIuTaBJIeHHbIN OUIMKINI-C1_g-alKuiIaMuHO, Cs_, CIIJIABIIEHHBIH
retepoOuuMKInI-C_g-ankunaMuHo, Cs_qo CIUTaBICHHBIN OMIUKIOKCH-C_g-akokcH, Cs_1o
CIUTIABJICHHBIN TeTepOoOUIMKIOKCU-C _g-aKOKCcH, Cs_j» CIIIaBICHHBIN
onukIMIaMuHO-C_g-ankokcu, Cs_qo CIUIABIIEHHBIN reTepOoOUIMKINIAMUHO-C | _g-aTKOKCH,
Cs.1» crutaBieHHbdt OuukiniI-C(=0)-, Cs_j, crutaBiaeHHsidt Ouukinia-C(=0)0-, Cs_qp
crutaBiaeHHbIN retepoOuuukInI-C(=0)-, Cs_1, cruiaBiaeHHbId rerepoouuukini-C(=0)0-, Cs.

12 CIuIaBiieHHbIH ounukIuIaMuHo-C(=0)-, Cs_j, CIITIaBIeHHBIN reTepoouukInIaMuao-C(=
0)-, Cs_1, craBieHHbId OMIMKInI-C(=0)N (R7)—, C5.12 crutaBiieHHBIN reTepoouukmi-C(=

O)N(R7)—, Cs.12 crpo ok, Cs_q, criupo rerepoounukini, Cs o COMPO
ovmkni-Cy_g-amupatuyeckuii, Cs_1, ciupo rerepoourmkmni-Cy_g-anmudatudeckuit, Cs_qo
cnupo OMIMKIOKCH, Cs_ 19 CIMPO TeTepoOuIMKIoKcH, Cs 1o criupo OunukamiamMuao, Cs_jp
CIHUPO TeTepoOHIMKIMIaMUHO, Cs_15 criupo oummkmmi-Cy_g-ankokcH, Cs_qo COMPO
reTepoOumKInI-C_g-ankokcu, Cs_1, criupo ounmkini-Cq_g-aakuiaaMuHo, Cs 1o CIIUPO
reTepoOUIMKINI-C _g-anKuiaaMuHO, Cs_1p ciupo OUMUMKIIOKCU-C_g-anKokcH, Cs_1p CIUPO
reTepoOnIMKIOKCH-Cs_j5-ankokcu, Cs_ 1, crvpo ounukmiaMuao-C_g-ankokcH, Cs_qo CIupo
rerepoOummkImiIaMuao-C_g-ankokcu, Cs_j, cripo oumkinia-C(=0)-, Cs_q, CIMpO OUIMKITUII-
C(=0)0-, Cs_;, criupo rerepoouuukinia-C(=0)-, Cs_, criupo rerepoonuukini-C(=0)0-, Cs_
12 cnupo oumkimiaMuHo-C(=0)-, Cs_;, criupo rerepoouuukimiaMuio-C(=0)-, Cs_q, ciupo
6I/ILII/IKJ'II/IJ'I-C(:O)N(R7)-, Cs.1p criupo FeTepO6I/ILII/IKJ'II/IJ'I-C(:O)N(R7)-, Cy.1¢ TETEPOLMKIINI,
Cs5.10 mukmoankui, Ce.1 apuit, Cq_4 rerepoapui, Cy_jo rerepouukini-C_g-anudaTuaeckui,
C;5.10 mukioankui-C_g-ammdpatuueckmit, Cq 1 apuin-C_g-amdatuueckuii, Cj_g
rerepoapuil-Cy_g-ambartnueckuit, Ce. 1o apuin-(CHy),-G-(CHy)y-, Cpg rerepoapuin-(CHy)-G-
(CH)yy, Co-q rereporwkimn-(CHy) ,-G-(CHp) -, v Cs_ 1o imkstoankun-(CHy) ,-G-(CHp) -,
rae Kaxaelii G npeacrasiset coboit O, S, NR® , 3(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)
NH-, -OC(=0)-, -NHC(=0O)NH-, -HN-S(=0);-, -OS(=0);-, uiu -OS(=0);NH-; xa>xprii t
MpencTaBisieT codoit 1 uim 2; Kbl p ¥ m npeacTasiseT codoit HezaBucumo 0, 1, 2, 3 um
4;

R® npencrasnsier co6oit H, F, C, I, muano, R7*R’N-, -C(=0)NR'R’?, -0C(=0)NR'R"?, -OC
(=0)OR’, -N(R7)C(=0)NR'R”?, -N(R7)C(=0)OR"?, -N(R")C(=0)-R"?, R’R"®N-S(=0),-, R’S(=
0),-, R’S(=0),N(R"%)-, R”*R'N-C_¢ anxui, R’S(=0)-C_¢ ankuir, R’R7*N-C(=0)-C_¢ anxui,
R7*R'N-C_¢ ankoken, R’S(=0)-C ¢ ankoxcn, R’R’3N-C(=0)-C ¢ ankoken, C;_¢
amadatraeckuit, C,_;o ranoankui, Cg o apuin-C,_jg-ankokcu, Cq_g rerepoapmii-Cs_g-aTKOKCH,

C5.1¢ nukinoankui-Cy_jg-ankokcu, Cs_q( criaBiaeHHbIN OUIUKINIT-Cy_jg-astkokcH, Cy_qg
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retepounkini, Cs_ o mukioankui, Cy_4 rerepoapud, 3ameieHHbin Cq 1o apuit, Co_ 1o
rerepotkini-Cy_g-amudatuueckuit, C3_q uukioankui-Cy_g-anuparuyeckuit, Cq_4
rerepoapui-C,_g-anmbatudeckuit, Ci_g rerepoapunokcu-C_g-aakokcu, 3amemieHHbId Cq_
apwit-Cs_g-ankuin, Cy_jo rerpepouurini-Cy_g-ankui, Ci_g aikokeu, C_g THIPOKCUATIKOKCH,
C|.¢ aMUHOAJIKOKCH, TUIPOKCU-3aMeLLEHHBIN C|_g aMUHOAIKOKCH, C|_g FaJIOAIKOKCH, AMUHO-
3ameleHHbI Cj_j, ranoankokcu, Cy_g ankuinaMuHo-C_g-rajJo0anKkoKCH, THAPOKCHU-
3aMelteHHbIN C|_g ranoankokcy, Ci_g ankuiaaMuHo-C_g-ankokcy, Cy_g alnKkokcu-C_g-aJIKOKCH,
Ce-10 apuin-Cy_jg-ankoxcu, Cy_j( rereporukiini-Cy_g-ankokcu, Cs_j kapoouukimi-Ci.6-
ankokcH, Cy_o rerepounkiini(C;_g ruapokcuaikokcu), Cs o kapoouukmmin(Cy_g
runpokcuankokcn), Ceg 19 apuin(Cy_g ruapokcuankokch), Ce_ 1o apuitokcn-Cy_g-ankokcu, Cq.
10 apuaMuHo-C_g-ankokcu, Cg_jo apuiiokeu, Cy_j rerepotukiImiioken-Cy_g-ankokeu, Cs_j
kapoouukmmiokeu-Cy_g-asnkokeu, Cy_o rerepounkininokcy, Cs g nukioankuiokeu, Cy_g
azupoankokcH, Cs_ o cruiaBieHHbINM OULMKIWI, Cs_ 1o CIIABIEHHBIN reTepoouuukni, Cs_qo
cruiaBiieHHbIN OULMKINI-Cy_g-anupatnueckuii, Cs_, CIUIABIEHHBIN
rerepoonuuKInI-C_g-anmudarnaeckuit, Cs_ i, CIIaBIeHHBIN OMIMKIIOKCH, Cs_15 CIUIABICHHBIH
rerepoOuMKiIokcH, Cs_, CIUIABIEHHBIM OULMKIMIAMUHO, Cs_, CIIIIaBJIEHHBIH
rerepoOunMKiIniIaMuto, Cs_, cruaBieHHbIH OMukInI-C_g-ankokc, Cs.jo CIUIABICHHBIN
retepoOuuMKInI-C;_g-ankokcu, Cs_, criaBieHHbIH OMLMKInI-C;_g-ankuiaMuHo, Cs_qo
CILIaBJIEHHBIN reTepoonumKini-C_g-ankuiaaMuHo, Cs 1 CIUIABIEHHBIN
ounukiokeu-Cy_g-ankokcH, Cs_qy CIUIaBIEHHBIN reTepoonmKiIokcu-Cy_g-ankokeu, Cs_p
CIIaBJIEHHBIN OULMKINIAMUHO-C|_g-alIKOKCH, Cs_1o CIUIABJICHHBIN
rerepoOuumKiInIaMuHo-C_g-ankokc, Cs_jo crtasiieHHblN OMumKinia-C(=0)-, Cs_j»
crutaBiaeHHb OMUKIUI-C(=0)0-, Cs_1, craBieHHbld rerepoounukinia-C(=0)-, C5.i2

crutaBiaeHHbIN rerepoouukiIniI-C(=0)0-, Cs_q, crutaBiaeHHsblH oumuxiuiaMuHo-C(=0)-, Cs.
12 CILTABIIEHHBIN reTepoouuMKInIaMuHo-C(=0)-, Cs_j, CIUTaBICHHBIN 6I/II_[I/IKJII/IH—C(=O)NR7—,

Cs.1p CITaBICHHBIA FeTepO6I/ILII/IKJII/IJI—C(=O)NR7—, Cs.12 crpo onukni, Cs_1p CIMpo
rerepoounmkini, Cs_j, crpo oumuximmi-Cy_g-anudatudeckuit, Cs_1, CIUPO
rerepoOuumKkIniI-C_g-amdatuueckuit, Cs_j, criupo oummkiiokcu, Cs_jo ClIMpo
reTepoOuIMKIOKcH, Cs 17 CIMPO OMIMKIMIAMUHO, Cs_15 CIIUPO reTepOoOUIMKIMIaMiuHo, Cs.
12 cpo ourukini-Cq_g-ankokcH, Cs_1, criupo rerepoonmkini-Cy_g-ankokcu, Cs_j, CUpo
onukni-C_g-ankunamuno, Cs_j, ciiupo rerepoonmkini-C_g-ankunamMuno, Cs_jp cliupo
onukiIokcu-Cy_g-aakokcH, Cs_j, criupo rerepoormkiokcu-Cy_g-aakokcu, Cs_jp Cliupo
onukIIaMuHo-C_g-ankokcu, Cs 1 criupo rerepoounmkimiaMuio-Cy_g-aakokcu, Cs_jp
cripo 6MuKInI-C(=0)-, Cs_ 1, criupo ounukiani-C(=0)0-, Cs_q, criupo retepoouuukini-C
(=0)-, Cs_1, ciupo rerepooumknia-C(=0)0-, Cs_j, ciiupo oummxmiaaMuao-C(=0)-, Cs_1o

cnupo rerepoounukinaaMuio-C(=0)-, Cs_j, ciupo Gunpktn1-C(=O)NR -, Cs.1p criupo

rerepobumpkimi-C(=0)NR -, Cé-10 apun-(CHp)p-G-(CHy) -, Cy_g rerepoapuin-(CH;),-G-
(CH2)iy, Cp-q rereporwikimn-(CHy) ,-G-(CHp) -, vimn Cs_ 1 iustoankun-(CHy) ,-G-(CHp) -,
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rae kaxaei G npeacrasisietT codoit O, S, NR® , 5(=0), S(=0),, C(=0), -C(=O)NH-, -OC(=0)
NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0),-, -OS(=0)-, uimt -OS(=0)NH-; Kaxplit t
MIPeCTaBIISICT cO00M 1 Miu 2; KaXXAbIH p U m IpeAcTaBiseT coooi HezaBucumo 0, 1, 2, 3 uiu
4:n

R* npeacrasisier coboi H, F, I, unano, ruapoxcu, R7*R'N-, -C(=0)NR'R"?, -0C(=0)
NRR7?, -0C(=0)OR’, -N(R")C(=0)NR'R"?, -N(R")C(=0)OR "%, -N(R")C(=0)-R7®, R’R7*N-S
(=0)-, R’S(=0)-, R’S(=0)N(R"?)-, R"*R'N-C_¢ anxun, R’S(=0)-C;_¢ anxur, R’R’*N-C(=0)

-Cy_¢ ankun, R7*R'N-C ¢ ankoxcn, R’S(=0)-C ¢ ankoxcn, R’R’3N-C(=0)-C ¢ ankokcy,
C,.¢ amdatuyeckuit, Cy_; o ankokcH, Cy_g THIpOKcHaIKokcu, C g aMUHOATKOKCH, TUAPOKCH-
3ameltteHHbIH C|_g aMUHOATIKOKCH, C;_g TaJI0ATIKOKCH, AMUHO-3aMeIleHHbII C_g TaJI0aIKOKCH,
Cy_¢ ankmnamMuHo-Cy_g-TaJI0aJIKOKCH, THIPOKCHU-3aMelleHHbIl C|_g ragoankokct, Cy_g
ankaMuHO-C_g-ankokcH, Ci_g ankokcu-C_g-ankokcu, Cs_s uukitoankuinokcu, Ceq g
apui-Cy_g-asnkokcu, C_g rerepoapui-Ci_g-ankokcu, Cy_g rerepoapui-Ci_g-ankuinaMuHo, C,_
10 TerepokInI-Cq_g-ankokcH, Cy_qo rerepotukini-C,_g-ankunaMuuo, C_jq
UKJI0ATKWIOKCH, C3_1( LMKIIOAIKUIAMUHO, Cs_1( Kapbouukini-Cy_g-ankokeu, C3_qq
kapOomukmi-Cy_g-ankuinaMuao, Cy_qo rerepotukiani(Cy_g rugpokcuankokcu), Cs_qo
kapOomuknmi(Cy_g ruapokcuankokcn), Ce 1o apuin(C_g ruapokcuankoxcu), Ce_qo
apuinokcu-C;_g-ankokcu, Cq_1o apuiiokeu, C;_g rerepoapuinokcu, Ci_g
retepoapuinokcu-Cy_g-ankokcu, Cy_jo rerepounkiniokcu-Cy_g-ankokcu, Cs_jq
KapOoMKIMIOKCU-C_g-ankokcH, Cy 1o rerepouukinmiokeu, Cy_g, azugoankokcu, Cs_ 1o
CIUIABJICHHBINM OMLUMKIINT, Cs_15 CIUIABIIEHHBbIN TreTepoOUIMKINII, Cs_ 1, CIUTABICHHBIA
ovmxinn-Cq_g-amdataeckmii, Cs._j, CIUTaBICHHBIN TeTepoOUIMKITnI-C_g-ambaTudecKui,
Cs.1 cru1aBIEHHBINM OMIMKIOKCH, Cs_1o CIIABIIEHHBIN reTepoOUIMKIIOKCH, Cs_1, CIIIaBICHHbBIN
OouuukIMiIaMuHO, Cs_, CIUIABIECHHBIN reTepOOUIMKINIAMUHO, Cs_1) CIUIABIEHHBIN
onumkini-Cy_g-ankokcu, Cs 1o CIUIaBI€HHbIN TeTepOoOUMKInI-Cy_g-ankokcu, Cs_io
CIuIaBJIeHHBIA OMIUKIINI-C_g-alIKuiIaMUHO, Cs_, CIIJIABJIEHHBIN
retepoOUIMKINI-C_g-anKkuiaaMuHo, Cs_ CIUIaBIEHHBINA OUIMKIOKCU-C_g-anikoKcH, Cs_1o
CIUIABJIEHHBIN TeTepOOMIMKIOKCU-C _g-aIKOKCH, Cs_j) CILUIABICHHBIN
onumkIMIaMUHO-C1_g-aIKOKCH, Cs_1o CIIABIEHHBIN reTepoOMIMKINIaAMUHO-C_g-aJIKOKCH,
Cs.1o crmaBieHHbI Ouukini-C(=0)-, Cs_q, crutaBiaeHHbld OMUKInI-C(=0)0-, Cs_qp
CIuUIaBJIEHHbIN reTepoOuuukIniI-C(=0)-, Cs_j, cruaBiaeHHbId retepoonuukni-C(=0)0-, Cs_

12 CIUIaBIeHHbIH OMIMKIMIAMUHO-C(=0)-, Cs_1, CIUTABIEHHBIN reTepoOuIMKIMIaMUHO-C(=
O)-, Cs_15 CIITIaBIICHHBIM eupKI-C(=0)NR -, Cs.1o crutaBieHHbIH rerepoouukni-C(=0)

NR’-, Cs.1o criupo 6unukini, Cs_ 1o cnupo rerepoouuukini, Cs. o CIMPO
onumkini-Cy_g-amudatuueckuit, Cs_1, ciupo rerepoouuukini-C_g-amudatuueckuit, Cs 1o
cniupo ouukiokcu, Cs_qo Criupo rerepoOUumMkiokcu, Cs_ o ciupo OMuukImiaMuto, Cs_qy
CIupo rerepoOuIUMKIMIaMuio, Cs 1, ciupo Ouukiani-C,_g-ankokcu, Cs_jo CIUPO

retepoOUIUKINI-C _g-anKokcH, Cs_1, ciupo Ounukimi-C_g-aakuiamMuHo, Cs_jo CIMPO
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retepoOumMKInI-C_4-ankunamMuao, Cs_jo ciupo OMMKiI0Kcu-Cy_g-aakokcH, Cs_jp CIUpo

rerepoOumMKIokcu-Cy_g-ankokceu, Cs_jp ciupo OunukimiaMuHo-Cq_g-aakokcH, Cs_j, criupo
rerepoOuIMKIMIaMuHO-C_g-akokcu, Cs_j, criupo outmkinia-C(=0)-, Cs_q, CIMpo OUILMKITUII-
C(=0)0-, Cs_1, cnnpo rerepoounukinia-C(=0)-, Cs_q, ciupo rerepoouumkini-C(=0)0-, Cs.

12 cipo onukInIaMuHo-C(=0)-, Cs_, ciupo rerepoounuknuiaMuHo-C(=0)-, Cs_q, criupo

oumukmi-C(=0)N (R7)—, Cs.1p criupo FeTepO6I/IHI/IKJII/IJI—C(:O)N(R7)—, Cy.1¢ FeTEpOLMKIINII,
Cs5_10 mukmoankui, Ce.1o apui, Cq_g rerepoapui, Cy_jo rerepounkini-C;_g-anudaTuieckui,
Cs5_10 nukioankuin-Cy_g-anmupatnueckuit, Cq 1 apui-Cy_g-ammdatuueckuit, Cj_g
rerepoapuil-Cy_g-asmdarnaeckuit, Cg._19 apuin-(CHy)p-G-(CHy)y-, Cp g reTepoapun-(CHy) -G~
(CH2)yy, Co-q rereporpiknmn-(CHy) ,-G-(CHp) -, vt Gy imkstoankun-(CHy) ,-G-(CHp) -,

rae Kaxaelii G npeacrasiset coboi O, S, NR? , S5(=0), S(=0),, C(=0), -C(=O)NH-, -OC(=0)
NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0);-, -OS(=0),-, unu -OS(=0);NH-; kaxxaplii t
MPEACTABIISIET COOOM 1 UiTu 2; KaXKIbId p U m IIpeIcTaBiseT codoit HezaBucumo 0, 1, 2, 3 um

4.
[00187] B HEKOTOPBIX peanu3alysax Kax bl RS mpeacrasiser coboit He3aBucuMo H,

R’R7*NC(=0)-, R’0C(=0)-, R’C(=0)-, R’R7*NS(=0)-, R’0S(=0)-, R’S(=0)-, R’R"*NS(=0),-,
R7OS(=O)2—, R7S(=O)2—, C/.¢ amudatuueckuit, C;_g ramoanmudatuyeckuit, Cq_g
runpoxcuanudarruueckut, C_q amuHoaaudatuueckuit, Ci_g a1kokcu-C_g-aaudaTuiecKui,
C|.¢ anxkunamuHo-C_g-amudatuueckuit, Cy_g ankuntuo-C_g-amudatuueckuit, Cq_q
apui-C;_g-amudatuueckuit, Cq_g rerepoapui-Ci_g-anudaruueckuit, Cy_1g
retepouukini-C_g-amudatuueckutt, Cs_jo mukinoankui-C;_g-anudpatudeckuit, Cq_1q
apunokcu-C_g-amudatuueckuii, Co_y( rerepoukianmiokcu-Cy_g-amdatuyeckuit, Cs_qg
mukioankuioken-Cy_g-amudarudeckuit, Cq_qo apwiaMuno-C_g-amudatuueckuit, Co_q
rerepouukiIniaMuHo-Cy_g-amupatuyeckuit, Cs_q LMKI0oAIKUIaMUHO-C_g-aTudaTUUECKUiA,
Ce.10 apui, C;_g rerepoapuil, Cy_jo rerepouukini wim Cs_jo KapOOLMKIIUIL.

[00188] B HEKOTOPBIX peau3anusix Kaxabii R? npeJcTaBisgeT codboit HezaBucuMo H,
ruapokcu, amuno, F, Cl, Br, I, tnano, okco (=0), R7aR7N-, -C(:O)NR7R7a, -OC(:O)NR7R73,
-0C(=0)0R’, -N(R7)C(=0)NR'R"?, -N(R")C(=0)OR"?, -N(R”)C(=0)-R"?, R’R7*N-S(=0),-,
R’S(=0),-, R’S(=0),N(R"®)-, R"*R'N-C_¢ ankun, R’S(=0)-C_¢ ankui, R’'R’*N-C(=0)-C ¢
amxnn, R7R'N-C_¢ ankoken, R’S(=0)-Cy_g ankoken, R’R7*N-C(=0)-C ¢ ankoken, Cg 1o
apui, C;_g rerepoapuil, Cj_g akokcu, Cy_g ankui, Cy_gankenus, Cy_gankunui, Co_qg
TeTEPOLMKIINAI, MEPKANTO, HUTPO, Cg_1o apui-Cy_g-ankui, Cq 1o apuiiamuto, Cq_g
rerepoapuinaMuto, Cq.1o apui-Cy_g-asikunaMuHo, C;_g rerepoapuin-Cy_g-ankuinamMuao, Cq_g
rerepoapuinokcu, Cy_g rerepoapui-Cy_g-ankui, Cg 1o apui-Ci_g-ankoxeu, Cj_g
rerepoapui-Cy_g-alikokcu, Cg_1 o TeTepOoIUKIIOKCH, Cy_1o reTepoKiIni-Cy_g-aikokcu, C,_

10 TETepOIMKINIAMUHO, Cy_; reTepounkini-C_g-ankunamMuHo uim Ceg_ ;o apUITOKCH.

[00189] B HEKOTOPBIX peaiu3anusIX Kax bl R’ uR" MPEICTABIISIET COOON HE3ABUCUMO
H, C,_¢ amudatuueckuii, C,_g ranoamupatuueckuit, C;_q rugpoxcuanudatuueckuit, C_g
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amuHoanudartuueckuit, Cy_g-(, ankokcu-Cy_g-amudarnueckust, Cj_g
ankwiaMuHo-Cy_g-anudatudeckuit, C_g ankuntuo-C_g-amudatuueckuit, Ce_q
apui-C;_g-amudatuueckuit, C;_g rerepoapuin-C;_g-amudatudeckuit, C_1g
rerepoliini-C_g-anmudatuueckuit, Cs_jo uukinoankuin-C_g-amudarnueckuit, Cq_j
apuiiokcu-C_g-anmudatuueckuit, C,_j rerepouukininokcu-Cy_g-amudatuaeckuit, Cs_g
nuKIoankuinokcu-Cy_g-anmuparnueckuit, Cq_ o apuiiamuao-C_g-amudatuueckut, Co_jg
rerepopkinnaMuHo-C_g-amupatnueckuit, Cs_ o MKioankuiaMuio-C_g-amudaTuueckui,
Ce.10 apui, Cy_g rerepoapui, C,_jo rerepounkiana uim Cs_ g KapOOLMKIUI; ¢ OTOBOPKOH,
qTO TaM, I'1e R7 )71 R7‘a1 CBSI3aHBI C OJHUM U TEM K€ ATOMOM BOAOPOJA, R7 " R7a, BMECTE C

dTOMOM BOAOpOJa, C KOTOPBIM OHHU CBA3AHbI, JOIIOJIHUTCIIBHO (bOpMI/Ip}’IOT 3aMCIICHHOC
WJIM HE3aMeIIeHHOE 3...8-3BEHHOE KOJIBIO, WJIH 3aMCIICHHOC WJIM HE3aMCIICHHOC C5_12 CIIMPO

ounukiyeckoe uin Cs_, CIJIaBIEHHOE OULMKIINYECKOE KOJIBLO.
[00190] B HexoTopbIx peanmuzauusix N, Vy, Vo, Vi3, V41 C(=Y) u3 popmyisl (I) onpeaensitor
rpynmy ¢ popmynoit (I11):

V.
V‘J/ Sq\vo,
1
V1\
N Y
.va (i,
3 3
Vi R R
v Ry, R2 Q R4 R4
Y | )
1
N Y R7ONTo RYNTTO
re JN TPEAICTABISIET coB0ii  vase a) unm L (Illb);

kakublit R pencrasisier co6oit H, F, Cl, Br, I, uwano, ruapoken, R72R'N-, -C(=0)NR'R"?,
_OC(=O)NR'R"%,
-0C(=0)0R’, -N(R")C(=0)NR'R?, -N(R7)C(=0)OR’?, -N(R7)C(=0)-R"%, R'R7*N-S(=0)5-,

R7S(:O)2—, R7S(:O)2N(R7a)—, C.¢ amuaTtuueckuit, Cq_g ramoankui, C_g amkoxcH, Cy_g
TUIPOKCUATIKOKCH, C1_g aMUHOATKOKCH, C|_g TATOATKOKCH, C|_g aKHIaMUHO-C|_g-aJIKOKCH,
Cj.¢ ankokcu-C_g-ankokcu, Cs_jo nukinoankuiiokeu, Ce o apuit-Cy_g-asnkokcu, Cg_qg
apui-Cy_g-ankuwiamMuHo, C;_g retepoapuii-C;_g-ankokcu, C;_g rerepoapui-C_g-aIKUIaMUHO,
C5.1¢ kIoankunaMuHo, Cy_jo rerepouukini-C;_g-ankokcu, Cq_jo apuiiokeu, Cj g
rerepoapuiiokcy, C;_g rerepoapuinokcu-Cy_g-alIkokcH, Cy_j rerepounkiuni, Cs_ o LMKIOATIKWI,
Cy.10 rerepoumkimin-Cy_g-amudartuaeckurt, Cs_qo muxinoankuin-C_g-amudatudyeckuit, Co_1(
apui, Cy_g rerepoapui, Cg.1¢ apui-Cy_g-amudatudeckuii, Cj_g
rerepoapuil-Cy_g-ammdarrieckuit, Cg._1o apuin-(CHy)p-G-(CHy) -, Cp g TeTepoapun-(CHy) -G-
(CH2)yy, Cp-q rereporpikimn-(CHy) ,-G-(CHp) -, v Cs._ 1o iukstoankun-(CHy) ,-G-(CHp) -,

rae Kaxaelii G npeacrasiset coboit O, S, NR>, S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)
NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0);-, -OS(=0),-, unu -OS(=0)NH-; xaxapbiii t
MpeICTaBIISIET COO0M 1 UK 2; KaXXAbIH p U m peACcTaBiseT coooit HezaBucumo 0, 1, 2, 3 uiu
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4; wn tie kaxbli u3 Ce g apui-(CHy)p-G-(CHa)yy-, €9 retepoapun-(CH;)p-G-(CHp) -,
Cy. 19 rerepormkini-(CHy) ,-G-(CHp) -, 1 G tkmmoankun-(CH,) ,-G-(CHy) - ipencrassisier
co0oli TONOIHUTEIBHO 3aMeleHHbIi ogHuM i 0osee F, Cl, Br, I, C;_g ankui, Cy_galIKMHWI,

C1—6 AJIKOKCH HUJIKM IMAHO,

R? npeacrasusier coboit H, F, Cl, Br, I, umano, ruxpokxcu, R7*R'N-, -C(=0)NR'R"?, -0C(=
O)NR'R”?,-0C(=0)OR’, -N(R")C(=0)NR'R"?, -N(R")C(=0)OR?, -N(R")C(=0)-R"?, R’R7*N-
S(=0),-, R7S(:O)2—, R7S(:O)2N(R7a)—, Cy_¢ amudatuyeckuii, C;_g Tastoankui, Cy_g aIKOKCH,
C|.¢ TUOPOKCHAIKOKCH, C|_g aMUHOAIKOKCH, Cq_g rasoankokcu, Cy_g
ankwiaMuHo-C | _g-ankokcH, Ci_g ankokcu-C_g-ankokcu, Cs_jo nuknoankuinokceu, Ce_qg
apun-C_g-ankoxeu, Cg 1o apui-C_g-ankunamunao, Ci_g rerepoapui-C;_g-ankokceu, Ci_g
rerepoapui-C;_g-anKkuiaMuHo, Cs_jg IMKIOATKWIAMUHO, Cy_1( TeTepOoUKINI-C_g-aIKOKCH,
Ce-10 apwiiokeu, Cj_g rerepoapuiiokcu, Cj_g rerepoapuiiokcu-Cy_g-ankokcu, Cy_qq
rerepotukini, Cs_yg mukinoankui, Cy o rerepounkiui-C_g-amudatuaeckuit, Cs_pq
ukinoankui-C_g-amadatuueckuit, Cq_ 1o apui, C;_4 rerepoapui, Cq_j
apui-C_g-amudparnyeckuit, Cy_g rerepoapui-Cy_g-anuparuyeckuit, Ce o apun-(CHy)-G-
(CHp) -, Cy_g rerepoapuin-(CHy),-G-(CHy)py-, Coyg rerepormrimmin-(CH,),-G-(CHp) -, nin

Cs.10 mukmnoankui-(CH;) ,-G-(CHy) -, T1e Kakapii G npencrasisier codoinO, S, NR’, $(=0),
S(=0),, C(=0), -C(=O)NH-, -OC(=O)NH-, -OC(=0)-, -NHC(=0O)NH-, -HN-S(=0);-, -OS(=0)-,
i -OS(=0)NH-; kax1bI# t mpeacTasisieT coooi 1 WM 2; KaxIbld p U m MPeACTaBIISIET
coboit HezaBsucumo 0, 1, 2, 3 wiu 4;

kaxabiit R® npencrasnser co6oit H, F, Cl, I, muano, R7*R'N-, -C(=0)NR’R’2, -0C(=0)
NR’R7?, -0C(=0)OR’, -N(R7)C(=0)NR’R?, -N(R7)C(=0)OR"?, -N(R")C(=0)-R"?, R’R"*N-§
(=0),-, R’S(=0),-, R’S(=0),N(R"%)-, R"®R'N-C ¢ anxm1, R’S(=0)-C ¢ ankun, R’'R7*N-C(=

0)-C ¢ ankun, R"*R'N-C,_¢ ankokeu, R’S(=0)-C ¢ anxoxen, R’R73N-C(=0)-C ¢ ankoxcy,
C,.¢ ammdatnueckmit, C,_¢ ramoankui, Cq 1o apiii-Cy_g-asikokcu, Cj_g
retrepoapui-Cs_g-ankokcH, Cj_g rerepoapuiiokcu-Cy_g-ankokcu, Cs_qg
UKI10aIKWI-Cy_g-anikokcH, Cy_j rerepounkiini, Cs_jo muknoankui, Cy_jg
retepormkit-C_g-amudatudeckuit, Cs_q ukIoakui-C_g-ammdaTtdeckuii, C_4 rerepoapui,
3amernieHHbIn Cg 1 apui, Cy_4 rerepoapui-Cy_g-amudatndeckuit, 3aMmerieHubi Ceg 1
apui-Cy_g-ankui, Cy ;o rerpepounkini-C_g-ankui, C;_g ankokcu, C_g THAPOKCUATIKOKCH,
C/.¢ aMmuHOANKOKCH, Cq_g rasoankokcu, Cy_g ankuinaMuHo-Cq_g-ramoakokcu, Cy_g
ankwIaMuHO-C_g-ankokcH, Cj_g akoKcH-Cy_g-annkokcH, Cq.1o apuit-Cy_qg-ankoxeu, Cy_q
retepounkIniI-C_g-ankokcu, Cs_jo kKapOommkani-Cy_g-akokcH, Cy_j( F€TePOLUKINIOKCH,
Cs.10 wknoankuinoker, Cg_jg apuin-(CHy),-G-(CHy) -, Cyg rerepoapnin-(CHy)p-G-(CHp) -,
Cy.10 rerepomkinit-(CHy) ,-G-(CHy) -, nimn C3_ 1 uuknoankun-(CHy),-G-(CHy) -, e

kax bt G ipeacrasiser coooti O, S, NR® , S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=O)NH-,
-OC(=0)-, -NHC(=O)NH-, -HN-S(=0);-, -OS(=0),-, i -OS(=0)NH-; Ka>x/1bIi1 t TpeACTaBIISCT

coOoti 1 umum 2; KaxIplil p U m IpeacTaBisieT coboit HezaBucumo 0, 1, 2, 3 unu 4; u
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kaxbii R npeacrasisier codboi H, F, I, npano, TMIpoKcH, R’*R'N-, -C(=O0)NR'R"%, -OC
(=O)NR'R”2, -0C(=0)OR’, -N(R7)C(=O)NR'R”2, -N(R")C(=0)OR"?, -N(R7)C(=0)-R"2, R’R7N-
S(=0),-, R’S(=0),-, R’S(=0),N(R"?)-, R"*R'N-C_¢ axui, R’S(=0)-C ¢ anxm1, R’'R’*N-C(=

0)-C ¢ ankun, R7*R'N-C ¢ ankoken, R’S(=0)-C_¢ ankoxcn, R’R’3N-C(=0)-C_¢ ankoxcy,
C.¢ amupaTtuueckuit, C;_g Tasmoankui, Cy_jo ankokcH, C;_g THAPOKCHAIKOKCH, C|_¢
aMuHOANKOKCH, C|_g ramoankokcu, Cy_g ankuiaaMuHo-C_g-ankokc, Cq_g
ankokcu-C_g-ankokcH, Cs_s qUKI0aIKMIoOKeH, Cg 1o apuin-Cy_g-ankokcu, Cq_g
rerepoapui-Ci_g-ankokcu, C;_g rerepoapuiiokcu-C_g-ankoxeu, Cq_g
rerepoapui-Cy_g-ankuiaamMuao, Cy_o rerepokiani-Cy_g-ankokcu, Cy_qg
reTepolMKINI-C_g-aJIKUIIAMUHO, C3_j ) IMKIOAIKUIAMUHO, Cy_1( reTepOotMKINI-Cy_g-aJIKOKCH,
C5.1¢ kapoouukini-Cy_g-ankokcu, Cs_jo kapoomukani-C,_g-ankunaMuHo, Cg_1o apUIOKCH,
C.19 rerepoapuiniokcu, Cy_j( rerepotukini, Cs_qo tuxiaoankui, Cy_qg
rereporkini-Cy_g-amudatudeckuit, C3_q muknoankumin-C,_g-amudatuaeckuit, Cg_q( apui,
C,.g rerepoapui, Cq 1o apui-Cy_g-ammdatuueckuii, C;_g rerepoapmii-C_g-ammdaTiuaeckuii,
Cé-10 apun-(CHp)p-G-(CHy) -, Cy_g retepoapuin-(CHy),-G-(CHy)py-, Cy. 1 TeTEpOLMKITHII-
(CH2)p-G-(CHy) -, nimn C3._ 1 ukioankuia-(CHy) ,-G-(CHy) -, e kax bt G mpeactasiser

co6oi1 O, S, NR® , S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)NH-, -OC(=0)-, -NHC(=O)NH-,
-HN-S(=0);-, -OS(=0);-, unn -OS(=0)NH-; kaxablii t MpeacTaBIsieT coOoM 1 Un 2; KaxXIbIi

p ¥ m npeacrasiseT coboi HezaBucuMmo 0, 1, 2, 3 unm 4.
[00191] B HEKOTOPBIX peanu3anusix

MPEACTABIISIET COOOM
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O
F
M N\ oN S = X Q
(&l:[,‘ko\g}go IN,'LO lNio lu’ts i-l\}:'; o
.M . ™o v ] 4

F>307 o 0 i NH &_
FT NN =N =N =N =N —N
el eabeall sl ot oo

[00192] B HEKOTOPBIX peaau3ausax A HpeIICTaBJISIeT coboit

S
"v;(:‘/ F, "'1/.':/ nnm /\‘/’

X npeacTaBiisieT cOO0M CBS3b, NR? , 0,8, -(CH)y-, -(CH),-C(=Y)-, -(CH»),-C(=Y)-O-,

-(CHz)m-C(:Y)-N(R5 )-, -(CH3),-S(=0);, -(CHz)m-S(:O)t-N(R7)-, -(CHp)y-Y-, -CH=CH-, i
-C=C-, rjie KaX/blii t MpeICTaBIseT COOOM 1 WM 2; KaXXIbld m mpeacTaBisieT coootrt 0, 1, 2

unu 3;
Y npencrasiuser coboit O;

B npencrasnsier co6oi NR'R"?, Cy4.12 kapoouukamni, Cy 1o uukiaoankui, Cy_qg

rerepouukini, Ce.qg apui, Cy_g rerepoapui, Cs_j, CruiaBiaeHHbId ouukini, Cs_qo
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CIUTaBJICHHBIN TeTepoOUIMKINI, Cs 1o criupo OUMuuKIuI, uiu Cs_1p CIMPO reTepOOULMKIINIT;
rae kaxabid u3 Cy 1o kKapoouukini, Cy_qp uukiaoankui, Cy o rerepounkiui, Cq o apui, Cig
rerepoapui, Cs_q, crutaBaeHHbIM OMUMKINI, Cs_1, CIIaBIIEHHBIN reTepoouuukini, Cs_jo
cupo OMUMKIUI U Cs_5 CIMPO FeTepOOULMKIINII TPEACTABISET COOOM JOTIOIHUTEIBHO
3aMeLIEHHBIN OKco (=0), TMAPOKCH, AMUHO, raJio, nuaHo, Cg_1o apui, Cj_g rerepoapui, C;_q
ankokcH, Ci_g ankuinaMuHo, C;_1, ankui, Cy_g ankenust, Cy_g ankunui, Cy_jo FreTepOLUKINII,
MepKanTo, HUTpo, Cg_1( apUIOKCH, KAPOOKCH, TMIPOKCU-3aMelieHHbIN C|_g ATKOKCH,
runpokcu-3amelieHHbIn Cy_g ankui-C(=0)-, Ci_g ankun-C(=0)-, C;_g ankmi-S(=0)-, C ¢
aNKUI-S(=0),-, ruapokcu-3amenieHHbIN C_g ankui-S(=0)-, Tuapokcu-3aMele bl Cy g

ankuiI-S(=0),-, uian kapookeu Ci_g aJIKOKCH;

R! npeacrasisier coboit H, F, Cl, Br, I, umano, rupokxcu, R7*R'N-, -C(=0)NR'R"?, -0C(=
O)NR’R"?,-0C(=0)OR’, -N(R")C(=O)NR’R"?, -N(R7)C(=0)OR™, -N(R")C(=0)-R"*, R’R"*N-
S(=0),-, R7S(:O)2—, R7S(:O)2N(R7a)—, Cy_¢ amudatuyeckuii, C;_g Tastoankui, Cy_g aTIKOKCH,
C|.¢ TuOpOKCHANTKOKCH, C_g aMUHOANIKOKCH, C|_g Tasoankokcy, Cj_q
ankwiaMuHoO-C | _g-ankokcu, Ci_g ankokcu-C_g-ankokcu, Cs_jo nuknoankuiiokeu, Ce_qg
apun-C_g-ankoxeu, Cg 1o apui-C_g-ankunamuno, C;_g rerepoapuii-Ci_g-aikokcu, Cj g
rerepoapui-C;_g-ankuinaMuHo, Cs_jg IMKIOATKUIAMUHO, Cy_1( TeTepOoUMKINI-C_g-aTKOKCH,
Ce-10 apwiiokeu, Cy_g rerepoapuiokc, C;_g rerepoapuiiokcu-Cy_g-ankoxeu, Cy_qg
rereporukini, Cs_qg mukinoankui, Cy o rerepounkimi-C_g-amudatuaeckuit, Cs_q
nukinoankuin-C_g-amdartuueckuit, Cq_ 1o apui, C;_g rerepoapui, Ceq_j
apui-C_g-amadarnyecknit, Cy_g rerepoapui-Cy_g-anubarunyeckuit, Cq.1o apui-(CHy),-G-
(CHp) -, Cy_g rerepoapuin-(CHy),-G-(CHy) -, Coyg rerepomrimmn-(CH,),-G-(CHp) -, nin

Cs.10 maknoankui-(CH,),-G-(CHp) -, Te xaxapiit G npencrasisier codoit O, S, NR?, S(=
0), S(=0),, C(=0), -C(=0)NH-, -OC(=0O)NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0),-, -OS(=
O);-, umn -OS(=0)NH-; kax1b1#1 t TpeACcTaBIISIET COOOM 1 MK 2; KaXKAbI p U m MPEACTABIISET
coboit Hezaucnmo 0, 1, 2, 3 win 4; nimn rae kaxapii u3 Ce_ 1o apuit-(CHy)-G-(CHy)py-, Cr g
rerepoapui-(CH,),-G-(CHp) -, Cp.1g rerepormkmnin-(CH,) p-G-(CHy) -, 1 C5_ 1o IMKITOATTKHIT-
(CHz)p-G-(CHz)m- JONOJHUTEILHO 3aMeled oguuM uim oostee F, Cl, Br, I, meTu, atui,
MPOTIWII, STUHWII, TPOTIMHWUIL, Oy TUHWII, METOKCH, 3TOKCH WU IUAHO;

R2 npeacrasisgeT coboit H, F, Cl, Br, I, tuano, ruagpokcw, R7aR7N—, —C(=O)NR7R7a, -OC(=
O)NR’R"?, -0C(=0)OR’, -N(R")C(=0)NR’R"?, -N(R7)C(=0)OR™, -N(R")C(=0)-R"*, R'R"*N-
S(=0),-, R’S(=0),-, R’S(=0),N(R"%)-, C, ¢ anudpatuueckuii, C;_¢ ramoanku, C;_g aTKOKCH,
C|.¢ TuOpOKCHANTKOKCH, C_g aMUHOATIKOKCH, C1_g rasioankokcu, Cy_g
ankuiaMuHo-C | _g-ankokcu, Ci_g ankokcu-C_g-ankokceu, Cs_jo nukinoankuiiokeu, Ce 1o
apun-C_g-ankoxeu, Cg 1o apui-C_g-ankunamuno, Ci_g rerepoapui-Cj_g-ankoxeu, Cj g
rerepoapui-C;_g-ankuinaMuHo, Cs_jg IMKI0ATKUIAMUHO, Cy_1( TeTepOoMKINI-C_g-aJIKOKCH,
Ce-10 apwiiokeu, C_g rerepoapuiiokcu, Cj_g rerepoapuiiokcu-Cy_g-ankokcu, Cy_qg
rerepouukini, Cs.qg mukiioankui, Cy o rerepounkimi-C_g-amudaruaeckuit, Cs_q

Ctp.: 80



10

5

20

25

30

35

40

45

RU 2701156 C9 (W1 C2)

uukioankuin-Cy_g-amupartuueckuit, Cq ;o apuit, Cq_4 rerepoapui, Ce.qg
apui-Cy_g-anmudaruueckuit, Ci_g rerepoapui-Cy_g-amupartnyeckuit, Cq_1o apui-(CH,),-G-
(CH2)m-, Cy.g retepoapuin-(CH;)-G-(CHy) -, Co1g TeTeponmkitnn-(CHy),-G-(CHy) -, Wit

Cs.q0 LlI/IKJIOEUIKI/IJI—(CHz)p—G—(CHz)m—, rae Kaxaeii G npeacraisieT coooit O, S, NR? ,S(=
0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0),-, -OS(=
O)¢-, uin -OS(=0)NH-; Kaxaplii t mpeAcTaBisieT codol 1 UK 2; KaXIbld p U m MPEICTABIISIET
coboit HezaBucumo 0, 1, 2, 3 wiu 4;

R® npencrasnsier co6oit H, F, Cl, I, muano, R7*R’N-, -C(=0)NR'R’?, -0C(=0)NR'R"?, -OC
(=0)OR’, -N(R7)C(=0)NR'R”?, -N(R7)C(=0)OR"?, -N(R")C(=0)-R"?, R’R73N-S(=0),-, R’S(=
0),-, R’S(=0),N(R"%)-, R”*R'N-C_¢ anxui1, R’S(=0)-C ¢ anxmr, R’R’3N-C(=0)-C_¢ ankui,

R7*R'N-C_¢ ankoken, R’S(=0)-Cy_¢ ankoken, R’R7*N-C(=0)-C;_¢ ankoxeu, Cy_g
amudatuueckuit, Cy_gramoankui, Cg o apui-Cy_g-ankokcu, Cq_g rerepoapuii-Cs_g-aJIKOKCH,
C/.9 rerepoapuniokcu-Cy_g-ankokcH, Cs_qo IMKIT0ANKUI-Cy_g-anKokcH, Cy_1 TETEPOLUMKIIUIL,
Cs.1¢ wukmoankui, Cy_ o rerepoukini-Cy_g-amudatuueckuit, Cs_qg
ukitoankuin-C_g-amdatuueckuii, C;_4 rerepoapui, 3amenieHHbI Cq_ 1 apui, Cj_y4
rerepoapui-Ci_g-anudaruyeckuit, 3amenieHHbIN Cg_ 1o apui-Cs_g-anxui, Cy g
retepotkini-Cy_g-ankui, Ci_g ankokcu, Cy_g THIApOKCHANKOKCH, Cq_g aMUHOANKOKCH, Cy_g
rajioalkokcH, C;_g ankunaMuHo-C;_g-ramoankokcu, C;_g ankuiaMuHo-C;_g-alikokc, Cq_g
ankokcu-C_g-ankokcH, Cq.1o apuit-Cy_g-aikokcu, Cy_jo rerepotukianii-Cy_g-ankokcu, Cs_q
kapOomukImiI-Cy_g-ankokcH, Cy_q( rerepouukiIniokcH, Cs o Lukioankuinokeu, Cg 1o apuil-
(CH)p-G-(CHy) -, Cyg rerepoapui-(CH,),-G-(CHp) -, Co. 1 rerepoumkimin-(CHy),-G-
(CHy) -, it C3_ 1 ukimoankuii-(CHy)p-G-(CHy) -, tie kaxapiit G pezacrasisiet codoit O,

S, NR?, S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S
(=0)-, -OS(=0);-, unu -OS(=0)NH-; kaxxaplii t mpeacTaBiseT co60i 1 UK 2; KaXIbIld p U m
MpeacTaBisieT coool HezaBucumo 0, 1, 2, 3 unu 4;

R* npencrasnser coboit H, F, I, nuaso, rugpoxcn, R’*R’N-, -C(=0)NR'R"?, -0C(=0)
NR’R”?, -0C(=0)OR’, -N(R7)C(=0)NR’R?, -N(R7)C(=0)OR"?, -N(R")C(=0)-R"?, R'R"*N-S
(=0),-, R’S(=0)5-, R’S(=0),N(R"%)-, R"®R'N-C_¢ ankun, R’S(=0)-C;_¢ anxu, R’R’*N-C(=

0)-C,_¢ ankwui, R7*R'N-C 1-6 AJIKOKCH, R7S(=O)—C 1-6 AIIKOKCH, R7R7aN—C(=O)—C1_6 AJIKOKCH,
C.¢ amudatuueckuit, C;_g ramoankui, C,_jo ankokcu, C;_g THIAPOKCHATKOKCH, Cq_g
aMuHOaKoKcH, Cy_g rasioankokcu, Cy_g ankuaaMuHo-Cy_g-ankokcu, Cq_g
ankokcu-C_g-ankokcH, Cs_s quKiIoankuiokcH, Ceg 1o apuin-Cy_g-ankokcu, Cq_g
rerepoapui-Cy_g-ankokcu, C;_g rerepoapuiiokch-C_g-ankokcu, Ci g
rerepoapui-Cy_g-ankuiaamMuao, C,_o rerepotkini-Cy_g-ankokcu, Cy_qg
retepolKiIni-Cy_g-aaxunamMuno, Cs_j o IMKIIOATKUIAMUHO, Cy_1( FeTepolKINI-Cy_g-aJIKOKCH,
C5.1¢ xapbouukini-C_g-ankokcu, Cs_jo kapoouukani-C,_g-ankunaMuHo, Cg_1o apUIOKCH,
C.19 rerepoapuiniokcu, C,_jo rerepotkini, Cs_qo tukaoankui, Cy_qg

retepolKInI-C_g-amudatuueckuil, Cs_1o LuKI0aIKWI-C_c-amudatuueckuit, Cq_1o apHui,
P 1-6 3-10 1-6 6-10 4P
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Cj.9 rerepoapui, Cg_1o apui-C,_g-anmudatuyeckuii, C;_g rerepoapui-Ci_g-anndaTuyeckuit,
Ce-10 apun-(CHy)p-G-(CHy) -, Cyg rerepoapuin-(CHy),-G-(CHy) -, Co 1 reTepOLmMKIInII-
(CHz)p—G—(CHz)m—, wm C3_q LII/II(J'IoaJ'IKI/IH—(CHZ)p—G—(CHz)m—, rJe Kax bl G mpeacTaBiisieT

co60i1 O, S, NR°, S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=O)NH-, -OC(=0)-, -NHC(=O)NH-,
-HN-S(=0);-, -OS(=0);-, unu -OS(=0)NH-; kaxaplii t mpeacTasisier coooi 1 uam 2; KakIblit
p ¥ m npencrasiseT coooit Hezapucumo 0, 1,2, 3 unm 4;

KaKIbIl R> npeJcTaBisgeT coboit HezaBucuMo H, R7R7aNC(=O)—, R7OC(=O)—, R7C(=O)—,
R’R73NS(=0)-, R70S(=0)-, R’S(=0)-, R’R7?NS(=0),-, R’0S(=0),-, R’S(=0),-, C 3 anxui,
C,_3 ranmoankui, C;_3 ruagpoxcuankui, C;_3 amuHoankui, C;_3 ankokcu-C_z-ankui, C;_3
ankuaMuHo-C _z-ankui, Cy_3 ankuntuo-Cy_g-ankui, Cg_ ;o apui-Cy_z-ankui, C; g
rerepoapuii-Cy_z-ankui, Cy_o rerepotkiani-Cy_z-ankuil, Cs_qo IMKI0TKMI-Cy_3-ankui, Cg_

10 apui, Cy_g rerepoapui, C,_jo rerepounkiini uim Cs_jo KapOOUMKIIWII; U

kKbl R’ 1 R’ npencrasisier coooit HezaBucumo H, C_g amudatudeckuii, Cy_g
rajmoamudartuaeckuit, C,_q Tuapokcuamndaruaeckuit, C,_q amuHoamudatudeckuit, Cj_g
ankokch-C_g-amudatuaeckuit, C;_q ankunaMuHo-Cy_g-amudatudecknii, Ci_g aTKIIT
tHo-Cy_g-amudatuueckuit, Cg_1( apui-Cy_g-amudatudeckuii, Cq_g
rerepoapuni-Cy_g-amudatudeckuit, C,_qo rerepomukini-C_g-amipatnaeckmit, Cs_j

mukioankui-C_g-amdatuueckuii, Cq_1o apui, C;_g rerepoapuit, Cy_ o T€TEPOUMKITUI WIN
C5.10 KapOOLMKIIUIT; C OTOBOPKOIA, UTO TaMm, Te R’ 1 R CBSI3aHbI C OJHUM 1 TeM Ke ATOMOM

BOJIOPOJA, R’ u R’ Bmecre ¢ aTomMoMm BOJIOPOJIA, C KOTOPBIM OHU CBSI3aHBI, TOTIOJIHUTEIIBHO
(GhOpMUPYIOT 3aMeIIEeHHOE WM He3aMEIIeHHOE 3...8-3BeHHOE KOJIBIIO.
[00193] B HexoTophIx peasmzanusix A, X u B onpenenstoT rpymmy ¢ popmymoit (I1):

WA

\
(Rsa)—n : P
D

o
),

rae D npencrasnsieT codoti O; n siBnsietcs 0, 1 v 2; u

Ka>XabIN R npeacrasisieT coooi HezaBucumo H, runpoxceu, amuno, F, Cl, Br, 1, R7aR7N—,
-C(=0)NR'R"?, -OC(=0)NR’R"?, -0C(=0)OR’, -N(R")C(=0)NR'R"?, -N(R")C(=0)OR"?,
NR7)C(=0)-R7?, R’R7*N-S(=0),-, R’S(=0),-, R’S(=0),N(R"%)-, upato, HITpo, MepKanro,
Cj_4 anxuin, C;_4 ankokcH, Cy_y4 aNKWIAMUHO, C|_4 aTKuITHO, Cg_1 apuil, uitn C;_g TeTepoapul.

[00194] B HexoTopsIx peanu3amusax Gopmyna (IV) mpencrasiser codoi
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m—x

1Iv),

rae V npeacrasisieT codoi N unum CR!, V, npeacrainsieT codoi N uinu CR?, V3
npeacTaBisieT cooor N uiu CR’ , 1 V4 mpencrasiser coooit N uiu CR4, rJIe KAK MUHUMYM
oavH U3 Vq, Vo, V3 u V4 ipeactasisiet coboit N; T, npeacrasinsier codort N uinun CRlO;

X npeacTaBiIsieT cCoOOM CBS3b, NR> ,O,8S, -(CHy);-, -(CHy),- Y-, -C(=0)-, -C(=0O)NH-, -CH=
CH-, unu -C=C-, rae kaxapIlii m npeacrasiser coooi HezaBucumo 0, 1, 2 unm 3;

B npencrasmnser coboi NR'R"%, Cy4.12 kapoouukmmi, Cy_qp tukitoankui, Cy_qo
rerepounkiini, Cg 1o apui, Ci_g rerepoapui, Cs_io criiaBieHHbIN Ounuknui, Cs_jo
CIUIABJICHHBIN TreTepoOUIMKIINII, Cs 1o cliupo OUUMKINI, Uiu Cs_jo CIMPO TeTepOOULMKIINIT;
rae Kaxapid u3 Cy_qp kKapoouukimi, Cy_qo tukitoankui, Cy_jo rerepouukini, Cg_ 1o apui, Cyg
rerepoapui, Cs_1, CrutaBaeHHbIA OUIUKIINIL, Cs_ 1, CIUIABIEHHBIN reTepoonuukini, Cs_ 1o
cnupo OMIMKIUIT U Cs_ 1 CIMPO FeTEPOOULMKIINII JOTIOJHUTENIBHO 3aMelleH okco (=0),
TUIPOKCH, aMUHO, Tajio, imaHo, Cg_1o apuil, C;_g rerepoapui, Cy_g aikokcH, C_g ATKWIAMHUHO,
C.¢ anxui, Cy_gankenun, Cy_gankuui, Cy_jo FeTEPOLUKIINI, MEpKanTo, HUTPO, Cg_1¢
aApUIIOKCH, KapOOKCH, THAPOKCU-3aMelIeHHbIN Cq_g aTTKOKCH, THAPOKCU-3aMeIIeHHbIN Cq_g
ankui-C(=0)-, C;_g ankuin-C(=0)-, ankui-S(=0)-, Cy_g akuii-S=0),-, THIPOKCU-3aMEIICHHbIN
C.¢ anxun-S(=0)-, rugpokcu-3aMenieHHbIN Ci_g ankuii-S(=0),-, uim kapookcu Cy_ aTKOKCH;

R! npencrasiseT coboit H, F, Cl, Br, I, quano, rugpokcu, R7aR7N-, -C(=O)NR7R7a, -OC(=
O)NR'R"%, -OC(=0)OR’, -N(R")C(=0)NR'R"%, -N(R")C(=0)OR™, -N(R")C(=0)-R ">, R'R"N-
S(=0),-, R7S(=O)2—, R7S(=O)2N(R7a)—, C,.¢ anmudaTuueckuit, C;_g ramoankui, Cq_g aJTKOKCH,
C,.¢ runpoxcuaiakokcu, Cy_g aMuHOIKOKCH, Cq_g raoankokcu, Cq_g
ankuiaMuHo-C_g-ankokcu, Cy_g aikokcu-Cy_g-ankokcH, Cs_qg WuKIoankuiokeu, Ceq_qo
apwi-C;_g-ankokcH, Cg 1 apui-C_g-ankunamuHo, C;_g rerepoapuin-Cj_g-ankokcu, Cj_g
rerepoapuil-Cy_g-ankunaMuto, C;_o IMKIOATKUIaMUHO, Cy_j o TeTepotnKiIni-C;_g-alKOKCH,
Ce.10 apunokcu, C;_g rerepoapuiiokcu, Ci_g rerepoapunokcu-Cy_g-ankoxcu, Co_q
retepounkini, Cs_jo mukinoankui, Cy ;o rerepouukini-C,_g-amudatuueckuit, Cs_jq
nukioankui-C_g-anmupatrueckuit, Cq_jo apui, C;_g rerepoapuit, Cq_j
apui-Cy_g-anmudaruyeckuii, Ci_g rerepoapui-Cy_g-amupartnyecknit, Cq_1o apun-(CHy),-G-

(CHp) -, Cy_g retepoapuin-(CHy)p-G-(CHy) -, Co 1 retepomrimmin-(CHy),-G-(CHp)yy, v

Cs.q0 L[I/II(J'IOEU'IKI/IJ'I—(CHz)p—G—(CHZ)m—, rae kaxapid G npeacrasiseT cooonO, S, NR’ ,S(=0),
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S(=0),, C(=0), -C(=0)NH-, -OC(=0)NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0)-, -OS(=0);-,
w -OS(=0)NH-; kax1pI#t t mpeacTaBiasieT codoi 1 WM 2; KaxkIbId p ¥ m MPECTaBISET
coboii HezaBucumo 0, 1, 2, 3 unu 4; uinu rae kaxabiid Ceg_q apHn—(CHz)p—G—(CHz)m—, Cio
rerepoapiit-(CHy),-G-(CHy) -, Co. 1 Terepormrimin-(CHy) ,-G-(CHo) -, 1 C5_1 o LIMKITOATKATT-
(CHz)p—G—(CHZ)m— IOIMOJIHUTEIBLHO 3aMellied oquuM wiu 6oitee F, Cl, Br, I, meTui, 3Ty,
MPOIWII, STUHWII, TPOIIMHUII, Oy TUHWII, METOKCH, 3TOKCH WJIM IUAHO;

R? npencrasiseT coboit H, F, Cl, Br, I, tuano, rugpokcu, R7aR7N-, -C(=O)NR7R7a, -OC(=
O)NR'R?,-0C(=0)OR’, -N(R7)C(=0)NR'R"?, -N(R7)C(=0)OR™?, -N(R7)C(=0)-R"%, R’R7*N-
S(=0),-, R7S(=O)2—, R7S(=O)2N(R7a)—, Cy.¢ amudatuueckuit, Cy_g raoankui, C_g aJIKOKCH,
C.¢ Tuapoxcuankokcu, Ci_g aMMHOANIKOKCH, Cy_g Tanoankokc, Cj_qg
ankuaMuHo-C_g-ankokcH, Cy_g ankokcu-Cy_g-ankokcH, Cs_qo quKIoankuiokeu, Ceg_q
apwi-C;_g-ankokcH, Cg_1o apuii-C_g-ankunamuno, Ci_g rerepoapui-Ci_g-ankokeu, Ci_g
rerepoapuil-C_g-ankuaaMuHo, Cs_jo IMKIOUIKUIAMUHO, Cy_ reTepolKiIniI-C _g-aJIKOKCH,
Ce.10 apunokcu, C;_g rerepoapuiiokcy, C;_g rerepoapuiiokcu-C_g-ankokeu, Cy_qg
retepounkini, Cs_jo mukinoankui, Cy ;o rerepounkiini-C,_g-amudatuueckuit, C;_jq
mukinoankui-C,_g-anmupatuaeckuit, Cq_1o apuit, C;_4 rerepoapuit, Ce_1
apui-Cy_g-anmudaruyeckuii, Ci_g rerepoapui-Cy_g-amupartnyecknit, Cq_1o apun-(CHy),-G-

(CHy) -, Cy.g retepoapun-(CHy)p-G-(CHy) -, Co. 1 retepormrimmin-(CHy),-G-(CHp) -, nin

Cs.10 urnoankui-(CH,),-G-(CHy) -, tie xaxapiit G npencrasisier codoi O, S, N R, S(=
0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=0),-, -OS(=
O);-, umu -OS(=0)NH-; kax[1b1#1 t TpeACTaBIISIET COOOM 1 WM 2; KaXKIABIM p U m MPEACTABIISET
coboit Hezasucumo 0, 1, 2, 3 wiu 4;

R® npencrasmnsier co6oit H, F, CL, I, muano, R7*R’N-, -C(=0)NR'R’%, -0C(=0)NR'R"?, -OC
(=0)OR’, -N(R")C(=0)NR'R"?, -N(R7)C(=0)OR"?, -N(R")C(=0)-R"®, R’R"*N-S(=0),-, R’S(=
0),-, R’S(=0),N(R"®)-, R"*R'N-C_¢ anxm1, R’S(=0)-C ¢ ankur, R’R7*N-C(=0)-C_¢ anxui,
R7*RN-C_¢ ankoken, R’S(=0)-C ¢ ankokcn, R’R’3N-C(=0)-C_¢ ankoken, C; ¢

amudatuaeckuit, C,_gramoankui, Cg.1o apuin-Cy_g-ankoxcu, Cq_g rerepoapui-Cs_g-alTKOKCH,
C.g rerepoapuiiokcu-Cy_g-ankokcu, Cs_1o IMKIT0AIKUI-Cy_g-anKokcH, Cy_q( T€TEPOLUKINII,
Cs5_10 mukitoankui, Cy_qo rerepounkinmi-C_g-ampatrueckuit, Cs_j
mukioankui-C_g-ampatuueckuii, C;_4 rerepoapui, 3ameieHHbI Cq_ 1 apui, Cj_y4
rerepoapuni-Cy_g-amudatudeckutt, 3amerieHHbin Ceg o apuin-Cs_g-ankui, Cy_j
retepounkiIni-C_g-ankui, Ci_g akokcH, C;_g THAPOKCHAIKOKCH, C|_g aMUHOAIKOKCH, C_g
rajoalkokcH, Ci_g ankuinaMuHo-C_g-raioankokcu, Ci_g ankuinaMuHo-Cy_g-akokcH, Ci_g
ankokcu-Cj_g-ankokcu, Cq. 1o apuin-Cy_g-ankokceu, Cy_jo rerepotkianii-Cy_g-ankokcu, Cs_q
KkapOoMKIMI-Cy_g-anKkokcH, Cy_q( reTepouMKINIOKCH, Cs o LMKIOANKUI0KCH, Cq_1o apuil-
(CH)-G-(CHy) -, Cyg rerepoapui-(CH,),-G-(CHp) -, €y 1 rerepoumkimia-(CHy),-G-
(CHy) -, mimut C3_ 1 ukimoankuii-(CHy),-G-(CHp) -, tie kaxasii G mpeacrasisiet coboit O,

S, NR°, S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=O)NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S
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(=0)-, -OS(=0);-, unu -OS(=0)NH-; kaxxaplii t mpeacTaBiseT coooi 1 Ui 2; KaXIbIld p U m
MpeacTaBiIsieT coooi HezaBucuMmo 0, 1, 2, 3 unu 4;

R* npencrasnser coboit H, F, I, nuano, rugpokcn, R7*R’N-, -C(=0)NR'R"?, -0C(=0)
NRR”%, -0C(=0)OR’, -N(R7)C(=0)NR'R"?, -N(R")C(=0)OR"?, -N(R7)C(=0)-R"?, R’R7*N-S
(=0),-, R’S(=0),-, R’S(=0),N(R"%)-, R"®R’N-C_¢ anxm1, R’S(=0)-C_¢ ankuin, R’'R’*N-C(=

0)-C_g ankui, R7aR7N—C1_6 AJIKOKCH, R7S(=O)—C1_6 AJIKOKCH, R7R7aN—C(=O)—C1_6 AJIKOKCH,
C.¢ amupaTtuueckuit, Cy_g ramoankui, C, o ankokcu, C_g ruapokcuaikokcu, Cy g
aMuHoaJKoKcH, Cy_g ramoankokcu, Ci_g ankunamMuao-C,_g-ankokcu, Cy_g
ankokcu-C_g-ankokcu, Cz_s HMKI0aIKWIOKCH, Cg_1o apuit-Cy_g-ankokeu, Cy_g
rerepoapui-Cy_g-ankokcu, C;_g rerepoapuiiokcu-Cy_g-ankokcu, Cj_g
rerepoapun-C_g-ankunamuuo, C,_jo rerepotukinni-C;_g-ankoxcu, Cy_qg
rerepoKInI-C_g-anKuinamMuHo, Cs_j o IMKI0ATKWIAMUHO, Cy_1 TeTepOLMKIINI-C1_g-aTKOKCH,
Cs.1¢ xapbouukini-C_g-ankokcu, Cs 1o kapoouukani-C,_g-ankuiaMuHo, Cg_1o apUIOKCH,
Cy.1o rerepoapuiokcu, C,_1o rerepouukini, Cs_qo uukinoankui, Cy_qg
rerepotukini-Cy_g-amudatuueckuit, Cs_qo quxnoankui-Ci_g-anudaruueckurt, Cg_qo apui,
Cj.9 rerepoapui, Cg_qo apui-C,_g-anmudatuyeckuii, C;_g rerepoapui-Ci_g-anndaTuiecKkui,
Cé-10 apui-(CHp)p-G-(CHy) -, Cy_g rerepoapuin-(CH,),-G-(CHy)py-, Co.1 TeTEpOUMKITIII-
(CH2)p-G-(CHy) -, nimn C3._ 1 iuknoankuin-(CHy) ,-G-(CHy) -, riie kax bl G npeacrasiser

co6oit O, S, NR, S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0O)NH-, -OC(=0)-, -NHC(=O)NH-,
-HN-S(=0);-, -OS(=0);-, unu -OS(=0);NH-; xax bl t MpeacTaBISET COOOM 1 UK 2; KaKIbIA
p ¥ m IpeacTaBisieT coooit HezaBucumo 0, 1, 2, 3 uu 4;

KaXKIbIN R’ MpeICTaBIISIET cOOOM He3aBucuMoO H, R7R7aNC(:O)-, R7OC(:O)-, R7C(:O)-,
R’R73NS(=0)-, R70S(=0)-, R’S(=0)-, R’R’*NS(=0),-, R’0S(=0),-, R’S(=0),-, C 3 anxu,
C,_3 ranoankui, Cy_3 rugpokcuankui, C_3 amuHoankui, C;_3 ankokcu-C_z-ankui, Cq_3
ankwiaMuHO-C_z-ankui, Cy_3 ankuntuo-C;_z-ankui, Cg_qo apuin-Cy_g-ankui, Cj g
rerepoapuii-C;_z-ankui, Cy_jo rerepounkini-C_z-ankui, Cs_jo iukinoankui-Cy_z-ankui, Cg.

10 apui, Cj_g rerepoapuil, Cy_jo rerepottkiani uim Cs_jy KapOOLMKINIT;

kaskpiit R’ 1 R’ npenacrasisier codoit HezaBucumo H, C;_¢ amudartuueckuit, Cy_g
ranoamudartuaeckuit, C;_q Tuapokcuamndaruueckuit, C;_q amuHoamudatuaeckuit, Cy_1o
ankokcu-C_g-amudatuueckuit, C;_g ankunaMuHo-Cq_g-amudatudeckuii, Ci_g
anxkuntno-C,_g-amudartuaeckuit, Cg.q apui-Cy_g-amudatudeckuit, Cq_g
rerepoapun-Cy_g-amudatudeckuit, C,_q( rerepomukini-C_g-amupatuueckmit, Cs_j

mukioankui-C_g-amdatuueckuit, Cq_ 1o apui, Cy_g rerepoapui, C,_jg FeTePOLMKIAI U
C5.10 KapOOLMKIIUIT; C OTOBOPKOIA, UTO TaMm, Te R’ 1 R CBSI3aHbI C OHUM 1 TeM Ke ATOMOM

BOJIOPO/A, R’ uR’? Bmecre c aTomom BOJIOPO/IA, C KOTOPBIM OHU CBSI3aHBI, JOTIOJHUTEIHHO
(hOopMUPYIOT 3aMEIICHHOE HIIM He3aMeIllleHHOE 3...8-3BeHHOE KOJIBIIO;

KaKIbIl RS2 npeacTaBisieT coooit HezaBucumo H, ruapoxcu, amuno, F, Cl, Br, I, -N(CH3),,
-C(=O)NH-C,_4 ankui, -OC(=0)NH-C,;_4 ankui, -OC(=0)0-C,_4 ankui, -NHC(=O)NH-C;_4
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ankuit, -NHC(=0)O-C;_4 ankui, -NHC(=0)-C_4 ankun, Cy_4 ankwi-NH-S(=0),-, Cy_4 ankui-
S(=0),-, Ci_4 ankun-S(=0),NH-, unano, HUTpo, mepkanto, C;_4 ankui, Tpupropmetuit, Ci 4
ankokcu, C_4 ankunamunHo, Cy_4 ankuntuo, Cq_jg apuit, Cq 19 apuin-Cj_g~anxun uim Ci_g
reTepoapuil; n mpeacTasisgeT codoit 0, 1, 2 umm 3; u

KaXXObIN R10 MpecTaBiIsieT coool HezaBucumo H, ruapokcu, amuno, F, Cl, Br, I, nuano,
HUTPO, MEPKAIITO, AJIKWI, TpUdTOpMeTHi1, C;_4 akokcu, Cy_4 akuinaMuHo, Wi C|_4 aJIKUIITHO.

[00195] B HexoTopbIxX peanuzauusix B npencrasmnser coboit -N(CH3),, -N(CH,CH3),, -N
(CH,CH,CHj3),, -N(CH,CH,CH,CH3),,

) “
;h ? N, N N
OGO BOXY oD
p N..
o7, , N | / ) , O—, N, o ,0’\,0 ,Og\,ouv , o
“t
N AN il
() N N - A
N O oy - N
N O YN A =
0 OH N.gz0 N
o o (% ¥y JON
OH OH,O&OH,OJ\,OH, d =l NN om0y . .
| - = .
* e e - NH o)
: N ¢
N\
| N |\

N\w W “ww B aad -
- NH e \NH \ v v / |
NH NH N ] iy HN HN ~ HN
N NH
N 05 \L HN NH NH
o) eN é HNTY O
N N N § o N N
! J
\ N A o)
[ ’[oj ‘[oj )8 b ] Q N‘—/7 b O s N—N 3 ’ k]
Jv\.:
ot NH
NH .
v . N A
ro.A Yt a
Cl F F Cl O O /[Oj """" s o\a O wun4 0 ;

R! npeacrasiset cooort H, F, Cl, Br, I, unano, runpoxcu, -N(CH3),, -C(=O)NH-C, _4 ankun,
-OC(=0)NH-C,_4 ankui, -OC(=0)0-C,_4 ankui, -NHC(=O)NH-C;_4 ankui, -NHC(=0)O-C 4
ankui, -NHC(=0)-C;_4 ankui, C;_4 ankui-NH-S(=0),-, C;_4 ankui-S(=0),-, C;_4 ankuin-S(=

O),NH-, meTu1, 3Tu1, TPOIUII, U30MPONUII, OYTUJI, TeP-OyTUII, TPUPTOPMETUI, (PEHUII-
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(CHy)p-G-(CHy) -, (prop-3ameniennbiit pernn)-(CH,),-G-(CHy) -, THazonun-(CHy),-G-
(CHp) -, mupumuit-(CHy)p-G-(CHy) -, permmaran, mukiorexeu-(CH,) -G-(CHy) -, HadTiit-
(CHz)p—G—(CHZ)m—, WU MOp(l)OJ'II/IHI/IJ'I—(CHz)p—G—(CHz)m—, rJe Kaxabiid G mpeacTaBisieT

c060i1 O, S, NR”, S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0O)NH-, -OC(=0)-, -NHC(=O)NH-,
-HN-S(=0);-, -OS(=0);-, unu -OS(=0)NH-; kaxaplii t mpeacTasisier coooi 1 uam 2; KakIblit
p ¥ m nipeAcTaBisieT coboit HezaBucuMo 0, 1, 2, 3 Uiy 4; WM T1e KaxXIblii U3 (beHI/IJI—(CHz)p—G—
(CH)yy, (prop-3amemennbiit pernn)-(CH,),-G-(CHy) -, TH@sonun-(CHy) ,-G-(CHp) -,
puni-(CHy) ,-G-(CHy)yy-, ermmarin, upkstorexkeni-(CHy)p-G-(CHy) -, Hadun-(CHy) ,-G-
(CH2)yy-, 1 Mopommumi-(CHy) ,-G-(CHy) - ZOTIOITHATENBHO 3aMelleH OHUM uitn Goree K
Cl, Br, I, meTut, 3TWJ1, TPOTIWII, STUHWII, TPOTIMHUII, Oy TUHWII, METOKCH, 3TOKCH WJIH IUAHO;
R? npeacrasisieT coboit H, F, Cl, Br, I, tnano, runpoxcu, -N(CHs),, -C(=O)NH-C, _4 ankun,
-OC(=0)NH-C,_4 ankui, -OC(=0)0-C, _4 ankuin, -NHC(=O)NH-C;_4 ankui, -NHC(=0)O-C; 4
ankui, -NHC(=0)-C;_4 ankui, Cq_4 ankuin-NH-S(=0),-, C;_4 ankui-S(=0),-, C;_4 ankuin-S(=
O),NH-, meTus1, 3TW1, PO, U30MPONIUII, OyTUJI, TeP-OyTUIT, TPUPTOPMETUI, PEHUII-
(CH)p-G-(CHy) -, (prop-3amentennsiit pernn)-(CH,),-G-(CHy) -, THazomun-(CH,),-G-
(CHy) -, v Mopq)onI/IHI/In—(CHz)p-G—(CHz)m-, rae Kaxaelii G npeacrasiseT coooit O, S,

NR?, S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0)NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=
O);-, -OS(=0),-, uimu -OS(=0)NH-; xaxaplii t mpeacTaBiseT coooi 1 Ui 2; KaKIbld p U m
MpeacTaBiIsieT coool HezaBucumo 0, 1, 2, 3 unu 4;

R> npeacrasisieT codow H, E Cl, I, unano, ruapokcu, -N(CHjz),, -C(=0O)NH-C;_4 ankun,
-OC(=0O)NH-C;_4 ankui, -OC(=0)0-C, _4 ankuin, -NHC(=O)NH-C;_4 ankui, -NHC(=0)O-C 4
ankui, -NHC(=0)-C;_4 ankui, C;_4 ankun-NH-S(=0),-, C;_4 ankui-S(=0),-, C;_4 ankui-S(=
O),NH-, meTus1, 3TW1, PO, U30MPONUII, OYTUII, TEP-OyTHII, CbeHI/IJ'I-(CHz)p-G-(CHz)m-,
(pTop-3amerieHHBIN (beHI/m)-(CHz)p-G-(CHz)m-, trazomnin-(CHy),-G-(CHy) -, mim
Mop(bonHHI/m-(CHz)p-G-(CHz)m-, rae Kaxaelii G npeacrasiset coooit O, S, NR ,S(=0), S
(=0),, C(=0), -C(=0)NH-, -OC(=0)NH-, -OC(=0)-, -NHC(=0O)NH-, -HN-S(=0),-, -OS(=0),-,
win -OS(=0)NH-; kax1pIi t mpeacTasiasieT coooi 1 WM 2; KaxxIbld p U m MPeACTaBIIsSIET
coboit HezaBsucumo 0, 1, 2, 3 wiu 4;

R* npencrasisier codoit H, F, I, inano, ruapoxeu, -N(CHj),, -C(=0)NH-C;_4 ankui, -OC
(=0)NH-C,_4 ankui, -OC(=0)0-C,_4 ankui, -NHC(=O)NH-C;_4 ankui, -NHC(=0)O-C;_4
ankui, -NHC(=0)-C;_4 ankun, Cy_4 ankuin-NH-S(=0),-, C;_4 ankuin-S(=0),-, C;_4 ankui-S(=
O),NH-, meTu1, 3Tui1, TPOIUII, U30MPOTIUII, Oy TUJI, TEP-OyTUIT, TPUPTOPMETU, (PEHUIT-
(CH»)p-G-(CHy) -, (dprop-3amentennbiit pennn)-(CHy)y-G-(CHp) -, THaz0mmin-(CH,)y-G-
(CH2)yy-, i moponuani-(CHy),-G-(CHy) -, te kaxabiid G npencrasiser coboit O, S,
NR?, S(=0), S(=0),, C(=0), -C(=0)NH-, -OC(=0O)NH-, -OC(=0)-, -NHC(=O)NH-, -HN-S(=
O);-, -OS(=0);-, uimm -OS(=0)NH-; kaxaplii t mpeacTaBiaseT co00M 1 Uim 2; KaXKIbld p U m
npeacTasisieT coooit HezaBucuMmo 0, 1, 2, 3 unm 4;

KaKIbIN R’ npeacraBisieT cooor HezaBucumo H, Cy_3 ankui, peHust, OeH3u1, MUPUAUIT
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W MOP(OJIMHO METHUT;

KaXXObIN R821 npeacTaBisieT coooit HezaBucumo H, ruapokcn, amuno, F, Cl, Br, I, -N(CH3),,
-C(=O)NH-C,_4 ankui, -OC(=0)NH-C,;_4 ankui, -OC(=0)0-C,_4 ankui, -NHC(=O)NH-C;_4
ankui, -NHC(=0)O-C;_4 ankui, -NHC(=0)-C_4 ankun, Cy_4 ankun-NH-S(=0),-, C_4 ankui-
S(=0),-, C;_4 ankun-S(=0),NH-, uuano, HUTpo, Mepkanto, Cy_4 ankui, Tpuptopmetuds, Cq_4
ankokcH, C;_4 ankunamuno, Cy_4 ankuntuo, Cg_jo apui, Cg_19 apuin-C;_4-ankui uim Cq_g

reTepoapu;
n npeacrapiser coodou 0, 1, 2, umu 3; u

KaXXObIN R10 MpecTaBiIsieT coooi HezaBucumo H, ruapokcu, amuno, F, Cl, Br, I, nuano,
HUTpPO, MepkanTo, Cy_4 ankui, Tpudpropmetuil, C;_4 ankokcu, Cy_4 ankunamMuHo, Ui Cq_4

AJIKUIITHO.
[00196] B HexoTophIx peanu3amusx popmyna (V) nmpeacrapisieT coOoi

V
Vi N Vi

\'/' /K
1\N

O

B (W),

rae V npeacrasisieT codoii N unu CR!, V, npeacraisieT codoii N uinu CR?, V;

MpeacTaBIseT cooor N uiu CR’ , 1 V4 mpencrasiser coooit N uiu CR4, rJIe KAK MUHUMYM

oauH U3 Vq, Vo, V3 1 V4 ipeactaisieT codoii N;
T, npencrasiser codboit N uiu CRlO;
T4 npencrasisieT coboit NR’ , O, S wm CR'IR! la;

X npeacrasiser co6oi casizb, NR, O, S, -(CHy), -, -(CH,) - Y-, -C(=0)-, -C(=0)NH-, -CH=
CH-, wu -C=C-, rae kaxapIil T mpeacTasiseT codoit HezaBucumo 0, 1, 2 wu 3;
B nipeacrasnser co6oii -N(CH3),, -N(CH,CH3),, -N(CH,CH,CH3),, -N(CH,CH,CH,CH3)5,
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D U O G Q ,
WO, O ©© ,[H] T o L™ [:35 [i’;

) ™ | N N y
e A RO O 7 “
| ) | NN Q NG [Nj Mo \ ™
\ 4 [ ] \ j
/ |~ o— N _ O ,0‘1\,03\4”,03\,0»4 ,N‘o , OH = OH
, e T X X
Adns 1 e N Nj
P L Fe LA T
oA om0 on, =g e NN on 0%y 9, ,
| n . YT NH
e ! i
N N '

T
N Y
T N s ™
HYIH &
¢ ¥ [ F © 87 0 do, P
R! npexacrasisieT coboit H, F, Cl, Br, I, inano, runpoxcu, -N(CHs),, -C(=O)NH-C, _4 anku,
-OC(=0)NH-C,_4 ankui, -OC(=0)0-C, _4 ankui, -NHC(=O)NH-C;_4 ankui, -NHC(=0)O-C; 4
ankui, -NHC(=0)-C_4 ankui, C;_4 ankun-NH-S(=0),-, C;_4 ankui-S(=0),-, C;_4 ankui-S(=

O),NH-, MmeTu1, 3TW1, PO, U30MPONUII, OyTUII, Tep-0yTHi1, TpudTopmeTus, uimu Ceq
apHn—(CHz)p—G—(CHz)m—, rae G npenacrapnset codori O, S, N R’ , S(=0), S(=0),, umu C(=0);
KaXbl{ p U m npeAcTanisieT coboit HezaBucuMo 0, 1, 2 nnu 3; unu rae Cg_q apI/In—(CHQ)p—G—
(CH,),,- mpencrasiisieT coboi JOMOTHUTEIBHO 3aMelleHHbIN oquuM uu 6oiee F, Cl, Br, 1,
METHJI, 3TWJI, TPOIWJI, TUHUII, IIPOIIMHUI, OYTUHMII, METOKCH, ITOKCH UJIY IIUAHO;

R? npeacrasinsger cooor H, F, Cl, Br, I, unano, runpoxcu, -N(CH3),, -C(=O)NH-C, _4 ankun,
-OC(=0)NH-C;_4 ankuin, -OC(=0)0-C;_4 ankun, -NHC(=O)NH-C;_4 anxuin, -NHC(=0)O-C; 4
ankui, -NHC(=0)-C;_4 ankui, C;_4 ankwi-NH-S(=0),-, C;_4 ankui-S(=0),-, C;_4 ankui-S(=

Crp.: 89



10

5

20

25

30

35

40

45

RU 2701156 C9 (W1 C2)
O),NH-, meTui1, 3TWI1, PO, U30IPONUI, OyTHII, Tep-OyTui, Tpudropmerni, uim Ceq_q
apHn—(CHz)p—G—(CHz)m—, rae G npenacraisieT codoit O, S, NR’ , S(=0), S(=0),, unmu C(=0);
KaXXJIpIi p ¥ m IIpeacTaBiIsIeT codoi HezaBucuMo 0, 1, 2 wm 3;

R3 npeacrasisieT codovt H, E Cl, I, uuano, ruapokcu, -N(CHjz),, -C(=0O)NH-C;_4 anku,
-OC(=0)NH-C,_4 ankui, -OC(=0)0-C,_4 ankuin, -NHC(=O)NH-C;_4 ankui, -NHC(=0)O-C 4
ankui, -NHC(=0)-C;_4 ankui, Cy_4 ankui-NH-S(=0),-, C_4 ankuin-S(=0),-, C;_4 ankuin-S(=
O),NH-, MmeTu1, 3TUI1, PO, U30MPONHII, OyTUII, Tep-0yTHi1, uiu Cq_1 apI/IJ'I—(CHz)p—G—
(CH,),y-, tae G mpeacrasisietr codoit O, S, NR , S(=0), S(=0),, umu C(=0); Kaxaplii p 1 m
MpeaCcTaBIsIeT coooi HezaBucuMo 0, 1, 2 um 3;

R* npeacrasisier codort H, E, I, unano, runpoxcu, -N(CHj3),, -C(=0)NH-C;_4 ankumn, -OC
(=O)NH-C_4 ankuin, -OC(=0)0-C,_4 ankui, -NHC(=O)NH-C,_4 ankui, -NHC(=0)O-C; 4
ankui, -NHC(=0)-C;_4 ankui, C;_4 ankwii-NH-S(=0),-, C;_4 ankui-S(=0),-, C;_4 ankuin-S(=
O),NH-, meTwi1, 9ThII, PO, U30TPOTIHI, OyTHII, Tep-OyTi, Tpudropmerni, umm Cg_j
apui-(CHy),-G-(CHp) -, Tie G nipencrasisiet coboit O, S, NR® , 3(=0), S(=0),, unu C(=0);
KaX]IpIll P U m MIpeJIcTaBisieT codboit HezaBucuMo 0, 1, 2 wim 3;

KaskpIi R npeacTaBisieT codoit HezaBucumo H, C,_4 ankun, heHus, OeH3UIT, TUPUINAIT
W MOP(OJIMHO METUIT; U

Ka K IbIN Rga, RIO, R! 1,u R'1a npejcTaBisgeT codoit HezaBucuMo H, runpokcu, amuno, F,
Cl, Br, I, -N(CH3),, -C(=0O)NH-C;_4 ankui, -OC(=O)NH-C,_4 anxun, -OC(=0)0O-C,_4 anku,

-NHC(=0)NH-C;_4 ankui, -NHC(=0)O-C;_4 ankun, -NHC(=0)-C;_4 ankun, C;_4 ankuin-NH-
S(=0),-, Ci_4 ankun-S(=0),-, Cj.4 ankun-S(=0),NH-, nuano, HuTpo, Mepkanto, Ci_4 aJKuI,
tpudpTopmetui, Cq_4 ankokceu, Cy_4 ankunamuno, Cq_4 ankuntuo, Cg 1o apui, Cg_qg
apui-C_4-anxkun wim Cy_g rerepoapu.

[00197] B HexoTopsix peanuzanusx Gopmyna (VI) mpencrasiser codoi

R3
”)1
|
R‘J\N o)

Z R
NN

E
¢
Ry
R ‘\Jjn,

rae E npencrasnsier coboit N viu CR'Y;
J npencrasnsier coboii O, S, S(=0), S(=0),, NR '3 v CR14R14a;

k mpeacrasiser codoii O, 1, 2, 3 wim 4; q ipeacrasisieT codoit 0, 1 wim 2;

(VI),

R! npencrasisier coooit H, F, Cl, Br, I, unano, rugpoxcu, C;_g ankui, Cj_g TaIOATKUI,
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C ¢ ankoken, C_q rugpokcuankokc, C_g ammHoankokcu, Cy_g ranoankokceu, Ce.g apmi-C .
12 ankui, Cq_1g apuia-(CHy)p-G-(CHy) -, Cyg retepoapun-(CH;)p-G-(CHy) -, Coqg
FeTepOHI/IKHI/IJ'I—(CHz)p—G—(CHZ)m—, i Cs_q HI/IKHO%UIKI/IJ'I—(CHz)p—G—(CHz)m—, IJ1€ KaxXIbIk
G nipeacrasiset coboii O, S, NR , C(=0), -C(=0)NH-, -OC(=0O)NH-, -OC(=0)- nmm -NHC(=
O)NH-; kaxx1plii p 1 m MpeacTaBisieT codoit HezaBucuMo 0, 1, 2 win 3; WK Tae KaX bl u3
Ce-10 apun-(CHy)-G-(CHy) -, C1-9 rerepoapuin-(CH»),-G-(CHa)py-, Co. 1 TeTEpOLMKITAII-
(CH2)p-G-(CHY) -, Ce.19 apun-Cy_g ankui, u Cz_jo wuknoankui-(CHy),-G-(CHp) -

JIOTIOJTHUTEIBHO 3aMeltieH ogauM uiau 6omnee F, Cl, Br, I, MeTus, 3THII, MPOIUII, 3TUHUIL,
MIPOTTMHUI, Oy TUHUIT, METOKCH, 3TOKCH, WJTH IUAHO;

R’ npencrasisier coooit H, F, Cl, I, unano, ruapoxcu, Cy_g ankui, Cy_g ramoankui, Cy_g
ankokcH, Cj_g rTuaApOKCHAIKOKCH, C|_1» aMUHOATKOKCH, Cy_g ranoankokcu, Cq 1o apui-
(CHz)p—G—(CHZ)m—, Cio reTepoapI/m—(CHz)p—G—(CHz)m—, Co10 FeTepOL[I/IKJII/IJ'I—(CHZ)p—G—
(CHy) -, mint C3_ 1 ukimoankuii-(CHy),-G-(CHy) -, tiie kaxapii G npezcrasiser coboit O,
S, NRS, C(=0), -C(=0O)NH-, -OC(=0O)NH-, -OC(=0)- niin -NHC(=O)NH-; kaxapIii p 1 m
NpeAcTaBisieT codoi HezaBucumo 0, 1, 2 uiu 3;

KaK b1 R’ npeacTasisieT codoit HezaBucuMo H, R7R7aNC(:O)—, R7OC(:O)—, R7C(:O)—,
Cy 3 anku, Cy_3 ranoankui, Cy_3 runpokcuankui, Cy_3 aMuHoa kul, Cq_3 aAIKOKCU-Cy_3-aJIKuI,
C,.3 ankunaMuHo-C; _z-ankui, Cq_3 ankuntuo-Cq_z-ankun, Cg 1o apui-Cq_z-ankui, Cig
rerepoapui-Cy_z-ankui, Cy ;o rerepounkinia-Cy_z-ankui, Cs_ ;o tMK10aakui-Cy_3-alKul,

Ce-10 apui, Cy_g rerepoapui, Cy 1o rerepoukiani il Cs_jg KapOOLUMKIUIT;

KaKIbIl RS2 npeacTaBisieT coooit HezaBucumo H, runpoxcen, amuno, F, Cl, Br, I, -N(CH3),,
IMaHO, HUTPO, MepKanTo, Cy_4 ankui, Tpudpropmetuit, Cq_4 ankokcu, Cy_4 ankuiamuto, Cj_4
ankuituo, Cg.qg apuit, Ce.qg apuit-Cy_4-ankui uinm Cq_g TeTepoapul;

n npeacrapisieT codoti 0, 1, 2 unu 3;

R0 npeacTaBisieT cobor HezaBucuMmo H, ruapokcu, amuno, F, Cl, Br, [, unano, HuTpo,
Mepkanto, Cq_4 ankuil, Tpudtopmetu, C;_4 ankokcu, C_y4 aNKUIaMUHO, WK C|_4 aJIKWITUO;

KaK IbIN R12 npeacraBisieT codort okco (=0), TMIAPOKCH, AMUHO, Tajlo, iuaHo, C;_40
ankokcu, Cy_40 ankunamMuno, C;_40 ankuintuo, Cy_40 ankui, Cy_jo ankenun, Cy_jo aJTKUHUI,
MepKanTo, HUTpo, Cg_1¢ apui, Cy_g rerepoapui, C,_1o rerepoukiani, Cq 1 apUIIOKCH,
KapOOKcH, TMIPOKCU-3aMelieHHbIN C|_g aTKOKCH, THAPOKCH-3aMellieHHbIN Ci_ge ankuin-C(=
0)-, Cy_¢ ankun-C(=0)-, Cy_g ankui-S(=0)-, Cy_g ankui-S(=0),-, THAPOKCU-3aMEIICHHBIM

C.¢ axkuin-S(=0)-, runpokcu-3amertieHHbIN Cy_g ankui-S(=0),-, uin kapookcu Cq_g ATKOKCH;

R" npencrasisietr coooit H, Cy_4 ankuin, C2-4 ankunui, C;_4 aTKOKCH, TUAPOKCH-
3amereHHbIi C_y4 ankokeH, C;_4 kKapobokcuankokcu, Cq_4 alKUIKapOOHWIT WK TUAPOKCH-

3ameteHHbI Cy_y aTKUIKapOOHU; U

kaskpii R4y R142 npeacTaBisieT coool HezaBucumo H, runpoxceu, kapboxeu, Cy_4 aku,

Cy_4 ankokcu umm C;_4 ATKUIIAMUHO.

[00198] B HEKOTOPBIX peau3anrsIx R! npeacrasisieT cooort HezaBucumo H, E CI, Br, 1,
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LUAHO, TUAPOKCH, METHIL, STHIL, IIPOTIAIL, U30IIpOIUL, OyTHiL, Tep-0yTui, Ce_g apuin-(CHy),-G-

(CHp)yy- i Cy_g retepoapuit-(CHy),-G-(CHy) -, e kaxapid G npeacrasisieT codoi NR,

O yu S, KaXIblil p ¥ m IIPEACTaBIIsIeT coO0M He3aBucuMo 0, 1, 2 wiM 3; Wi TAe KaXK bl U3
Cé-g apui-(CHy)p-G-(CHy) - 11 Cy6 TeTepoapun-(CHy) ,-G-(CHy) - IOTIONHATEIIBHO 3aMellIeH
oxauM uiu 6oitee F, Cl, Br, MeTw1, 3TWJI, TPOTIWII, STUHUII, TTPOITMHUII, Oy TUHHIT, METOKCH,
WJINA MaHO; U

R nmpencrasnsiet codort HezaBucumo H, E Cl, I, qnano, ruApoOKCcH, METUIT, 3TUJI, TPOTIUJI,
uzonpomui, 6ytui, rep-0yrui, C6-g apuin-(CHy)y-G-(CHy)y,- in C4.6 rerepoapun-(CHy),-G-
(CHy)-» Tae kaxawlil G mpencrasiser co6oit O WM S, Kakabli p 1 m IpeAcTaBiIsieT co0ok

Hezasucumo 0, 1, 2 unu 3.
[00199] B HexoTophIX peanuzanusix popmyina (VI) mpeacrasiser codoi

R3
N™
|
R1*N O

~— I__(Rga) 0
Y

R7' "‘R78 (VII),

rie R! npeacrasisier coooit H, F, Cl, Br, I, unano, rugpokcu, C_g ankui, C_g raJoalnKkul,
C,.¢ ankokcu, Ci_jp THIPOKCHAIKOKCH, C|_g aMUHOANKOKCH, C|_g rasioankokcu, Ceg_1o apuil-
(CH)-G-(CHy) -, Cyg rerepoapuit-(CHy),-G-(CHy) -, €y 19 rerepoumkimin-(CHy),-G-
(CH)iy, nin C3_q mknoankui-(CHy) ,-G-(CHy) -, e kaxasiit G npencrasisiet cobor O,
S, NR5, C(=0), -C(=0O)NH-, -OC(=0O)NH-, -OC(=0)- w1 -NHC(=O)NH-; xaxapIlii p u m
npeAcTaBisieT codort HezaBucumo 0, 1, 2 umu 3; i rae kaxasiii u3 Ce_qg apI/IJ'I-(CHZ)p—G—
(CHp) -, Cyg rerepoapuin-(CHy),-G-(CHy) -, Co. 1 rerepoumkimii-(CHy),-G-(CHy) -, 1
Cs.q0 I.[I/II(J'IO&J'IKI/IJ'I—(CHZ)p—G—(CHz)m—I[OHOJ'IHI/ITeIILHO 3amered oqauMm wium oonee F, Cl, Br,
I, MeTwI1, 3TUJT, TPOTMJI, IIMAHO, STUHUII, METOKCH, 3TOKCH, UIIK ITPOTTUHUIT;

R> npeacrasisieT codow H, E Cl, I, unano, ruapokcu, Cy_g ankuin, Cj_g ranoankui, Ci_g
ankokcH, Cy_g ruipokcuankokcu, C_g aMMHOANKOKCH, C|_g Taroankokcu, Cq_1o apuil-
(CH)-G-(CHy) -, Cy_g retepoapmin-(CHy)y-G-(CHy)yy-, Cy. 1 retepoumkimmn-(CH,),-G-
(CHy) -, mimnt C3_ 1 ukimoankmii-(CHy)p-G-(CHp) -, tiie kaxasiit G mpeacrasisiet codoit O,
S, NRS, C(=0), -C(=0)NH-, -OC(=0)NH-, -OC(=0)- unmu -NHC(=O)NH-; kaxasIii p 1 m
MpeCTaBIIsIeT coO0M HezaBucuMoO 0, 1, 2 uiu 3;

KaXKObIN R’ MpeICTaBIIsIET cOOOM He3aBucUMO H, R7R7aNC(:O)-, R7OC(:O)-, R7C(:O)-,
C 3 anku, Cy_y ranoankui, C;_3 runpokcrankul, C;_3 amvuHoankui, C_3 ankokcn-Cy_z-ajkui,
C_3 ankmwiamuHo-C_z-ankui, Cy_3 ankuwitno-C_z-ankuin, Ce.1o apun-Cy_s-ankui, Cj_g

rerepoapun-Cy_s-ankui, C,_o rerepotkiani-C_z-ankui, Cs_ o uukinoankuia-C_3-aikui,
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Ce.10 apui, Cy_g rerepoapuit, C,_jo rerepouuxiini uim Cs_jg KapOOLMKIINIT;

kaskpiit R’ peacrasiser coGoit HesaBucumo H, C.¢ anxuin, C;_g TanoanndaTUuecKuit,
C,.¢ Tuapoxcuamupatuueckuit, C;_q amuHoanudatuaeckui, C;_g
ankokch-C_g-amudatuueckuit, C;_g ankunaMuHo-Cy_g-anudatudeckuit, Cq_4
ankuntno-Cy_g-amudartuaeckurt, Cg.1 apui-Cy_g-anmudatudeckuit, Ci_g
rerepoapui-Cy_g-amudatuyeckuit, Co_q¢

rerepounkini-C_g-anubatudeckuit, C3_qo uukinoankui-C_g-anmuparnyeckuit, Cq 1o apui,

Cy.9 rerepoapui, C,_o rerepoukiani uiu Cs_jo KapOOMKINIT;

KaskpIi R’ npencraisieT codoii HezaBucumo C_g ankuin, Ci_g ramoanudartuaeckuit, Cq_g
ruapokcuanudatudeckuit, C_q amuHoanudatuuecku, C;_g ankokcu-C_g-anudaTuueckui,
C,.¢ ankunamuno-Cq_g-amudatudeckuit, Ci_g ankuntuo-Cy_g-amudatndeckuit, Cg_1(
apuit-C;_g-amudatuaeckuit, C;_g rerepoapuin-C;_g-amudartudeckuit, C,_1g
rereporukini-Cy_g-amudatudeckuit, C3_q muxnoankumi-Ci_g-amudatuaeckuit, Ceg.qo apu,

C;.g rerepoapui, Cy_1o rerepotkian uin Cs_jo KapOOLMKINUIT;

C OTOBOPKOM, UTO TaM, TAe R7 " R721 CBSI3aHBI C OJTHUM U TEM K€ aTOMOM BOAOPOAA, R7 )51

R7a, BMECTE C aTOMOM BOJIOPO/Ia, C KOTOPBIM OHM CBSI3aHbI, JOMOJHUTEIILHO (POPMUPYIOT
3aMeIleHHOe WM He3aMeleHHoe 3. ..8-3BeHHOE KOJIbIO;

KaXAbIN R32 npezacrasisieT coboi HezaBucuMo H, ruapoxken, amuno, F, Cl, Br, I, -N(CH3)5,
LIMAHO, HUTPO, MepKanTo, C;_4 ankui, Tpupropmetui, C;_4 ankokcH, Ci_4 ankunamMuto, Cq_4
ankunto, Cq_ 1 apuit, Cq_ 1o apwit-C_4-ankun umu Cj_g TeTepoapus; u

n npeacrapiset codoi 0, 1, 2 v 3.

[00200] B HEKOTOPBIX peaTM3aUsIX KaKbIA R’ npeacTasisieT coooit HezaBucumo H, C_q

ankui, C;_4 ankokcu-Cj_g-alIKuII,

wan

o oS § OB
DO J0 QJy Oy SR G

. | b | 2 kd 2 b b b 2 b k]

Kaskpii R7® mpesicraBisieT co60i He3aBHCHMO C.¢ ankuin, C;_4 ankokcu-C_g-aJKuil,

Wnu S K

Crp.: 93



10

5

20

25

30

35

40

45

RU 2701156 C9 (W1 C2)

v

wwv wanv

5358838885 4
DOQROOY S O

S &

[00201] O6BeKTOM 3asIBKU SIBISIETCS TAKXKE OHO W3 MPUBEIECHHBIX HUKE XUMUUYECKUX

COEAMHEHUH, UJIU CTePEeOU30Mep, TeOMETPUUECKHI H30MED, TAyTOMEP, OKCH]T a30Ta, TUAPAT,
COJTBBAT, WU UX (papMaleBTUUECKH ITpUeMIeMasi COJIb, HE OTPAHUIMBASICH TIEPEUNCIIEHHBIM
manee:

O/-O‘" Q a. /\; b :;j ’ p; : :2

(1) (2) “4) ° 0O
’)#Q};r 6. & ﬁQQ_ ), d}ﬂ ®). »ﬁ T ),
e S , o
HO'O/D)—" / (10), ~o©/k ;é (11), f°'©/(g\cjj\ (12), f°©/(‘° . (13),
{_,‘\Q.?;}L (14), *QM— (15), pp— (16). CNF 5—}— an

&\ d=n ,}=" — W v}:N
“Uﬁ}f (18), OW— (19). Se¥ats Qo). ¢ o’j_(zl).

pSeges Lf”}:i% LOTR

(22), "o (23),

¥ e e
o YQ . Q*}J} % B

@, (26), / (27), © (28), g (9,
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[00202] 3asBisieTcs TakKe TPUMEHEHUE 3asIBIIIEMbIX XUMUYECKUX COCIMHEHUIM, WIIU UX
dbapMaleBTUYECKH TPUEMIIEMON COJIU, B TPOM3BO/ICTBE JIEKAPCTBEHHBIX MTPENapaToB s
nedeHust pudbpo3HOro 3a00IeBaHUS TKAHU WJIM OpraHa MAMeHTa, BKITIoYast Ipe/ICTaBICHHBIC
B HACTOSIIIIEH 3as1BKe. 3asiBIIsieTCs hapMaleBTUIECKUM ITpenapar, CoiepKalluii TeparneBTUUECKU
3 PeKTUBHOE KOJUYECTBO XUMUUYECKOTO coearHenus ¢ popmymnoii (I), (V), (VI), (VII) unu
(IV) coBMECTHO ¢ KaK MUHUMYM OJTHUM (hapManeBTUIECKHA TPUEMIIEMBIM HOCHTETIEM,
WHEPTHBIM HAIOJHUTENIEM, pa30aBUTeNIeM, aKTUBATOPOM WJIM OCHOBOM.

[00203] 3asBistoTes (hapMaleBTUUECKKE TTPETIapaThl, COJCPIKAIIUE 3asIBISIEMOE XMMHUUECKOE
COEIMHEHUE, UJIU a4 CTEPEOU30MeEpP, FTEOMETPUUECKUI U30MED, TAYTOMED, OKCH a30Ta, TUpAT,
COJIBBAT, UJIU UX (papManeBTUUECKU ITpUeMIeMast COJIb WM UX MIPOTOTHUIT; U JOTIOJTHUTEIIHHO
(hapManeBTUUECKH ITPUEMIIEMBIN HOCUTEITb, THEPTHBIN HATIOJTHUTEITh, pa30aBUTEITb, aKTUBATOP
WJIM OCHOBA WJIM UX COUYETAHUE.

[00204] Takke 3asiBIsieTCs COco0 JeueHust Gudpo3HOTo 3a00IeBaHMS TKAHU WIIK OpraHa
MalnMeHTa WK MOJI03peHMs Ha Takon (pudpo3, crocod 3aKII0UaeTcs B JICUEHUH 00bEKTa
TeparneBTUIECKU 3((PEKTUBHBIM KOJIMYECTBOM XMMHUYECKOTO coeauHeHus ¢ hopmyitoii (1),
V), (VD), (VID) umm (IV).

[00205] B Hacrosieh 3asBke prudbpo3Hoe 3a001eBaHNe TKAHU WM OpraHa MpeaCcTaBiIsIeT
c0001i TOYeYHBII UHTEPCTUIUATBHBIN (PUOPO3, KITYyOOUKOBBIN CKIIEPO3, (UOPO3 TIEUSHH,
MyJIbMOHAIBHBIN (PUOPO3, MEPUTOHEATBHBIN (PUOPO3, MUOKApAUATIBHBIN (GUOPO3,
nepMaTodrdpo3, oceonepaoOHHbIe ClIAalKH, TOOPOKAUECBEHHYIO TUIEPTPO(DUIO TPOCTATHI,
(hrOPO3 CKENIETHBIX MBIIIIII, AEPMATOCKIIEPO3, PACCESTHHBIN CKIIEPO3, MTAaHKpeaTUUecKuit (pudpo3s,
[UPPO3 MEYSHU, MUOCAPKOMY, HEMpOohUOpOMY, TyIbMOHAIIBHBIN MHTEPCTUIMATBHBIN PUOpo3,
TMabeTHUeCKyTo HedponaTuio, 60J1e3Hbp AJTbIreiiMepa WM BacKyJsIpHbIN puoOpo3. B apyrux
peanu3anusax mocieonepauoHHbIe CIIANKY TPEACTABIISIIOT COOO0M 3a)KUBIIsIEMble PYOILbI.

[00206] B oTcyTCcTBHE MHBIX YKA3aHUI BCE CTEPEOU3OMEPDI, TEOMETPUUECKUE U3OMEDBHI,
TayTOMEPbl, OKCUBI A30Ta, TUAPATHI, COJIbBATHI, METAOOIMUTHI, COJIU U U (PapMaLEBTUYECKU
MpUEMJIEMbIE IPOTOTHUIIBI 3ASIBISIEMBIX XMMUUECKUX COSIMHEHMI TTOTTaIal0T B 00JIaCTh
3asBJISIEMOT0 U300pETEHUSI.

[00207] B oTAenbHBIX peaau3anusix Colb MPeACTaBIIsieT cOO0M apMaleBTUHIeCKU
npuemMiIeMyro coitb. dpa3za «hapManeBTUIECKU TPUEMIIEMBIN» ITOIpa3yMeBaeT XUMUYECKYIO
W/WJIM TOKCUKOJIOTUYECKYIO COBMECTUMOCTD BEIIECTBA WIIM JIEKAPCTBEHHOTO Mpenapara ¢
JIPYTUMU UHTPEIUEHTAMU COCTABA, U/UJTU C MJIEKOTIMTAIOIIMM, [10JIBEPTa€MbIM JICUEHUIO TUM
BEIIIECTBOM UJIU ITPErapaToM.

[00208] 3asiBiasieMble XMMUYECKUE COSAMHEHMS COAEPKAT COJIM TAKUX XUMHUUYECKUX
COCJTMHEHUI, KOTOPBIC He 00S13aTEIIBHO SBIISIOTCS (hapMaleBTUICCKH ITPUEMIIEMBIMH COJISIMH,
Y KOTOPBbIE MOTYT OKa3aThCs MOJIE3HBIMU B KAUECTBE ITPOMEKYTOUHBIX 3JIEMEHTOB JIJISI
MIPUTOTOBIICHUS W/WJIK OYUCTKH XUMUIECKUX coemuHenuni ¢ popmyiroii (1), (V), (VI), (VII) umu
(IV) w/vnu q1s cenapupoBaHus SHAHTUOMEPOB XUMUYECKUX COeTMHEHUM ¢ hopmyitoii (1),
V), (VD), (VII) umm (IV).

[00209] Ecnu 3as1Bi1sieMO€ XUMUYECKOE COCTMHEHUE SIBJISIETCSI OCHOBAHHUEM, JKEJTAEMasl COJIb
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MOJKET OBITh MPUTOTOBJICHA JTIOOBIM MOAXOASAIIMM U3BECTHBIM CIIOCOOOM, HAIIpUMeED,
00paboTKOM CBOOOTHOIO OCHOBAHHMSI HEOPTaHUYECKOM KMCIIOTOM, TAKOM KaK COJIsSIHAs KUCIIOTA,
OpPOMMCTOBOIOPOAHAS KUCTIOTA, CEpHAsl KUCIIOTA, a30THAs KUCIOTa, (pochopHast KUCIOTa,
Y aHAJIOTMYHbIMU. V1T OpraHn4ecKoi KUCIIOTOM, TAKOW KAK YKCYCHAs KUCIIOTA, MAJIEMHOBAS
KMCJIOTA, SHTapHAasI KUCJIOTa, MUHIAJIbHAS KMCII0Ta, hyMapoBasi KUCI0Ta, MaJIOHOBAs KMCJIOTA,
MUPOBUHOI'PAIHAS KUCIIOTA, II[aBeJIeBast KUCIIOTa, TNIMKOJIEBasi KUCIIOTA, CATIMIMIIOBAS KMCIIOTA;
MMPAHO3UIMIIOBASI KUCIIOTA, TAKas KaK IJIIOKYPOHOBASI KUCIIOTA UJIU TAJIAKTYPOHOBAS KUCIIOTA;
anb(a TUIPOKCH KUCIIOTA, TaKas Kak JUMOHHAS KUCIIOTa WIM BUHHOKaMEHHAas KUCIIOTa;
AMMHO KHCJIOTa, TaKas KaK acrnaparuHOBasi KUCIOTA WK TNIIOTAMUHOBAS KUCIIOTA; KUCIOTA
apoMaTHUYeCKOTO PsiJia, TaKasi Kak OeH30MHas KMCIIOTa WIIM KOPUYHAS KUCIIOTA, CyJIb(hOHOBAS
KHUCJIOTa, TaKas KaK P-TOJIYOJICYIb(hOHOBASI KUCIIOTA WIIM 3TAHCYJIH(OHOBAS KUCITOTA, U
aHAJIOTUJIHEBIC.

[00210] Ecnu 3asaBiseMoe XUMHUYECKOE COEIMHEHHUE SIBIISETCA KUCIOTOM, JKellaeMasl COJlb
MOJXET OBITh MPUTOTOBJIEHA JTIOOBIM MOIXOASIIUM U3BECTHBIM CIIOCOOOM, HATIPUMED,
00pabOTKOM CBOOOHOM KUCITOTHI HEOPTAaHUYECKUM WIIM OPTaHUUEeCKUM OCHOBAaHUEM, TAKUM
KaK aMuH (IEpBUYHbIN, BTOPUYHBIN WIA TPETUUHbIN), TUIPOKCU] IIEJIOYHOTO MeTajlla UiIu
TUAPOKCU]T IIEJIOYHO-3eMETBHOTO METaJlJIa, U aHAJIOTUYHBIM. K HEKOTOPBIM
HEOT'PaHUYHUTEIIBHBIM ITPUMEPAM IMOAXOASIINX COJIEH OTHOCITCS OPraHUYECKUE COJIH,
MOJIyYEHHbIE U3 AMUHOKHUCIIOT, TAKUX KaK aMUHOYKCYCHAsI KUCIIOTAa U TYaHUIMHOH-
aMUHOBaJIEpUAaHOBAsI KUCIOTA, AMMMAK, ITIEPBUYHBIE, BTOPUUYHBIE U TPETUUHBIE AMUHBI, U
IIUKJIMYECKUE AMUHBI, TAKKME KaK MUTIEPUINH, MOP(OJIMH U TTUTIEPa3UH, U OPTaHUYECKHE COJIH,
MOJIyYEHHBIE U3 HATPUSI, KAJTbLUS, KAJIUsI, MATHUSI, MApraHia, eje3a, Me/iy, IMHKA, A TIOMUHUS,
JIUTUS, U AHAJIOTUYHBIX.

COCTAB, ITPUTOTOBJIEHUE U ITPUMEHEHUWE XNUMHWYECKHWX BEIIIECTB
N3OBPETEHM A

[00211] Hacrosimas 3asBKa oTiMuaeTcs (hapMareBTHUECKUMHU ITperapaTaMu, COEPKAIUMU
xummudeckoe coeauHenue ¢ popmynoii (I), (V), (VI), (VII) uau (IV), XMMUYECKOe COeIUHEHUE
MEPEUUCIISIETCS B HACTOSIIIEH 3asBKE, UM XUMUYECKUM COEIMHEHUEM, YITOMUHAEMbIM B
npumepax 1-72, u papmManeBTUUECKH MTPUEMIIEMBIM HOCUTEJIEM, aKTUBATOPOM HJIM OCHOBOM.
KonmuecTBO XUMHUYECKOTO COSJIMHEHUS B 3asIBJISIEMOM JIEKAPCTBEHHOM IIpernapare
o0ecreurnBaeT OYSBUIHOE JICUCHUE UJTH CHIDKEHHUE TSDKECTH (PMOPO3HOTO 3a00JIeBaHUS TKAHU
WY OpraHa IanueHTa

[00212] ITpu3HaeTcst TAKkKe CyLIECTBOBAHUE 3ASIBIISIEMbIX XUMUUYECKUX COCIMHEHUN B
cBOOOIHOM (hopMe JIJIs JIEUEHUSI, UJIH, TJIe YMECTHO, B (hopMme uX hapMaleBTUIECKU
MpUEMJIEMBIX TPOU3BOAHBIX. K HEKOTOpPBIM HeOTpaHUUUTEIbHBIM ITPUMEpPaAM
(dhapmareBTUUECKH MPUEMIIEMOTO ITPOU3BOIHOTO OTHOCATCS (papManeBTUICCKH ITPHUEMITEMBIE
MIPOTOTHUITHBIC JIEKAPCTBEHHBIE CPEJICTBA, COJIU, 3(PUPHI, COJIU TAKUX IPUPOB UIU APYTHe
MPOAYKT MPUCOETUHEHUS UJTM TTPOU3BOJIHBIE, KOTOPBIE, OyAyUd MPUHSITHI ALMEHTOM,
CIOCOOHBI 00ecIeUnTh (hopMUpPOBAHUE, TPSMO UIIM KOCBEHHO, MHBIM 00pa30M, 3asIBJIIEMOT0
XUMUYECKOTO COESMHEHUS, UJIU €r0 META0O0JIUTAa, WK €r0 pauKaia.

[00213] CornacHo NpUBEICHHOMY BbIIIIE€ OMUCAHUIO, 3asIBJIsIeMble (papMaleBTUUECKH
IIpUeMJIEMbIC JIEKAPCTBEHHBIC MPeNapaThl JOMOIHUTEILHO COIepKaT (hapMalieBTUIECKH
MIPUEMJIEMBII HOCUTEJIb, AKTUBATOP UJIM OCHOBY, KOTOPAs, [10 HACTOSIIEH 3asiBKe, BKIIIOUAET
B ce0s JTI00BbIEe PACTBOPUTENIH, pa30aBUTEIN UITH JTI00YIO )KUIKYIO OCHOBY, CPEICTBA IS
PACTBOPEHUS WIIM CO3JAHUS B3BECH, TOBEPXHOCTHO-AKTUBHBIE BEIIECTBA, U30TOHUYECKUE
BEIIECTBA, 3aTYCTUTENN WIIU SMYJILCU(PUKATOPBI, KOHCEPBAHTBHI, JKHMJIKHE CBSI3YIOIIME BEIIECTBA,
YBIQXKHUTEIN U aHAJIOTUYHbIE, COOTBETCTBYIOIIME KOHKPETHON PeOyeMoil 103MPOBOYHOM
dbopwme. Tpoit u coaBTopsl, Pemunrron: @apmakosorus. Hayka u npakTtuka, 21-e u3ganue,
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2005, U3natenscTBo Lippincott Williams & Wilkins, @unanenbdusi, u CyopOopUk U COaBTOPBHI,
DHiyKIIoneaus (GpapManeBTUIECKON TEXHOJIOTHH, pel., 1988-1999, M3natenscTBo Marcel
Dekker, Hpio-MopK, Bce 3TH M3aHUs BKIIOYEHBI B CIIHCOK UCTOYHUKOB HACTOSIIEH 3asBKH,
B HUX IIPUBOJASTCS PA3HOOOPA3HbIE HOCUTEIIH, UCIIOIb3YEMBbIE JIJISI COCTABIICHUS
(hapMaLeBTUUECKH TPUEMIIEMBIX JIEKAPCTBEHHBIX MTPENapaToB, a TAK)KE U3BECTHBIE TEXHOJIOTUU
UX NpUroToBiieHUs. VICKiIrouas npenenbHbli Cliydyaid HECOBMECTUMOCTH TPAJULMOHHOTO
HOCHTEJIS C 3asIBJISIEMBIMU XUMUUYECKUMU COEIMHEHUSIMU, HATTPUMED, CO31AHUE HEXKEITATETILHOTO
O6uosiornyeckoro 3¢ ¢peKTa Wik UHOro BPEOHOCHOTO B3aUMOACUCTBUS C JTIOOBIM JPYTUM
KOMITOHEHTOM (KOMIIOHEHTaMH) (hapManeBTUIECKH TPUEMIIEMOTO JIEKAPCTBEHHOTO IIpernapara,
€ro MpUMEHEHUE MIPEANOJIAraeTcs B 00JaCTU ASUCTBUSI HACTOSIIEH 3asIBKU.

[00214] K HEKOTOPBIM HEOTPAHUUUTEIIBHBIM IIPUMEPAM MATEPUATIOB, KOTOPBIE MOTYT
CITYXHUThb (hapMaleBTUICCKU ITPHUEMIIEMBIMUA HOCUTEIISIMHU, OTHOCSITCSI HOHHbIE OOMEHHHKH,
OKMCh aJIFOMUHUS, CT€APAT aJFOMUHUS, JIELUTUH, CBIBOPOTOUYHBIN O€JI0K, TAKOW KaK
CBIBOPOTOUHBIN AIbOYMUH UeIOBeKa, Oy(depHbIe BEIIecTBa, TaKue Kak ¢pocdaThl, TIUIMH,
COpOMHOBAS KUCIIOTA, WIK COPOAT KaJlvsl, YACTUUHbBIE TJIMLIEPUIOBBIE CMECU
KOHLEHTPUPOBAHHBIX PACTUTEIBHBIX )KUPHBIX KUCIIOT, BOJA, COJIA UJIU 3JIEKTPOJIUTHI, TAKHE
KaK IPOTaMUHCYIb(}AT, BTOPUUHBIN KUCIBIN ocdaT HATPUs, BTOPUUYHBIN KUCIbIN ocdat
KaJIUsl, XJIOPUCTBIA HATPUH, COJIM LIMHKA, KOJUIOUIHBIA KPEMHE3EM, TPUCUIIMKAT MarHus,
MTOJIMBUHUIIIIUPPOJIUIOH, OJIMAKPUIIATHL, BOCK, MOJIUITUIICH-TTOJIMOKCUITPONUIIEH-0JI0OUHbIE
MOJIMMEPBDI, JJAHOJIMH, caxap, TAKOW KaK JIAKT03a, TJIF0K03a U caxapo3a; Kpaxmall, TAKOW KaK
KYKYPY3HBII KpaxmaJl U KapTo(eTbHbIN Kpaxmall; IEJUTI0NI03a U €€ POU3BO/IHbIE, TAKHE KaK
HaTpUeBasi KapOOKCUMETWILEIITI0N03a, 3TUIILEIUTION03a U alleTaTUEIUTI0103a; TOPOIIKOBbIN
TParakaHT; COJIO; KEIATUH; TAJIbK; UHEPTHBIC HATIOJIHUTEIIY, TAKME KaK KaKao-Macjo 1
CYIIO3UTOPHBIN BOCK; Macia, TAKME KaK apaxucoBOE MACIIO, XJIOITKOBOE MAacIIOo, cahiopoBoe
Macio, KyH>XyTHOE Macjo, OJIMBKOBOE MAaCJIO, KYKYPY3HOE MacjIo U COEBOE MACJIO; TJIMKOJIH,
TaKue KaK MPOTUJICHTIIMKOIb WU MO TUIICHTJIMKOJIb; dQUPHI, TAKHE KAK ITUIOJIeAT U
STUILIAYpaT; arap; OydepHble BellecTBa, TaKue Kak TMIPOOKUCh MATHUS U TUIPOOKUCH
AIIFOMUHMS; aJIbTUHOBAS KMCIIOTA; AIMPOTEeHHAs BOJA; U30TOHUYECKUI PACTBODP; pACTBOP
Punrepa; sTunossiii cniupT 1 pochaTHbie OydepHbIe pACTBOPHI, 4 TAKIKE APYTHE HETOKCUYHbBIE
COBMECTHMBbIE CMSITYAIOIINE KOMITIOHEHTBI, TAKUE KaK JIAypUICYIb(haT HATPUSI U cTeapaT
MAarHus, a TAKXe OKPAILMBAIOIIME BEUIECTBA, PA3ACIIMTEIIbHBIE BEILIECTBA, ITOKPBIBAIOIIME
BEIIECTBA, MOJICIIACTUTENIN, APOMATU3UPYIOIIUE TO0aBKU, KOHCEPBAHTHI U AaHTUOKCUIAHTHI.

[00215] ITpuem 3asBIsIeMBIX JIEKAPCTBEHHBIX IIPEMIAPATOB MOXKET OCYILECTBIISTHCS OPAJIBHO,
MapaHTEPATIbHO, UHTATISUUOHHBIM CIIPEEM, MECTHO, PEKTAJILHO, HAa3aJIbHO, CYOOyKKaJIbHO,
BAarMHAJIBHO WJIM Ye€pe3 UMILUIAHTUPOBAHHBIN pe3epByap. 3asiBisieMble hapMaleBTUUECKU
MpUeMJIEMbIE JIEKAPCTBEHHbIE ITPENapaThl BKIIOYAIOT B ce0s1 OpaibHbINA IPUME B JIIOO0H
MIpUEMJIEMOI OpaJIbHOM JO3UPOBOYHOM (popMe, HE OTpaHUUMBASICh TIEPEUYMCIICHHBIM Jajiee:
KaIICyJibl, TAOJIETKH, MO, IIOPOIIKH, TPAHYJIbI, BOAHBIE CYyCIIEH3UH WM PACTBOPHI.

[00216] ITpuem 3asiBIIsIEMBIX JIEKAPCTBEHHBIX MPENAPATOB MOXKET OCYIIECTBIISITHCS B
PA3IIMYHBIX JO3UPOBOUHBIX (hopMax: TaOIETKH, MITIONIU, KATICYJIbl, PACTBOPSEMbIE TOPOIIKH,
M3MeEJIbYEHHbBIE YACTUILIBI UM B3BECH, CUPOIT U 3IUKCUpPbl. Kak anbTepHaTUBHBINA BApPUAHT,
3asiBIIIEMbIe JIEKAPCTBEHHbIE MPErapaThl MOT'YT MPUMEHSATHCI HAPY>XHO B (hopMe MaseH,
TeJIs1, UM WM MEUIIMHCKOTO IJIACTBIPST; WITH MTAPIHTEPATTBHO B (DOpPME CTEPUITBHOTO PACTBOPA
JUUTS UHBEKLUI WU B3BECH.

[00217] ITpuem 3asBISIEMBIX XMMAYECKUX COCMHEHUI MOXKET OCYILECTBIISIThHCS
MapaHTEPATIbHO WM UHTEPIIEPUTOHUAIIBHO. 3asiBIsIlEMble XUMUYECKUE COEIMHEHUS (B BUIIE
CBOOOJIHBIX OCHOBAHUI WM (hapMaLeBTUUECKH IIPUEMIIEMOI COJIM) MOTYT OBITh TPUTOTOBJICH
B pacTBOPAX MJIM B3BECSX B BOJIE, MOAXOASIIMM 00pa30M IepeMEIaHHbIMU C TOBEPXHOCTHO-
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AKTUMBHBIM BEIIIECTBOM (TaKHUM KaK TMIPOKCUITPOIINII LEII0I03bI, TOJIMBUHWIITUPPOJIUIOH).
OMYJIBCUIO MOXHO MPUTOTOBUTH TAKXKE U3 CMECH AKTUBHBIX XUMUUYECKUX COETMHEHUI B
[JIMIEPUHE, KUIKOCTH, TTIOJIMATUIIEHTJIUKOJIE U Maciie. B HOpMaIbHBIX YCIOBUSIX XpaHEHUS U
WCITOJIb30BAHUS 3TU COCTABbI MOTYT COJEPKATh KOHCEPBAHTHI J151 IPEAOTBPALLECHUS
Pa3MHOKEHHUs OaKTepuil.

[00218] K papmaneBTHUecKkuM popmMaM, IpueMIIEMbIM TSI MHBEKIUN, OTHOCSTCS
CTepWIbHAS BOJIa WU SMYJIbCUSI U CTEPUIIBHBIN MMOPOLIOK (MCIIOIb3YETCS /IS BPEMEHHOTO
MIPUTOTOBJICHUSI CTEPUIIBHBIX PACTBOPOB WJIM AIMYJILCUI 111 UHBEKIMI). B 11000M ciiyuae,
3TU (GOPMBI TIOJDKHBI OBITh CTEPUIIBHBIMHU U TEKYYUMH, YTOOBI X MOYKHO OBIJIO IPUMEHSATH
C TTIOMOIIIBIO UHBEKIIMOHHOTO IINpHUIA. ITH (POPMBI JOTKHBI HAXOIUTHCS B CTAOUIBHOM
COCTOSTHUM U3TOTOBJIEHUS U XPAHEHUS, UX CIEIYET NPEIOXPAHATH OT 3arPA3HEHUS
MUKPOOPTaHU3MaMU (TAaKUMHU, KaK OakTepuu U rpubku). Hocuteau NoKHBI TPEeICTaBISATh
CcO0O¥ paCTBOPHUTEIIN UJIU SMYJILCUOHHYIO Cpey, BKIIIOUas, HAIIPUMED, BOY, CIIUPTHI (TaKUe
KaK TJIMLEPUH, TPONWIEH TJIMKOJb U KUJKWN MTOJIMITUIIEHTIIUKOJIb), PACTUTEIIBHOE MACIIO U
X COYETaHMUSI.

[00219] 3asBisieMble XUMUYECKUE COSTUHEHUS TTPEAIIOUTUTENIbHO IPUMEHSATh MECTHO, a
HE CUCTEMHO, HAITIPUMEP, IMTOCPEICTBOM UHBEKIUA XUMUYECKOT'O COEIMHEHUSI HETTOCPECTBEHHO
B OpraH, 4allle C paCueTOM Ha IPOJIOHTMPOBAHHOE AEHUCTBUE WM T10 YCTOSBILIECHCS TEXHOJIOTUS
MIPUTOTOBIICHUS JICKaPCTBEHHOTO cpeicTBa. Kpome Toro, (hapmaneBTUYECKUN Tpemnapar,
COJIepIKallUi 3asiBJIsIEMOE XUMHUYECKOE COEAMHEHUE, MOKHO TPUHUMATh MOCPEICTBOM
CIIEHMAJIM3UPOBAHHON CUCTEMBI JOCTABKM JIEKAPCTBEHHBIX CPEACTB, HAIIPUMED, B JIMITOCOME,
MMOKPBITON AaHTUTEIIOM, CIIEHU(PUUHBIM )11 OpraHa. JIMmocoMbl MOTYT ObITh OPUEHTUPOBAHBI
Ha OpraH U CEJICKTUBHO BOCIPUHUMATHCS M. Kpome Toro, (papmaneBTHUecKue IpernapaThl,
coJiepKaIIKe 3asIBIIEMOE XUMUUECKOE COCTMHEHNE, MOTYT OBITh MPEACTABIIEHHI B
OBICTpOJIeHCTBYIOIIEH opMe, B (hopMe JIUTEITLHOTO ASHCTBUS, UK B (popMme
MPOMEKYTOUYHOTO OBICTPOICUCTBUSI.

[00220] J11st uHTaISIIMK 3asIBIsSeMble XUMUUIECKHE COSTMHEHHUSI MOTYT OBITh ITPeICTaBICHbI
B (popme a3po3071s, KareabHO-BO3AYIITHON B3BECH WJIU IMTOPOIIIKA.

dapmaneBTUUECKHE MTPENAPAThI, COAEPIKAIIME 3aSIBIIIEMOE XUMUUYECKOE COEIMHEHUE, T10
COOOPaXKEHUSIM yTOOCTBA MOTYT ITOCTABIISITHCS B (hOPME a3PO30JILHOTO CIpest, pACIIbUISIEMOTO
Y3 KOHTEMHEpa IOJT JABJICHUEM WIIA A3PO30JIbHOTO aMapaTa C UCIIOIb30BAHUEM IMOIXOSAIIETO
HOCHTEIIS, HAITpUMeD, TuxjaopaudTopMeTana, TpuxioppTopMeTana, IuxjioprerpadTopITana,
JIBYOKHUCH YIJIEpOa WK APYroro MOAXOASIIEro ra3a. st aapo301s o1 JaBICHUEM
OTMEPEHHOE KOJIMYECTBO O0ECIIEUMBAETCS IOZUPYIOIIMM YCTPOUCTBOM. Karicysibl M KapTpuIKy,
CKaXeM, J)KEeJIaTUHOBBIE - UCKITFOUUTEIBHO JIJISI IpUMeEpa, A1 IPUMEHEHUS B UHTAJISITOPE UITH
uHCY(DPIsITOpPE, MOTYT COJIEPKATh IMOPOITKOOOPA3HYIO CMECh 3asBIISIEMOT0 XUMUIECKOTO
COEJIMHEHUS U MOAXOASIINN HOCUTEIb MOPOIIIKA, TAKOW KaK JIAKTO3a WJIM Kpaxmall.

[00221] 3asBrsieMble XUMUYECKHE COSTUHEHUSI MOTYT OBITh TaK)kKe OPOPMIIEHBI B BUIE
JICKAPCTBEHHBIX MpEnapaToB JJIsl PEKTAIBHOIO MpUeMa, HAITPUMEP, TOCPEICTBOM KIIU3MBbI,
B (popme peKTalIbHBIX Telled, peKTAIBHBIX TIEH, PEKTAIBHBIX a3p030JIeH, CYIIITO3UTOPHEB,
KEIeoOPa3HBIX CYIITO3UTOPHUEB, UJTH YIIEPKUBAIOIIUX KIIU3M, C HAJTMYUEM PACIPOCTPAHEHHBIX
OCHOBaHHH CYIIMO3UTOPUEB, TAKMX KaK KAKa0-MacjI0 UM IPYTHUe TIIMIEPUIbI, a TAKXKe TF00bIe
CUHTETUYECKUE MTOJIMMEPBI, TPUTOTHBIE JJ1 CO3IaHUSI OCHOBAHUI CYIIIIO3UTOPUEB, TAKUE KaK
noJIMBUHUINIUPPOauaoH, PEG; u anamornunsie. B cynmo3uTopHoit popMe JeKapCTBEHHBIX
MPENAapaTOB UCIIOJIB3YETCS BOCK C HU3KOM TEMIIEPATYPOM TUIABJICHUS, HAIIPUMED, HE
Or'PAaHUUYMBASICh IEPEUYMCIIEHHBIM 1AJI€€, CMECH KUPHOKUCITOTHBIX TNIMLIEPUIIOB, TOTTOJIHUTEIBHO
B COUETAHUU C KAKA0-MaCJIOM, KOTOPOE MJIABUTCS MEPBBIM.

[00222] Kpowme Toro, 3asBIISIEMOE XUMUYECKOE COEJUHEHNE MOXKET UCTIOIb30BATHCS B
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COYETaHWU C APYTUMHU BEIIeCTBAMM IS JieueHUs1 GpudOpo3a, HAIpuMep, He OrPAHUUYUBASICh
MIEPEUUCIICHHBIM Jlajiee: uBakagpTop, pohIyMuIact, muppeHuI0H, MUTIIYCTaT, TIOCATPaH,
ACTIMMUNE® (uatepdepon ramma-IB), nopnac anbdpa, VELDONA® (uHTEpdepoH anbda),
aTaJypeH, KOPTUKAJIBbHBIIA TOPMOH, METOTPEKCAT, TAKPOIMMYC U UX COUETAHUS.

[00223] 3asBisiemble (papMaLeBTUUECKHE JIEKAPCTBEHHBIE MTPENapaTbl MOTYT ObITh
COCTAaBJICHBI OOIIEITPUHSATHIM CIIOCOOOM € UCIIOIB30BAHUEM OJTHOTO WM OoJiee
(U3MOIIOTUYECKH TTPUEMIIEMBIX HOCUTEJIEH, COIEP)KAIIUX HHEPTHBIE HATIOTTHUTEIIN 1
BCIIOMOTATeJIbHBIE BEIIECTBA, 00JIEryarolye nepepadoTKy aKTUBHBIX XMMUUECKUX COETMHEHUMN
B [IpeMaparhl, MPUroIHbIE K (hapManeBTUIeCKOMy pruMeHenuto. Haamexaiee mpurotosieHye
3aBUCUT OT U30PAHHOTO crioco0a nmpueMa. Jlomyckaercs: UCIOJIb30BAHUE B KAUECTBE
IIPUTOAHBIX U TOHATHBIX CIELMAIIMCTAM JIFOOBIX XOPOIIO U3BECTHBIX TEXHOJIOT Ui, HOCUTENEN
Y UIHEPTHBIX HanosHuTene. apMmaneBTHUECKUE JIEKAPCTBEHHBIE ITPENapaThl, COAECPKALIUE
3asBIISIEMOE XUMUYECKOE COEIMHEHNUE, MOTYT U3TOTOBJISITHCS OOILIETPUHSATHIM CIIOCOO0OM,
CKaXeM, B KaueCTBe MpUMepa, OObIUHBIM CMEILIMBAHUEM, PACTBOPEHUEM, TPAHYIMPOBAHUEM,
U3TOTOBIIEHUEM JIPAXKE, PACTUPAHUEM B MIOPOLIOK, IMYJIbIMPOBAHUEM, KAIICYJIMPOBAHUEM,
3aXBATBIBAHUEM WUJIV JABIICHUEM.

[00224] B cocraB 3asBisieMbIX (hapMalEeBTUYECKUX JIEKAPCTBEHHBIX MMPENapaTOB BXOAUT
KaK MUHUMYM OJIMH (papMareBTUYECKU ITPUEMIIEMbII HOCUTENb, pa30aBUTENb UM MHEPTHBII
HATIOJIHUTEIIb U 3a5BIISIEMOE XMMHUECKOE COEIMHEHNE KAK aKTUBHBII MHIPEAUEHT B (popme
CBOOO/THOM KUCIIOTHI UJIM CBOOOJHOT'O OCHOBAHMSI, WM B (popme papMalieBTUUECKU
npuemsiemoii conmu. Kpome Toro, B coctas 3asBisieMbIX (papMaleBTUIECKHUX JICKapPCTBEHHBIX
MpernapaToB BXOJST APyTrHe JIEKapCTBEHHbIE UK (papMalleBTUUECKHE BEIIECTBA, HOCUTEIH,
AKTUBATOPBI, TAKME KAK KOHCEPBAHTHI, CTAOUIM3ATOPHI, YBIAXKHUTEIN WIA SIMYJIbraTOPHI,
KaTaJau3aTOPbl PACTBOPA, COJIM TS PETYIUPOBAHUS OCMOTHUYECKOTO AaBJICHUS, WK Oy(epshl.
[Tomumo sToro, hapmaneBTUUECKHE JIEKAPCTBEHHBIE MTperapaThl COAECPKAT IpyTrue
(hapManeBTUYECKH IEHHBIE BEIIECTBA.

[00225] CrtocoOBI MPUTOTOBICHUS 3asIBISIEMBIX (DapMaIleBTUUECKHUX JIEKAPCTBEHHBIX
[IpernapaToB BKIIOYAIOT B C€0S1 COCTABIIEHUE 3asBIISIEMBIX XUMHUYECKUX COEIMHEHUI C OJTHUM
wim 6osee papManeBTUYECKH TPUEMIIEMbIM UHEPTHBIM HATIOJTHUTENIEM WUJIUM HOCUTEJIEM B
TBEPJIOM, MOJIYMSATKOMN UM )KuaKon ¢popme. K HeKOTOPBIM HEOTPaHUYUTEIIBHBIM IIPUMEpPaM
TBEP/IbIX XUMHUYECKUX COETUHEHUIM OTHOCSATCSA TOPOLIKU, TAOIETKH, PACTBOPUMBIE I'PAHYJIbI,
KAaIICyJibl, 00JIATKU U CYMITO3UTOPUU. K HEKOTOPBIM HEOT PAHUUUTEIIHHBIM ITPUMEPAM KUIKUX
XMMHUYECKMX COCIMHEHUI OTHOCSITCS PACTBOPBI, I/I€ PACTBOPEHO XUMHUUECKOE COEIMHEHUE,
3MYJIbCUH, COJIEPIKALIME XUMUYECKOE COEIMHEHUE, UIIU PACTBOPBI, COJAEPIKAIIUE JTUITOCOMBI,
MHULEJUIbI UM HAHOYACTHULBI 3aBIISIEMOr0 XUMHUYECKOTO cOeAMHEHUs. K HEKOTOphIM
HEOTPAHUYUTEIBHBIM ITPUMEPAM IMOJTYKUJIKUX XUMUYECKUX COETMHEHUI OTHOCSITCS TellH,
CYCII€H3UHU U KpeMbI. JIekapCTBEHHBIM MperapaT MOXKeT OBITh MPECTABIICH B POpPME KUIKUX
PACTBOPOB WJTU CYCIIEH3HIA, B TBEPIABIX (JOpPMax, MPUTOIHBIX 711 PACTBOPEHUS UITH CO3TaHUS
CYCII€H3UHU B KUIKOCTH TIepe]l IPUMEHEHUEM, WU B popMe IMYJIbCUil. 3asiBiIsieMble
(hapManeBTHUYECKHE JIEKAPCTBEHHBIE ITPEapaThl MOTYT TAK)KE COJAEPKATh HE3HAUMTEIIbHbBIE
KOJIMYECTBA HETOKCUYHBIX BCIIOMOTATEIbHBIX BEIIECTB, TAKUX KAK YBIAXXHUTEIH WU
aMynbraTopsl, 6ydepst pH u Tak ganee.

[00226] 3asBiisieMble XMMHUUECKUE COCTMHEHUS] TPUTOTOBIISIOTCS TPEATIOUTUTENIBHO B
JIMCKPETHOM JO3UPOBOUHOM (hopMe ISl YIIPOILEHHUS TTPUEMa U eIMHO00pa3ust JO3UPOBKH.
Beipaxkenue «1uckpeTHas 103upoBoYHas (popMa» OTHOCUTCS K (PU3NYECKOM JUCKPETHON
€MHUILIE BEILIECTBA, IPUTOTHOTO /IS JIEUEHUS auueHTa. TeM He MeHee, CIIeAyeT OTMETHUTD,
YTO OOLIMIT 00BEM €XKETHEBHOTO MPUEMA 3aSIBIIIEMbIX XUMUUECKHUX COCTUHEHUN U
JIEKAPCTBEHHBIX MpenapaToB OyIeT ONMpeAessITh Jeualuii Bpad ¢ y4eTOM MEAULUHCKOM
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nenecoobpazHocT. Crienupuyeckas 3gphekTUBHAS 1032 11 KOHKPETHOTO MalUeHTa WU
opraHu3mMa OyJIeT 3aBUCETh OT MHOKeCTBa (DaKTOPOB, BKITFOYAs 3a00JIeBaHKe, TTOABEPraeMoe
JICYCHUIO, U CTETICHb TSKECTH 3a00JIeBAHUS; AKTUBHOCTH CIEUU(PUUIECKOTO UCITOIB3YEMOTO
XUMHUYECKOTO COSTMHEHUST; CIIENM(UIECKHUI UCTIOTB3YEMBIN JIEKAPCTBEHHBIN TTpernapar;
BO3pACT, Bec, 00IIee COCTOSTHUE, TTOJI U IMETY MallMeHTa; BpeMs IIpyueMa, Crocod mpuema, u
HOPMATHUB BBIBEJICHUS U3 OpraHu3Ma CIeru(puuecKoro UCroib3yeMoro XUuMHUIECKOTO
COEJIMHEHUS; TPOJIOJKUTEIIbHOCTD JICUEHUS; JIEKAPCTBEHHBIE CPEJICTBA, UCITOJIb3YEMBIE B
COYETaHWHU WJIU B COOTBETCTBUM C UCTIOTB3YEMBIM CIIEU(PUIECKUM XUMUUECKUM COSTMHEHUEM,
¥ T0100HBIE (HAKTOPHI, XOPOIIIO U3BECTHBIC CIIEIAATIUCTAM.

[00227] DddexTuBHAS 1032 AKTUBHBIX HHTPEIUEHTOB MOET U3MEHSTHCS B 3aBUCUMOCTH
OT UCIIOJIB3YEMOTO XMMHUECKOTO COEIMHEHUSI, P&KUMA TIpUeMa U TSHKECTU 3a00JIeBaHUS.
OnHako B OOJIBIIIMHCTBE CIy4aeB JKeJIaeMbIil pe3yJIbTaT MOKET ObITh JOCTUTHYT MPU
€KETHEBHOM JO3UPOBKE 3asBJIIEMOTO XMMUUECKOTO coeaquHeHust 0koJio 0,25-1000 mr/kr
*uBoTro Beca. Hanbortee mpeanoututenbHa cxema npuema 2-4 oTAEIbHBIMU JI03aMU B JICHD,
WK B hopMe MeUIEHHOTO JeicTBUSL. [{J1s1 OONBIIMHCTBA KPYITHBIX MIIEKOTIMTAIOIIMX 001as
JTHEeBHas 103a paBHa 1-100 Mr/kr, Hauboee mpeanouTuTesbHO 2-80 Mr/kr. Jlo3upoBouHas
dhopMma, mpuroIHasi 1J1si IpueM BHYTPb, COEPKUT 0K0J10 0,25-500 MI aKTUBHOT'O XUMHUYECKOTO
COEJIMHEHUS, TOCTATOYHO CMEIIAHHOTO C TBEPABIM UJTU KUIKUM (papManeBTUUECKU
MpUeMJIEMbIM HocuTesieM. Jlo3UpOoBKa MOKET PEryIMpoBaThCS /17151 0O0eCTIeUeHUS] HAUITyIlIero
pesynbTaTta jgedeHus. KpoMe Toro, mo HEOTIOKHBIM TPeOOBAHUSM COCTOSIHMUSI,
MOJIBEPraroIEerocs JeYeHUI0, MOTYT ObITh HA3HAYEHBI HECKOJIBKO OTJIECIbHBIX €KETHEBHBIX
J103, UWJIM U3BMEHEHA MTPOIIOPLUS JO3UPOBKHU.

[00228] OTnenbHBIE OMOTOTUYECKUE CBOMCTBA XUMUYECKUX COCTMHEHUI MOTYT OBITh
YIIYUIIEHBI 32 CYET MOIU(MUKALUU TOTIOTHUTEIbHBIMU MTOAXOASIIMMU (DYHKIMOHAILHBIMU
rpynnamu. Takue MoauduKanuu U3BECTHBI B 3asIBIIEMON 00JIACTH, U 3aKITIOYAIOTCS B
MOU(pHKAIY TTPOHUKHOBEHHS B OMOIOTUYECKHE TTOJIOCTH (TaKKe KaK KPOBb, TMMQaTHIecKast
cucTeMa, IEHTpaJIbHAsl HEpBHASI CUCTEMA), OHM YIIYUIIAIOT OpaTbHYIO 3((EKTUBHOCTD U
pPacTBOPUMOCTD TAK, UYTO CO3AAETCA BO3MOXKHOCTD IIPUEMA ITYTEM UHBEKLUI, U3MEHEHUS
MeTaboIM3Ma U BBIACIICHMUS.

[00229] 3asBisieMmoe XUMHUYECKOE COSTMHEHUE WK (hapMalieBTUUYECKH ITpUeMyieMasi Cojib,
WJIA THIPAT MOXET MCITOJIb30BATHCS SIS TPOMUIAKTUKH, COTTPOBOKICHUS, JICUCHUS UITH
CHW)XEHUS TshKeCTU (PMOPO3HOTO 3a00JIeBaHUSI TKAHW WM OpraHa MaiueHTa, a UMEHHO
MMOYEYHOTO UHTEPCTUIMAIIFHOTO (UOPO3a, KITyOOUKOBOTO CKJIepo3a, (pudpo3a rneyeHw,
MyJIbMOHANIbHOTO (prbpo3a, mepuToHeaTbHOTO GUdpPO3a, MUOKapaAraIbHOTO (UOpo3a,
nepmaTohudpo3a, MocIeonepanuoHHbIX CllaeK, J0OPOKaYeCTBEHHOM rUnepTpodun MpoCTaThI,
(rbpo3a CKENETHBIX MBIIIIII, IePMATOCKIIEPO3a, PACCESTHHOTO CKIIEPO3a, MAHKPEATUIECKOTO
¢hubpo3a, uppo3a reyeHru, MUOCaPKOMBI, HEMPO(GHUOPOMBI, IMYyJIbMOHAIBLHOTO
MHTEepCTUIMATIbHOTO PuOpo3a, mmadeTnyeckoit HeponaTuu, 60Ie3HU AJbITrenMepa Uin
BaCKyJIsspHOTrO (hudpo3a.

IMPOLUEAYPHI OBILIET'O CUHTE3A

[00230] B ocHOBHOM, 3asBjIsieMbIe XUMUYECKHUE COETMHEHUSI MOTY OBITh ITPUTOTOBIICHBI
croco6aMu, U3J10KEHHBIMHU B HACTOSIIIEH 3asiBKe, TJI€ 3aMECTUTEIIU OTIPE/IEICHBI
npuBeieHHbIMU BhITe popmyitamu (I), (V), (VI), (VII) wmum (IV), 3a UcKTI0OUeHUEM
JIOTIOJTHUTENBHBIX ITpUuMeuaHuil. [IpencraBieHHble HUKE HEOTPAHUUUTEIIBHBIE CXEMBI U
MIPUMEPbI NPEAHAZHAYEHBI [T TAJIBHENIIIETO YIIPOLIECHUS U3JI0KEHUS HACTOSIIEH 3aBKU.

[00231] CnenpanuctaM OyAeT O4eBUIHA HECIOKHOCTD UCIIOJIb30BAaHUS MTPUBEICHHBIX
XUMHUUECKUX PEAKIUI JJIs1 IPUTOTOBJIEHUSI HEKOTOPOTO KOJIMYECTBA 3aSIBIIIEMbIX XUMHUUECKUX
COEMHEHUH, U aJIbTEPHATUBHBIE CIIOCOOBI TPUTOTOBJICHUS 3ASIBIISIEMBIX XUMUYECKUX
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COeAMHEHUH TpeAIoaraloTes B 001acTu ASMCTBUS HacTosIIeH 3asBku. Hanmpumep, cuaTes
HEYNPOIIEHHBIX 3a5IBIIIEMbIX XUMUUYECKMX COETMHEHUI MOKET OBITh YCIEIIHO COBEPIIEH
MyTeM MOAU(UKALMN, U3BECTHBIX CHEUUAIUCTAM, HAIIPUMED, COOTBETCTBYIOIIEH 3alIUTON
B3aUMMOJEHCTBYIOIIUX IPYIII, IPUMEHEHUEM IPYIUX IMOAXOIAIINX PEATEHTOB, U3BECTHBIX
CITEMAIMCTaM, OTJIMYAOIIMXCSA OT IPUBEAECHHBIX B HACTOSIIEH 3asIBKE W/WIIH ITyTEM
CTAHIAPTHOIO U3MEHEHHUs ycioBui peakuuu. C Apyroi CTOpOHbI, APYTUE PEAKLMHY,
U3JIOKEHHBIE B HACTOSIILIEN 3asiBKE WJIM U3BECTHBIE ClienUaIucTaM, OyyT MpU3HAHBI
IIPUTOHBIMU JIJIsI IPUTOTOBIIEHUS 3aBIAEMBIX XUMUYECKUX COCUHEHNUM.

[00232] B npuBeaeHHBIX HUXKE IPUMEPAX BCE TEMIIEPATYPBI YKa3aHbl B rpagycax Llenbcus
IIPY OTCTYTBUMU MHBIX yKa3aHUU. PeareHTh! 6111 IPUOOPETEHBI Y PHIHOYHBIX ITOCTABIIMKOB,
takux Kak Aldrich Chemical Company, Arco Chemical Company u Alfa Chemical Company, u
MCIOJIb30BAIIUCH 0€3 JOTIOJTHUTEIbHON OUYUCTKU MTPU OTCYTCTBUU UHBIX YKA3aHUIA.
OO6uiepacnpocTpaHeHHbIE PACTBOPUTENN OBLIN MPUOOPETEHBI Y PHIHOYHBIX TOCTABIIMKOB,
takux Kak Shantou Xil.ong Chemical Factory, Guangdong Guanghua Reagent Chemical Factory
Co. Ltd., Guangzhou Reagent Chemical Factory, Tianjin YuYu Fine Chemical Ltd., Qingdao
Tenglong Reagent Chemical Ltd., u Qingdao Ocean Chemical Factory.

[00233] be3Bonusiiit THE, auoxcaH, Toayod, v 3¢up ObUIM MOTYUYEHbI IEPETOHKOM C
00paTHBIM XOJIOJMIBHUKOM pacTBopa ¢ HaTpueM. besBogubsie CH,Cly 1 CHCl3 mosyueHsl

MIEPEroHKOM ¢ 06paTHBIM X0JI0AMIbHUKOM pacTBopa ¢ CaH,. EtOAc, PE, rekcan, DMAC u
DMF 65111 06paboTanbl 6€3BoiHBIM Na,SO, repe; MpUMEHEHHUEM.

[00234] N3105keHHBIC HUXKE peaKIi OOBIYHO ITPOBOIUIMCH IPU ITOJI0KHUTEIBHOM JIaBICHUN
B aTMoc(epe a30Ta WK aproHa ¢ OCYIIUTEIIbHON TPYOKOI (B OTCYTCTBHE MHBIX YKa3aHUM)
B O€3BOJIHBIX PACTBOPAX, U pEAKIIMOHHBIE KOJIOBI OOBIYHO OCHAIIATIMCH PE3UHOBOM MeEMOpaHOH
JUIS1 BBOJIA BEIIECTB M PEAr€HTOB ITOCPEACTBOM LIIpULA. CTEKIISIHHYIO Ja00PpaTOPHYIO ITOCY Ty
CYILLIMJIY B [I€YX /WA ITOCPEICTBOM HAar peBaHMUsI.

[00235] KononouHas xpoMaTorpadusi Iporu3BOIMIACE TOCPEACTBOM CHIIMKATEIICBOMI
KosioHHBI. Cunnkarens (tunopasmep 300-400 merr) ObUT TPUOOPETEH HA XUMUYECKOM 3aBOJIE
Qingdao Ocean. 1|H NMR cnektp 3anuceiBaics cnekrpomerpoM Bruker 400 MI'y mpu
koMHaTHOM Temnepatype. |lH NMR cnektp Ob1 nonyyen kak CDCl3z, d6-DMSO, CD30D

vy d6-aneToH pacTBOPHI (€IMHULA U3MEPEHHUS - MUJUTMOHHBIE JOJIW, M/ UJIY ppm), C
MCIIOJIb30BaHMEM B KauecTBe 3TajJoHHOro ctanaapta TMS (0 ppm) wmm ximopodopma (7,25
ppm). [Tpu 3ammcu MHOKECTBEHHBIX TTUKOB MCITOJIB30BAIUCH CIIEAYIONIUE a00pEeBUATYPHI: S
(cunriner), d (1y0:eT), t (Tpuriet), m (MyJbTUILIET), br (paciupeHHsIi), dd (mybset ayoeToB),
dt (my6net TpurieToB). KoHcTaHTa B3aMMOAENUCTBUS, TPU HAJIMYUHU TAKOBBIX, YKA3bIBAIOTCS
B repuax (I'm).

[00236] Macc-criekTpajbHbIe JaHHBIE HU3KOM pa3perniaroliei cnocooHoctr (MS)
OIPEAEIISIICh NOCPEICTBOM criekTpoMeTpa Agilent 6320 cepun LC-MS, ocHalieHHOM
ounapHbiMu Hacocamu G1312A, perynsitopom G1316A TCC (peryaupoBaHue TeMIIEpATyPhI
KOJIOHHBI, Noji/iepkuBajiack TeMneparypa 30°C), ycTpolcTBOM aBTOMAaTUYECKOTO OTOOpa
npo0 G1329A u nerektopom G1315B DAD, Ha cniekrpomeTpe LC-MS ncrionb3oBaics
ucTouyHuK ESI.

[00237] Macc-criekTpajibHbIE JaHHbIE HU3KOM pa3perniatoliei cnocoonoctu (MS)
OIPEACIISIIMCH TAKKE ITocpecTBOM ciekTpomeTrpa Agilent 6120 cepun LC-MS, ocHallieHHOM
cuerBepeHHbIM HacocoM G1311A, perynstopom G1316A TCC (perynvpoBaHue TeMnepaTypbl
KOJIOHHBI, oJiIepkuBajach temnepatypa 30°C), ycTpoiCTBOM aBTOMAaTHUECKOTO 0TOOpa
npo6 G1329A u nerektopom G1315D DAD, Ha ciekTpomerpe LC-MS ucnonbs3oBascs
uctouyHuk ESI.
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[00238] O6a criekTpomeTpa LC-MS O6b11u ocHatneHsl koj1oHHOM Agilent Zorbax SB-C18,
2,1x30 MM, 5 MKkM. OOBEM UHBEKIUU ONIPEIETSIICS KOHLEHTPAIUEH MPOOHI.

Howmunanbnbii pacxon pasusiics 0,6 Mi/mMuH. [ Tuku HPLC peructpupoBaiuch B 1ana3oHe
UV-Vis Ha mymne BosHbl 210 HM 1 254 HM. MobunpHast ¢a3za cocrasisuia 0,1% MypaBbUHOIA
KUCIIOTHI B aleToHuTpuiie (paza A) u 0,1% MypaBbUHOMN KUCIOTHI B 0C000 uncTOM Bojie (pasa
B). I'paguenT npuBeaceH B Tadune 1:

[00239] Tabnuua 1

Bpems (MuH) A(CH3CN, 0,1%HCOOH) B (H-0,
0,1%HCOOH)

0/-3 5/-100 95/-0

3/-6 100 0

6/-6,1 100/-5 0/-95

6,1/-8 5 95

[00240] CreneHb YMCTOTHI XUMUYECKUX COSMHEHMH OLIEHUBAJIACh TPUOOPOM cepur Agilent
1100 1711 BBICOKOTIPOU3BOAMTEIIBHOM )KUAKOCTHOM XpoMmaTorpadun (HPLC) ¢ Y-
JIETEKTUPOBAHUEM Ha JJTMHAX BOJIH 210 HM U 254 HMm (Zorbax SB-C18, 2,1x30 mM, 4 MUKPOHa,
10 MuH, HOMUHaNIBHBINA pacxon 0,6 Ma/mMuH, 0T 5 10 95% (0,1% mypasbunas kuciiora B CH3;CN)

B (0,1% mypasbuHnas kuciota B H,O). Komonna padoran mpu 40°C.

[00241] 115t mapaMeTpOB UCIIOIB3YIOTCS CIIEAYIOIIe ab0OpeBUATYPHI:
BPO 6en3oun nepoxcus
NH4C1 ximopun aMMOHUs

BOC, Boc TepT-0yTHIOKCHMKAaPOOHMIT
Boc,O du-Tepr-6yTun nukapOboHat
CS,CO3 xapboHAaT ue3us

CHCl; xmopodopm

CCly 4eTBIPEXXIIOPUCTBIN YTIIEPO]
CDCl; xmopodopM eiTepupOBaHHBIN
Cul meap (I) iogun,

DMAC N,N-/lumeTunaneramMmu/

DMF numetundopMamu

DMAP 4-quMmeTuiiaMuHONUPUIUH
DMSO numeTuicyabhoKCHI

EtOAc sty anerart

g rpaMm

h yac (gacoB)

MWH MUHYTa (MUHYTBHI)

HCI consinast kucimora

H, Bomopon

MeOH, CH;OH metanon

EtOH sTanon
CH,Cl,, DCM puxiiopMeTan

MJI, MJI MAJUJTUJIUTD
N, azor
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Pd/C namnaauit Ha yrieponae

PE nerponeiinsiit a¢gup (60-90°C)
K»,COj3 yriekucnbii Kaium

RT, rt, KOMHaTHas TemMIeparypa
NaHCOj3 yrnekucmnbliit HaTpui

NaCl X710puUCThIN HATPUI
Na,SO4 cepHOKHUCIIBINA HATPUI

NaOH enxwuii HaTp
THF terparunpodypan
Et;N, TEA TpusTUinamMuH

NBS N-O0pomMosiHTApHOMMU/T

H,O Bona

AIME; TpuMeTHIIaIFOMUHUA

Pearent Jloyccona 1,3,2,4-nutuaaudocdera, 2,4-6uc(4-meTokcudeHu)-,2,4-mucyabhu
TBAB terpabyTun aMMOHUS GPOMULT

RH,(OAc), Poaus (II) anetat

PFD mupdenugon
[00242]
Cxema 1
AV,
(VY Vi=V,
B—x—A—2 + If |' —— +~ & N \
V1\ \x/ // 3
N Y Y,
Z=Br, | H 4
Y=0, S B
1 2 3

XUMHUUYECKOE COeTMHEHUE 3, Tae KaxbIi u3 Vi, Vo, V3, V4, A, B u X onpenerneH B

HACTOSIIIEel 3asIBKE, MOYKHOO ITPUTOTOBUTH, MOJIB3YSCh ITPOIIECCOM, U300pakKeHHBIM Ha CXeMe
1. CMech XMMUUYECKOT'O COEAUHEHUS 1, XMMUUECKOTI'O COeUHEHUS 2, OCHOBAaHUS (TaKOro KaK
YTJICKUCITBIN KaJIMi, YTJIEKUCITBIN 1e3ul, ¢pocdaT Kaus, ¥ T.J1.) M TUraH (Takom Kak 8-
TUAPOKCUKBUHOJIMH, 3TUJI 2-OKCOIMKIOTeKcaHkapOokcunat, N,N'-qmumMeTunaTan-1,2- 1maMuH,
U T.JI.) pa3Be/ICHHBIN B pacTBOPHUTEIIE (TaKOM Kak JquokcaH, N,N-mumMeTuin popMMuI Wiu
JMMETHIT CYJTh(OKCHI) HAarpeBaeTcs 10 MOAXOSIIeH TeMIepaTypsl (Hampumep, 50-140°C)
B aTMocdepe a30Ta IS MOJIyYSHHMS J)KETaeMOT0 XUMUYECKOTO COSTMHEHUS 3.

[00243]

Cxema 2
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4 5 6

XUMHUYECKOEe COeIUHEHNUE 6, T/Ie KaXKIbII U3 R2, R4, X u B onpeziernieH BhIe, MOXKET OBITh
MIPUTOTOBJICHO MO MPOLECCY, TOKa3aHHOMY Ha cxeme 2. CMech Hoaocoaeprkaliier Iporu3BOIHON
4, IpOU3BOTHOM MUPUIOHA 5, OCHOBAHUS (TAKOI'0 KaK YIJIEKUCITBIN KaJIuH, YTJIEKUCITBIN LIE3UH,
dbocdaT xanmms U T.J1.) ¥ IUrasaa (Takoro Kak 8-TuApOKCUKBUHOJIWH, 3T 2-
OKCoIIMKJIorekcaHkapOokcunat, N,N'-muMeTus1 ataH-1,2-1uaMuH, T.1.), PACTBOPEHHAs B
pactBopuTele (TakoM Kak quokcaH, N,N-muMeTusn popMaMuI Uk JUMETHIT CYJTb(POKCH/T)
ObLIa HarpeTa 10 COOTBETCTBYIOIIEH TeMmepaTyphbl (Takor kak 50-140°C) B atmocdepe a3oTa
JUTSL TIOJTYYEHUST XUMUYECKOTO COEIMHEHMUS 6.

[00244]

Cxema 3

N
N NBS N N © 8—( l R2
B_</] — » B 1 5, STONTX
S S Br 0 _—
R4
7 8 °

XHMHUECKOe coeauHenne 9, rue Kaxmblit u3 R%, R u B OIIpeJiesIeH BhIIIe, MOXKET ObITh
MIPUTOTOBJIEHO 10 MPOLECCy, MOKa3aHHOMY Ha cxeme 3. Tua3omn-npousBoaHas 7 pearupyer
¢ NBS 15 nostydeHust OpoMuH-coiepkalieit mpous3BoiHoi 8. CMech OpOMUH-COIepIKaIIei
MIPOU3BOAHOM 8, TPOU3BOIHBIX IMUPUIOHA 5, OCHOBAHUS (TAKOTO KaK YIIJIEKUCIIBIA KAJIUH,
YTJIEKUCIIBIN 1Ie3ul, pocdaT Kavs v T.J1.) M IMraH1a (TaKOTO KaK 8-TUAPOKCUKBUHOJIUH, 3TUJT
2-oKcolMKIIorekcaHkapookcuiaat, N,N'-1uMeTu 3Tal-1,2-AMaMuH, T.J1.), pACTBOpPEHHAS B
pactBopuTele (TakoM Kak quokcaH, N,N-1uMeTus GopMaMuI UK JUMETHIT CYITb(POKCHT)
OblITa HarpeTa 10 COOTBETCTBYIOIIEH TeMItepaTyphl (Takoi kak 50-140°C) B atmMocdepe a3ota
JUUIS TIOJIyYEHHUSI XMMUYECKOTO COEIMHEHUS 9.

[00245]
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Cxema 4
R1 R3
OJ\NH o] XD
NO, NH, N
R3 N e ‘
Pd/C H, nrt 12 R "N” o
—————— >
F THF F AlMe3 DCM’n
B B E
B
10 11
13

Xumuueckoe coenuuenue 13, rae kaxabii u3 R1, R3 u B onipenienien B HacTosI1IeH 3as1BKe,
MOXET OBbITh MOXET ObITh IPUTOTOBJIEHO I10 MPOLECCY, TOKa3aHHOMY Ha cxeMme 4. AMUHBI
11 MOTYT OBITH IPUTOTOBIIEHBI KATAJIMTUUECKOW THIpOreHepauen HUTponpou3BoaHoit 10.
3aTem amuHbl 11 mpopearupoBajv ¢ XMMHUUECKUM COEMHEHUEM 12 101 BO3/IEHCTBUEM
TPUMETUIIATIFOMUHMS B OPTaHUYECKOM PACTBOPUTEIIE (TAKOM KaK IUXJIOPMETAH U T.1.) s
MOJTyYEHUS KEJTAeMOTI0 XMMUUECKOTO COeAMHEeHUsI 13.

[00246]

Cxema 5
N Pd/C.H N
o~{Y 20 0] e =G
s~  H,SO, No, MeoH 1 STONH,

7 14 1§
R1

OA\NH o}

3)\/!1\ -~ B.</
R 0
12 . J\ﬁ

AlMe; /DCM, 1t

Xumuueckoe coeuHenre 16, rae kaxubii n3 R', R> u B OIIpE/IEJIEH B HACTOSILIEH 3asiBKe,
MOKET OBITh IPUI'OTOBJIEHO IO MPOLECCY, TOKa3aHHOMY Ha cxeMme 5. Trua3on-npou3BoHas
7 MOKET OBITh MPeoOpa3oBaHa B HUTPOITPOU3BOAHYIO 14 11O/ BO3AEUCTBUEM CUIIBHOW KUCIIOThI
(TaKOH KaK KOHUEHTPUPOBAHHAS a30THAs KUCI0TA, KOHLIEHTPUPOBAHHAS CEpHAsl KUCI0TA U
T.J.). 3aT€M HUTPOIIPOU3BOIHAS 14 ObLIa BOCCTAHOBIIEHA KATAIUTUUECKON THIPOreHepaLurei
JUIS TIOJTyYeHUsI aMUHa 15, TTociie yero rnocieaoBalia peakiuusi ¢ XMMUYeCKUM COETMHEHUEM
12 o BO3EACTBUEM TPUMETWIAIIOMUHHKS B OPraHUUECKOM PaCTBOPUTETIE (TAKOM KAK
JUXJIOPMETAH U T.J1.) JUIsl [IOJIyYEHUS JKEIaeMOT0 XUMUYECKOTO COeAMHEHUS 16.

[00247] Cxema 6

(-‘Tja)n i RSa R1
N—{ J—NH, 4 O NH O ==" =N
ro A — \ 4 )_/%Rs
D 3
17 12 18

Xumuueckoe coeauHenue 18, rme KaXablil U3 Rl, R3, R’ 2 nubD ONPEAEIICH B HACTOSAIIEN
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3asiBKE, MOYKET ObITh MOXET OBITh PUTOTOBIICHO 10 TPOLIECCY, TOKA3aHHOMY Ha cxeme 6.
CIU1aBIIieHHOE TPUIMKIMUYECKOE XUMUIECKOE COeTMHEeHUE 17 pearupyeT ¢ XUMUIECKUM
coeiMHeHreM 12 1o BO37IeUCTBUEM TPUMETHIIATTIOMUHUS B OPTaHMUECKOM PacTBOPUTEIIE
(TaKoM Kak TUXJIOPMETaH U T.JI.) IS TIOJTyYSHHUsI )KEITAeMOT0 XMMUYECKOTO COeIMHEHHUS 18.

[00248] ITPUMEPDBI

[00249] ITpumep 1

1-(3-pTopo-4-(MmopdomuHOMeTHIT)PeHn)-S-MeTriT tupuarH-2(1H)-oqun

F
O
/) °
[00250] Iar 1) 4-(2-pTop-4-itondeH3un)Mmopdonvx
K pacrBopy 2-drop-4-itoaronyona (23,60 r; 0,10 moab) B CHCl3 (1000 Mi1) 6611 106aBIIEH
BPO (0,55 r; 2,27 mmoinb) u NBS (24,92 1; 0,14 mo1b) Mostb B aTMochepe N,. Bosronka

PEaKIMOHHOM CMECH C 00PATHBIM OXJIAXKICHUEM ITPOU3BOINIACH B TEUEHHUE 6 U, 3aTEM CMECh
OXJIaWITK U TpOGUIIbTpOoBaIK. PUITBTPAT OBLI CKOHIIEHTPUPOBAH in vacuo. Oca ok ObLI
no6aBieH K pacTBopy Mopdomuna (43,56 1; 0,50 momns) B EtOH (1000 mur) B atmMmocdepe Ns.

[TonyueHHasi cMech epeMeIMBaIach B TEUEHUE CYTOK ITPH I't, U CKOHIIEGHTPUPOBAHA in vacuo.
OcTtaTox OB OUYHIIIEH TOCPEACTBOM CUIIMKATeIbHON KOJTOHOUHOM XpoMaTorpaduu (PE/
EtOAc (V/V)=3:1) mis nmojiy4eHus HA3BAHHOT'O XMMHUYECKOT'O COCIMHEHHUS B BUJIE TBEPAOTO
BerecTBa Oenoro nsera (4,82 r; 15%).

[00251] Lar 2) 1-(3-pTop-4-(MmopdoauHomeTmin)hennn)-S-metunnupuann-2(1 H)-oauH.
Cwmecsh Cul (0,19 1; 1 mmouns), Cs2CO3 (6,85 r; 20 MMOJIB) U 3THI 2-
okconukiaorekcanekapookcunat (0.34 r; 2 Mmmosb) B DMSO (10 M) nepemeniuBaiach B
teuerue 30 muH B aTMocdepe N,. 3aTeM K peakMOHHON cMecH ObLT JOOABIICH HITTPUIIOM

pactBop S-metunmupunona (1,09 r; 10 mmois) u 4-(2-¢prop-4-iiogdensmt) mopdonuna (3,21
r; 10 Mmouts) B DMSO (12 mut). PeaknmonHasi cmech HarpeBaiach cyTku 10 100°C, 3aTtem
ObUTa OXJIaXKAeHA 110 rt U mpoduibTpoBaHa. PuibTpart, pazdasienusit H,O (50 M) 601
u3BiedeH ¢ nomounpio CH,Cl, (50 mit x 3). KomOGuHMpoBaHHbIe opranudeckue Gasbl ObLUTH
CKOHIIEHTPUPOBAHHI in vacuo. OcTaToOK ObLT OUYMINIEH TOCPEICTBOM CHIIMKATEIIbHON
kosioHouHoOM xpomaTtorpaduu (PE/EtOAc (V/V) - 10:1) niist mojty4eHust HA3BaHHOTO
XMMHYECKOTO COEMHEHHS B BUE TBepaoro BemiectBa 6emoro usera (0,70 T; 23%).

CrieKTpOCKOMUYECKHUE TAHHBIE XUMUUECKOTO COEAUHEHUS:
MS (ESI, mon. non) m/z: 303,2 (M+1);

'H-NMR (400 MTIn, CDCly): & 2,06 (s, 3H), 3,16-3,32 (m, 4H), 3,86-3,97 (m, 4H), 4,44 (s,

2H), 6,47 (d, 1H, J=9,6 I'nm), 7,39-7,44 (m, 2H), 7,48 (s, 1H), 7,52-7,55 (m, 1H), 7,99 (t, 1H, J=
8,2 I'm),
[00252] ITpumep 2
1-(3-pTop-4-(MopdoaunomeTn)perun)-3,5-numeTunnupuann-2(H)-oquu
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Cwmech 3,5-mumetunnupuauna-2(H)-oaun (0,22 1; 1,80 MMoib), 4-(2-dhTop-4-iion0eH31IT)
mop¢omuH (0,58 r; 1,80 Mmoms), K,CO3 (2,48 1; 18 mmoub), Cul (0,02 1; 0,1 Mmmons) u DMF

(3 mu1) ObLJTA TOABEPTHYTA BO3TOHKE C OOPATHBIM XOJIOIWIBHUKOM B aTMOchepe Ny. Xon

peakuun KoHTpoauposajcs nmocpenctsoMm TLC. PeakunonHas cMech ObI1a OXJIAXKACHA 110 I't
u npodpuibTpoBaHa. K dunetpaty Obu1a go6aBnena H,O (10 M) u CH,Cl, (20 mon). Crioit

CH,Cl, 6b11 OTCEMapUpOBaH, ¥ BIarocoiepkaliuii cioi 6s11 u3BiedeH nocpeacrsom CH,Cl,
(20 M1t x 2). KomOuHMpoBaHHBIE OpraHuyeckue ¢a3bl ObLIN BhICYIIEHBI Hag NaySOy U

CKOHIICHTPUPOBAHKI in vacuo. OCTaTOK OBLT OUMIIICH MOCPEICTBOM CUIIMKAreIbHON
kosioHouHOM xpomartorpacduu (PE/EtOAc (V/V)=1:1) mis moayueHus: HA3BaHHOTO
XMMHUYECKOTO COEIMHEHHS B BUIE TBeploro BeriecTBa 6enoro usera (0,28 r; 50%).
CIHEeKTPOCKONMUYECKUE TAHHBIE XUMUYECKOT'O COSIMHEHUSI:

MS (ESI, non. non) m/z: 317,1 (M+1);

'H-NMR (400 MI'y, CDCl3): 6 2,06 (s, 3H), 2,16 (s, 3H), 2,61 (s, 2H), 4,10 (m, 4H), 4,32
(m, 4H), 6,97 (s, 1H), 7,09 (s, 1H), 7,24 (d, 1H), 7,31 (d, 1H), 8,1 (s, 1H),

[00253] ITpumep 3
1-(3-pTop-4-((4-meTunmnumepasus- 1 -um)meTrn)perwnn)-3,5-mumetunnupuand-2(H)-oaun

(‘f@!;?

N
/
[00254] Iar 1) 1-(2-pTop-4-ito10eH3MIT)-4-METHUIITUITEPA3UH
K cMmecu 2-¢prop-4-tiogronyona (0,94 r; 4,0 mmoss) B CCly (40 mut) 6b611u o6aBienst BPO

(0,02 r; 0,08 mmonb) 1 NBS (0.78 1; 4.4 MMoib) B atMocdepe N,. PeakiuponHasi cMech

MoJiBeprajiach Obl1a MOJABEPTHYTA BOTOHKE C OOPATHBIM XOJIOJIMIIBHUKOM Ha MPOTSHKEHUN
54, 3aTeM ObLTa OXJIaX/IeHA U CKOHIIEHTpUpOBaHa in vacuo. K ocraTky 0611 10OaBICH paCTBOP
Metuinnunepasusa (2,00 r; 20 mmosns) B EtOH (40 M) B atmocdepe N,. Cmech

NepeMeIInBaach B TEUEHHE CYyTOK U UM ObLIa CKOHIEHTpUpOBaHa in vacuo. [TonyuuBiumiics
OCTaTOK OBLI OYMIIICH TOCPEJICTBOM CUIIMKAreJIbHON KoJIoHOYHOM XpomaTorpaduu (PE/
EtOAc (V/V)=10:1) ny1ist moJiy4eHHsI HA3BAHHOTO XUMUYECKOTO COEAMHEHUS B BUJIE TBEPIOTO
BenectBa oOeroro nsera (0,69 r; 52%).

[00255] IIar 2)

1-(3-brop-4-((4-MeTunmurepasun- 1 -um)MeTrn)peHun)-3,5-1uMeThI1 upuauH-2(1N)-oauH

Cwmech 3,5-mumetunnupuauna-2(H)-oqun (0,07 1; 0,57 MMouns), 1-(2-¢Top-4-iiondbeH3un)-
4-metunnunepasune (0,19 r; 0,57 mmons), K,CO5 (0,08 r; 0,58 mmods), Cul (0,005 r; 0,026

MMmoJ1b) U DMF (1 mu1) ObL1a OJBEprHyTa BO3rOHKE C OOPATHBIM XOJIOAWIBHUKOM B
atMmocgepe N,. Xon peakuuu KoHTposmpoBaics nocpeacrsom TLC. ITocrne 3aBepiueHus

Crp.: 110
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peakiuu cMech Obl1a oxJtaxkaeHa o rt. K monyuennoit cmecu 6wu1a nodasieHa H,O (5 mun)
u CH,Cl, (10 mi1 x 3). Opranuueckas (aza O6bl1a oTCenapupoBaHa, BeicylieHa Haj1 Nay SOy

Y CKOHIIGHTpHUpPOBaHa in vacuo. OCcTaTOK OB OUYMIIICH TOCPEACTBOM CHIIMKATEIIHbHOM
kosroHouHOM xpomaTtorpaduu (PE/EtOAc (V/V)=1:1) mis moayueHus HA3BaHHOTO
XUMMYECKOTO COECIMHEHUS B BUJIE TBEPIOTO BemlecTBa xenroro usera (0,07 r; 37%).
CrneKTpOCKOMUYECKUE TAHHbIE XUMUUECKOTO COEAUHEHUS:

MS (ESI, non. von) m/z: 317,1 (M+1);

'"H.NMR (400 MI'y, CDCl3): 6 2,08 (s, 3H), 2,17 (s, 3H), 2,29 (s, 3H), 2,46-2,54 (m, 8 H),
3,61 (s,2H), 6,97 (s, 1H), 7,11-7,15 (m, 3H), 7,47-7,511 (m, 1H),

[00256] ITpumep 4

1-(4-((mmaTIIIaMuHO )MeTHIT)-3-pTopernn)-3,5-numeTummpuana-2(1H)-oqua

F
P@” )
/_N) S

[00257] lar 1) 1-(6bpomomMeTHin)-2-hTop-4-Hoa0eH301

K pactBopy 2-dTop-4-tionromnyo:na (2,83 r; 12 mmoins) B CCly (120 mur) ObuH 10OABIIEHBI
NBS (2,24 ; 12,6 mmoinb) 1 BPO (0,06 1; 0,24 MMorib). PeakiimonHasi cMech Obljia MOABEPrHYTA
BO3TOHKE C OOPATHBIM XOJIOJUIBHUKOM B TeueHHe 9 u B atmocdepe N,, 3aTeM OXJIaxKIeHa

JIO r't U CKOHIIEHTpUPOBaHa in vacuo. OCTaToK ObLI OUHUIIEH MOCPEICTBOM CUIIMKATEIbHOM
KoJioHOYHOM XxpomaTtorpacduu (PE) mis moayueHuss HA3BaHHOTO XUMUYECKOTO COCTMHEHUST
B BUJIE TBEPJIOTO BemlecTBa benoro sera (2,16 t; 57%).

[00258] lar 2) N-3Tun-N-(2-pTop-4-rioa0eH3uT)3TaHAMUH

Cwmech 1-(0pomomeTnin)-2-prop-4-itomdenzoi (1,89 r; 6,0 MMOJITB) U pacTBOP TUITHIIAMUHA
(2,19 1; 30 mmoub) B EtOH (60 MuT) mepeMeninBaiach B Te4eHUE CYTOK B aTMocdepe N,, 3aTemM

ObL1a CKOHIEHTpUpOBaHa in vacuo. OctaTok 6bu1 pazBeaeH B EtOAc (100 M), ¥ TPOMBIT
Bojori (100 mut x 3), a 3aTeM HachlmeHHBIM pacTBopoM (100 mur). Opranuyeckas ¢gasza Obuia
CKOHIIEHTPUPOBAHA in vacuo s MOJIy4YeHUsI HA3BAaHHOTO XUMHYECKOTO COESIMHEHUS B BUJIE
6ecusernoro macina (1,72 r; 94%).

[00259] Iar 3) 1-(4-((mmaTrIaMuHO )MeTHN)-3-pTopdenun)-3,5-mumeTunmpuauH-2(1N)
-OIUH

K pactBopy N-3Tmii-N-(2-prop-4-itogdensun)stanamuna (1.72 r; 5.60 MMOJITb) B TMOKCAHE
(50 mur) Ob110 MOOaBIEeHO 3,5-aumeTuia-tupuaoHa (0,69 r; 5,60 mmons), TV, TV-aumeTun
atas-1,2-muamuH (0,20 1; 2,24 mmoins), Cul (0,21 1; 1,12 mmos) u pocdat xamms (2.38 T;
11.20 mmonb) B atmocepe N,. PeakumonHast cmech nojaepkubajiach Harperoii 10 110°C B

TeyeHue 9 4, 3ateM Oblia oxyaxjaeHa 1o rt u Biauta B CH,Cl, (200 mun). Cmech Obl1a

MpodWIbTPOBaHA, U GUIHTPAT ObLT TPOMBIT BO10M (200 MIT X 3) M HACKIIIIEHHBIM PACTBOPOM
(200 mur). Oprannueckasi ¢aza ObljIa CKOHIIEHTPUPOBAHA in vacuo. OCTaToK ObLT OUHUITIEH
MTOCPEICTBOM CHIIMKAreIbHOM KostoHouHOM XxpomaTtorpadun (CH,Cl,/MeOH (V/V)=10:1)

JUTSI IOJTYYEHUS HA3BAHHOTO XMMUYECKOT O COEIMHEHUS B BUJIE TBEP/IOTO BEIIECTBA JKEITOTO
nsera (0,23 1; 14%). CrieKTpOCKONMYECKHUE TAHHBIE XUMUYECKOT'O COCTMHEHUS:
MS (ESI, nmon. non) m/z: 303,7 (M+1);

'H-NMR (400 MTI'y, CDCl3): 8 1,06 (t, 6H, J=7,2 T'n), 2,07 (s, 3H), 2,17 (s, 3H), 2,53-2,58
(m, 4H), 3,65 (s, 2H), 6,98 (s, 1H), 7,15-7,09 (m, 3H), 7,55 (t, 1H, J=8,2 I'n),

Crp.: 1M1
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[00260] ITpumep 5
3-(3-prop-4-(MmopdoauHOMETHIT ) (heHNN )-2,6- TuMe T pUMUIUH-4(3H)-o1nH

O

[00261] Iar 1) 1-(6bpomomeTin)-2-hTOp-4-HUTPOOEH30IT

K pactBopy 1-MeTuin-2-prop-4-HuTpobeH3oi (4,96 1; 32 Mmois) U NBS (6,05 r; 34 MMOJIB)
B CCl4 (80 mur) 6611 mo6aBaen BPO (0,39 r; 1,6 Mmoits). CMech moAAepKUBaIaCh HArpeToOM
10 68°C B TeueHue 5 4, 3aTeM Obl1a MpoUIbTpOBaHA U CKOHIIGHTPUPOBaHa in vacuo. OcTaTok
OBLJT OUMILIEH ITOCPEJICTBOM CUIIMKATelIbHON KosloHOYHOM XpoMmaTorpaduu (PE/EtOAc (V/V)
=20:1) U1 TOJTyYEHUsI HA3BAHHOTO XUMUYECKOT'O COCIMHEHUS B BUJIE TBEPIOTO BEIIIECTBA
»)kentoro nsera (4.53 1; 60%).

[00262] lar 2) 4-(2-pTop-4-HUTPOOEH3UIT)MOPHOIIUH

K pactBopy 1-(0pomometin)-2-pTop-4-uutpodensorn (3.04 r; 13 mmomns) B CH,Cl, (50
M) 06U 0OaBieHs! MopdommH (1,74 ; 20 mmoins) u EtsN (2,63 15 26 Mmoitb). Peakuust

MPOU3BOAUIIACH B TEUEHHUE CYTOK BO3TOHKOM C OOPATHBIM XOJIOAWILHUKOM, U 3aT€M ObLIIO
MPOU3BEAICHO KOHIEHTPUPOBaAHUE in vacuo. OcTaTOK ObUT OUMILIEH TOCPEACTBOM
CUIIMKareabHOM KoJloHouHoM XpoMmaTtorpadun (PE/EtOAc (V/V)=4:1) mis moydeHus
Ha3BaHHOT'O XMMHUYECKOTO COEIMHEHHS B BUJIE TBEPJOIO BEIeCTBa kelToro usera (2,05 r;
65%).

[00263] Iar 3) 3-¢pTop-4-(MOpPhHOTUHOMETHIT) AHUITUH

K pactBopy 4-(2-pTop-4-Hurpooben3ur) Mmopdoauna (14,80 r; 62 mmons) B MeOH (100
M) Ob11 fo6aBiieH Pd/C (4,0 r). PeakuyoHnHas cMech niepemelrBaiach npu rt B cpeae Hy B

TEUYCHHE CyTOK, U 3aTeM Obl1a mpopuibTpoBaHa. PUIbTpaT OBLUT CKOHIIGHTPUPOBAH in vacuo.
OcTtaTox OB OUYHIIIEH TTOCPEACTBOM CUIIMKATeNIbHON KOJTOHOUHOM XpoMaTorpaduu (PE/
EtOAc (V/V)=1:1) nyist nonydyeHusi HA3BAHHOT'O XUMUUYECKOTO COEMHEHUS B BUAE TBEPAOTO
BelllecTBa cBeTI0-0yporo usera (11,27 r; 87%).

[00264] Llar 4) 3-(3-pTop-4-(MopdoauHoMeTrn)peHn)-2,6-muMe TUInUpuMuauH-4(3H)
-OJIUH

Cwmechb u3 3-prop-4-(Mmopdomuuomerun)anuauna (0,21 r; 1,00 MMoITh), 06€3BOKEHHOTO
CH,Cl, (10 mi1) 1 TpumeTrnamomunus (4,5 mi, 4,5 Mmois, 1,0 M B rentane) nepemenimsainach

nipu rt B Teuenue 20 MuH B atMocdepe N,, 3aTem ObUT 10OaBIIEH PACTBOP METUI 3-
aneramuHokpoTtonara (0,19 r; 1,20 mmons) B CH,Cl, (5 mut). Peakumonnast cmechb
repeMelInBalIach npu rt B Teuenue 10 4, 3aTeM Obl1a pe3Ko OXJIakAeHA HACBIIIEHHBIM
BoJiocoiepxkaimM pactBopoM NH,4Cl u uzBneuena nocpeacrsom CH,Cl,. KomGunupoBanHubie
opraHuyeckue ¢pas3bl ObUIU MPOMBITHI HACBIIIIEHHBIM BojiocoAepkaimM pactBopoM NaHCO;
Y HACBIIIIEHHBIM PaCTBOPOM, BBICYIIEHbI Ha/l 00e3B0OXkeHHON NaySOy4 ¥ CKOHIIEHTPUPOBAHBI

in vacuo. OcTaToK ObLIT OYMIIICH ITOCPECTBOM CUIIMKATEILHOM KOJIOHOYHOM XpoMaTorpaduun
(PE/EtOAc (V/V)=1:1) ajs nojiy4eHust HA3BAHHOTO XMMHUYECKOT'O COEJIMHEHUS B BUJIE TBEPIOTO
BelecTBa 6yeHo-xentoro usera (0,105 r; 30%). CreKTpoCKONUYECKUE TaHHbBIE XMMUYECKOTO
CO€IUHEHMUS:

MS (ESI, nmon. non) m/z: 318,2 (M+1);

Crp.: 112
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"H.NMR (400 MI'y, CDCl3): 6 2,18 (s, 3H), 2,31 (s, 3H), 2,53 (s, 4H), 3,62 (m, 2H), 3,74
(s,4H), 6,3 (s, 1H), 6,96 (m, 2H), 7,61 (s, 1H),

[00265] ITpumep 6

1-(2-(4-3ToKCcreHnIT) TUa30JI-5-1ui)-3,5-aumeTuarpuauH-2(1 H)-oaun

N
&8
o~
o Z

[00266] Iar 1) 2-(4-ruagpokcudeHnT) THA30IT

K cmecu 4-runpoxcubenzorrnoamuaa (30,64 r; 0,20 MoJtb) U

2-6pomo-1,1-numerokcuatana (31,00 r; 0,20 mosis) B EtOH (600 mun) 6bu1a f06aBIeHA 4-
MeTuiIOeH30JcyIb(oHoBas kucinoTa (34,44 1; 0,20 MOJIb) ¢ TIepeMelIMBaHUEM TIPH rt.
Peaknuonnas cmech HarpeBanach 10 90°C B TeueHue 24 4, 3aTeM OblIa OXJIAXAEHA J10 I't U
CKOHLIEHTpUpOBaHa in vacuo. CMmech Obu1a pazdasiena H,O (200 mut), noseaena no pH 10 ¢

HACBILIEHHBIM Bogocoaep)amM pactsopoM NaHCO5 u akcrpaktupoBana DCM (200 mut x

3). KombuHupoBaHHbIe Oprannyeckue as3bl ObLTU CKOHIEHTPUPOBAHBI in vacuo I
MOJIyY€HHsI HA3BAHHOI'O XMMHUYECKOT'0 COEAMHEHHSI B BUIE TBEPI0TO BEILIECTBA KEJITOrO I[BETA
(21,3 ; 60%).

[00267] lar 2) 2-(4-3ToKcudeHnT) THA30IT

K cmecu 2-(4-ruapoxcudennn)tuason (21,27 r; 0,12 momns) u K,CO5 (82,93 1; 0,60 Moib)

B aneroHe (1000 mi1) 6b11 10OaBIEH OpomaTaH (39,24 1; 0,36 MOJIb) C IepeMelIMBAHUEM TPU
rt. PeaknponHnas cmeck HarpeBanach 10 60°C B TeueHue 11 4, 3aTem ObLIa OXJIaXKaeHa 1o rt,
MpoUILTPOBAHA U CKOHIICHTPUPOBAHA in vacuo IS OJyYeHUS] Ha3BaHHOT'O XUMHUECKOTO
COEMHEHUS B BUE TBEPIOTO BeliecTBa 6emnoro usera (24,54 r; 100%).

[00268] Ilar 3) 5-6pomMo-2-(4-3TOKCU(PEHUIT) THAZOIT

K pactBopy 2-(4-3Toxcudennn) tuazod (1,03 r; 5,00 mmois) B DCM (30 Mi1) 6611 JOOABIIEH
NBS (0,98 r; 5,50 MmoI1b) U U yKcycHas kuciiora (0.3 M) ¢ mepeMelIMBaHUEM TIPU I't B
atMocdepe N,. PeakimonHnasi cmechb repemermBaiach npu 48°C B TeueHue 3 4, 3aTeM ObL1a

OXJIQXK/IEHA JIO I't ¥ CKOHIIEHTPUpPOBaHa in vacuo. OCTaTOK ObLIT OUHMIIIEH TTOCPEICTBOM
CUJIMKarebHoM KojoHouHoi xpomaTtorpaduu (PE/EtOAc (V/V)=1:1) qns nonydeHus
Ha3BaHHOTO XMMHUYECKOTO COEIMHEHHUS B BUIE TBEPIOTO BeliecTBa Oemoro nsera (1,34 T;
94%).

[00269] Llar 4) 1-(2-(4-3ToxcudeHnT) THA30I-5-1i1)-3,5-1uMe i1 upuaruH-2(1H)-oaun

Cwmechb Cul (0,038 1; 0,20 mMosib), Cs2CO3 (0,98 1; 3.00 MMOJIB) U 8-TUIPOKCUKBUHOJIUH
smragzaa (0,029 r; 0,20 mmosis) B DMSO (2 M) niepeMernmBaiach npu rt B reueHue 30 MUH B
atMocdepe N,. 3aTeM K peakMOHHON CMECH TTOCPEACTBOM IIMPHIA OBLUT JOOABIIEH PACTBOP
3,5-mumerunmapuana-2(1H)-oaun (0,30 r; 2,40 MMOJIB) 1 5-0poMo-2-(4-3ToKCcHU(DEeHMIT) THA30T
(0,57 r; 2,00 Mmosib) B DMSO (2 mim). PeakuoHHasi cMech NOIEPKUBATIACH HATPETOM 10
130°C B Teuenue 12 4, 3aTeM ObLIA OXJIAXAEHA OXJIaXKIeHa 40 rt ¥ MpodUIbTpOBaHa.
@unbtpat 6611 pa3BeaeH H,O (10 M) u skcTpakTupoBan nocpeacrsom CH,Cl, (20 Mot x 3).

Komb6uanpoBanHbie oprannueckue ¢ha3bl ObUIH CKOHIEHTPUPOBAHBI in vacuo. OCTaTOK ObLT
OYMIIIEH TTOCPEACTBOM CUIIMKATeNIbHON KoToHOUHOM xpoMaTorpaduu (PE/EtOAc (V/V)=1:
10) 115t momy4yeHust Ha3BaHHOT 0 xuMudeckoro coequnenus (0,17 r; 26%). CrieKTpoCKOIMUECKre
JTAHHBIE XUMUYECKOTO COETMHEHUS:

Crp.: 113
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MS (ESI, non. uon) m/z: 327 (M+1);

"H-NMR (400 MT', CDCl5): & 1,44 (t, 3H, J=7,0 T), 2,15 (s, 3H), 2,21 (s, 3H), 4,07-4,12
(m, 2H), 6,95 (d, 2H, J=8,8 I'm), 7,16 (s, 1H), 7,36 (s, 1H), 7,82 (s, 1H), 7,88 (d, 2H, J=8,8 I'n),

[00270] ITpumep 7

3-(3-prop-4-mopdomnodennn)-2,6-mumeTrunnupumuanH-4(3H)-oqun

E
Yo
e
o)

[00271] Ular 1)4-(2-pTop-4-auTpodern)MopdhoIuH
K pactBopy mopdommna (12,04 1; 0,14 moinb) v Et3N (13.97 1; 0.14 moip) B EtOAc Obu1

10 KaIUIsIM B JICJSTHOM BaHHe 1o0aBiieH 3,4-qudTopautpoodenson (20,0 1; 0,13 MoJb).
PeaximonHas cMech Obl1a MEIJIEHHOT'O HAarpeTa Ao rt, HepeMeImBaiach Ipu rt B TeueHUe
CYTOK, ¥ 3aTeM nmpoduirbTpoBaHa. Ocagox ¢ GpuibTpa ObLT IPOMBIT BOAOM, BBICYIIIEH in vacuo
JUIs ToJlyueHust 1-ro Bbixoga npoaykra. Opranuyeckas a3a 6pu1a oTcenapupoBaHa OT
bunbTpata, u BogHas paza 6s11a mpoMbiTa EtOAc. KomOrHUpOBaHHBIE OpraHudeckue Ghaspl
OBLITH BBICYIIIEHBI HAJT 00€3BOKEHHBIM Na,SO,4 M CKOHLIIEHTPUPOBAHBI in vacuo TSl IOy YeHHST

2-ro BbIXoJa MpoyKTa. TBepasie BelecTBa 1-ro v 2-ro BeIXoa MPoayKTa OObeTUHUIIN [T
IIOJIyYEHHMS HA3BAHHOI'O XUMHUYECKOT'O COEAMHEHHS B BUJIE TBEPIOTO BEILIECTBA KEJITOr'O BETA
(28,0 1; 99%).

[00272] Ular 2) 3-pTop-4-MmopdhoIMHOAHUTMH

K pactBopy 4-(2-prop-4-aurpodennn) mopdomuna (15,0 r; 66 mmons) B THF (100 mur)
6bu1 qo6asieH Pd/C (3,0 r). PeakunonHas cMech nepemeninBaiach npu rt B atMmochepe Hy B
teueHue 12 4. Cmech OblIa MpOoUIBTPOBAHA Uepe3 HEIUTOBYIO MMPOKIIJIKY, U PUILTPAT ObLIT
CKOHLIEHTPUPOBAH 1N vacuo JJIsl OJIYYEHUS] HA3BAHHOT'O XMMUYECKOT' O COCIMHEHHUS B BUJIE
TBEpAOro BelecTBa Oesoro usera (11,55 r; 89%).

[00273] Hlar 3) meTui 3-aeTaMMHOKPOTOHAT

K ykcycHomy anruapuay (300 mi, 3,04 Moiib) ObL1 100aBIIEH METUII-2-AMUHOKPOTOHAT
(100 1; 0,87 mounb). CMech nepemernmBaack mpu 75°C B TeueHue 3 4, Obl1a OXJIaXKaeHa 0 1t
Y CKOHLIEHTpHUpOBaHa in vacuo. HeoOpaboTaHHbIi MpoAyKT ObLT pekpucTamu3zoBat u3 EtOH
(150 mu1) U1t MO Ty4eHUs HA3BAHHOTO XMMUUYECKOTO COEIMHEHHUS B BUJIE TBEPIOTO BEIIECTBA
Oesoro useta (46 1; 34%).

[00274] Lar 4) 3-(3-bTop-4-MmopdomuHopern)-2,6-ArmMeTrmupuMuanH-4(3H)-onuH

K pactBopy 3-¢prop-4-mopdommmuoanununa (11,0 r; 56 mmons) B CH,Cl, (200 mi1) 6611
OCTOPOIKHO IO KaruisiM JoOaBjIeH TpuMeTUIaTtoMuHui (168 M1, 168 MMoib, 1 M B rentaHe)
B atmocepe N,. Cmech nepeMenmBaiach Ipu rt B Teuenue 20 MUH, 3aTeM ObUT J0OaBIIeH

pactBop MeTw 3-aneraMuHoKpoToHata (10,57 r; 67 mmoins) B CH,Cl, (30 mir). Peakumonnas

CMeCh MepeMEIIMBAIACH ITPU I't B TEYEHUE 5 U, 3aTeM ObLIa PE3KO OXJIaXK/1€Ha HACBIIIIEHHBIM
BopocoaepxkammM pactsopoM NH,Cl u axecrpaktupoBana nocpencrsom CH,Cls.

KoMOunrpoBaHHble opranudeckue Gpaszbl ObUTH IPOMBITHI BOJIOM, BBICYIIIEHBI HaT
00e3B0keHHBIM Na,SO4 ¥ CKOHIIEHTPUPOBAHHI in vacuo. OcTaTOK ObLT PEKPUCTAIIITU30BAH

u3 EtOAc 1151 moJTy4eHusl Ha3BaHHOTO XMMUYECKOI'O COEAMHEHMS B BUJIE TBEPAOIO BEIlleCTBA
6nenHo-xentoro useta (11,39 r; 67%). CieKTpOCKONMYECKUE TaHHBIE XUMUYECKOTO
COEIMHEHNS:

Crp.: 114
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MS (ESI, non. non) m/z: 304,2(M+1);

"H.NMR (400 MTI'u, CDCl3): 6 2,19 (s, 3H), 2,30 (s, 3H), 3,09-3,22 (m, 4H), 3,88 (t, 4H, J=
4,6 I'm), 6,28 (s, 1H), 6,90-6,94 (m, 2H), 7,01-7,06 (m, 1H),

[00275] ITpumep 8

3-(4-(muyTHITaMuHO)-3-propdennn)-2,6-mumeTunnupumuanH-4(3H)-oqux

DO

[00276] Lar 1) N,N-ausTui-2-hTop-4-HUTPOAHUIINH
K pactBopy amatunamusa (2,53 r; 34,59 mmouts) u Et3N (3,82 1; 37,75 mMons) B EtOAc

(40 M) OBLT O KaruIsIM go0asjeH 3,4-audpTopHuTpodben3on (5,00 r; 31,43 MMOITh) B TeUEHUE
30 muH B nieasgHoM BaHHe. [1o KoHeln 700aBeHus pearupyoiiasi CMechb Obljla MEAJIEHHO
Harpera J10 rt, ¥ Ha4ajaoch BbleJIEHUE TBepIOoro BemlecTBa.. CMech Obl1a MPOQPUIbTPOBAHA.
Ocaniok ¢ puibTpa ObLII TPOMBIT COOTBETCTBYIOIIUM KOJIMYECTBOM BOJIBI M BBICYIIIEH in vacuo
JUIS TIOJTydeHus 1-To BbIXO/1a MpoayKTa. GUIbTpaT ObLT IKCTPAKTUPOBAH MOCPEICTBOM
EtOAc. KomOuHUpOoBaHHBIE OpraHudeckre ¢a3bl ObLIN BBICYIICHBI HaJlT 00€3BOKEHHBIM
Na,SO4 ¥ CKOHIEHTPUPOBAHBI in vacuo JJIs IMOJIyYEHHUs 2-TO BbIXO1a NPOAyKTa. TBepabie

BeIlleCTBA 1-TO U 2-T0O BBIXO/Ia MPOJAYKTA OOBEIUHUIIN JJIS1 TTOJTYYEHUS] HA3BAHHOTO
XUMMYECKOTO COECIMHEHUS B BUJIE TBEPJIOTO BelIeCTBA KenToro usera (7,20 r; 99%).
[00277] Iar 2) N',N'-auatun-2-dpropoeH3on-1,4-nuamMun
K pactBopy N,N-1ustui-2-¢prop-4-uutpoanuiauna (4,00 r; 18,84 mmoins) B THF (50 mur)
onu1 mo6asied Pd/C (1,50 r). PeakuyroHHast cMech nepeMeninBaiach mpu rt B atmochepe H,

B Teuenue 12 4. CMmech ObL1a MpOoUILTPOBaHA, U (PUIBTPa ObLI CKOHIICHTPUPOBAH in vacuo
JUTS TIOJTYYEHHUSI HA3BAHHOTO XMMUYECKOT'O COCIMHEHUS B BUJIE TBEPIOTO BEIIECTBA I'PSI3HO-
6enoro useta (3,20 T; 93%).
[00278] ar 3) 3-(4-(auatrnaMuHo)-3-pTopdernn)-2,6-mmMeTunnmupuMuana-4(3H)-oaqun
K pactBopy N,N-muatun-2-propbensoi-1,4-quamuna (1,50 1; 8,23 MM0ITh) B 00€3BOKEHHOM
CH,Cl, (60 mut) OBLI IO KAILISIM MEIJIEHHO TOOaBJICH TpUMETHIIaTFoMUuHUM (33 mit1, 33 MMOJIb,

1 M B rentane) B atmocdepe N,. [To koHen 1o0aBieHrs: cMech MepeMeNIMBaIach MpH rt B

teueHue 40 muH. K 31011 cMecu ObLT T0OaBIIeH pacTBOP METUJI 3-alleTaMUHOKpOTOHaTa (2,58
r; 16,40 Mmodib) B 06e3B0keHHOM CH,Cl, (20 mut). [TosmyunBiasicst peakuMoHHasi CMECh

NepeMeNInBalach Mpu rt B TeUeHUe enle 6 4, 3aTeM OblIa pe3KO OXJIAXkKIeHA BOAOM.
Opranuueckas (aza O6bl1a MPOMBITA HACHIIIIEHHBIM PACTBOPOM, BBICYIIIEHA HAJT
00e3BokeHHBIM Na,SOy4 ¥ CKOHLIEHTpUPOBAHA in vacuo. HeobpaboTaHHbIN TPOIYKT OBLI

pexpuctaium3oBaH u3 EtOAc 1yis MoydeHus: HA3BAHHOTO XMMHUYECKOTO COC/IMHEHUS B BUJIE
TBEPAOIO BelecTBa OeaHo-xentoro 1peta (1,60 r; 67%). CrieKTpOCKOIMMUeCKUe TaHHbIe
XUMHYECKOTO COCTUHEHUS:

MS (ESI, non. non) m/z: 290,2 (M+1);

TH-NMR (400 MT'y, DMSO): & 1,07 (t, 6U, J=7,04 T'w), 2,08 (s, 3H), 2,19 (s, 3H), 3,22-3,27
(m, 4H), 6,22 (s, 1H), 6,98-7,06 (m, 2H), 7,16-7,20 (m, 1H),

[00279] ITpumep 9

3-(3-prop-4-Tnomopdonmuoderwn)-2,6-mumerunnupumuani-4(3H)-oaun
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[00280] IIar 1) 4-(2-pTop-4-HuTpOodheHnIT) THOMOPHOIUH

K pactBopy THOMOpdomnuHa (3,57 1; 34,56 mmob) u EtsN (3,50 r; 34,56 mmouis) B EtOAC
OBLT 11O KaIUISM B JIeJISTHOM BaHHe 100aBieH 3,4-qudTopuutpoodenso (5,00 r; 31,43 MMob)
B Teuenue 30 muH. 1o koHel 1oOaBIeHUS peaKIMOHHAs CMeCh ObllIa MEIUICHHO HATr'peTa J10
rt, ¥ HA4aJoCh BBIJIEIICHUE TBep0oTro BemecTBa. Cmech Obl1a mpoduiibTpoBaHa. Ocalok ¢
(¢uabTpa OBLI MPOMBIT COOTBETCTBYIOIIUM KOJIMYECTBOM BO/IbI M BBICYIIIEH in vacuo JJIs
MoIy4eHus 1-ro BeIxonaa npoaykTa. GuibTpaT ObUT IKCTPAKTUPOBaH nocpeacTBoM EtOAc.
KoMOuHrpoBaHHbIe opraHnyeckue (pa3bl ObUIM BBICYIIEHBI HA/l 00e3BOXKEHHBIM NaySOy 1

CKOHIIEHTPUPOBAHEI in vacuo JjIs TTOJIYyYeHHs 2-TO BBIX0/1a MpoayKTa. TBepabie BemecTa 1-
r'0 ¥ 2-T0 BBIX0/1a ObUTH OOBETMHEHBI TSI TTOJTyUEHUsI HA3BAHHOTO XUMUYECKOT'O COSTMHEHUST
B BUJIE TBEPJIOTO BEIIECTBA KeNTOro useta (5,50 r; 72%).

[00281] Llar 2) 3-pTop-4-THoMOPpPOITMHOAHUITUH

K pacrBopy 4-(2-dpTop-4-aHutpodenun) Tuomopdommna (4,00 r; 16,51 mmons) B THF (50
MmJi1) 6611 o0aBieH Pd/C (1,30 r). PeakimonHas cMech nepeMeliBajiach Ipu rt B aTMocdepe
H, B Teuenue 12 h. Cmech Obl1a MpoguiIbTpoBaHa, U PUIBTPAT ObLIT CKOHIIEHTPUPOBAH in

vacuo JJIsl TTOJIy4eHUs] HA3BAHHOT'O XUMUYECKOTO COCIMHEHUS B BUJIE TBEPIOTO BEIIIECTBA
rpsi3Ho-0emnoro usera (3,40 r; 97%).
[00282] Iar 3) 3-(3-bTop-4-THoMOopdomuHodpeHmnT)-2,6-aumeTunnupumMuanH-4(3H)-oqun
K pactBopy 3-¢prop-4-tuomopdommuoanunmmna (1,20 r; 5,65 MM0Ib) B 00€3BOKEHHOM
CH,Cl, (60 MJ1) 66T OCTOPOKHO IO KATUISIM JOOABJIEH TPUMETUIIATIIOMUHUI (28,5 mi1, 28,5

MMOJIb, 1 M B rentane) B 3amuTHOM atMocdepe N,. ITo koHen nobaBieHus: cMech

repeMeImMBaach rpu rt B reueHue 40 MUH, 3aTeM ObLUT 100aBJIEH PACTBOP METUI 3-
aleTaMUHOKpOTOHaTa (2,66 1; 16,92 MmMoib) B 06e3BoskeHHOM CH,Cl, (20 Mu1). ITo xoHery

100aBIIEHUS peaKLMOHHAsI CMECh IIepeMellBaIach IpH rt ele 6 4, 3aTeM Oblia pe3Ko
OXJIXKJIEHA BOJIOM M 9KCTpaKkTUpoBaHa nocpeactsoM CH,Cl,.

KomOunupoBaHHbIe OpraHuueckue (pa3bl OBUTH MPOMBITHI HACHIIIIEHHBIM PACTBOPOM,
BBICYIIIEHBI HaJl 00€3B0kEeHHBIM NaySOy4 ¥ CKOHIIGHTPUPOBAHBI in vacuo sl TOJTyUeHust

Ha3BAaHHOT'O XUMMUYECKOTO COEAMHEHMS B BUIE TBEPOTO BEIeCTBA OJIEAHO-KEJITOrO I[BETA
(0,91 1; 67%). CrieKTPOCKOTIMYECKHE TaHHBIE XUMHUYECKOTO COCTMHEHMUS:
MS (ESI, mon. non) m/z: 320,2 (M+1);

"H-NMR (400 MI'y, CDCly): 6 2.07 (s, 3H), 2.19 (s, 3H), 2.77 (t, 4H, J=4.76 '), 3.33 (d,

4H, J=4.12 T'm), 6.23 (s, 1H), 7.08-7.11 (m, 1H), 7.16-7.20 (m, 1H), 7.25-7.29 (m, 1H).
[00283] ITpumep 10
3-(4-(1,1-muoxcupoTromMopdonnno)-3-hropdennn)-2,6-mumeTrimupumuni-4(3H)-oqux

F
o O
o N);_/)—-
O

[00284] lar 1) 4-(2-pTop-4-autpodennn) 1,1-a1uoKCUA0THOMOPGHOJIUH
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K B3Becu K,COj3 (5,53 1; 40 MmMmoitb) U 1,1-1uokco-truo-mopdosmuruapoxiaopuaa (3,60 r;

21 mmouts) B DMSO (50 mur) 6611 fo6asieH 3,4-nmudpropaurpoodenson (3,18 r; 20 MMoOIIb).
Peakuus npoucxoauina npu HarpeBanuu 10 100°C B Teuenue 12 u. Cmech Obla pa3BeieHa
BoJ10M (150 mu1) U akcTpakTUpoBaHa nocpeacrsoM CH,Cl, (100 M x 2). KoMOuHHUpOBaHHBIE

opraHuyeckue (asbl ObUIM BBICYIIEHBI Hal 00€3BOKEHHBIM NaySO,4 U CKOHIEHTPUPOBAHBI

in vacuo J1iJ1s MOJy4YeHUsl HA3BAaHHOTO XUMHUUYECKOTO COS/IMHEHUS B BUJIE TBEPAOTO BEIIECTBA
»)kenrtoro 1usera (6,04 r; 70%).

[00285] lar 2) 4-(4-amuno-2-propdenun)l,1-quokcuaoTnoMopdoIuH

K pactBopy 4-(2-pTop-4-Hutpodenun)l, 1 -muokcumoruomopdomnuna (4,00 r; 14,58 MMoJIb)
B THF (50 M) 6511 no06aBnen Pd/C (1,30 r). PeakumoHHasi cMech epeMeninBaiach Ipu rt B
atMocdepe H, B Teuenue 12 4. Cmech Obu1a TpoUIbTpOBaHA, U GUILTPAT OBLIT

CKOHLIEHTPUPOBAH in vacuo JJIs ITOJy4YeHUsI HA3BAaHHOT'O XUMUUYECKOT O COEIMHEHUS B BUJIE
TBEPAOrO BelllecTBa rpsi3Ho-0eroro usera (2,40 r; 67%).

[00286] Ilar 3) 3-(4-(1,1-muoxcugoTomMopdosnHo)-3-pTopdheHun)-2,6-
quMmetunmupuMuani-4(3H)-oaun

K pactBopy 4-(4-amuno-2-¢propdennn)l,1-muokcunornomopdommna (1,20 ;4,91 MMoIIB)
B 00e3BoskeHHOM CH,Cl, (100 MJT) OB OCTOPOKHO IO KaIuIsiM J00aBJIeH TPUMETUIATIOMUHUIA

(28,5 mi1, 28,5 mMmoib, 1| M B renrane) B atMmocepe N». ITo okoHuaHUIO 100aBIECHUSI CMECh

MepeMeIMBalIach pu rt B TeueHre 20 MUH, 3aTeM ObLT 100aBIIEH pACTBOP METHII 3-
aleTaMMHOKpOTOHAT (2,32 1; 14,76 MMo:b) B 06e3B0)keHHOM CH,Cl5 (30 Mi1). [To okOHYaHUIO

JI00aBJIEHUS PEAKLIMOHHAS CMECh ITEPEMENIMBAIIACH IIPHU I't ellle B TeueHue 15 4, 3aTeM
IIOCJIEI0BAJIO PE3KOE OXJIAXKAECHUE COOTBETCTBYIOIIMM KOJIMYECTBOM BOABI U OKCTPAKLUS
nocpencrsoM CH,Cl,. KoMOMHMpOBaHHbIE OpraHnuyeckue (pasbl ObLIH TPOMBITHI HACHIIIICHHBIM
pacTBOPOM, BBICYLIEHBI U CKOHLIEHTPUPOBAHBI in vacuo JJIsl TOJIyYEHUs] HA3BAHHOT O
XUMMUYECKOTO COEIMHEHUS B BUJIE TBEPIOTO BemlecTBa xenroro usera (0,81 r; 47%).

CIEeKTPOCKONMUYECKUE TAHHBIE XUMUYECKOTO COSIMHEHUSI:
MS (ESI, mon. non) m/z: 352,1 (M+1);

'"H-NMR (400 MTI'u, DMSO-dg): 6 2,07 (s, 3H), 2,20 (s, 3H), 3,29 (t, 4H, J=4,4 T'n), 3,58 (d,
4H, J=4,4 T'n), 6,23 (s, 1H), 7,13-7,11 (m, 1H), 7,26-7,28 (m, 1H), 7,31-7,35 (m, 1H),

[00287] ITpumep 11
3-(3-brop-4-(munepuauH- 1 -un)perunn)-2,6-muMme TuInupuMuauH-4(3H)-oquH

CO;‘)—

[00288] ILar 1) 1-(2-pTop-4-HUTPOGDEHWT ) TUTICPUIVH

K pacrBopy nunepuauna (5,88 r; 69 mmons) u Et;N (6,98 1; 69 mmons) B EtOAc (60 mur)
ObUT Mo KaruisiM gooasieH 1,2-mudrop-4-uutpoodenson (10,00 r; 63 mmois). CMmech
nepeMeInnBalach Ipu rt B TeueHue cyTok. [TomydyeHHast cMech 6bL1a TPOMBITA HACHIIIEHHBIM
pacTBOPOM, BbICYIIIEHA HaJ 00€3BOKEHHBIM Na,SOy ¥ CKOHIEHTPUPOBAHA in vacuo s
MOJIYYEHHsI HA3BAHHOTO XUMHUYECKOTO COEIMHEHUS B BUJIE TBEPAOT'O BELLIECTBA JKEJITOr'O LIBETA
(14.00 r; 99%).

[00289] Ilar 2) 3-¢pTop-4-(munepuanH- 1 -uin)aHuIH

K pactBopy 1-(2-dpTop-4-HuTpodennn) nunepuanna (14,00 r; 62 mmons) B THF (80 mur)
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6bu1 1o6asied Pd/C (3,00 r). PeakuroHHast cMech nepeMenimBaiack mpu rt B atmochepe H,

B TeueHue cyToK. Cmech Obu1a MpopUIbTPOBAHA, U PUIBTPAT ObLII CKOHIEHTPUPOBAHA in
vacuo JIJIsl OJIy4YeHUs] HA3BAHHOTO XMMUUYECKOT'0 COEIMHEHUS B BUJI€ TBEPAOIO BEIIECTBA
cBeTiio-O0yporo nseta (11,00 r; 87%).

[00290] Iar 3) 3-(3-pTop-4-(munepuaus- 1-um)perunn)-2,6-gumeTrimupuMuana-4(3H)-
OJIVH

K pactBopy 3-pTop-4-(munepuaun-1-un) anuauHa (10,00 T; 51 MMOJIb) B 00€3BOKEHHOM
CH,Cl, (100 mu1) 6611 1O0OABJIEH TpUMETHIATIOMUHMI (155 mu1, 155 Mmouts, 1,0 M B Toityosie)

B atMoc(epe N,. Cmech nepeMernmBaiach npu rt B Teuenue 20 MUH, 3aTeM ObUT J0OaBIICH
pacTBOp METUJI 3-alleTAMUHOKPOTOHAT (9,72 1; 62 MMOJIb) B 00e3Bo)keHHOM CH,Cl, (20 MoT).

PeaknuronHast cMech repeMenmBaiach Mpu rt B TEUEHUE 5 4, 3aTeM OblIa PE3KO OXJIaXKIeHa
HACBILLIEHHBIM BogocoaepxamuM pactsopoM NH4Cl u u3zBneuena nocpeacrsom CH,Cl,.

Komb6unupoBanHble oprannueckue (a3pl ObLIM IPOMBITHI HACBIIIIEHHBIM PACTBOPOM,
BBICYIIIEHBI HaJT 00€3BOXEeHHBIM Nay; SOy ¥ CKOHIEHTPUPOBAHBHI in vacuo. OcTaTok ObLIT OUYMIIICH

MMOCPEACTBOM CHIIMKAreIbHOM KoJIoOHOUHOM XpoMmaTtorpadun (PE/EtOAc (V/V)=2:1) nns

MOJIyYEHUsI HA3BAHHOTO XMMHUYECKOTO COEIMHEHHUS B BUJIE TBEPIOTO BEIIECTBA OJIeTHO-

)enroro ngera (11.02 r; 71%). CneKTpOCKONMYECKUE JTaHHbIE XMMUYECKOTO COeIMHEHUS:
MS (ESI, non. uon) m/z: 302,2 (M+1);

"H-NMR (400 MI'y, CDCl3): 6 1,57-1,63 (m, 2H), 1,78-1,72 (m, 4H), 2,18 (s, 3H), 2,29 (s,
3H), 3,07-3,01 (m, 2H), 3,11-3,16 (m, 2H), 6,28 (s, 1H), 6,86-6,88 (m, 1H), 6,89-6,90 (m, 1H),
7,02-7,06 (m, 1H),

[00291] ITpumep 12

3-(3-prop-4-(4-meTunmumrepasut- 1 -uim)dennn)-2,6-mumeTunnupumuanH-4(3H)-onux

F
SO
s N}/,_/)-
o}

[00292] Lar 1) 1-(2-¢pTop-4-HUTpODEHNIT)-4-METUITUIIEPA3UH

K pactBopy 1-meTmnnunepasuna (6,91 r; 69 mmons) u EtzN (6,98 1; 69 mmonb) B EtOAc
(60 muT) OBLIT TTO KAIUISIM € TIepeMelMBanreM noo6aieH 1,2-mudtop-4-uutpobdenzon (10,02
r; 63 MMOJTb) U CMECH MePEMEIINBAIIACH TIPU I't B TeUEeHHUE CYyTOK. PeaknnoHnHast cmech Oblia
MIPOMBITA HACBIIIEHHBIM PACTBOPOM, BBICYIIEHA HaJl 00€3BOKEHHBIM Nay)SOy U

CKOHLEHTPUPOBAHA in vacuo JJIs IMOJIyYEHUSI HA3BAHHOTO XMMUYECKOTO COCIMHEHHUSI B BUJIE
TBEPAOTrO BellecTBa keaToro usera (14.75 r; 98%).

[00293] Lar 2) 3-¢pTop-4-(4-MeTunnunepasut- 1 -uin)aHUINH

K pactBopy 1-(2-pTop-4-nHutpodenun)-4-metunnumnepasuta (14,76 r; 61,70 mmons) B THF
(80 mu1) 6611 MOGaBMEeH Pd/C (3,00 T). PeakumonHas cMech repeMervBaiach Ipu rt B atmochepe
H, B Teuenue cytok. Cmech Oblia MpOoPUIbTPOBAHA, U PUIBTPAT ObLI CKOHLIEHTPUPOBAHA

in vacuo 11 HOoJy4eHUs Ha3BAaHHOTO XUMUYECKOTO COEJIMHEHUS B BUJIE TBEPIOTO BEILIECTBA
rpsi3Ho-6emoro nsera (11,99 r; 93%).

[00294] ar 3) 3-(3-bTop-4-(4-MeTrnmunepasuH- 1 -uin)pernn)-2,6- TMMe TUITITUPUMU T H-
4(3H)-oaun

K pactBopy 3-dTop-4-(4-metunmnunepasus- 1-un)anununa (11,01 r; 52,60 momnb) B
06e3BoxkxeHHOM CH,Cl, (200 mi1) 6611 MeUIEHHO 100aBIIeH TpUMeTHIaTIOMUHNM (158 mut,
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158 mMoib, 1,0 M B Tostyosne) B atmocepe N,. CMmech nepemermBaach Mmpu rt B Teuenue 20

MUH, 3aTeM ObLIT JOOABJIEH paCTBOP METHII 3-alleTaMUHOKpoToHaTa (9,92 r; 63,10 MMOITB) B
06e3B0xeHHOM CH,Cl, (20 mi1). PeakumoHnHasi cMech epeMenimBajiach IMpH rt J0NMOTHUTEIbHbIE

5 4, 3aTeM ObLIa PE3KO OXJIAXKACHA HACBIIEHHBIM BogocoaepxkammmM pactBopom NH,Cl u
skcTpakTupoBana nocpeacrsom CH,Cl,. KomOuHupoBaHHbIe opranndeckue ¢pas3pl ObUH
MIPOMBITBI HACBIILIEHHBIM PACTBOPOM, BBICYIIIEHBI HAJl 00€3BOKEHHBIM NaySOy 1

CKOHIEHTPUPOBAHBI in vacuo. OCTaTOK ObLT OUMIIIEH TOCPEICTBOM CUTTMKATeIbHOMN
kosioHO4HOM xpomaTtorpacuu (CH,Cl,/MeOH (V/V)=5:1) nis nojydeHust HA3BaHHOTO

XMMHUYECKOTO COEIMHEHHS B BUIE TBEpIOTO BellecTBa Oemoro useta (11,31 1; 68%).
CrneKTpOCKOMUYECKUE TAHHbIE XUMUUECKOTO COEUHEHUS:
MS (ESI, non. non) m/z: 317,2(M+1);

"H-NMR (400 MI'y, CDCl3): 6 2,19 (s, 3H), 2,29 (s, 3H), 2,37 (s, 3H), 2,61 (s, 4H), 3,14-
3,24 (m, 4H), 6,28 (s, 1H), 6,88-6,91 (m, 2H), 7,05 (t, 1H, J=8,8 I'n),

[00295] ITpumep 13

3-(9-bTop-2,3,3a,4-terparuapo-1H-6en30[6 Jmuppomo[1,2-d][1,4]okca3un-7-um)-2,6-
JUMeTUImUpuMuInH-4(3H)-onna

-

[00296] Ilar 1) 9-pTop-7-auTpo-2,3,3a,4-reTparuapo-1H-6en3o[b]ouppono[1,2-d[1,4]
OKCa3uH

K B3Becu nposunona (2,74 r; 27,11 mmouis) u KOH (3,17 1; 56,47 mmons) B DMSO (30 M)
obuT Mo0aBIeH 1,2,3-Tpudtop-5-uutpoodenson (4,00 1; 22,59 mMob) nipu rt. Peaknuonnas
cMech HarpeBajach 10 65°C B TeueHnue 4 4. Cmech Obl1a pa3BeaeHa BoaoM (150 M) u
aKkcTpakTupoBaHa rnocpeacrsomM CH,Cl, (100 mut x 2). KoMOuHMpOBaHHBIE OpTaHUYECKUE

(ha3bl OBLTM BBICYIIIEHBI HAJT 00€3BOKeHHBIM Na,SOy4 U CKOHIIEHTPUPOBAHBI in vacuo JIst

MMOJIy4YE€HHUS HA3BAHHOI'O XUMUYECKOT'O COEIMHEHMS B BUJIE TBEP/IOTO BEIIECTBA KEITOTO I[BETA
(5,00 1; 93%).

[00297] Ilar 2) 9-¢pTop-2,3,3a,4-teTparuapo-1H-6en3o[6]muppoino[1,2-d][1,4]okca3un-7-
aMUH

K pactBopy 9-¢ptop-7-uutpo-2,3,3a,4-terparuapo- 1 H-6enzo[6]mupposo[1,2-d][1,4]okcazun
(4,00 ; 16,79 mmons) B THF (40 mir) 6611 mob6asnex Pd/C (1,50 r). Peakiponnast cmech
nepemMenmBaliach npu rt B atmocgepe H, B Teuenue 12 4. Cmech Obl1a NpopuiibTpOBaHA
yepes3 UEIMTOBYIO MPOKIIKY, U PUIBTPAT ObLI CKOHIEHTPUPOBAH in vacuo JJIs MOJTyYeHHUs
Ha3BaHHOT'O XMMHUYECKOTO COCIMHEHHUS B BUJIE TBEPIOTO BEIECTBA I'PSA3HO-0EI0I0 IBETA
(3.00 T; 85%).

[00298] Iar 3) 3-(9-top-2,3,3a,4-terparuapo-1H-6en3o[b]muppono[1,2-d][1,4]okca3uH-
7-ni1)-2,6-pumetunnupumuanH-4(3H)-oauu

K pactBopy 9-pTop-2,3,3a,4-TeTparuapo-1H-6en3o[b]mupposol[1,2-d][1,4]okcazuH-7-aMUH
(200 1; 961 Mmmouth) B o6e3Bo)keHHOM CH,Cl, (50 mit) 6B1T MeIeHHO 100aBIIeH
TpUMeTHIaTIOMUHMI (48 M1, 48 MMmob, 1 M B renrane) B atmocdepe N,. [To okoHuaHuUIO

J100aBJIeHUsI CMECh IIEpeMeEITMBaIach MpH rt B TeueHre 40 MyH, 3aTeM ObLT IO KaIlIsiM J00aBJIeH
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pacTBOp METWJI 3-alleTaMUHOKpOTOHAaTa (2,66 1; 16,92 MmMoIb) B o6e3BoxkeHHOM CH,Cl, (30

MII).

PeakipoHHas cMech epeMeIrMBaIACh IIPH It €HIe S 4, 3aTeM OblJIa PE3KO OXJIAXKICHA
COOTBETCTBYIOIIMM KOJIMYECTBOM BObl. Opranuueckas ¢pasza Obuia IPOMBbITA HACBIIIEHHBIM
pacTBOPOM, BbICYIIIEHA HaJ 00e3BOKeHHBIM NaySO,4 M CKOHUEHTPUPOBAHA in vacuo s

MOJIyYEHUsI HA3BAHHOTO XUMUUECKOT'0 COE/IMHEHUSI B BUE TBEPAOTO BEIIIECTBA OEIOTO IIBETA
(1,00 1; 33,0%). CieKTpOoCKOIMYECKHUEe JaHHbIE XUMUUECKOT'O COSTMHEHMUSI:
MS (ESI, noin. non) m/z: 316,2 (M+1);

"H-NMR (400 MTI'y, DMSO-dg): & 1,52-1,56 (m, 1H), 1,88-1,90 (m, 2H), 2,10 (s, 3H), 2,18

(s, 3H), 2,31 (s, 1H), 3,12-3,18 (q, 1H), 3,37-3,40 (m, 2H), 3,79-3,84 (m, 1H), 4,35 (d, 1H, J=
9,5TI'm), 6,20 (s, 1H), 6,71 (s, 1H), 6,82 (d, 1H, J=1,7 I'n),
[00299] I1pumep 14
3-(2-(4-(muaTIIIaMUHO ) PEHUIT) THA301-5-U1T)-2,6-TuMe T puMuauH-4(3H)-o qun

N
O~
Py

N

[00300] Iar 1) 4-(mu3THIIaMUHO )OEH3aMU/T
K pactBopy 4-amuno06en3zamuza (6,81 r; 50 mmonb) B DMF (70 mut) 6putu 1o6aBieHb Nal
(22,48 r; 150 mmoub) u K»,CO3 (13,82 r; 100 MMOIIB), 3aTEM IPU NIEPEMENIMBAHUN OPOMITAH

(13,62 1; 125 mmoab). PeakumonHnast cMech HarpeBanach 10 110°C B TeueHue CyTOK, 3aTeEM
Ob11 106aBeH 6poMaTaH (13,62 r; 125 Mmoib). PeakuimoHHast cMeCh TOTIOJTHUTEBHO
nepemermBaace pu 110°C eme 6 4, 3aTem ObuTa oxytaxkaeHa 1o rt. DMF ObL1 yaaneH in
vacuo. K ocrarky 6si1a mo6asiena Boaa (100 mir). CMech niepemenivBaiach B Teuenue 10
MUH, OblITa TPOGUIBTPOBAHA, U 0CAAO0K C PUIIBTPa OBLI BBICYIIICH in vacuo IS TOTYYCHUS
HA3BAHHOT'O XUMHUYECKOTO COCIMHEHUS B BUE TBEPAOIrO BEIIECTBA keaToro usera (7,40 r;
77%).

[00301] ar 2) 4-(mM3THIIaMUHO )OEH30THOAMU/T

K pacrBopy 4-(nustunamuno)oenzamuaa (5,66 r; 29,43 mmons) B THF (80 mi1) 6611
nobasnen P2S5 (9,81 r; 44,14 mmoos) nipu 50°C B Teuenue 1 4. CMech moepkUBaiach
Harpetoii 70 55°C B TeueHue 8 4, 3aTeM OXJIaXK]IeHa 110 rt, TpodUILTPpOBaHA, U GUIBTPAT
ObLI CKOHIIEHTPUPOBAH in vacuo. OcTaTok ObLI OUMIIEH MTOCPEICTBOM CUIIMKATEITBLHOM
koioHouHoM xpomaTtorpaduu (PE/EtOAc (V/V)=2:1) miis moaydeHus HAa3BaHHOTO
XUMHUYECKOTO COCIMHEHHUS B BUJIE TBEPAOTrO BellecTBa xenToro usera (1.23 r; 20%).

[00302] ITar 3) N,N-au3Ttnin-4-(Tua3oii-2-ui)aHuiIvH

K pactBopy 4-(musTunamuno)oenzoruamuaa (2,29 r; 11 mmons) B EtOH (60 mit) 6bu1H
nob6asieHsl 2-6pomMo-1,1-aqumerokcnatad (1,86 T; 11 MMOJIB) U P-TOIYOJICYTb(OHHAS KUCTIOTA
(1,89 r; 11 mMoub). PeakiimonHasi cMech HarpeBajach 10 95°C B TeueHUe CyTOK, 3aTeEM
OXJIAXEHA JI0 It ¥ CKOHIIEHTPUpPOBaHa in vacuo. OcTaToK ObLJT OYUIIEH TOCPEACTBOM
CUJIMKareiabHou KojionouHoi xpomaTtorpadun (PE/EtOAc/EGN (V/V/V)=2:1:0,05) mst
MOJIyYeHHUsI HA3BAaHHOTO XUMHUYECKOT'0 COSIMHEHUS B BUE TBEPAOTO BEIIeCTBA OEIIOTO IIBETA
(1.40 1; 55%).

[00303] Iar 4) N,N-nustuii-4-(5-HUTpOTUA30JI-2-UJT)AHUJIMH

K cmecu N,N-nuatun-4-(tuazon-2-un)anunu (1,39 r; 6,00 MMOJIb) U KOHIEHTPUPOBAHHOM
cepHoil kucaoThl (10 mur) 6pUTa TOOaBIEeHA KOHLUEHTPUPOBAaHHAs a3oTHas kuciaota (0,45 mir)
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npu -10°C. PeakuronHnas cmech nepememnubaiace rpu 0°C B TeueHue 3 4, 3aTeEM MEPETIUT B
JIeASHYIO BaHHY M 9KcTpakTupoBaHa nocpencreoM CH,Cl, (30 mit x 3). Opraanueckas ¢asa

Obu1a BeICYIIeHA HaJl Na,SO,4 U CKOHIIEHTpUpOBaHa in vacuo. OcTaToK ObLIT OUYMIIICH
MTOCPEICTBOM CUJIMKAreIbHOM KostoHouHOM xpomaTtorpadun (PE/CH,Cl, (V/V)=1:1) ans

MOJTy4YeHUsI HA3BAHHOT'O XMMUUECKOTO COEIMHEHUS B BU/IE TBEPAOTO BEIIECTBA )KEJITOTO [[BETA
(0,73 1; 44%).

[00304] Iar 5) 2-(4-(muyTHIIaMUHO )(EHUIT) THA30I-5-aMUH

K pactBopy N,N-1ustui-4-(5-uutpotraszon-2-win)anuiut (0,73 1; 2.64 mmons) B MeOH
(30 mum) 6611 moOaBieH Pd/C (73 Mr). PeaknmoHHast cMeCh IIepeMeIIMBaIaCh IIpH rt B aTMochepe
H, B Teuenue cyTok, 3aTem Ob1a mpoguiibTpoBaHa. PUIHTPAT OBLUT CKOHIEHTPUPOBAH in

vacuo. OcTaToK ObUT OYMIIIEH MTOCPEICTBOM CHIIMKATEIIbHON KOJIOHOYHOM XpoMaTorpaduun
(PE/EtOACc (V/V)=5:1) nis nony4yeHust HA3BaHHOT'O XUMHUYECKOT'O COEIMHEHHS B BUJIE TBEPIOTO
BemecTBa Oenoro nsera (0,45 r; 69%).

[00305] lar 6) 3-(2-(4-(auaTUnaMUHO )(heHWT) TUA30I-5-1T)-2,6- TUMETUITITU PUMUTUH-4
(3H)-ogun

K pactBopy 2-(4-(ausTriiamuno ) peHut)tuazon-S-amu (0,45 r; 1,82 mmoins) B CH,Cl, (20
MJT) OBLJT O KaruIsiM 100aBjIeH TPUMETUIATIIOMUHuUI (4,5 MiT; 9,0 MMOJTh, 2 M B TOJTyOJI€) TPU
rt. PeakiimoHHast cMech IepeMeIMBalIach Mpu rt B TedeHue 1 4, 3aTeM ObLI J00aBJIeH pacTBOP
MeTui1 3-anieTaMMHOKpOTOHAT ((315 Mr; 2 MMoiib) B 00e3Bo)keHHOM CH,Cl, (5 mu).

Peaknmonnas cMech nepeMenmBanach Mpu rt B TeueHue 3 JHeH, 3aTeM OblIa PE3KO OXJTaXKAeHA
HACBILIEHHBIM Bojiocoiepkaium pactBopomM NH,Cl 1 aKCTpakTUpOBaHa MOCPEACTBOM

CH,Cl, (50 mi1 x 3). KomOGuHupoBaHHbIe opranudeckue ¢a3bl ObLTN BRICYIIEHBI HAJT NaySOy

Y CKOHIIGHTPUPOBAHBKI in vacuo. OcTaToK ObLT OUMIIEH ITOCPEICTBOM CUIIMKATEITBLHOM
KOJIOHOYHOM XpoMaToTrpaduu AJ1sl TOTydeHHS] HA3BAHHOT'O XUMUYECKOT'O COCTMHEHUS B BUJIE
TBEPIOTO BEIIECTBA KeJTOTO 1BeTa (22 Mr; 3%). CIIeKTPOCKOIIMYECKHE JAHHBIE XUMUYECKOTO
COCJIMHEHMS:

MS (ESI, non. non) m/z: 355,2 (M+1);

"H.NMR (400 MTI'y, DMSO-dg): 6 0,89 (t, 6 H, J=12,0 I'), 2,08 (s, 3H), 2,23 (s, 3H), 2,95-
3,02 (m, 4H), 6,33 (s, 1H), 7,29 (d, 1H, J=12,0 '), 7,72-7,74 (m, 2H), 7,87 (d, 1H, J=4,0 '),
7,95-7,98 (m, 1H),

[00306] ITpumep 15

2,6-mumeTHII-3-(2-(4-mopdomuHoheHnT) THa30J1-5-un) mupumuanH-4(3H)-oauH

N
OO~
/k\N
[00307] Iar 1) 4-mopdommHOOEeH3aMU T

K pacrBopy 4-ammuno6en3amuaa (6,81 r; 50 mmosb) B DMF (70 M) Ob1u mo6aBieHb! Nal
(22,48 r; 150 mmorp) u K,CO3 (13,82 1; 100 MMob). Cmech Obuta Harpera 10 140°C u 6bu1

nobasieH 2,2'-muxnopandtui adup (14,30 r; 100 Mmonts). PeakiionHast cMech HarpeBajiach
1o 150°C B Teuenue 5 4, u O6bl1a ocTyxkeHa 70 rt. Cmech Obliia pa3oBieHa Boaoi (100 mu),
nepemMenmBaiach B Teuenue 10 MuH, u 6b1a npodguinbTpoBaHa. Ocaiok ¢ puabTpa ObLT
MIPOMBIT BOJIOM W BBICYIIICH JIJIS TTOJTyYEHUSI HA3BAHHOTO XUMHUYECKOTO COCTMHEHUS B BHIE
TBEPJIOTO BelllecTBa xkeiaToro usetra (6,60 r; 64%).

[00308] ILlar 2) 4-mopdoIMHOOEH30THAMU/]

Crp.: 121



10

5

20

25

30

35

40

45

RU 2701156 C9 (W1 C2)

K pactBopy 4-Mopdonunodenzotnamuna (4,91 r; 23,80 mmosw) B THF (70 mut) 6b11
nobasineH peareHT Jloyccona (10,60 r; 26,20 MMoJib) pu nepemenimBanuu. CMmech
nojiiepkuBajack HarpeToi 10 70°C B TeueHue 4 4, 3aTeM OXJIaXJeHa JI0 It U
CKOHLEeHTpUpoBaHa in vacuo. K ocaaky 6sutn nodasnenst CH,Cl, (30 M) u Boaa (100 mui).

3aTeM cMech ObUTa TPOGUIHBTPOBAHA U OCATOK C (PUITBTPA OBLIT TPOMBIT BOJION U BBICYIIICH
JUTSI TOJTyYE€HUS HA3BAHHOT O XMMHUYECKOT O COE/IMHEHUS B BUJIE TBEP/IOTO BEIIECTBA JKEJITOrO
uBera (4.41 r; 83.3%).

[00309] Iar 3) 4-(4-(Tra307-2-m1)deHuT)MopPOITHH

K pactBopy 4-mopdonunodenzotnamuaa (2,22 r; 10 mmonp) B EtOH (50 M) 6b1u1H
no6aBieHsl 2-0pomo-1,1-numeTokcuatan (1,69 r; 10 MMOITb) B p>-TOyOJICYIb(OHOBAS
kucnoTa (1,90 r; 10 Mmoue). PeakiimonHnas cMech HarpeBajiachk 10 95°C B TeueHMe CyTOK,
3aTeM OXJIaXKJeHa 10 rt u Obuta mpoduibTpoBaHa. Ocagok ¢ GuIbTpa ObLT BBICYIIICH IS
MOJIyYEHHS HA3BAHHOI'O XUMHUYECKOTO COEIMHEHHS B BUJIE TBEPIOTO BEIIIECTBA KEJITOrO IBETA
(2,00 T; 81%).

[00310] Iar 4) 4-(4-(5-auTpoTHa30JI-2-11)heHnT)MOPHOTUH

K cmecu 4-(4-(tnazon-2-un)penun)mopdomnuna (2,00 r; 8.13 MMOIIb) M KOHIEHTPUPOBAHHOM
CEpHOM KUCIIOTHI (25 MIT) ObL1a 100ABIIEH KOHLIEHTPUPOBaHHAs a30THas kucioTta (0,60 M)
nipu -10°C. PeakuuronHnas cmech nepemernupaiack pu 0°C B Teuenue 4,5 4, 3aTeM Obl1a
IepeNIUTa B JIEAAHYIO BAHHY, U 3KCTpakTupoBaHa nocpeactsoM CH,Cl, (60 mut x 3).

Opranuueckas aza 6bi1a BeicylieHa HaJl Na,SO,4 U CKOHIIGHTPUPOBAHA in vacuo s

MOJTyYEeHUS HA3BAHHOI'O XMMHUECKOTO COSIMHEHUS B BUIE TBEPAOIO BEIIIECTBA )KEJITOT'O I[BETA
(0,70 r; 30%).

[00311] lar 5) 2-(4-mopdonmuHoheHnT) THA30I-5-aMUH

K pactBopy 4-(4-(5-autpoTtuason-2-un) pennn) mopdomuna (0.70 t; 2.44 mmons) B CH,Cl,

(20 mu1) 6611 TOGaBITeH Pd/C (70 mr). PeakimonHasi cMech TiepeMeImMBaiach Mpu rt B armocdepe
H, B Teuenue cyTok, u Obuta mpoguiabTpoBaHa. @UIBTPAT OBLIT CKOHIIEHTPUPOBAH in vacuo

JUTSI TIOJTyYEHUS] HA3BAHHOTO XMMUYECKOTO COCIMHEHHUS B BUJIE TBEPIOTO BEIIIECTBA I'PSIZHO-
6emoro useta (0,20 T; 32%).

[00312] Iar 6) 2,6-quMmeTHi-3-(2-(4-MopdoauHOoGEeHNT) THAa301-5 -1 T puMuInH-4(3H)
-OIUH

K pactBopy 2-(4-mopdomunodennn)trnazon-5-amuna (0,20 r; 0,77 mmons) B CH,Cl, (20
MJ1) ObLT JOOABJIEH MO KAIUISIM TPUMETWIATIOMUHUI (2,3 MJ1, 4,6 MMOJTb, 2 M B TOJTyOJI€) TPU
rt. PeakiimoHHast cMech IepeMelmBalIach Mpu rt B TedeHue 1 4, 3aTeM ObLI J00aBJIeH pacTBOP
MeTui 3-anietaMuHOKpoToHaTa (132 mr; 0,84 MmMorib) B 06e3BoxkeHHOM CH,Cl, (5 Mit).

PeakumonHas cMech nepeMenmBaach Py rt B TEYEHHUE CYTOK, 3aTEM ObLIA PE3KO OXJIaXKIAEHA
HACBILIEHHBIM Bojiocoiepkaium pactBopoM NH,Cl 1 aKCTpakTHpOBaHa MOCPEACTBOM
CH,Cl, (50 mit x 3). KomOGuHMpOoBaHHbIe OpraHruyeckue ¢a3bl ObLUIA BHICYIIEHBI HAT
006e3B0xkeHHBIM Na,SO,4 M CKOHLEHTpUpPOBaHa in vacuo. OcTaTok ObLT OUMIIIEH ITOCPEICTBOM

noarotoButesibHOro TLC 1718 MOJTy4eHUsI HA3BAHHOTO XUMHUYECKOT'O COCIMHEHUS B BUJIE
TBEPAOI0 BellecTBa OJieqHo-x)enToro 1peta (20 mMr; 7%). CIeKTpOCKONIMYECKHUEe JaHHbIE
XHMUYECKOT'O COCAUHCHUS:

MS (ESI, non. non) m/z: 369,1 (M+1);

"H.NMR (400 MTI'u, DMSO-¢/6): 6 2,20 (s, 3H), 2,34 (s, 3H), 2,62-2,84 (m, 2H), 3,06-3,10
(s, 2H), 3,63-3,66 (m, 4H), 6,32 (s, 1H), 7,26 (d, 1H, J=4,2 '), 7,32 (d, 2H, J=3,2 T'w), 7,77 (d,
1H, J=2,4 T'n), 7,84 (d, 1H, J=3,6 I'n), 8,02-8,05 (m, 1H),

[00313] ITpumep 16
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2,6-mumeTnII-3-(3-MmopdommnHodenun)nupumuanH-4(3H)-oqun

O\_/N4<:31\I _\(N
=§=<

[00314] Lar 1) tper-0yTwin(3-HUTpOopeHu )Kapoamat

K pactBopy 3-nutpoanunut (6,91 r; 50 mmoss) in THF (150 M) 66111 100aBIEHBI TPU
nepemermmBanun BOC20 (13,10 r; 60 mmosis) 1 DMAP (1,53 1; 12,5 mMmoutb). Peakuponnast
CMech ObllIa MOABEPIHYTA BO3TOHKE C OOPATHBIM XOJIOJIMIILHUKOM B T€UEHHE CYTOK B
atMmocepe N,, 3aTeM OXJTaKIeHa 710 't ¥ CKOHIIEHTpUpPOBaHa in vacuo. OcTaTok ObLT pa3BeieH

B CH,Cl, (200 mu1). 3aTeM pacTBOp ObLUT MPOMBIT BOAOM (200 MJT X 3) U HACHIIIIEHHBIM
pactBopoM (200 mu1), BBICYIIIEH HaJl 00€3B0kKEHHBIM NaySO,4 M CKOHIIEHTPUPOBAH in vacuo.

HeoOpaboTaHublii MpOAYKT ObLIT OYMIIEH OCPEACTBOM CUJIMKATEIbHON KOJIOHOYHOM
xpomatorpaduu (PE/EtOAc (V/V)=4:1) 11 moay4eHus] HA3BAaHHOTO XMMHUYECKOT'O COSTUHEHUS
B BHJIC TBEPJOro BemecTBa OireaHo-xenroro nsera (10.75 r; 90%).

[00315] Iar 2) TpeT-0yTHn(3-amuHodeHu)kapdamMat

K pactBopy Tpet-OyTri(3-uutpodenun)kapodamara (10,75 1; 45,12 mmoiab) B MeOH (150
MJ1) 6611 100aBeH kaTtanu3aTop -10% Pd/C (0,48 r). PeakipionHasi cMech repeMenmBaiach
nipu rt B atMmocdepe H, B Teuenue cyTok, u 6b11a npopuiibTpoBaHa. GuiabTpaT ObLT

CKOHIEHTPUPOBAH in vacuo. OcTaTOK ObUT OUYMILIEH TOCPEACTBOM CHITUKATeJIbHON KOJTOHOYHOM
xpomatorpaduu (PE/EtOAc (V/V)=4:1) ajis moay4eHust Ha3BaHHOTO XUMHUECKOTO COSTMHEHUST
B BUJIC TBEPJIOTO BellecTBa OiieiHo-)eaToro sera (7.59 r; 81%).

[00316] lar 3) Tper-0yTun(3-mopdoauHodpeHuI)KapoamaT

K B3Becu tpet-0yTmin(3-amunodenun)kapdbamara (7,59 t; 36,40 mmons), K,CO5 (10,06 T

72,80 mmous) 1 Nal (16,37 r; 109,20 mmons) B DMF (300 mir) Ob11 MemyieHHO Jo0aBiieH 2,2'-
nuxaopauaTull a¢up (5,73 1; 40,1 mmoins) npu 150°C B atMocepe N,. Peakimonnas cmech

nepemMernmBaack rmpu 150°C B TeueHHe CyTOK, 3aTeM OXJIaXAeHa 10 rt, BmuTa B Boay (700
MIT) ¥ 9KcTpakTupoBana nocpeactsoM CH,Cl, (200 it x 3). KoMOMHMpOBaHHBIE OpraHUYECKUe

¢da3b1 66UTH TPOMBITHI BoA0M (200 Mit X 3) 1 brine (200 MIT), BBICYIIIEHBI HAJT 00€3BOKEHHBIM
Na,SO,4 ¥ CKOHLEHTPUPOBaHHI in vacuo. OCTATOK ObLII OUMILIEH TOCPEACTBOM CHIIMKAT€IbHOM

kosioHouHoM xpomaTtorpaduu (PE/EtOAc (V/V)=4:1) nyist mojaydeHus HAa3BaHHOTO
XUMMYECKOTO COECIMHEHMS B BUJIE TBEPIOTO BEIIECTBA KeAToro 1sera (5.91 r; 58%).

[00317] Lar 4) 3-mopdoauHOaHWIUH

PactBop Tpet-OyTrin(3-mopdommnodenun)kapdbamara (5,91 r; 21,20 MMOJIb) B pacTBOpe
HCI (106 mi, 106,0 Mmonb, 1 M B MeOH) nepemernuBasics mpu rt B TeU€HUE CYTOK, 3aTEM
OBLI CKOHIIEHTPUPOBaH in vacuo. OctaTtok 6b11 pa3BeaeH B Boje (100 mu). lenounsie
CBOMCTBA pacTBOpa ObUIM YCUIIEHBI IOCPEACTBOM HACBIILIEHHOT O BOJIOCOIEPKAIIETO PacTBOPa
Na,CO3, 3aTeM npousBeneHa skcTpakuus rnocpeacrsoM CH,Cl, (100 Mt x 3).

KomOunupoBaHHbIE OpraHUyuecKkue (pa3bl OBUIM MPOMBITHI HACBHIIIIEHHBIM pacTBOpoM (150
MJ1), BBICYIIIEHBI Ha/l 00€3B0OKEHHBIM Na,SO,4 M CKOHLEHTPUPOBAHBI in vacuo JJIst TOJIyUYeHust

Ha3BaHHOTO XMMHUYECKOTO COEIMHEHHUS B BUE TBEPIOTO BEIIECTBA CBETI0-KOPUIHEBOTO
usera (3,42 r; 91%).
[00318] Llar 5) 2,6-aumeTunn-3-(3-mopdoaunodenun)mupumuaui-4(3H)-oaua
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K pacrBopy 3-mopdonuuunanunut (3.42 r; 19.20 mmorb) in CH,Cl, (100 mut) ObLT

OCTOPOXHO T00aBJIeH TpUMETHIATIOMUHMIA (96 Mit, 96 MMOJTB, 1| M B TOJTyose) B aTMOCchepe
N,. PeaknrionHasi cMech nepeMenmBaiack rnpu rt B reuenre 30 MUH, 3aTeM ObLT 100aBjIeH

pacTBop MeTu 3-anieTaMUHOKpoToHaTa (3.29 r; 19.20 MmoJb) B 00e3B0)keHHOM CH,Cl, (50

MI). PeakumoHHasi cMech epeMelmBaIach Ipy rt B TEUEHUE CYTOK, 3aTeM ObLIa PE3KO
OXJIQXKAEHA HACBILLIEHHBIM BogocoaepxkatuM pactBopom NH,4Cl1 (200 Mit) M 9KCTpakTUpOBaHa

nocpenctsom CH,Cl, (200 mit x 3). KomOuHUpOBaHHBIE OpraHuueckue (ha3bl ObLIA TPOMBITHI
HAaCBIIIEHHBIM pacTBOpoM (300 muT), BBICYIIIEHBI HAJT 00€3BOKEHHBIM NaySOy U

CKOHIICHTPUPOBAHKI in vacuo. OCTaTOK OBLT OYMIIICH MTOCPEICTBOM CUITMKAreIbHON
kosoHouHOM xpomartorpaduu (PE/EtOAc (V/V)=1:1) mis nmoayueHust HA3BaHHOTO
XUMMYECKOTO COEIMHEHUS B BUJIE TBEPIAOTO BemlecTBa xentoro usera (0.73 r; 13%).
CIEeKTPOCKONMUYECKUE TaHHBIE XUMUYECKOTO COSTMHEHUSI:

MS (ESI, mon. non) m/z: 286,3(M+1);

'H-NMR (400 MI'y, CDCl3): 6 2,19 (s, 3H), 2,29 (s, 3H), 3,17-3,19 (m, 4H), 3,84 (t, 4H, J=
4,8 I'm), 6,28 (s, 1H), 6,66 (d, 2H, J=8,0 I'y), 6,98 (d, 1H, J=9,3 '), 7,40 (t, 1H, J=8,2 I'n).

[00319] ITpumep 17
3-(2-Top-5-MopdoauHodenun)-2,6-mumeTunnupumMuuH-4(3H)-oaun

g N F
__/

N\<

o=§—<~:

[00320] Hlar 1) Tpet-0yTun(2-prop-5-HuTpodeHua)kapoamat

K pactBopy 2-pTop-5-uutpoannnut (4.68 1; 30 mmoiib) B THF (150 mut) ObutH 10GaBIIEHBI
BOC20 (9,82 r; 45 mmois) 1 DMAP (7,33 r; 60 Mmoitb). PeaknponHast cmech ObLTa
MOABEPTHYTA BO3TOHKE C 0OPATHBIM XOJIOJMIBHUKOM B T€UEHUE CYTOK B aTMOchepe Ny,

3aTeM OXJIXKJIEHA JI0 It M CKOHIIEHTpUpOBaHa in vacuo. OcraTok 6611 pacTBopeH B EtOAc
(250 mut), 1 opraanueckas aza Owi1a mpomeiTa Bogow (200 Mit X 3) U HACKIIIIEHHBIM
pactBopoM (200 mut), BbICyIlIeHa Ha1 00e3BOKeHHBIM Na,SOy4 M CKOHLIEHTPUPOBAHA in vacuo.

Heob6paboTanHblit poayKT ObLT OUYMIIIEH TOCPEACTBOM CUIIMKATeIbHON KOJIOHOUHOM
xpomatorpadun (PE/EtOAc (V/V)=8:1) mis moydeH!s XAMUIECKOTO COSMHECHUS B BUJIC
TBEPAOTrO BELIECTBA KeJITOBATOTO 1BeTA (3,54 1; 40%).

[00321] Iar 2) TpeT-0yTun(2-gprop-5-amuuodenun)kapoamar

K pactBopy Tpet-0yTun(2-brop-5-uurpodenun)kapdbamara (3,54 r; 13.8 mmoiis) B MeOH
(100 M) 6611 moGaBneH kaTtanu3aTop - 10% Pd/C (0,15 r). PeakuyonHast cMech
repeMeIrBaliach B TeueHue rt B armocdepe H, B TedeHue CyTok, U OblTa MpopUIbTPOBAHA.
@uabTpaT OBUI CKOHIEHTPUPOBAH in vacuo. OcTaTOK ObUT OUYMILEH TOCPEACTBOM
CUITMKareIbHoM KojoHouHo# xpoMmaTorpaduu (PE/EtOAc (V/V)=4:1) nns nonydeHus
HA3BAaHHOT'O XUMHUYECKOT'O COCIMHEHHUS B BUJIE TBEPAOIO BEIIECTBA KEITOBATOTO 1BeTa (2,02
T; 65%).

[00322] Iar 3) TpeT-0yTun(2-gprop-5-mopdonuuodenun)kapdbamat

K cmecu Tpet-0ytumn(2-prop-5-amunodenun)kapdamar (2,02 t; 8,93 mmomns), K,CO5 (2,47
r; 17,86 Mmonb) u Nal (4,02 T; 26,79 mmoins) in DMF (60 min) 6611 MeiIeHHO qo0OaBiteH 2,2'-
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nuxaopaudTudt a¢up (1,28 1; 8,93 mmouns) npu 150°C B atmochepe N,. Peakimonnas cmech

HarpeBayiach 10 150°C B TeueHHe CyTOK, 3aTeM OXJIAXK/IeHa 110 r't, BbUIMTa B Boay (200 Mit) 1
sKkcTpakTupoBaHa nocpeacrsoM CH,Cl, (200 mut x 2). KoMOMHMpOBaHHbBIE OPraHUYECKUE

¢a3sr ObUTH TPOMBITHI BO10M (200 MJT X 2) M HACBIIIIEHHBIM PAacTBOPOM (200 MIT), BBICYIIICHBI
HaJl 06e3BokeHHBIM NaySOy4 U CKOHLEHTPUPOBAHBI in vacuo. OcTaToK ObUT OUUIIEH

MOCPEICTBOM CHUIIMKAreaIbHOM KojoHouHOH XpomaTtorpaduu (PE/EtOAc (V/V)=4:1) nis
MOJIy4YEeHUSI HA3BAHHOT'O XMMUUECKOTO COEIMHEHUS B BUZIE TBEPAOTO BEIIECTBA )KEJITOTO [BETA
(0,93 1; 35%).

[00323] Ilar 4) 2-¢pTop-5-MOpQPOITMHOAHUIIVH

Cwmech TpeT-0yTun(2-prop-5-mopdoaunodenmn) kapoamara (0,93 r; 3,14 MMOJIB)
pactBopa HCI (31 mi, 31 mmons, | M B MeOH) nepemernmBanach pu rt B TEUEHUE CYTOK,
3aTeM CKOHIIEHTpUpPOBaHa in vacuo. OcraTok 661 pa3BeneH B Boje (150 mi). lenounsie
CBOMCTBA pacTBOpPa ObUIH YCUIIEHBI TOCPEACTBOM HACBIILIEHHOTO BOJIOCOIEPKAIIIETO PACTBOpa
Na,CO3, 3aTeM npousseneHa skcTpaxkuus rnocpeacrsoM CH,Cl, (100 Mt x 3).

KoMOunnpoBaHHbIe opranudeckue (pa3pl ObUIM MPOMBITHI HACBIIIIEHHBIM pacTBOpoM (150
MJT), BBICYIIIEHBI HAJT 00€3BOKEHHBIM U CKOHIIEHTPUPOBAHA in vacuo IS OJTy4eHUs
HAa3BAHHOTO XMMUYECKOTO COEIMHEHHUS B BUIE TBEPJIOTO BEIIECTBA CBETIIO-KEITOrO LIBETA
(0,35 1; 57%).

[00324] Llar 5) 3-(2-pTop-5-MmopdonunodeHnn)-2,6-gumeTuanupumMuani-4(3H)-onun

K pactBopy 2-dTop-5-mopdonunoanununa (0,35 r; 1,78 mmoins) B CH,Cl, (20 mut) 6611
JI0OABJIEH IO KAIUIM TpUMETUIaIIoMUHuU (3,3 mit, 6,6 MMoJtb, 2 M B TosTyolie). PeakumonHast
CMecCh MepeMeIMBaIach Mpu rt B redeHue 20 MuH, 3aTeM ObLT JOOABJIEH PACTBOP METHI 3-
aneramuHokpoTtonata (0,30 r; 1,78 Mmoutb) B 06e3BoskeHHOM CH,Cl, (10 Mi1). Peakumonnas

CMEChH IIepPEeMEIITUBAJIACH ITPU I't B TEUEHUE CYTOK, 3aTEM ObLJIa PE3KO OXJIAXK/I€HA HACBIIIIEHHBIM
Bonocoaepxkammm pactBopom NH,CI (80 mur) m axcTpaktupoBana nocpeacrsom CH,Cl, (100

M1 X 3). KoMOuHUpoBaHHBIC OpraHudeckue (a3bl ObUTA TPOMBITHI HACBIIIIEHHBIM PACTBOPOM
(150 mut), BBICYIIIEHBI HAJT 00€3BOKEHHBIM Na,SOy U CKOHLEHTPUPOBAHHI in vacuo. OcTaToK

OBLJT OUMILIEH ITOCPEJICTBOM CHIIMKATelIbHOM KoJloHOYHOM XpoMmaTorpaduu (PE/EtOAc (V/V)
=1:2) WIS TOJIy4YeHUSI HA3BAHHOI'O XMMHUYECKOTO COEIMHEHHUS B BUJIE TBEPAOTO BEIIECTBA
xenroro ngetra (0.37 r; 69%). CrieKTpOCKOMMUeCKHe TaHHbIe XMMUYECKOTO COSMHEHNS:

MS (ESI, nmon. non) m/z: 304,2 (M+1);

1H—NMR(4OO MTIu, CDCly): & 2,23 (s, 3H), 2,30 (s, 3H), 3,11-3,14 (m, 4H), 3,85 (t, 4H, J=
4,8 I'm), 6,29 (s, 1H), 6,70-6,71 (m, 1H), 6,96-7,00 (m, 1H), 7,18 (t, 1H, J=9,0 I'n).

[00325] ITpumep 18

3-(3-prop-4-(1H-tuppoi-1-um)pernn)-2,6-aumetunmmpumunni-4(3H)-omun

[00326] Llar 1) 1-(2-pTop-4-autpodennn)-1 H-muppon

K pactBopy 1,2-mudrop-4-autpobdenzon (1,59 r; 10 mmoss) B DMSO (15 mur) 6butH
nobasiens! npu nepemenBanud K,COs3 (3,04 r; 22 mmosb) v iuppod (0,74 r; 11 MMoItb).
Peakronnas cmech HarpeBasiach 10 90°C B Teuenue 18 41, u 6b1a ocTyXeHa J1o rt. CMech
ObuTa pa3BeneHa Boou (50 M), mpouabTpoBaHa M 0CAIOK C PUIbTpa ObUT BBICYIIICH 15
MOJIyYEHHS HA3BAHHOI'O XUMHUYECKOT'O COEIMHEHHS B BUJIE TBEPIOTO BEILIECTBA )KEJITOr'O IBETA
(2.00 3 97%).

[00327] Lar 2) 3-¢prop-4-(1H-uppoi-1-wum)anunmmx

K pactBopy 1-(2-ptop-4-aurpodenun)- 1 H-muppoi (2,00 r; 9,70 mmoiib) B CH,Cl, (35 M)

Ob11 1o6aBieH katanuzaTop - Pd/C (0,20 r). PeakuyonHas cMech IepeMeliMBajiach Ipy rt B
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atMocdepe H, B Teuenue 5 4, u 6bu1a ipodubTpoBana. GuinbTpat ObLIT CKOHIEHTPUPOBAH

in vacuo. OcTaToOK OB OUYMIIICH ITOCPEACTBOM CUIIMKATEIILHOM KOJIOHOYHOM XpoMaTorpaduu
(PE/CH,Cl, (V/V)=3:1) njs nony4eHuss HA3BAHHOTO XMMHUYECKOTO COEIUHEHUS B BUIE

TBepAoro BeulecTa Oenoro usera (1,30 r; 76%).

[00328] lar 3) 3-(3-pTop-4-(1H-muppo-1-un)dennn)-2,6-rume TumupuMuani-4(3H-
OVH

K pactBopy 3-pTop-4-(1H-nuppon-1-un) anuwmmna (0,80 r; 4,55 mmois) B CH,Cl, (30 M)
ObLT MeUIEHHO J00aBJIeH TpUMeTHIaTIOMUHuM (23 mit, 23 MmoJb, 1 M B renrase).
PeakumonHnas cMech nepemeniBanach npi rt B reuenue 0,5 4, 3aTem ObLIT 100aBJIEH pacTBOP
MeTUII 3-aneTaMMHOKpoToHaTa (785 mr; 5.0 mmoins) B CH,Cl, (10 mut). Peakumnonnast cmechb

MepeMeIInBaJIach MPHU It B TEUCHUE 3 THEH, 3aTeM ObliIa PE3KO OXJIAXKIeHA HACHIIIIEHHBIM
Bogocoaepxamum pactsopom NH,CI u skcrpaktupoBana nocpeacrsom CH,Cl, (100 mo x

3). KomGunupoBanHbie opranvueckue ¢pa3bl ObLUIMA BBICYIIIEHBI HAJT 00€3B0OKeHHBIM Na,SOy

Y CKOHIIGHTPUPOBAHBKI in vacuo. OcTaToK ObLT OUMIIEH TTOCPEICTBOM CUITMKATEITBLHOM
kosoHouHOM xpomaTtorpacduu (PE/EtOAc (V/V)=3:2) mjis moayueHus Ha3BaHHOTO
XMMHUYECKOTO COTMHEHUSI B BUIE TBEPIOTO BellleCTBa OJieIHO-KeIToro 1iseta (450 mr; 35%).
CIEeKTPOCKONUYECKHUE TAaHHBIE XUMHUYECKOTO COSIMHEHUSI:

MS (ESI, non, noH) m/z: 284,2 (M+1);

"H.NMR (400 MI'y, CDCl3): 6 2,25 (s, 3H), 2,32 (s, 3H), 6,32 (s, 1H), 6,40 (t, 2H, J=2,2
I'm), 7,08-7,11 (m, 3H), 7,13 (dd, 1H, J1=2,2 I'y, J2=10,8 I'y), 7,54 (t, 1U, J=8,4 I'my).

[00329] ITpumep 19

3-(3-prop-4-(1H-upazoin-1-um)dennn)-2,6-mumeTuimipuMuani-4(3H)-oqua

[00330] lar 1) 1-(2-pTop-4-uutrpodennn)-1 H-nmupazon
K pactBopy 1,2-mudtop-4-Hutpodbensona (3,18 r; 20 mmoiss) B DMSO (35 M) ObLin
nobasiens! npu nepemerBanun K,CO5 (6,08 ;3 44 mmoob) v iupasodn (1,50 r; 22 MMoJIb).

Peakmronnas cmech HarpeBasiach 10 90°C B Teuenue 18 41, u Obu1a ocTyXeHa 1o rt. CMech
ObL1a pasBeaeHa Bogoi (50 mur) u mpoduinbTpoBaHa. @UIBTPAT OBLT IKCTPAKTUPOBAH
nocpeactBoM DCM (50 M1 x 3), KOMOMHUPOBAHHBIE OpraHuyeckue (a3bl ObLIN
CKOHIICHTpUPOBAHKI in vacuo. HeoOpaboTaHHBIN MPOAYKT OBLT OUYMIIICH TOCPEICTBOM
CHITMKATeIbHOM KomoHouHOM xpomaTtorpaduu (PE/CH,Cl, (V/V)=1:1) mis nomydeHus

HA3BAHHOT'O XMMHUYECKOTO COEAMHEHUS B BUJIE TBEPJAOTO BEIIECTBA KeNToro usera (3,31 r;
80%).

[00331] Iar 2) 3-¢prop-4-(1H-tupazo-1-un)aHuimH

K pactBopy 1-(2-¢pTop-4-nHutpodennn)-1H-nupazona (3,31 r; 16 mmons) B CH,Cl, (60
MJ1) 6611 T06aBieH KaTtanu3aTop - Pd/C (0,33 r). PeakuroHHasi cMech nepeMeliuBaiach mpu
rt B atmocepe H, B TeueHue cyTok, u Obuta npodunbTpoBana. @uibTpat ObLT
CKOHIIEHTPUPOBAH in vacuo. OCcTaTOK ObLT OUYMIIIEH TOCPECTBOM CHITUKATeITbHON KOJIOHOYHOM
xpomatorpaduu (PE/CH,Cl, (V/V)=1:1) ans noixydeHus Ha3BaHHOTO XUMHUYECKOTO

COeMHEHUS B BUE TBeporo BemiecTBa oemoro usera (1,30 1; 46%).
[00332] lar 3) 3-(3-pTop-4-(1H-mupazon-1-um)dperwnn)-2,6-mume T pumuanH-4(3H)-
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OJIUH
K pactBopy 3-prop-4-(1H-tmupa3zon-1-wr) anumuna (0,65 1; 3,68 mmois) B CH,Cl, (30 M)
ObLT MeUIEHHO J00aBJieH TpuMmeTunaaoMmuuuti (18,4 mi, 36,8 MMmoib, 2 M B renrase).
PeakironHas cMech nmepeMermBaiach mpu rt B reuenue 0,5 4, 3aTeM ObLT 106aBJIEH pacTBOP
MeTu 3-aneTaMMHOKpoTOHaTa (634 mr; 4,04 mmonb) B CH,Cl, (10 mir). PeakuronHas cmech

TIepeMeIMBaIach B TEUCHHUE It B TEUCHUE 3 THEM, 3aTeM ObLTa Pe3KO OXJIaX/IeHa HACBIIIIEHHBIM
BopocoaepxkammM pactsopoM NH4Cl u sxcrpaktupoBana nocpeacrsom CH,Cl, (100 Mt x

3). KomGunupoBanHble oprannueckue ¢pa3bl ObUIM BBICYIIEHBI HAJl 00€3B0KEHHBIM NarSOy

Y CKOHIIGHTPUPOBaHBKI in vacuo. OcTaTok ObLT OUHMIIEH MTOCPEICTBOM CUIIMKATEITBLHOM
koioHouHOM xpomaTtorpaduu (PE/EtOAc (V/V)=1:2) mi1s moaydeHus: HAa3BaHHOI'O
XUMHUYECKOTO COSMHEHHS B BUE TBEepIoTo BemiecTBa 6enoro usera (400 mr; 38%).
CHeKTpOCKONMUYECKUE TAHHBIE XUMUYECKOTO COETMHEHUSI:

MS (ESI, nos1. uon) m/z: 285,2 (M+1);

"H-NMR (400 MTn, CDCl3): 6 2,23 (s, 3H), 2,32 (s, 3H), 6,32 (s, 1H), 6,54 (t, 1H, J=2,0
I'n), 7,13-7,19 (m, 2H), 7,78 (d, 1H, J=4,0 I'n), 8,08 (t, 1H, J=2,0 I'n), 8,12-8,16 (m, 1H).

[00333] ITpumep 20

3-(3-prop-4-mopdoaunodenun)-2-((3-bropdheHokcu)MeTum)-6-meTuamupumMuInH-4(3H)
-OJIUH

E

O
F
oy e
O\_/N N }_—/)_
o)
[00334] Ilar 1) metuin 3-(2-6pomMoaneTaMuio)KpOTOHAT

Cwmech meTun 3-amuHokpoTtoHata (3,20 1; 27,79 MMmouts) M mupuauHa (2,64 1; 33,33 MMOJTh)
B CH,Cl, (60 M) nepemerBaiack mpu -20°C B Teuenue 20 muH. K cmecu 6bu1 100aBIeH 1o

KaIuIsiM pacTBop Opomoarnetusn 6pomuna (5,61 r; 27,79 mmons) B CH,Cl, (20 mit). Cmech

nepeMeImBajach npu rt B reueHue 2 4. Opranuyeckas ¢aza Obia MpOMbITA HACHIIIICHHBIM
pactBopoM (100 mi x 3), BbIcylleHa HaJ 00e3BOKeHHBIM Na),SO,4 M CKOHIEHTPUPOBAHA in

vacuo. OcTaToK ObLJI OUYMIIIEH MOCPEACTBOM CUJIMKATEIbHOM KOJIOHOYHOM XpoMaTorpaduu
(PE/EtOAc (V/V)=5:1) njs nony4yeHust HA3BaHHOT'O XUMHUYECKOT'O COE€IMHEHHS B BUJIE TBEPIOTO
BemecTBa KkpacHoBaToro nsera (0,99 r; 15%).

[00335] Ilar 2) metun 3-(2-(3-pTopdeHokcH)aneTaMu0)KpoTOHAT

K B3Becu K,COj5 (0,37 1; 2,68 mmoutb) B anetone (10 mur) 6b11u 106aBieHs! 3-propdenon

(0,30 1; 2,68 MMoJIb) U MeTUI 3-(2-0pomoaneramugo)kpoToHat (0,76 r; 3,22 mmoiib), CMech
OblIa MOABEPrHYTa BO3TOHKE C OOPATHBIM XOJIOJIMIILHUKOM B TEUEHHE 5 U U OXJIAXKICHA J10
rt. Cmech OblTa CKOHIIGHTPUPOBAHA in vacuo U octaTok Obu1 pa3seneH B CH,Cl, (40 M),

MIPOMBIT HACBIIIEHHBIM pacTBOpoM (40 mut x 3). Opranuueckas ¢aza Oblja BeICYIIEHA HAT
00e3B0keHHBIM NaySO,4 M CKOHLEHTpUpPOBaHa in vacuo. OcTaTok ObLJT OYMIIEH TOCPEICTBOM

CUITMKareIbHOM KoJloHouHOM XpoMmaTtorpadun (PE/EtOAc (V/V)=10:1) mis moaydeHus
Ha3BAaHHOT'O XUMHYECKOT'O COCIMHEHHUS B BUJIE TBEPAOI0 BellleCcTBa keaToBaToro nsera (0,50
r; 70%).
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[00336] Ilar 3) 3-(3-pTop-4-mopdomuuodennn)-2-((3-prTopheHOKCH)METHIT)-6-METHIT-
mupumMuInH-4(3H)-onun

K pactBopy 3-prop-4-mopdonunoanununa (0,55 r; 2,80 Mmodib) B 06e3BoxkeHHOM CH,Cl)
(40 muT) OBLIT OCTOPOKHO A00ABJIEH TPUMETHIATIOMUHUH (2,0 M1, 4 MMOJIb, 2 M B rernraHe)
B atmocdepe N, ripu rt. CMech nepeMenmBaiach npu rt B reueHue 30 MuH, 3aTeM ObLT J00aBIIeH

pactBop MeTui 3-(2-(3-bropdeHokcn)aneramuao)kporonata (0,75 r; 2.80 MMOJIb) B
06e3BoxeHHOM CH,Cl, (10 mut). PeakumoHHast cMech epeMenBaiach eie 7 4, 3aTeM Obli1a

PE3KO OXJIaXKIeHA COOTBETCTBYIOIIMM KOJIMYECTBOM BOJIbI M IBAXK/IbI IIPOMBITA HACKIIIEHHBIM
pactBopoM. Opranuueckas ¢aza Obly1a BBICyIIEHA HaJl 00€3BOKEHHBIM NarSOy U

CKOHIIEHTpUpPOBaHa in vacuo. HeoOpaboTaHHBINM MPOTYKT ObLII OUHUIIIEH TTOCPEICTBOM
CUITMKareIbHOM KoJIoHOUHOM XpoMmaTtorpadun (PE/EtOAc (V/V)=1:1) mis nonydeHus
Ha3BaHHOTO XMMHUUYECKOTO COEIMHEHHs B BUJIE TBEPJOTo BelecTBa Oemnoro ngera (0.24 T
62%). CIeKTpOCKOIIMYECKHE JAHHBIE XUMUUECKOT'O COETUHEHUSI:

MS (ESI, mon. non) m/z: 414,3 (M+1);

"H-NMR (400 M, CDCl3): 6 2,34 (s, 3H), 3,03-3,14 (m, 4H), 3,85 (t, 4H, J=4,8 I'n), 4,67
(s, 2H), 6,38 (s, 1H), 6,45-6,49 (m, 1H), 6,53-6,55 (m, 1H), 6,64-6,68 (m, 1H), 6,95-6,98 (m,
3H), 7,13-7,19 (m, 1H).

[00337] ITpumep 21

3-(3-prop-4-(muppommau- 1 -um)dennn)-2,6-mumetunnupumuani-4(3H)-oaun

E
\
CNON%_/)—‘
(0)

[00338] ILlar 1) 1-(2-pTop-4-HUTPOGDEHUT)TUPPOTUINH

K pactBopy nuppomuauna (0,78 r; 11 mmouns) B EtOAc (15 M) u EtsN (1,52 ; 15 MMouIb)
ObLT 100aBIEH B JeAsiHOM BaHHE 1,2-mudTop-4-HuTpobenszon (1,59 r; 10 mmoits). CMmech
MepeMeIIMBalIach Mpu rt B TeU€HUE CYTOK U Obl1a mpoduibTpoBaHa. Ocaiok ¢ puibTpa ObLT
MPOMBIT BOJOM U BBICYIIEH 151 TOJTYYEHUSI HA3BAHHOI'O XUMUUECKOT'O COEIUHEHUS B BUJIE
TBEpJI0TO BellecTBa xenroro usera (1,60 r; 76%).

[00339] ar 2) 3-¢pTop-4-(MUppOoauIuH- 1 -1iT)aHUIIMH

K pactBopy 1-(2-dpTop-4-HuTpodenun) nuppoauauna (1,60 r; 7,62 MMoIb) B
nepemeranubix pactBopax CH,Cl, (20 mi1) 1 MeOH (20 mut) 6611 7OOABIIEH KaTaIU3aToP -

Pd/C (0,16 r). PeakunonHnas cmech rnepemMenimBanachk B armocdepe H, B TeueHue cyTok, u

obu1a mpoduIbTpoBaHa. GUIBTPAT OBLT CKOHIEHTPUPOBAH in vacuo. OcTaTOK ObLIT OUHUIIICH
ITOCPEACTBOM CHITMKAreIbHOM KoJIoHOUHOM XpoMmaTorpadun (PE/EtOAc (V/V)=5:1) nist
MOJTyY€HHUs] HAa3BAHHOT'O XUMHUYECKOT'0 COEIMHEHUS B BUJIE TBEP/IOTO BellleCcTBa OeI0ro 1BeTa
(1,20 r; 88%).

[00340] Lar 3)

3-(3-prop-4-(mupponuaus- 1 -un)perun)-2,6-mumeruanupumuana-4(3H)-oaun

K pactBopy 3-dprop-4-(nmupponuaun-1-win)anunux (0,50 r; 2,78 Mmois) B CH,C12 (20 mut)
ObLT MeUIEHHO J00aBJIeH TpuMeTHIaaoMuuui (14 mi, 14 mmosb, 1 M B renrane) mpu rt.
PeakuuonHnas cMech nepemenMBanach np rt B reuenue 0,5 4, 3aTem ObLT 100aBJIEH pacTBOP
MeTun 3-aneramMmuHoKpoToHaT (480 mr; 3,06 Mmonb) B CH,Cl, (10 mit). Peakumonnast cmechb

MepeMeIMBajIach MpH rt B TeUeHUE 3 JTHEH, 3aTeM Oblla PE3KO OXJIaXKIeHA HACBIIIEHHBIM
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Bopoconepxammm pactsopom NH,CI u akcrpaktupoBana nocpeacrsom CH,Cl, (100 mo x
3). KomGunupoBanHbie opranvueckue ¢pa3bl ObLUIM BBICYIIIEHBI HAJT 00e3BOKEHHBIM Na,SOy
U CKOHIEHTPUPOBAHBI in vacuo. OCTATOK ObLT OUHUIIEH MOCPEICTBOM CUIIMKATEIbHOM
kosroHouHOM xpomaTtorpaduu (PE/EtOAc (V/V)=1:1) mis moayueHus HA3BaHHOTO
XMMHYECKOTO COCIMHEHUSI B BUIE TBEPIOTO BelllecTBa OJieHO-)enaToro 1sera (300 mr; 38%).
CrneKTpOCKOMUYECKUE TAHHbIE XUMUUECKOTO COEAUHEHUS:

MS (ESI, mon. non) m/z: 288,3 (M+1);

'H-NMR (400 MI'y, CDCl3): 6 1,96-1,99 (m, 4H), 2,21 (s, 3H), 2,29 (s, 3H), 3,43-3,48 (m,
4H), 6,28 (s, 1H), 6,71 (t, 1H, J=8,8 I'n), 6,78-6,84 (m, 2H).

[00341] ITpumep 22

3-(4-(mu-n-6yTunamuHo)-3-propdennn)-2,6-numeTumupumuanH-4(3H)-o qun

F
N N />_/)—-
——/_/ (o)
[00342] Iar 1) N,N-mu-n-0yTui-2-¢pTop-4-HUTPOAHUIVH

K pactBopy 3.4-mudtopaurpobensona (3,18 r; 20 mmoias) B DMSO (25 mit) 6bu1u
nobasiensl npu nepememBainun K,CO3 (6,08 r; 44 MM0oib) U Au-n-OyTuiiaMuH (2,84 r; 22

MMoIIb). CMmech noaaepkuBaiach Harpetoi 10 90°C B TeUeHUe CyTOK, 3aTEM OXJIXKACHA 10
rt, pazBeneHa Bojgoi (100 mur) 1 skcTpakTupoBaHa rnocpeacrsom CH,Cl, (80 mit x 3).

KoMOunupoBaHHble opranndeckue (pa3pl ObUIM BBICYIIEHBI Ha/l 00e3BOXKEHHBIM NaySOy4 1

CKOHIICHTPUPOBAHBI in vacuo. OCTaTOK OBLT OYMIIIEH MTOCPEICTBOM CUITMKAreIbHON
kosioHo4Hoi xpomaTorpacduu (PE/CH,Cl, (V/V)=10:1) muist mosryueHrs: HA3BaHHOTO
XHMUYECKOT'O COSAUHEHUS B BUE Macia xejitoro usera (4,03 r; 75%).

[00343] Ilar 2) N',N'-qu-n-0ytuin-2-propoeH3o-1,4-nuamMmuH

K pactBopy N,N-mu-n-0yTun-2-prop-4-uurpoanuinaa (4,03 r; 15 MMOJIb) B ITepeMeIIaHHbIX
pactBopax CH,C12 (70 ms1) u MeOH (20 M) 6611 fo6aBneH katanuzarop - Pd/C (0,40 r).
PeaximonHas cMech nepemMermmBaiach npu rt B atmocdepe H, B Teuenue cyTok, u Obuia

npodwibTpoBaHa. GUIBTPAT OBUT CKOHIEHTPUPOBAH in vacuo. OCTATOK OB OUHUIIEH
MOCPEACTBOM CUIIMKAreIbHON KojloHouHoM xpoMmaTtorpadun (PE/CH,C12 (V/V)=8:1) nus

MOJIyYEHUsI HA3BAaHHOT'O XMMUYECKOTO COeIMHEHUS B BUIe OecBeTHOTo Macia (2,32 1; 65%).
[00344] Iar 3) 3-(4-(mu-n-0yTunaMuno)-3-hropdennn)-2,6-mumeruanupumuani-4(3H)-
OJIUH
K pactBopy N,N-mu-n-0ytui-2-¢propbenson-1,4-muamus (1,10 r; 4,62 mmons) B8 CH,Cl,
(20 muT) OBLT MeITIEHHO TOOABIIEH TPUMETHUIATIOMUHMI (23 M1, 23 MMOJIb, 1| M B renTase)
npu rt. PeakiponHast cMech repeMenmBaliach mpu rt B Teuenue 0,5 4, 3atem ObUT 100aBIeH
pactBop MeTU 3-aueTaMMHOKpoToHaTa (798 mr; 5.08 Mmouib) B CFL-Cl, (10 mut). PeakumonHast

CMecCh IlepeMellInBallach B TEUCHHUE It B TE€UCHUE 3 JTHEH, 3aTeM Oblla Pe3KO OXJIaXJAeHa
HACBIIIEHHBIM BogocoepkamuM pactBopoM NH,Cl 1 akcTpakTUpOBaHa MOCPEICTBOM

CH,Cl, (100 mit x 3). KomOuHMpOBaHHBIE OpraHuveckue Gpa3bl ObUTH BBICYIIEHBI HAJT
00e3B0oeHHBIM Na,SOy ¥ CKOHIIEHTPUPOBAHEI in vacuo. OCTaTOK ObLT OUMIIIEH TOCPEACTBOM

CUITMKareIbHOU KoJIoHOUHOM XpoMmaTtorpadun (PE/EtOAc (V/V)=3:2) mis nonmydeHus
Ha3BaHHOI'O XMMHMYECKOTO COeAUHEHHUS B BUAE CBETJIO-keqIToro Macia (800 mr; 50%).
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CHeKTpOCKOIMMUYECKHe TaHHBIC XMMUYECKOTO COSIUHEHUS:
MS (ESI, mon. non) m/z: 346,3 (M+1);

"H-NMR (400 My, CDCl3): 8 0,93 (t, 6H, J=7,4 '), 1,26-1,36 (m, 4H), 1,55 (t, 4H, J=8,0
I'n), 2,20 (s, 3H), 2,29 (s, 3H), 3,21 (t, 4H, J=7,6 I'n), 6,28 (s, 1H), 6,80-6,85 (m, 2H), 6,88-6,93
(m, 1H).

[00345] ITpumep 23

3-(4-(muu300yTHIIaMUHO)-3-pTopdhennn)-2,6-mumeTimupumMuuH-4(3H)-oquH

F
>—\ >—-._N
N
—2 >—N M—
§i O
[00346] Iar 1) 2-¢pTop-N,N-11u300yTUI-4-HUTPOAHUTUH

K pactBopy 3,4-mudpropaurpodensona (1,59 r; 10 mmons) B DMSO (15 mut) Oblu
nob6asnensl K,COj3 (3,04 1; 22 MmMmoutb) U qun3ooytuiiamud (1,42 r; 11 Mmoib). Cmech

nojaAepxuBajiach HarpeToi 10 90°C B TeueHUe CyTOK, 3aTeM OXJIaK/IeHa J10 rt, pa3BeaeHa
Boziow (50 M) u skcTpakTupoBaHa rnocpeacrsoM CH,Cl, (50 mit x 3). KomOuHMpOBaHHBIE

opranuueckue (a3pl OBLIM BHICYIIIEHBI HAJT 00€3BOXEHHBIM NaySOy4 U CKOHIIEHTPUPOBAHBI

in vacuo. OctaTox OBIJT OYMIIIEH ITOCPEACTBOM CHUITMKATETbHOM KOJTOHOYHOM XpoMaTorpaduu
(PE/EtOAc (V/V)=10:1) s nojiydeHus HA3BaHHOTO XUMHUECKOT'O COEIMHEHHS B BUJIE CBETJIO-
x)kentoro macia (0,80 r; 30%).

[00347] Ular 2) 2-pTop-N',N'-1un300yTHI06€H30I1- 1 ,4-TMaMUH

K pactBopy 2-pTop-N,N-muu300yTtui-4-aurpoanumna (0,8 r; 3 MMOITb) B ITIepeMellIaHHbIX
pactBopax CH,Cl, (15 M) 1 MeOH (15 mut) 6bu1 1o06aBieH katanuzatop - Pd/C (80 mr).

PCaKHI/IOHHa}I CMECh IIepeMeIIMBaJIaCh IIpH It B aTMOCCbCpe H2 B TCUCHUC CYTOK, U ObLIa

npoduwibTpoBaHa. GUIBTPAT OBUT CKOHIEHTPUPOBAH in vacuo. OCTATOK OBLIT OUHUIIIEH
MOCPEICTBOM CHUIIMKAreIbHOM KojloHouHoH XxpomaTtorpaduu (PE/EtOAc (V/V)=8:1) nis
MOJIy4YE€HUSI HA3BAHHOTO XUMHUUYECKOTO COEAMHEHUS B BUAE CBETIIO-kenToro macna (0,40 r;
56%).

[00348] Iar 3) 3-(4-(muu300yTrIIaMuHO)-3-pTopdhennn)-2,6-mumeTumupumMuuH-4(3H)
-OJIUH

K pactBopy 2-¢pTop-N',N'-1m1nu300ytunoen3od-1,4-quamus (0.40 r; 1.68 mmous) B CH,Cl,
(20 muT) OBLT MeIJIEHHO T0OaBIICH TPUMETUIATIOMUHMI (8,4 MiT; 8,4 MMOJTb, 1| M B renTaHe)
npu rt.

PeakumonHnas cmech mepeMelrvBanack rnpu rt B reuenue 0,5 4, 3aTeM ObLT 100aBJIEH PacTBOP
MeTun 3-aneraMuHOKpoToHata (290 mr; 1,85 mmonb) B CH,Cl, (10 mir). PeakuronHas cmech
MepeMeIINBAJIACH NIPU I't B TEUEHUE 3 THEMH, 3aTeM ObliIa PE3KO OXJIAXKIEHA HACHIIIIEHHBIM
BoaocoaepxkammM pactsopoM NH4Cl u sxcrpaktupoBana nocpeacrsom CH,Cl, (100 Mt x
3). KomGunupoBanHble opranvueckue ¢pa3bl ObUIM BBICYILIEHBI HAJT 00€3B0KEHHBIM NaySOy
Y CKOHIIEHTPUPOBaHBKI in vacuo. OCTaToK ObLT OUMIIEH MTOCPEICTBOM CUIIMKATEITBLHOM
koioHouHOM xpomaTtorpaduu (PE/EtOAc (V/V)=1:1) mis nmoaydeHus: HA3BaHHOI'O
XUMHUYECKOT'O COSJTMHEHUS B BUJIE CBETJIO-kKeNITOro Macia (280 mr; 48%). CIeKTpOCKOIMUECKHE

JIAHHbIE XUMUYECKOI'O COEAUHEHUS:
MS (ESL non. uon) m/z: 346,4 (M+1);
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"H.NMR (400 MTI'y, CDCl3): & 0,88-0,90 (m, 12H), 1,87-1,94 (m, 2H), 2,20 (s, 3H), 2,29 (s,
3H), 3,00-3,10 (m, 4H), 6,28 (s, 1H), 6,80-6,84 (m, 2H), 6,95 (t, 1U, J=12,9 I'n).

[00349] I1pumep 24

3-(4-(au-n-reKcunaMmHo)-3-propdeHun)-2,6-mumeTunnupumMuani-4(3H)-oaun

K
VAN 2 Vo
T_/‘JN N)—/)_—
0]
[00350] Iar 1) 2-¢pTop-N,N-au-n-rekcui-4-HUTPOaHUINH

K pactBopy 3.4-mudtopaurpobensona (1,59 r; 10 mmois) B DMSO (15 mit) 6pu1H
nobasnensl K,CO3 (3,04 1; 22 MMoOIIb) UM U-W-TeKcuitaMuH (2,04 r; 11 mmone). CMech

nojaep>kuBagach Harperoi 10 90°C B TeUeHUE CYTOK, 3aTeM OXJIAXkAEeHa /10 r't, pa3BeaeHa
BoJ10M (50 Mu1) M 3KcTpakTUpoBaHa nocpencrsom CH,Cl, (50 Mt x 3). KomOuHupoBaHHbIE

opraHuyeckue (asbl ObUIM BBICYIIEHBI Hal 00e3BOKEeHHBIM NaySO,4 U CKOHIEHTPUPOBAHBI

in vacuo. OcTaToK OB OUYMIIICH ITOCPEACTBOM CUIIMKATEILHOM KOJIOHOYHOM XpoMaTorpahuun
(PE/CH,Cl, (V/V)=10:1) mjist mojiy4eHUs HA3BAHHOT'O XMMHUYECKOTO COCIMHEHHUS B BUJIE

CBETJIO-kKeITOro macna (2,79 r; 86%).

[00351] Hlar 2) 2-¢pTop-N',N'-1u-n-rekcunbden3or-1,4-mmaMuH

K pactBopy 2-pTop-N,N-1u-n-rekcuin-4-uurpoanuivt (2,79 r; 8,64 mmoabs) B MeOH (50
MJ1) 6611 10o6aBieH katanuzatop Pd/C (0,28 r).

PeakumonHnas cmech nepemMenmBanach npu rt B atmochepe H, B TeueHue cyTok, u Obuia

npodunbTpoBaHa. GubTpaT OB CKOHIIEHTPUPOBAH in vacuo. OCcTaTOK OBbLIT OUMILICH
MTOCPEACTBOM CHIIMKAreIbHON KoJIoHOUHOM XpoMmaTtorpadun (PE/EtOAc (V/V)=10:1) nns
MOJIy4Y€HUSI HA3BAHHOTO XUMHUUECKOTO COEMHEHMS B BUE CBETIIO-kenToro macna (1,60 r;
63%).

[00352] Lar 3) 3-(4-(mu-n-rekcunamMuno)-3-propdennn)-2,6-mumeTuimupumuanH-4(3H)
-OIUH

K pactBopy 2-prop-N',N'-mu-n-rexcui 6enzoi-1,4-quamuna (0,58 ; 1,97 mmos) 8 CH,Cl,
(20 mut) 6BLT MeIJIEHHO J100aBJIeH TPUMETHUIATIOMUHMIN (9,9 Mi1, 19,8 MMOITb, 2 M B rentaHe)
npu rt. PeakironHas cMech repeMelmBaack mpu rt B reuenue 0,5 4, 3aTemM ObLT 100aBIeH
pactBop MeTui 3-aueTaMUHOKpoTOHAT (341 mr; 2,17 mmoinb) B CH,Cl, (5 min). Peakumonnast

CMECh ITEPEMEIINBAIIACH ITPU I't B TEUEHUE 3 JHEM, 3aTeM ObLIa Pe3KO OXJIAXKIEHA HACBIIIIEHHBIM
BopocoaepxkammM pactsopoM NH4Cl u sxcrpaktupoBana nocpencrsom CH,Cl, (100 Mt x
3). KomGunupoBanHble opranvueckue ¢pa3bl ObUIM BBICYIIEHBI HAJl 00€3B0KEHHBIM NaySOy
Y CKOHIIEHTPUPOBaHBKI in vacuo. OCcTaTok ObLI OUMIIEH TTOCPEICTBOM CUITMKATEITBHOM
kosioHo4HOM xpomartorpacduu (PE/EtOAc (V/V)=2:1) mjs moiayueHust HA3BaHHOTO
XUMHUYECKOT'O COSJTMHEHUS B BUJIE CBETIIO-keNToro Macia (500 mr; 63%). CieKTpOCKOIMUECKHE

ITAaHHBIE XUMAYECKOTO COSIUHEHHS:
MS (ESI, nmon. non) m/z: 402,3 (M+1);

'H-NMR (400 MTI'y, CDCl3): 6 0,89 (t, 6H, J=7,0 T'n), 1,31 (t, 12H, J=7,8 '), 1,55 (t, 4H,

J=7,2 T'n), 2,20 (s, 3H), 2,29 (s, 3H), 3,18-3,21 (m, 4H), 6,28 (s, 1H), 6,79-6,82 (m, 2H), 6,84-
6,92 (m, 1H),

[00353] ITpumep 25

2,6-mumeTi-3-(6-mopdonuHonmupuarH-3-uin) mupuMuuH-4(3H)-oquu
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[00354] Hlar 1) 4-(5-HUTPONIUPUTUH-2-UT)MOPPOTUH

Cwmech 2-xsop-S-autpornupuau (3,17 r; 20 mmois), Mmopdoius (2,00 r; 23 mmoitb) U EtzN
(2,43 1; 24 mmoib) B EtOAc (200 mi1) 6bUT1a MOABEPTHYTA BO3TOHKE C OOpaTHBIM
XOJIOJIUJIBHUKOM B TEUEHHE 3 4, 3aTeM OXJIAXKJIEeHa J10 rt, U mpombiTa Bogou (100 mu x 3).
Opranuueckas aza Obl1a BRICyIIEHa HaJl 00€3B0KeHHBIM Na,SOy4 U CKOHIIEHTPUPOBAHA in

vacuo JiJIsl TOJIyYeHUs] HA3BAaHHOTO XUMUYECKOT'O COE/IMHEHUS B BUJIE TBEPAOTO BEIIeCTBa
»)kentoro usera (3,89 r; 93%).

[00355] Ilar 2) 6-MmophOIUHOTTUPUANH-3-aMUH

K pactBopy 4-(5-autponupuans-2-ui) mopdoiux (3,89 r; 18,60 mmons) B THF (100 mur)
6bu1 106aBeH kataauzatop Pd/C (0,5 r). PeakumonHast cMech nepeMelmBaiach Ipu rt B
atMmocepe H, B TeueHue cyTok, u 6pu1a mpoduibTpoBaHa. GuibTpat ObLT CKOHIEHTPUPOBAH

in vacuo 1 HOoJy4eHHUs Ha3BaHHOTO XUMHYECKOT'O COEJIMHEHUS B BUJIE TBEPIOTO BEllleCTBA
KpacHo-kKopuuHeBoro nsera (3,30 r; 99%).

[00356] Llar 3) 2,6-aumeTrn-3-(6-mopdoauHOUPUIUH-3-11) U puMuauH-4(3H)-o1uH

K pactBopy 6-mopdomuonupuaun-3-amuna (1,79 r; 10 Mmmons) B8 CH,Cl, (100 M) ObLI
OCTOPOXHO T00aBjIeH TpuMeTuaamoMunuii (40 mi1, 40 mmonb, 1 M B renitane) B aTmMmocdepe
N,. Cmech nepeMemmBaiach npu rt B reuenue 30 MuH, 3atem ObLT 10OABIIEH PACTBOP METUI

3-aneramuHoKkpoToHAT (1,89 1; 12 mMons) B CH,Cl, (5 mun). Peakunonnas cmechb

IepeMeIIrBajIach MpH rt B TeUeHUe 6 U, 3aTeM OblIa pe3KO OXJIaXkJIeHA HACHIIICHHBIM
Bosocoaepxkammm pactBopom NH4Cl (100 mut). Opranuueckas ¢a3a Oblia BhICyIIEHA Ha

00e3B0XeHHBIM Na,SO4 ¥ CKOHIIEHTpUPOBaHa in vacuo. OCTaToK ObLT OUHUIIIEH

pexpucraum3sanuen u3 EtOAc 11s mojiydeHust Ha3BaHHOT'O XMMHUYECKOTO COSIMHEHUS B BUIE
TBEPAOrO BellecTBa OyeqHo-xentoro ngetra (1,11 r; 39%). CrieKTpoCKONMUUecKue TaHHbIe
XHMHUUYECKOT'O COCAUHEHUS:

MS (ESI, non. non) m/z: 287,2 (M+1);

'H-NMR (400 MTI'u, CDCl3): 6 2,22 (s, 3H), 2,30 (s, 3H), 3,54-3,60 (m, 4H), 3,83 (t, 4H, J=
49 I'm), 6,29 (s, 1H), 6,74 (d, 1H, J=8,8 '), 7,33 (dd, 1H, J1=2,1 I'uy, J2=8,8 I'y), 8,00 (d, 1H,
7=2,6 I'n).

[00357] ITpumep 26

3-(3-pTop-4-(4-runpokcururiepuavt- 1 -um)perun)-2,6-mumerunnupumuani-4(3H)-oaun

OO

[00358] Lar 1) 1-(2-¢pTop-4-HUTpODeHNIT) U PUANH-4-0JT

K pacrBopy nunepuaun-4-oma (11,11 r; 0,11 monb) u EtaN (12.14 1; 0.12 monb) B EtOAc
(500 mur) 6611 MOOaBIeH 1,2-mudTop-4-HUTPOoOEeH301 (15,91 T; 0,10 MOTTB). CMeECh
TepeMeIIMBaIach IMpHu rt B TeueHue 24 4, u 6bpu1a mpombiTa Bojioi (200 mit x 4). Opranudeckas
¢aza O6pUTa BBICYIIEHA HaJ 00e3B0KeHHBIM NaySO4 M CKOHIEHTPUPOBAHA in vacuo JJIst
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IMOJIYYEHUS] HA3BAHHOT'O XUMHUYECKOTO COCIMHEHUS B BUE OpaH)keBoro macia (19,35 r; 80%).
[00359] Lar 2) 1-(4-amuHO0-2-pTOopdeHn)munepuauH-4-01
K pactBopy 1-(2-¢pTop-4-HUTpOdheHun) nunepuauH-4-oia (2,67 r; 11 mmons) B MeOH (100
mJ1) 61T JoOaBieH kataauzatop Pd/C (1,00 r). PeakuronHnas cMech nepemMenmBaiach mpu rt
B atMocdepe H, B TeueHnue 6 4, 3ateM Obuia npodunbTpoBana. PuinbTpaT ObLT

CKOHLIEHTPUPOBAH in vacuo JijIsl oJy4ueHus HeoopadboTtaHHOro npoaykra (2,50 r) mis
cieayroIiero mara 6e3 gajJbHEHIIeH OUYUCTKH.

[00360] Iar 3) 3-(3-¢bTop-4-(4-ruapOKCUITUTIEPUIVH- | -1T)(heHIIT ) -2 ,6- TUME TUITITA PUMUIAH-
4(3H)-oaun

K pactBopy 1-(4-amuno-2-bropdenun)nunepunus-4-oi (1,68 t; 8,00 mmoins) in CH,Cl,
(20 m1) 6BIT OCTOPOXKHO TO0OABIIEH TPUMETHUIIATIOMUHMI (32 MJT, 64 MMOJTB, 2 M B renrtaHe)
B atMocepe N,. Cmech nepeMermBaiack Ipu rt B reueHue 30 MMH, 3aTeM ObUT J0OaBIIEH

pactBop meTun 3-aneramuHokporoHata (1,40 r; 8,90 monb) B CH,Cl, (5 min). Peakunonnas

CMECh TIepeMeIIMBaIach MpH rt eIe 5 4, 3aTeM Oblla Pe3KO OXJIaKIeHa HAChIIIEHHBIM
Bostocoaepxkamum pactBopom NH4Cl1 (100 mut). Opranuyeckas ¢a3a Oblia BbICyIIEHA HAT

00e3B0keHHBIM Na,SO4 ¥ CKOHIIEHTpUpPOBaHa in vacuo. OCTaToK ObLT OUHUIIICH

pexpuctamm3zanuen u3 EtOAc 11s moaydeHust HAa3BaHHOT'O XUMHUECKOTO COSIMHEHUS B BUIE
TBEPJIOT0 BelecTBa kenToro usera (1,25 r; 50%). CriekTpockonuieckue JaHHbIE XUMUUYECKOTO
COEIMHEHUS:

MS (ESI, non. non) m/z: 318,2 (M+1);

'H-NMR (400 MTI1, CDCly): & 1,74-1,77 (m, 2H), 2,02-2,05 (m, 2H), 2,18 (s, 3H), 2,29 (s,
3H), 2,85-2,99 (m, 2H), 3,36-3,48 (m, 2H), 3,84-3,92 (m, 1H), 6,28 (s, 1H), 6,90 (d, 1H, J=1,2
I'm), 7,05 (t, 1H, J=0,8 I'm).

[00361] ITpumep 27

3-(3-¢prop-4-((2-MophOMMHOITUIT)AMUHO ) PeHUN)-2,6-TuMeTUIIIUpuMUInH-4(3H)-otuu

OO

[00362] lar 1) 2-MmopdoIMHOAETOHUT PUIT
K B3Becu K,CO5 (6,50 15 47 Mmmoutb) u MmopdoimHa (3,75 r; 43 mmortb) B anetoHuTpuite (30

MJ1) ObLT 10OABJIEH OAHOM TTopuUel 2-6poMoaneToHuTpu (5,16 1; 43 MMOJIb) B 3aIIIUTHOMN
atMmocgepe N, B nensHol BaHHe. CMech epeMeIrBaiach Mpy rt B TeYeHHe 2 4, 3TeM Oblia

npodunsTpoBaHa. GunbTpaT ObLT CKOHIIEHTPUPOBAH in vacuo JJIs OJyYeHHUs] Ha3BaHHOTO
XUMHUYECKOTO COEIMHEHHUS B BUJIE TBEPAOrO BELIECTBA KeJITOro usera (5,41 r; 100%).

[00363] LLar 2) 2-Mop}oIMHOITAHAMUH

K o6e3Boxxernomy THF (35 M) 6611 1o6aBiieH oo mopuuett LiAlH4 (3.19 r; 84 MMoOITh)
B JiefsiHOM BaHHe. Cmech nepeMerntiBajiack pu 0°C B TeueHue 20 MUH, U IO KATUISAM ObLI
nobaBiieH pacTBop 2-MopdoarHoaneToHuTpuia (3,50 r; 28 Mmosb) B 06e3BoxkeHHOM THF
(10 mi). ITo oxkoHuaHMIO TOOABIIEHUS] CMECh ObLIA TOABEPTHYTA BOTOHKE C 0OPATHBIM
XOJIOAUIBHUKOM B TEUEHHUE 3 4, 3aTEM OXJIAXKIEHA 10 rt, pa3BeaeHa Boaou (20 M),
MpoUILTPOBAHA U CKOHIICHTPHUPOBAHA in vacuo IS TOJyYeHHUSI Ha3BaHHOT'O XUMHUECKOTO
CO€IMHEHMS B BUJE Maclia XenToro nuseta (2,62 r; 72%).

[00364] lIar 3) 2-¢pTop-N-(2-MOpPOIUHOITUI )-4-HUTPOAHUTIUH
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PactBop 2-mopdomunoranamu (0,90 r; 6,91 mmoins), 1,2-nudtop-4-uutrpodenson (1,10
r; 6,91 mmounp) u EtzN (1,40 r; 13,82 MmModib) B EtOAc (10 mi1) 61T TOABEPTHYTA BO3TOHKE C

00paTHBIM XOJOIMIHFHUKOM B aTMOc(epe N, B TeueHue 24 4, 3aTeM OXJIAXKACH 10 It U

CKOHIIEHTPUPOBAH in vacuo. OCTaTOK ObLT OUHMIIIEH TOCPEICTBOM CUJTUKATEIbHOM KOJTOHOYHOMN
xpomatorpaduu (PE/EtOAc (V/V)=4:1) myis moay4eHus] HA3BAaHHOTO XMMHUECKOT'O COSTUHEHUS
B BHUJIe MacJia xeartoro 1setra (1,57 r; 84%).

[00365] Ilar 4) 2-pTop-N'-(2-MopdoaruHOITUIT)OeH301- 1 ,4-TuaMuH

K pactBopy 2-pTop-N-(2-mopdommaosTrn)-4-aHutpoanuiaul (0,60 1; 2.23 mmois) B THF
(8,0 mu1) 6611 HOo6aBIeH kaTtanuzatop Pd/C (0,03 r). PeakuuoHnHas cMech nepeMenimBaiach
nipu rt B atMmocdepe H, B Teuenue cyTok, 3aTeM Obu1a podunbTpoBaHa. OunbTpat ObLT

CKOHIIEHTPUPOBAH in vacuo JJIsl OJIy4YeHUs] HA3BAHHOT'O XMMHUYECKOTO COCIMHEHHS B BUJIE
macia xkenroro nsera (0,50 r; 94%).

[00366] LL1ar 5) 3-(3-bTop-4-((2-MOPHOIMHOITUIT ) aMUHO )(hEeHIUIT)-2,6- TMME TUIITTAPUMUTUH-
4(3H)-oaun

K pactBopy 2-¢prop-N'-(2-MopdonrHOoITHIT)0eH30I1- 1 ,4-muamuH (0.50 r; 2.09 MMOJIB) B
CH,Cl, (20 my1) 61T MEUIEHHO T00aBJIEH TPUMETHIIATIOMUHUH (3,2 M1, 6,40 MMOJTb, 2 M B

ToJyoJie) mpu rt. PeakipionHast cMech nepemermBaiach npu rt B redenue 0,5 4, 3aTem ObL1
nobaBiieH pacTBop MeTui 3-anieTaMuHokpoTonarta (0,65 r; 4,13 mmors) B CH,Cl, (5 mi).
PeakumonHas cMech nepemermBaiach Mpu rt B TeyeHue 36 4, 3aTeM OblIa Pe3KOo OXJIaxAeHa
HACBILIEHHBIM BojiocoiepkaliuM pactBopoM NH,Cl 1 aKCTpakTUpOBaHa MOCPEACTBOM

CH,Cl, (100 mi x 3). KoMOuHrupoBaHHbIE OpraHndeckue (pa3bl ObUIM BHICYIIIEHBI HAJT
006e3B0keHHBIM Na,SOy4 ¥ CKOHIIEHTPUPOBAHBI in vacuo. OCTaTOK ObLT OUUIIIEH TOCPEICTBOM

CUIIMKAareIbHOM KojoHouHOM xpomaTtorpaduu (EtOAc/MeOH (V/V)=30: 1) nis moaydeHus
HAa3BAHHOTO XMMUYECKOTO COEIMHEHHUS B BUE TBepIoro BemecTBa oenoro usera (0,50 r;
24%). CIeKTpOCKOIIMYECKHUE JaHHbBIE XUMUUECKOT'O COSTMHEHUSI:

MS (ESI, noin. non) m/z: 347,2 (M+1);

"H.NMR (400 MTI'y, CDCl3): 6 2,08 (s, 3H), 2,18 (m, 3H), 2,43 (s, 4H), 2,57 (s, 2H), 3,25
(m, 2H), 3,58 (t, 4H, J=4,32 I'm), 5,52 (s, 1H), 6,20 (s, 1H), 6,79-6,83 (m, 1H), 6,91-6,93 (m,
1H), 7,08-7,12 (m, 1H).

[00367] ITpumep 28

3-(3-pTop-4-(MeTun(2-MophOIUHOITUIT)aMUHO )heHUT )-2,6-TuMeTUuIIUpuMu 1uH-4(3H)-
OJIUH

F
| =N
'/\ N /\/ N@'N
o /
o)
K B3Becu 3-(3-dprop-4-((2-mopdomHo3 i) aMuHo ) peHnm)-2,6- muMe TuampuMuauH-4(3H)
-oauH (0,24 r; 0,69 mmonb) u K,CO5 (0,48 1; 3,47 Mmoutb) B atleToHUTpUIIE (15 M) ObLT

nob6asied CHsl (0,30 1; 2,11 Mmoutb). CMech epeMelMBaiach Ipu rt B TeueHue 36 4, 3aTemMm

ObLTa TPpOPUITIBTPOBAaHA U CKOHIIGHTPUPOBaHa in vacuo. OCTaTOK OBLII OYMIIIEH TOCPEICTBOM
CUIIMKATeIbHOM KoJToHOouHOM xpoMmaTorpaduu (EtOAc/MeOH (V/V)=50:1) ayist moaydeHus
HAa3BAHHOTO XMMUYECKOTO COEJIMHEHUSI B BUJIE TBEPIOTO BellecTBa Oenoro useta (50 Mr;
20%). CIeKTpOCKOIIMYECKHUEe JaHHbIE XUMUUECKOT'O COSTMHEHUSI:

MS (ESI, mon. non) m/z: 361,2 (M+1);
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"H.NMR (400 MI'y, CDCl3): 6 1,26 (s, 3H), 2,16 (s, 3H), 2,26 (s, 3H), 2,62 (m, 4H), 3,48
(m, 2H), 3,69-3,74 (m, 2H), 4,00 (m, 4H), 6,17 (s, 1H), 6,755-6,84 (m, 2H), 7,03 (m, 1H).

[00368] ITpumep 29

3-(2-x510p-4-((2-MopHOIMHOITUIT)aMUHO ) peHUT)-2,6-TuMe TUITU puMuIuH-4(3H)-o1uH

o]

H =N
(" N/\/NO*N)_/);
o)
o]

[00369] Llar 1) 3-x10p-N-(2-MOop)OITMHOITHI )-4-HUTPOAHUITMH

B3Bech 2-MopdonmHosTanamuH (5,34 1; 41 MMOITB), 2,4-nuxnop-1-aHuTpoden3on (7,87 r;
41 mmoab) u CS2CO3 (26,73 1; 82 MMoJIb) B anleTOHUTPpUI (100 Mi1) ObLTA TTOABEPrHYTA
BO3IOHKE C 0OPAaTHBIM XOJIOAWIBHUKOM B TeueHue 6 u B atMmocdepe N,, 3aTeM oxytaxaeHa

10 rt, MPOUILTPOBAHA U CKOHIEHTPUPOBaHa in vacuo. OcTaTok OBLI OUUILIEH TOCPEACTBOM
CUJIMKareIbHOM KojoHouHo# xpoMmaTtorpaduu (PE/EtOAc (V/V)=4:1) nnis noiydeHus
HA3BAHHOT'O XUMHUYECKOTO COCIMHEHUS B BUE TBEPAOIO BEIIECTBA KeITOro usera (5,90 r;
50%).

[00370] lar 2) 3-x10op-N'-(2-MmopdomHodTHI)6eH3011-1,4-TMaMUH

K pactBopy 3-x110p-N-(2-MopdommHoaTHI)-4-HuTpoarnuind (3.50 T; 12.25 mmorb) B EtOAc
(60 mut) OB MOOaBeH katanuzaTtop Pd/C (0,73 r). PeakumoHHasi cMech epeMeninBaiach B
TeyeHue rt B atmocdepe H, B TeueHue cyTok, 3atem Obl1a mpoduiabTpoBana. GuiabTpaT ObLT

CKOHIICHTPUPOBAH in vacuo JJIS OJIyYeHHUS] HeoOpaObOoTaHHOTO MPOAYKTA IS CIIEYIOIIETO
mara 0e3 JaabHEHIIeH OYHUCTKU.

[00371] Lar 3) 3-(3-bTop-4-((2-MOPHOIMHOITHUIT ) aMUHO )(hEeHIUIT)-2,6- TMME TUIITTAPUMUTUH-
4(3H)-oaun

K pactBopy 3-x5op-N'-(2-mopdonunoaTuin)oen3oi-1,4-nuamun (0,70 3 1,93 MMoIIb) B
CH,Cl, (20 my1) 61T MEUIEHHO T00aBJIEH TPUMETHIIATIOMUHIH (6,8 M1, 13,6 MMOJTb, 2 M B

ToJyoJie) mpu rt. PeakioHnHast cMech repemMermBaiach npu rt B reueHue 0,5 4, 3aTemM ObLT
nobaBiieH pacTBop MeTul 3-aneraMUHOKpoToHAT (0,43 1; 2,74 mmonb) B CH,Cl, (5 mi).

PeaxionHasi cMech iepeMeNmBaIach Mmpu rt erie 72 4, 3aTeM ObliTa pe3KO OXJIaXkIeHa
HACBIIIEHHBIM Boj1ocoiepkaiuM pactBopoM NH,Cl 1 saKCTpakTUpOBaHa MOCPEIACTBOM

CH,Cl, (50 mit x 3). KomOGuHMpOoBaHHbIe OpraHudeckue (a3bl ObLUIA BBICYIIIEHBI HAT
00e3B0keHHBIM Na,SOy4 ¥ CKOHIIEHTPUPOBAHHI in vacuo. OCTaTOK ObLT OUHUIIIEH TOCPEICTBOM

CUJIMKarebHoM KojioHouHot xpoMmaTtorpadun (EtOAc/MeOH (V/V)=30:1) ns nonayueHus
HA3BAHHOT'O XUMHUYECKOTO COCIMHEHMS B BUJIE TBEPIOTO BEIECTBA KeITOBATOrO 1BeTa (0,33
T; 47%). CIeKTPOCKOIMYECKHUE JaHHBIE XUMUUYECKOT'O COCTUHEHMS:

MS (ESI, nmon. non) m/z: 363,1 (M+1);

'H-NMR (400 MTI'y, CDCly): 6 2,17 (s, 3H), 2,33 (s, 3H), 2,42-2,43 (m, 4H), 2,50-2,64 (m,

2H), 3,09-3,13 (m, 2H), 3,59-3,63 (m, 4H), 4,55-4,57 (t, 1H), 6,32 (s, 1H), 6,76-6,81 (m, 1H),
6,80-6,81 (m, 1H), 6,89-6,91 (m, 1H).
[00372] ITpumep 30
3-(3-drop-4-((3-mopdhoauHOIIPONHIT)aMUHO )PeHMIT)-2,6- TMMEe T PpUMUIUH-4(3 H)-omuH
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[00373] Llar 1)4-(3-xaoprponuia)MopdoauH

K B3Becu 1-0pomo-3-xnopnponana (0,79 r; 5,00 mmonb) u K,CO5 (1,38 1; 10,00 MMOIIB)
B EtOAc (20 mu1) OB1T 110 KarwissMm 100aBjieH pactBop mopdonuaa (0,44 r; 5,05 MMOJIB) B
EtOAc (20 M) ipu rt B atmocdepe N,. CMech nepeMenmBaiach Mpu rt B Te4eHUe CyTOK,

3aTeM OblIa MPOPUILTPOBAHA U CKOHIIECHTPUPOBAHA in vacuo JjIs MOJTy4YeHus
HEe0OpabOTAHHOTO MPOYKTA ISl CJASAYIONIEro Iara 0e3 JajbHEeHIIel OUUCTKH.

[00374] Lar 2) 2-¢pTop-N-(3-MophoIMHOTTPOTTNIT)-4-HUTPOAHUINH

K B3Becu 4-(3-xmopnponui) mopdomuna (1,64 r; 10 mmois) 1 K,CO3 (4,14 15 30 MMOJIIB)

B anieToHuTpuIe (20 M) ObLT 10 KarisiM 1o6aBiieH 2-pTop-4-HuTpoanuiui (1,56 r; 10 MMOJIB).
Cwmech mepeMenBanach Ipu rt B TeueHue 24 4, 3ateM Obl1a MpogriIbTpoBaHa U
CKOHIIEHTpUpPOBaHa in vacuo. OCTaToK ObLT OUHMIIEH OCPEICTBOM CUIIMKATEIbHOM
kosioHouHOM xpomartorpacduu (PE/EtOAc (V/V)=1:1) mis moayueHuss HA3BaHHOTO
XHMHUYECKOT'O COSAMHEHHS B BUAEC Macna »ejiToro usera (1,78 r; 63%).

[00375] lar 3) 2-pTop-N'-(3-MmopdoauHonponun)oeH30i-1,4-mmaMuH

K pactBopy 2-dTop-N-(3-Mmopdomunonpommi)-4-uurpoanunvna (1,78 r; 6,28 MMoIIb) B
nepeMernraHHbIX pacTBopax EtOAc (15 mur) 1 MeOH (15 mi) 6b11 106aBIIeH KaTaIM3aTop
Pd/C (0,30 r). PeakunoHHasi cMech IiepeMeIMBaIach B TeueHue rt B atmocepe H, B Teuenue

2 4, 3aTeM Obu1a TpoduIbTpoBaHa. UILTPAT OBLII CKOHIIEHTPUPOBAH in vacuo IS TOTyIeHUS
HeoOpaOOTAaHHOTO MIPOAYKTA JJIs CAEAYIOIEro mara 6e3 gaabHerIeil OUuCTKY.

[00376] Llar 4) 3-(3-pTop-4-((3-MOPGHOIUHOIIPOITHI)aMUHO )PeHUT)-2,6-
JIUMeTUImUpuMuInH-4(3H)-onnn

K pacrBopy 2-¢pTop-N'-(3-MopdoauHonponuia)oeH3oi-1,4-quamuna (1,60 r; 6,23 MMOJITb)
B CH,Cl, (30 mu1) 6611 MeJIEHHO 100aBIIEH TPUMETUIIATIOMUHNM (22 MJT, 44 MMOJTb, 2 M B
TOJIyoJie) pu rt. PeakimoHHasi cMech nepeMermBaiach npu rt B reueHue 0,5 4, 3aTeM ObLT
nobaBiieH pacTBOp MeTul 3-aneraMuHokpoToHaTta (1,98 1; 12,59 mmons) B CH,Cl, (10 mo).

PeaxironHas cMech nepeMenMBanach B TEUEHHUE I't B TEUEHUE CYTOK, 3aTeM ObL1a PE3KO
OXJIaX/IeHA HACBIIIEHHBIM Bojiocoaepxkamm pactBopoM NH,Cl 1 skcTpakTupoBaHa

nocpeactBom CH,Cl, (50 Mt x 3). KoMOMHMpOBaHHBIE OpraHuuecKue (pa3bl ObLIN BBICYIICHBI
HaJ 00e3B0keHHBIM NapSO,4 M CKOHIEHTPUPOBAHBI in vacuo. OCTaToOK ObUI OUYMIIEH

MMOCPEACTBOM CHIIMKAreIbHON KoJIoHOUHOM XpomaTtorpadun (PE/EtOAc (V/V)=2:1) nns
MOJIyYEHUsI HA3BAHHOTO XMMUYECKOTO COEIMHEHHUSI B BUJIE TBEPIOTO BEIIECTBA OJIeTHO-
skenroro nsera (0,60 r; 27%).

CriekTpocKoInuuecKkue JaHHble XuMuueckoro coequnenusi: MS (ESI, mos. uon) m/z: 361,2
(M+1);

"H-NMR (400 MTI'y, CDCl3): & 1,85-1,88 (m, 2H), 2,21 (s, 3H), 2,29 (s, 3H), 2,49 (m, 4H),

2,53-2,56 (t, 2H), 3,20-3,31 (m, 2H), 3,75-3,77 (t, 4H), 6,28 (s, 1H), 6,70-6,74 (t, 1H), 6,81-6,84
(m, 2H).
[00377] I1pumep 31
3-(3-bTop-4-((4-mopdonmHOOYyTHIT)aMUHO ) peHUNT)-2,6-TuMeTUITUpuMuIuH-4(3H)-o1un
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[00378] ILar 1) 4-mopdoIMHOOYTAHHUTPUIT
K B3Becu K,COj5 (8,28 1; 60 Mmoutb) 1 MopdonmHa (4,35 r; 50 MMmoitp) B aneToHUTprIte (50

MJT) OBLJT ITO KaIwIssM JT00aBiieH 4-0pomoOyTuporuTpui (7,40 r; S0 MMOJIB) TIpH rt B aTMOChepe
N,. Cmech nepeMenmBaiach pu rt B TeueHue 6 4, Obuia npoduiIbTpoBaHa U

CKOHIIEHTPUPOBAHA in vacuo JJIsi HOJy4YEHHs HA3BaHHOTO XUMHUUECKOTO coeuHenust (7,26 T;
94.2%).

[00379] Llar 2) 4-mopdonuHoOyTaH-1-aMUH

K o6e3Boxxennomy THF (70 mut) 6611 mo6aBiieH oanoit nopiuert LiAIH4; (5,37 1; 142
Mmoub)n. CMech nepemenuBanach npu 0°C B TeueHue 20 MUH, Y IO KaruIsiM ObLT JOOaBJIeH
pacTtBop 4-MmopdomuHoOyTaHHUTpUaa (7,26 T; 47 MMoITh) B 00e3BokeHHOM THF (40 mu). ITo
OKOHYAHUIO JOOABJIEHUS CMECh ObLjIa MOJIBEPrHYTA BO3TOHKE C OOPATHBIM XOJIOIUIBHUKOM
B TeueHue 4 4, 3aTeM oxjaaxaeHa 10 0°C, pa3seaeHa Bogoi (20 Mi1) u mpouibTpoBaHa.
@OubTpaT OBUT CKOHLIEHTPUPOBAH in vacuo IS MOJIy4eHUs HeoOpaOOTaHHOTO MPOYKTA
JUTS CIIEAYIOIIEero mara 6e3 JajabHenIel OUuCTKY.

[00380] ILar 3) 2-¢pTop-N-(4-MophOMMHOOYTHIT)-4-HUTPOAHUIIUH

B3Becw 4-mopdomuoOyTan-1-amus (0,63 1; 4,00 MMOIIB), 1,2-mudTOp-4-HUTPOOESH30T
(0,64 r; 4,00 Mmmoub) u K,CO3 (1,10 r; 8,00 MMoub) B aneToHuTpuiie (20 Mi1) HepeMEIMBaIaCh

npu rt B TeueHue 19 4 B atmocdepe N,, 3aTeM Obuia npodunbrpoBana. PuiibTpaT ObLT

CKOHILIEHTPUPOBAH in vacuo JijIs MOJy4eHus HeoOpabOoTaHHOTO MPOYKTA JIJIs CIIeIYIOLIEro
mara 6e3 1aJIbHeNIIe OYUCTKH.

[00381] Ilar 4) 2-pTop-N'-(4-MopdoauHOOyTHIT)OeH30I1-1,4-TMaMUH

K pactBopy 2-¢prop-N-(4-mopdonruoOyTri)-4-uutpoanumut (1,19 r; 4,00 MMOJIb) B
nepememiaHHbIX pactBopax EtOAc (20 M) u MeOH (20 M) Ob11 106aBIIeH KaTaIM3aTOP
Pd/C (0,30 r). PeakuponHasi cMech niepeMelmBaiachk B TeueHue rt B atmochepe H, B TeueHue

2 4, 3aTeM Obl1a mpodunbTpoBaHa. @UIBTPAT OBUT CKOHLIEHTPUPOBAH in vacuo. OcTaTok
OBLT OYUIICH ITOCPEACTBOM CHUIIMKATeIbHOM KOJIOHOUHOM XpomaTtorpaduu (EtOAc/MeOH
(V/V)=10:1) njist mosry4eHUst HA3BAHHOT'O XMMHUYECKOT'0 COC/IMHEHUS B BUJIE TBEPIOTO BEILIECTBA
6emoro useta (1,07 r; 100%).

[00382] Lar 5) 3-(3-pTop-4-((4-MophoIMHOO Y THIT)aMHHO )peHuUIT)-2,6- TAME TUITITUPUMUIAH-
4(3H)-oaun

K pactBopy 2-¢ptop-N'-(4-mopdonmHoOyTHI)0eH30:1-1,4-muamuH (1,07 T; 4,00 MMOJIB) B
CH,Cl, (30 mu1) 6611 MeUIEHHO 100aBJIeH TpUMeTHIaTtoMunui (14 mi, 28 Mmoiib, 2 M B
TOJIyoJie) pH rt. PeakiimoHnHas cMech rmepeMenmBaiach npu rt B reuerue 0,5 4, 3aTeM ObLT
nmo0aBiieH pacTBop MeTu 3-aneramuHokpoTtonata (1,30 ; 8,27 mmonb) B CH,Cl, (5 mo).

PeakumonHas cMech mepeMenmBaach Mpu rt B TEYEHUE CYTOK, 3aT€M ObLIIa PE3KO OXJIaXIeHa
HACBILIEHHBIM Bojiocoepkaium pactBopoM NH,Cl 1 aKCTpakTUpOBaHa MOCPEACTBOM

CH,Cl, (50 mit x 3). KomOGuHMpOoBaHHbIe OpraHruyeckue ¢a3bl ObLUIA BHICYIIIEHBI HAT
006e3B0keHHBIM NaySOy4 M CKOHIIEHTPUPOBAHBI in vacuo. OCTaTOK ObLT OUUIIEH TOCPEICTBOM

CUJIMKareIbHOM KojoHouHo# xpoMmatorpaduu (PE/EtOAc (V/V)=2:1) ans nojaydeHus
HA3BAHHOT'O XMMHUYECKOT'O COCIMHEHMS B BUJIE TBEPIOTO BEILIECTBA XKeJITOBATOTO 1BeTa (0,26
r; 17%). CIeKTpOCKONMYECKUE JAHHBIE XUMUUYECKOTO COSTUHEHMUSI:
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MS (ESI, non, non) m/z: 375,2 (M+1);

"H.NMR (400 MTI'y, CDCl3): 8 1,63-1,74 (m, 4H), 2,20 (s, 3H), 2,29 (s, 3H), 2,39-2,43 (t,
2H), 2,47 (t,4H), 3,19-3,22 (m, 2H), 3,73-3,75 (t, 4H), 6,28 (s, 1H), 6,72-6,76 (t, 1H), 6,81-6,83
(d, 2H).

[00383] ITpumep 32

3-(4-(6uc(2-TPOITOKCUATUI)aMHUHO)-3-TopdeHnn)-2,6-mumeTuanupuMuani-4(3H)-oaun

0 R
/_/N N M—
¢ 3
[00384] ILIar 1) TpeT-OyTrn 6uc(2-TuaIpoOKCUITUI)KapOaMaT

K pactBopy 2,2'-azanenuunaustanona (4,21 r; 40 MMmoiib) B aueToHUTpHIIe (50 MJ1) OBLT
nobasien pactBop BOC20 (9,60 r; 44 mmorb) B aneToHuTpuiie (50 mit) B atmocdepe No.

PeaknuonHasi cmech nepemMenmBaiach Mpu rt B Te4eHue 3,5 4, 1 CKOHIEHTPUPOBaHa in vacuo
JUTS TIOJTyY€HHUsI HAa3BAaHHOTO XMMHUYECKOTO COe/IMHEHUsI B BUJIe OeciiBeTHOro Macna (8,20 r;
100%).

[00385] Llar 2) TpeT-OyTui 6uc(2-mponokcusaTuii)kapdbamar

K pactBopy Tpet-OyTui ouc(2-ruapoxrcuatui)kapoamarta (8,20 r; 40 MMOJIb) B TeKCaHe
(30 M) 6611 no6aBneH pacteop NaOH (8,00 r; 200 mmoib) B Bojie (30 M), 1-OpomonponaH
(9,84 1; 80 Mmmoitb) 1 TBAB (1,00 1) B atmocdepe N,. Peakumonnas cMech Oblj1a MOBEPrHYTA

BO3TOHKE C 0OPATHBIM XOJIOJMIBHUKOM B TEUEHHUE CYTOK, 3aTeM OXJIaXKJIeHa JO rt U BjIua B
CH,Cl, (100 mut). Opranuueckas ¢aza 6si1a mpombita Bojaou (100 mit x 3), BeICYIIIEHA HAJT

00e3B0XeHHBIM Na,SO,4 M CKOHIIEHTpUpPOBaHa in vacuo. OcTaTok ObLJT OUHUIIIEH TOCPEICTBOM

CUJIMKareIbHOM KojoHouHo# xpoMmaTtorpadun (PE/EtOAc (V/V)=4:1) nns noaydeHus
Ha3BaHHOT'O XUMHUYECKOTO COeIUHEHUS B BUE OecuBeTHOrO Macia (1,78 r; 15%).

[00386] lar 3) 6uc(2-MpONMOKCUITUIT)aMUH

K pactBopy HCI B EtOAc (15 M1, 30 Mmouts, 2 M) Ob1T 10OaBIIEH TpeT-0yTHIT Oac(2-
nponokcudTHin)kapoamar (1,78 r; 6,15 mmorb). PeakionHast cMech repeMenmBaiach mpu
rt B T€UYCHUE CYTOK, 3aTeM Obljla CKOHIIEHTPUPOBAHA in vacuo JJIs TOJyYeHHUS] Ha3BaHHOTO
XUMHMYECKOTO COSIMHEHMS B BUE OeciBeTHOro maciaa (1,16 r; 100%).

[00387] Ilar 4) 2-pTop-4-HUTp0o-N,N-O1C(2-TTPOMOKCUETUIT)aHUITUH

K pactBopy 1,2-mudtop-4-Hutpodensona (2,94 r; 18,45 mmonb) B DMF (30 mut) 6bUTH 11pU
nepemermuBanuu noo6asnenbl EGN (3,11 r; 30,75 MModib) 1 Guc(2-nponokcustuin)amuH (1,16

r; 6,15 MMOJIB).
Peaknuonnas cmech HarpeBanach 10 90°C B Teu€HHUE CYTOK, 3aTEM OXJIaXKIeHa 10 It U
6buta Bauta B CH,Cl, (100 Mor). Opranuueckas aza 6pu1a mpombita Bogoi (100 mi x 3),

BBbICYIIIEHA HaJ1 00e3B0KeHHbIM Na,SO,4 M CKOHUEHTPpUPOBaHa in vacuo. OCTaTOK ObUT OUMILIEH

MTOCPEACTBOM CHITMKAreIbHOM KOJIOHOUHOM XpoMmaTtorpadun (PE/EtOAc (V/V)=10:1) nns
MOJIYYEHHUSI HA3BAaHHOTO XMMHUYECKOTO COSMHEHHUS B BUE Maciia kenroro nseta (1,47 r;
73%).

[00388] lar 5) 2-pTop-N',N'-61c(2-mpOonOKCUITHI)OeH30I1- 1 ,4-TMaMUH

K pactBopy 2-dTop-4-uutpo-N,N 6uc(2-nmponokcustui) anuivH (1,47 r; 4,48 MMOJIb) B
MeOH (50 m) 6511 06aBneH katamuzatop Pd/C (0,15 r). PeakuuronHnas cmech
nepemMermBaach npu rt B atmocgepe H, B TeueHue cyTok, 3ateM Oblia MpouiabTpoBaHa.

@uIbTpaT OBUT CKOHIEHTPUPOBAH in vacuo. OCTaTOK OBbLT OUYMIIIEH TOCPEACTBOM
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CUJIMKareabHoU KojioHouHow xpomaTtorpadun (PE/EtOAc (V/V)=4:1) miis morydeHus
HA3BAaHHOT'O XMMHUUYECKOTO COEAUHEHUS B BUE yepHoBaToro Macna (0,50 r; 34%).

[00389] Iar 6) 3-(4-(6uc(2-MPOMOKCUATHIT)aMUHO )-3-(hTopdeHuIT)-2,6- TUME TUIITTUPUMUINH-
4(3H)-omun

K pactBopy 2-dp1op-N',N'-6uc(2-niponokcustui)0eH3oi-1,4-quamun (0,50 r; 1,68 MMOJIB)
B CH,Cl, (10 mu1) 6611 MeyIeHHO 100aBiieH TpuMeTHIatoMmunuit (3,4 mi, 6,8 MMoiib, 2 M B

Tojryose). PeaknyoHnHas cMech IepeMelBaiach npu rt B TeueHue 0,5 4, 3aTeM ObLT J0OaBICH
pactBop MeTu 3-aneramuHokpoToHara (0,32 r; 2,02 mmons) B CH,Cl, (2 mi). Peakunonnas

CMecCh IepeMeIlIMBaIach MpH rt B TeueHue 72 4, 3aTeM ObLIa pe3KO OXJIaXK/IeHA HACHIIIIEHHBIM
Bogocoaepxamum pactsopom NH,CI v skctpaktupoBana nocpeacrsom CH,Cl, (50 Mt x

3). KomGunupoBanHbie opranrueckue ¢pa3bl ObLUIMA BBICYIIEHBI HAJT 00€3B0OKeHHBIM Na,SOy

Y CKOHIIGHTPUPOBAHBKI in vacuo. OcTaToK ObLT OUMIIEH TTOCPEICTBOM CUITMKATEITBLHOM
kosoHouHOM xpomaTtorpacduu (PE/EtOAc (V/V)=2:1) mis moayueHus HA3BaHHOTO
XMUMMUYECKOTO COeIMHEHUS B BUJIE CBETIO-kenToro macia (0,53 r; 78%). CeKTpOCKOIUYECKHE
JaHHbIe XUMUYECKOTO COSAUHEHUS:

MS (ESI, non. non) m/z: 406,2 (M+1);

"H-NMR (400 MTI'u, DMSO-dg): 6 0,83 (t, 6H, J=7,4 '), 1,42-1,51 (m, 4H), 2,38 (t, 3H, J=
4,4 T'n), 2,50-2,51 (m, 3H), 3,32 (t, 4H, J=6,5 I'n), 3,50-3,54 (m, 8 H), 6,53 (s, 1H), 7,07-7,09
(m, 1H), 7,15 (t, 1H, J=9,2 T'y), 7,20-7,24 (m, 1H).

[00390] ITpumep 33

3-(3-prop-4-(rekcrmaMuHO )peHw)-2,6-TuMe THIpuMuanH-4(3H)-oquH

F
N )=
NN N)__/)—
o)
[00391] Hlar 1) 2-pop-N-rekcuin-4-HUTpOAHUIUH

K pactBopy 3,4-mudpTopaurpobdbensona (3,18 r; 20 mmoirs) B EtOAc (50 M) ObutH
nob6asnens! Et;N (2,43 r; 24 MMob) U rekcas-1-amuH (2,02 r; 20 Mmodb). Peakuronnas

cMechObLIa TOABEPrHYTA BO3TOHKE C OOPATHBIM XOJIOIUIBHUKOM B T€YEHUE CYTOK, 3aTEM
OXJIQXK/IEHA JI0 I't U CKOHIIEHTPUPOBAHA in vacuo IS MOJIyYeHUs] HA3BAaHHOT'O XUMUYECKOTO
COEIMHEHMS B BUE Maciia xxentoro nusera (4,37 r; 91%).

[00392] lar 2) 2-pTop-N'-rekcunden3o-1,4-nuaMmuH

K pactBopy 2-dTop-N-rekcuin-4-uutrpoanununa (4,37 r; 18,2 mmons) B MeOH (50 mur)
6bu1 106aBieH katanuzatop Pd/C (0,50 r). PeakupionHast cMech nepeMeInBaiach Mpu rt B
atmocdepe H, B Teuenue cytok. Cmech Obl1a MpoduIbTpOBaHa, U GUIHTPAT OBLIT

CKOHIIEHTPUPOBaH in vacuo. OcTaTOK ObLT OUHMIIIEH ITOCPEICTBOM CUITUKATEIIBHOM KOJIOHOYHON
xpomatorpaduu (PE/EtOAc (V/V)=4:1) niis moay4eHns Ha3BaHHOTO XUMHUECKOTO COSTUHEHUS
B BUJIE YepHOBaToro macna (3,36 r; 88%).

[00393] [Iar 3) 3-(3-pTop-4-(rekcunamMuno)dpeHnn)-2,6-qumeTiimpumMuana-4(3H)-oaux

K pactBopy 2-¢prop-N'-rekcunoensoi-1,4-nuamuna (3,36 r; 16 mmoins) B CH,Cl, (20 M)
ObLT MeUIeHHO J00aBieH TpuMeTunaaoMuuuii (40 mit, 80 Mmosb, 2 M B Tomnyore). CMmech
IepeMeImBaach mpu rt B reuenue 0,5 4, 3aTemM ObLT T0OABJICH PACTBOP METHIT 3-
aneramuHokportoHara (3,02 r; 19,2 mmons) B CH,Cl, (5 min). Peakumonnas cmech

repeMeIIMBalIach Mpu rt B TeUeHue 72 4, 3aTeM ObljIa pe3KO OXJIaXkAeHA HACKHIIIIEHHBIM
Bopocoaepxammm pactsopom NH,CI u akcrpaktupoBana nocpeacrsom CH,Cl, (150 mor x
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3). KomGuHupoBanHbie opranrueckue ¢pa3bl ObUIA TPOMBITHI HACBIIIIEHHBIM PACTBOPOM,
BBICYIIEHBI HaJ1 00€3BOXEHHBIM NaySO4 M CKOHIEHTPUPOBAHBI in vacuo. OcTaToK ObLT OUMILIEH

MTOCPEACTBOM CHITMKAreIbHON KOJIOHOUHOM XpomaTtorpadun (PE/EtOAc (V/V)=4:1) nns
MOJIy4Y€HUSI HA3BAHHOTO XUMHUYECKOTO COEAMHEHMS B BUIE CBETJIO-kKenToro macna (1,57 r;
31%). CneKTpOCKOIUYECKUE TAHHBIE XUMUUECKOTO COEIMHEHUS:

MS (ESI, non. non) m/z: 318,2 (M+1);

"H.NMR (400 MI'u, MeOD): 6 0,92 (t, 3H, J=7,0 T'm), 1,17 (t, 1H, J=7,1 '), 1,35-1,37 (m,
4H), 1,63-1,70 (m, 2H), 2,45 (s, 3H), 2,49 (s, 3H), 3,22 (t, 2H, J=7,2 I'r)), 3,30-3,31 (m, 3H),
3,58-3,63 (m, 1H), 6,54 (s, 1H), 6,89 (t, 1H, J=8,7 I'ry), 7,00-7,07 (m, 2H).

[00394] ITpumep 34

3-(4-((3-3TOKCUIPOITUIT)aMUHO )-3-hTopdheHun)-2,6-rumeTuamupuMuanH-4(3H)-oqun

F
\/0\/\/}"’}@_@_
o]
[00395] ar 1) N-(3-3Tokcunponui)-2-pop-4-HUTPOAHUTIUH

K pacrBopy 3.4-mudtopaurpobensona (6,36 r; 40 mmoib) B EtOAc (60 M) ObLn
nob6asiens! Et;N (12,14 ; 120 MM0OIb) M 3-3TOKCUIIpONIaH-1-amuH (4,54 1; 44 MMOJIB).

PeaknronHnast cMech Oblia MOABEPTHYTA BO3TOHKE C OOPATHBIM XOJIOAWILHUKOM B TEUCHHUE
CYTOK, 3aT€M OXJIaXXJEHa /10 rt U CKOHUEHTPUPOBAHA in vacuo JIs TOJIyUYeHUs] HA3BaHHOT'O
XHMUYECKOT'O COCAUHEHHS B BUEC Macia »eJIToro usera (8,68 r; 90%).

[00396] ILar 2) N'-(3-3Tokcurnponui)-2-pTopoeH30i1- 1,4-muaMux

K pacrBopy N-(3-3Tokcunponui)-2-hrop-4-Hutpoanunuaa (8,68 r; 36 mmoins) B MeOH
(50 mur) 6611 HOOaBIeH katanuzatop Pd/C (0,87 r). PeakuyoHHasi cMech IiepeMelMBajach
nipu rt B atMmocdepe H, B Teuenue cytok. Cmech O6bu1a MpouIIbTpOBaHa, U GUIBTPAT ObLIT

CKOHIIEHTPUPOBaH in vacuo. OCTaTOK OBLT OUHMIIICH ITOCPEICTBOM CUITUKATEIIBHOM KOJJOHOYHON
xpomatorpaduu (PE/EtOAc (V/V)=1:1) ai1s mojay4eHns HA3BaHHOTO XUMHUECKOTO COSTHHEHUS
B BUJIE YepHOBATOTO Macia (5,52 r; 72%).

[00397] ar 3) 3-(4-((3-3TOKCUTIPOIINI )aMUHO)-3-PpTopdheHu)-2,6- TUME TUITTTUPUMHUTAH-
4(3H)-oaun

K pactBopy N'-(3-3ToKcunpormun)-2-propdbensor-1,4-nuamuna (5,52 r; 26 mmoins) B CH,Cl,
(40 M) OBLT MenIJIEHHO 00aBIIeH TpuMeTUIaTIoMuHN (52 Mi1, 104 MMoITh, 2 M B TOITyOII€).

CMech nepeMenmBaach npu rt B reuenue 0,5 4, 3aTeM ObLT JOOABJIEH PAaCTBOP METHI 3-
aneramuHokportoHara (4,87 r; 31 mmoins) B CH,Cl, (10 mi1). Peakunonnast cmechb

NepeMeIIMBaIach MPU It B TeUEHUE 72 4, 3aTeM ObLTa PE3KO OXJIaXKIeHA HACHIIIEHHBIM
BopocoaepxkammM pactsopoM NH4Cl u sxcrpaktupoBana nocpencrsoM CH,Cl, (150 Mt x
3). KomOGuHMpoBaHHBIC OpraHuueckue ¢ha3bl ObLTA TPOMBITHI HACBIIIIEHHBIM PACTBOPOM,
BBICYIIIEHBI HaJT 00€3B0KeHHBIM NaySO4 U CKOHIIEHTPUPOBAHBI in vacuo. OcTaToK ObIT OUYMILIEH

MOCPEICTBOM CHUIIMKAreIbHOM KojloHouHOH XpomaTtorpaduu (PE/EtOAc (V/V)=1:1) nis
MOJIyYE€HUSI HA3BAHHOTO XUMHUYECKOTO COEMHEHUS B BUIE CBETJIO-KENTOTO Macna (2,22 r;
27%). CIeKTpOCKOIIMYECKHUE JaHHbIE XUMUUECKOT'O COSTMHEHUSI:

MS (ESI, mon. non) m/z: 320,2 (M+1);

'"H.NMR (400 MTI'y, CDCl3): 6 1,23 (t, 3H, J=7,0 T'n), 1,91-1,97 (m, 2H), 2,20 (s, 3H), 2,28

(s, 3H), 3,26-3,33 (m, 2H), 3,47-3,52 (m, 2H), 3,55-3,61 (m, 2H), 4,74 (brs, 1H), 6,27 (s, 1H),
6,75 (t, 1H, J=8,5 I'n), 6,82 (d, 2H, J=9,3 I'n).
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[00398] ITpumep 35
3-(4-((3-(1H-umuma3071- 1 -1 Ip oI ) aMuHO )-3-pTopdeHn)-2,6- TMME TUITITUPUMUTAH-4
(3H)-omun

E
N=\ H
g/N\/\/N\@"i—__—r;)_
(o)

[00399] ar 1) 1-(3-xnoprponuin)-1 H-umunazon

O6e3Boxennbiit THF (25 mir) 0611 oxmaxaeH B teasHou BanHe. [1ocne aToro k THF ObLt
nobasnen onHoi noprueti NaH (1,40 r; 35 mmoib, 60%), cMech IiepeMellMBaach Ipy rt B
teueHre 30 MUH U OblIa OXJIAXACHA B JICASHOM BaHHE. 3aTeM 10 KaIUIIM ObLI J0OaBJICH
pactBop 1H-ummaazona (2,00 ; 30 MMorib) B 00e3BoxkeHHOM THF (6 mut). PeakionHas cmech
OblIa 3aT€M HarpeTa J10 rt ¥ IepeMelBanack npu rt B reuenue 1,5 h. K cmecu 6611 1o6aBsieH
1o KarisaM 1-6pomo-3-xnopnpona (4,60 r; 30 MMOJIb), U IEPEMELLIMBAHUE TPOU3BOIUIOCH
TIpH rt B TeueHue cyTok. K rmonydeHnHoi cmecu Ob11 oiHOM nopiumeit nooasiaeH MeOH (5 mi).
[Tomyyennasi cmech Obu1a TPOGUIBTPOBAaHA U (PUITBTPA OBUT KOHIIGHTPUPOBAH in vacuo.
OcTtaTok OBLIT OUYUIIIEH TTOCPECTBOM CHIIMKATEILHOM KOJIOHOUHOM XpoMaTtorpaduu (DCM/
MeOH (V/V)=30: 1) qyis monydeHuss HA3BAHHOTO XUMHUECKOTO COEAMHEHMS B BUIE CBETIIO-
»)kentoro macina (3,10 r; 73%).

[00400] Iar 2) N-(3-(1H-umuaa3o:-1-um)mponui)-2-hTop-4-HUTPOAHUIUH

K pactBopy 1-(3-xsnopnponun)-1H-umunazona (1,90 r; 13,14 mmoJib), kapOboHaTa 1e3us
(4,28 1; 13,14 mmoiib) v a katanuzatopa KI B DMF (30 mut), oxJ1ak IEHHOMY B JIEASHOW BAHHE,
OBLT OTHOM TTopLMel 1o0aBieH 2-GTop-4-uuTpoanuaud (1,38 r; 8,84 mmoub). [To okoHUaHUIO
JI00aBIIEHUS] CMECh ObLIa MOJABEPTHYTA BO3TOHKE C OOPATHBIM XOJIOIUJIBHUKOM U
JIOTIOJTHUTEILHO TIepeMeIIMBaliach B TeueHue 36 4. PeakimonHas cMech ObLIa OXJIaXaeHa 10
rtu mpopuasTpoBaHa. PUIbTPaT OBUT CKOHIEHTPUPOBAH in vacuo. K ocratky Obi1a qoOaBieHa
Boja (50 MuT) M TOJTydYeHHasi CMech Obla KCTpaKkTUpoBaHa mocpeacTsoM DCM (20 mi x 2).
KoMOuHrMpoBaHHBIE OPTaHUYECKUE CIIOM OBLIIM ITPOMBITHI HACKIIIIEHHBIM PacTBOPOM (20 M1
X 2) ¥ CKOHIIEHTPUPOBAHBI in vacuo. OCTaToK ObLI OUYHIIEH MTOCPEICTBOM CUIIMKATEITLHOM
KosoHouHOM XxpoMaTtorpaduu (DCM/MeOH (V/V)=15:1) s moaydeHus: HA3BaHHOTO
XHMHUYECKOT'O COSAMHEHHSI B BUAEC Macnia »ejIToro usera (2,85 r; 82%).

[00401] Iar 3) N'-(3-(IH-umuma3zo-1-um)npomui)-2-hTopoeH3o- 1,4-muaMua

K pactBopy N(3-(1H-umunazosn- 1-um)npomun)-2-grop-4-uurpoanwvH (1,20 r; 4,54 MMoIb)
B THF (20 mu) 6611 100aBen katanuzatop Pd/C (0,30 r). PeakuyonHast cMech
nepemMernmBajach npu rt B atmocdepe H, B Teuenue cyrok. Cmech Obu1a mpouiabTpoBana,

U GUIbTpaAT OBLJI CKOHIEHTPUPOBAHA in vacuo JIJIs OJTyYeHUs Ha3BAHHOTO XUMHUECKOTO
coeMHeHus B BUAE Macna xenroro nsera (1,00 r; 94%).

[00402] Lar 4) 3-(4-((3-(7H-umuaa30i1- 1 -un)mpomnuin)JaMuHo )-3-propdeHunn)-2,6- TMME THIT-
mupumMuInH-4(1H)- onnna

K pactBopy N'-(3-(1H-ummnazoin-1-un)nponun)-2-propoen3on-1,4-nuamuna (1,00 r; 4,27
Mmmoib) B CH,Cl, (30 mut) ObLT MeIEHHO J1I00aBIIeH TpuMeThuiantoMunuii (16,4 mi, 32,8
MMOJIb, 2 M B TosTyouie). Cmech nepeMenmBanach npu rt B reuenue 0,5 4, 3aTem ObL1 J0OaBIeH
pactBop MeTui 3-aneramuHokporoHata (1,00 r; 6.36 mmons) B CH,Cl, (8 mi). Peakunonnas

CMECh MepEeMEIIMBAIIACH ITPU I't B TeUEHUE 24 4, 3aTeM ObLIa Pe3KO OXJIAXK/I€HA HACHIIIIEHHBIM
Bopocoaepxammm pactsopom NH,CI u skcrpaktupoBana nocpeacrsom CH,Cl, (50 Mt x

3). KomOuHMpoBaHHble opraHuueckue (pasbl ObUINM IPOMBITBI HACBILIEHHBIM PaCTBOPOM,
BBICYILIEHBI HaJ1 00€3BOXKEHHBIM Nay SOy ¥ CKOHLEHTPUPOBAHBI in vacuo. OcTaToK ObLIT OUUILEH
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MOCPEACTBOM CUIIMKATENIbHOM KoJIoHOuHOM XxpomaTorpaduu (DCM/MeOH (V/V)=20:1) nis
MOJIy4YE€HUSI HA3BAHHOTO XUMHUUYECKOTO COEMHEHUS B BUJE CBETIIO-kenToro macna (0,22 r;
15%). CiekTpocKoInruYecKre JaHHbIE XUMUUECKOTO COSTMHEHUS:

MS (ESI, nmon. non) m/z: 342,2 (M+1);

"H.NMR (400 MTI'y, DMSO-dg): & 2,01 (m, 2H), 2,07 (s, 3H), 2,18 (s, 3H), 3,07 (t, 2H, J=
6,6 I'n), 4,07 (t, 2H, J=7,0 I'n), 6,19 (s, 1H), 6,69-6,74 (m, 1H), 6,89-6,91 (m, 2H), 7,07-7,11
(m, 1H), 7,20-7,21 (m, 1H), 7,65 (s, 1H).

[00403] ITpumep 36

3-(3-bTop-4-((2-(munepuanH- 1 -Wi1)3TrI)aMHHO )peHrN )-2,6-muMe T puMuanH-4(3H)-
OJIUH

F
-
CN/\/ N/y_/)_‘
o

[00404] lar 1) 2-pTop-4-HUTpO-N-(2-(MUIIepUIUH- 1 -UJT)ITHI)AHUITMH

K B3Becu 2-(mmunepuaus- 1-un) stanamuna (0,90 r; 7,02 mmons) u K,CO3 (0,97 1; 7,02
MMOIJTb) B arieToHe (30 Mi1) 06T JoOaBIeH ogHOM nTopiwent 1,2-mudrop-4-aurpodensomn (1,11
r; 6,98 MMOJIB) B JIEJITHOM BaHHE U CMECh ObLTa MOABEPrHYTa BO3TOHKE C 0OPATHBIM
XOJIOJIUITBHUKOM B T€UEHHE CYTOK, OXJIaXAeHa J0 rt u mpoduinbTpoBana. OuirbTpaT ObLT
CKOHIIEHTPUPOBAH in vacuo JJIs OJy4YeHUs] HeOOpabOoTaHHOTO MPOAYKTA JJIS CIIEIYIOIIETO
mara 0e3 JajJbHeNIIed OYUCTKH.

[00405] Iar 2) 2-¢pTop-N'-(2-(rtunepuanH- 1 -uim)3Trin) 0eH30i1- 1 ,4-TnaMuH

K pactBopy 2-¢pTop-4-auTpo-N-(2-(munepuaus- 1-um)atui)auuiut (1,87 r; 7,00 MMoITh) B
THF (20 mut) 0611 106aBneH kataiuzatop Pd/C (0,50 r). PeakiponHas cMech epeMenmBaiach
nipu rt B atMmocdepe H, B Teuenue cytok. Cmech 6bU1a MpoUIbTPOBaHA, U PUIBTPAT ObLIT

CKOHIIEHTpUpOBaHa in vacuo. OcTaTok ObLT OUMIIEH MTOCPEICTBOM CUIIMKATEITBLHOM
KojoHouHOM xpomaTtorpaduu (DCM/MeOH (V/V)=15:1) ni1s moaydeHus: HA3BaHHOTO
XHMHUYECKOT'O COSAUHEHHSI B BUAE Macna »xejrToro usera (1,50 r; 90%).

[00406] lar 3) 3-(3-pTop-4-((2-(munepuauH- 1 -11)3THIT)aMUHO ) (DeHMIT)-2,6-TUME THII-
mmpumMuanH-4(3H)-onun

K pactBopy 2-ptop-N'-(2-(munepuaus- 1-um)3tun)oen3oi-1,4-quamuna (1,00 T; 4.21 MMOJIB)
in CH,Cl, (30 mur) 6611 MeIeHHO 100aBJIeH TpUuMeTUIaTtoMunumi (6,3 M1, 12,6 Mmoits, 2 M
B ToJryosie). CMech repeMennBaliach npu rt B reueHue 0,5 4, 3aTemM ObUT JOOABJIEH pacTBOP
MeTuI 3-aneramMMHokpoTtonara (1,6 r; 10,18 mmons) B CH,Cl, (8 mun). Peaknrionnas cmech

TepeMeInBalIach MpH rt B TeueHue 24 4, 3aTeM ObljIa pe3KO OXJIaXAeHa HACKHIIIICHHBIM
Boaocoaepxammm pactsopom NH,CI u akcrpaktupoBana nocpeacrsom CH,Cl, (50 Mt x

3). KomGunupoBaHHble opranrueckue ¢pa3bl ObUIA TPOMBITHI HACBIIIIEHHBIM PACTBOPOM,
BBICYILIEHBI HaJ1 00€3B0KEeHHBIM NaySO,4 M CKOHIIEHTPUPOBAHBI in vacuo.

OcTaToK OBUT OYMIIICH TOCPEACTBOM CHITUKATEIIBHON KOJIOHOYHOM XpoMaTtorpaduu (DCM/
MeOH (V/V)=20:1) ais moyryueH1s Ha3BaHHOTO XMMHYECKOT'O COSTMHEHUSI B BUIE TBEPIOTO
BelecTBa 0eqHo-xkenToro usera (0,07 r; 5%). CieKTpoCKONMYECKUE TaHHbIE XUMUUECKOTO
CO€IMHEHMUS:

MS (ESI, mox. non) m/z: 345,3 (M+1);

"H.NMR (400 MT'u, DMSO-dg): 6 1,43 (s, 2H), 1,57 (s, 4H), 2,08 (s, 3H), 2,19 (s, 3H), 2,45
(m, 4H), 2,60 (m, 2H), 3,35 (m, 2H), 6,20 (s, 1H), 6,81-6,86 (m, 1H), 6,92-6,95 (m, 1H), 7,10-
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7,13 (m, 1H).
[00407] ITpumep 37
3-(4-((3-(1H-TeTpazon-1-um)nponuin)aMmuHo)-3-hTopdeHns)-2,6- TMMe TUWIIITUPUMHUIUH-4
(3H)-oaun

=N
/

F
t’qu‘N N
N ~N N

¢

0

[00408] Iar 1) 1-(3-xnoprponui)-1N-TeTpa3o

K o6e3Boxxennomy DMF (25 mi1) 6611 fo6asined oguo nopuueti NaH (0,70 r; 17,50 MMoIb,
60%) B neisTHOM BaHHE, U CMeCh Oblj1a HarpeTa J10 rt U rmepeMenimBaiach npu rt B reuenue 30
MHMH. 3aTeM K CMECH, OXJIQXKICHHOM B JICITHON BaHHE, OBLIT O KaIlIsIM JOOAaBJIEH PacTBOP
1H-tetpa3zona (1.00 r; 14.28 Mmoib) B 00e3BokeHHOM DMF (6 Mi1). PeakuyoHnHasi cMech
Oblj1a 3aTeM Harpera Jo rt ¥ epeMeImBalachk B TeueHue 1,5 4, mpu 100aBICHUM K CMECH IO
KarwisiM 1-6pomo-3-xitopriponasa (2,35 r; 14,93 mmouns). PeakiionHast cMech JONOJTHUTEIBHO
repeMeImBaace rpu rt B reuerHre cytok. MeOH (1 M) 6su1 106aBIIeH OTHOM OPIMEH, U
cMech ObuTa mpodmtbTpoBaHa. UIBTpAT ObLT KOHIEHTPUPOBAH in vacuo IS TTOJTYyYSHUS
HeoOpabOTAaHHOTO MIPOYKTA JJIs CIAEAYIONIEro mara 6e3 JajabHenIe OUuCTKY.

[00409] Hlar 2) N-(3-(1H-TeTpazon-1-umnponun)-2-pTop-4-HUTPOAHUIUH

K cmecu 1-(3-xmopnponun)-1H-Terpazona (2,10 r; 14,33 Mmmoutb), kapooHaTa uesus (4,66
r; 14,33 MMOJIb) U @ HEKOTOPOTO KoJimdyecTBa katanuzaropa KI 8 DMF (30 mi) B ieasaHoM
BaHHE OBLT OJTHOM Topuuelt mobasieH 2-gprop-4-uutpoarnuaul (1,50 r; 9,61 mmoos). 3atem
ObLj1a MOJIBEPrHYTA BO3TOHKE C OOPATHBIM XOJIOIUJIBHUKOM B TeueHue 35 4, cMech Obliia
OoXJTaXaeHa 70 rt ¥ IpoduIbTpoBaHa OUIBTPAT OBLI CKOHIIEHTPUPOBaAH in vacuo. K ocraTtky
Obu1a 1o0aBieHa Boja (50 MiT) M OJTydYeHHas! CMECh ObLIa SKCTPAKTUPOBAHA MTOCPEACTBOM
DCM (20 mx x 2).

KoMmOuHupoBaHHBIE OPTraHUUECKUE CJIOW OBLIM MPOMBITHI HACHIIIIEHHBIM pacTBOpOoM (20
MJI X 2) M CKOHIIGHTPUPOBaHBI in vacuo. OcTaToOK ObLT OUYMIIIEH ITOCPEICTBOM CUITMKAreIbHON
kosioHouHOM xpomaTtorpacduu (PE/EtOAc (V/V)=2:1) mis moayueHus HA3BaHHOTO
XHMHUUYEeCKOT0 coeauHeHus B Buae macia (0,36 r; 10%).

[00410] IIar 3) N'-(3-(1H-Terpazon-1-um)nponun)-2-propoben3o-1,4-mmaMuH

K pactBopy N-(3-(1H-terpazon-1-um)nporun)-2-grop-4-uurpoanwvs (0,36 T; 1,35 Mmorb)
B THF (10 mu) 6611 100aBmen katanuzatop Pd/C (0,12 r). PeakuyonHast cMech
nepeMermrBaach npu rt B armochepe H, B Teuenue cytok. Cmech Obl1a TpodUIbTPOBaHA,

¥ puIbTpaT OBUT CKOHLEHTPUPOBAH in vacuo. OCTaTOK OBLI OUHMIIIEH MTOCPEICTBOM
CUJIMKareIbHOM KojoHouHo# xpoMmaTtorpaduu (PE/EtOAc (V/V)=2:1) nis nojiydeHus
HA3BAHHOI'O XMMHUUYECKOTO coeAuHEHUs B BuAe kpacHoro macia (0,20 r; 63%).

[00411] IIar 4) 3-(4-((3-(1H-TeTpa3oi- 1 -um)mponuiaMuHo )-3-pTopheHwn)-2,6- TMME THII-
mupuMuanH-4(3H)-oaun

K pactBopy N'-(3-(1H-umunazo- 1-umnpomun)-2-propobenzon-1,4-quamuna (0,20 T; 0,85
MMmoJ1b) B CH,Cl, (20 Mu1) 61T MEIIEHHO JOOABIIEH TpUMETHIIATIOMUHUH (1,3 Mi1, 2,6 MMOJTb,
2 M B Tonyose). CMech nepeMemBaiack rpu rt B reuenue 0,5 4, 3aTeM 6b11 J0OaBIIEH pacTBOP
meTun 3-aneramuHokporoHarta (0,20 r; 1,27 mmons) B CH,Cl, (5 min). PeakuronHas cmech

MepeMeIIMBalIach OMOJHUTEIBHO MIPU It B TeUeHHE 24 4, 3aTeM ObLIa PE3KO OXJIaXIeHa
HACBIIIEHHBIM BogocoepkamuM pactBopoM NH,Cl 1 axkcTpakTHpOBaHa MOCPEICTBOM
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CH,Cl, (20 M1 x 2). KomOuHUpOBaHHBIE OpraHudeckue (pas3bl ObLIIM TPOMBITHI HACHIIIIEHHBIM
pactBopoM (20 mi1 x 3), BeICYIIIEHBI HaJl 00€3BOKeHHBIM Na,SOy4 ¥ CKOHLIEHTPUPOBAHBI in

vacuo. OcTaToOK ObLJI OUYMIIICH TOCPEACTBOM CHIIMKATeIbHOM KOJIOHOYHOM XpoMaTorpaduu
(PE/EtOACc (V/V)=1:1) 1 nony4eHrss HA3BAHHOT O XUMHUYECKOT O COEIMHEHMS B BUJIE TBEPIOTO
BelecTBa 0eqHo-xentoro npeta (0,16 r; 55%). CrieKTpOCKOIMYECKUE JaHHBIE XUMUUECKOTO
COCIMHEHUS:

MS (ESI, non. von) m/z: 344,1 (M+1);

"H-NMR (400 MI'y, DMSO-dg): & 2,08 (s, 3H), 2,18 (s, 3H), 2,24 (m, 2H), 3,18 (t, 2H, J=
6,60 I'n), 4,83 (t, 2H, J=6,96 '), 6,20 (s, 1H), 6,74-6,78 (m, 1H), 6,89-6,91 (m, 1H), 7,08-7,12
(m, 1H), 8,97 (s, 1H).

[00412] ITpumep 38

3-(4-((2-(1H-uHmOI-2-WIT)3THIT)aMUHO )-3-pTopdhennn)-2,6-mume TumupumMuuH-4(3 H)-
OJIMH

F
N H\G‘ %N
2B eYs
o
[00413] Hlar 1) N(2-(1H-unm05-2-11)3THiT)-2-(pTOp-4-HUTPOAHUITUH
K B3Becu 1,2-mudrop-4-uurpodensomna (1,59 r; 10 mmois) u K,CO3 (6,90 13 50 MMoOIIB) B

DCM (40 M) 6611 no6aBeH oaHoMi nopiwett 2-(1 H-ungon-2-un)stanamus (1,96 r; 10 MMoJIb)
B atMocdepe N, U cMech IepeMellrBaiach npu rt B reuenue 24 4. Cmech Oblia 3aTeM

npodWIbTPOBaHA, U PUIBTPAT OBUT CKOHIEHTPUPOBAH in vacuo. OCcTaTOK OBUT OUHUITICH
MOCPEICTBOM CHJIMKAreIbHOM KojloHOYHOM XpomaTtorpaduu (PE/EtOAc (V/V)=10:1) nis
MOJIyYEHHUS HA3BAHHOT'O XUMHUYECKOTO COEAMHEHHS B BUJIE TBEPIOTO BEILIECTBA KEJITOrO BETA
(2,32 1; 78%).

[00414] Iar 2) N'-(2-(1H-urmomn-2-um)atun)-2-propoen3oi- 1,4-mmamuH

Cwmech N-(2-(1H-uH101-2-1i1)3THIT)-2-hTop-4-HuTpoanwvH (2,32 r; 7,75 mMonb) u Pd/C
(0,60 r) B nepeMerianubix pactBopax EtOAc (25 mi) u MeOH (25 mun) nepemertivBanach mpu
rt B atmocdepe H, B Teuenne cytok. Cmech OblTa 3aTEM MpOOUIBTPOBAHA, U GUIHTPAT OBLIT

CKOHIEHTPUPOBAH in vacuo JJIsl TOJIy4eHUs] HEOOpabOTaHHOTO MPOAYKTA JJIS CIIEIYIOIIETO
mara 0e3 JalbHeNIIEN OUUCTKU.

[00415] Iar 3) 3-(4-((2-(1H-uHmOI-2-WI1)3THIT)aMUHO )-3-pTOpdheHnIT)-2,6- TUMETHIT-
mupumMuInH-4(3H)-onun

K pactBopy N'-(2-(1H-ungomn-2-un)atun)-2-gpropoensor- 1,4-muamus (2,09 t; 7,76 MMOJIB)
B CH,Cl, (30 M) ObLT MeIJIEHHO A00ABIIEH TpuMeTHIamoMuHuii (19,4 mi, 38,8 mmoins, 2 M
B TosyoJie). CMech nepeMeliMBajiach pu rt B TeueHue 1 4, 3aTeM ObLT J0OaBIEH pacTBOP
METWII 3-alleTaMUHOKpOoTOHAaTa (2,44 1; 15,52 mmonb) B CH,Cl, (10 mit). PeakiimonHast cmechb

MepeMEeILIMBaJIACh JOMOJHUTENIBHO MIPH I't B T€UEHUE 72 4, 3aTeM Obla Pe3KO OXJIaKIACHA
HACBIIIEHHBIM BogocoepkamuM pactBopoM NH,Cl 1 akcTpakTUpOBaHa MOCPEICTBOM

CH,Cl, (50 mit x 2). KomOrHUpOBaHHBIE OpraHUYecKUe pa3bl ObUIA TPOMBITHI HACBIIIICHHBIM
pactBopoM (50 mit x 3), BbICYlIEHBI HaJ 00€3BOKEHHBIM NaySO4 M CKOHUEHTPUPOBAHBI in

vacuo. OcTaToK OBIT OUMIIIEH MOCPEICTBOM CHIIMKATETbHON KOJIOHOYHON XpoMaTorpaduun
(PE/EtOAc (V/V)=1:1) nis nony4yeHrss HA3BaHHOTO XUMHUYECKOT'O COEIMHEHHS B BUJIE TBEPIOTO
BelecTBa OJieHo-xkenToro useta (0,95 r; 33%). CnekTpoCKONMUYECKUe TaHHbIE XUMUYECKOTO
COCJIMHECHUS:
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MS (ESI, non. von) m/z: 377,2 (M+1);

"H-NMR (400 MT'y, CDCI3): & 2,18 (s, 3H), 2,28 (s, 3H), 3,10-3,14 (m, 2H), 3,48-3,53 (m,
2H), 4,21-4,22 (m, 1H), 6,28 (s, 1H), 6,74-6,81 (m, 3H), 7,03-7,04 (d, 1H), 7,11-7,15 (m, 1H),
7,18-7,23 (m, 1H), 7,35-7,37 (m, 1H), 7,60-7,62 (d, 1H).

[00416] ITpumep 39

3-(3-¢prop-4-(4-(prop-2-yn-1-unmnunepaszus- 1 -uin)enun)-2,6-tumetrunnupuMuanH-4(3H)
-OIUH

etares
e /
o (0]

K B3Becu 3-(3-pTop-4-(nunepasus- 1-um)pernn)-2,6-anumetunmupumuanH-4(3H)-oaun (0,30
r; 1,00 Mmmoitb) 1 K,CO3 (0,69 1; 5,00 Mmoits) B CH3CN (15 mit) 6611 10o06aBieH 3-OpoMoripori-

1-uH (0,12 1; 1,01 MMOJIB) M CMECH ITEpEMEIIMBAJIACE ITPU r't B TeueHue 36 4. CMech Obli1a 3aTeM
npoduabTpoBaHa, U GUILTPAT ObUT CKOHIEHTPUPOBAH in vacuo. OCTaTOK ObLI OUYUIIIEH
MOCPEACTBOM CUIIMKAreIbHON KojioHouHoM XxpomaTtorpadun (PE/EtOAc (V/V)=1:1) nns
MOJIy4EHUsI HA3BAHHOTO XUMUUECKOT'0 COE/IMHEHUSI B BUIE TBEPAOTO BEIIECTBA OEIOTO IIBETA
(0,15 1; 44%). CneKTpOCKOIUYECKHE JaHHbIE XUMUUECKOTO COEIUHEHMS:

MS (ESI, non. non) m/z: 341,3 (M+1);

"H.NMR (400 MTI'y, CDCl3): 8 2,18 (s, 3H), 2,29 (s, 3H), 2,29 (s, 1H), 2,76-2,78 (t, 4H),
3,17-3,38 (m, 4H), 3,38 (s, 2H), 6,28 (s, 1H), 6,89-6,92 (m, 2H), 7,03-7,05 (m, 1H).

[00417] ITpumep 40

3-(3-x510p-4-(IUreKCUIIaMUHO ) peHuN)-2,6-mumMeTuInupuMuuH-4(3H)-oaun

Cl
4/_\__\ >=N
N N )_/)—
_\—/_/ p
[00418] HIar 1) 2-xmop-N,N-1urexkcuii-4-HuTpOaHUIUH

K pactBopy 2-x1mop-4-¢prop-1-aurpodenson (17,55 r; 0,10 mons) B DMF (100 mut) ObUTH
nob6asiensl K,CO5 (27,64 1; 0,20 Mosb) v qurekcuiiamu (18,54 1; 0,10 MoJib) ¥ cMech

nepemeruBaiach nmpu 90°C B Teuenue 72 4. CMech OblUTa OXJ1aX/IeHa /10 rt U TpoUIbTPOBAHA.
@unbTpaT ObLT KOHUEHTpUpOoBaH A0 S0 mit. ITomyueHHsii pactBop 6611 BAUT B 150 M1 DCM
Y IpOMBIT Bo10# (150 mu1 X 3), HaCkIIEHHBIM pacTBOPOM (150 MIT), BBICYIIIEH HA[

00e3B0XKeHHBIM Na,SO4 U CKOHIIEHTPUPOBAH in vacuo. OCcTaTOK OB OUHUIIIEH TTOCPEICTBOM

CUJIMKarebHou KojioHouHot xpomaTtorpadun (PE/EtOAc (V/V)=10:1) mis nmoiayueHus
Ha3BAaHHOI'O XMMHWYECKOI'0 COeAUHEHMS B BUJIE MacCJIa >KeJIToro 1usera (2364 r; 69%).

[00419] Llar 2) 2-x10p-N',N'-nurekcunbden3ol-1,4-mmaMuH

CMech KOHIIEHTPUPOBAHHOM coJisiHOM KUCITOTHI (1,0 Mu1), Boas! (50 MJT) M MOPOIIIKA Kelle3a
(5,58 1; 100 Mmouw) mepemeruBaiach npu 65°C B TeueHnue 15 muH. Bogocoaepxatumii ciioi
CMecCH ObLI CIIUT, U pacTBOp 2-X10p-N,N-nurekcun-4-aurpoanwivi (3,41 r; 10 Mmouib) B
MeOH (100 mut) 0611 JOOaBJIEH K 00paboTaHHOMY paHee MOPOIIKY xkefe3a. KucioTHocTh
cMecH Obuta gJoBeaeHa 10 pH 3 cossiHOM KMCTOTOM U IepeMelMBaHie TPOU3BOAWIOCH MTPU
65°C B TeueHue 45 muH. CMech ObLIa 3aTeM OXJIaXKAeHa /10 rt, 1oBeneHa 10 3Hayenust pH 10
nocpenctBoM EtzN v npodunbTpoBana. @uibTpaT ObLUT KOHIEHTPUPOBAH CKOHIEHTPUPOBAHA

in vacuo 1 octaTok 0611 pa3seaeH B 150 M1 DCM. PactBop Ob11 TpoMBIT Boj1o# (100 Mt X
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3) 1 HachIeHHBIM pacTBOpoM (100 Mi1), BbICYyIIIeH Ha1 00e3BOXkeHHBIM Na,SOy4 u

CKOHIIEHTPUPOBAH in vacuo JJIsl OJIy4YeHUs] HA3BAHHOT'O XMMHUYECKOT'O COCIMHEHHUS B BUJIE
OecusetHoro macia (3,00 T; 97%).

[00420] lar 3) N-(3-xmop-4-(murekcuaamMuHo)HeHu)-3-0KkcoOyTaHAMM/T

K pacrBopy 2-x5top-N',N'-qurexcunoenson-1,4-guamu (3,11 r; 10 MMosib) B Tosryode (50
MJ1) ObLT ToOaBMeH aneTun keteH (1,68 r; 20 MMoIb) ¥ cMech niepemenuBanach npu 80°C B
TeueHue cyTok. CMech ObLIa OXJTaXAeHa A0 It ¥ CKOHICHTPUPOBAHA in vacuo JJIs OJTyYCHUS
HA3BAaHHOT'O XMMHUYECKOTO COEAMHEHUS B BUE YepHOBATOTO Macna (3,94 r; 100%).

[00421] lar 4) (Z)-3-amuHo-N-(3-x1op-4-(aurekcuiiaMuHao ) peHuT) 0y T-2-3HaMuU/T

Cwmechb N-(3-x510p-4-(murekcrumaMuso )deHun)-3-okcooyranamu (3,94 r; 10 mmorns), MeOH
(50 mu) 1 ammoHnus (50 MIT) TIepeMeIMBalIach Mpu rt B TeueHue cyTok. CMmech OblIa 3aTeM
CKOHLIEHTPUPOBAHA in vacuo s MOJIy4YeHUs HA3BAHHOTO XUMUYECKOTO COCIMHEHUS B BUJIE
yepHoro Mmacia (3,94 r; 100%).

[00422] Llar 5) 3-(3-xn10p-4-(IMrekcunaMmao ))peHnn)-2,6-mumeTuanupumMuani-4(3H)-
OJIUH

Cwmech (Z)-3-amuHo-N-(3-x510p-4-(murekcunaMuHo ) eHuT) 0y T-2-3Hamu (3,94 ; 10 MMOITh)
u TpU3TUI opToaueTarta (80 M) nepeMemmBaiack npu 150°C B TeueHHE CYTOK.

Cwmech ObLTa 3aTeM OXJIaXK/IeHa J0 I't U CKOHIEHTPUpPOBaHa in vacuo. OCTaToK ObLT OUMILICH
MMOCPEACTBOM CHIIMKAreIbHON KojioHouHoM XxpomaTtorpaduu (PE/EtOAc (V/V)=2:1) nis
MOJIy4Y€HUSI HA3BAHHOTO XUMHUUYECKOTO COEMHEHMS B BUAE CBETIIO-kKeNToro macna (1,36 r;
33%). CIeKTpOCKONMYECKUE TAHHBIE XMMUYECKOTO COCIMHEHUS:

MS (ESI, non. non) m/z: 418,3 (M+1);

"H.NMR (400 MTI'y, DMSO-dg): 6 0,83-0,89 (m, 6H), 1,24-1,31 (m, 12H), 1,46-1,51 (m, 4H),
2,19 (s, 3H), 2,29 (s, 3H), 3,08-3,12 (m, 4H), 6,28 (s, 1H), 6,98-7,01 (m, 1H), 7,14-7,19 (m, 1H),
7,19 (d, 1H, J=2,5 I'n).

[00423] ITpumep 41

3-(3-6pomo-4-(IurekcuIIaMMHO ) peHuI)-2,6-muMe T puMuuH-4(3H)-oqun

Br,
an N 5
N N)J-
_\_—/_/ P
[00424] Iar 1) 2-6pomo-4-hTop-1-HUTPpOOEH30IT
K cmecu 2-¢prop-5-uutpoanunus (9,45 r; 60,5 mmornb) u CuBR, (16,22 1; 72,6 MMOJTb) B

CH3CN (200 mi1) 6511 1O KaruisiM Jo0asieH TepT-0yTuwit Hutput (10,8 mut, 90,1 MMOJTb) U

cMech OblIa TOJABEPTHYTA BO3TOHKE C 0OpAaTHBIM XOJOIUIBHUKOM B TeueHue 3,5 4. Cmech
ObU1a 3aTeM oxmaxkaeHa Ao rt u Bimuta B 200 M1 EtOAc. TTonydyennast cmech ObLT TPOMBITA
pasBesieHHoM coJisiHoM kucimoTor (150 M x 2, 2 M), Bogoit (150 MiT) ¥ HACBIILIEHHBIM

pactBopoM (150 mit x 2), BeICyLlIEHA HAaJl 00€3BOKEHHBIM Na,SO,4 M CKOHIIEHTpPUPOBAHA in

vacuo IS TOJyYeHHUS] HA3BaHHOTO XUMHMUYECKOT'0 COSAMHEHUS IS CIISIYIOIIETo mara 6e3
JaJIbHEHIIEH OUMCTKHM.

[00425] Hlar 2) 2-6pomo-N,N-aurekcuia-4-HUTPOaHUIIUH

K pactBopy 2-6pomo-4-¢rop-1-autpobenzoin (13,30 r; 60,5 mmois) B DMF (100 mit) Ob1H
nob6asiensl K,CO5 (16,78 r; 121 MMoutb) 1 aurekcuiamuH (11,22 r; 60,5 MMOJIb), U CMECh

nepemernuBainach npu 90°C B Teuenue 48 4. CMmech ObLTa OXJ1aX/1eHa /10 rt U TpopUIbTPOBAHA,
U GubTpaT 6611 KOHUEHTpUpoBaH 10 30 mut. [Toyuennslit pactBop 661 BiUT B 150 Mit DCM
Y IpOMBIT BOJ10H (150 Mu1 X 3), HaChIIEHHBIM pacTBOPOM (150 MIT), BBICYIIIEH HAJ
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00e3B0XeHHBIM Na,SO4 U CKOHLEHTPUPOBAH in vacuo. OcTaTOK ObLII OUHUIIEH TOCPEICTBOM

CUJIMKareabHou KojioHouHot xpomaTtorpaduu (PE/EtOAc (V/V)=10:1) mis nonyueHus
Ha3BAaHHOI'O XMMHWYECKOI'0 COeAUHEHMS B BUJIE Macia xeaToro usera (9,28 r; 40%).

[00426] Llar 3) 2-6pomo-N',N'-nurekcunden3oi-1,4-mmaMuH

CMech KOHIEHTPUPOBAHHOM COIHOM KUCIOTHI (4,0 Mut), BoabI(100 M) v mOpoIIKa Kejne3a
(13,44 1; 241 mmoub) epemermBaiach mpu 65°C B Teuenue 15 muH. Bogocoaepsxkaniuii ciioi
cMecH OB CITUT, U pacTBOp 2-0pomo-N,N-aurekcui-4-uurpoanuauna (9,28 r; 24,1 MMOIIb)
B MeOH (150 mi1) 6611 106aBjIeH 00paboTaHHOMY paHee MOPOILIKY keje3a. KucioTHocTs
cMecu OblTa JoBeaeHa 10 pH 3 consiHOM KMCITOTOM ¢ TiepeMelBanreM npu 65°C B TeueHue
30 muH. CMech ObUIa 3aTeM oXJaxkaeHa ao rt, roseaeHa 10 pH 10 nocpeacrsom EtzN u

npoduIbTPOBaHA, U PUIBTPAT ObUT KOHIEHTpUpOBaH. OcTaToOK ObLT pa3BeneH B 150 mu
DCM, u pacTtBOp ObLT TPOMBIT Boj10M (100 MIT X 3) U HACBIIIIEHHBIM pacTBopoM (100 mut),
BBICYIIIEH HaJ1 00€3B0KEeHHBIM NaySO4 M CKOHLIEHTPUPOBAH in vacuo. OCTaTOK ObLT OUMIIICH

IMOCPEICTBOM CHJIMKAreIbHOM KojloHOUHOM XpomaTtorpaduu (PE/EtOAc (V/V)=20:1) mis
MOJIy4eHUsI HA3BAaHHOT'O XMMUYECKOTO COeIMHEHUS B BUjIe OecuBeTHOTO Macia (4,40 1; 51%).

[00427] lar 4) N-(3-6poMo-4-(aurekcuiIaMuHo )peHMT)-3-0KcoOyTaHaAMU T

K pactBopy 2-0pomo-N',N'-nurekcusioen3ol- 1,4-nuamun (4,40 r; 12,4 mmoinb) B EtOAc
(120 M) 6611 moGaBIeH aneTw keteH (1,57 r; 18,7 MMOJIb), M CMeCh TIepeMeITuBaIach Mpu
80°C B TeueHue cyTok. Cmech OblIa OXJIaXKAeHa 40 I't ¥ CKOHUEHTPUPOBaHa in vacuo. OcTaTok
OBLJT OUMILIEH MTOCPEJICTBOM CUITMKATeNIbHOM KoloHOYHOM XpoMmaTorpaduu (PE/EtOAc (V/V)
=10:1) a1 moIydeHus] Ha3BaHHOTO XMMUUYECKOT'O COSIMHEHMS B BUJIe OSCIIBETHOTO Macja
(5,10 1; 94%).

[00428] lar 5) (Z)-3-amuH0-N-(3-6poMo-4-(aurekcuIaMuHo ) peHnT) 0y T-2-3HaMU/T

Cwmech N-(3-6pomo-4-(murexkcunaMuHo)deHunn)-3-okocoyranamun (5,10 r; 11,6 MMoIb),
MeOH (60 M) u ammonus (60 MiI) mepeMenMBaiach Mpu rt B TedeHue cyTok. Cmech Oblia
3aTeM CKOHIIEHTPUPOBAHA in vacuo s MOJIy4YeHUsT HA3BAaHHOTO XMMHYECKOTO COEAUHEHMS
B BUJIe yepHoro Macna (5,10 r; 100%).

[00429] Llar 6) 3-(3-6pomo-4-(aurekcuiaaMuHo)deHum)-2,6-mumeTuampuMuani-4(3H)-
OJIUH

Cwmech (Z)-3-amuHo-N-(3-0pomo-4-(urekcuraMuuo )geHun)oyt-2-anamu (5,10 T; 11,6
MMOJIb) ¥ TpuaTUI opToanerata (100 M) nepememmBanach npu 150°C B TeueHUE CyTOK.
CwMech ObljTa 3aTeM OXJIaXKJeHa JI0 It U CKOHIEHTpUpOBaHa in vacuo. OcTaTok ObLT OUHIIEH
MOCPEACTBOM CUIIMKAreIbHON KojioHouHoM XxpomaTtorpadun (PE/EtOAc (V/V)=2:1) nis
MOJIy4YE€HUSI HA3BAHHOTO XUMHUUYECKOTO COEMHEHMS B BUE CBETJIO-KeNTOoro macna (1,74 r;
33%).

CrneKTpOoCKONMUYECKUE TAHHbIE XUMUUECKOTO COSAUHEHUS:

MS (ESI, mon. non) m/z: 464,3 (M+1);

'H-NMR (400 MI'y, DMSO-dg): 6 0,81-0,84 (m, 6H), 1,22-1,25 (m, 12H), 1,40-1,42 (m, 4H),

2,01 (s, 3H), 2,19 (s, 3H), 3,02-3,07 (m, 4H), 6,23 (s, 1H), 7,26-7,33 (m, 2H), 7,61 (d, 1H, 7=
2,32 I').

[00430] ITpumep 42

2-(AMreKCUIaMuHoO )-5-(2,4-IuMeTHI-6-0KconmupuMUIMH- 1 (6 H)-1im)6eH30HUT U

_/_L\ NC >=N
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[00431] Iar 1) 2-mano-N,N-aurekcuia-4-HUTpOaHUIIUH
K pactBopy 2-¢pTop-5-uurpodenzonutpuina (1,83 r; 10,0 mmons) B CH3CN (20 mut) 6p1tH

nobasnensl K,CO35 (2,76 1; 20,0 Mmmoib) u aurekcunamud (1,85 r; 9,98 mmoins) u cmech

nepemermmbaiach npu 80°C B Teuenue 40 u. Cmech ObpUIa oXnaxkaeHa Ao rt, Bimura B 100 M
DCM wu npomsbita Bogow (100 mur x 3), HachIEHHBIM pacTBOpoM (100 Mut), BBICYIIIEHA HAT
00e3BokeHHBIM Na,SO,4 U CKOHLEHTpUPOBAHA in vacuo. OCTaTOK ObLIT OUMIIEH TOCPEICTBOM

CUITMKareapHOM KomoHouHoH xpomaTtorpaduu (PE/EtOAc (V/V)=125: 2) nis noxydeHus
Ha3BAHHOI'O XUMMYECKOTO COeIUHEHUS B BUAE Macia »eatoro usera (2,89 r; 87%).
[00432] ar 2) 2-mano-N',N'-nurekcuiioen3oi-1,4-mmaMuH
Cwmech 2-mmano-N,N-aurekcun-4-HutTpoanuiut (2,89 1; 8,72 mmouts) u Pd/C (0,30 1) B
MeOH (30 M) B atMochepe H, nepemeniBaiace mnpu rt B TedeHue cytok. Cmech Oblia

Npo¢uIbLTPOBaHA, U (GUIBTPAT OBLT CKOHLIEHTPUPOBAH in vacuo. OCTaTOK OB OUYMIIICH
MTOCPEACTBOM CHIIMKAreIbHON KoJIOHOUHOM XpoMmaTtorpadun (PE/EtOAc (V/V)=5:1) mns
MOJIy4eHUsI HA3BAaHHOT'O XMMUYECKOTO COeIMHEHUS B BUIe OecuBeTHOTrO Macia (1,55 ; 59%).

[00433] lar 3) N-(3-nuano-4-(aurexcunaMuHo )heHu)-3-0KcoOyTaHaAMU/T

K pactBopy 2-imano- N',N'-murekcunbenzoin-1,4-quamus (1,55 r; 5,14 mmonb) B EtOAc
(30 muT) OBLT IIpU TIEpEeMEIIMBaHUK J00aBIIeH aneTui keteH (0,52 1; 6,19 MMOJTh) U CMeCh
nepemermmbaiach npu 80°C B TeueHre cyTok. CMmech Oblla 3aTeM OXJIAXK/IEHA J10 I't U
CKOHIIEHTpUpOBaHa in vacuo. OcTaTok ObLT OUMIIEH ITOCPEICTBOM CUIIMKATEITBLHOM
kosioHouHOM xpomaTtorpacduu (PE/EtOAc (V/V)=2:1) mjis moayueHust HA3BaHHOTO
XHUMMYECKOTO COeUHEHHUS B BUAE Macia xentoro usera (1,47 r; 74%).

[00434] Llar 4) (Z)-3-amuHo-N-(3-1uaHo-4-(AUreKcunaMuHo )(heHruI)0y T-2-3HaMU/T

Cwmech N-(3-mmano-4-(qurekcuiamMuHo )permn)-3-okocoyranamus (1,47 1; 3,81 MMOITB),
MeOH (15 M) u ammonus (15 M) mepemMermBaniach Mpu rt B TedeHue cyTok. Cmech Oblia
CKOHLICHTPUPOBAHA in vacuo s MOJIy4YeHUsI HA3BAHHOTO XUMUYECKOTO COCIMHEHUS B BUJIE
yepHoro Macia (1,30 r; 88%).

[00435] [ar 5) 2-(aMrekcuaaMuHo)-5-(2,4-1MMeTUIT-6-0KCOMUPUMUAUH- 1 (6H)-1i)
OEH30HUTPUIT

Cwmech (Z)-3-amuHo-N-(3-1maHo-4-(aurexkcuiaaMuHo))genun)oyT-2-3Hamu (1,30 r; 3,38
MMOIJIb) ¥ TpU3TKI opToanerata (30 mur) nepemermBanach npu 150°C B Teuenue cytok. CMech
ObL1a 3aTeM OXJIaXeHa JI0 It ¥ CKOHIIGHTpUpPOBaHa in vacuo. OcTaTOK ObLIT OUYHUIIICH
MMOCPEACTBOM CHIIMKAreIbHOU KoJIoHOuHOM XpoMmaTtorpadun (PE/EtOAc (V/V)=50:1) nns
MOJIy4Y€HUSI HA3BAHHOTO XUMHUUECKOTO COEMHEHMS B BUIE CBETJIO-KENTOro macina (60 mr;
4%). ClIeKTPOCKONMYECKHUE TAHHBIE XUMUYECKOT'O COEIMHEHUSI:

MS (ESI, mon. non) m/z: 409,3 (M+1);

'H-NMR (400 MI'y, DMSO-dg): 6 0,88-0,91 (m, 6H), 1,26-1,36 (m, 12H), 1,63-1,67 (m, 4H),

2,20 (s, 3H), 2,29 (s, 3H), 3,43 (t, 4H, J=7,8 I'y), 6,28 (s, 1H), 6,90 (d, 1H, J=9,16 '), 7,14 (dd,
1H, J1=2,68 ', J2=9,12 I'n), 7,29 (d, 1H, J=2,64 T'm).

[00436] ITpumep 43

3-(4-((2-(amamaHTaH- 1 -WIT)3THIT)aMUHO)-3-p TOpheHmnn)-2,6-qume TimupuMuanH-4(3H)-
OJIVH

E
O~
Nﬂ_
o}
[00437] Lar 1) N-(2-(agamanTaH- 1-11)3T1N)-2-GTOP-4-HUTPOAHUIVH
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K pactBopy 2-pTop-4-uurpoanununa (2,34 r; 15,0 Mmoib) B DMF (30 mit) ObuTH T00aBIIEHBI
K,COj3 (4,2 1; 30,4 mmomnn), KI (0,5 r; 3,01 MMouib) u 1-(2-OpomoaTtuit) anamanTaH (3,65 r;

15,0 mmonb) u Cmech nepemermbaiach npu 140°C B Teuenue 12 u.

Cwmech ObUIa 3aTeM oxJiaXxkaeHa a0 rt u npopuinbTpoBana. @unbTpat ObLT pa3BeaeH 150
w1 DCM u nipoMsbIT BO0# (50 MIT X 3), HACBILIEHHBIM pacTBOpoM (150 mu1), BBICYLIEH HAJT
00e3B0XeHHBIM Na,SOy4 U CKOHLEHTPUPOBAH in vacuo. OcTaTOK ObLII OUHMIIEH OCPEICTBOM

CUJIMKareIbHOM KojoHouHoi xpomaTtorpaduu (PE/EtOAc (V/V)=8:1) mis nosydeHus
HA3BAHHOT'O XUMHUYECKOTO COCAMHEHUS B BUIE TBEPAOTO BEIIECTBA KEITOro nBera (477 mr;
10%).

[00438] lar 2) N'-(2-(amamaHTaH- 1-W1)3THI)-2-hTOPOEH301- 1 ,4-THaMUH

K cmecu Boas! (50 M) u mopotika xene3a (0,88 r; 15,8 Mmouts) ipu 65°C ObL1a o KarisiM
Jo0aBjIeHa KOHIEHTPUPOBAaHHAS COJISTHAsI KUCToTa (1 MJT) M CMeCh IepeMellMBajiach B TeUCHHE
15 muH. Bogocoep:xariuii cjioit cMecu OB CIIUT, U 00paboTaHHOMY paHee MOPOIIKY XKelle3a
Obu1a no6aBneHa cMech N-(2-(agamaHTaH- 1-uwn)3Tun)-2-¢prop-4-uurpoanwnus (0,5 r; 1,57
Mmoib) B MeOH (50 mit). Cmech Obl1a TOMOTHUTEIBHO nepeMeltiana mpu 65°C B TeueHue
30 muH. CMech ObLIa 3aTeM OXJIaXIeHa /10 rt ¥ poduibTpoBana. OUIbTpaT ObLT
KOHIEHTPUPOBAH M OCTATOK OBLJT OUYHIIEH ITOCPECTBOM CHUIIMKATEIILHOM KOJIOHOUYHOMN
xpomatorpaduu (PE/EtOAc (V/V)=4:1) ajis mojay4eHust Ha3BaHHOTO XUMHUECKOTO COSTUHEHUST
B BUJIE TBEPJIOTr0 BeliecTBa benoro nsera (382 mr; 84%).

[00439] Iar 3) N-(4-((2-(amamaHTaH- 1 -UJ1)3TUI)aMHUHO)-3-pTopdeHunn)-3-okcodyTaH
aMuUI

K pactBopy N'-(2-(amamanTaH-1-um1)311i)-2-propoen3on-1,4-muamun (0,38 T; 1,32 MMOJTB)
B EtOAc (20 M) 0611 no6aBeH auetust keteH (0,22 r; 2,62 MMOJIb) U CMeCh IIepeMeIIMBaach
ipu 90°C B TeueHue cyTok. CMmech OblIa 3aTeM OXJIaXKeHa /10 It U CKOHIIEHTPHUPOBaHa in
vacuo. OcTaToK OBLII OUYMIIICH ITOCPEACTBOM CHIIMKATEIIbHOM KOJIOHOYHOM XpoMaTorpaduu
(PE/EtOACc (V/V)=4:1) nig nony4eHrs HA3BAaHHOTO XUMHUYECKOTO COEIMHEHMS B BUJIE TBEPIOTO
BelecTBa Oenoro nsera (317 mr; 64%).

[00440] Iar 4) (Z)-N-(4-((2-(-amamaHTaH- | -UI1)3THIT)aMUHO)-3-hTopdheHunIT)-3-aMUHO OyT-
2-3HaMM

Cwmech N-(4-((2-(-agamanTaH- 1-u1)3T1I)aMUHO )-3-pTopdhennn)-3-okocoyranamuza (0,31
r; 0,83 Mmoub), MeOH (10 M) 1 ammonus (10 MIT) mepeMenmBaiach Mpu rt B TEUeHUE CYTOK.
CwMech OblTa 3aTeM CKOHIICHTPUPOBAHA in vacuo JJIs MOJIYYeHHs HAa3BAaHHOTO XUMHUYECKOTO
COEAMHEHUS JJIs CIIEAYIONIEro 1mara 0e3 gajJbHeMIe OYuCTKY.

[00441] lar 5) 3-(4-((2-(amamanTaH-1-U1)3THIT)aMUHO)-3-pTOpdheHNT)-2,6- TUMETHUIT-
mupumMunH-4(3H)-onun

Cwmecs (Z)-N-(4-((2-(amamaHTaH- 1 -WT1)3THIT)aMUHO)-3-PTopdeHn)-3-aMuHOOy T-2-9HaMU/T
(0,31 r; 0,83 MMOJIb) U TpUATHI opToaneTat (20 M) nepeMemmBanack npu 150°C B TeueHue
12 4. CMech OblIa OXJIaXAeHa 10 It ¥ CKOHIIEHTpUpPOBaHa in vacuo. OCcTaToK ObLIT OUYMIIICH
MOCPEACTBOM CUIIMKAreIbHON KojioHouHoM XxpomaTtorpadun (PE/EtOAc (V/V)=4:1) nis
MOJIy4YE€HUSI HA3BAHHOTO XUMHUUYECKOTO COEIMHEHUS B BUIE TBEPAOTO BEUIECTBA KPACHO-
kopuuHeBoro npeTa (10 Mr; 3%). CrieKTpOCKOMMYECKUE TaHHBIE XUMUYECKOTO COSTUHEHUS:

MS (ESI, nmon. non) m/z: 396,2 (M+1);

'H-NMR (400 MI'y, DMSO-dg): & 1,57 (d, 2H), 1,58 (m, 6H), 1,98 (m, 6H), 2,22 (m, 6H),

2,28 (s, 3H), 3,17 (d, 2H), 3,97 (s, 1H), 6,28 (s, 1H), 6,74-6,83 (m, 3H).
[00442] ITpumep 44
3-(3-pTop-4-((3-(TeTparuapodypaH-2-uin)poIuia)aMUHO )PeHU )-2,6- IMME TUITTTA PUMUTAH-
4(3H)-oaun
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[00443] Iar 1) 3-(terparuapodypaH-2-wiI)IporTaHOUIHAS KUCOTa

Cwmech 3-(pypan-2-um)npornanouaHoi kucioTsl (11,0 r; 80,0 mmons) u Pd/C (1,1 r; 10%)
B MeOH (110 M) nepemernuBanace npu 60°C noa naBinenneM 30 6ap B cpeae H, B Teuenue

cytok. Cmech Oblia 3aTeM MpopuIbTpOBaHA U GUIBTPAT CKOHIIEHTPUPOBAH in vacuo JIs
MOJIyYEHHUs] HA3BAHHOT'O XUMUYECKOT'O COEAMHEHUSI JIS CIIEAYIOIIETO 1ara 6e3 najapHeunIen
OYMCTKH.

[00444] Lar 2) 3-(TeTparuapodypaH-2-ui)npomnan-1-om

K pactBopy 3-(Terparuapodypan-2-uin)mponaHouaHon kuciaotsl (11,5 r; 80,0 MMoJIb) B
06e3BoxeHHOM THF (200 Mi1) OB 110 KaruwisiM 1o0asiieH 6opan (160 mut, 160 Mmoits, 1 MOIB/1T
B THF) B atMocdepe N, 1 cMech niepeMenmBajach Mpu rt B Te4eHUe CyToK. PeakiponHas

CMECh Pe3Ko oxJiaxaeHa nocpercrsom MeOH u ckoHUeHTpUpoBaHa in vacuo J1si TOJIy4YeHust
Ha3BaHHOTO XMMHUYECKOT'O COEAMHEHUS IJIs CIIEAYIOLIEro mara 6e3 1aIbHenIeld OUuCTKY.
[00445] Iar 3) 2-(3-xmoprpomnui)TreTparuapodypan
K 3-(trerparunpodypan-2-un)nponan-1-0:1 (3,90 r; 30,0 MMOJIb) ObLT MO KATUISIM JOOABIIEH
muxiopeyibdoxenn (15 mim) B atmochepe N, 1 cMech Oblia TOABEprHyTa BOTOHKE C

0O0paTHBIM XOJIOAWIBHUKOM B TeueHHue 3,5 4. 3aTeM oHa ObLIa OXJIaXaeHa 10 rt u

CKOHIIEHTpUpoBaHa in vacuo. K ocratky Obl1a qo6asiaeHa Boga (30 M) U MoJIydeHHa sk CMECh
ObL1a 3KcTpaKkTUpoBaHa nmocpeacTsoM DCM (30 mit x 4). KoMOMHMpPOBaHHBIE OPraHUYECKUE
CJI0M OBLIIM TPOMBITHI HACBIIIIEHHBIM pacTBOPOM (40 MJT X 2), BBICYIIIEHBI Ha/T 00€3BOKEHHBIM
Na,SO,4 1 CKOHIIEHTPUPOBAHBI in vacuo 1Sl TOJTYyYEHUsI HA3BAHHOTO XMMUUECKOTO COEAUHEHUS

B BU/IE JKEJITOM KUJIKOCTH, KOTOpasi ObljIa UCIIOIb30BaHA TS TTOJIyYeHHs] HAa3BAHHOTO
XUMUYECKOTO COEAMHEHUS JIJIs CIEAYIOUIEro mara 6e3 JajJbHEeHIIe OUuCTKY.

[00446] Llar 4) 2-pTop-4-uutpo-N-(3-(TeTparuapodypan-2-um)nporui)aHUIH

K cmecu 2-¢prop-4-aurpoanunus (7,02 r; 45,0 Mmoib), Cs,CO3 (29,3 135 90,0 Mmorb), KI
(16,6 r; 100 Mmoib) 1 DMF (100 mut) 6611 1O KaruisiM go06aBiieH 2-(3-XJI0pIpoITvi)
teTparuapodypat (7,43 r; 50,0 Mmoib) B atmocdepe N, 1 cMech nepemertiBaiack rpu 140°C

B TeueHue 48 1. CMmech ObUTa OXJTXKICHA JI0 I't U TPOGUIBTPOBAHA, U (PUIBTPAT OBLI
CKOHIIEHTpUpPOBaH in vacuo. K ocratky 6su1a no6asieHa Boja (30 M) U cMech Oblia
3KcTpakTupoBaHa nocpenctsoM DCM (30 mit x 4). KoMOMHHMpOBaHHBIE OpraHUYECKHE CIIOU
OBLIM TPOMBITHI HACHIIIIEHHBIM PAacTBOPOM (40 MIT X 2), BBICYIIIEHBI HaJ 00€3BOKEHHBIM
Na,SO4 1 cKOHLIEHTpUPOBAHA in vacuo. OcTaToOK ObLT OUMIIIEH TOCPEICTBOM CUITMKAT€TIbHON

kosioHouHOM xpomaTtorpacduu (PE/EtOAc (V/V)=20:1) niis mojrydeHust Ha3BaHHOTO
XUMMUYECKOTO COECIMHEHUS B BUJIE TBEPJIOTO BEIIECTBA XKENTOT0 1uBeTa (3,74 1; 31%).
[00447] Iar 5) 2-¢pTop-N'-(3-(TeTparuapodypaH-2-wi)npornui)oeH30- 1 ,4-imaMuH
Cwmech 2-¢prop-4-autpo-N-(3-(TeTparunpodypan-2-un)npornun)anuand (480 mr; 1,79
Mmoib), MeOH (40 mun), Boga (20 mit), mopouok xkenesa (504 mr; 9,03 mmois) u NH4Cl (193
Mr; 3,61 MMoOITB) epemermBaiack pu 60°C B TeueHure cyTok. CMech Obll1a 3aTeM OXJIaXKIeHa
710 rt 1 ObLT 100aBIIEH HACBIEHHBIN Bogocoaepkatuii pactBop NaHCO3. ITonyuennas
cMech Obl1a mpouIbTpoBaHa, U GUILTPAT ObLT IKCTPAKTUPOBAH MocpeacTeoM DCM (30
M X 4). KoMOMHMpPOBaHHBIE OpraHUYECKHE CJIOM OBLIH MTPOMBITHI HACHIIIIEHHBIM PACTBOPOM
(40 mu1 x 3), BBICYIIEHBI HaJ 00€3B0KEeHHBIM NaySO,4 M CKOHLEHTPUPOBaHa in vacuo. OcTaTok
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OBLT OYMIIIEH TTOCPEICTBOM CUIIMKATeNIbHOM KostoHOUHOM XpoMmaTorpadun (PE/EtOAc (V/V)
=2:1) A NOy4YeHUsI HA3BAHHOT'O XUMHUUYECKOTO COECJIMHEHUS B BUAE KPACHOM )KUAKOCTH (260
Mr; 61%).

[00448] ILIar 6) N-(3-dpTop-4-((3-(TeTparuapodypan-2-ui)mponuin)aMruHo ) peHu)-3-
OKCOOyTaH-aMu/T

K pactBopy 2-pTop-N'-(3-(TreTparuapodypaH-2-ua)nponuin)oeH30i-1,4-qmuamus (260 mr;
1,09 mmounb) B EtOAc (10 mir) 6611 mo6asiien anetus kereH (110 mr; 1,31 MMOJIB) B CMeCh
nepemermBaiack rmpu 80°C B TeueHue cyTok. CMmech OblIa oXJaxkaeHa g0 rt u
CKOHIEHTpUpOBaHa in vacuo. OcTaTok ObLI OUHUIIEH MTOCPEICTBOM CUITMKATEITBLHOM
kosioHouHoM xpomaTtorpaduu (PE/EtOAc (V/V)=2:1) miis mojay4eHus HAa3BaHHOTO
XMMHUYECKOT'O COCAUHEHUSI B BUE XKEJITOMN )KUAKOCTU (83 Mr; 24%).

[00449] Lar 7) 3-(3-bTop-4-((3-(TeTparunpodypaH-2-ui)IpornuiT)aMUHO ) heH)-2,6-
JUMETUI-iupumMuanH-4(3H)-oaun

Cwmeck N-(3-brop-4-((3-(TeTparuapodypaH-2-1it)mpormin aMuHO )heHHT )-3-0KCOOy TAaHAMMU/T
(250 mr; 0,78 mMoIb), aletamu (92 mr; 1,56 MMOJIb), TUTaHa TeTpauzorporanoaat (1,9 mi)
u kcusie (10 M) nepemermBaiach npu 165°C B Teuenue 24 4. CMech OblIa 3aTEM OXJIaXKACHA
1o rt. K monyuenHomy pactBopy ObL10 J00aBieHo 60 M1 Tosryosia u 60 MJT HACBIIIIEHHOTO
Boaocoaepxkauero pacrsopa NH4Cl v mosrydeHHas CMECh TOTIOJTHUTENBHO ITEPEMEIIMBAIACH

Ipu rt B TeueHue cyTok. Cmech OblIa 3aTeM IpopuiIbTpoBaHa U (UIBTPAT OBLT
9KCTpaKTUpoBaH nocpeactsoM DCM (15 mut x 3). KoMOMHUPOBAaHHBIE OPraHUYECKHUE CIIOU
OBLIIM TPOMBITHI HACHIIIIEHHBIM PAcTBOPOM (15 MIT X 2), BBICYIIIEHBI HaJ 00€3BOKEHHBIM
Na,SO,4 ¥ CKOHIIEHTPUPOBAHBI in vacuo. OCTaTOK ObLIT OUMILIEH TOCPEACTBOM CUIIUKATEIILHOMN

kosoHouHOM xpomaTtorpacuu (PE/EtOAc (V/V)=1:2) mis moayueHus HA3BaHHOTO
XUMHUYECKOTO COECIMHEHUS B BUJIE TBEPJIOTO BEIIECTBA XKENTOTO 1UBeTa (80 Mr; 29%).
CIeKTpOCKONUYECKHUE TAHHBIE XUMUYECKOTO COSTMHEHUSI:

MS (ESI, non. noH) m/z: 346,2 (M+1);

"H.NMR (400 MI'y, CDCl3): 6 1,52-1,43 (m, 2H), 1,81-1,75 (m, 2H), 1,94-1,87 (m, 2H),
2,04-2,09 (m, 2H), 2,20 (s, 3H), 2,28 (s, 3H), 3,23-3,19 (t, 2H, J=6,6 I'r), 3,76-3,73 (m, 1H),
3,89-3,83 (m, 2H), 4,29 (brs, 1H), 6,27 (s, 1H), 6,76-6,72 (t, 1H, J=8,7 I'm), 6,82-6,80 (d, 2H,
7=9,1 I'm).

[00450] ITpumep 45

3-(3-xnmop-4-((2-meTuin- 1-(HadTamuH-2-un)nponaH-2-ui)aMuHo ) heHum )-2,6-
auMeTUInmupuMuanH-4(3H)-onna

[00451] Lar 1) 2-xmop-N-(2-metuin- 1 -(Hadrammu-2-un)nponaH-2-ui)-4-HUTPOAHWITUH

Cwmech 2-meTun-1-(HadTanuu-2-un)nponaH-2-aMUH ruapoxiaopu (5,9 r; 25,0 MMmois), 3-
x1op-4-rop-1-uHuTpobensoi (5,27 r; 30,0 mmoib) u K,CO5 (6,9 1; 50,0 Mmoib) B DMSO (50
M) nepemenuBaiack mpu 140°C B TeueHne cyTok. CMech OblIa OXJIaXKIeHa 110 I't ¥ BIUTA B
150 M1 Bogwl. CMech ObLIa 3aTeM 3KCTpakTUpoBaHa rnocpeactsoM EtOAc (50 mit x 3).
KoMOuHMpOoBaHHbBIE OPTaHUYECKHE CIIOM OBLIIM BBICYIIIEHBI Ha/T 00e3BOXeHHBIM Na,SOy 1

CKOHIIEHTPUPOBAHHI in vacuo. OcTaToK ObLT OUMILIEH TOCPEICTBOM CUIIMKATEIIbHON
kosioHo4HOM xpomaTtorpaduu (PE/DCM (V/V)=10:1) nys roaydeHrss Ha3BaHHOTO
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XUMMYECKOTO COeUHEHUS B BUAE keJITol neHsl (3,78 1; 43%).

[00452] [ar 2) 2-xm0p-N'-(2-mMeTui1- 1 -(HadTammH-2-un)npornaH-2-ui)oeH30- 1 ,4-mnaMuH

K cmecu Boas! (50 M) u moporika xenesa (3,78 r; 67,7 Mmous) ripu 65°C Obl1a Mo KaruisaM
nobaBjieHa KOHIIEHTPUPOBAHHAs corsiHas kucimoTa (1,0 Mi1) ¥ cMech epeMenIMBaiach B
teueHue 15 muH. Boocoaepkariuii cjioit cMecu ObUT CIIUT U a pacTBOP 2-X10p-N-(2-MeTu-
1-(HadTaauH-2-un)aponaH-2-un)-4-auTpoanunu (2,4 r; 6,76 Mmons) B THF (50 mur) ObLt
J00aBIIeH K paHee o6paboTaHHOMY MOPOIIKY *kene3a. CMech Obla IepeMelaHa
nonoHuTeIbHO npu 65°C B Teuenue 30 MmuH. CMech Obl1a 3aTeM OXJIaXKJIeHa JI0 It U
npoduWIbTPOBAHA, U PUIBTPAT OBUT CKOHLEHTPUPOBAH in vacuo. OCTaTOK OBUT OUHUIIICH
MOCPEICTBOM CHUJIMKAreIbHOM KojloHouHOoH XxpomaTtorpaduu (PE/EtOAc (V/V)=8:1) nis
MOJTyYeHHUsT HA3BAHHOTO XUMUYECKOTO COEIMHEHHUS B BUJIE TBEPJIOTO BEIIeCTBa OEI0To 1BeTa
(1,86 ; 84%).

[00453] lar 3) N-(3-xmop-4-((2-meTuii- 1-(HadTaauH-2-uiI)IpoIraH-2-uia)aMUHO ) (heHUT )-
3-okcoOyTaHamujg

K pactBopy 2-xmop-N'-(2-metui- 1 -(HadTamuH-2-ui)nponaH-2-un)oen3oi- 1,4-muamuH (2,0
r; 6,16 mMmoab) B EtOAc (30 M) 0611 moOaBnieH anetui keteH (1,55 r; 1,84 MMoJIb) U cMeCh
nepemernuBaack mpu 90°C B TeueHue cyTok. Cmech Obl1a OXJIaxaeHa J0 rt U
CKOHIICHTpUpOBaHa in vacuo. OcTaTok ObLI OUHIIEH ITOCPEACTBOM CUITMKATEITLHOM
kostoHouHOM xpomaTtorpaduu (PE/EtOAc (V/V)=1:1) mis nmoaydeHus HA3BaHHOTO
XMMHYECKOTO COEMHEHHS B BUIE TBEepIOTo BeriecTBa 6emoro nsera (2,00 r; 79%).

[00454] ar 4) (Z)-3-amuu0-N-(3-x110p-4-((2-MeTwiI- 1 -(Had TaIMH-2-Ui1) ITpoTIaH-2-11)
aMuHO)(heHuT)0yT-2-93HaMUT

Cwmech N-(3-xmmop-4-((2-meTuit- 1-(HadTaamH-2-uia)IpornaH-2-uil)aMUuHO ) GeHuI)-3-
okocOoyTanamun (2,0 r; 4,89 mmorib), MeOH (15 mi1) 1 aMmmoHus(15 MIT) iepeMenMBajach
Ipu rt B TeueHre cyTok. CMmech ObljIa 3aTeM CKOHIIGHTPUPOBAHA in vacuo IS ITOJTyYeHUs
HAa3BAHHOTO XMMUYECKOTO COEMHEHUS JIJIS CIEAYIOUIEro mara 6e3 JajlbHEeNIIel OUnCTKY.

[00455] Hlar 5) 3-(3-xn0p-4-((2-MeTua- 1 -(HadTaIuH-2-Ui)ponaH-2-1i1)aMUHO ) (DeHUT )-
2,6-pumetnnnupumuanH-4(3H)-oaun

Cwmech (Z)-3-amuHo-N-(3-xmop-4-((2-meTui- 1 -(Had TanvH-2-ua)nponaH-2-uji) aMUHO)
dhenun)oyT-2-3Hamus (2,0 T; 4.90 MMOITB) ¥ TPUATHIT opToaneTaT (20 MIT) ITIepeMelmBaIach
nipu 150°C B Teuenue 12 4. CMmech ObLIa OXJIAXK/EHA /10 I't U CKOHUEHTPUPOBAHA in vacuo.
OcTtaTok OB OYUIIIEH TTOCPEACTBOM CHIIMKATeNIbHON KOJTOHOUHOM XpoMaTorpaduu (PE/
EtOAc (V/V)=1:1) nyist nonydeHusi HA3BAHHOTO XUMUUYECKOTO COEMHEHUS B BUAE TBEPIAOTO
BelllecTBa OJieqHO-kenToro npeta (1,59 r; 76%). CrieKTpOCKOIMYECKUe JaHHbIE XUMUUECKOTO
COEIMHECHUS:

MS (ESI, non. non) m/z: 432,3 (M+1);

"H-NMR (400 MI'y, CDCly): & 1,43 (s, 6H), 2,11 (s, 3H), 2,19 (s, 3H), 3,20 (d, 2H), 4,63 (s,

1H), 6,23 (s, 1H), 7,11-7,83 (m, 10 H).
[00456] ITpumep 46
3-(3-xnmop-4-mopdonuHodenn)-2,6-rumeTunnupumMuanH-4(3H)-oqua

Cl
Yot
\_/ )f
o)
[00457] lar 1) 4-(2-xn0p-4-HuTpodeHrua)MophoIuH
K pactBopy mopdomnuna (1,1 mi, 12,6 mmosis) B DMF (30 Mi1) mpu iepeMenivBaHuy ObLUTH
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n06aBieHsl 2-x5op- 1-¢prop-4-uutpoden3zon (1,76 r; 10,0 mmonb) u EtsN (4,2 mi1, 30,1 MMOJIB)

U CMECh MepeMeNIMBaIach MpH rt B TeueHue cyTok. Cmech OblIa 3aTeM OTPUIHTPOBAHA U
opranuueckas ¢asza obuta BuTa B 150 mit DCM, mpombiTa Bogoit (150 M1 X 3) M HACBIIIIEHHBIM
pactBopoM (150 mut), BbicyiieHa HaJ1 00e3BoKeHHBIM Na,SOy4 M CKOHIEHTPUPOBAHA in vacuo.

OcTtaTok OB OUYHIIIEH TTOCPEACTBOM CHUIIMKATEIIbHOM KOJTOHOUHOM XpoMaTorpaduu (PE/
DCM (V/V)=10:1) pis mony4eHuss HA3BAHHOTO XUMHUYECKOTO COEAMHEHUS B BUIE TBEPIAOTO
BemecTBa xenroro nsera (1,53 r; 63%).

[00458] lar 2) 3-x10p-4-MOphHOTMHOAHUINH

K cmecu koHLIEHTpUpPOBAHHOM COIIHOM KUCTOTHI (1,0 MiT) ¥ BoAs! (50 MJT) OBLT JOOABIIEH
OJIHOM mopuuMel mopouok xejesa (7,55 r; 135 MMoiib) U cMech nepeMenmBaiach npu 65°C
B TeueHue 15 muH. Bomocoaepskaluii ciioit cMecu ObLT CIIUT U a pacTBOP 4-(2-xJtop-4-
Hutpodenu) moppomnuna (3,28 r; 13,5 mmoss) B MeOH (50 mi1) 6611 10OaBIIEH K
0o0paboTaHHOMY paHee OPOIIKY keJe3a. KuciaoTHocTh cMecu Obi1a moBeaeHa 10 pH 3
MMOCPEACTBOM COJITHOM KMCIIOTBI U MPOU3BOIWIIOCH JOTIOJIHUTEIBHOE TIEPEMENTMBAHUE TPU
65°C B Teuenue 45 muH. CMech ObLTa 3aTeM OXJIaXkIeHa J1o rt, JoBeaeHa 10 pH 10 mocpeacTBom
Et;N u mpodunbTpoBaHa, 1 GuIbTpaT ObUT CKOHIEHTPUPOBAH in vacuo. OcTaToOK ObLT

pactBoped B DCM (150 mu1) u 1 pactBop O6bUT mpoMbIT BOAOM (100 MJT X 3) U HACHIIIIEHHBIM
pactBopoM (100 mu1), BbICyIIeH Hall 00e3B0keHHBIM NaySO,4 M CKOHIEHTPUPOBAH in vacuo

JUIS1 TIOJTyY€HUs] HA3BAHHOT'O XMMUYECKOT'O COSTMHEHUS B BUIE TBEPAOTO BEllleCTBA OEI0ro
usera (2,05 r; 71%).

[00459] Llar 3) N-(3-xmop-4-mopdonrHodeHus)-3-0kcooyTaHaMU/T

K pactBopy 3-xmop-4-mopdonunoanumuna (2,05 r; 9,64 mmoins) B EtOAc (30 mut) ripu
repeMelMBaHuy ObLT T0OaBJIeH aneTust keteH (1,62 r; 19,3 MMoJIb) M CMECh IepeMeIInBaliach
nipu 80°C B TeueHue cyTok. CMech ObLTa OXJIaX/I€Ha JI0 It U CKOHIIEHTPUPOBAHA in vacuo.
OcTaToK OBLI OUHMIIIEH MTOCPEACTBOM CUIIMKATeIbHOM KOJIOHOYHOM xpomaTorpacdun (PE/
EtOAc (V/V)=3:1) mis nnojay4eHus Ha3BaHHOT'O XUMUYECKOTO COEIMHEHUS B BUE TBEPAOTO
BelecTBa 0JieqHO-X)eaToro usera (2,59 r; 91%).

[00460] Iar 4) (Z)-3-amuno-N-(3-x1mop-4-MmopdomHodeHn )0y T-2-93HaMK/T

Cwmech N-(3-xmmop-4-mopdommaodennn)-3-okcooyranamuaa (2,0 r; 6,74 mmoias), MeOH
(15 mu1) 1 amMmoHus (15 MiT) IepeMenMBalIach Mpu rt B TeueHue cyTok. CMmech ObL1a 3aTeM
CKOHLEHTPUPOBAHA in vacuo JJIs MOJIyYEHUS HA3BAHHOTO XMMUYECKOTO COEIMHEHUS TS
CIEeAYIOIIEro mara 0e3 JajJbHEHIIe OUYUCTKY.

[00461] Lar 5) 3-(3-x10p-4-MmopdoauHodenunn)-2,6-rumeTunnupumMuini-4(3H)-oaun

Cwmech (Z)-3-amuno-N-(3-xmop-4-mopdonuuodennn)oyTt-2-sHamun (2,0 T; 6,76 MMOITb) U
TpuaTUI oproanerata (20 M) nepemermmbaiach npu 150°C B reuenue 12 u.

Cwmech ObUTa OXJTaXAeHa J0 rt U CKOHLEHTPUpOBaHa in vacuo. OCTaTOK ObUT OUYUIIEH
MTOCPEACTBOM CHIIMKAreIbHON KoJIoHOUHOM XpoMmaTtorpadun (PE/EtOAc (V/V)=1:1) nns
MOJTyY€HHUs] Ha3BaHHOTO XUMUUYECKOTO COEIMHEHUS B BUJIE TBEPAOTO BelllecTBa OJIeTHO-
)enroro ngera (1,63 r; 76%). CrieKTpOoCKOIUUECKHUe JaHHbIE XUMUUECKOTO COSIUHEHMS:

MS (ESI, non. non) m/z: 320,1 (M+1);

'H-NMR (400 MI'y, CDCl3): 6 2,19 (s, 3H), 2,30 (s, 3H), 3,06 (m, 4H), 3,88 (t, 4H), 6,28

(s, 1H), 7,07-7,28 (m, 3H).
[00462] ITpumep 47
2,6-mumeTHII-3-(4-MmopdomHo-3-(Tpud TopMmeTri)heHun) mupuMuauH-4(3H)-oaun
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[00463] Llar 1) 4-(4-autpo-2-(TpudTopMeTHi)heHuT)MOPGhOIUH

Cwmech 1-pTop-4-HuTpOo-2-(TprdTopMeTrin)densona (4,18 r; 20,0 MMoib), MopdoIuHa
(2,09 1; 24,0 mmoub), Et3N (6,07 r; 60,0 Mmonb) u EtOAc (30 M) nepememmBanach pu rt B

teyeHue 5 4. CMmech OblIa 3aT€M CKOHLEHTPUPOBaHa in vacuo. OCTaTok ObLT OUMIIEH
ITOCPEICTBOM CHUJIMKAreIbHOM KojloHouHOM XpomaTtorpaduu (PE/EtOAc (V/V)=1:1) nis
TTOJTy4YSHHSI HA3BAHHOTO XMMHUYIECKOTO COSTMHEHUS B BUJIE TBEPAOTO BEIIIECTBA JKEJITOTO I[BETA
(5,01; 91%).

[00464] Lar 2) 3-tpudTropmeTuii-4-MmophOITMHOAHUINH

Cwmechb 4-(4-autpo-2-(Tpudropmeruinn)perrn)mopdomnut (5,0 r; 18,1 mmons), MeOH (20
M) u Pd/C (500 mr; 10%) B atmMochepe H, mepemernuBanace mp rt B TeueHue cyTok. Cmech

ObuTa 3aTEM MPOGUIBLTPOBAHA U (GUIBTPAT OBLUT CKOHIIEHTPUPOBAH in vacuo. OCTaTOK ObLI
OYMIIICH ITOCPEICTBOM CHIIMKATreIbHOM KotoHOYHOM XpoMaTorpaduu (PE/EtOAc (V/V)=2:1)
JUUIS1 TIOJTyYeHUs] HA3BAaHHOT'O XUMUYECKOT'O COSIMHEHUSI B BUJIE TBEPIOTO BellecTBa OJIeTHO-
x)kentoro usera (4,01 r; 90%).

[00465] Ilar 3) N-(3-TpudTopmeTuin-4-mopdomuHodheHu)-3-0KkcooyTaHAMU/T

Cwmech 3-TpudTopmeTni-4-mopdonuHanuivi (4,0 T; 16,2 mmoib), EtOAc (30 M) u anetusn
keTeH (2,73 1; 32,5 MMmoie) niepemMenMBajiachk npu 90°C B TeueHHe CyTOK.

Cwmech ObUTa OXJTaXAeHa J0 rt U CKOHLIEHTPUpPOBaHa in vacuo. OCTaTOK ObUT OUYUIIECH
ITOCPEACTBOM CHITMKAreTbHOM KoJIoHOUHOM XpoMmaTorpadun (PE/EtOAc (V/V)=1:1) nist
MOJIy4YE€HUS HA3BAHHOT'O XMMUUECKOTO COEIMHEHUS B BUZIE TBEPAOIO BELIECTBA )KEIITOT'O IBETA
4,01;75%).

[00466] Llar 4) (Z)-3-amuno-N-(3-TpudTopmeTrii-4-mopdonrHodheHu )0y T-2-93HaMu ]

Cwmech N-tpudropmetuii-4-mopdommnodennn)-3-okcodyranamuaa (4,0 t; 12,1 MMoIIb),
MeOH (20 mi1) u ammonus (20 M1) mepeMenmBaiach Mpu rt B TedeHue cyTok. Cmech Oblia
3aTEM CKOHLEHTPUPOBAHA in vacuo JJIsl TOJy4YeHUs] HA3BAHHOT'O XUMHUECKOTO COETMHEHUS
JUTSL CTIEAYIOLIEro mara 6e3 JqajlbHene OUuCTKY.

[00467] Iar 5) 3-(3-tpudTopmeTHii-4-MopdomrmHoGeHUIT)-2,6-IuMe TUIITMPpUMHUIMH-4(3H)
-OIUH

Cwmech (Z)-3-amuno-N-(3-tpucdropmetui-4-mopdonrHodpernn)oyr-2-snamuaa (4,0 r; 12,1
MMOJIb) U TpUATUII opToaneTrata(10 M) nepemermmBanack npu 150°C B TeueHue cyTok. CMmech
ObLIa OXJIAX/IEHA JI0 I't U CKOHUEHTPpUpPOBaHa in vacuo. OCTaTOK OBLI OUHUIIIEH TOCPEICTBOM
CUITMKareIbHOM KojoHouHOM xpoMmaTtorpadun (PE/EtOAc (V/V)=1:1) ans noaydeHus
HAa3BAHHOTO XMMUYECKOTO COEIMHEHUSI B BUJIE TBEP/IOTO BEIIECTBA OJIETHO-KEJITOTO IBETA
(3,00 ; 70%). CrieKTpOCKOTIMYECKHE TaHHBIE XUMHUYECKOTO COCTUHECHMUS:

MS (ESI, mon. non) m/z: 354,2 (M+1);

'H-NMR (400 MTI'y, CDCl3): 6 2,05 (s, 3H), 2,21 (s, 3H), 2,92 (t, 4H), 3,72 (m, 4H), 6,26

(s, 1H), 7,66-7,77 (m, 3H).
[00468] ITpumep 48
3-((6-(2,4-mumeTuI-6-okconupuMuauH- 1 (6H)-ui)- 1 H-unn0:1- 1-ui1)MeTOKCH ) OEH3OHUT PUIT
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[00469] Llar 1) 3-((6-auTpo-1H-uH101-1-MIT)METOKCH)OEH30HUT PUIT
K cmecu NaH (3,0 1; 75,0 MMmoitb, 60%) B DMF (20 mut) ObUTH 00aBIIEHBI pACTBOP 6-HUTPO-
1H-unnon (4,86 r; 30,0 Mmosis) B DMF (10 mun) u pactBop 3-Tuapokcuden3zonutpuna (3,57
r; 30,0 Mmmob) B DMF (10 mun) nipu 0°C 1 CMmech nepemerinBaliach rnpu rt B teuenue 2 u. K
peaKUMOHHOM cMecH ObLIT MEJIEHHO, B OTCYTCTBHUE CBETA, 100ABIIEH pacTBOP AUMOIMETaHA
(7,5 mi, 90,0 mmoiib) B DMF (10 Mi1) ¥ cMech iepeMenimBaiach pu rt B reuenue 20 4. Cmech
OblTa 3aTEM PE3KO OXJIaXKJeHa BOJION U TpoduibTpoBaHa. GUIBTpAT OBLUT IKCTPAKTUPOBAH
nocpeactBoM DCM (30 M1 X 6) 1 KOMOMHUPOBAHHBIE OPTraHUYECKUE CIIOU OB TPOMBITHI
HACBIIIEHHBIM pacTBOPOM (50 Mit X 3), BBICYILIEHBI Ha/1 00€3BOKEHHBIM Na,;SOy4 1

CKOHIIEHTPUPOBAHHI in vacuo. OcTaTOK ObLT OUMINIEH TOCPEICTBOM CUIIMKATEIIbHON
kostoHouHoOM xpomartorpaduu (PE/EtOAc (V/V)=1:1) mis noiaydeHus HA3BaHHOTO
XUMMYECKOTO COECIMHEHMST B BUJIE TBEPIOTO BEIIECTBA KenToro 1usera (4,47 r; 51%).

[00470] Ular 2) 3-((6-amuno-1 H-uH1051- 1-U1)METOKCH ) OEH30HUTPUTT

K cmecu 3-((6-autpo-1H-unmon-1-un)meroxcu)oen3zonutpui (3,0 T; 10,2 mmoss), THF (80
MJT) 1 BOJIBI (40 MuT) OBLTH JOOABIIEHBI TOPOIIOK kene3a (2,86 1; 51,2 mmonb) u NH4CI (1,09
r; 20,4 MMOJIB) M CMeCh TiepeMelinBaiachk npu 64°C B TeueHue cyTok. CMech OblIa 3aTeM
OXJIXK/IEHA 10 I't ¥ K TTOJIYYEeHHOU cMecH ObLT JOOABJIEH BOIOCOIEPKAIIUI HACBIIIICHHBIN
pactBop NaHCO3. Cmech Obuta poduIbTpoBaHa U (GUIBTPAT OBLT IKCTPAKTUPOBAH
nocpeactBoM EtOAc (30 mit x 4). KomOMHHpOBaHHBIE OPraHUYECKUE CJIOU OBLIIU ITPOMBITHI
HACBIIIEHHBIM pacTBOPOM (40 M1 X 3), BBICYIIEHBI HAJl 00€3BOKEeHHBIM Na,SOy u

CKOHIEHTPUPOBAHBI in vacuo. OCTaTOK ObLIT OUMIIIEH TOCPEICTBOM CUITMKATeJIbHON
koioHouHoM xpoMmaTtorpaduu (PE/EtOAc (V/V)=2:1) miis mojaydeHus Ha3BaHHOTO
XUMHUUYECKOTO COEIMHEHHUS B BUJIE TBEPAOrO BEUIECTBA KeJITOro usera (1,76 r; 65%).

[00471] Wlar 3) N-(1-((3-unanodenokcu)metun)- 1 H-unaom1-6-ui)-3-okcodyranamusg

K pactBopy 3-((6-amuno-1H-uH1071-1-M1)METOKCH)0eH30HUTPpMI (2,62 T; 9,95 MMOITB) B
EtOAc (20 mi1) 6611 o6aBieH anetut keteH (1,0 T; 11,9 MMoJIb) U cMech MepeMENIMBaIach
npu 80°C B TeueHue cyTok. CMmech Obl1a OXJIaXkIeHa 0 rt ¥ CKOHLEHTPUPOBAHA in vacuo.
OcTaTok OB OUHMIIIEH TOCPEACTBOM CUIIMKATeIbHOM KOJIOHOYHOM xpomaTorpacdun (PE/
EtOAc (V/V)=1:1) mis nnony4yeHus Ha3BAaHHOT'O XUMUYECKOTO COEIMHEHUS B BUE TBEPAOTO
BelecTBa xeiaroro usera (2,70 r; 78%).

[00472] Ular 4) (Z)-3-amuno-N-(1-((3-umanodenoxcu)meTui)- | H-unno-6-um)0yT-2-3HaMu;1

Cwmech N-(1-((3-nmanodenokcu)metun)- 1 H-ungomn-6-mm)-3-okcodyranamus (1,04 r; 2,99
MmoIIb), MeOH (20 mun) u ammonust (20 MJT) iepeMelMBaliach Mpu rt B TedeHue cyTok. CMmech
ObL1a CKOHIEHTPUPOBAHA in vacuo JJIsl MOJIyYeHHs] HA3BAaHHOTO XUMUYECKOTO COSTMHEHMS
JUTS CTIEAYIOLIEro mara 6e3 JalibHEeHIIel OUUCTKY.

[00473] Lar 5) 3-((6-(2,4-mumeTnn-6-okcommpumu - 1 (6 H)-uin)- 1 H-ungon-1-um)meTokcn)
OCH30HUTPUTT

Cwmech (Z)-3-amuuo-N-(1-((3-mmanodenokcn)metwn)- | H-unmomn-6-um)oyt-2-snamu (1.04
r; 3.00 MMOJIb) U TPUATHII OpToaneTata (20 Mit) nepemenimBaiack nmpu 130°C B TeueHUe CyTOK.
Cwmech ObUTa OXJTaXAeHa J0 rt U CKOHIEHTPUpOBaHa in vacuo. OCTaTOK ObLUT OUYUIICH
MOCPEICTBOM CHUIIMKAreabHOM KojloHouHON XpomaTtorpaduu (PE/EtOAc (V/V)=1:1) nis
MMOJIyYEHHUS HA3BAHHOI'O XUMUYECKOT'O COEIMHEHMS B BUJIE TBEPIOTO BEIIECTBA KEITOTO I[BETA
(272 mr; 25%). CrieKTpOCKOIMUYECKHUE TAHHBIE XUMUYECKOTO COEUHEHUS:
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MS (ESI, non. von) m/z: 371,1 (M+1);

"H-NMR (400 MTIw, DMSO-dg): 6 2,05 (s, 3H), 2,21 (s, 3H), 6,25 (s, 1H), 6,29 (s, 2H), 6,64-
6,63 (d, 1H, J=3,2 I'm), 7,01-6,99 (dd, 1H, J,=1,4 T'ny, J2=8,3 I'n), 7,39-7,37 (m, 1H), 7,51-7,44
(m, 2H), 7,63 (s, 1H), 7,72-7,68 (m, 3H).

[00474] ITpumep 49

2-((3,4-mudropdheHokcr)MeTun)-3-(3-prop-4-mopdonruHodheHU )-6-Me TUIIITUPUMHUIUH-4

(3H)-ogun
F
§__< />—r
F
/\ C =h
0 N N
/ J
. 0>—)_
[00475] Iar 1) (Z)-metnn 3-(2-(3,4-mudTopdeHokcH)aneTaMua0 )0y T-2-3HoaT
K B3Becu K,COj5 (1,38 1; 10,0 MMoi1b) B aneTone (50 mi) 6putn 1o0aBieHs! 3,4-
nudropdenon (0,78 r; 6,00 MMoIb) U (Z)-MeTun-3-(2-6pomoanetamuio)oyt-2-3noar (1,18
r; 5,00 MMOJIB) M CMeCh ObLiIa ITOJIBEPrHYTa BO3TOHKE C OOPATHBIM XOJIOIUIbHUKOM B TEUEHHE
5 4. Cmech ObLIa OXJTaXKIeHa /10 rt U TpopUIbLTPOBaHa, U GUILTPAT ObLT CKOHIICHTPUPOBAH
in vacuo. K ocratky 6s11 fo6asiaer DCM (100 mur)
Y cMech ObL1a MpoMbITa Boj1oi (100 MiT X 2) U HACKIIIIEHHBIM pacTBopoM (100 mu),
BBICYIIIEHA HaJ1 00e3B0KeHHBIM Na,SO,4 M CKOHIIEHTpUPOBaHa in vacuo. OCTaTOK ObLT OUMIIEH

MOCPEACTBOM CHIIMKAreIbHON KoJIoHOouHOM XpoMmaTtorpadun (PE/EtOAc (V/V)=5:1) ms
MOJIyYEHUsI HA3BAHHOTO XUMUUECKOT'0 COE/IMHEHUSI B BUIE TBEPAOTO BEIlIeCTBA OEIOTO [IBETA
(0,85 1; 59%).

[00476] Lar 2) 2-((3,4-mudpropdenokcu)mernn)-3-(3-hTop-4-MmopdomHOBEHIT )-6-METHIT-
mupumMuanH-4(3H)-onun

K pacrBopy 3-¢dprop-4-mopdommnoanununa (0,39 r; 2,00 Mmosbs) B DCM (15 mut) Obu1
JI00aBJIeH TPUMETUITATIOMUHMI (3,5 M1, 7,0 MMOJTb, 2 M B TOJIYOJI€) M CMECh IIEPEMEITMBAIACE
npu rt B Teuerue 0,5 4. beut MmeasieHHo mobapneH pactBop (Z)-metui-3-(2-(3,4-
mudTopderokcn)aneramugo)oyT-2-310at (0,57 1; 2,00 MMosb) B DCM (5 MiT) ¥ MoJTy4eHHAS
CMecCh MepeMeIMBaIach mpu rt B reueHue 12 4. Cmeck Obla 3aTeM ObljIa pe3Ko oXJIaxkaeHa
HACBIIIEHHbIM Bogocoaepxkamum pactBopoM NH,Cl 1 skcTpakTUpoBaHa MOCPEACTBOM
CH,Cl, (50 mut x 2). KomOrHUpOBaHHBIE OpraHUYecKUe pa3bl ObLIA TPOMBITHI HACBIIIICHHBIM
pactBopoM (100 mur), BEICYLIEHBI HaJ 00€3BOKEHHBIM NaySO,4 M CKOHLIEHTPUPOBAHBI in vacuo.
OcTaTok OB OUHMIIIEH OCPEACTBOM CUIMKATeIbHOM KOJIOHOYHOM XxpomaTorpacdun (PE/
EtOAc (V/V)=1:1) mis nony4yeHus HA3BAaHHOT'O XUMUYECKOTO COEIMHEHUS B BUE TBEPAOTO
BelecTBa cBeTiio-KkopuuHeBoro nsera (0,50 1; 58%). CrieKTpOCKONMYECKHUE TaHHBIE

XUMHYECKOTO COCIMHCHMS:
MS (ESI, mon. non) m/z: 432,1 (M+1);

1H-NMR(4OO MTI'n, CDCly): 6 2,35 (s, 3H), 3,04-3,17 (m, 4H), 3,86 (t, 4H, J=4,7 I'y), 4,65

(s, 2H), 6,39 (s, 1H), 6,46-6,51 (m, 1H), 6,58-6,64 (m, 1H), 6,95-6,98 (m, 3H), 7,03 (t, 1H, J=
9,4 I'n).
[00477] ITpumep 50
2-((3,5-mudropdheHokcr)metun)-3-(3-bhrop-4-mopdonruHodheH)-6-Me TUITITUPUMHUIUH-4
(3H)-ogun
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[00478] lar 1) (Z)-metuin-3-(2-(3,5-nudTopdeHokcrn)aneraMuao)0yT-2-9HoaT

K B3Becu K,CO5 (1,38 1; 10,0 Mmmoitp) B anieTone (50 mur) 6putn fobaBieHsl 3,5-
mudropdenon (0,78 r; 6,00 MmoItb) u (Z)-meTui-3-(2-6pomoaneramugo)oyr-2-310at (1,18
r; 5,00 MMOJIB) M CMECh Oblj1a OABEPTrHYTA BOTOHKE C 0OPATHBIM XOJIOIUJIBHUKOM B TEUEHHE
5 y. CMech ObUIa OXJIaXKIAEHA 0 rt U TpodUIbTPOBaHA, U GUWIHTPAT ObLIT CKOHIICHTPUPOBAH
in vacuo. K ocratky 6511 106aBien DCM (100 mut) u cMech Oblia mpoMbiTa Boaoi (100 mit
X 2) 1 HachIlIeHHBIM pacTBopoM (100 mut), BbICyilleHa HaJ 00e3BOKeHHbIM Na,SOy 1

CKOHIICHTpUpOBaHa in vacuo. OcTaTok ObLI OUHIIEH ITOCPEICTBOM CUIMKATEIBLHOM
kosoHouHOM xpomaTtorpacduu (PE/EtOAc (V/V)=5:1) mis moiayueHus HA3BaHHOTO
XMMHYECKOTO COeIMHEHHS B BUIE TBEepI0To BellecTBa 6emoro usera (1,18 ; 83%).

[00479] Iar 2) 2-((3,5-mudpropdenokcu)mernn)-3-(3-hTop-4-MmopdoruHOobEHNT )-6-METHIT-
mupumuanH-4(3/H)-onun

K pactBopy 3-pTop-4-mopdomunoanunuya (0,81 r; 4,13 mmoins) B DCM (15 mur) ObLT
JI00aBJIeH TPUMETWIIATIOMUHMIH (6,2 MJ1, 12,4 MMOJIb, 2 M B TOJIyOJI€) U CMECH IIEPEMEIIIMBAIACE
nipu rt B Teuerue 0,5 4. beut MmeanieHHo nobapneH pactBop (Z)-metui-3-(2-(3,5-
mudTopdenokcn)aneramuao)oyT-2-310at (1,18 ; 4,14 Mmomb) B DCM (5 MiT) ¥ moTydeHHAsI
CMecCh MepeMeIMBaiach npu rt B redeHue 12 4. Cmech ObL1a pe3Ko oXJiaxaeHa
BOAOCOIEpKAIIMUM HAChIeHHBIM pacTBOpoM NH,4Cl 1 s3kcTpakThUpOBaHa NMOCPEACTBOM

CH,Cl, (50 M1 x 2). KomOuHUpOBaHHBIE OpraHudeckue (pas3bl ObLIIM TPOMBITHI HACHIIIEHHBIM
pactBopom (100 mut), BBICYITIEHBI HaJL 00€3BOKeHHBIM Na),SO,4 U CKOHIIEHTPUPOBAHBI in vacuo.

OcraTok OB OUMIILIEH TTOCPEICTBOM CUJIMKATeIbHON KOJTIOHOUHOM XpoMaTorpaduu (PE/
EtOAc (V/V)=1:1) to give the title compound as a pale brown solid (1,08 r; 61%).
CHeKTpOCKONMYECKUE TaHHbIE XUMUUECKOTO COETMHEHUS:

MS (ESI, nmon. non) m/z: 432,0 (M+1);

"H-NMR (400 My, CDCly): & 2,35 (s, 3H), 3,05-3,16 (m, 4H), 3,86 (t, 4H, J=4,6 'n), 4,67
(s, 2H), 6,30-6,33 (m, 2H), 6,39 (s, 1H), 6,39-6,45 (m, 1H), 6,95-6,98 (m, 3H).

[00480] ITpumep 51

3-(3-brop-4-mopdoaunodenm)-2-(((3-bTopheHnT) THO )METHI )-6-METUITTTUPUMUTUH-4
(3H)-ogun

F

on i
SRvava

N

(e)
[00481] Llar 1) (Z)-metun 3-(2-(3-pTopdennT)THo)aneraMua0)0yT-2-3H0aT
K B3Becu K,CO3 (1.38 1; 10.0 Mmmoutp) B anieToHe (50 mur) 6butM JoOaBIIeHbI 3-

dbropoenzontnon (0,77 r; 6,01 Mmmoib) u (Z)-metui-3-(2-0pomoaneramu1o)0yT-2-3H0aT (1,18
r; 5,00 MMOJIB) M CMeCh ObllTa ObLIa IMOJIBEPTHYTA BO3TOHKE C 0OPAaTHBIM XOJOIUIBHUKOM B
TedyeHue 5 4. CMech Obl1a OXJIaXAeHa 10 rt U TpoPUIbTPOBaHa, U (GUIBTPAT OBLI
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CKOHIIGHTpHUpPOBaH in vacuo. K octatky 0b11 1006aBeH DCM (100 M1) ¥ cMech ObLa MPOMBITA
Botov (100 mut x 2) 1 HachIIEHHBIM pacTBOpoM (100 Mi1), BeICyIIeHA HAJT 00€3BOKEHHBIM
Na,SO,4 1 cCKOHIIEHTpUpOBaHa in vacuo. OCTaTOK ObLJT OUUIIIEH TOCPEICTBOM CHIIMKATreIbHOM

koioHouHoM xpomaTtorpaduu (PE/EtOAc (V/V)=5:1) miis mojaydeHus HAa3BaHHOTO
XUMUYECKOTO COEMHEHHS B BUE TBepioro BemiectBa oenoro usera (0,78 r; 55%).

[00482] Iar 2) 2-(((3-dbTopdenun)Tno)meTi)-3-(3-prop-4-mopdonuHopeHn)-6-Me TUIT-
mupumMuanH-4(3H)-oaun

K pactBopy 3-drop-4-mopdomunoanmmmna (0,54 r; 2,75 mmois) B DCM (15 mit) 6611
JI00aBJIeH TPUMETHITIATFOMUHKH (4,8 M1, 9,60 MMOJIB, 2 M B TOJTyOJI€) M CMECh IIEpEeMEIIMBAIAC
nipu rt B Teuerue 0,5 h. beut menyienHo qodasieH pactBop (Z)-metui-3-(2-((3-propdenwn)
THO)aneTaMua0)0yT-2-3H0aT (0,78 T; 2,75 MmMoiib) B DCM (5 M) U MOJTydeHHas: CMeCh
IepeMeImBaIach mpu rt B reuerre 12 4. Cmech ObLIa pe3Ko OXJIaXKJAeHa BOAOCOACPIKAIINM
HaceleHHbIM pacTBopoM NH4CI u skctpaktupoBana nocpeactsom CH,Cl, (50 Mt x 2).

KoMOuHrpoBaHHbIE OpraHudeckue (pas3bl ObUIH IPOMBITHI HACBIILIEHHBIM pacTBOpoM (100
MJI), BBICYIIIEHBI HaJ 00e3B0KeHHBIM NaySO4 U CKOHLEHTPUPOBAHBI in vacuo. OCTaToK ObLI

OYMILIEH MTOCPEJICTBOM CUIIMKAreIbHOM KostoHOUHOM XpoMaTorpaduu (PE/EtOAc (V/V)=1:1)

JUTSI TIOJTYYEHUS] HA3BAHHOTO XMMUYECKOTO COCIMHEHHUS B BUJIE TBEPAOIrO BEIIECTBA CBETIIO-

kopuuHeBoro 1Beta (0,79 1; 67%). CneKTpoCKONMYECKHe TaHHbIe XMMUYECKOTO COSTMHEHMUS:
MS (ESI, nios. non) m/z: 430,3 (M+1);

"H-NMR (400 MTn, CDCly): [d} 2,26 (s, 3H), 3,09-3,21 (m, 4H), 3,81 (s, 2H), 3,89 (t, 4H,
J=4,7T'n), 6,30 (s, 1H), 6,91-7,03 (m, 4H), 7,06-7,10 (m, 2H), 7,20-7,24 (m, 1H).
[00483] ITpumep 52
3-(3-brop-4-mopdoaunodenmn)-2-(3-propdenatun)-6-metunnupumuauH-4(3H)-o1uH
F

F
/N C =N
A N)_/)'
o]

[00484] Iar 1) 3-(3-pTopdhenHnn)mponaHOUT XJIOPU
Cwmech 3-(3-propdenun)mponanoBoit KUCI0THI (2,50 1; 14,9 MMoIIb) M IUXJIOpCyiibdhaHa
(10 1) B aTMOchepe N, Obli1a MoIBepruyTa BO3TOHKE C 00PATHBIM XOJIOIMITFHUKOM B TEUCHUE

3 4. CMech OblITa OXJTAXACHA JI0 It ¥ CKOHIIEHTPUPOBAHA in vacuo JjIs IOJTyYeHUs HA3BAaHHOTO
XUMHUYECKOTO COSAMHEHUS JIJIs CIeAYIONIEro mara 6e3 gajbHEenIel OUucTKy.

[00485] Llar 2) (Z)-metun 3-(3-(3-pTopdenun)nponanamuio)oyT-2-3HoaT

K pactBopy (Z)-metun 3-amunoOyT-2-3H0at (1,70 r; 14,8 Mmo:b) v iupuauHa (1,30 T; 16,4
MMOJ1b) B DCM (25 MJT) o KaIuisiM ¢ TiepeMeluBaHieM ObLT JoOaBjieH a pacTBop 3-(3-
dbropdenun) nporanoun xiaopuaa (2,77 r; 14,8 mmoss) B DCM (5 mi). [Tox koHen qo0aBiIeHUS
cMech ObLIa TOTIOJTHUTEIBHO TIepeMelliaHa Mpu rt B TeueHue 1 4. 3aTeM oHa Obljia MpoMbITa
HACBIIIEHHBIM pacTBOpOoM (50 M1 x 3), BeICyIlIeHa HaJl 00e3BOKeHHBIM NaySOy 1

CKOHIIEHTpUpPOBaHa in vacuo. OCTaToOK ObLT OUHMIIEH OCPEICTBOM CUIIMKATEIIbHOM
kosoHouHOM xpomaTtorpaduu (PE/EtOAc (V/V)=3:1) mis moayueHus HA3BaHHOTO
XMMHYECKOTO COSMHEHHS B BUE TBEpIOTo BerlecTBa 6emoro usera (2,00 r; 51%).

[00486] Lar 3) 3-(3-¢pTop-4-mopdomurodenun)-2-(3-pTopPeHI THIT)-6-Me TUIT-TTUPUMUTUH-
4(3H)-oaun

K pacrBopy 3-¢dprop-4-mopdommuoanununa (1,10 r; 5,61 mmosas) B DCM (20 mut) ObLT
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JI00aBJICH TPUMETHIIATFOMUHKH (5,7 Mi1, 11,4 MMOJIB, 2 M B TOJIyOJI€) M CMECh IIEpEeMEIIMBAIAC
nipu rt B Teuenue 0,5 4. b1 MeaiieHHo 1o0aBieH pactBop (Z)-metuit-3-(3-(3-dpropdennn)
npona”Hamuio)0yT-2-3noat (1,00 r; 3,77 Mmosb) B DCM (8 mit) ¥ ToJTydeHHasi CMeCh
IepeMeImnBalach Npu rt B TeueHue 24 4. CMech OblIa 3aTEM ObLIA PE3KO OXJIaXAeHA
HACBILIEHHBIM Bojiocoiepkaimm pactBopoM NH,Cl 1 aKCTpakTHpOBaHa MOCPEACTBOM

CH,Cl, (50 M1 x 2). KoMOMHUpOBaHHBIE OpraHuueckue pasbl ObLIIM TPOMBITHI HACBIIIIEHHBIM
pactBopom (100 mut), BBICYIIEHBI HaJ 00€3BOKEHHBIM NaySO,4 M CKOHIEHTPUPOBAHBI in vacuo.

OcTtaTok 6bUT OUMILIEH TOCPECTBOM CUIIMKAreIbHON KOJTOHOYHOM XpoMmaTorpadun (EtOAc)
JUTA ITOJIyYEHUS] HA3BAHHOT'O XMMUUYECKOT'O COEIMHEHUS B BUJIE TBEPAOTO BEIIECTBA OPAHKEBOI'O
nseta (1,10 T; 71%).

CneKkTpOCKOIIMYECKUE JTaHHBIE XMMUUECKOTO COEIMHEHHUS:

MS (ESI, nmon. non) m/z: 412,3 (M+1);

'"H -NMR (400 MT, CDCly): 6 2,25 (s, 3H), 2,57 (t, 3H, J=7,5 T'm), 2,91 (t, 3H, J=7,8 T'),
3,02-3,06 (m, 4H), 3,75 (t, 4H, J=4,6 I'n), 6,26 (s, 1H), 6,88-6,91 (m, 2H), 6,96-7,01 (m, 1H),
7,04-7,06 (m, 1H), 7,10-7,14 (m, 1H), 7,17-7,21 (m, 1H), 7,24-7,29 (m, 1H).

[00487] ITpumep 53

3-(3-prop-4-mopdomunodenun)-2-(3-(3-pTopdheHoKCH)ITPOITHIT)-6-ME TUITITU PUMUIUH-4
(3H)-onun

F

Ve
o005

o}

[00488] Llar 1) atun 4-(3-pTopdheHokcu)o0yTaHoaT
Cwmech 3-propdenon (6,00 T; 53,5 Mmob), aTui 4-6pomodyTanoar (15,70 r; 80,5 MMoJIb)
u CS2CO03 (26,20 ; 80,4 mmo:b) B DMF (25 mun) B atmochepe N, Obl1a moiBEpruyTa BO3roHKe

¢ 0OpaTHBIM XOJIOJWIBHUKOM B TeueHUe cyTOK. CMech ObLIa 3aTeM OXJIaKaeHa J10 rt v ObLIO
no6asneHo 150 mi Boasl. [TomyueHHast cMech OBIIa 3KCTpakTUpoBaHa nocpeacrsom DCM
(100 mi1 x 2) 1 KOMOMHUPOBAHHbIE OpraHUYecKUe (Pa3bl ObLIIM MPOMBITHI HACHIIIIEHHBIM
pactBopoM (100 mi1 X 2), BBICYIIIEHBI HAJT 00€3BOKEHHBIM Nay,SOy4 ¥ CKOHIIEHTPUPOBAHBI in

vacuo. OcTaToK ObUT OUYMIIIEH MTOCPEACTBOM CUIIMKATeTbHOW KOJIOHOUHOM XpoMaTorpaduu
(PE/EtOAc (V/V)=10:1) 11 mojy4yeHUsl HA3BAHHOTO XMMUYECKOT'O COCIMHEHUS B BUJIE
oecuseTHoro Macia (12,0 T; 99%).

[00489] Iar 2) 4-(3-pTopdheHokcr)OyTaHOBASI KUCIIOTA

K pactBopy KOH (0.24 1; 4.28 MMOJIb) B CMEIIIAHHBIX PACTBOPAX BOJIbI (3 MJI) M 2aHOJIA
(3 mu1) B atmocdepe N, 6611 JoOaBIIeH oHOM opuueit 3tui 4-(3-gpTopdheHokcr)oyTaHoat

(0,30 T; 1,33 MMouTh) M cMech niepemeruBanach mpu 40°C B Teuenue 4 4. OHa Obl1a 3aTeEM
oxJIaxkJieHa 110 rt 1 0bu10 1o6aBneHo 20 mit DCM. Opranuyeckuit ciioi ObLUT IPOMBIT
HACBIIIEHHBIM pacTBOPOM (20 M1 X 2), BbICYIIIEH HaJl 00€3BOKeHHBbIM Na,SOy u

CKOHLEHTPUPOBAH in vacuo JJIsl TOJy4YeHUs] HA3BAHHOTO XUMHUECKOT'O COEIUHEHUS B BUJIE
TBeporo BemecTBa Oeoro nsera (0..25 1; 96%).

[00490] Llar 3) 4-(3-pTopdheHokcr)0yTaHOMT XTOPUT

PactBop 4-(3-dpTopdhenokcu) 6yranoBoit kucinotsi (3,00 T; 15,1 MMOIIB) B AUXIIOPCYIbhaHe
(15 M) B atMocdepe N, Ob11 ToIBEprHYTa BO3TOHKE C OOPATHBIM XOJIOIUITFHIUKOM B TEUCHHUE
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3 4. CMech OblITa OXJTAXAEHA JI0 I't ¥ CKOHIEHTPUPOBAHA in vacuo JjIs MOJTyYeHUs HA3BAaHHOTO
XUMUYECKOTO COEAMHEHUS JIJIs CIEAYIOUIEro 1mara 6e3 gajbHEeHIIe OUuCTKY.

[00491] Hlar 4) (Z)-metun 3-(4-(3-pTopdhenokcn)doyranamugo)oyT-2-3HoaT

K pactBopy (Z)-metus-3-amuno0yT-2-3H04aT (1,70 r; 14,8 MMoJib) u iupuauHa (1,20 3 15,2
MMoJ1b) B DCM (25 Mi1) mpu moMelMBaHuU ObLT J00aBjieH pacTBop 4-(3-pTopdeHoKCH)
oyramow xiopuaa (3,28 r; 15,1 mmois) B DCM (5 MiT) M cMech TiepeMellIMBajach B TCUCHUE
1 4. 3aTem oHa ObLJIa MPOMBITA HACKIIIIEHHBIM pacTBOPOM (50 M1 X 3), BBICYIIIEHA HA/T
00e3B0XeHHBIM Na,SO,4 M CKOHIIEHTpUpPOBaHa in vacuo. OcTaTok ObLJT OUMIIIEH TOCPEICTBOM

CUITMKareIbHOM KojoHouHo# xpoMmaTtorpadun (PE/EtOAc (V/V)=3:1) nns noaydeHus
Ha3BAHHOTO XMMUYECKOTO COEMHEHHUS B BUJIE TBEPIOTO BellecTBa oenoro usera (1,20 r;
28%).

[00492] Iar 5) 3-(3-prop-4-mopdomunodenun)-2-(3-(3-hTopheHOKCH)ITPOITHIT)-6-METHIT-
mupumMuInH-4(3H)-onun

K pactBopy 3-pTop-4-mopdomuuoanunuua (0,36 r; 1,83 mmoins) B DCM (20 mut) ObLT
JI00aBJIeH TPUMETWIATIOMUHMMH (2,7 M1, 5,40 MMOJIb, 2 M B TOJIyOJI€) U CMECH IIEPEMEIIIMBAIACE
nipu rt B Teuenue 0,5 4. b1 MmeaeHHo qo6asieH pactBop (Z)-metui-3-(4-(3-bropdenoxcu)
O0yranamuio)0yT-2-300at (0,80 1; 2,71 MMoJb) B DCM (4 MIT) ¥ TTOJTy4eHHASI CMECh
repeMeImMBaach rmpu rt B TeueHue 24 4. Cmech ObL1a pe3Ko oXJIakJAeHa BOJOCOAePKAIIUM
HacblleHHbIM pacTBopoM NH,4Cl v skcTpaktupoBaHa nocpeacrsom CH,Cl, (50 mit x 2).

KoMOunrpoBaHHbIe opranudeckue (pas3pl ObUIH IPOMBITHI HACBIIIIEHHBIM pacTBOpoM (100
MJI), BBICYIIIEHBI HaJ1 00€3B0OXKEHHBIM NaySO,4 M CKOHIEHTPUPOBAHBI in vacuo. OcTaToK ObLI

OYMIIIEH MTOCPECTBOM CHITUKATEIbHON KOJIOHOUHOM XpoMaTorpaduu (EtOAc) m1s morydeHust
Ha3BaHHOTO XUMUYECKOTO COE/IMHEHUS B BUJIE TBEPAOTO BEIIECTBA OJIETHO-KEITOTO [[BETA
(0,40 1; 49%). CrieKTPOCKOTIMYECKHE TaHHBIE XUMHUYECKOTO COCTMHEHMUSI:

MS (ESI, mon. non) m/z: 442,3 (M+1);

"H-NMR (400 MTI', CDCl3): 6 2,00 (m, 2H), 2,22 (s, 3H), 2,44 (m, 2H), 3,07 (m, 4H), 3,76
(t,4H, J=4,6 I'n), 3,95 (t, 2H, J=6,4 I'n), 6,22 (s, 1H), 6,73-6,74 (m, 3H), 7,07-7,08 (m, 2H),
7,12-7,28 (m, 2H).

[00493] ITpumep 54

3-(3-prop-4-mopdomunodennn)-6-((3-propdenokcn)merrin)-2-meTrmupuMuanH-4(3H)
-OIUH

F
/\ =N F
OO
N/ 0
o
[00494] Iar 1) 4-6pomo-N-(3-pTop-4-mopdonrHopeHU)-3-0KCOOyTaHAMU/T
K pactBopy N-(3-brop-4-mopdonurodenu)-3-okcodyranamuaa (11,2 r; 40,0 MMoITb) 1

AcOH (100 M) B atMochepe N, 6611 100aBIeH BR? (2,4 M) ipu rt. ITox xoHen jo6aBneHUs

cMech ObLIa TOMOJIHUTEIBHO NIepeMelIaHa Ipu rt B TedeHue 24 4. Cmech OblIa 3aTeM
CKOHLIEHTPUPOBaHa in vacuo 1 0b110 106aBseHo 40 mu Boasl. [TonyueHHas cmech ObLia
akcTpakThpoBaHa nocpeactBoM EtOAc (30 mi x 4). KomOuMHMpOBaHHBIE OpraHuyeckue Gas3bl
OBUTM MPOMBITHI HACBIIIIEHHBIM pacTBOPOM (40 M1 X 3), BBICYIIIEHBI HaJT 00€3BOKEHHBIM
Na,SO,4 ¥ CKOHLEHTPUPOBaHHI in vacuo. OCTATOK ObLII OUMILIEH TOCPEACTBOM CHIIMKAT€IbHOM

kosoHouHoM xpomaTtorpaduu (PE/EtOAc (V/V)=2:1) miist mojaydeHus Ha3BaHHOTO
XUMMYECKOTO COECIMHEHMSI B BUJIE TBEPIOTO BEIIECTBA KenToro nusera (6,80 r; 47%).
[00495] IIar 2) N-(3-dTop-4-mopdomuodernn)-4-(3-broppeHokcH)-3-0KcoOyTaH aMUT
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K pactBopy 3-pTopdenona (2,33 r; 20,8 Mmoiab) B o6e3BoxkeHHOM THF (20 M) Ob1T
nob6asnen NaH (909 mr; 22,7 mmoiib, 60%) U cMech NepeMennBaiach Mpu rt B TEYEHUE 3 4.
brut noGasnen pactBop

4-6pomo-N-(3-pTop-4-mopdoauHodenun)-3-okcodyranamus (6,8 T; 18,9 mmois) B THF
(40 mn). [TomyyeHHasi cMech IEPEMENIMBAIIACH MIPU I't B TEUEHUE CYTOK. PeaKIMoHHasi cMeCh
Obu1a 3aTeM Biuta B 100 MIT BOJIBI M cMeCh Obl1a KCTpakTUpoBaHa rocpenctsoM EtOAc (30
M1 X 5). KoMOuHUpoBaHHbIe opranuueckue (ha3bl ObUTA TPOMBITHI HACBIIIIEHHBIM PACTBOPOM
(50 M1 X 2), BBICYIIIEHBI HaJT 00€3BOKEHHBIM Nay)SO4 M CKOHIIEHTPUPOBAHHI in vacuo. OcTaTok

OBLJT OUMILIEH ITOCPEJICTBOM CUITMKATelIbHOM KoJloHOYHOM XpoMmaTorpaduu (PE/EtOAc (V/V)
=2:1) IS TOJIy4YEeHUSI HA3BAHHOT'O XMMHUYECKOTO COEIMHEHUS B BUJIE TBEPAOTO BEIIECTBA
s)kentoro usera (0,16 r; 2%).

[00496] IIar 3) 3-(3-pTop-4-mopdomuuopernn)-6-((3-prTopheHoOKCH)METHIT)-2-METHIT-
mupumMuInH-4(3H)-onun

Cwmech N-(3-drop-4-mopdoaunodennn)-4-(3-propdenokcn)-3-okcodyranamu (510 mr;
1,31 mmonsb), aneramuaa (154 mr; 2,61 MMOJIb) M TUTAHA TETpaU3oNponanonara (3,2 Mir) B
kcuteHe (10 mur) mepeMernuBajiack mpu 165°C B Teuenue 24 4. Cmech ObLTa OXJTaXaeHa J0 rt
u 6bUIM 100aBiIeHbl 60 MiT ToTyoJ1a ¥ 60 MJT HACBIIIIEHHOTO BOAOCOAEPKAIIETO PACTBOPA
NH,4CI. ITonyuyeHHasi cMech NepeMelBaiach MpH rt B TeueHue cyTok. Cmech Obli1a 3aTeM

npoduabTpoBaHa U PUIBTPAT ObLT 3KCTPAKTUPOBAH nocpeacTBoM DCM (20 M1 x 4).
KomOunupoBanHble oprannieckue ¢pas3bl ObUIM IPOMBITHI HACHIILIEHHBIM pacTBOpoM (30 mi
X 2), BBICYIIIEHBI HaJl 00e3B0KeHHBIM NaySO,4 M CKOHIEHTPUPOBAHEI in vacuo. OcTaToOK ObLI

OYMIIICH ITOCPEICTBOM CHIIMKATreIbHON KotoHOYHOM XpoMaTorpaduu (PE/EtOAc (V/V)=1:1)
JUTSI TOJTyYE€HUsI HA3BAaHHOTO XMMHUYECKOT O COEIMHEHUS B BUJIE TBEP/IOTO BEIIECTBA JKEJITOrO
useta (0,09 r; 17%). CrieKTpOCKONMYECKUE TaHHbIE XUMUYECKOTO COSAUHEHUS:

MS (ESI, mon. non) m/z: 414,1 (M+1);

"H-NMR (400 MI'y, DMSO-dg): & 2,12 (s, 3H), 3,07 (d, 4H, J=5,4 '), 3,76 (t, 4H, J=4,5
I'm), 4,97 (s, 2H), 6,41 (s, 1H), 6,84-6,80 (m, 1H), 6,99-6,91 (m, 2H), 7,16-7,14 (m, 2H), 7,38-7,3
1(m, 2 H).

[00497] ITpumep 55

3-(3-prop-4-(4-meTunnurepasut- 1 -ur)dennn)-2-((3-propdheHokcr)MeTH )-6-
MeTuanmupumuani-4(3H)-onun

.
el
—NhN-ON N
\_/ o)_/)—

K pactBopy 3-brop-4-(4-meTunnunepasus- 1-un)anuwmmna (0,63 r; 3,01 Mmmons) B DCM (15
MJT) ObLT T0OaBJIEH TpUMeTUIIATIOMUHUI (5,3 M1, 10,6 MMoIb, 2 M B TOJIyOJIe) U CMECh
nepemMenmBanack npu rt B reuenue 0,5 4. beut MeaeHHo qo0asieH pactBop (Z)-metui-3-(2-
(3-¢propdenokcun)aneramugo)oyt-2-310at (0,80 1; 2,99 MMois) B DCM (5 MiT) U OTydeHHas
CMeCh TIepeMeImBaach rmpu rt B Teuenue 12 4. Cmech Obl1a 3aTeM OblIa PEe3KO OXJIaXKIeHa
HACBIIIEHHBIM Bogocoaepxkamum pactBopoM NH,Cl v skcTpakTMpOoBaHa NOCPEACTBOM

CH,Cl, (50 M1 x 2). KoMOUHUpOBaHHBIE OpraHuueckue pas3bl ObLIIM TPOMBITHI HACHIIIIEHHBIM
pactBopoM (100 mut), BBICYIIEHBI HaJ 00€3BOKEHHBIM NaySO4 M CKOHIEHTPUPOBAHBI in vacuo.

OcTtaTok ObLIT OUYHIIIEH TOCPEACTBOM CUIIMKATeIbHOM KOJTOHOUHOM XpoMaTorpaduu (PE/
EtOAc (V/V)=1:1) mis nony4eHus HA3BAaHHOT'O XUMHUYECKOTO COCIMHEHUS B BUE TBEPAOTO
BelecTBa o0JieiHo-xkenToro 1Beta (0,94 1; 73%). CeKTpOoCKONMMUeCKUe TaHHbIE XMMUYECKOTO
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COCJIMHECHMUS:
MS (ESI, mon. non) m/z: 427,2 (M+1);

'H-NMR (400 MI'y, CDCl3): 6 2,34 (s, 3H), 2,35 (s, 3H), 2,58 (t, 4H, J=4,8 I'n), 3,08-3,16

(m, 4H), 4,68 (s, 2H), 6,38 (d, 1H, J=0,8 I'm), 6,49 (tt, 1H, J,=2,4 T'u, J2=10,6 '), 6,54 (dd, 1H,
J1=2,3 ', J2=5,3 '), 6,64-6,60 (m, 1H), 6,94-6,98 (m, 3H), 7,14-7,20 (m, 1H).
[00498] ITpumep 56
3-(3-prop-4-(2-mopdomHosTOKCH ) heHT)-2-((3-PTOPhEeHOKCH)METHI )-6-ME TUITITA PUMHTUH-
4(3H)-oaun
F

=
OO

[00499] Iar 1) 2-mopdomMHO3TaHOT
Cwmech 2-6pomoatanona (27,9 r; 223 mmodb), mopdomuna (40 r; 459 mmous) u K,CO3

(48,4 ; 350 mmouib) B CH3CN (30 mu1) ObL1a MOJIBEPTrHYTA BO3TOHKE C 0OPATHBIM

XOJIOAUIIFHUKOM B TeueHHe 3 u. CMech Obll1a 3aTeM OXJIaXKJeHa /10 rt ¥ MpopUIbTPOBaHA.
@OunbTpaT OBUT CKOHLEHTPUPOBAH in vacuo JJIs MOJIy4YEHHs HA3BAHHOTO XUMHUYECKOTO
COEMHEHHS B BUE TBEPJIOTO BElIeCcTBA kenToro useta (24.40 r; 83%), koTopoe ObLIO
WCIIOJIb30BAHO JIJIS CIICAYIOIIETo 1ara 0e3 JadbHenIed OUYMCTKH.

[00500] Lar 2) 4-(2-(2-¢pTop-4-HUTPOPEHOKCH)ITUIT)MOPPOTIUH

Cwmech 1,2-mudrop-4-autpoodenson (1,0 ; 6,29 mmorb), 2-mopdonarHoatanon (1,0 r; 7,62
Mmouib) U Cs2CO3 B DMF (10 mit) nepemMenvBaiach npu 75°C B Teuenue 12 4. 3ateM ObLIO
nobasneno 30 MIT BOJIBI M MIOJTyUYe€HHAs CMeCh ObLa 3KCTpaKTUpoBaHa nmocpeactsom DCM
(30 M1t x 2). KomOuHMpOBaHHBIE OpraHnyueckue ¢a3bl ObLTH TPOMBITHI HACHIIIICHHBIM
pactBopoM (30 mi1 x 3), BbICYlLIEHBI HaJ 00€3BOKEHHBIM NaySO4 M CKOHLEHTPUPOBAHA in

vacuo.

OcTtaTox OB OYMIIICH TOCPEACTBOM CUIIMKATelIbHOM KoJIOHOYHOM XpoMmaTorpaduu (PE/
EtOAc (V/V)=4:1) nyist nosydyeHusi HA3BAHHOTO XUMUUYECKOTO COEMHEHMS B BUAE MACIIa
s)kentoro usera (1,30 ; 76%).

[00501] HlIar 3) 3-pTop-4-(2-MOPDHOIMHOITOKCH ) AHUITUH

Cwmech 4-(2-(2-prop-4-aurpoderokcu)atuin)mopdoius (1.3 1; 4.81 mmons) u Pd/C (0.4 T;
10%) B THF (12 mu1) B atMocepe H, nepemenmBanacs rpu rt B TeueHue cyTok. Cmech Oblia

3aTeM npouIbTpoBaHa, M GUILTPAT OBLIT CKOHIIEHTPUPOBAHA in vacuo s MOJTyYeHUs
HA3BaHHOTO XUMHUYECKOTO COEAMHEHUS B BUe Macia xentoro nsera (1.00 r; 86%),
HeoOpaOOoTaHHBIN MPOAYKT OBLI MCITOJIB30BAH JJIS CIICAYIOIIETro I1ara 0e3 JairbHemnen
OYHCTKH.

[00502] lar 4) 3-(3-pTop-4-(2-MmopdonunorToKcH)permn)-2-((3-hTopheHOKCH )METH)-
6-MeTuI-upumMuanH-4(3H)-oaun

K pactBopy 3-pTop-4-(2-mopdommnosTokcn)anwnut (0,33 r; 1,37 Mmomas) B DCM (20 min)
ObLT T00aBJICH TPUMETUIIATIOMUHUI (2,7 MI1, 5,40 MMOITh, 2 M B TOJIyOJI€) U CMECh
nepeMenmBaack npu rt B reuenue 0,5 4. beut MeaneHHo qo0asieH pactBop (Z)-metui-3-(2-
(3-dpropdeHokcun)anetamuao)oyt-2-31o0art (0,37 r; 1,38 mmosb) B DCM (5 miT) U ToydeHHast
CMECh TIepeMeImBaach mpu rt B TeueHue 24 4. Cmech Obl1a pe3yo OXJIaxaeHa
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BOJOCOEpKAILIMM HachlleHHbIM pacTBOpoM NH,CI v skcTpakTUpoBaHa NOCPEACTBOM
CH,Cl, (50 mit x 2). KomOuHUpOBaHHBIE OpraHudeckue (pas3bl ObLIIM TPOMBITHI HACHIIIIEHHBIM
pactBopom (100 mut), BBICYITIEHBI HaJL 00€3BOKEHHBIM NaySO,4 U CKOHIIEHTPUPOBAHBI in vacuo.

OcTtaTok OB OYHIIICH ITOCPEACTBOM CHUIIMKATeIbHOM KOJTOHOUHOM XpoMaTorpaduu (PE/
EtOAc (V/V)=30:1) ay1s1 moJiy4eHHUsI HA3BAHHOTO XUMUYECKOTO COEAMHEHUS B BUJIE TBEPIOTO
BelecTBa 01eqHo-xentoro npeta (0.19 r; 30%). CrieKTpOoCKOIMYECKUe JaHHBIE XUMUUECKOTO
COCIMHEHUS:

MS (ESI, non. non) m/z: 458,1 (M+1);

'"H.NMR (400 MTI'u, CDCl3): 6 2,24 (s, 3H), 2,45 (t, 4H, J=4,34 '), 2,66 (t, 2H, J=5,58 I'n),
3,55 (t,4H, J=4,56 I'n), 4,15 (m, 2H), 4,72 (s, 2H), 6,37 (s, 1H), 6,63-6,75 (m, 3H),7,17-7,27
(m, 3H), 7,38-7,41 (m, 1H).

[00503] ITpumep 57

3-(3-prop-4-((2-MmopdonrHOITHIT)aMUHO ) (heHr)-2-((3-PpTopdheHOKCH)METHIT )-6-
MeTuanmupumuani-4(3H)-oaun

F

Q@
OO

K pactBopy 2-pTop-N'-(2-mopdommHosTHI)6eH301-1,4-muamuH (0,33 ; 1,38 MMOJIb) B
DCM (20 m) 61 MEIJIEHHO 100aBJIEH TpUMeTWIaToMuHuit (2,1 M, 4,2 MMoJib, 2 M B
TOJIyOJI€) U CMECh IepeMelliMBaach npu rt B Teuenue 0,5 4. b1 MmeyieHHO 106aBlIeH pacTBOP
(Z)-metun-3-(2-(3-propdenoxcu)aneramuio)oyr-2-310at (0,37 r; 1,38 MMois) B DCM (5 M)
Y MOJTyUY€HHAas CMeCh MepeMeIlMBajiach Mpu rt B TeueHue 24 4. 3TeM K cMecU ObLIIO MEIJIEHHO
nobasiaeHo 50 MJT BOJIBI M cMeCh ObLTa 3KCTpakThUpoBaHa nocpenctsom CH,Cl, (50 Mt x 2).

KoMOunupoBaHHble opranudeckue paszbl ObUTH MPOMBITHI HACBIIIIEHHBIM pacTBOpoM (100
MJI X 3), BBICYIIEHBI HaJl 00e3B0OkeHHbIM Na,SO,4 U CKOHIIEHTPUPOBaHKI in vacuo. OCTaToK

OBLT OYUIICH ITOCPEACTBOM CHUIIMKATeIbHOM KOJIOHOUHOM XpomaTtorpaduu (EtOAc) mis
MOJIyYeHHUsI HA3BAHHOTO XMMHUYECKOTO COEIMHEHHUS B BUJIE TBEPIOTO BEIIECTBA OJIeTHO-
xenroro ngera (0,5 r; 79%). CrieKTpOCKONUYECKHUE TAaHHBIE XUMUYECKOT'O COS/TMHEHUSI:

MS (ESI, mon. non) m/z: 457,2 (M+1);

"H.NMR (400 MI'y, CDCl3): 6 2,22 (s, 3H), 2,44 (m, 4H), 3,19 (t, 2H, J=3,19 I'y), 3,76 (t,
4H, J=2,24 T'n), 4,70 (s, 2H), 6,34 (s, 1H), 6,52-6,64 (m, 2H), 6,53-6,56 (m, 1H), 6,69-6,81 (m,
3H), 6,98-7,01 (m, 1H), 7,14-7,21 (m, 1H), 7,21-7,28 (m, 1H).

[00504] ITpumep 58

2-((IMKITOTeKCUITOKCH )METHIT)-3-(3-pTop-4-MopdhonrHOopeHn)-6-meTunmmpy MuauH-4(3H)

-OIMH
0
F'
/N C S=N
LW N)_/)"
0

[00505] IIar 1) 3Tmi 2-(IMKIOTEKCUIIOKCH ))aleTaT
K cmecu nukiorekcanona (2,40 r; 24,0 mmoinbs) u RH»(OAc)4 (50 mr; 0,11 mmons) B DCM
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(50 mur) OBLT MOOaBIIEH 3TUI 2-aua3oanetat (2,73 1; 23,9 MMOJIb) M CMECh TIepeMEITMBaIach
TIpY rt B TeYeHUEe 5 MUH. 3aTeM oHa ObUIa TpodUIbTpOoBaHa MPOUIBLTPOBAHA, U (GUITBTPAT
OBLI CKOHIIEHTPUPOBAH in vacuo. OcTaToK ObLI OUHIIEH TTOCPEICTBOM CHUITMKATEITLHOM
kosioHouHOM xpomartorpacduu (PE/EtOAc (V/V)=15:1) nis nojrydeHust HAa3BaHHOTO
XUMHMYECKOT'O COeIMHEHMS B BHJIe OeciiBeTHOro macna (3,8 r; 85%).

[00506] HIar 2) 2-(IMKJIOTEKCUIIOKCH) YKCYCHAsI KUCIIOTa

K pacrBopy NaOH (4.89 r; 122 mMmoJib) B cmecH Bojibl (20 Mi1) u MeOH (20 min) B ieAsiHOM
BaHHE OBLJT MeJIJIEHHO 100aBIIEH pacTBOP 3THII 2-(IMKIOreKcuiokcH)anerara (3,8 r; 20,4
MmoJib) B MeOH (10 Mi1) 1 cMech nepeMenmBaach Mpu rt B TeYEHUE 2 4. 3aTEM €€ KUCIIOTHOCTh
ObL1a MmoBkIlIeHa 10 pH 4 KOHIEHTPUPOBAHHOM COJITHOM KMCIIOTON M cMeCh Oblita
sKcTpakTUpoBaHa rnmocpeacrsoM DCM (20 mi x 2). KomOuHMpoBaHHBIE OpraHUYECKUE CIIOU
OBLIM TPOMBITHI HACHIIIIEHHBIM PAcTBOPOM (40 MIT X 2), BBICYIIIEHBI HaJ 00€3BOKEHHBIM
NaiSC;_4 ¥ CKOHIIEHTpUPOBaHbI in vacuo. OCTaTOK ObLT OUYMILIEH TTOCPECTBOM CUIIMKATEIIbHOM

KosioHOYHOM XpoMaTorpaduu (EtOAc) 1 1oTydeHrs Ha3BaHHOTO XUMUYECKOTO COSAMHEHMS
B BUJIE€ CBETJIO-KeJIToro Macia (2,7 ; 84%).

[00507] LIar 3) 2-(UMKIOTEKCUITOKCH)ALleTHIT XJTOPUJL

Cwmech 2-(IIMKJIOTEKCUITOKCH) YKCYCHOM KUCITOTHI (0,90 T; 5,69 MMOJIB) U TUXJTOpCYyibhaHa
(10 muT) OBLJIa MOABEPTHYTA BO3TOHKE C OOPATHBIM XOJIOAMIBHUKOM B TeueHue 2 4. CMech
ObLTa OXJIAXKIEHA J0 It U CKOHIIEHTPUPOBAHA in vacuo JJIsl TOJIyYeHHs] HAa3BAHHOTO
XUMHUYECKOTO COEMHEHHS B BUE MACIIa JKEJITOTO LBETA, KOTOPOE ObLJIO UCIIOJIB30BAHO JJISI
cleayroIiero mara 6e3 gajJbHEHIIeH OUYUCTKY.

[00508] IIar 4) 2-(UMKJIOTeKCUIIOKCH )alleTaMU/T

K 15 M1 of NH40OH (25-28%) 6611 106aBjIeH pacTBOP 2-(IIMKJIOTEKCUIIOKCH) alleTHIT XJIOpUIa
(1,01 1; 5,72 Mmmosb) B DCM (2 MiT) JIeISTHOM BAHHE M CMECH IIEPEMEIINBAJIACH ITPU I't B TEUEHUE
5 MUH U 3KCTpakTUpoBaHa nocpeactsoM DCM (20 mit x 3). KomOHMHUPOBaHHBIE OPraHUYECKUE
CJIOM OBLIIY TPOMBITHI HACBIIIIEHHBIM pacTBOPOM (20 MIT X 2), BBICYIIICHBI Ha/T 00€3BOKEHHBIM
Na,SO,4 ¥ CKOHUEHTPUPOBAHBI in vacuo ISl MTOJTYYEHUSI HA3BAHHOT O XUMHUYECKOTO COETMHEHUS

B BUJI€ TBepJ0ro BemecTtBa oenoro nusera (0.5 r; 56%).

[00509] ar 5) 3-(3-pTop-4-MopdomuHodeHm)-2-(3-(3-PTOPPEeHOKCH ) TPOTIHIT)-6-METUJI-
mipumMuanH-4(3H)-onun

Cwmech 2-(ukiiorekcunokcu)aneramuaa (0,4 t; 2,54 mmons), N-(3-ptop-4-
MopdommHodenun)-3-okcodyranamuaa (0,7 r; 2,50 MMOJIb) M TUTAHA TETPAU3OTIPOIIAHOJIAT
(5,8 1; 20,4 MmmoIb) B KeuneHe (16 mit) mepeMervBaiack pu 165°C B Teuenue 30 4. Cmech
ObLIa 3aTeM oxJiaxkaeHa no rt u 0pu10 HooasieHo 60 Mt EtOAc 1 60 MJI BOIBL.

[Tommydennas cmech ObLIa TPOGUIBTPOBAHA, U GUITHTPAT OBLII CKOHIIGHTPUPOBAHA in vacuo.
OcTtaTok OB OUYHIIIEH TTOCPEACTBOM CUIIMKATeIbHOM KOJTOHOUHOM XpoMaTorpaduu (PE/
EtOAc (V/V)=2:1) mis nojiy4eHus HA3BAHHOI'O XMMHUYECKOT'O COCIMHEHHUS B BUJIE MaCIIa
xenroro ngera (0,16 r; 16%). CrieKTpOCKOMMUECKUE TaHHbIE XMMUYECKOTO COSUHEHNS:

MS (ESI, non. von) m/z: 402,2 (M+1);

"H-.NMR (400 MTI'y, CDCl3): & 1,04 (m, 6H), 1,23 (m, 4H), 2,21 (s, 3H), 2,9 (m, 1H), 3,05
(m, 4H), 3,76 (t, 4H, J=4,60 I'm), 4,07 (s, 2H), 6,32 (s, 1H), 7,08-7,15 (m, 2H), 7,21-7,24 (m,
1H),

[00510] ITpumep 59

3-(3-bTop-4-MopdoauHopeHMT)-6-Me THIT-2-((TUPUIUH-3-UITOKCH )METHIT) TUPUMHIUH-4
(3H)-omun
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[00511] HIar 1) 2-(MMpUaUH-3-UIOKCH)alETOHUTPUIT

K cmecu nupuann-3-o1 (4,0 r; 42,1 mmonb) u K,CO3 (6,96 1; 50,4 mmoinbs) B CH3CN (6 mut)
ObLT 100aBJIEH O KaImisM 2-0pomoaneToHupui (2,52 r; 21,0 MMOJIb) MpU r't U CMECh
repeMeInmBaace rnpu rt B reueHue 40 4. Cmech ObL1a MpodUIbTpOBaHa, U PUIBTPAT OBLIT
CKOHIIEHTpUpPOBaHa in vacuo. OCTaTOK ObLIT OUHUIIIEH TOCPEICTBOM CUITMKATEIIbHOM
kostoHouHOM xpomaTtorpaduu (PE/EtOAc (V/V)=2:1) mis noiaydeHus HA3BaHHOTO
XUMMYECKOTO COECIMHEHMST B BUJIE TBEPIOTO BellecTBa xentoro usera (0,45 r; 16%).

[00512] ar 2) 2-(mupuanH-3-UI0KCH)aLETAMMU/L

K cmecu 2-(mupunmn-3-unokcen)aneronurpuiia (100 mr; 0,75 mmons), K,CO3 (103 mr; 0,75

MmoJib) U1 DMSO (0,1 M) B H,O (2 M) 6611 1o karuisim go6asied H,SO, (0,1 mut, 30%) B

JIeSTHON BaHHE U CMECh MePeMEeIIMBAIACE TIPU I't B TEUEHUE 5 MUH. 3aTeM OHa OblIa
CKOHIEHTPUPOBAHA in vacuo U OCTATOK ObLII OUYMIIIEH MOCPEACTBOM CUJIMKATeJIbHOM
KOJIOHOYHOM XpomaTtorpaduu (EtOAc) aJist mosTyueHUs: HA3BAHHOT'O XUMUYECKOT'O COSMHEHUS
B BHUJIC TBEPJIOTro BemiecTBa Oemoro nsera (62,2 Mr; 55%).

[00513] ar 3) 3-(3-pTop-4-MmopdoauHOheHNT)-6-MeTHII-2-((TTUPHUIAH-3-UITOKCH)METHIT )
mupuMuanH-4(3H)-onun

Cwmech 2-(rupuaus-3-unokcn) aneramus (120 mr; 0,79 mmorb), N-(3-hTop-4-
MopdoarHodenun)-3-okcodyranamup (221,1 mr; 0,79 MMOJIb) M TUTAHA TETPAU3OITPOTIAHOIAT
(1,79 1; 6,30 Mmmoutb) B kcwiieHe (16 M) nepemeruBanach npu 165°C B Teuenue 50 u. Cmech
ObLIa 3aTeM oxJiaxaeHa Jo rt u 6pu10 modasiaeHo 30 mi1 EtOAc u 5 mit Boasl. [Tonydyennas
cMech OblTa MpoUWILTPOBaHA, U GUIBTPAT OB CKOHIEHTPUPOBAH in vacuo. OcTtaTok ObLIT
OYMIIIEH MTOCPECTBOM CHITUKATEIIbHON KOJIOHOUHOM XpoMaTorpaduu (EtOAc) m1s morydeHust
HAa3BAHHOT'O XMMUYECKOTO COEIMHEHHUS B BUJIE TBEPIOTO BeuiecTBa xenroro usera (0,90 r;
29%). CneKTpOCKOMUYECKUE JAaHHbIE XUMUUECKOT'O COETMHEHUSI:

MS (ESI, mon. non) m/z: 397,2 (M+1);

"H-NMR (400 MTI'u, CDCl3): 6 2,21 (s, 3H), 2,97 (1, 4H), 3,72 (t, 4H, 7=4,62 T'n), 4,79 (s,

2H), 6,37 (s, 1H), 7,04-7,08 (m, 1H), 7,17-7,20 (m, 1H), 7,23-7,27 (m, 2H), 7,32-7,35 (m, 1H),
7,67-7,74 (m, 1H), 8,14-8,15 (m, 2H).
[00514] ITpumep 60
3-(3-prop-4-mopdomuodenwn)-2-(((5-bToprnupuaIuH-3-1T) OKCU)METHI )-6-
MeTuanmupumuanH-4(3H)-oaun

F
o~
F (Y
/\ C =N
AN N)_/)‘

o

[00515] Iar 1) 2-((5-pTopnupuauH-3-1T)OKCH)ale TOHUT PHIT
K cmecu 5-propmmpuann-3-o:1 (0,95 r; 8,40 Mmorb) u K,CO5 (1,16 15 8,40 Mmoib) B CH3CN

(6 M) 6BLT 1O06aBIIEH MO KaruisM 2-0pomoaneToHuTpui (1,01 r; 8,42 MMOJIb) IIPH r't U TIO

Crp.: 165
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OKOHYAHUIO TOOABJIEHHS CMeCh TTepeMelnBajiach npu rt B reueHue 40 1. Cmech Obl1a
npoWIbTPOBAHA, U PUIBTPAT OBUT CKOHIEHTPUPOBAH in vacuo. OCTaTOK OBUT OUHUIIICH
MOCPEICTBOM CHUIIMKAreabHOM KojloHouHOH XxpomaTtorpaduu (PE/EtOAc (V/V)=3:1) nis
MOJTy4YEeHUSI HA3BAHHOT'O XMMUUECKOTO COEIMHEHUS B BUZIE TBEPAOIO BEIIECTBA )KEJITOTO L[BETA
(0,55 1;43%).

[00516] Iar 2) 2-((5-bToprupuauH-3-11)OKCH)aleTaAMU/T

K cmecu 2-((5-¢proprimpuaun-3-un)okcn)aneronutpuia (0,55 r; 3,62 mmoins), K,CO5 (0,60

r; 4,34 mmonb) u DMSO (0,55 mut) B H,O (8 M) 0611 o KaruisiM go6asied H,SO, (0,55 mi,

30%) B neAsiHOM BaHHE U CMECh MEPEMEILIMBAIIACE IIPU I't B TEUEHUE 5 MUH. 3aTeM OHa ObL1a
CKOHIICHTPUPOBAHA in vacuo U OCTATOK OBbLII OUYMIIIEH ITOCPEACTBOM CUIIMKATeIbHOM
KOJIOHOYHOM XxpomaTorpaduu (EtOAc) mtst moTydeHus] HA3BAaHHOTO XUMHUYECKOTO COSMHEHUS
B BUJIe TBepJoro BemiecTBa 6emoro sera (0,37 ; 60%).

[00517] ar 3) 3-(3-pTop-4-mopdomrOohenum)-2-(((S-pToprmmpuanH-3-1a)OKCH)METHIIT)
-6-meTun-nupumuanH-4(3H)-oauu

K cmecu 2-((5-proprupuann-3-um)okcu)aneramuaa (200 mr; 1,18 mmonb) u N-(3-¢gTop-
MopdomrHopennn)-3-okcodyranamumaa (330 mr; 1.18 Mmos) B kersene (10 mi1) ObuT J0OABIICH
TUTaHA TETPau30MporaHoat (2,7 Mr; 9,5 MMoJIb) M cMeCh ObLlTa TTOJIBEPTHYTA BO3TOHKE C
00paTHBIM XOJIOTWIHFHUKOM B TeueHue 50 1. CMech Obli1a OXJTakIeHa 110 It ¥ ObLTO JOOABIIEHO
60 mu1 EtOAc u 10 mit Bojibl. [1onydyenHas cmech 6bl1a mpoduiIbTpoBaHa, U GUIbTPAT ObLIT
CKOHIIEHTPUPOBaH in vacuo. OcTaTOK OBLT OUHMIIICH ITOCPEICTBOM CUIIUKATSIIBHOM KOJIOHOYHOMN
xpomatorpaduu (PE/EtOAc (V/V)=1:1) ni1s moay4deHus HA3BaHHOTO XUMHUECKOTO COCTUHEHUS
B BUJIE TBEPAOTo BellecTBa xenToro useta (130 mr; 27%). CrieKTpOCKONMYECKUE TaHHBIE
XUMHYECKOTO COCTMHCHMS:

MS (ESI, mon. non) m/z: 415,2 (M+1);

"H-NMR (400 MI'u, DMSO-flfe): & 2,21 (s, 3H), 2,98 (m, 4H), 3,73 (t, 4H, J=4,62 T'n), 4,84
(s, 2H), 6,37 (s, 1H), 7,04-7,08 (m, 1H), 7,18-7,21 (m, 1H), 7,32-7,37 (m, 2H), 8,07-8,08 (m,
1H), 8,16 (m, 1H).

[00518] ITpumep 61

3-(3-pTop-4-mopdomnodenn)-2-(2-(3-pTopdheHoKcH)TpornaH-2-1it)-6-Me TUIITA PUMH I H-
4(3H)-oaun

F

<
OO

[00519] lar 1) atun 2-(3-pTopdheHoKCcH)-2-MEeTUIIITPOTIAHOAT
Cwmech 3-propdenona (3,36 T; 30,0 MmoIth), 3TUI 2-Opomo-2-MeTuiponiaHoaTa (8,78 r;
45,0 mmoinb) u K,COj3 (6,22 13 45,0 MMoitb) B aneToHe (50 M) Obli1a MOJABEPrHYTa BO3TOHKE

¢ OOpaTHBIM XOJIOAWJIBHUKOM B TeueHHe cyToK. CMech Obl1a OXJIaKAeHa 10 rt U ObLI0
nob6asieHo 60 Myt Boabl. ITonmydeHHas cmMech OblIa 3KCTPAKTUpOBaHa nocpeactsom DCM
(40 M x 2). KomOuHnpoBaHHbIe OpraHudeckre ¢ha3bl ObLIM MIPOMBITHI HACBIIIIEHHBIM
pactBopoM (40 M1 x 2), BICYLIEHBI HaJ 00€3BOKE€HHBIM Na,SO4 ¥ CKOHLEHTPUPOBAHBI in

vacuo. OcTaTOK ObLT OUYMIIIEH TTOCPEACTBOM CHUIIMKATeTbHON KOJIOHOUHOM XpoMaTorpaduu
(PE/EtOAc (V/V)=4:1) nyist nojiydeHUs HA3BAaHHOIO XMMUUYECKOTO COEIUHEHUS B BUJIE
OecuBetTHOM )UAKOCTH (3,20 T3 47%).
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[00520] ar 2) 2-(3-pTopdheHoKcH)-2-MeTUITITPOITIAaHOBAS KUCTIOTa

K pactBopy KOH (2,38 r; 42,4 MMOJIb) B CMEIIAHHBIX pacTBOpax BoAbl (50 M) 1 3TaHONA
(70 mut) OBLT JOOABIIEH OJHOM Mopuuei 3THII-2-(3-pTopdeHokcu)-2-meTumnpornanoar (3,20
r; 14,1 Mmmoub) U cMech niepemerrBaiach Ipu 40°C B TeueHue 2 4. CMech ObUIa OXJIAXKIEHA
1o 0°C, KUCIOTHOCTD yBeaudeHa 10 pH 3 KOHUEHTPUPOBAHHOM COJISTHON KUCIIOTOM U CMECh
ObL1a 3KcTpaKkTUpoBaHa rmocpeacTsoM DCM (20 mit x 2). KoMOMHMpPOBaHHBIE OPraHUYECKUE
CJIOM OBLIM TPOMBITHI HACBIIIIEHHBIM pacTBOPOM (20 MJT X 2), BBICYIIIEHBI HaJ1 00€3BOKEHHBIM
Y CKOHIIEHTPUPOBAHBI in vacuo JJIs1 TOJIyYeHUs] HA3BAHHOT'O XMMUUECKOT'O COEIUHEHUS B BUIIE
TBepIoro BemecTBa Oesoro nsera (1,70 T; 61%).

[00521] ar 3) 2-(3-pTopdheHoKcH)-2-MEeTUITITPOITAHOUIT XJIOPU/T

K 2-(3-bropdenoxcn)-2-metunmpornanosoii kuciore (1,70 T; 8,58 MMOJIb) OB 11O KATUISIM
nob6aBieH nuxiaopcyibdan (15 mr) B atmocdepe N, v cMech Obl1a TOABEPTHYTA BO3TOHKE C

00paTHBIM XOJIOAUIBHUKOM B TeueHue 3 4. CMech ObLTa OXJIaXK/IeHa /10 I't U CKOHIEHTPUPOBAHA
in vacuo Jij1sl ITOJIyYeHHUs HA3BAHHOTO XMMMUECKOTO COSIMHEHHS B BUIE MACIIa JKEJITOIrO I[BETa,
KOTOpO€ ObLIO UCTIOJIB30BAHO JJIS CIIEIYIONIETO 11ara 0e3 1ajabHelied OUYMCTKHU.

[00522] Ilar 4) (Z)-metun 3-(2-(3-pTopdheHokcn)-2-MeTUIIIporaHaMuao)oyr-2-3Ho0at K
pactBopy (Z)-metui-3-amuHo0yT-2-3H0aT (0,90 13 7,82 MMo:b) 1 upuauna (0,80 r; 10,1
MMoJ1b) B DCM (20 Mi1) Ob1T T0OaBIIEH pacTBOP 2-0poMo-2-MeTuIIponaHou xjaopuaa (1,86
r; 8,59 Mmmosp) B DCM (5 mi1) B atmocdepe N, 1 cMech repeMennBaach Mpu rt B TeUeHUE

CYTOK.
3ateM oHa OblIa MPOMBITA HACBIIIEHHBIM pacTBOPOM (20 M1 X 3), BBICYIIIEHA HAJl
00e3B0XeHHBIM Na,SO,4 M CKOHIIEHTpUpPOBaHa in vacuo. OcTaTok ObLJT OUUIIIEH TOCPEICTBOM

CUITMKAarebHOM KojoHouHoM xpoMmaTorpaduu (PE/EtOAc (V/V)=20:1) as moxydeHus
HA3BAHHOT'O XMMHUYECKOTO COEAMHEHUS B BUJE TBEPAOTO BelIecTBA kenToro usera (1,13 r;
49%).

[00523] Iar 5) 3-(3-prop-4-mopdomunodenun)-2-(3-(3-hTopheHOKCH)ITPOITHIT )-6-METHIT-
mupumMuanH-4(3H)-onun

K pactBopy 3-pTop-4-mopdomunoanununa (0,50 r; 2,55 MmMoJib) B 06e3BoxkeHHOM DCM
(40 mur) OBLT TOOABJICH TPUMETHITATFOMUHMIA (3,9 Mit, 7,8 MMOJTB, 2 M B TOITyOI1€) B aTMOC(hepe
N, u cMech nepeMenBaiach npu rt B reuenue 0,5 4. MenjieHHo 1o KaruisaM ObLT 100aBiieH
pactBop (Z)-metui-3-(2-(3-propdeHokcu)-2-mMeTunmnponanamugo)oyr-2-31oat (1,13 r; 3,83
MMoJ1b) B DCM (5 MuT) ¥ OJTy4eHHAasi CMECh IIepeMeIIMBaiach Ipu rt B TeueHue 3 gHeil. Cmech
Obl1a 3aTeM ObLIA PE3KO OXJIAXKAEHA HACBIIIEHHBIM BoJocoaepKamuM pactBopoM NH,CI

(50 mn) u skcrpakTupoBaHa nocpeacrsoM CH,Cl, (30 mit x 3). KomOGuHMpOBaHHBIE

opraHnyeckue (ha3bpl ObLIU MMPOMBITHI HACBIIIIEHHBIM pacTBOPOM (30 MJ1 X 3), BBICYIIIEHBI Hal
00e3B0okeHHBIM Na,SOy4 ¥ CKOHIIEHTPUPOBAHHI in vacuo. OCTaTOK ObLT OUHUIIIEH TOCPEICTBOM

CHUJIMKATreIbHOM KooHouHOM XxpoMmaTtorpadun (PE/EtOAc (V/V)=3:1) mns nojaydeHus
HAa3BAHHOTO XMMUYECKOTO COEIMHEHHUSI B BUJIE TBEPIOTO BEIIECTBA OJIETHO-KEJITOTO IBETA
(0,17 1; 15%). CneKTpOCKOIUUYECKHE JaHHbIE XUMUUECKOTO COEIUHEHMS:

MS (ESI, non. non) m/z: 442,2 (M+1);

"H.NMR (400 MTI'u, CDCb): 6 1,55 (s, 3H), 1,68-1,65 (d, 3H, J=12,8 '), 2,35 (s, 3H), 3,17-
3,06 (m, 4H), 3,88-3,85 (m, 4H), 6,24-6,20 (dt, 1H, Jj=10,8 I'u, J2=2,4 T'y), 6,31-6,28 (dd, 1H,
J,=8,2 I'n, J2=2,2 T'm), 6,35 (s, 1H), 6,60-6,56 (dd, 1H, J,=12,9 I'n, 7,2=2,4 '), 6,71-6,65 (m,
2H), 6,85-6,80 (t, 1H, J=8,8 I'n), 7,17-7,11 (m, 1H).

[00524] ITpumep 62

3-(4-(murexcuraMuHo)-3-propdenn)-2-((3-propdheHokcr)MeTHI)-6-Me TUITTUPUMUIMH-4
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(B3H)-oqun

[00525] Iar 1) N-(4-(murexcunaMuno)-3-hropdenn)-3-okcodyTaHaMu I

K pactBopy 2-pTop-N',N'-nurekcunbdenzol-1,4-muamuna (2,94 r; 10.0 MMOJIb) B TOJTyOJIE
(50 M) 6611 nOOaBNEeH aneTwi keteH (0,84 r; 10,0 MMOJIB) M CMECh TIEpEeMEIMBaIacCh MpU
80°C B TeueHue cyTok. Cmech Obl1a OXJIaXk/IeHa J0 rt U CKOHIEHTPUpOBaHa in vacuo. OcTaTok
OBLJI OYMILICH ITOCPEJICTBOM CHIIMKATelIbHOM KoJIoHOYHOM XpoMmaTorpaduu (PE/EtOAc (V/V)
=1:4) ny1s oJIy4eHUsl HA3BAHHOTO XMMHUYECKOTO COEMHEHHS B BUE MACIa JKEJITOTO 1BETa
(2,67 1; 70%).

[00526] Iar 2) 2-(3-pTopdheHokcn)aneTaMmu

Cwmechb 3-propdenona (11,2 r; 100 mmoins), 2-6pomoaneramuna (13,8 r; 100 mmoins), KoCO3

(13,82 1; 100 MmMmogib) 1 Cs2CO3 (32,58 1; 100 Mmoutw) B anieToHe (150 Mi1) ObL71a MOABEPTHYTA
BO3TOHKE C 0OPATHBIM XOJIOAWJIBHUKOM B TeueHue cyToK. CMech ObliTa oXJIaXaeHa g0 rt u
npoduabTpoBaHa, M GUIBTPAT OBUT CKOHIIGHTPUPOBAH in vacuo. OCTaTOK OBbLT OYHIICH
MOCPEACTBOM CUIIMKAreIbHON KojioHouHoM XpoMmaTtorpadun (PE/EtOAc (V/V)=1:1) mis
MOJIyYeHUsI HA3BAHHOTO XUMUUECKOT'0 COE/IMHEHUSI B BUJIE TBEPAOTO BEIIIECTBA OEIOTO IIBETA
(5,06 1; 30%).

[00527] Iar 3) 3-(4-(murekcunamMuno)-3-prophernn)-2-((3-hTopheHOKCH)METHI )-6-MeTHIT-
mupumMuanH-4(3H)-onun

K cmecu N-(4-(murekcumaMuno)-3-propdenunn)-3-okcodyranamuaa (2,67 r; 7,05 MMoIIb),
u 2-(3-propdenokcn)aneramuaa (2,37 ; 14,0 Mmmoirs) B keuitene (20 mMit) ObLT JOOABIICH
TUTaHa TeTpausonpomnanonar (5,97 r; 21,0 MMoIib) U cMech nepeMermnBaach rnpu 165°C B
teyeHue 24 4. Cmech ObLTa OXJIaXxKaeHa A0 rt u ObuTo J00aBiaeHo 120 mut toiryona v 150 mit
BojaocoAepkalero HacelmeHHoro pactsopa NH4Cl. IlonyueHHas cMech nepeMenIMBanach

IIpM I't B TEYEHUE CYTOK U ObUIA MPOUIBTPOBaHA, U GUIBTPAT OB IKCTPAKTUPOBAH
nocpeactBoM DCM (150 mut x 3). KoMOMHUpPOBaHHBIE OpraHUUECKUE CJIOU OBIIIN BHICYIIICHBI
HaJ 00e3B0keHHBIM NapSO,4 M CKOHIEHTPUPOBAHBI in vacuo. OcTaToK ObLI OUYMIIEH

ITOCPEACTBOM CHITMKAreIbHOM KOJIOHOUHOM XpomaTtorpadun (PE/EtOAc (V/V)=2:1) mns
MOJIyYEHHs HA3BAHHOI'O XUMHWYECKOT'0 COEAMHEHHSI B BUJIE TBEPIOTO BEILIECTBA KEJITOIO I[BETA
(0,95 1; 26%). CrieKTPOCKOTIMYECKHE TAHHBIE XUMHUYECKOTO COECTMHEHMUS:

MS (ESI, non. non) m/z: 512,3(M+1);

"H-NMR (400 MI'u, DMSO-dg): 6 0,88 (t, 6 H, J=7,2 I'y), 1,25-1,30 (m, 16 H), 2,42 (s, 3 H),
3,62 (t,4 H, J=7,8 I'n), 4,84 (s, 2 H), 6,54 (s, 1 H), 6,54 (s, 1 H), 6,58-6,60 (m, 1 H), 6,64-6,66
(m, 1 H), 6,68-6,73 (m, 1 H), 7,21-7,27 (m, 1 H), 7,60 (d, 1 H, J=8,6 '), 7,74-7,77 (m, 1 H),
7,96 (t, 1 H, J=8,3 I'm).

[00528] ITpumep 63

3-(3-x0p-4-mopdoauHodenmnn)-2-((3-proppeHokcn )Me T )-6-meTumupuMuanH-4(3H)-
OH.

Cwmech N-(3-xmop-4-mopdonunodennn)-3-okcodyranamuaa (0,89 r; 3,00 mmoss), 2-(3-
dbropdenoxcn) aneramuaa (1,01 ; 5,97 Mmmoip) u TUTaHa TeTpan3omnporanonara (7,2 M) B
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kcuiteHe (20 mun) mepeMerniBajiack mpu 165°C B Teuenue 24 4. Cmech OblTa oXJ1axaeHa Jao rt
U 6b110 M0OaBIeHO 45 M1 ToJTyosa U 60 MJT BOJIOCOIEPIKAIIETO HACHIIIIEHHOTO pacTBOpa
NH4CI. [TonryueHHas cMech IepeMeIMBaIach IMPH rt B TEYEHUE CYyTOK U ObUTa MPO(PUIBTPOBAHA,

1 GuabTpaT OBLI SKCTpaKTUPOBaH mocpeactsoM DCM (60 mi x 3). KomOuHMpoBaHHbBIE
OPraHUYECKHUE CJIOU OBLIM ITPOMBITHI HACHIIIICHHBIM PACTBOPOM, BBICYIIICHBI HAJ]
00e3B0keHHBIM Na,SOy4 M CKOHIIEHTPUPOBAHBI in vacuo. OCTaTOK ObLT OUUIIEH TOCPEICTBOM

CUJIMKarebHoM KojoHouHoi xpomaTtorpaduu (PE/EtOAc (V/V)=1:1) ans nojiydeHus
HA3BAHHOT'O XUMHUYECKOTO COCIMHEHUS B BUE TBEPAOTrO BellecTBa xearoro usera (0,29 r;
23%). CneKTpOCKOIIUYECKUE TAHHBIE XUMUUECKOTO COETMHEHUS:

MS (ESI, mon. non) m/z: 430,1 (M+1);

"H-NMR (400 MTI'u, DMSO-dg): 6 2,35 (s, 3 H), 3,00-3,06 (m, 4 H), 3,85-3,87 (m, 4 H), 4,68
(d, 2 H, J=5,12 I'm), 6,39 (s, 1 H), 6,45-6,49 (m, 1 H), 6,54 (dd, 1 H, J1=2,32 I'i, J2=8,34 I'n),
6,64-6,68 (m, 1 H), 7,07 (s, 1 H), 7,11-7,19 (m, 2 H), 7,29 (d, 1 H, J=2,4 T'n).

[00529] ITpumep 64

3-(3-xnop-4-mopdonuHodennn)-2-((3-xaopdheHoKkcH)MeTUIT)-6-Me TUIIITUPUMH AUH-4(3H)-
OJIUH

Cl

)
¢l
/™ S=N

(8] N N

/ O Y,

o)j—

[00530] Iar 1) 2-(3-x10pdheHOKCH)aneTaMHK/T
Cwmech 3-xmopdenona (2,57 r; 20,0 Mmois), 2-6pomoanetamuaa (2,76 r; 20,0 MMoITb) U

K,CO3 (5,53 1; 40,0 Mmou1b) B anieToHe (40 M) nepeMemmBaiiach npu 70°C B TeUEHUE CYTOK.

Cwmech OblTa 3aTeM OXJIAX/IEeHA JI0 I't ¥ MPpOUIHTPOBAHA, U PUIBTPAT ObLT CKOHIEHTPUPOBAH
in vacuo. OcTaToK OB OYMIIICH ITOCPECTBOM CUIIMKATEITLHOM KOJIOHOYHOM XpoMaTorpadun
(PE/EtOAc (V/V)=1:1) i nony4yeHrss HA3BAHHOTO XUMHUYECKOTO COEIMHEHMS B BUJIE TBEPAOTO
BemecTBa Oenoro nsera (3,22 r; 87%).

[00531] lar 2) 3-(3-x10p-4-MopdoauHoderun)-2-((3-xmopheHOKCH ) METH )-6-MeTHII-
mupumMuInH-4(3H)-onun

Cwmech N-(3-xmmop-4-mopdomraodenun)-3-okcooyranamus (0,48 r; 1,62 MMmoib), 2-(3-
xnopdenoxen) aneramus (0,60 r; 3,24 MMOJTb) U TUTAHA TeTpau3onponanoarta (2,4 Mi) B
kcuneHe (10 mun) nepemernuBaiack mpu 165°C B Teuenue 24 4. Cmech ObLTa OXJTaXxaeHa J0 rt
1 0110 MoOaBiIeHO 60 M1 ToTyosa U 60 MJI BOJIOCOAEPIKAIIETO HACKIIIIEHHOTO pacTBOpa
NH,CL. IToyueHHast cMech MepeMeMBaIach IIPH rt B TEYEHHE CYTOK U ObIIa TPO(UIETPOBAHA,

U puabTpat ObLT 9KCTpaKkTUPOBaH mocpenctBoM DCM (20 mit x 4). KomOnHMpOBaHHBIE
OPraHUYECKHUE CIIOM OBLIIM MMPOMBITHI HACBIIIIEHHBIM pAcTBOPOM (30 MJI X 2), BBICYIIIEHBI HaJ
00e3B0OeHHBIM Na,SOy ¥ CKOHLIIEHTPUPOBAHBI in vacuo. OCTaTOK ObLT OUMIIIEH TOCPEACTBOM
CUIIMKareIbHOM KoJIoHouHOM XpoMmaTtorpadun (PE/EtOAc (V/V)=1:1) mis nomydeHus
HAa3BAHHOT'O XMMUYECKOTO COEIMHEHHUS B BUJIE TBEPIOTO BellecTBa kenrtoro usera (0,46 r;
64%). CrIeKTpOCKOIIMYECKUE TAHHBIE XMMUYECKOTO COCIMHEHUS:

MS (ESI, non, noH) m/z: 446,1 (M+1);

'H-NMR (400 MI'y, CDCl3): 6 2,35 (s, 3H), 3,08-2,99 (m, 4H), 3,87-3,85 (t, 4H, J=4,6 I'n),

4,69-4,68 (d, 2H, J=6,2 I'nm), 6,39 (s, 1H), 6,67-6,64 (m, 1H), 6,75-6,74 (t, 1H, J=2,2 I'n), 6,95-
6,92 (m, 1H), 7,07-7,05 (d, 1H, J=8,5 I'n), 7,16-7,11 (m, 2H), 7,29 (s, 1H).
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[00532] ITpumep 65
3-((1-(3-x110p-4-MopdommHODEeHHT )-4-METHIIT-6-0KCO- 1 ,6- TUTUAPOTTUPUMUITH-2-UIT)METOKCH)
OEH30HUTPUIT

CN

N
O-O-4h

[00533] Iar 1) 2-(3-umaHopeHOKCH )aneTaMu I
Cwmech 3-runporcuben3onurpuia (2,38 r; 20,0 mmons), 2-6pomoaneramuaa (3,04 r; 22,0
MMoJ1b) U KrCO5 (5,53 1; 40,0 MMoutb) B aueToHe (20 Mu1) nepemerrBaiacsk npu 70°C B TeueHue

17,5 u. Cmech ObITa OXJTaXk/IeHa /10 rt U TpoUIbTpOBaHa, U PUILTPAT ObLT CKOHIEHTPUPOBAH
in vacuo. OcTaToK OB OUYMIIICH ITOCPECTBOM CUIIMKATEITLHOM KOJIOHOYHOM XpoMaTorpaduu
(PE/EtOAc (V/V)=1:1) a5 noiny4yeHust HA3BaHHOT'O XUMHUYECKOT'O COEIMHEHHS B BUJIE TBEPIOTO
BemecTBa Oenoro nsera (2,70 r; 77%).

[00534] Hlar 2) 3-((1-(3-xmop-4-mopdonuHodeHn)-4-MeTuiI-6-okco-1,6-
JIUTUAPOTUPUMUJIUH-2-UT)METOKCH)OEH30HUTPUTT

Cwmech N-(3-xmop-4-mopdonrnodenun)-3-okcooyranamuaa (0,59 r; 2,00 mmors), 2-(3-
maHogenokcu) aneramunaa (0,71 r; 4,03 MMOJIb) M TUTAHA TeTpau3oIponanonarta (4,8 M)
B KcusieHe (20 mut) nepemernBaiach rnpu 165°C B Teuenue 24 4. Cmech ObUIa OXJIaX/I€HA 10
rt 1 6pu10 JOo6aBIeHo 30 M1 ToTyos1a U 40 MJT BOJIOCOAEPKAIIETO HACBIIIEHHOTO PAcTBOPA
NH,4CI. [TomydeHHast cMech IepeMeIMBAIACh ITPHU I't B TEYEHUE CYTOK U ObLIa TPO(UIbTPOBAHA,

U punbTpat ObUT 3KCTpaKkTUPOBaH mocpenctBoM DCM (50 mit x 3). KomOuanpoBaHHbIE
OPraHUYECKHUE CIIOU ObUIM BBICYIIEHBI Hajl 00e3BOKeHHBIM NaySOy M CKOHLEHTPUPOBAHBI in

vacuo. OcTaToK ObLJI OUMIIIEH TOCPEACTBOM CUIIMKATEIIbHOM KOJIOHOYHOM XpoMaTorpaduu
(PE/EtOAc (V/V)=1:1) g nony4eHrs HA3BAHHOTO XUMUYECKOT'O COEIMHEHMS B BUJIE TBEPAOTO
BemiecTBa xenatoro nsera (0,51 r; 59%). CieKTpoCKONMMYEeCKHe JaHHBIE XUMHUYECKOTO
COEIUHEHUS:

MS (ESI, non. non) m/z: 437,1 (M+1);

"H-NMR (400 MTI', CDCl3): 6 2,35 (s, 3H), 2,98-3,11 (m, 4H), 3,85-3,87 (m, 4H), 4,68-4,76
(m, 2H), 6,39 (d, 1H, J=0,84 I'n), 7,02-7,05 (m, 3H), 7,13 (dd, 1H, J1=2,36 I'u, J2=8,52 I'n),
7,25-7,34 (m, 3H).

[00535] ITpumep 66

4-(2-prop-4-(2-((3-propdenokcu)meTnn)-4-MeTHI-6-0KconmupumMuanH- 1 (6H)-um)dhenn)
Mop}oJIUH-3-01uH

F

)

F

M\ C 3=N

o N N )_/)—

\_§o o)

[00536] Iar 1) 2-(3-pTopdherHokcu)aneTaMut

Cwmech 3-propdenona (5,61 1; 50,0 Mmmois), 2-6pomoaneramuaa (7,59 r; 55,0 MMob) U
K,COj3 (13,82 r; 100 MMoJ1b) B atieToHe (80 Mi1) epemMennBaiach rpu 70°C B TeueHHUE CYTOK.

CMech OblTa oXJIaXkaeHa 40 rt ¥ TpouIbTpoBaHa, U GUIBTPAT ObLII CKOHIIEHTPUPOBAH in
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vacuo. OcTaTOK ObLII OUYMIIIEH TOCPEACTBOM CHIIMKATeJIbHOM KOJIOHOYHOM XpoMaTorpaduu
(PE/EtOACc (V/V)=1:1) 1 nony4eHrss HA3BAHHOT O XUMUYECKOT O COEIMHEHUS B BUJIE TBEPIOTO
BenecTBa Oeoro nseta. (7,89 r; 93%)

[00537] Lar 2) 4-(2-dTop-4-auTpodeHun)MopdoIuH-3-01uH

Cwmech 1,2-mudrop-4-uutpobdenzona (7,95 r; 50,0 Mmosb), MopdoiuH-3-oauH (5,06 T; 50,0
MMmoJib) U K,CO5 (13,82 1; 100 Mmoaib) B DMF (80 mut) nepemermBaiace rpu 140°C B TeueHue

cyTok. CMech ObLTa OXJIaXKACHA 10 rt U MPOodUIbTPOBaHA, U PUIBTPAT OBLT CKOHLIEHTPUPOBAH
in vacuo. OcTaToK OB OYMIIEH TOCPECTBOM CUIIMKATEITLHOM KOJIOHOYHOM XpoMaTorpaduu
(PE/EtOAc (V/V)=3:1) ans noiny4yeHus HA3BaHHOTO XUMHUYECKOT'O COEIMHEHHS B BUJIE TBEPIOTO
BelecTBa xenroro usera (5,00 r; 42%).

[00538] Llar 3) 4-(4-amuno-2-propdenun)MmopdorH-3-oauH

CMmech nopoiika xenesa (8,8 r; 158 MMoutb), BoasI (60 MJ1) M COJISTHON KMCITOTHI (2 MIT)
nepemMermBaace npu 65°C B Teuenue 20 MuH. 3aTeM OHa ObLIa OXJIAX/EHA JI0 It U
BOJOCOAepKAIIMI clToM ObLI ciuT. bt modaBieH pactBop 4-(2-pTop-4-HUTPOhEHM)
MopdouH-3-ouH (3,8 T; 15,8 Mmos) B MeOH (100 MIT) M M KUCIIOTHOCTB TIOJTYYEHHOM CMeCH
Obu1a yBenuyeHa 10 pH 2 cosiHoOM KUCIOTOM, epeMelIMBaHie Mpou3BoAWIIOCh rpu 65°C B
teueHue 4 4. Cmech ObLIA OXJIAXIEHA 110 rt, foBeAeHa 10 pH 8 HachIlieHHBIM
BojocoaepxaimuM pactBopoM NaHCO3 u npodunsrpoBana. MeOH 6b11 yaaneH in vacuo
1 CMeCh ObLIa 3KcTpakTUpoBaHa mocpeacTeoM EtOAc (20 mit x 3). KomOuHMpOBaHHBIE
OPraHUYeCKHe CJIOU ObLIIM MPOMBITHI HACHIIIIEHHBIM PacTBOPOM (20 MJI X 4), BBICYIIIEHBI HAJ]
00e3B0XeHHBIM Na,SO4 U CKOHIIEHTPUPOBAHABI in vacuo.

OcTtaTok OB OYMIIICH TOCPEACTBOM CUIIMKATelIbHOM KoJIOHOYHOM XpoMmaTorpaduu (PE/
EtOAc (V/V)=1:2) nyist nony4eHusi HA3BAHHOTO XUMHUUYECKOTO COEAMHEHUS B BUAE TBEPIAOTO
BerecTBa Oenoro nsera (1,89 r; 57%).

[00539] Iar 4) N-(3-dbTop-4-(3-okcomopdonrHo)heHu)-3-0KkcoOyTaHAMU/T

Cwmech 4-(4-amuHO0-2-pTopdernn)mopdonun-3-oauH (2,51 r; 11,9 MMOIIB) M alleTHIT KeTeH
(2,51 1; 29,9 mmoib) B EtOAc (40 M) niepemenvBaiiachk npy 80°C B TeueHue 24 4. Cmech
ObLIa OXJIAXK/IEHA JI0 I't U CKOHUEHTPpUpOBaHa in vacuo. OCTaTOK ObLT OUHUIIIEH TOCPEICTBOM
CUITMKareIbHoM KojoHouHo# xpoMmaTtorpadun (PE/EtOAc (V/V)=1:4) nns nonydeHus
HA3BAHHOI'O XMMHUYECKOTO COEAMHEHUS B BUJIE TBEPAOTO BEIIECTBA XKENTOTO UBeTa (2,15 1
61%).

[00540] Llar 5)

4-(2-prop-4-(2-((3-pTopdeHokcu)MeTHII)-4-MeTHII-6-0KCOTUpUMUINH- 1 (6H)-1iT)
benun),orpholin-3-o11uH

Cwmech N-(3-pTop-4-(3-oxkcomopdomnuuo)denmn)-3-okcodbyranamus (0,59 r; 2,00 MMOJIB),
2-(3-dpropdenoxcun)aneramus (0,94 1; 5,56 MMOITb) U TUTAHA TETpau3oIporiaHonara (4,8 mir)
B kcuneHe (10 mi1) nepemeruBaiach npu 165°C B Teuenue 24 4. CMech Obl1a OXJIaXaeHa 10
rt ¥ 6puT0 JOOaBIeHO 60 MJI ToTyos1a U 60 MIT BOJIOCOAEPKAIIETO HACBIIIIEHHOTO PACTBOPA
NH,CL. IToryueHHast cMech IepeMeMBaIach pH rt B TeYeHHE CYTOK U ObLIa TPO(UIBTPOBAHA,

¥ pubTpat ObLT SKCTpaKkTUPOBaH mocpenctBoM DCM (20 mit x 4). KomOrHMpOBaHHBIE
OPraHUYECKHUE CIIOU OBLIIM MPOMBITBI HACHIIIIEHHBIM PacTBOPOM (30 MJT X 2), BBICYIIEHBI HAJT
00e3B0oXeHHBIM Na,SOy ¥ CKOHLIIEHTPUPOBAHEI in vacuo. OCTaTOK ObLT OUMIIIEH TOCPEACTBOM

CUITUKareIbHOM KoJIoHOUHOM XpoMmaTtorpadun (PE/EtOAc (V/V)=1:2) mis noxydeHus
Ha3BAaHHOT'O XMMHUYECKOTO COEMHEHMS B BUJIE TBEPJOTO BellecTBa xentoro useta (0,06 r;
7%). CIEeKTPOCKOMYECKHE TaHHBIE XUMUYECKOTO COEIMHEHUS:

MS (ESI, non. von) m/z: 428,1 (M+1);

'H-NMR (400 MTI'u, CDCl3): 6 2,36 (s, 3H), 3,70 (d, 2H, J=3,12 I'n), 4,03 (t, 2U, J=4,6 I'n),
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4,35 (s,2H), 4,73 (s, 2H), 6,38 (s, 1H), 6,55-6,53 (m, 2H), 6,67 (t, 1H, J=7,3 '), 7,21-7,11 (m,
3H), 7,44 (t, 1H, J=8,2 I'm),

[00541] ITpumep 67

3-(3-x0p-4-mopdomunodenun)-2-(((4-xmopHad TanvH- 1 -UT)OKCH)METHI )-6-
MeTunnupumuani-4(3H)-oaun

¢
ome@—NQ}C|
ogvses

[00542] Hlar 1) 2-((4-xsopHadTaIMH- 1 -UIT)OKCH)alleTaMU]
Cwmech 4-xnopHadranua-1-o1 (3,57 1; 20,0 MMoie), 2-6pomoanetamuaa (2,76 r; 20,0
MMoJb) U KrCOj5 (5,53 1; 40,0 MMoiib) B atileToHe (40 Mu1) nepemerrBaiiachk mpu 70°C B TeueHue

cyTok. CMech ObITa OXJIaX/IeHa 70 It U TPOPUILTPOBAHA, U PUIBTPAT OBLT CKOHIEHTPUPOBAH
in vacuo. OcTaToK OBLIT OUYMIIICH ITOCPEACTBOM CUIIMKATEIILHOM KOJIOHOYHOM XpoMaTorpaduu
(PE/EtOAc (V/V)=1:1) g nony4eHrs HA3BAHHOT O XUMUYECKOTO COSIMHEHUS B BUJIE TBEPAOTO
BemecTBa Oenoro nsera (2,32 r; 49%).

[00543] Iar 2) 3-(3-xmop-4-mopdoauHodern)-2-(((4-xmopHadTaarH- 1 -1T) OKCH)METHIT)
-6-meTunupumuanH-4(3H)-oaun

Cwmech N-(3-xmmop-4-mopdommaodenun)-3-okcooyranamu (0,59 r; 2,0 MMoIib), 2-((4-
xnopHadTanue-1-un)oxcu)aneramua (0,94 1; 4,0 MMOJIb) M TUTAHA TETPAU3OIIPOIIAHOIATA
(4,8 mu1) B kcunene (10 mit) mepemerBajack pu 165°C B Teuenue 24 4. Cmech Obl1a
OXJIXKJIEHA J10 r't ¥ 66110 100aBIeHOo 60 Mi1 TosTyos1a U 60 MJI BOZOCOIEPKAILIETO HACBIIIIEHHOTO
pactBopa NH,4CI. [TonyueHHast cMech epeMenIMBaiach Mpu rt B TEUEHUE CYyTOK U ObLIa
npodWIbTPOBaHA, U PUIBTPAT OBLT IKCTPAKTUPOBAH mocpencTBoM DCM (20 mit x 4).
KoMmOuHNpOBaHHBIC OpTaHUYECKHUE CJIOM OBLIM ITPOMBITHI HACHIIIIEHHBIM pacTBOPOM (30 Mt
X 2), BBICYIIIEHBI HaJl 00€3B0KEeHHBIM NaySOy4 ¥ CKOHLEHTPUPOBAHHI in vacuo. OcTtaTok ObLI
OYMIIIEH ITOCPEICTBOM CHIIMKATreIbHON KotoHOYHOM XpoMaTorpaduu (PE/EtOAc (V/V)=1:1)
JUTSI TOJTyYE€HUsI HA3BAaHHOT O XMMHUYECKOT O COEIMHEHUS B BUJIE TBEP/IOTO BEIIECTBA JKEJITOrO

useta (0,56 1; 56%). CrieKTpOCKOMMYECKHUE TAaHHbIE XUMUYECKOTO COSAMHEHUS:
MS (ESI, mon. non) m/z: 496,1 (M+1);

"H-NMR (400 MTI'u, CDCl3): 6 2,37 (s, 3H), 2,96-2,86 (m, 4H), 3,83-3,80 (t, 4H, J=4,6 I'n),

4,93-492 (d, 2H, J=4,9 I'n), 6,41 (s, 1H), 6,62-6,60 (d, 1H, J=8,3 I'm), 6,89-6,87 (d, 1H, J=8,5
I'm), 7,09-7,07 (dd, 1H, J1=2,5 I'y, J2=8,5 '), 7,27-7,26 (m, 1H), 7,35-7,33 (d, 1H, J=8,2 I'ny),
7,55-7,51 (m, 1H), 7,64-7,60 (m, 1H), 8,04-8,02 (d, 1H, J=8,3 '), 8,18-8,16 (d, 1H, J=8,2 I'y).
[00544] ITpumep 68
3-(3-x10p-4-Mmopdomuuodern)-2-((3-3TuHUIEHOKCH )METH )-6-Me TUTTpuMuanH-4(3H)
-OJIUH

4

o)
o $
/\ =N
OL/N‘ON)_/)_
o)
[00545] ar 1) 2-(3-3TuHUI(HEHOKCH )alleTAMM/T
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Cwmech 3-atuamindenona (3,31 r; 28,0 Mmoib), 2-6pomoaneramuzaa (2,36 r; 17,1 MMoIb) U
K,CO3 (5,53 1; 40.0 Mmouib) B aneToHe (50 M) nepemertmBanack npu 70°C B Teuenue 7 4.

Cwmech OblITa OXJTaXIeHA /10 I't ¥ MPOGUWIHTPOBAHA, U PUIBTPAT OBUT CKOHLIEHTPUPOBAH in
vacuo. OcTaToK ObLII OUYMIIICH TOCPEACTBOM CUIIMKATeIbHOM KOJIOHOYHOM XpoMaTorpaduu
(PE/EtOAc (V/V)=1:1) g nony4eHrss HA3BAHHOTO XUMHUYECKOTO COEIMHEHUS B BUJIE TBEPAOTO
BemecTBa Oenoro nsera (2,70 r; 90%).

[00546] lar 2) 3-(3-xnop-4-Mopdoaunoderun)-2-((3-3THHUIDEHOKCH)METHIT)-6-METHII-
mupumMuanH-4(3H)-onun

Cwmech N-(3-xmmop-4-mopdommaodenun)-3-okcooyranamus (0,80 r; 2,85 Mmois), 2-(3-
sTuHWIpeHokcn) aneramuaa (1,0 T; 5,71 MMOJITb) M TUTaHA TeTpau3omponaHnosarta (6,76 mir)
B KcuiteHe (20 mu1) nmepemernuBaiach nmpu 165°C B Teuenue 24 4. Cmech Obl1a OXJIaXKIeHa J10
rt ¥ 6puT0 JOOaBIeHo 50 M1 ToTyos1a U 60 MIT BOJIOCOZEPKAIIETO HACBIIIEHHOTO PACTBOPA
NH,CL. IToyueHHast cMech IepeMelMBaIach Py rt B Te4eHHE CYTOK U ObIIa MPO(UIBTPOBAHA,

U GUIbTpAT ObLI 3KCTPAKTUPOBaH nocpeacTBoM DCM (150 mu x 3). KoMOuHMpOBaHHbIE
OPraHUYECKHUE CIIOW ObUIM BBICYIIEHBI Hal 00e3BOKeHHBIM NaySOy4 M CKOHLEHTPUPOBAHBI in

vacuo. OcTaTOK OBbLII OUYMIIICH TOCPEACTBOM CHIIMKATeIbHOM KOJIOHOYHOM XpoMaTorpaduu
(PE/EtOAc (V/V)=1:1) 1 noiny4eHrss HA3BAHHOTO XUMUYECKOT O COEIMHEHUS B BUJIE TBEPIOTO
BelecTBa xenaroro 1sera (0,60 1; 50%). CrieKTpOCKOMMUECKUe TaHHbIE XMMUYECKOTO

COCJIMHECHUS:
MS (ESI, non. von) m/z: 420,1 (M+1);

"H-NMR (400 MI'y, CDCl3): 6 2,34 (s, 3H), 3,03-3,11 (m, 5H), 3,83 (t, 4H), 4,68 (s, 2H),
6,38 (s, 1H), 6,76-7,19 (m, 7H).

[00547] ITpumep 69

2-(muprop(3-propdenokxcn)mernin)-3-(3-hrop-4-MophOTMHODEHUIT)-6-METUITTTMPUMMTAH-
4(3H)-oauH

F

o]
=
F')=N
OCN—©‘N>_)“
o
[00548] Lar 1) atun 2,2-mudTop-2-(3-pTopheHokcn)anerat

Cwmechb 3-propdenon (2,24 r; 20,0 MMoIts), 3Tui 2-0pomo-2,2-nudtopanerat (8,12 r; 40,0
MMmoJib) U K»,CO3 (6,91 1; 50,0 MMonb) B MeOH (20 mun) nepemenmmBaiacs npu 70°C B TeueHue

CYTOK. 3aTeM OHa OblIa OXJIaXKACHA J10 It U TPOGUIBTPOBAHA, U (PUIBTPAT ObLI
CKOHIIEHTPUPOBAH in vacuo JJIsl TOJyYeHUs] HA3BAHHOTO XUMHUECKOT'O COEAMHEHUS JIs
ceayromero mara 6e3 gajJbHEHIIeH OUYUCTKH.

[00549] Lar 2) 2,2-mudTop-2-(3-pTopheHoKcH)aneTaMuI

Cwmech atun 2,2-mudrop-2-(3-propdenokcun)anerara (3,5 r; 14,9 mmons), MeOH (10 mur)
u ammonus (5,09 1) B 20 MJT repMeTHYHOM NTpoOHupKe nepemernuBaiack mpu 100°C B TeueHue
24 4. Cmech ObL1a OXJIXKIeHA 4O It U CKOHLEHTPUPOBAHA in vacuo JJIs MOJTyYeHUs] HA3BAHHOTO
XMMHUYECKOTO COSAUHEHUS JIJIs CIASAYIOIIETo 1mara 06e3 gajJbHEeHIIeH OUNCTKY.

[00550] Iar 3) 2-(mudrop(3-propbenokcu)meTn)-3-(3-bprop-4-mopdomHodern)-6-
MeTuI-nupuMmuanH-4(3H)-oaun

Cwmech N-(3-dprop-4-mopdomuodenn)-3-okcooyranamus (0,60 T; 2,14 mmons), 2,2-
mudTop-2-(3-propdenokcn)aneramua (0,88 r; 4,29 MMOIIb) U TUTAHA TETPAU3OIIPOIIAHOIATA
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(4,87 r; 17,1 mmonb) B kcuiieHe (20 mi1) riepemernvBainach npy 165°C B Teuenue 24 4. Cmech
ObLIa OXJaXKaeHa A0 rt U 6bu10 100aBIeHo 60 MIT Toyosa U 80 MJI BOAOCOAEPKAILETO
HachIleHHOTO pactBopa NH4Cl1.

[TosmyueHHast cMech IMepeMENIMBaIACh MPH I't B TEYCHUE CYTOK M ObLTa MPOPUILTPOBAHA,
U GUIbTpAT ObLI 3KCTPAKTUPOBaH nocpeacTBoM DCM (150 mi x 3). KomOuHMpOBaHHbIE
OpraHUYECcKHUe CIIOW ObUIH BBICYIIEHBI Ha/l 00e3BOKeHHBIM NaySOy4 M CKOHLEHTPUPOBAHBI in

vacuo. OcTaToOK OBLII OUYMIIICH ITOCPEACTBOM CHIIMKATeJIbHOM KOJIOHOYHOM XpoMaTorpaduu
(PE/EtOACc (V/V)=1:1) 1 noiny4eHrss HA3BAHHOTO XUMUYECKOTO COEIMHEHMS B BUJIE TBEPIOTO
BelecTBa xenroro 1sera (0,38 1; 40%). CrieKTpOCKONMMUECKUe TaHHbIE XMMUYECKOTO
COCJIMHEHUS:

MS (ESI, mon. non) m/z: 450,1 (M+1);

"H-NMR (400 MTI'y, CDCl3): 6 2,43 (s, 3H), 3,15 (t, 4H), 3,85 (m, 4H), 6,36-7,27 (m, 8H).

[00551] ITpumep 70

3-((1-(3,5-mudrop-4-mopdonuHodeHm1)-4-MeTUIT-6-0KCO- 1 ,6- TUTU AP OTTUPUMMTUH-2-UJT)
METOKCH)OEH30HUTPUJ

CN

e

[00552] lar 1) 4-(2,6-mudTop-4-HUTpOodeHUT)MOPGHOTIMH
Cwmech 1,2,3-Tpudrop-5-aurpobensona (3,54 r; 20,0 Mmorb), mopdomauna (2,0 mit, 23,0
Mmmoib) U B3N (8,5 M, 61,0 Mmmone) B EtOAc (30 MiT) mepeMeliMBasach Ipy rt B TEUEHUE 5

4. Cmech Obl1a CKOHIEHTPUPOBAHA in vacuo, U OCTaTOK OBLT OUMIIIEH MMOCPEICTBOM
CUJIMKareabHOU KoJioHouHoM XxpoMmaTtorpadun (PE/EtOAc (V/V)=8:1) mis moxydeHus
Ha3BAaHHOTO XMMUYECKOTO COEIMHEHHUSI B BUJIE TBEP/IOTO BEIIECTBA KENITOro 1BeTa (4,76 1;
98%).

[00553] Iar 2) 3,5-mudTop-4-MopdOTMHOAHWITAH

Cwmech 4-(2,6-mudTop-4-autpodennn)mopdomnuna (4,71 r; 19,3 mmons), THF (30 mu),
stanona (30 m) u Pd/C (2.0 t; 10%) nepememmBanace mpu rt B atmocdepe H, B Teuenne

cyTok. Cmech ObuTa TpoUIBTPOBAHA U CKOHIICHTPUPOBAHA in vacuo U OCTATOK OBLJT OUMIIIEH
MOCPEICTBOM CHUIIMKareaIbHOM KojloHouHOH XpomaTtorpaduu (PE/EtOAc (V/V)=8:1) nis
MOJIyYEHHMS HA3BAHHOI'O XUMHUYECKOT'O COEAMHEHHS B BUJIE TBEPIOTO BEIIIECTBA XKEJITOrO BETA
(3,62 1; 88%).

[00554] lar 3) N-(3,5-mudtop-4-mopdoauHoderu)-3-okcodoyTaHaMu I

Cwmech 3,5-mudrop-4-mopdomunoannaud (3,42 r; 16,0 Mmoe) u anetut keteH (1,61 T;
19.2 mmornb) B EtOAc (20 M) nepeMeruBanack npu 83°C B Teuenue cyTok. Cmech Obl1a
OXJIQXK/IEHA JIO It ¥ CKOHIIEHTPpUpPOBaHa in vacuo. OCTaTOK ObLIT OUHUIIIEH TOCPEICTBOM
CUJIMKareIbHoM KojoHouHo# xpomaTtorpaduu (PE/EtOAc (V/V)=1:1) qns nojnydeHus
HA3BAHHOT'O XUMHUYECKOTO COCIMHEHUS B BUE TBEPAOTrO BEIIECTBA keaToro usera (3,10 r;
65%).

[00555] Hlar 4) 2-(3-upaHodheHOKCH )alieTaMU/T

Cwmech 3-rugpoxcubenzonutpui (2,38 r; 20,0 Mmoib), 2-6pomoanetamus (3,04 r; 22,0
MMmoJib) U K>CO5 (5,53 1; 40,0 Mmoiib) B atieToHe (30 MuT) mepemertMBaiach mpu 75°C B TeueHue

CyTOK. 3aTeM OHa ObLja OXJIaXKJIeHa J0 rt ¥ MpodUIbTpOBaHa, U PUIBTPAT OBLIT
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CKOHIICHTpUpOBaHa in vacuo. OcTaTok ObLI OUHIIEH ITOCPEICTBOM CUITMKATEITBLHOM
kosroHouHOM xpomaTtorpaduu (PE/EtOAc (V/V)=1:1) mis moayueHus HA3BaHHOTO
XMMHUYECKOTO COMHEHHS B BUE TBepaoro BemiecTBa 6emoro usera (1,00 r; 28%).

[00556] Iar 5) 3-((1-(3,5-mudTop-4-mopdomuHodenun)-4-MeTuI-6-0kco- 1,6-Turuapo-
MUPUMUIUH-2-WUIT)METOKCH ) OEH30HUTPUIT

Cwmech N-(3,5-mudrop-4-mopdoaunodenun)-3-okcodyranamus (0,79 r; 2,65 MMOJIB), 2-
(3-mmanodenoxcun)aneramus (0,93 1; 5,28 MMoITh) ¥ TUTAHA TeTpan3onpornanoara (6,3 mMir)
B KcuIteHe (25 mu1) nmepemernuBanach mpu 165°C B Teuenue 24 4. CMech Obl1a OXJIaXKIeHa 10
rt ¥ 06110 JoOaBIeHO 60 MJT TOJIyos1a U 60 MJT BOJIOCOIEPKAIIET0 HACBIIIIEHOTO pacTBOPa
NH4CI. [TosryueHHas cMech IepeMeIMBaIACh IPH rt B TEYEHUE CYTOK U ObUTa MPO(PUIBLTPOBAHA,

U GuabTpaT OBUT IKCTpaKTUpOBaH mocpeactsoM DCM (20 mit x 4). KomOuHHpOBaHHBIE
OPraHUYeCKHUE CJIOU ObLIIM MPOMBITHI HACBIIIIEHHBIM pacTBOPOM (30 MJI X 2), BBICYIIIEHbI HAJ
00e3B0keHHBIM NaySOy4 M CKOHIIEHTPUPOBAHBI in vacuo. OCTaTOK ObLT OUUIIEH TOCPEICTBOM

CUJIMKareIbHOM KojoHouHo# xpoMmaTtorpaduu (PE/EtOAc (V/V)=1:2) qis noiydeHus
HAa3BAHHOT'O XMMUYECKOTO COEIMHEHHUSI B BUJIE TBEPIOTO BemlecTBa xentoro usera (0,29 r;
25%). CneKTpOCKOIIUYECKUE TAHHBIE XUMUUECKOTO COEIMHEHHUS:

MS (ESI, non. von) m/z: 439,1 (M+1);

"H-NMR (400 MTI'y, CDCl3): & 2,34 (s, 3H), 3,20 (s, 4H), 3,80-3,77 (t, 4H, J=4,4 T'n), 4,77
(s, 2H), 6,37 (s, 1H), 6,83-6,81 (d, 2H, J=8,9 I'n), 7,08-7,06 (dd, 2H, J1=7,5 'y, J2=1,0 I'ny),
7,29-7,27 (d, 1H, J=6,4 I'n), 7,39-7,35 (m, 1H).

[00557] I1pumep 71

3-(3-prop-4-mopdoaunodenm)-2-((3-MeTOKCUPEHOKCU)METUIT)-6-ME TUITITMPUMUANH-4
(3H)-oaun
OCH;,

<
CO%_/%

[00558] Iar 1) 2-(3-MeTOoKCcHU(EHOKCH )aneTaMHU/T
Cwmech 3-meTokcudenorn (2,48 r; 20,0 Mmois), 2-6pomoanetamus (3,31 r; 24,0 MMOJIb) U
K,CO3 (5,53 ; 40,0 Mmouib) B anerone (30 M) nepemerumBaiacek npu 70°C B Teuenue 9 4.

Cwmech OblIa OXJTaX/IEHA 0 I't ¥ TPO(UIBTPOBAHA, U PUIBTPAT ObLT CKOHLEHTPUPOBAH in
vacuo. OcTaToK ObLJI OUMIIIEH MTOCPEACTBOM CUIIMKATEIbHONM KOJIOHOYHOM XpoMaTorpaduu
(PE/EtOAc (V/V)=1:1) nis noinyyeHust HA3BaHHOT'O XUMHUYECKOT'O COEIMHEHHS B BUJIE TBEPIOTO
BerecTBa Oemnoro nsera (3,0 ; 83%).

[00559] Ular 2) 3-(3-pTop-4-Mmopdomnodern)-2-((3-MeTOKCUPEHOKCU)METHI )-6-METHIT-
mmpumMuanH-4(3H)-onun

Cwmech N-(3-¢prop-4-mopdoaunodenu)-3-okcodoyranamus (1,0 r; 3,57 Mmons), 2-(3-
MeTokcupernokcH) aneramup (1,29 r; 7,12 MMOITb) M TUTAHA TeTpau3onpornanoarTa (8,11 r;
28,5 Mmou1b) B kcuiieHe (30 mi1) mepeMetvBajack pu 165°C B Teuenue 24 4. Cmech Obl1a
oXJIaXAeHa 710 rt ¥ ObUI10 J06aBaeHo 80 My Tojryosna U 100 MIT BogocoaepKaliero
HacbleHHoro pactsopa NH,CI. [TomyueHHast cMech IEpeMEIIMBAIACh IIPU It B TEUCHUE

CYTOK ¥ ObL1a TPO(MIBTPOBAHA, U PUITBTPAT OBLIT IKCTPAKTUPOBAH rocpeactsom DCM (150
M1 X 3). KoMOMHHUpPOBaHHbIE OPTraHUYECKUE CIIOW OBIIIM BBICYILIEHBI HAJl 00€3BOKEHHBIM
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Na,SO,4 ¥ CKOHIEHTPUPOBAHHI in vacuo. OCTATOK ObLII OUMIIIEH TOCPEACTBOM CHIIMKAT€IbHOM

kosioHo4HOM xpomaTtorpacduu (PE/EtOAc (V/V)=1:1) mjs noiayueHust HA3BaHHOTO
XUMHUYECKOTO COEIMHEHHUS B BUJIE TBEPAOTO BeulecTna xenrtoro usera (0,61 r; 40%).
CrneKTpOoCKOIMUYeCKHe TaHHbIe XUMUYECKOTO COSMHEHUS:

MS (ESI, nmon. non) m/z: 426,1 (M+1);

'H-NMR (400 MTI'y, CDCl3): 8 2,25 (s, 3H), 2,97 (t, 4H), 3,69 (s, 3H), 3,71 (m, 4H), 4,69

(s, 2H), 6,33-7,31 (m, 8H).
[00560] ITpumep 72
3-(3-xnop-4-((1-(4-xnop-3-dbropdenus)-2-MeTUIIPOTNIaH-2-U1)aMUHO ) peHu)-2,6-
JuMeTuImupumMuani-4(3H)-oaun

Cl
H
e _@N ¢
N
M 7<\©:
e} Cl
[00561] lar 1) 1-(4-xnop-3-bTopdhenun)nponan-2-oa1uH
K cmecu 4-6pomo-1-xmop-2-propbenson (20,90 r; 100,0 Mmortp) u aneTunanetoHa (30 mi,

300,0 mmosb) B DMSO (100 M) 66111 mo6aBieHs! Tpudocdat kaaus (63,70 r; 300,0 MMOITB)
u Cul (3,00 r; 15,80 mmoiip) B atMochepe N, u cMmech niepemeriBanachk npu 110°C B TeueHue

23 4. CMech ObIIa OXJIAXKJIEHA JI0 rt ¥ ObLIa Jo0aBiieHa cojisHasa kuciaorta (300 M, 2 M).
[Tonyuennasi cmech ObLIa SKCTpakTUpoBaHa ocpeacTBoM EtOAc (100 mit x 3) u
KOMOWHUPOBAHHBIE OpraHUYeCcKue (ha3bl ObLIN MPOMBITHI HACKIIIIEHHBIM pacTBOpoM (100 Mt
X 2), BBICYIIEHBI HaJ 00e3B0keHHBIM NaySOy (50 1), 1 mpodunbTpoBanbl. PUIBTPAT OBLIT

CKOHILIEHTPUPOBAH in vacuo. OCTaTOK ObLT OUHMIIIEH TOCPEICTBOM CUITUKATEIIbHOM KOJTOHOYHOMN
xpomatorpaduu (PE/EtOAc (V/V)=10:1) ayis nojydeHus HAa3BaHHOTO XMMHYECKOTO
COEIMHEHUS B BUE XKeJITOU )kuAKocTH (9,02 1; 48.2%).

[00562] Ilar 2) 1-(4-x10p-3-bTopdheHn)-2-MeTUIIITPOTIaH-2-01

K pactBopy metunmaruaueBoro 6pomuzaa (100 mi, 100,0 mmoss, 1.0 M B THF) 6bu1 110
KarisiM 100aBJieH pactBop 1-(4-xmop-3-dropdenun)nponan-2-oa4H (9,00 r; 48,20 MMOJIb)
B THF (20 mu1) mpu 0°C B atmMocepe N, 1 peakiiMoHHasi cMech HarpeBasiach 10 76°C B TeueHUe

12 4 3aTeM OHa ObLIa OXJIAXK/IEHA JI0 I't U PE3KO OXJIaXAeHa BOJIOCOAEPIKAIIIMM HACHIIIECHHBIM
pactBopoMm NH,4CI (50 mut) u cmech Oblia BiauTa B Boay (200 mun). [TonmyyeHnHast cmech Obliia

sKkcTpakTupoBaHa nocpeactsoM EtOAc (100 mit x 4) 1 KOMOMHUPOBAHHbIE OPraHUYECKUE
(ha3bl OBUTH MPOMBITHI HACHIIIICHHBIM pacTBOpPOoM (100 M1 X 2), BBICYIIIEHBI HAT 00€3BOKEHHBIM
Na,;SOy4 (50 T) M CKOHIEHTPUPOBAHBI in vacuo. OCTaTOK ObUT OUYMILEH [TOCPEACTBOM

CUJIMKareIbHOM KoJloHouHoM XpoMmaTtorpadun (PE/EtOAc (V/V)=8:1) mis moydeHus
Ha3BAaHHOI'O XMMMYECKOI'O COSIMHEHMUS B BUJIC JKEJITOM XUAKOCTH (8,61 1; 88,2%).

[00563] IIar 3) N-(1-(4-xmop-3-pTopdheHu)-2-MeTUIITPOIIaH-2-Ujl)aleTaMU I

K cmecu 1-(4-xm0p-3-propdennn)-2-metunmporial-2-oi (8.61 1; 42.50 Mmmoin),
anetronuTpuia (13 mi, 255,0 MMOJTb) U YKCYCHOM KMCTTOTHI (80 MiT) ObLIa IO KarutsiM JoOaBlIeHa
cepHas kucioTa (13 M) u cMech nojaaepxkuBaiack HarpeTou Ao 65°C B Teuenue 5 4. Cmech
ObL1a OXJIaXKJIeHa JI0 It ¥ BIIMTA B JISJSHYIO BaHHY (400 MJT) M IMOJTydyeHHas cMech OblTa
noseneHa 1o pH>11 nocpencrsom NaOH, u skcrpaktupoBana nocpeacrsom EtOAc (150 mon
x 3). KomOuHMpOBaHHBIC OpraHudYecKre Ga3bl ObLIU TPOMBITHI HACKIIIICHHBIM PACTBOPOM
(150 M1 % 2), BeICYIIIEHBI HAJT 00e3BOXKEeHHBIM NaySOy (40 1) u npodunbTpoBanbl. GUITLTPAT

OBLIT CKOHIOCHTPUPOBAH in vacuo. OcTaTok OBLI OYHIICH ITOCPCACTBOM CUIIMKAIreIIbHOM
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kosioHo4HOM xpomaTtorpacduu (PE/EtOAc (V/V)=2:1) mjs moiayueHus HA3BaHHOTO
XUMHYECKOTO COCIMHEHHUS B BUJIE TBEPAOrO BEUIECTBA KeJITOro usera (4,38 r; 42,1%).
CrnieKTpOoCKOIMUUYeCKHe TaHHbIC XUMUYECKOTO COSUHEHUS:

MS (ESI, nmon. non) m/z: 244,2 (M+1);

'H-NMR (400 MTI'y, CDCl3) 6 7,29 (dd, 1H, J1=10,7 I'y, J2=5,2 '), 6,94 (dd, 1H, J1=10,2

I'y, J2=1,9 I'w), 6,87 (dd, 1H, J1=8,1 I'y, J2=1,5 I'n), 5,21 (s, 1H), 3,08 (s, 2H), 1,95 (s, 3H),
1,32 (s, 6H),

[00564] Lar 4) 1-(4-x10p-3-PpTopdhennn)-2-MeTUIponaH-2-aMuH

Cwmech N-(1-(4-xmmop-3-ropdenun)-2-meTunnponan-2-ui) arneramuf (3,36 ; 13,80 MMoIIh)
Y KOHLUEHTPUPOBAHHAs cojisHas kucinota (60 mu) HarpeBajach 10 120°C B reuenue 16,5 u.
CwMmech ObL1a OXJ1a%/1€Ha J0 I't ¥ BJIMTA B JIEASHYIO BAHHY, U [TOJIy4€HHas CMeCh ObLIa I0BECHA
1o pH>12 nocpencrsom NaOH u skctpakTupoBana nocpeactsom EtOAc (80 mit x 5).
Komb6unupoBanHble oprannueckue (paspl ObLIM IPOMBITHI HACBILIEHHBIM pacTBopoM (100
MJI X 2), BBICYIIIEHBI Ha/l 00€3BOKeHHBIM Na,;SO,4 ¥ MpOBUIBTPOBAHBL. DPUIIBTPAT OBLT

CKOHIIEHTPUPOBaH in vacuo. OcTaTok ObUT pa3BeicH B KOHIIEHTPUPOBAHHOM COJISTHOM KUCITOTE
(60 mut) 1 cMmech niepemerniBaiack pu 120°C B teuenue 20 4. PeakuoHHas cMech ObLiia
oxJtaxkaeHa 1o rt u 6110 106aBIeHo 100 Mit Boawl. ITomyuenHas cMech Obl1a mpoMbiTa EtOAC
(50 mit x 3). Bomoconepxkarmas ¢aza 6suta moBenena mo pH>11 mocpencreom NaOH u
aKcTpakThpoBaHa nocpeactBoM EtOAc (50 M x 3). KomOuHMpOBaHHBIE OpraHuyeckue Gpas3bl
OBLTM MPOMBITHI HACBIIIEHHBIM pacTBOPOM (80 MJT X 2), BBICYIIEHBI HaJl 00€3BOKEHHBIM
Na,SOy4 (20 r) ¥ CKOHIEHTPUPOBAHA in vacuo JJIs TOJYyYE€HHUs] HA3BAHHOT'O XUMHUUYECKOT O

COE/IMHEHUS B BUJIE TBEPIOT0 BellecTBa xkenToro nsera (0,484 r; 17,4%). CieKTpOCKOIMUECKHE
JTAHHBIE XUMUYECKOTO COCIMHECHUS:

MS (ESI, non. non) m/z: 202,1 (M+1);

[00565] Ilar 5) 2-x10p-N-(1-(4-x10p-3-pTOpdheHnn)-2-MeTunmponaH-2-un)-4-HUTpo-
AHWJIVH

Cwmechb 3-xmop-4-dptop-1-HuTpobenzon (421 mr; 2,40 Mmmoib) U 1-(4-xnop-3-bropdennn)-
2-meTunnponaH-2-amuH (484 mr; 2,40 mmois) B DMSO (10 mi) HarpeBajach 10 90°C B
atMmocgepe N, B Teuenue 3 4. Cmech ObLTa OXJTaXkIeHa J0 rt U IMepeMeIIMBaiach Mpy rt B

TeueHue 38,5 4. 3aTeM oHa ObLIa HaArpeTa v nepeMenmBaiach J0MoJHUTENbHO 10 90°C B
teuenue 81,5 4. Cmech OblTa OXJ1aXkaeHa 10 rt u Obl10 JoOaBaeHo 80 mut Boasl. [TonyuenHas
cMech OblTa aKkcTpakTUupoBaHa nmocpeactsoMm EtOAc (30 mit x 3). KomOuHupoBaHHbIE
OpraHUYecKUe CJIOM ObUTH BBICYIIIEHbI HaJ 00e3B0keHHBIM NaySOy (10 T) M CKOHIEHTPUPOBAHBI

in vacuo. OcTaToK ObLIT OUYMIIICH ITOCPEACTBOM CUIIMKATEIILHOM KOJIOHOYHOM XpoMaTorpaduu
(PE/DCM (V/V)=20:1) mi1st nojy4eHrst HA3BAaHHOTO XUMHUUYECKOTO COCIMHEHHUS B BUJIE MACTIa
xenroro nsetra (490 mr; 57,2%). CrieKTpOCKOMUYECKUe TaHHbIE XUMUYECKOTO COSIUHEHUS:

MS (ESI, noin. non) m/z: 357,2 (M+1);

"H.NMR (400 MTI'y, CDCl3) 6 8,24 (d, 1H, J=2,6 I'n), 8,10 (dd, 1H, J1=9,2 I'u, J2=2,6 I'n),
7,34-7,26 (m, 1H), 7,04-6,98 (m, 1H), 6,86 (dd, 1H, J1=9,9 I';, J2=2,0 I'y), 6,77 (dd, 1H, J1=8,2
I'm, J2=1,5 I'm), 5,00 (s, 1H), 3,04 (s, 2H), 1,48 (s, 6H),

[00566] Lar 6) 2-xmop-N'-(1-(4-xm0p-3-pTopdennn)-2-meTunnponan-2-uin)oen3oi-1,4-
JUaMUH

K cmecu Boab! (20 mut) 1 iopotika xenes3a (697 mr; 12,50 mmorns) npu 65°C ObL1a 110
KaruisiM JoOaBJIeHa KOHIIEHTpUPOBaHHAs cojistHas kucinoTa (0,2 MIT) M CMeCh ITepeMeNIBaliach
B Teuenue 15 muH. Bomocoaepskaliuii ciioi cMecu ObLT CITUT U K 00paboTaHHOMY paHee
MTOPOIIKY XkeJte3a ObLUT Jo0aBiIeH pacTBop 2-xitop-N-(1-(4-xmmop-3-hropderun)-2-
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METHIIITPOIIaH-2-un)-4-HUTpoaHwuH (446 mr; 1,25 mmoiabs) B MeOH (20 mur). Cmech Obliia
noseaena 10 pH 2-3 u nepemermmBanace npu 65°C B Teuenue 20 muH. Cmech ObL1a 3aTeEM
oxJaxeHa 1o rt, noseneHa 1o pH 11 mocpeacrsom Et3N, u npodunbTpoBaHa, u GpuibTpaT

OBLI CKOHIIEHTPUPOBaH in vacuo. OctaTtok 0611 pa3BeacH B EtOAc (100 mit) 1 pacTBOp ObLI
POMBIT BOAOH (30 MiI X 3) M HACBIIIEHHBIM pacTBOPOM (30 MiI X 2), BBICYILIEH HAJ
00e3B0keHHBIM NaySOy4 (10 T) M CKOHUEHTPUPOBAH in vacuo JIs OJIy4YeHUs] HEOOpaOOTaHHOTO

MPOJIYKTa JJIs CIeYIONIero mara 06e3 gajabHeiien o4ucTki. CreKTpOCKOMUYECKUe JaHHbIE
XUMHUYECKOT'O COCIMHEHUS:

MS (ESI, non. non) m/z: 327,1 (M+1);

[00567] Hlar 7) 3-(3-xnop-4-((1-(4-x10p-3-pTopdhernn)-2-MeTUIIpOIaH-2-1uia)aMUHO )
bennn)-2,6-qumetunnupumuani-4(3H)-oaun

K pactBopy 2-x5m0p-N'-(1-(4-x510p-3-hTOpdheHus)-2-MeTuIponan-2-ui) 6eH3oi-1,4-
niamuH (408 mr; 1,25 MMoIib) B Tomyolte (15 mua) ObLT 10OaBIICH IO KAILISIM
TpuUMeTHIaToMuHui (2,5 mit, 5,00 mmorb, 2.0 M B Tomyose) B atmocgepe N, 1 cMech

repeMeImMBaIach mpu rt B reueHure 30 MUH 1ociie 1o0aBiieHust. bput MeyieHHo 106aBiieH
pacTtBop (Z)-metun 3-(2-(3-propdeHokcun)aneramuio)oyT-2-3Hoat (295 mr; 1,88 MMoITh) B
TOJIyoJie (5 MJI) U MOJIydeHHAsl CMeCh MepeMENIMBAIACh MPU rt B TeueHue 22 4. 3aTeM ObLI
JN00aBIIeH MO KaIjIssM TpuMeTuianoMuauit (2,0 mi, 4,00 MMoItb, 2 M B TOJIyOJI€) U CMECh
nepeMenmBaiace rnpu rt B reuenre 30 MuH. bout qobasieH pactBop (Z)-metun 3-(2-(3-
dbropdeHokcn)anetamugo)oyT-2-31H0at (295 mr; 1,88 MMoIIb) B ToTyosie (3 MJI) U CMeCh
repeMeInrBaiace emie 18 4. CMech ObliTa pe3Ko OXJIaXKIeHa BOIOCOASPKAIIMM HACHIIIIEHHBIM
pactBopoM NH,Cl (50 mur) 1 mpoduIbTpOBaHa, M Opranndeckas ¢aza OblTa OTJAeIeHA OT

dunsTpaTa. Bomoconepikamas ¢aza Opla skcTpakTUpoBaHa rmocpeactsoM EtOAc (30 Mt x
3). KomGuHupoBaHHbIE OpraHUUECKUE CJIOW OBLIA TPOMBITHI HACBIIIIEHHBIM pacTBopoM (30
MJI X 2), BBICYIIEHbI HaJ1 00€3B0keHHBIM NaySOy (15 I) U CKOHLEHTPUPOBAHBI in vacuo.

OcTaToK OBLI OUHMIIIEH TOCPEICTBOM CUIIMKATeIbHOM KOJIOHOYHOM xpomaTorpacdun (PE/
EtOAc (V/V)=2:3) miis nojy4eHus Ha3BaHHOT'O XUMUYECKOTO COCIMHEHUS B BUE TBEPAOTO
BelecTBa xenroro nsera (183 mr; 33,7%). ClieKTpOCKOIMYECKUE TaHHBIE XMMHUYECKOTO
COEJIMHECHUS:

MS (ESI, non. non) m/z: 434,2(M+1);

"H-NMR (400 MTI'u, CDCly) 6 7,31 (t, 1H, J=8,0 I'n), 7,16 (d, 1H, J=2,5Tnu), 7,11 (d, 1H, J=
8,7 I'm), 6,98 (dd, 1H, J1=8,7 I'u, J2=2,5 I'y), 6,90 (dd, 1H, J1=10,1 I'u, J2=1,9 I'n), 6,83 (dd,
1H, J1=8,2 I'u, J2=1,5 I'm), 6,30 (d, 1H, J=9,9 T'n), 4,48 (s, 1H), 3,01 (dd, 2H, J1=32,3 I'u, J2=
13,6 I'm), 2,33 (s, 3H), 2,27 (s, 3H), 1,44 (s, 3H), 1,42 (s, 3H),

SKCIMEPUMEHTAJIbBHBIN CITOCOB HA KJIETKAX

[00568] 1. IToceB keTOK

B3siB kneTku BHK-21 B (pasze skCrioHEHIMAIBHOT'O POCTa, COOMpPAst U MOACUUTHIBAS KIIETKU
C IMT'€CTUBHOM MEPEXOJHOMN KYJIbTYPOU MOCIIE MPUPOCTA CIUIABIICHUS 85-95%, perympyto
IUIOTHOCTH KJIETOK B mpeaenax 2x104 KIeTok Ha MUUIMMET]P, TPOU3BOAS MOCEB KIIETOK HA
96-kaHabHbIE TJIACTUHBI, 100 MKJI/KaHa, KJIETKW ObUIM OMEIIEHbI B UHKYOaTop 5% CSO,
nipu 37°C.

[00569] 2. J103BI AJIs1 KJIIETOK

BepxHusist npo3payHas )KUIKOCTh OblIA yAajieHa ¢ 96-KaHaIbHbBIX IUIACTUH MOCTIE
MIPUKJIEUBAHUS KJIIETOK HA CTEHKY 24 yaca. YIIOMSHYTbBIE BBILLIE XUMUUYECKHUE COCAUHECHUS
OB 3aKOHCEPBUPOBAHBI B pACTBOPAX PATMYHBIX KOHLIEHTPALMIA, U PACTBOPBI OBLIIA BBEIEHBI
B KaHasbl, 100 Mx/kanan. Kax bt KOHIEHTPUPOBAHHBINM pacTBOP B 3 MpoOax, KIETKU ObUTH
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CYyOKyJIbTYpUPOBAHBI 48 CITyCTS TTOCIIe TPUMEHEHUST 103bI.

[00570] 3. TectupoBaHKE ONTUYECKON MNIOTHOCTH

10 mxJ1 pactBopa CCK-8 G110 BBEZICHO B KaXKbIH KaHAJ CITyCTA 48 4acOB MOCIIE BBEICHUS
JTO3bI; 1 THKYOMPOBaHO Ha 2 yaca. OnTryeckas IIIOTHOCTH (A) Ka)KI0T0 KaHajia ONpe/Iesiiach
MMKPOIUIACTUHOYHBIM CUMTHIBATEIEM HA JIJTMHE BOJIHBI 450 HM. Bhruucienue crenenu
TTOJIABJICHUS pa3pacTaHMsl KJIETKU KaXKIbIM XUMUYECKUM COEIMHEHUEM ObLJIO OCHOBAHO Ha
BeJIMUMHE A, TPOTIOPLMS ITOIABJICHUS pa3pacTaHus KJIeTKHU (Iporopuus noaasieHus, IR) =
(1 3HAUEHUE SKCTIEpUMEHTAIBHOM T'PYIIHI (A 1)/3HadueHne KOHTpoabHOM rpynibl (AO))x100%
u IC50 kaxaoro XMMUYECKOT0 COeAUHEHMSI TpH 48 yacax ObLJIO BBIYMCIIEHO TPOrpaMMOM
00pabOTKU JaHHBIX.

[00571]
Tabnuua 2 [1aHHblEe aKTUBHOCTH
Mpumep IC50(mM) Mponopuus ¢ Mpumep IC50(mM) Mponopuus ¢
PFD (YMHOXUTb) PFD
(YMHOXUTb)
1 0,4 16,6 40 0,06 127,50
7 0,74 1,35 41 0,06 32,65
8 1,66 2,31 42 0,07 27,39
10 5,565 0,72 45 0,07 42,60
11 1,32 2,91 46 1,07 2,80
12 1,40 2,74 47 0,93 3,92
13 1,98 2,01 48 0,35 10,60
15 0,97 3,97 49 0,07 35,52
18 0,56 8,10 50 0,06 42,93
19 1,19 3,21 51 0,10 25,14
20 0,04 95,70 52 0,18 14,15
21 1,30 5,57 53 0,50 15,49
22 0,19 39,47 55 0,05 46,92
23 0,11 30,31 56 0,10 54,14
24 0,04 60,63 57 0,10 84,22
27 HE HE 58 0,29 26,37
NMPUMEHAETCA|{NPUMEHAETCA
28 4,99 1,60 59 0,30 25,50
29 1,05 6,82 60 0,54 13,72
30 0,54 13,18 62 0,31 24,68
Mpumep IC50(mM) OTHOLEHWE K Mpumep IC50(mM) OTHOLLEHME K
PFD PFD
(MHOXUTENb) (MHOXUTENB)
31 2,22 3,50 63 0,04 47,43
32 0,81 9,60 64 0,19 10,69
33 0,30 25,70 65 0,02 119,61
34 2,49 3,10 66 0,23 14,95
35 3,01 2,60 67 0,14 25,09
36 2,70 2,90 68 0,11 26,80
37 4,31 1,80 69 0,09 42,03
38 0,49 15,80 70 HE HE
NPUMEHAETCA|NPUMEHAETCA
39 HE HE 71 0,08 48,76
NMPUMEHAETCA|NPUMEHAETCA

[00572] HE ITPUMEHSAETCA: OTcyTCcTBYeT aKTUBHOCTD IMOIABJICHUS B TUAIA30HE
TECTUPYEMOM KOHIIEHTPAIMM XUMUUECKOTO COCIMHEHUS], ITPU 3TOM aKTUBHOCTD MMOAABJICHUS
HE YBEJIMYMBAETCS C MOBBIIICHUEM TECTUPYEMOU KOHLEHTPALUH.

[00573] OtHomenue k PFD (MHoxwuTenb): [Tpeacrapiser codoit oTHOIIEHUE K MUPHEHUTOHY
IC50 xumuueckoro coearrenust IC50; uem 60I1bIIIe MHOKHUTENb, TEM JIYUIIIE Vitro aKTUBHOCTh
MOJABJICHUS XUMUUECKOT'O COCIUHEHUSI.
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[00574] OO61Me XapaKTePUCTUKK OpraHudecKoro (pubdbpo3a pacimpsioT BHEKIETOYHYIO
Matpuny (EC;_4) ¥ CTpYKTypHOE peMoIelIMpOBaHUE OPTaHOB M TKAHEH, TJIe MHOTHE IIMTOKWHBI

(CK) yuactBytot B mponecce. [lokazaHo, 4TO B 9KCIEPUMEHTAJIBHOM IIOCEBE in Vitro,
3asBJIsIEeMble XUMHUECKUE COSTMHEHMSI TOPA3/10 aKTUBHEE MUP(HEHUI0HA, U YACTh XUMUYECKUX
coerHeHmit Oostee ueM B 20 pa3 akThBHee MUPGEeHUTOHA. 3asiBIIsIEeMbIe XUMUIECKUE COSTMHEHMST
MOTYT U30eXaTh (POTOTOKCUYECKOM peaKLMH, BEI3bIBAEMOM MUPPEHUTOHOM, OHU 3P HEKTUBHBI
Kak aHTU(pUOpO3HOE CPEACTBO.

(57) ®opmyna nuzoopeTeHus
1. Coequnenue o popmyie (I):

roe:

V, npeacrasisieT coooi CRl, V, nipeacrasisier co6oit N, V3 npeacTaBiisieT cooom CR3, Uu

V4 nipeAcTaBIsieT coOom CR4;
X npeacrasiseT coOom cBs3b WK Cy allKUJIeH;

Y nipeacrasiseT coboit O;

X

Ampencrasiser coboit (R (Reg a)T'\/ 1€ KQXXIBIN N HE3aBUCUMO
_N

n

an ~n
o
’

(R
" Mnm

npuauMaet 3Hadyenus 0, 1 viau 2; u

Ka K IbIN R32 npeacraisieT codort HezaBucumo H, F, Cl, Br, unano wim Cy_4 rajioankui;

B nipencrasmnsieT coboit —NR7R7a;

R! npezncrasisieT codor Cy_3 ankui, Cq_ 1o apuin-C_3-ankui, Cg 1o apuia-(CHy),-G-(CHy)yy
- HHpHﬂI/IJI-(CHz)p-G-(CHz)m- i Cg I_H/IK.]'IOEU'IKI/IJ'I-(CHz)p-G-(CHz)m-, rae Kaxawii G sBisieTcs
O unu S, rie kaxapid p paseH 0, ¥ m MpUHUMAET 3Ha4YeHUs 1, 2 Wiv 3; WK T1I€ KaXKIbIN U3
Cé-10 apun-(CHy)y-G-(CHy) -, mupuani-(CHy),-G-(CHy) - 1 Cg tkmnoankui-(CHy),-G-
(CH») - mpeacTaBiisieT coooi hakyIbTaTUBHO 3aMellieHHble o JHUM Uik AByMms E, Cl, Br, C5_¢
ankuHui, Cy_g aJIKOKCH Wi 1IuaHo; r11e Cg_qo apuin-Cy_3-aJIKUII SIBIISIETCS] HE3aMEIleHHbIM WU
3aMmeleHHBIM F, Cl, Br;

R? npeAcTaBisieT cooom Cy_3 anKkui;

R* npeacrasisieT coboit H;
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KasKkbli R’ HesaBrCHMO nipencrasisieT coooit H, Cy_g amkui umm C_g anKoKcu-Cq_4-aJIKut;

kax bt R7® ipescrapisieT coGoi He3aBUCHMO Cj.¢ ankui, Cy_g annkokcu-Cy_4-ankui, Cg.
10 apuin-Cy_4-ankui, Cy_g rerepoapuin-Cy_4-ankui, Cy_qo rerepoukinia-C_4-anxui uim Cs.
10 WKnoankuin-Cy_4-ankui; rae Cy_g rerepoapui BeIOUpaeTcss U3 UMUAAa3071a, TeTpa3oiia u
uHjo1a; ¥ Cy_j o TETEPOLMKIINII BIOMpaeTcs U3 MOpGhOIMHA, TUIIEPUANHA U TETpAruapodypaHa;

WIH

R’ u R7a, BMECTE C aTOMOM a30Ta, K KOTOPOMY OHU IIPUKPEILIEHEI,

(baKyJIpTaTUBHO CO31AI0T 3aAMELLIEHHOE WIIM HE3aMEILEHHOE 3-8-WIEHHOE KOJIbI0, KOTOPOe
BbIOpaHO U3 MopdoimHa, THOMOp(]OIMHA, TUTIepa3uHa, TUIIEPUIMHA, TUPPOTUIUHUTIA,

IIMPPOJIa U Irupasoiia; rac 3aMCIICHHOC 3-8-4JIeHHOE KOJbIO 3aMCIICHO 1 v 2
3aMCCTHUTCIISIMU, BI)I6paHHI>IMI/I H3 OKCO, C1_3 aJIKWJIa, THAPOKCUIIA U C2_3 AJIKMHHIIA.

Vs
Vz/ Sy,
2. COCI[I/IHeHI/IC I10 II. 1, raec \'/'1 OpeacCTaBIIsACT codoit
F cl CN

N\r\r
=z
1(*2
T
5
AITV‘
O. z
5

@]

3. COCZ[I/IHGHI/IC 1o 11 1 ¢ popmyioii (IV):
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: (IV),

rae V| npeacrasisieT coOom CR', V, npencrasiisier coboii N, V3 npeacrasisieT coooi
CR>, u V, npencrapisieT cooom CR*,

T, npencrasiser codboit N uiu CRlO;

X npencrasisger co6oi cBsizb Wi -(CH»)-, T11€ KaX bl m HE3aBUCUMO ITPUHUMAET
3Hauenusa O wiu 1;

B nipezncrasisgeT cobom -NR'R"%;

R! npencrasisiet cobor Cy_3 ankui, Cq_jg apun-Cy_z-ankui, Cg_1o apuin-(CHy),-G-(CHy)yy,
-, TipUanI-(CHy)-G-(CHy) - v Cg kiioankuin-(CH,)p-G-(CHp) -, T kaxapii G
npeacTaisieT cooom O uu S; Kaxxapii p paBeH 0, 1 m MPUHKUMAET 3HaueHus 1, 2 uiu 3; uiu
rae kaxabiv u3 Ce_qg apym—(CHz)p—G—(CHZ)m—, nnpm[ym—(CHZ)p—G—(CHZ)m— 1 Cg LIMKITOAIKUII-
(CHz)p—G—(CHz)m— (bakynpTaTUBHO 3aMelieH ogHuM wim aAByms F, Cl, Br, 5TUHWII, TPOTTMHUI,
OyTUHUII, METOKCH, 3TOKCH WIIH ITMAHO;

R? npeacTaBisieT codom C;_3 alKu;

R* npeacrasisieT coboit H;

kaspii R HesaBHCHMO npencrasisier cooorn H, C_g ankun umm C_g ankokcn-C_g-aaku;

Kaskbii R7® He3aBUCHMO npeactaBisieT cooom Cy_g ankuil, Cy_g anKoKcH-Cq_y4-ankui, Ce_
10 apui-Cy _4-ankui, Cq_g rerepoapui-C;_4-ankui1, Cy_jo rerepotdkinuni-Cy_4-ankui uim Cs.
10 WiKIT0aIKWII-C | _4-ankui; rae Cy_g reTepoapuil BEIOUpAETCs U3 UMUIA30I1a, TETPA30I1a U
uH011a; U C,_ 1 TETEpOLMKIIAI BIOUpAETCs M3 MOP(OIJIMHA, TUIIEPUAMHA U TETparuapodypana;

NN

R'u R7a, BMECTE C aTOMOM a30Ta, K KOTOPOMY OHH ITPUKPEIICHBI, PaKyIbTATUBHO CO3/1aI0T
3aMeIEHHOE WK He3aMeIlleHHOe 3-8-4JIeHHOE KOJIbI[0, KOTOPOE BEIOpaHO U3 MOPQOIIMHA,
THOMOP(dOIIMHA, TTUTIepa3uHa, TUNIEPUANHA, TUPPOJIMIAMHUTIA, TUPPOJIA U TTMPa30Ja; e
3aMelleHHOoe 3-8-UJIEHHOE KOJIbIIO 3aMEIEHO 1 WK 2 3aMeCTUTENISIMU, BHIOPAHHBIMU U3 OKCO,
C,_3 ankuna, rugpokcuia u C,_3 aJIKUHUIIA;

KaXXIbIN Rgal He3aBUcUMO TipejcTaBisgeT coboit H, F, Cl, Br, nnano wim tpugTopmeTu;
n npuHUMAET 3HaueHud 0, 1 umu 2; u

KaXX bl RIO HE3aBUCUMO TpeacTaBiseT coboit H.
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4. CoeaquHeHue o 1. 3, rae:
B OpeacCTaBIIACT coboti -N(CH3)2, -N(CHZCH3)27 ‘N(CH2CH2CH3)2, -N(CH2CH2CH2CH3)2,

F T T I S WA
YOROY S @,@,@Fﬁ,@f i,o,
T T

;I’W ~ HN HN HN

SRR R é@wi
D000 M LOHOMmo é

R! MPECTABIISIET COOON METHII, ITHII, TIPOTIHII, U30TIPOTIMII, q)eHHJI—(CHz)p—G—(CHZ)m—,
(prop-3amentennbiit pernn)-(CH,),-G-(CHy) -, mupuauin-(CHy),-G-(CHp) -, Genmnatu,
mukiorekcu-(CHy) ,-G-(CHy) - win Hadytin-(CHy) p-G-(CHy) -, T1e Kaxpii G rpeicTaBisieT
coboti O umu S; xax el p paBeH 0, ¥ m MPUHUMAET 3HAYEHUS 1, 2 UK 3; WK /1€ KaXKIbIN
u3 (beHI/IJI—(CHz)p—G—(CHz)m—, miprant-(CHy)p-G-(CHp) -, (heHuITIII, mukitorekcu-(CHy),
-G-(CHy) - v HahT-(CHy),-G-(CHy)yp, - ipesicTasiisier coboi hakyabTaTUBHO 3aMEIICHHBIH
ogaumM wiu nByms F, Cl, Br, 3TUHWI, TPpONMHNUI, Oy TUHUII, METOKCH, 3TOKCH WJIH IIUAHO;

R? MPECTABIISIET COOON METHII, 3TUII, IIPOTIHIT U U30IIPOTIUIT;

RY npeacrasisieT cooboit H;

KaXX bl Rg‘al He3aBUCUMO TipescTaBisgeT coboit H, E, Cl, Br, nnano wim TpugTopMeTHI;
n npuHUMAET 3HaYeHud 0, 1 umum 2; u

KaXX bl Rlo HE3aBUCHMO TIpeacTaBiseT coboit H.
5. Coemunenue 1o 11. 1 ¢ popmyoii (VI):

R3
”i
|
R1J\N o)

7 RS,
NS
E
(R‘Z)—K ‘3
) q

N V),

rae E npeacrasiser coboit N;
J npencrasisier coboit O, S, S(=0), S(=0),, NR'? wm CRIR!42;

k mpuaumaet 3Hauyenus 0, 1 uinu 2;
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g paBeH 1;
R! npezncrasisieT codort Cy_3 ankui, Cq_ 1o apuin-C_3-ankui, Cq 1o apuia-(CHy),-G-(CHy)yy
- HI/IpI/I}II/IJ'I-(CHZ)p-G-(CHZ)m- wi Cg I_II/IKJ'Ioa.J'IKI/IJ'I-(CHz)p-G-(CHz)m-, riae Kaxaeii G

npeacTaisieT cooor O unu S; Kaxxapii p paBeH 0, 1 m MPUHUMAET 3HaueHus 1, 2 uiu 3; uiu
rae kaxabiv u3 Ce_qg apmn—(CHz)p—G—(CHZ)m—, nnpmann—(CHZ)p—G—(CHZ)m— 1 Cg LIMKITOAIIKUII-

(CHz)p—G—(CHz)m— (hakynpTaTUBHO 3aMelieH ogHuM wim aByms F, Cl, Br, 5TUHWII, TPOTTMHU,
OyTUHUII, METOKCH, 3TOKCH WIIH ITMAHO;

R? npeAcTaBisieT codom Cy_3 anKkum;

Ka Kbl R32 mesaBucumo npeacrasinset coooit H, E Cl, Br, nnano wim TpugTOpMeETHIT,;

n IpyuHUMaeT 3HaueHud 0, 1 wim 2;

R!2 npeacTaBisieT codomt okco (=0), ruapokcu, C;_3 ankui uim C,_3 aTKUHUT,;

R13 npeacrasisieT coooit H; u

KaXX bl R'* 1 R gesasucumo npeacrasisieT coboit H.
6. CoequHeHueE 110 1I. 5, TIE:

R! Heszasucumo MPEACTABIISIET COOOW METHIL, 3TUII, TPOIUJI, udonponui, Cg_g apuil-
(CHy)y-G-(CHy)y- nimn mupuanit-(CHy) ,-G-(CHy)yyy-, T kaxbiin G mpecrasisier coboi O
WIK S, KOKIbIH p paBeH 0, U m IpUHUMAeET 3HaueHus 1, 2 wim 3; uim rae kaxabii u3 Cq g
apui-(CHy)p-G-(CHy) - 1 muprnmin-(CHy) ,-G-(CHy) - bakymbTaTBHO 3aMeIleH OTHUM
wiu 1Byms F, Cl, Br, oTuHWI, NpOonuHWI, OYTUHWIT, METOKCH WIHM IUAHO; U

R® HesaBrcuMo MPEACTABIISIET COOO METHUII, 3TUJI, IPOITUJT UJIA U30TIPOITUJL.

7. Coemunenue mo 1. 1 ¢ popmymoit (VII):

R3
N

A

R "N” 0

= THRE)
NS

R7‘N\R7a (V”),

rae R! npezcrasiser cobor Cy_3 ankui, Ce 1o apuin-(CHp)p-G-(CHy) -, mupummn-(CHy),,
-G-(CHy) - mimn Cg tuknoankun-(CHy),-G-(CHy) -, Tie kaxsrit G npezcrasiser codoit O
WM S; Kaxaplid p paBeH 0, 1 m NpUHUMAET 3HaYeHus 1, 2 uimm 3; wiu rae kaxasiid u3 Cg_q
apui-(CHy)p-G-(CHy)y-, mupumiin-(CHy),-G-(CHp) - 1 Cg muxitoankuin-(CHy)-G-(CHy)yy,
- (hakynbpTaTUBHO 3aMelieH ogquuM win Asyms F, Cl, Br, quaHo, STUHUII, METOKCH, 3TOKCH,
WJIH TIPOTIUHUIT,

R? npeacrasisieT cooom Cy_3 ankum;
L o7 y .
kax bl R’ He3aBucumo nipeacrasisieT coooi H, Cy_g ankun uimm Cy_g ankokcu-Cy_4-aliKuit;

Kaskbii R7® He3aBuCHMO npeacTaBisieT cooom Cy_g ankuil, Cy_g anKoKcH-Cq_y-ankui, Cg_

10 apuin-Cy _4-ankui, Cy_g rerepoapui-C;_4-ankui, Cy_jo rerepotukiani-Cy_4-ankui uim Cs.
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10 WKIoankuin-Cy_4-ankui; rae Ci_g rerepoapui BeIOUpaeTcs U3 UMUAA3071a, TeTpa3oiia u
uHjo1a; U Cy_j TeTEepOLMKIINII BIOMpaeTcs: U3 MOpGhOJIMHA, TUIIEPUAMHA U TeTparuapodypaHa;
ipu stom R7 1 R, BMecte ¢ aToMOM a30Ta, K KOTOPOMY OHM MPUKPETUICHBI,
(baKyIbTaTUBHO CO3/1aI0T 3aMEIIEHHOE WIIM He3aMeIlleHHOE 3-8-UJIEHHOE KOJIBIIO, KOTOPOe
BBIOpaHO M3 MOpQoIuHa, THOMOP(]OIMHA, TUTIepa3uHa, TUIIEPUANHA, TMPPOJIUIMHUTIA,

NAPPOJIa U UPA30J1a; IJIe 3aMEIIEHHOE 3-8-4JI€HHOE KOIbLO 3aMeIleHO | niu 2
3aMECTUTENSIMU, BBIOPAHHBIMU U3 OKco, Cy_3 ankuia, ruapokcuia u C,_3 alKMHUIA;

KaXX bl R&‘l He3aBUcHMO TipeacTasiseT codoit H, F, Cl, Br, tuano wiu TpudTopMeTHit; u
n npuHUMaeT 3HaueHus: 0, 1 vam 2.

8. Coenunenue o 1. 7, Tae Kax bl R7 He3aBUCcUMO npeacTasiseT codor H, Cy_g amku,

C;.4 ankokeu-Cj_4-ankui; u

Kaxkablit R’ HesaBHCHMO npeacrasisieT codom Cy_g ankui, Cy_4 ankokcu-C_3-ankui,

5355883 ¢8°
OO OO O f

L] ¥ 1 1 l 3 L 1 ?

nnn

9. CoenvHeHue 10 1. 1, UMeIoIee OJIHY U3 CIIEAYIOIIMX CTPYKTYPHBIX (POPMYIT:
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uﬁ @ ﬁ)v@r AG
Ko

[ ) (120), < \b (122), [oj (123), [ZJ (124),

4 AT /
49 LA Ie. /
5 a

|
ENE N

>N
O “0&

(127) urm " (128) .

Cl
N

2, & (126),

10. CoenunHenue o Jr000My U3 Il ¢ 1 o 9, ucnosib3yeMoe 1715 TpOHITaKTHKH,
PETyJIMPOBaHMSI WM JieueHHs (uOpo3a TKaHU WITM OpraHa UM TSl OOJICUEHUS CTEIIEHH
TspKecTH (UOPO3a TKAaHU WM OpraHa B OpraHU3Me MalyeHTa;

rze puoOpO3 TKAHU WM OpraHa MPEACTaBIIIET COOOM MOYEUHBIM MHTEPCTUIMATBHBIN (PUOPO3,
[JIOMEPYJIOCKIIEPO3, (pUOpPO3 MeveHu, MHEBMOCKIIEPO3, IEPUTOHUATIBHBIN (hUOPO3,
MHUOKapIUaIbHbIN (PUOPO3, AepMaToPuOPO3, OCIIeONepanioOHHbIE CITANKH,
JTOOPOKAYECTBEHHYIO TUIIEPTPO(UIO MTPeACTATEIBHOM )Kejle3bl, (PUOPO3 CKEIETHBIX MBIIIII,
(bubPO3 MOKEITYAOUHOM KeJIe3bl, IUPPO3 MEUYSHU, MUOCAPKOMY, HEHPO(PHUOpOMY, TETOUHBII
MHTEPCTULHANIBHBIN (PMOPO3 WM BACKYISIpHBIN (hUOpO3; U

I/1€ OCIIEONIePALMOHHBIE CITAMKH MPEACTABIISIOT COOOM 3aKHUBIICHUE PYOLIOB WIIM IIPAMOB.
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