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(57) Pedpepart:

Hacrosiee  uzobpereHue OTHOCUTCSI K
coenuHenuio Gopmyisl (I) U ero dapmManeBTHYECKH
npuemieMbiM coisiM.  Coenunenue ¢opmynst ()
oOmamaer aHTUOAKTEpUAIbHOW AaKTUBHOCTBIO U
MOXeT  HalTh  HpUMEHeHWe B  KadecTBe
JIeKapCTBEHHOTO cpenctea. B popmyie (I)

X
8 ) N @(Rs)n_
1
R W
\ /) (RE).
R2 R3
(1)
R! BBIO
paH W3  BOIOpOJA, TraJIOTCHa,

Crp.:

C,_,anxuna; R? BBIGpaH M3 BOZOPOJA, TANOreHa,
C,_janxuna; R3 BRIGpaH w3 BojOpOda, TanoreHa,

muano, C;_jankuna; W npeacrasmsieT co6oit -N(R ©)-
; X IpencrasisieT coOoi MTPOCTYIO CBSA3b; KOJBLO A
IIPE/ICTaBIISIET COOOM HEHACHIIIEHHOE WM YACTHUHO
HACBIIIEHHOE KONbLO, cojJiepXKallee 5-6 aTOMOB, U3
KOTOPbIX OJMH WJIM JiBA aToMa He3aBHCUMO
BBIOpAHBI U3 230Ta U CEPBI; WM HEHACBIIICHHOE WITH
YaCTMYHO HACBIIIEHHOE OMIMKIMYECKOe KOJIbLO,
cogepxamee 9-10 aTOMOB, U3 KOTOPBIX OIMH, [BA
WM TP aTOMa BBIOpAHbI U3 a30Ta U cepbl; R u R’
SBJSIIOTCS 3aMECTUTESIMM Ha aToMe yriaepojaa H
HE3aBMCHMO BBIOpaHbI U3 TajoreHa, HUTPO, LUAHO,
TUIPOKCH, aMHMHO, KapOokcH, KapOamowuna,
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dhopmuia, TUIPOKCUMMUHOMETHIIA,
C.4ankokcunMruHoMeTuna, Cy _4alikuna,
C.4ankoxkceu, C; _4ankaHouna,
C,.4ankanounamuno, N-(C; _4ankun)kapbamounsa,
N,N-(C, _anxun),kapbamounrna, N-

(C; _ganxokcu)kapdbamouna, N-(C; _ 4ankui)-N-
(C;_4anxokcu)kapbamounna, Cq_gankunS(0),, rae a
paBHO 0-2, C, _4ankokcukapbOoHuna,
C{ . 4aIKOKCUKapOOHUIIAMUHO,
C|.4ankuicyab(GOHUIAMHUHO, (HACBILIEHHOTO WM
HEHACBIIIIEHHOTO YIJIEPOAHOTO KOJIbLIA,
CozlepIKaIIero 3-7 atomoB)-R 10-ym
(HACBIIICHHOTO, YaCTHMYHO HACBIIICHHOTO WX
HEHACBIIIEHHOI'O  KOJIblA,  cojepikaumero  5-6
ATOMOB, W3 KOTODBIX OJWMH WIM [Ba aTroMa
BBIOpAHHBI U3 a30Ta, Kuciaopoaa u cepsl)-R!-; roe
R* 1 R He3aBUCHMO IPYT OT Apyra HeobS3aTeTbHO
MOTYT OBITh 3aMeEIIEHbl Yy aToMa YyIriepojaa OJHUM
um 6osee R1%; RO npesicrasnsier coboit Bogopo; n
paBHO 1-4; rme 3Hauemms R* Moryr G6mITh
OJIMHAKOBBIMH WJIM DPa3HbIMH; m paBHO 0-4; rme
3HaueHuss R> MOryT ObIThb OJMHAKOBBHIMH MU
pasubivu; R!2 BEIGpaH M3 a3uzo, ragoreHa, MUaHo,
TUIPOKCH,  aMmMuHO,  KapOokcu,  Cj_jankuna,

Crp.: 2

C,_4anKeHuna, C,_4alKuHuIA, C| .4anKoKCH,
C,.4ankaHouna, N-(C _4alK1I1)aMUHO, N,N-
(Cy.sankun),amuno, Cp_jankunS(0),, roe a
paBHO (-2, (HACBIIIEHHOIO WM HEHACBIIIIEHHOTO
YIJIEPOJHOIO KOJbLA, cOAepKallero 3-7 aTomoB)-
R4 ynM (HaCBIEHHOTO, YACTUYHO HACKIIEHHOTO
WIA HEHACBIIIEHHOTO0 KOJIbLA, COJepKalero 5
Wi 6 aTOMOB, U3 KOTOPBIX OJIMH WJIM JIBa aTOMa
BBIOpaHBI U3 a30Ta, Kuciaopoaa u ceps)-R -, e
R12 HesaBucuMo apyr oT Apyra HeoGs3aTeIbHO
MOTYT OBITh 3aMELICHbl Yy aToMa YIriepoja OJHUM
wm Gomee R0, R10, R R y R15 mesasucumo
BbIOpaHbl U3 mpoctoii cBszu, -C(O)-, —N(R19)C(O)—
WA —C(O)N(RZO)—; e R u R mesasucumo
BbIOpanbl U3 Bogopona wuinu Cy_jankuna; R16
BBIOpAH U3 rajioreHa, UUaHo, TMAPOKCH, KapOoKcH,
MeTuiia U MeTokcu. M3o006peTeHue Takke OTHOCUTCS
K (apmaueBTHYECKON KOMITO3ULMH, OOJIaIaromen
AHTUOAKTEPUATIbHOM aKTMBHOCTBIO, COJAEpKalIed B
KayecTBe AaKTUBHOTO MHIPEIUEHTAa COEIUHEHUE
M300peTeHus, K  NPUMEHEHUIO  COEIUHEHUS
W300pEeTeHUsT Ul MPUTOTOBJICHHUSI JIEKAPCTBEHHOTO
CpeIcTBa, K CHOCOOY TOJNy4eHHsI COeAUHEHMI
dbopmynst (). 7 1. 1 15 3.11. p-1b1, 52 TAOIL
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(57) Abstract:

FIELD: chemistry.

SUBSTANCE: formula (I) compound has
antibacterial activity and can be used as a medicinal

agent. In formula

X
Rl N )
W
\ (R4
R2 R3
(I)
R! is hydrogen, halogen, C,_jalkyl; R? is

selected from hydrogen, halogen, C;_salkyl; R? is
selected from hydrogen, halogen, cyano, C;_jalkyl; W
is —N(R6)—; X is a single bond; ring A is an
unsaturated or partially saturated ring containing 5-
6 atoms, one or two of which are independently

selected from nitrogen and sulphur; or an unsaturated
Crp.: 3

or partially saturated bicyclic ring containing 9-10
atoms, one, two or three of which are selected from
nitrogen and sulphur; R* and R are substitutes on a
carbon atom and are independently selected from a

halogen, nitro, cyano, hydroxy, amino, carboxy,
carbamoyl, formyl, hydroxy iminomethyl, CI-
4alkoxyminomethyl, C;-jalkyl, C;_jalkoxy, Cj-

4alkanoyl,  Cj-jalkoxy)carbamoyl, N-(Cj-4alkyl)-N-
C;-4alkylS(O),,
equals 0-2, C;-4alkoxycarbonyl, Ci-
4alkoxycarbonylamino, C;-4alkylsulphonylamino,

(C-4alkoxy)carbamoyl, where a

(saturated or unsaturated carbocycle containing 3-7
atoms)-R'%- or (saturated, partially saturated or
unsaturated ring containing 5-6 atoms, one or two of
which are selected from nitrogen, oxygen and sulphur)-
R'; where R* and R5 can independently and
optionally substituted at the carbon atom with one or

more Rlz; RO is hydrogen; n equals 1-4; where
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values of R* can be identical or different; m equals
0-4; where values of R5 can be identical or different;
R 12 is selected from azido, halogen, cyano, hydroxy,
amino, carboxy, C;_jalkyl, C,_jalkenyl, C,_jalkynyl,
C,_galkoxy, C;_jalkanoyl, N-(C;_alkyl)amino, N,N-
(C, _4alkyl),amino, C; _4alkylS(O),, where a equals 0-
2, (saturated or unsaturated cabocycle containing 3-7
atoms)-R'%- or (saturated, partially saturated or
unsaturated ring containing 5 or 6 atoms, one or two
of which are selected from nitrogen, oxygen and
sulphur)—RlS—; where R'Z can independently and
optionally be substituted at the carbon atom with one

Crp.: 4

or more R9; RIO, R R4 and RS are independently
selected from a single bond, -C(O)-, -NR?)C(0)-
or -C(O)N(R29)-; R® and R0 are
independently selected from hydrogen or C;_jalkyl;
R1© is selected from halogen, hydroxy,
carboxy, methyl and methoxy. The invention also
relates to a pharmaceutical composition, having
antibacterial ~activity, containing the disclosed
compound as an active ingredient,
disclosed compound to prepare a medicinal agent and a
method of producing the compound of formula ().

EFFECT: high activity of the compounds.

22 cl, 52 tbl, 721 ex

where

cyano,

use of the
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Tekcr onucanus npuBeieH B GaKCUMUIBHOM BUJIE.
IIpeanocbuIKH co3anus U300pEeTEHHS

HacTosmee n3obpeTeHne OTHOCHTCS K COSJUHEHHUAM, KOTOPbIE IPOSBISIOT
aHTHOaKTepuaabHOE NeHCTBHE, cToco0aM UX NONTy4YeHUs, papMalneBTHYSCKHUM
KOMIIO3UIIMAM, KOTOPHE HX COJEpXkKaT B KaueCTBE aKTUBHOI'O KOMIIOHEHTA, UX
NPUMEHEHHUIO B KA4€CTBE JIEKAPCTBEHHEBIX CPEJICTB U K UX IPUMEHEHHUIO NS
IIPUTOTOBJICHHUS JIEKAPCTBEHHBIX CPEACTB I IPUMEHEHHA JUIsl JISUEHHU st
OakTepHalbHBIX HHQEKIUH y TENIOKPOBHBIX JKHBOTHBIX, TAKHX Kak Jroau. B
JacTHOCTH, HacTosAMee H300peTeHHE OTHOCUTCS K COSTMHEHUSIM, IIPUTOTHBIM JUIS
nedeHus OaKTepHaIbHBIX HHOEKINH Y TENIOKPOBHEIX XHBOTHBIX, TAKHX KaK JIFOJIH,
6olee NIpeInoUYTUTENbHO, K IPUMEHEHHUIO 3THX COCJUHEHUN IS IPUTOTOBICHHS
JIEKApCTBEHHBIX CPEJCTB IJIA IPUMEHEHUS JUI JIEUeHHS OaKTepHalbHbIX HH(pEKIUl y
TeIJIOKPOBHBIX )KHBOTHBIX, TAKUX KaK JIIOIH.

MexayHapoiHoe 0011eCTBO MUKPOOHOIOTOB NPOJIOJIKAECT BHICKA3bIBATh
Cepbe3nble ONACEHHs] OTHOCHUTEIBHO TOTO, YTO Pa3BUTHE PE3MCTEHTHOCTH IITAMMOB

MUKPOOPraHu3MoOB K auTHOMOTHKAM MOJKET IIpUBECTU K BOBHHKHOBCHHIO IITAMMOB,

Crtp.: 5
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110 OTHOIIEHHIO K KOTOPHIM JIOCTYIHBIE B HACTOSALIEE BpeMst aHTHOAKTEpHANIbLHEIE
cpezncra OynyT He3)PeKTHBHBIMH. B Iie710M, aToreHHble 6akKTEPHH MOTYT
HOJApa3AeaaAThCs Ha rpaMIIOIOKHUTEIbHbIE U TPAMOTPHIATEIBHBIE TATOreHHEIE
MHKPOOPIraHHu3Mbl. AHTHOHOTHKH, KOTOpEIE SBIAIOTCA 3P ()EKTUBHEIMH KaK 110
OTHOIIEHHIO K I'PaMIIOJIOKUTEIbHBIM, TAK H K TPAMOTPHIIATEILHEIM IaTOrEHHBIM
MHKPOOPraHU3MaM, 0OBIYHO CUMTAIOT AHTUOHOTHKAMH IIHPOKOTO CIIEKTPa JCHCTBHUSA.
CoenlMHEHHs COrIaCHO HACTOAIIEMY H300PETeHHIO ABNAIOTCS Q) QEKTHBHBIMHU KaK 110
OTHOUWEHHIO K TPaMIIOIOXHUTENbHEIM, TaK U K ONpeJelIeHHBIM IPaMOTPUIIATEIbHbIM
NaTOreHHBIM MUKPOOPraHH3MaM.

['paMII010KMTENEHBIE TATOT€HHBIE MHKPOOPIaHHU3MBI, HAIIPUMED,
cTapHIIOKOKKH, JHTEPOKOKKH, CTPENTOKOKKH H MHKOOAKTEPUH, ABIIAIOTCS
YpEe3BBIMAHHO BaXXHBLIMH B CBA3H C Pa3BUTHEM PE3HCTEHTHBIX LITAMMOB, KOTOPBIE KaK
TAXKEJIO MOANAIOTCS JIEYEHHIO, TAK H TSKEJIO NOANAIOTCS JIUKBHAAIUH B JIe4eOHbBIX
YUPEXKIECHUAX NIDY BO3SHHUKHOBEHHH BCIBINIEK Takol nuupexuuu. [Ipumepamu takux
IITAMMOB ABIAIOTCA staphylococcus aureus, pe3uCTEHTHBIH K MeTHITIILTHEY (MRSA),
cTaHIIOKOKK, PE3UCTEHTHBIH K METHI[MJUINHY, HEYYBCTBHTEILHBIN K KOaryiase
(MRCNS), Streptococcus pneumoniae, pe3UCTEHTHBIA K TEHULMIUTHHY, H
Enterococcus faecium, o01afalomuil MHOXXECTBEHHOH PE3UCTEHTHOCTHIO.

[IpeagnoururensHpIM HanboJiee KIMHUYECKH 3QPEKTHBHEIM aHTHOMOTHKOM JJis
NEeYeHHs TaKUX 0OHapyKEHHBIX B MOCTIETHEE BpEMS PE3UCTEHTHBIX
I'PaMIOJIOKUTENBHBIX [IaATOT€HHBIX MHKPOOPraHU3MOB SIBJSETCS BAHKOMHIIHH.
BaHKoMHIHH npecTaBiIseT cOOOH INTUKOMENTH)I H €0 JICHCTBHE COMPOBOXKIAETCS
pa3IH4YHBIMU BU/IAMU TOKCHYHOCTH, BKJIIOUas HeppoTokcuuHOCTh. bonee Toro,
HanboJlee BaXXHBIM TakXe ABIsIeTCS HaOMoaemMas pe3UCTCHTHOCTD K OakTepui
BaHKOMHUIIMHY U K JPYT'HMM IJIMKONENTHAAM. DTa pe3UCTEHTHOCTH MOCTOSIHHO
YCUJIUBACTCS, YTO TIPUBOJIUT K CYIIECTBEHHOMY CHUKEHHIO 3 (HEXTHBHOCTH ITHX
CPeACTB IpH JIeYeHHUH 3a00JIeBaHUH, BEI3BAHHBIX I'PAMITOJIOKHUTEILHBIMH
MaTOreHHBIMH MUKpOOpraiu3mMaMi. Takxe B HacTosliee BpeMs HaOoaeTcs
YCHJIEHHE PE3UCTEHTHOCTH M0 OTHOLICHUIO K TAKUM CpeJICTBaM, KakK [3-aKkTaMbl,
XWHOJIOHBI ¥ MAKpOJIHAbI, KOTOpEIE IPUMEHSIOTCS JUISA JISUeHUs HHQPEKITNI BEPXHUX
JBIXaTeNBHBIX MyTeH, KOTOPhIE TAKXXE BHI3BIBAIOTCS OMPEaeIeHHBIMU
rpaMoTpHUIlaTeIbHBIME lUTaMMaMu, Bkitouas H.influenzae u M.catarrhalis.

CrnenoBatennno, s MPEoROJCHUS OAaCHOCTH IMIMPOKOTO PacIpOCTPaHEHUS

PEIUCTCHTHOCTH MHKPOOPIraHU3MOB KO MHOTHUM JICKAPCTBCHHBIM CPCACTBaM, B

Ctp.: 6
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HAaCcTOSIIEE BpEMS CYIIECTBYET IIOTPEOHOCTh B pa3BUTHH HOBBIX aHTHOMOTHKOB, B
0COOEHHOCTH TaKHX, KOTOPHIE UM UMEIOT HOBBI MeXaHU3M JEHCTBHUS H/UJH
coJiepxkat HoBbIE (hapMaKo(OpHEIE TPYIIIIHL.

['mpasa ne3okcupudOoHyKienHoBo# kucnotel (JHK) siBnsercs npencraBurenem
cemelcTBa TorouzomMepas Tuna I, KoTopeie KOHTPOIHPYIOT TOMOJIOTHYECKOE
cocrosinue JIHK B kierkax (Champoux, J. J.; 2001. Ann. Rev. Biochem. 70:
369-413). TonousoMepa3ssl TN Il HCMONAB3YIOT S3HEPTHIO, BEICBOOOXKNAEMYIO ITPH
ruaposuse aneHosuaTpudochara (ATD), niug usmenenus rononorun JJTHK nyrem
BBEJICHHS BpEMEHHBIX ABYXIleno4yevHbIX pa3psiBoB B JIHK, karanuzupys
HpOTSATHBaHME IIENH Yepe3 pa3pslB H oOpaTHOe BoccoenuHenue nemnei JJHK. ¥V
bakrepuit JJIHK-rupasa spnsercs BaxHeAINM U KOHCEPBAaTHBHBIM (EPMEHTOM, TAKXKe
OHA YHHUKANIbHA CpeJIbl TOIoH30Mepas Giaronaps cBoei cnocoOHOCTH BHOCHTH
orpunarensublie cBepxBUTKY B JIHK. GepMeHT cOCTOUT U3 ABYX CyObeNUHULL,
KoaupyeMeix gyrA u gyrB, xoTopsle 00pa3yloT A;B,—-TeTpaMepHBId KOMILIEKC. A-
cybpenuunna rupassl (GyrA) BopnedeHa B ocymiectBienue pazpeiea JHK u
BoccoenuHenue pazopsanHoH JIHK u oHa comepHUT KOHCEpBATUBHBIH OCTATOK
THPO3UMHA, KOTOPBIH 00pa3yeT BpeMEHHYIO KOBajleHTHYIO ¢Ba3b ¢ JJHK npu ee
HNpOTATMBAaHUHU Yepe3 pas3pbiB. B-cyObeaununa (GyrB) karannsupyer ruaponns ATD
H B3aUMOJICHCTBYET ¢ cyObeqUHUIICH A [UIs [IpeBpalleHUs 3HEPTHH,
BEICBOOOUBIIEHCS IPA THAPOJIH3E, B KOHQOpPMAIHOHHbIC H3MEHEHUS epMEHTA,
NO3BOJISIONIME OCYIIeCTBUTE npoTsarupanue JJHK uepes pa3pbiB U BOCCOCUHEHUE
pasopsanHoit JIHK.

Jlpyrasi KOHCepBaTHBHas U BaXkHast TonouszoMepasa Tuna Il y 6axrepui,
KOTOPYIO HA3BIBAIOT Toron3oMepasa IV, riiaBHeIM 00pa3oM OTBEYAET 3a pa3JeneHne
CBS3aHHBIX, 3aMKHYTBIX KPYI'OBBIX OaKTEpHATIbHBIX XPOMOCOM, 00pa3yeMEIX IPH
perIuKanuu. DToT GepMeHT ABIsieTcsl 04eHb ¢XoAHbIM ¢ JIHK-rupa3oil u nmeer
aHAJIOTHYHYIO TEeTPaMEPHYIO CTPYKTYpY, oOpasyeMyto cyObeqMHULIAMH,
romMonoruyaeiMu Gyr A u Gyr B. O61nas HA€HTHYHOCTD II0CHEN0BATEIBHOCTEN
MeX Iy THpa30oit U Tonou3oMepa3soii [V sBnsercs BbICOKOH y GakTepHit pa3IndHbIX
BuoB. Cle0BaTebHO, COEJUHEHHUSI, KOTOPHIE HAllEJICHHBIE Ha TONIOU30Mepasksl THIIA
[l y GakTepuii, IpeOCTaBISIOT BO3MOXKHOCTh HMHI'MOUPOBATh ABE LIEIH B KJIETKAX, a
uMenHo JIHK-rupasy u Tonouzomepasy 1V; kak 370 uMeeT MECTO ISl CYIIECTBYIOIINX
anTHbaKkTepuatbHBIX CPEJCTB XMHOJIOHOBOTO THTIa (Maxwell, A. 1997, Trends

Microbiol. 5: 102-109).

Crp.: 7
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JIHK-rupaza sBasercs Xopoio 000CHOBAaHHOH I[EThI0 aHTHOAKTePHAIbHBIX
CPEICTB, BKIIIOYasi XHHOIOHBI M KyMapHHbl. XHHOJIOHB! (Hanpumep, TAIPOPIOKCAIHH )
SBISIFOTCS. aHTHOAKTEPHUATIBHBIMU CPEJICTBAMHU IMHPOKOI'O CIIEKTPpa ACHCTBHSI, KOTOPHIE
uHrubHpyrot obpasoBanue paspsisa B JIHK u Boccoenunsiomymo akTHBHOCTh
¢epMenTa v OIOKHPYIOT KOBAICHTHEBIH KOMILIEKC MeXay cyobenunuieit GyrA u JTHK
(Drlica, K., u X. Zhao, 1997, Microbiol. Molec. Biol. Rev. 61: 377-392).
IpencraBuTeNnU 3TOrO Kjiacca aHTUOAKTEPUATLHEIX CPEJICTB TaKXKe HHTHOUPYIOT
tononsoMepasy IV u, BciencTBue 3TOro, nepBUYHAS LEJIb A 9THX COeTHHEHM
pasnuyaeTcst B 3aBUCHMOCTH OT BUJa GakTepuii. HecMoTps Ha TO, 4TO XHHOJIOHEI
ABISIOTCS 3G PEeKTHBHBIMH aHTHOAKTEPHAILHEIMH CPEICTBAMH, TEM He MEHeEe, Y
HEKOTOPBIX MUKPOOPTaHU3MOB, BKJIOYas S. aureus U Streptococcus pneumoniae,
pa3BUBaeTcs Pe3UCTEHTHOCTh K 3THM IIpernapaTaM, TJIaBHBIM 00pa3oM MyTeM MyTallun
ueneBbix ¢depmentoB (JJHK-rupaser u Tonouzomepassl IV) (Hooper, D. C., 2002, The
Lancet Infectious Diseases 2: 530-538). KpoMe TOro, XMHOJIOHBI KaK XMMHAYECKHH
KJIACC BEIIECTB, BHI3BIBAIOT TOKCHUYECKHE TOOOYHBIE JeHCTBUS, BKIIOYas apTPOIATHIO,
4yTO orpaHMyuBaeT Ux npumenerue y nerei (Lipsky, B. A. u Baker, C. A., 1999, Clin.
Infect. Dis. 28: 352-364). Kpome Toro, [1si XHHOJIOHOB ONMKCAHA MOTEHIIHAIbHAS
KapJAHOTOKCHUYHOCTH, YTO HPOTHO3UpYeTCs Ha ocHoBe yanuHenus QT -uHTepsana.

CymecTByeT HECKOJIBKO U3BECTHBIX ECTECTBEHHBIX IPOJYKTOB-UHTHOUTOPOB
JIHK-rupa3ssl, xoTOpble KOHKYpHPYIOT ¢ AT® 3a cBsasbiBanue ¢ cyobeaunuuei GyrB
(Maxwell, A. u Lawson, D.M. 2003, Curr. Topics in Med. Chem. 3: 283-303).
KyMapuHBI IIPEeCTaBILIOT COOOH MPOJYKThI, BCTpeUalolluecs B IIPUPOJE,
BBIJICJIEHHEIE U3 Streptonyces spp., HAIpAMEP, HOBOOHOIMH, XJIOPOOHOIHH H
xymepmuiua Al. HecMoTpst Ha TO, 4TO 9TH coeIMHEHHS ABIAIOTCS 3¢ HeKTUBHBIMU
uaruouropamu JIHK-rupasbl, HX TepaneBTH4ecKas IMONE3HOCTh OrpaHHYHUBACTCS
TOKCHYHOCTBIO Y 3YKapHOT, a TAKXKE INIOXUM IIPOHHKHOBEHHEM B I'PAMOTPHIATEIbHEIE
Gakrepun (Maxwell, A. 1997, Trends Microbiol. 5: 102-109). Ipyrum xinaccom
BCTPEYAIOMUXCS B IPUPOJE COENHEHHH, HalleleHHEIX Ha cyObpenununy GyrB,
SIBIISIOTCS [IUKIOTHATUMHBI, KOTOPBIE BBIIENICHE! U3 Streptomyces filipensis
(Watanabe, J. u np., 1994, J. Antibiot. 47: 32-36). HecMOTpsl Ha CUIBHYIO aKTHBHOCTD
o otHomenuio K JIHK-rupasze, HUKIOTHAIIMINH SBISETCS ILIOXHM
anTHOGaKTEPUANBLHBIM CPEACTBOM, IPOSBISIONAM aKTUBHOCTD TOJIBKO 0 OTHOLIEHHIO
K HekoTopbiM BuaM aybaktepuii (Nakada, N, 1993, Antimicrob. Agents Chemother.

37: 2656-2661).
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W3 ypoBHS TEXHUKH U3BECTHbl CHHTETHUYECKHE HHTHOMTOPEI, HAIleJeHHbBIE Ha
B-cyonenununny JHK-rupass! u rononszomepazy IV. Hanpumep, B Mexaynapogaoii
narenTHOH 3asBke WO 99/35155 onucanbl KyMapHH-COAep)Kallue COeJHHEHHU, B
nateHTHOH 3asgBke WO 02/060879 onucans! 5,6-OMLHKINYECKHE
reTepoapoMaTHYecKue coeIuHeHusd, a B naTeHTHOU 3asBke WO 01/52845 (natenr US
6,608,087) onucaHrpl coeAMHEHHUS MTHPa30JIa.

Hamu OBl OTKPBIT HOBBIH Kj1acC COCTHHEHHH, KOTOPbIE TPUTONHBI IS

unrubuposanus JJHK-rupassr u tonounzomepaser I'V.

CymHoCTE H300peTeHus
Takum obpasomM, HacTosee H3obpereHne obecnedynBaeT COeTHHEHHE
dbopmynsl (I):

X
_
H 0 N (R>),,

\ Y T wey,

@)

Ctp.: 9
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B KOTOPO:

R! BBIOHPAIOT H3 BOJAOPO/ia, HUTPO, 'MAPOKCH, rajorena, nuano, C.4alkumia,
Ci.4ankokcu, Cy.qankenuna, Cyqankuuuna, C,.4ankanonina, Cy 4anxkunS(0),, rae a
npencrasiager coboit 0 - 2, u C3 ¢IUKI0aIKUIa; Tae R! HeoBs3aTEILHO MOXKET GBITH
3aMeElleH ¥ aToMa yrjiepoia OJHHM HJIH HECKOILKMMH rajJoreHaMy Uiy
[UKJIOIPONUIaMu;

R? BLIOHPAIOT U3 BOJOPOJA, HUTPO, THAPOKCH, rajioreta, nuano, Cj.4ankuia,
Ci-sankokcn, Cy4ankenuna, Cyqankununa, C|qankanonina, Cy_4ankunS(0),, rae a
npexacrapiser coboit 0 - 2, u Cy_gluKII0aNKUIa; e R? Heo6sa3aTeIbHO MOKET GBITH
3aMEIIeH Y aToMa yrjiepoJa OJHHUM HJIH HECKOMbKUMH rajloreHaMy HiIH
C3.6LIHKIIOAIKUIIAMH

& BEIOMpAIOT U3 BOJOpPOJA, HUTPO, THAPOKCH, rajiorera, nuano, -C=N-OR’ rze
R’ npencrarnser coboit H unu C;4ankun, C)ankuna, Ci.sankokcu, Cy 4aiiKeHHNa,
Cy.sankununa, Cy.gankanonna, Cy4ankuiS(O),, rae a npencrasiseT coboit 0 - 2, u
C;.¢LuKIoankuia; rae R® HeoGa3aTenbHo MoXkeT GBITh 3aMelIeH y atoMa yriepoja
OJIHMM HJIH HECKOJbKHMH raioreHaMu i C; glIMKJI0AIKUIIaMH;

W npencrasnset coboii -O-, -N(RG)- UIH —C(R7)(R8)-;

X mpenctasnger co60i npocTyto ¢Ba3k, -CHs-, -C(O)- unu S(O)q- (tae q
npencrapnset coboi 1 unu 2);

Konbeno A npeacrasnser co00i KapOOLHUKIIMII MM FeTCPOLMKIHII; TAE, €CITH
YKa3aHHbBIA reTepouuKiIni coaepxut -NH- gacTe, To aToM a3oTa Heo0sA3aTeIbHO
MOXeT OBITh 3aMEIIEH I'PYIIOH, BEIOpaHHOH M3 R’

R* 1 R® SBIAI0TCS 3aMECTHTENSMH Ha aTOME yriepojia U He3aBUCUMO BHIOpAHBI
U3 rajoresa, HUTpO, IIHAHO, THAPOKCH, TPHGTOPMETOKCH, aMHHO, KapOOKCH,
Kapbamoua, MepkanTo, cyjibdamMouniia, cyssdo, Gopmuna, ypeuuo,
rujipokcuuMuHOMeTHIa, C|_4aTKOKCHHMHHOMeTHIIa, N-THApoKcHGOpMaMH/IO,
C).4ruapa3uHo, rusipasuHokapboHmIa, N-rUIpOKCU3TaHUMHUJI0NIa,
aMuHO(TUApOKCHUMUHO ))MeTHa, Ci.4ankuna, Cygankenuna, Cr 4alKUHHANA,
Cj.4anxoxcu, C.4ankanonna, C|4ankaHousiokc, N-(C|.4aIKuin)aMUuHO,
N,N-(Cj.4ankun),amuto, C, sankanounamuHo, N-(C, 4ankmi)kapbamonna,

N, N-(C|.sankun);kapbamouiia, N-(C;.qanxoxcu)kapbamonna, N'-(C|.4anKuI)ypeU a0,
N' N'-(Cganxun),ypeuno, N-(Csanxun)-N-(C|_4ankokcu)kapbamMouna,
Ci.4anxunS(0),, rae a npencrasiusier coboit 0 - 2, CsankokcuKapOoHuUia,

Cj.sanxokcuxkapbornnamuno, N-(C;.4ankun)cynsdamonna,

Crtp.: 10
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N,N-(C.sanxun),cynbpamonna, C| 4adKHICYIb(POHUIAMHHO,
Ci.sankuncynpponunamMunokapooruna, N'-(Ci.sankun)ruapasunokapbonuna,
N',N'-(C}.4anKun),rugpasuHoKap6onm, kapGounknui-R - nnu retepouukana-R' '—;
rae R* u R’ mesaBucumo apyr ot JApyra Heo0S13aTelbHO MOTYT OBITh 3aMEIIEeHbI Y
aToMa yriepoja oJJHMM HIH HeckonpkuMi R'%; ¥ rie, eciu ykasaHHEIH reTepOIHKITHI
coaepxHuT -NH- yacth, T0 aTOM a30Ta Heo0A3aTENbHO MOXET OBITH 3aMEIICH TPYINOIA,
BeIGpanmoii u3 R';

R® R’ u R® HesaBucumo BbIOMpAIOT U3 Bojopoja win C.4ankuna,

n mpencTaBnseT coboii 1-4; rae sHagenns R* MOryT GbITh OHHAKOBBIMH HIH
pa3sHbIMH;

m npeacraBnser coboit 0-4; rae snavenns R’ MOTYT OBITh OJUHAKOBBIMHU HITH
pa3sHBIMH;

R'? BEIGHpaloT H3 a3u110, rajoreHa, HUTPO, I{HAHO, THAPOKCH,
TpHGTOPMETOKCH, aMHHO, KapOokcH, kapbaMoria, MepKarTo, cyibhaMoua,
Ci.4anxuna, Cyankennna, Cyqankununa, C;_sankokcu, Cy.4ajKaHoOUNIa,
Ci.4ankanounnokcu, N-(Cj_4ankun)amuso, N,N-(C|_4anKkui),aMHHO,
Cj.sanxanonnamuHo, N-(Cj.sankun)kapbamonna, N,N-(C.4ankumn),kapbamonia,
Cj.4anxknnS(0),, rae a npeacrasnser codoit 0 - 2, C|4anKokcukapOboHNIIA,
N-(C).qankun)cynspamounna, N,N-(C;_4ankun),cynsdaMona,
Ci.sanxuncynsdorunaMuno, C) 4aJKOKCHKapOOHUIAMHHO, Kap60uHKan—Rl4—— 581011
FeTepOLU/IKHHH-RIS—-—; rae R'? vesaBncumo JIpyT OT Jipyra HeoOs3aTeNbHO MOTYT OBITh
3aMelleHBl y ATOMa Yriepoaa OJHUM HiH Heckolaskumi R'S; u rae, ecan yxkazanmsiit
reTePOIMKIHII coepkuT -NH- 9acTs, TO aTOM a30Ta HeoOSI3aTEIBFHO MOXET OBIThH
3aMelleH IPyIol, Bebpannoii u3 R'7;

Rg, R u R neszasucumo BBIOMparoT u3 Cjankuia, C).4alKaHona,
C.4anxuncynbdonuna, Cj.4ankokcukapbonuna, kapbamonna,
N-(C,.sanxun)kapbamounna, N,N-(C,.sankuin)kapbamonna, 6eH3uina,
OeH3uIoKCcHKapOoHUIa, 6eH30UNa U (eHUNICYNb(OHUTA;

R' R'", R" u R"® nesaBucumo BBEIOMPAIOT U3 MPOCTOH CBA3H, -O-, “N(R'®)-,
-C(0)-, -N(R"?)C(0)-, -C(O)N(R*®)-, -S(0),-, -SO,N(R*)- i -N(R**)SO;-; re R*®,
R", R*, R*! u R** HezaBucuMo BHIOHparOT 3 Bogopoaa win C|.4alIKuia u p
npencraBaset coboit 0-2;

R'S BBIOMpPAIOT M3 rajoreHa, HUTPo, IMaHO, THAPOKCH, TPUPTOPMETOKCH,

TpudTopMeTHIa, aMHUHO, KapOokcH, kKapbaMouna, MepKanTo, cyindamMouia, MeTHIIA,

Crp.: 11
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3TUJIa, TEHHJIa, STHHHIIA, METOKCH, 3TOKCH, alleTHJIa, alleTOKCH, METHJIAMHUHO,
STHJIAMHHO, TUMETHIAMUHO, TU3THIAMUHO, N-MeTHI-N-3THNaMHUHO, alleTHIIAMUHO,
N-metunkapbamonia, N-stunkapbamonna, N, N-1uMeTunkapbaMouia,

N, N-nustunkapbamouna, N-MeTHJI-N-3TunkapOaMonia, METHITHO, 3THIITHO,
MeTHIICYnbQUHANA, STUICYIbOUHNTIA, Me3WUIIa, STHIICYIL(GOHUIIA, METOKCUKAapOOHHIa,
3TOKCcHKapOoHuna, N-MeTuiacynbdpamoua, N-3THICYIbpamMona,
N,N-numetuicynbdamonna, N, N-Iu3THICYIbhaMounna Hiu
N-metun-N-3tuncynshamonna;

HJIH €T 0 (bapMa[ICBTI/I‘ICCKI/I NpHEMIIEMYIO COJIb.

Hacrosimee nu3obperenne takxe obecrneunBaet coenHenue popmyinsl (IA):

0 N/X
1 II;II (Rs)m
N
\ / | (R%),
R6

R

R?2 R?
(IA)
B KOTOPOU:

R! BBHIOMPAIOT U3 BOJOPOJia, HUTPO, THAPOKCH, TaJIoreHa, uano, Cj4alkuia,
Cj.4ankokcH, Cyqankenuna, Cyqankununa, Ci.qankanouna, Ci4ankunS(0),, rae a
npeacrapiseT coboit 0 - 2, u C3_gLUKIOANKHIA; TAE R! Heo6a3aTeIEHO MOXKET OBITE
3aMCIICH y aTOMa Yriaepoxa OJHHM HIIH HeCKOJILKHMH rajJoreHaMH HUIH
[IUKJIONPONNJIAMHY;

R? BHIOHPAIOT B3 BOAOPOAA, HUTPO, THAPOKCH, rajorena, nuano, Cj.4ankuna,
C.sankokcu, Cogankenuna, Cy qankununa, Cy qankanouna, Cy4anxunS(0),, rae a
npenctasisieT coboi 0 - 2, u C3glIHKIIOANKHUIIA; T]Ie R? Heo6a3aTeIbHO MOXKET OBITh
3aMEIIeH Y aTOMa yTiepojia OOHUM HIIH HECKOJIBKMMH rajloreHaMH UK
C3_6IIUKIIOANIKHIIAMH;

R? BBLIOHPAIOT W3 BOJOPOJA, HUTPO, THAPOKCH, TaloreHa, nuano, -C=N-OR’ raze R’
npeacrasiset coboit H wim Cj_sankun, Cisankuna, Cisankoxkcu, Cy.4anKeHuna,

C,.sanxunmia, Ci.qankanouna, Ci_4ankunS(0),, rae a npeactasiseT coboit 0 -2, u
Ci.sLEKToaNKma; rae R® Heo6s3aTeIbHO MOXeET ObITh 3aMEIIeH y aToMa yriepoaa

OJHHUM HJIH HECKOJIBKHMHU IaJIOTCHaMH HJIH C3.6HHKH03.JIKI/IJ13MI/I; X OpEaACTaBIISACT

Crp.: 12
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co0o# mpoctyro ¢B3b, -CHy-, -C(O)- niu S(0)4- (rne q npeacrapuser coboi 1 unu
2);

Konsno A npeicrapigeTr co60i kapOOUMKINIA HITH TETEPOITHKIIIL, T €, €CIH
yKa3aHHBIA reTEPOLUKINI couepkUT -NH- yacTp, To aToM a30Ta HeoOSI3aTEIbHO
MOXeT OBITh 3aMEIIEH I'PYIIOi, BRIOpaHHOU H3 R’;

R* i R’ SIBISIOTCS 3aMECTHTEIISIMU Ha aToMe yriepoia M HE3aBUCUMO BHIOPAHBI
M3 rajiore’a, HUTpo, UUAHO, THAPOKCH, TpPH(PTOPMETOKCH, aMHUHO, KapOOKCH,
KapbaMouia, MepKanTo, cyibpaMonna, cynbdo, GopMuia, ypeuao,
THAPOKCHUMHHOMETHIIA, N-THAPOKCHGOPMAMHU 0, THpa3uHOKapOoHMIIa,
N-rHIpOKCHITAHUMHIONIIA, aMHHO(THIPOKCHUMIHO )MeTHNa, C|.4aliKua,
C,.qankenunna, C,qankunnna, Ci4ankokcu, C.4anxanounina, C 4allKaHOHIOKCH,
N-(C|.;anxun)amuso, N,N-(C_4ankun)aMuuo, C;.4alKaHOHJIAMHHO,
N-(Cj.qankmi)kapbamonna, N, N-(C,.sankuin),kapbamMonia,
N-(C)_4ankokcu)kapbamomnia, N'-(C_sankun)ypeuno, N',N'-(C,_4ankun),ypeuo,
N-(C).ganxun)-N-(Cjsankokcu)kapbamonna, Cj.4ankunS(0),, rjie a npeacTapinscT
coboii 0 - 2, Cj.4ankokcukapbonuna, C;.4ankokCHKapOOHUIAMHUHO,
N-(Cj.;anxun)cynsdpamonna, N, N-(C)_4ankun),cynbdamMonna,
C.4anxuncynbponunamuto, C_sankuicynsQoHuIaMuHOKapOOHHUIIA,
N'-(Cy.sanxun)runpasnnokapbonunna, N, N'-(C;_sankun),ruipazuHokapboHuna,
Kap6OL[HKHI/IJI-R10- nmn rereporuiimi-R''-; rre R* u R® HesaBucumo apyr ot apyra
He00s13aTeNbHO MOTYT OBITh 3aMEIeHBl Y aToMa yIrjiepoAa OJJHUM HJIH HECKOJBKHMH
R'%; u rue, ecin yKasauusli retepouukiIm cogepxut -NH- gacTs, To atoMm azora
HeoOs3aTeNbHO MOXKET OBITh 3aMeIlleH I'pyINoi, BLIOpaHHOH K3 R,

R®, R” u R® HezaBucimo BBIGHpatoT 13 Bogopoaa uin C.4alKuia;

n mpeacrasisieT co6oif 1-4; rie 3navennst R* MoryT GBITh 0 AMHAKOBBIME HITH
pa3sHBIMH;

m npexacrauser coboit 0-4; rae 3HaYCHHUS R® MOTYT OBITH OJHUHAKOBBIMHU HJIN
pa3HBIMH;

R"? BLIOUPAIOT U3 a3U]10, FAJOTeHA, HUTPO, LIHAHO, THIPOKCH,
TpUPTOPMETOKCH, aMUHO, KapOokcH, kapOaMonia, MepKanro, cyjibhaMmounna,
Ci.sanxnna, Co.gankenuna, C, sankununa, Ci4ankokcH, Ci.4aIKaHOUNA,
C.4ankanounnokcu, N-(Cj_sankun)amuno, N,N-(C;_4anKkun),aMHaHO,
Ci.4anxanomnamuto, N-(Cj 4anxun)kapbamonna, N,N-(Csankun),kapbamouna,

Ci4anxunS(0),, rxe a npexacrasuser coboit 0 - 2, C; sankokcukapOoHua,

Crtp.: 13
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N-(C.4ankun)cynbdamounna, N,N-(C;.4ankumn) cynbdamonna,
C\.4ankwicyiaporunamuto, C4alKOKCHKapOOHUITAMUHO, Kap6OHHKHI/IJI—R14- HITH
reTepouHKJmn-Rls-; riae R'? HesaBucnmo JIpYT OT Apyra HeoOA3aTeJIbHO MOTYT OBITH
3aMelleHbl y aToMa yrIepola OAHHM WM HeckonbkuMu R'®; 1 re, ecin ykasaHHBI
reTepoIUKINI coaepkuT -NH- gyacTe, To atoM azoTa HeE00A3aTEIBHO MOXKET OBIThH
3aMellleH I'pymninoi, BEIOpaHHON U3 R,

R9, R'* u R'7 mesasucumo BpIOMpaloT u3 C.4ankuna, C|4aJKaHoOHUIA,
Cj.4ankuncynsdonuna, C;4ankokcukapbonuna, kapbamonna,
N-(C.qanxun)kapbamounna, N, N-(C.qankun)kapbamonna, 6ensuia,
6eH3unoKcukapboHuna, 6eHzomwna u GeHuIcynshoHmIa,

Rlo, R“, R'" u R' nesaBucumo BRIOHPAIOT U3 NMPOCTOH cBA3H, -O-, -N(Rls)-,
-C(0)-, -N(R')C(0)-, -C(O)N(R?")-, -S(0),-, -SO,N(R*Y)- nn -N(R**)SO,-; rae R'¥,
Rl9, RZO, R?! 4 R?? nesaBucumo BEIOUpAIOT U3 Bojopoaa uiu Cj.4ankumia u p
npeacTtasiseT cobol 0-2;

R'® Br1GuparoT U3 ragorena, HUTPO, IIHAHO, THAPOKCH, TPH(PTOPMETOKCH,
TpudTopMeTHIIa, aMHHO, KapOokcH, kapbamousia, MepKanTo, cyabgpaMonia, MeTuna,
DTHJIA, STEHHWIA, STHHUIIA, METOKCH, 3TOKCH, alleTHIa, alleTOKCH, METHJIaMHHO,
STHJIAMHHO, JUMETHIAMMHO, JUITHIAMHHO, N-MeTUJI-N-3THJIaMHHO, alleTHJIaMHHO,
N-merunkapbamounna, N-3tankapbamouna, N, N-nuMmeTunkapbaMouna,
N,N-nuatunkapdamonia, N-MeTun-N-3TunkapbaMouna, METHITHO, 3TUIITHO,
METHJICYNbGUHHUIA, STHICYIbGUHUTA, Me3UIIa, STUIICYIb(OHUTIA, METOKCHKapOoHMIa,
sToKCcHKapboHuaa, N-MeTuicynbbamonia, N-3ruiacynbdamonia,
N,N-numetuncynsdamonna, N, N-1u3Tuincynbpamouniia uiu
N-metnn-N-3tuncynbdamona,

HIIN €T0 (I)apMaHCBTH‘{CCKI/I IIpUEMIIEMYIO COJIb.

Hacrosuiee u3zobperenne Takxe obecrneunBaer coeauHenue ¢popmynsl (1B):
0O N (R,

WA ®9),

(IB)

B KOTOPOM:
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R! BLIOHPAIOT U3 BOJOPOJA, HUTPO, MMJIPOKCH, Tanorena, uuano, C4ankumia,
Ci.sankoxcu, Co.gankenuna, Cyqankununa, Ciqankanouna, CyqankunS(0),, rae a
npeactaBisieT coboit 0 - 2, u C3_gliuKI0aNKUIa; rae R! HeoBs3aTe1bHO MOXKET GHITH
3aMeIIeH Y aToMa yriepoja OJHUM HJIH HECKOJILKHMHM raloreHaM¥ UJTH
HUKJIONIPONHUIIAMH;

R? BBIOHPAIOT U3 BOAOPOJA, HUTPO, THAPOKCH, rajoreHa, muano, C,_sanKuna,
Ci.4anxokcu, Cyqankennna, Cy.4ankununa, Cy4ankanonna, Ci_4ankunS(0),, T1e a
npezcTaBigeT coboit 0 - 2, u C3_gluknoasnkuna; rue R? Heo6A3aTENHHO MOXKET GBITH
3aMelleH y aToMa yriepoaa OTHUM HJIM HECKOJILKHMH TaloTeHaMH HITH
C3.6IIHKJIOAIKHIAMH

R? BBIOMPAFOT U3 BOAOPOAA, HUTPO, THAPOKCH, rajoresa, quano, -C=N-OR’ rae
R’ mpeacrasnsaer coboit H unu Cj.4ankun, Cj.4ankuna, Ci4ankokcu, Cy.salKeHHU A,
Ci.4ankununa, Cj.sankanonna, Cy4ankmnS(0),, rae a npeacrasnset coboit 0 - 2, u
Cs.suuKiioankuna; rae R HeoGs3arensHo MoXeT 6BITh 3aMeIleH Yy aToMa yriepoaa
OJIHMM HJIM HECKOJIBKUMHU rajoresaMu Hiau Ci.¢lIHKJI0aNKHIIaMU,

Konbno A npencrapisier co60# KapOOUUKIHII HIIH TETEPOIIUKIIII; T /€, €ClIU
yKa3aHHBIA reTepouukiui cogepxut -NH- gacTe, To aToM a30Ta HeoOs13aTeNLHO
MOXeT OBITh 3aMellleH IPyIIoif, BEIGpannoif u3 R’;

R* 1 R’ aBASIOTCS 3aMECTHTENSIMHA HA aTOMe yrieposia U He3aBUCHMO BRIOpaHBI
U3 rajoresa, HUTpo, I{HaHo, THAPOKCH, TPUPTOPMETOKCH, aMHHO, KapOOKCH,
kapbaMouna, MepKanro, cyjibpamonna, cyabdo, popmuia, ypeuuo,
IHJIPOKCHUMHHOMETHIA, N-ruIpokcupopMaMuIo, rUApasHHOKapOoOHHUIIa,
N-TUIpOKCUITAaHUMHUJOUIA, aMUHO(THAPOKCHUMUHO)MeTHIIa, C.4alKuna,
Cy.qankenuna, Cosankunmia, Ci_sankokcH, Cyqankanonia, C|4alKaHOMIOKCH,
N-(C.4ankun)amuno, N,N-(C, . 4ankun),amuto, C 4alKaHOUJIAMHHO,
N-(C).qankun)kapbamouna, N,N-(C,.4ankumn),kapbamouiia,
N-(Cj.4anxoxcu)kapbamonina, N'-(Cy.4ankun)ypeuno, N',N'-(C,.4ankumn),ypeuio,
N-(Ci.4ankun)-N-(C;.4ankoxcu)kapbamonna, Cy.4ankunS(O),, rae a npeacTapiseT
coboii 0 - 2, Cjsankokcukapbonuna, C;.4a1KoKCHKapOOHHIAMIHO,
N-(C,.4anxun)cynsdamouna, N,N-(C;_sankun),cynsdamouna,
Ci.sanxuncynsdonmnamuno, Ci.qankuncynbdorunaMuaoxapbonmna,
N'-(Ci.qankunm)ruapasuHokapbonnna, N, N'-(C|.4ankumi),raapasuHoKapOoHHIIa,
Kap6oum<m/m-R10- UIU reTepouHKJIHH-R“-; rae R* u R’ nesasucumo JIpYT OT Jipyra

HeobA3aTeNLHO MOTYT OBITH 3aMEIICHbl ¥ aTOMa yrjicpoaa O A{HHM HJIH HCCKOJITbKHMH
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R u r7e, CCIH YKa3aHHBIA IreTEPOLMKINII coAepXuT -NH- yacTh, To aToM azoTta
HeoBs3aTeIbHO MOXKET OBITH 3aMeleH TpyNmoii, BeiGpantoii u3 R'?;

R6, R’ u R® nesanucumo BBIOUpAIOT U3 Bojopoaa ik C|_4ankuia;

n npeacrapiser coboif 1-4; rae 3navenus R* MOTYT OBITh OJTHHAKOBBIMHU HJIH
pa3HbBIMHU;

m npejacTaBiseT coboii 0-4; riae 3Havenus R’ MOTYT OBITH OJIHHAKOBBIMH HIIH
pa3HbIMU,;

R'"? BHIOMPAIOT U3 a3UJ10, TalOTeHa, HUTPO, IHaHO, THAPOKCH,
TPHPTOPMETOKCH, aMHHO, KapOoKcH, KapbaMouia, MEpPKAINTo, CyIb(paMouna,
Ci.sanxuna, Cy.4ankenunna, Cyqankununa, Cy4ankokcH, C_4alIKaHOMIA,
Ci.sankanoumnokcu, N-(Cj4ankun)amuno, N,N-(C|.4alKui1)aMHHO,
Ci.4anxanounamuHo, N-(Ci4ankun)kapbamonna, N,N-(C;.,ankun),kapbamMona,
Ci4anxunS(0O),, rae a npegcrasaser coboii 0 - 2, C) jankokcukapbonuia,
N-(Csanxun)cynsdamonia, N,N-(C,_sankun)cyinbdamonna,
C).4ankuncyabponunamuno, Cj.4alkoKCUKapOOHHIaMHHO, KapGoruknui-R' - win
rereponukania-R'°-; rae R'? nesasucumo JApYr OT Apyra HeoOs3aTeNbHO MOTYT OBITh
3aMelleHE! y aTOMa yriepoja oJHHM WK Heckonbkumu R'®; u re, ecin yKa3aHHBIH
reTEpPONUKINI cOAepkHUT -NH- yacTh, TO aTOM a3oTa Heo0A3aTeIbHO MOXET OBITE
3aMeleH rpynnoi, Beibpannoit n3 R'7;

R%, R"® u R nesasucumo BEIOHpaioT u3 C) 4ankuna, C;.4aqKaHouUNa,
Ci.sankuncynnsdonuna, Cj4ankokcukapbonuna, kapbamonia,
N-(Cy.sankun)kapbamonna, N,N-(C,_sankun)kapbamonsa, 6GeH3uia,
6ensusiokcukapbonuia, 6en3ounna u GeHuICynbGoHumIa;

RIO, R! b R'" u R mesasucumo BBIOUpAIOT U3 NpocTol cBsi3y, -O-, -N(ng)-,
-C(0)-, -N(R'*)C(0)-, -C(O)N(R?)-, -S(O),-, -SO,N(R*")- urmm -N(R**)SO,-; re R'¥,
R19, RZO, R*' u R?? He3aBHCHMO BEIOMpAIOT U3 Bogopoaa unn Cj.4ankuna u p
npeacrasiser codoit 0-2;

R!6 BBIOMPAIOT U3 rajloreHa, HUTPO, IUAaHO, THAPOKCH, TPH(PTOPMETOKCH,
tpudTOpMeTHIIAa, aMHHO, KapOoKcH, KapbaMoua, MepKarnTo, cyibhaMouniIa, METHIIA,
3THNA, 3TE€HHJIA, STUHHIIA, METOKCH, 2TOKCH, alleTHJIA, alleTOKCH, METHIaMHHO,
STHJIAMHHO, JUMETUIAMUHO, JUITHIAMHHO, N-METHII-N-3THIIAMHHO, alleTHIaMHHO,
N-merunkapbamonna, N-atunkapbamounna, N, N-numeruikapbaMonia,
N,N-nustuikapbamouna, N-MeTuia-N-3THIKapOaMOuja, METHJITHO, STHIITHO,

METHIICYIb(QHHWIIA, dTHICYIbGUHHUIIA, ME3HIIA, STUIICYIb(OHMIIA, METOKCHKApOOHHUIIA,
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sToKcukapbonuna, N-metuncynshamonna, N-atincyibhamoniia,
N,N-mumetuiicynpdamonna, N, N-quatuicyinshaMmonna uim
N-metun-N-stuncynbpamMonia,

HJIH ero GapMaleBTHYeCKH TPHEMIIEMYIO COJIb.

Hacrosmee nzoOperenue Takxe obecneunBaer coenunenre hpopmyisl (IC):

0 N (RS)_

R, R4

(IC)
B KOTOPOW:

R! BLIOMPAIOT H3 BOJOPOJA, HHTPO, IHAPOKCH, rajorcHa, nuano, C|.4ankmia,
Ci.sankoken, Cyqankennna, Cyjankuruna, Csankanonna, Cy.4anxunS(0),, rae a
npenctaBaseT coboit 0 - 2, 1 C3 ¢IUKIIOANIKNIIA; e R! Heobs3aTEIBHO MOXKET OBITH
3aMELIEeH ¥ aTOMAa yrjepoJa OJHUM HJIH HeCKOJILKMMH FajJoreHaMH Hild
LUUKIONPOTIUJIAMH;

R? BEIOMpAIOT U3 BOJOpOJA, HUTPO, THAPOKCH, rajioreHa, nuano, Ci_jankuia,
Ci.sankoken, Cogankennna, Cy.qankueuia, Ci.g4ankanouna, Ci.4ankunS(0),, rae a
npenacrasiser coboii 0 - 2, u C;s_gIIUKII0ANKHIA; THe R? Heo6sA3aTeNBHO MOXET OBITH
3aMellleH Y aToOMa yTIjiepoja OJHHM KM HECKOJbKUMH TaJIOT€eHaMH HJIH
C;.¢IIUKIIOaIKHIIaMH;

R? BBHIOUPAIOT U3 BOJOPOJA, HUTPO, I'MJPOKCH, ranorena, nuaso, -C=N-OR’ rae
R’ npexacrapnsier coboit H nnu Cj4ankun, Ciiankuna, Cisankokcu, Cy4alKkenua,
Cy.gankunmna, Ci.gankanounna, C4ankunS(0O),, rae a npeacrasnset coboit 0 - 2, u
C3.¢IUKIIOANKHIIA; TJIe R> Heo6s3aTeIBHO MOXKET GBITH 3aMEIIEH y atoMa yriiepoja
OJHHUM HJIH HECKOJBKHMMHU rajoreHaMu uian C3_¢IHKI0aJKHIaAMH;

Konbuo A npencrasinseT co0ol KapOOUHKIMII HIIA T€TEPOIIUKINI; T/I€, €CIIH
YKa3aHHBIA reTeporukiIni conepxur -NH- yacts, To aToM azora HeoOs13aTENbHO
MOXeET OBITH 3aMelleH rpynmnoi, BEIOpaHHOH U3 R’;

R* u R® gBnsiorcs 3aMeCTUTEIAME Ha aToMe yIIepoaa U He3aBUCHMO BEIOpaHbI
U3 rajioreHa, HUTpoO, IIHaHO, THAPOKCH, TPUDTOPMETOKCH, aMHHO, KapOOKCH,

KapOamouia, MepKamTo, cyabdamonna, cynbdho, GopMua, ypeuo,
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TUIPOKCHUMHUHOMETHIIA, N-TUIPOKCHPOPMaMHIO0, THAPA3HHOKAPOOHHUTIA,
N-ruJipoKcHdTaHUMHJOMIIA, aMHHO(THAPOKCUAMHUHO)MeTHIa, C|_4alKkuia,
Cogankennna, Cy4ankununa, Cy4ankoxcu, Cy_qankanonna, C|4aJIKaHOUIOKCH,
N-(Csankun)amuno, N,N-(C;.sankun),amuno, C4aIKaHOHIAMHUHO,
N-(C\.4ankun)kapbamonina, N,N-(C_sankun),kapbamMmona,
N-(Cy4ankoxkcu)kapbamounna, N'-(C.sankun)ypeuno, N, N'-(C,_sanxun),ypeunso,
N-(Cyqanxun)-N-(C4ankokcn)kapbamounna, C.4ankunS(0),, rie a npejacTapnser
coboii 0 - 2, C|4ankokcukapbonmia, C;.4alK0KCHKApOOHUIAMUHO,
N-(Ci.sanxunm)cynsdamonna, N,N-(C.4aaxun)cynbdamonia,
Ci.sankuncynbdonunaMuno, Ci_4aakuicyiboHuaMiHoKap6oHHIIIa,
N'-(Ci4anxunm)ruapasutokapbonuna, N',N'-(C_sankui),rugpasadokapO6oHuna,
Kap6ouI/IKJmn—Rlo- unu rereponukinn-R''-; rie R* u R® mezasucumo JApYT OT Apyra
HeoOs3aTeIbHO MOTYT OBITh 3aMEIIEHBI Y aTOMa yIiepo/a OJHAM HJIH HECKONbKMMH
R'%; u rae, ecin ykasaHHbIA reTeponUKIIN conepxut -NH- gacTe, To aToM asora
Heo0sA3aTeNIbHO MOXXET OBITh 3aMellleH IpyNnoi, BHIOpaHHOMH H3 R”;

R6, R’ u R® nesasucumo BBIOHpAIOT U3 Bogoposa uian C_jalkuia,

m mpecTaBser coboit 0-4; re 3Havenus R° MOryT GBITh OAHHAKOBBIMH HIH
pa3HBIMH;

R BBIOMPAIOT U3 a3UJ10, FaloreHa, HUTPO, IHAHO, TUJAPOKCH,
TpU(TOPMETOKCH, aMHHO, KapOOoKcH, kapbaMonia, MEpKamTo, CyjikpamMouna,
C.sanxuna, Cy.4ankenunna, C,jankununa, C, jankokcu, C.4ajlkagonna,
Ci.4ankanounokcu, N-(Cj_qankmn)amuno, N,N-(C|_4ankun),aMUHO,
Cj.sanxanounamuuao, N-(C|_sankun)kapbamonna, N,N-(C_sanxuin),kapbamona,
Cj.4anxkunS(O),, rae a npeicrasisieT coboit 0 - 2, C4ankokcukapOOHHIIA,
N-(C,.4anxun)cynbdamonna, N,N-(C,.sankun),cynbdamonia,
Cj.qanxkuncynbponunaMuHo, C;4aTKOKCHKapOOHHIAMUHO, xap6oum<nnn-Rl4- HIIH
I‘eTepOIII/IKJIHH-RIS-; rae R'? nesasucumo JIpYT OT Apyra Heo0s3aTeIbHO MOTYT OBITh
3aMelIeHbl Y aTOMa YIJIepoJa OJHUM HJIH HECKOJbKHUMHU R'S; urne, ecnu yKa3aHHBIH
reTePOLMKIII coaep uT -NH- yacTs, To aToM a30Ta He00A3aTEILHO MOXKET OBITh
3aMelnen rpyioif, Ber6pannoi u3 R'7;

R%, R" 1 R'7 nesasucumo BriGupator u3 Csankuna, Cy.4alKkanoma,
Ci.sankuncynsponuna, Cy4ankokcukapOoHuia, kapbamMonna,
N-(C_sanxun)kapbamonna, N,N-(C,_sankun)kapbamounna, 6eHsua,

OeH3MIOKCHKapOoHuIa, 6eH3ouna u GpeHmicynbQpoHua;
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RIO, R”, R u R nesasncumo BBIOMpAIOT U3 MPOCTOH ¢Bs3H, -O-, -N(ng)-,
-C(0)-, -N(R')C(0)-, -C(O)N(R?)-, -S(0),-, -SON(R?")- rnm -N(R??)S0,-; rzie RS,
R", R¥, R*! u R® nesaBucumo BRIOMPAIOT U3 Bogopona uinu Cj_4ajikuia u p
npeacrasnseT coboit 0-2;

R'S BBHIOMPAIOT U3 rajoreHa, HUTPO, LIHAHO, THAPOKCH, TPH(GTOPMETOKCH,
TpH(TOPMETUIIa, AaMHHO, KapboKcH, kapbaMousia, MEPKATITO, Cylb(aMOHIa, METHIIa,
9THJIA, 3TEHHIIA, STHHHIIA, METOKCH, 3TOKCH, alleTHIIa, Al[€TOKCU, METHIIAMHHO,
STHIAMHHO, TUMETHIIAMHHO, JUITUIAMUHO, N-MeTHI-N-3THAaMHHO, aLlleTHIAMHHO,
N-metunkapbamonna, N-atunkapbamonna, N, N-nuMmerunkapbaMona,
N,N-pustunkapbamouia, N-MeTHiI-N-3TunkapObaMonia, METHITHO, 3THITHO,
METUIICYTb(UHHUNA, 3THICYIbGHHIIIA, ME3HIIa, ITHICYJIbHOHUIA, METOKCHKapOOHHUIIA,
>ToKcHKapboHmia, N-Metuncyinsdamonia, N-3THICYbGaMoua,

N N-pumetuncynspamouna, N, N-TUdTHICYIbDaMOHIa HITH
N-Metun-N-3tuicynbhaMonna;

HJIM er0 GapMaleBTHYECKH IPUEMITEMYIO COJIb.

Hacrosmee n3obperenne Takxe obecrneqnBaet coeauHenue Gopmyinsl (1C):

0 N (R)._

R, R

(IC)
B KOTOpPOM:

R! BBIOMPAIOT U3 BOJAOPOJA, HUTPO, THAPOKCH, TayioreHa, uuano, C.qankuna,
C.4anxokcu, Cy4ankenuna, Co.4ankununa, C4ankanouina, Cy.4ankuinS(O),, rae a
npenctaniseT coboit 0 - 2, u Ci.gIuKIoNIKHIA; T/Ie R! Heo6s3aTeIbHO MOXKET GBITH
3aMEHIeH y aToMa yrjepo/ia OJHUM HJIN HECKOJBKHUMHU IrajJloreHaMHu WJH
HUKJIONPONUJIAMHY;

R? BBIOMpaIOT U3 BOJOPO/Ja, HUTPO, THAPOKCH, TajoreHa, nuano, C,.4ankuna,
Ci.sankoxeu, Cyqankenuna, Cyqankununa, Cyqankanouna, Cy.4ankunS(0),, rae a
npejcrapisieT coboif 0 - 2, u Ci.glUKIIOANKHIA; TOe R? Heo6GsA3aTe bHO MOXET GBITh
3aMelIeH y aToMa yriepoJa OJHHUM HJIH HECKOJBKHMH rajloreHaMu HJjin

C3.6lIMKIIOAIIKHIIAMM;
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R? BBIOMPAIOT U3 BOJOPOJa, HUTPO, THAPOKCH, ranorena, nuano, -C=N-OR’ rue
R’ npencraiser coboit H nnu Cj_gankun, C4ankuna, C4ankokcu, Cy_4aNKeHHNa,
Cy.4ankununa, Cy_sankanouna, C.,ankunS(0),, rue a npejacrasiger co6oif 0 - 2, u
C3.¢lHKI0ANKIIA; Fe R’ HeoGA3aTenbHO MOXKET GbITh 3aMeleH y aToMa yriepojia
OJHHUM HJIH HECKOJIBKHMHU rajoreHaMu Hid Ci_glIHKJIOAIKHIIAMH;

Konpuo A mpeacraBiser co6oif reTepoHKIINT; TAe, €CIY yKa3aHHBII
TeTEPOLHKIUI coaep)UT -NH- gacTh, To aToM a3oTa HeoOI3aTeIbHO MOXET OBITh

3aMElleH Ipynnou, BEIOpaHHOU U3 R9;

R* i R® 4BIAIOTCS 3aMECTHTENIAMH Ha aTOMe yIJIepoJa H HEe3aBHCHMO BBIOPaHbI
U3 rajoreHa, HUTpo, IMaHo, THAPOKCH, TPU(PTOPMETOKCH, aMUHO, KapOokcH,
KapOaMoHMJla, MEPKaIITo, Cylb(aMouiia, cynbdo, Gopmuna, ypeuao,
THAPOKCHMMHHOMETHNA, N-rupokcupopMamMuio, ruipasnHoKapOoHHIIa,
N-IruipOKCU3TaHUMUI0OUIIA, aMUHO(THAPOKCUUMHIHO)MeTHIa, C.4aIKuIa,
C,.4ankenuna, Coqankunnnia, Cy_gjankokcu, Cy.jankanonna, Cy4aJKaHOHIOKCH,
N-(Cj.4anxun)amuso, N,N-(C;_sanxun)aMuto, C;_4alKaHOHIAMUHO,
N-(C,.sankun)kapbamonna, N,N-(C;.4ankun),kapbaMonna,
N-(C.4ankokcu)kapbamourna, N'-(C)_gankmn)ypeuno, N, N'-(C,.4ankun),ypeuo,
N-(Cj.sankun)-N-(C.4ankokcu)kapbamonna, C; 4ankunS(O),, rjae a npeacTaBiser
co60ii 0 - 2, C4ankokcuxkap6onuia, C;.4aNKOKCHKapOOHHIAMHHO,
N-(Ci.sanxun)cynsdamonna, N, N-(C|_sankun)cynsdamonna,
C,.sankuncynsporaunamuno, C 4ankuicyibpoHuraMuHOKapOOHHIa,
N'-(Cjsanxun)ruapaznaokapbonuna, N, N'-(C;.sankun),rujipasuHokapboHuna,
Kap6OIlI/IKJH/IJI-R10- nnu retepormuki-R' - re R* 1 R® HesaBucumo JApyT OT apyra
Heo0s3aTebHO MOTYT OBITh 3aMEIIEHBI Y aTOMa YIJIepoJa OJHHUM HITH HECKONbKHMHU
R'%; 1 rie, ecnu yKasaHHBIH reTepoLuKIn coiepxut -NH- 9acTh, To aToM a3ora
Heo013aTeIbHO MOXET OBITh 3aMellleH I'PYIIOH, BEIOpaHHOH K3 R'3;

R®, R’ u R® nesasucumo BBIOHpatoT u3 Bogopona uin Cj.4ankuna;

m npexcTaBiser co6oit 0-4; rae 3Hauerns R® MOryT GBITh OXMHAKOBBIMHA HIIH
pa3HBIMHY;

R'2 BHIGHPAIOT U3 a31J10, TaJOreHa, HUTPO, LHAHO, THAPOKCH,
TpudTOPMETOKCH, aMUHO, KapOoKcH, KapbaMousia, MepKanTo, cyJibhamonna,
Cisankuna, Cosankennna, Cosankununa, Cqankokcu, Ci4ankaHona,

C.sankanounokcu, N-(Cj.sankun)amuno, N,N-(C|_4alKui),aMHHO,
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Ci.4anxanomnamnno, N-(Cj_sanknn)kap6amonina, N,N-(C;_sainkun),kapbamMmonna,
Ci.4ankunS(0O),, rae a npeacrasnseT coboit 0 - 2, C|sankokcukapOoHHIIa,
N-(Cj.4anxmm)cynspamonna, N,N-(Cj.sankui),cynbpamona,
Ci.sankuncynsponunamMuno, Cj 4aTKOKCHKapOOHHIIAMHHO, Kap6OI_[HKJII/III-RM- HIIH
FeTCpOHHKHI/IH-RIS-; rae R'? neszasucumo JIPYT OT Jipyra HeoOs3aTeIbHO MOTYT OBITh
3aMELIEHBI Y aTOMa YIiiepoJa OAHUM HUJIH HECKOJIbKUMH Rlé; H TjJe, eCJIH YKa3aHHBIH
reTepouuKInI conepkuT -NH- yacTs, To aTroMm a3zora HeoOA3aTENBHO MOXKET OBITH
3aMEUIeH IPYIIOH, BRIOpaHHOH H3 R'7;

R9, R"? u R! nesarucumo BeiOUparoT U3 C;_sankuna, Ci4ajKaHoOHUIIa,
Cisanxuncynsgponnna, Ci.4ankokcukapbonuia, kapbamonia,
N-(Cy.sanxun)kapbamonia, N, N-(C,.sankun)kapbamounia, beHsuia,
OGeH3unoKcukapboHuna, 6eH3ounna u GeHuncynbpoHuNa,;

RIO, R! ], R'" 1 R" neszaBucumo BBIOMPAIOT U3 IPOCTO cBsA3M, -O-, -N(RIS)—,
-C(0)-, -N(R')C(0)-, -C(O)N(R?")-, -S(0),-, -SO;N(R*")- unn -N(R**)SO,-; rae R'?,
R, R?°, R* u R* nesaBrcuMO BBIOMpaloT U3 Bogopoaa uin Cj4alKuia 1 p
npeactapiser coboit 0-2;

R!6 BpIOMpAIOT U3 rajloreHa, HUTpO, LIUAHO, THIPOKCH, TPU(PTOPMETOKCH,
TpudTOpMETHIIA, aMUHO, KapOOKCcH, Kap6aMouIla, MEPKAIITO, CyJib(paMoua, MeTHIA,
9THJIA, ITCHHUJIA, STHHHIA, METOKCH, 3TOKCH, alleTHJIa, alleTOKCH, METHIIaMHHO,
STHJIAMHUHO, JUMCTHIAMHHO, JUATHIAMHAHO, N-MeTHI-N-3THIaMHHO, al[¢THJIAMHHO,
N-metunkapbamouna, N-atunkapbamouna, N, N-numetninkapbamonna,
N,N-nustunkapbamouna, N-MeTun-N-3tainkapbamMounia, METHIITHO, dTHJITHO,
METHJIICYThGUHUNA, ITHICYTbOUHIIIA, ME3UIIA, DTUICYIb(POHUIA, METOKCHKApOOHH A,
3TOKCHKapOoHuia, N-Metuincynbshamounna, N-3Tuicyibpamonia,
N,N-pumertuncynsdamonna, N, N-quaTuicyasdpaMona Hjin
N-metun-N-s>ruiicyabdaMounna;

WK ero GapManeBTHYECKH ITPHEMIIEMYIO COJIb.

Hacrosmee n3obperenue rakxe obecneunBaer coegunenue popmynsl (IE):
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RSa

Y
g0 N— |
Rl N N N RSb
\ /) |
R " Ré R4

(IE)
B koTOpo#: Y nmpexncrasnset coboit NH, N(C.,ankun) unu S;

R! BBIOMPAOT U3 BOAOPOJA, HUTPO, F'UAPOKCH, rajorena, quano, C_4ankuna,
Ci.4ankoxcn, Cyankenmna, Cygankununa, Cisankanonna, Ci4ankunS(0),, rae a
npeacrasisieT coboi 0 - 2, u C3_¢IUKI0AIKHIA; TIE R' Heo6s3aTENBEHO MOKET GHITH
3aMeIleH y aToMa Yriepoaa OJHHM HJIM HECKOJILKHMH TraJloreHaMM HIH
ITAKJIONPONUIIAMH;

R? BBIOMPAIOT U3 BOJIOpOJa, HUTPO, THJIPOKCH, TaJIoTeHa, HaHo, C.4aIKuna,
Cj.sankoxcn, Cy.sankennna, Cyqankununa, Cjqankanomna, Ci.4anxunS(0),, rae a
npeacrasiigeT cobol 0 - 2, U Ci.glIUKI0ATKHAA; TIe R? HeoBA3aTENLHO MOKET OBITH
3aMeleH y aToMa yriepojia OJHHUM HITA HECKOJIIBKHMH raJoreHaMH MU
C3.¢IIUKITOAJIKU1aMU;

R? BbIOUPAIOT U3 BOAOPOAA, HUTPO, THAPOKCH, rajioresa, nuano, -C=N-OR’ rje
R’ npencrarnser coboit H unu C;4ankun, C,.sanxuna, C 4ankokxcu, C,.4adKeHUIA,
C.4ankununa, C;4ankanouna, Ci4ankunS(0O),, rae a npeacrasiaseT coboit 0 - 2, u
C;.¢uuknoankuia; rae R® Heobs3aTebHO MOXKeET GBITH 3aMeLIeH y aToMa yriepoja
ONHUM HJIM HECKOIBKUMH ranoreHaMu Wik C3_glIUKIIOAIKHUIT;

X npencraBisieT coboit nmpocryio cBa3k, -CHs-, -C(O)- unu S(O)4- (rne q
npejacTaBiseT cobol 1 uum 2);

Konsro A nipeacrarnseT coOoi reTepouuKINT; I1e, €CIU yKa3aHHbIH
reTePOUKIHII coJiepXUT -NH- 4acTh, TO aTOM a30Ta HEOOA3aTEIbHO MOXET OBIThH
3aMelieH rPYINIoH, BEIOpaHHOH U3 R’;

R* npejcTaBiseT coboil 3aMecTuTeNh Ha aTOMe YIiieposia, BEIOpaHHBINK U3
rajoreHa, HUTPO, LIHAHO, THIPOKCH, TPH(PTOPMETOKCH, aMHHO, KapOOKCH,
kapbaMouna, MepkanTo, cyishamounna, cyasdo, bopMuna, ypeuuo,
TUAPOKCHUMHUHOMeTHIA, N-ruipokcudopMaMuio, rUApa3uHOKapOOHHIa,
N-FHILPOKCI/IBTaHHMI/IHOI/IHa, aMPII—IO(FI/IILpOKCHI/IMI/IHO)MeTI/IHa, C1_4am<pma,

Cj4ankennna, Cyqankunanina, Cygankokcu, Cgankanonna, C|_4aIKaHOUJIOKCH,
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N-(Ci.sanxunm)amuno, N,N-(C|.sankui)amuHo, Ci.4alKaHOUTIaMHHO,
N-(Cysanxun)kapbamonna, N,N-(C.4ankun),kapbamMouia,
N-(Cj..ankokcn)kapbamouna, N'-(Cj.qankun)ypensio, N, N'-(C|_4aJKHI )2ypeHio,
N-(Cj.4ankun)-N-(C|_4ankokcu)kapbamounna, Cj.4ankunS(0),, rae a npejcTaBiseT
coboii 0 - 2, C|4ankokcukapbonuna, C,. 4aIKOKCHKapOOHUIAMHHO,
N-(Ci.sankun)cynbpamonna, N,N-(C;.sankun);cynbpamonia,
Ci.ganxuncynsponunamuro, CsankuicynspoHuIaMHHOKapOOHH A,
N'-(C4ankun)runpazuHokapoonuna, N, N'-(C; . jankun),ruapasnHokapOoHHIIa,
Kap6OIII/IKJ'IIfUI-R]0— 158078 reTepouHKnnn-R' 1—; rxe R* u R® HesaBucumo Apyr OT
Apyra Heo0s3aTeNbHO MOTYT OBITH 3aMeIeHbl y aToMa yriepo/a OJHHM WIH
HECKOJILKUMU RIZ; U IJie, €CJIM YKa3aHHBIN reTepOolLUKIuI coaepkuT -NH- gacts, TO
aTOM a30Ta HeoOA3aTEILHO MOXET OBLIThH 3aMelleH TPYNNoi, BRIOpaHHOH U3 R':

Ry R NpeacTaBAsioT coO0i 3aMecTUTeNH, KaK ONPEIeIeHO IS R*, unn
BMECTE C aTOMaMH yrjcpoza, K KOTOPBIM OHH [IPHCOEIHHEHEI, 00pa3yoT 6-TH
4jleHHOe KapOOIUKIHIBHOE KOJIBIIO, 3aMEIEHHOE OHOH WIJIM JBYMs TPYIIIaMH,
KOTOpPbI€ MOT'YT ObITh 0OIMHAKOBBIMH MM Pa3HLIMU U KOTOPBIC BHIOPAHBI U3 R

RS, R"u R® HesaBucumo BHIOHpAIOT U3 Bogopona uin Cy4ankunia;

R'"? BRIOMpPAIOT M3 TANOTeHa, HUTPO, IHaHO, THAPOKCH, TPH(MTOPMETOKCH,
aMHHO, KapOoKcH, KapbamMouia, MepkanTo, cyrshamonna, Csankuia, Cy.4ankeHuna,
C,.4ankununa, C.sankokcu, C, 4ankanounna, C4ankaHounokcu, N-(Cj_4anKui)aMHHO,
N,N-(C.4ankun),amuno, Ci.sankanonnaMmuno, N-(Cjsankun)kapbamona,
N,N-(C.4anxun),kapbamonna, C;.4anxunS(0),, rae a npeicrasnseT coboi 0 - 2,
C,.sankokcukap6onmia, N-(Cy.qankun)cyasdamonna, N,N-(C.4ankum),cynspamona,
C.qankuncynbsdhormnaMuto, Ci.4aIKOKCHKapOOHHIaAMHHO, Kap6oun1<nnn—Rl4— HIIH
rerepounxnnn-RlS#; rae R'? HezaBucnmo IpYT OT Apyra Heo6s3aTeIbHO MOTYT OBITH
3aMeIleHbl Y aTOMa YIJiepoia OTHUM HIIM HECKOJbKHMH R'®; 4 rae, ecinu ykazanusrii
reTepolUKIuI coaep ut -NH- gyacTs, To aTOM a30Ta He0OS3aTenbHO MOXKET ObIThH
3aMellleH IPyNIoii, BEIOpaHHOH H3 R”;

Rg, R u R'" nesaBucumo BeIGuparoT U3 C|.4ankuna, Ci.4ankaHona,
Ci.sankuncynbdonuia, C;4aIKokcukapboHuia, kapbamonia,
N-(C).qanxun)kapbamonna, N,N-(C,.sankun)kapbamounna, OeH3HIIa,
6eH3mnoKcukapOounia, 6eHzonna u GpeHuncynshpoHuna;

RIO, R“, R'* u R" nesasncumo BBIOHPAIOT U3 NPOCTOH cBA3H, -O-, —N(ng)—,

-C(0)-, -N(R'*)C(0)-, -C(O)N(R?®)-, -S(O),-, -SO,N(R*")- ur -N(R**)SO,-; rie R'®,
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ng, RZO, R?! 4 R?? nesaBucumo BBIOMpaIOT U3 Boxopoaa una C4aliKuia u p
npeacrasnset coboit 0-2;

R'S BBIOMPAIOT M3 raJloTeHa, HUTPO, HHAHO, THIPOKCH, TPHHTOPMETOKCH,
TpuTOpMeTUIa, aMiuHO, KapOokcH, kapbaMounsa, MepKanTo, cyibhpaMonia, METHIIA,
3THJIa, dTEHUJIa, ITHHUIIA, METOKCH, 9TOKCH, alleTHJIa, alleTOKCH, METHJIAMHHO,
ATHIIAMHUHO, IUMECTUIAMHWHO, TUOITHIAMHUHO, N—MeTI/IJ'I—N-BTHJIaMPIHO, ACTHIIAMHHO,
N-MmetunkapOamounna, N-3tunkap6aMmounna, N, N-nuMetuiikapbamoua,
N,N-pguatunkapbamonna, N-MeTun-N-3THuiIKapOaMonIa, METHITHO, STHIITHO,
MeTHIICYJIbGUHUNA, ITHICYTbQUHNTA, Me3HJIa, STHIICYTb(QOHNIIA, METOKCHKApOOHUIA,
sTokcukapbonuna, N-metwicynbpamonna, N-3TuncyinbshaMounia,
N,N-numeruncynspamonna, N, N-nu3TuicyibhamMonia Hin
N-metus-N-3THIICYIbaMOnIIa;

Uiy ero ¢papMaleBTHYECKU IIPUEMIIEMYIO COJTIb.

HacTosimee uzobpetenue takxe obecrneunBaet coeiuHenue gopmynsl (IF):

Rsa

S
L0 N— |
R1 N N N RSH
\ /]
R - Ry R4

(IF)
B KOTOPOM:

R! BBIGuparoT ¥3 BOMOPONA, HATPO, THAPOKCH, TaloreHa, nuano, C_4ankuna,
C.4ankoxcu, Co.jankenuna, Coankununa, C gankanouna, C.4ankunS(0O),, rjae a
npeactabnuser coboii 0 - 2, 1 C3¢IIUKIIOANKANA; TlIe R! HeoGa3aTeNILHO MOXKET GHITH
3aMelIeH y aToMa yrjiepoJa OJJHUM HJIM HECKOJIbKHMH raJoreHaMH HIIu
[UKJIOTPONUIIAMH;

R? BBIOMPAIOT M3 BOAOPOLA, HUTPO, THIPOKCH, rajoreta, nuato, C.4ainknia,
C.sankokcu, Cysankennna, Coankuuuina, Cy.qankanouna, C4ankunS(0),, rae a
npeacrasiser coboii 0 - 2, n C3.6lIUKII0ANIKUIIA; T11€ R? Heo0693aTelIbHO MOXKET OBITH
3aMelled Yy aToMa yriiepojia OJHUM MIIH HECKOJIBKHMH TaJloreHaMH HITH

CiIIUKITOAJIKHIIAMH;
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R’ BBIOHPAIOT U3 BOJAOPOJA, HUTPO, I'HAPOKCH, rajorena, nuano, -C=N-OR’ rae
R’ mpencrasisier coboli H unu Cj.4ankun, C|.ankuna, Cy.sankokcu, Co.4aqKeHHIA,
Ci4anknnuna, Cisankanonna, Ci.4ankunS(0),, rae a npeacrasiaser coboi 0 - 2, u
Cs.¢luKiioankuna; rue R® Heobs3atensno MoxeT GLITh 3aMelIeH y aToMa yriepoja
OJIHHUM HJIM HECKOJIbKUMHU ranoreHaMu uinu Cz_¢IIUKIIOAIKHUIT;

X mpencrabngeT coboi mpocTyio ¢Bs3b, -CHy-, -C(0)- uiu S(0)4- (roe q
npenacrasiset coboit 1 unu 2);

R? npeJcTaBuseT co0oif 3aMeCTHTENb Ha aTOME YIJIepo/a, BLIOpaHHbIH U3
rajoreHa, HUTpoO, IIHaHO, THAPOKCH, TPUPTOPMETOKCH, aMHHO, KapOOKCH,
xkapOaMouna, MepKanTo, cyiabhamouna, cyasdo, popmuna, ypenno,
I'HIPOKCHUMUHOMETHIIA, N-THAPOKCHPOpMaMu 10, ruApa3sHHOKapOoHuIIa,
N-rHApOKCHITAHUMHIOUIIA, aMHHO(THAPOKCHHMHHO )MeTHIa, C).4alKna,
Ci.sankennna, Cy.qankununa, Ciqankokcu, Cy.4ankanonia, Ci.4alKaHOUIOKCH,
N-(Cjsankun)amuno, N, N-(Ci.4anxun),aMmuuo, C;.4aTKaHOHIAMHHO,
N-(C.4ankunin)kapbamouna, N,N-(C.sankun),kapbaMona,
N-(C,.4ankoxcu)kapbamouna, N'-(Cy_sankun)ypeuno, N, N'-(C,.sanxun),ypenno,
N-(C;.4anxun)-N-(Cj.sankokcu)kapbamourna, Ci.4ankunS(0O),, rae a npejacTaBiaser
coboii 0 - 2, C;.4ankokcukapbonuina, C_ 4anKoKkcuKapOOHHUIIAMUHO,
N-(C,.4anxun)cynspamonia, N,N-(C,.4ankun),cynsdamonna,
Ci.4ankuncynbhoHunaMuuo, CiqankuiacynsonuiaMuaokapboHuna,
N'-(C|_4ankun)rugpasuHokapbonuna, N, N'-(C,.4ankui),rugpasuHokapOoHHIIa,
KapGOIII/IKJIHH-RIO— HIIH reTepounKnnn-R“—; rue R* u R’ mesasucumo Ipyr OT
apyra HeoOsa3aTeTbHO MOTYT OBITH 3aMElIEHB! Y aTOMa Yrjiepoja OJHHM HIIH
neckonpkumu R'%; u rae, ecou yKa3aHHBIH reTeponHKIHI coepxuT -NH- yacTp, TO
aTOM a30Ta Heo0A3aTeJIbHO MOXET OBITh 3aMellleH IPynnoi, BEIOpaHHOH U3 R,

R®*u R NpeICTaBIAIOT COOOH 3aMECTHTEIH, KaK ONPEIAEICHO IS RY, win
BMECTE ¢ aTOMaMH Yrjiepo/ia, K KOTOPhIM OHHU NPUCOEAMHEHBI, 00pa3yloT 6-Tu
YJIeHHOE KapOOIUKIUIbHOE KOJBI0, 3aMENICHHOE OJHON MJIM JBYMS IPYIIIaMH,
KOTOpBIE MOT'YT OBITh OJIMHAKOBBIMH HJIM Pa3HBIMH U KOTOPBIE BEIOpaHb! U3 R,

R6, R’ u R® mesaBucumo BBIOHpAIOT U3 Bojopoaa uiu C.4alIkuna;

R!? BBIOUPAIOT U3 TAJIOT€Ha, HUTPO, IINaHO, THAPOKCH, TPUPTOPMETOKCH,
amMuHO, kapOokcH, kapbaMounna, MepkanTo, cynbhamounna, Cysankuia, Co.4allKeHHUIIA,
Cy.qanxununa, Cy4ankokcu, Cjjankanonna, C|_qankanounokcu, N-(C_4alKui1)aMHHO,

N,N-(C;.sankun),amuno, C4ankanonnamuto, N-(C.4ankun)kapdbamouiia,
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N,N-(Cjsaxxmi),kapbamonina, C;.4anxunS(0),, rae a npejacrabiger co6oit 0 - 2,
C).4anxoxcukapbonuia, N-(Cjsankun)cynspamounna, N,N-(C;_sankun),cynspamonia,
C.4anKuncybQoHUNIaMuHO, Ci_4aTKOKCHKAp6OHUITaMHHO, Kapbonukani-R *— wn
reteponukini-R'°>—; rxe R'? Hesasucumo Jpyr OT Apyra HeoOs3aTeLHO MOTYT OBITh
3aMelleHBl y aTOMa yriIepoa OJHHM WK Heckonbkumu R'C: u rae, ecnu yKa3aHHbIH
reTEPOUUKINI coaepkuT -NH- gacTs, To aToM azora He00A3aTEILHO MOXET OBITH
3aMeIlEeH IpynnoH, BEIOpaHHOH U3 R';

Rg, R'? u R'7 uesasucumo BEIOUMpatoT u3 C.4ankuna, C.4aKanouma,
Cisankuncynshonuna, Cj4ankokcukapbonuna, kapbamonna,
N-(Ci.4anxun)kapbamounna, N,N-(C.sankun)kapbamouna, GeH3uia,
Oen3unoxkcukapbonuia, 6eH30u1a U QeHunCcynbhoOHmIA;

R'" RY, R"™ u R" nesaBucumo BEIGHPAIOT U3 IpocTOoil cBasH, -O-, -N(R'®)-,
-C(0)-, -N(R')C(0)-, -C(O)N(R?)-, -S(0),-, -SO,N(R*')- rmm -N(R**)SO,-; rae R',
ng, Rzo, R?' u R?? nesaBucumo BBIOMPAIOT U3 Bojopoia unn Ci.4aiKkuna u p
npeacrasnser coboi 0-2;

R'® BeiGupatoT u3 ranorena, HUTPO, HHAHO, THAPOKCH, TPHPTOPMETOKCH,
TpuropMeTHiIa, aMIHHO, KapOOKCcH, KapbaMouia, MEpKanTo, CyjibpaMousa, METHIIA,
3THJIA, 3TEHUJIA, STHHUIIA, METOKCH, 3TOKCH, alleTHJIa, alleTOKCH, METUJIAMHHO,
STHJIAMHHO, JUMETUJIAMHUHO, TU3THIAMHHO, N-METHII-N-3THIaMHHO, alle THIIAMHHO,
N-metunkapbamouina, N-stunkapbamonna, N, N-numerunkapbamonna,
N,N-pusTunkap6amouna, N-metui-N-aTuikapdbaMousa, METHITHO, STHIITHO,
METHIICYIbEQUHUIA, STHICYIbQHUHUNA, ME3UTIA, dTUICYIb(OHMIIA, METOKCHKapOOHHIIa,
sTokcukapboHuna, N-Metuicyibhamonna, N-3THICYIbhaMonia,
N,N-numetuncynbsdamounna, N, N-qustuncyabdamMonna uiu
N-metun-N-stusncyiabdpaMona;

HIN eT0 papManeBTUUECKH IIPUEMIIEMYIO COJIb.

H3o6perenne Takxe obecleuynBaeT COeAUHEHUE, KOTOPOE NpeacTaBseT co0oH

2-((35,4R)-4-{[(3,4-nuxnop-5-MeTun-1 H-nuppo-2-un)kapOoHnJ |aMHHO } -3 -
¢ropuunepuauH-1-ui)-1,3-tuazon-5-kapbOHOBYIO KHCIIOTY;

2-((35,4R)-4-{[(3,4-nuxnop-5-MeTus-1 H-nuppon-2-ui)kapOoHUI JaMHHO } -3 -
METOKCHITUNIEpUAUH- 1 -u1)-4- {[(2-MeTOKcHATHI )aMuHO |[KapGonun }-1,3-rruazon-5-

KapOOHOBYIO KHCJIOTY;
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2-((38,4R)-4-{[(3,4-nuxsnop-5-MeTHi- | H-tuppon-2-un)kapOoHu |aMuHo }-3-
METOKCUnUIepuuH-1-um)-4-({[(1S)-2-meTokcH- 1 -MeTUIITUI |aMHHO } Kapborun)-1,3-
THa30J-5-KapOOHOBYIO KUCIOTY;

2-((38,4R)-4-{[(3,4-nuxnop-5-MeTun- 1 H-nuppon-2-ui)kapOOoHHI |aMHHO } -3 -
METOKCUIMIEPHIUH-1-n11)-4-[(MeTunaMuno )kapbouun]-1,3-THa3oli-5-kapGloHOBYIO
KHCIIOTY;

2-((3S,4R)-4-{[(3,4-Tuxnop-5-metui- 1 H-nmuppoi-2-ui)kapOoHUI |aMHHO }-3-
METOKCUNIUIIEPUAHH-1-111)-4-MeTHI-1,3-THa3051-5-kapOOHOBYIO KHCJIOTY;

2-((3S,4R)-4-{[(3,4-guxnop-5-merui- 1 H-muppon-2-um)kapOoHuI |aMHHO } -3-
METOKCHITUNEPUANH-1-11)-1,3-THa3051-5-kapOOHOBYIO KHCIIOTY;

4-anetun-2-((3S5,4R)-4- {[(3,4-nuxnop-5-metrun-1H-nuppon-2-
un)kapboHunJamMuHo }-3-MeToOKCHTHIepUAUH-1-1n)-1,3-THazon-5-kap6oHOBYIO
KHCIIOTY;

2-((35,4R)-4-{[(3,4-puxnop-5-MeTui- | H-muppoi-2-un)KapOOHHII |aMHHO } -3 -
MeToKcununepuanH-1-ui)-4-({[(1R)-2-MeTokcH- 1 -MeTHIATHII [aMUHO } KapOoHmI)-1,3-
THA30JI-5-KapOOHOBYIO KUCIIOTY;

2-((35,4R)-4- {[(3,4-nuxnop-5-MeTun-1 H-nuppon-2-ui)kapOoHu |aMuHO } -3-
MeToKcununepuana-1-un)-4-({[(25)-2-metokcunponui]aMmuHo ykapObonum)-1,3-
THAa30JI-5-KapOOHOBYIO KHCIIOTY;

2-((35,4R)-4-{[(3,4-muxnop-5-Metmi- 1 H-muppo-2-un)kapOoHuI JaMuHO § -3 -
MeToKkcununepuanu-1-mn)-4-({[(2R)-2-meToxcunponui]aMuHo } KapOoHuUm)-1,3-
THA30J-5-KapOOHOBYIO KUCIIOTY;

2-((35,4R)-4-{[(3,4-nuxnop-5-MeTui-1 H-nuppon-2-ui)kapObonun |aMuHo } -3-
Mmetokcununepuann-1-un)-4-({[(1R,25)-2-¢propuuknonpomnun]aMmuHo } kapboHun)-1,3-
THa30J1-5-KapOOHOBYIO KHUCIIOTY;

Huc(+)2-(4-{[(3,4-nuxmnop-5-metun-1 H-nuppon-2-un)kapbouun|amMmuHo } -3-
METOKCHITHIIEpHUIHH- 1 -11)-1,3-6eH30THa301-7-KapOOHOBYIO KUCIIOTY;

Huc(+)2-(4-{[(3,4-nuxnop-5-merun-1H-nuppon-2-win)kapboHuI]aMuHO }-3-
METOKCHITUIEPHUANH- | -HJT)-4-(MeTOKCHMETHT)-1,3-THa301-5-kapObOHOBYIO KHCIIOTY;

Luc(x)2-(4-{[(3,4-nuxnop-5-meTui-1 H-nmuppon-2-un)kapOoHUT |aMUHO }-3-
METOKCHITUIIEPUAWH- | -HJ1)H30HUKOTHHOBYIO KHCJIOTY;

2-((35,4R)-4- {[(4-xm0op-5-MeTHn- 1 H-tuppo-2-un)kapOoHHu1)aMHHO }-3-

METOKCUITHIIepUIHH- 1 -11)-1,3-6eH30THa30I1-7-KapOOHOBYIO KHCIIOTY;
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Luc(£)-2-(3-xnop-4-{[(3,4-nuxnop-5-metun-1 H-nuppon-2-
WJI)KapOOHMII|aMIHO } THIIEpUANH- 1 -11)-4-(MeTOKCUMeTHII)-1,3-THA3071-5-KapbOHOBYIO
KHCJIOTY,

2-((3S, 4R)-4-{[(3,4-duxnop-5-merun-1 H-muppon-2-un)kapOboHui |aMuHo } -3-
dTopnunepuanH-1-nn)-4-meTun-1,3-Tuazon-5-kapOboHOBYIO KHCIIOTY;

Luce(£)-2-[4-{[(3,4-nuxnop-5-meTun-1H-nmuppon-2-un)kapOoHu|aMiHO } -3-
(npon-2-uH-1-uaoKcH)THIEepUauH- 1 -1m]-1,3-THa30J1-5-KapOOHOBYIO KHCIIOTY;

Luc(£)2-((35,4R)-4-{[(3,4-nuxnop-5-meTHin- 1 H-nuppoiu-2-
Hi1)KapOOHMI|aMUHO }-3-gTopnunepuauH-1-un)-1,3-tua3on-4-kapOboHOBY KHCIIOTY;
WIIH

2-((3S,4R)-4-{[(3,4-nuxyop-5-meTuin-1 H-nuppon-2-un)kapboHui|aMuHoO } -3 -
MeToKcununepuann-1-wmn)-4-({[2-meTokcu-1-
(MEeTOKCUMETHII)3THII |aMUHO } KapOoHmI)-1,3-THa301-5-kapOOHOBYIO KHUCIIOTY;

WK ee papManeBTHYECKH IPHEMIIEMYIO COTb.

U3obperenue Takxe obecrnedynBaeT GpapmMaleBTHYSCKYIO KOMIIO3HIIHIO, KOTOpast
conepxut coenuuenue Gopmyisr I, 1A, IB, IC unu IE unu ero hapMaieBTHUECKH

IPHEMJIEMYIO COJIb, U (hapMaleBTUYECKH TTpHEMJIEMBIH pa30aBHTEb HITH HOCHTENb.

N3o00peTeHne Takxe obecrieunBaer cnocod nedeHus OakTepHalbHONH HHPEKIHU
y TEILIOKPOBHOT'O )KHBOTHOT'O, TAKOT'O KaK YeJIOBEK, HYK/IaIOIMIerocs: B TAKOM JICYCHUH,
KOTOPBIH NpeycMaTpuBaeT BBEJEHUE YKa3aHHOMY XHBOTHOMY 3¢ ) €KTHBHOTO
konnyecTBa coenuHeHus Gopmyist I, 1A, IB, IC unu IE, unu ero ¢papmaneBTHYCCKH

HpUEMIIEMOH COJIH.

N3o6peteHue Takxe obdecreynBaeT cnocod HHrubupoBaHus OakrepuaibHOH
JAHK-rupa3ssl y TENJIOKPOBHOTO KUBOTHOTO, TAKOTO KaK YEJIOBEK, HYXJIAIOIIErocs B
TAaKOM JICUEHUH, KOTOPBIH MpeJycMaTpUBaeT BBeIeHHE YKa3aHHOMY KHUBOTHOMY
3¢ hexkTHBHOro KostmuecTBa coenuHenus popmynsl I, IA, 1B, IC unu IE wnn

(bapMaleBTHYECKH IIPHEMIIEMOR COJIH.
H3o6perenne Takxe obecreunBaeT coenurenue popmyinst I, 1A, 1B, IC unu IE

HCro d)apMaIleBTI/I‘ICCKH IIpueEMJIEMBIC COJIH AJid IPUMCHCHHUA B Ka4CCTBEC

JIEKAapCTBCHHOI'O CpeJiCTBA.
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CnenoBatenbHo, H300peTeHHE TakKe 00ecleYnBaeT MPUMEHEHHE COeAUHECHH
dopmynsr I, IA, IB, IC unu IE, unu ero dapmarieBruyecku npueMiaeMon COM 1Is
HNPUTOTOBJIEHHS JIEKAPCTBEHHOIO CPECTBA JI NPUMEHEHUS IS MOJTyYCHUS

aHTI/I6aKT€pI/IaHBHOT0 JeHCTBUSA Y TCHJIOKPOBHOI'O XXKHBOTHOI'O, TAKOI'0 KaK 4YC€JIOBCK.

Nzob6peTenne Takxe obecrneynBacT MpHMEHCHHE CoeTHHEeHH hopmynsl [, [A,
IB, IC unu IE, unu ero gapmaieBTUUeCKH NPUEMIIEMYIO CONE JJIS IIPHIOTOBICHHS
JIEKapCTBEHHOIO CpEACTBA JJIS IPUMEHEeHH A [UIS JieUeHHsT 0aKTepHanbHOH HHPEKIINH Yy

TEIMIJIOKPOBHOI'O XJXHBOTHOT'O, TAKOI'0 KaK YCJIOBCK.

Hacrosmee nzobperenne Takxke obecreynBaeT cnocod MONy4YeHUS COeTUHEHUM
dbopmynsr (1) mnu ux papManeBTHUECKH MPHEMIIEMBIX COJIEH, KOTOPHIH BKJIIOYAET!
Cnocob6 a) ans coenuHenuit popmynsl (I), B koropbix W npeacrasiser coboif -

C(R")(R®)-; npesparenne coenmuenns popmyssr (I1I):

(RS ) m

(11)

rae R® npexcrasmsier co6oit nuano u R® npescrasnser co6oif TUMETHAMHHEO HIH

b
AUATHIIAMHHO; i R* u R® HesaBucumo BeIOHpaioT u3 Ci4ankuntuo; uaa R* u R
BMecTe 00pasytoT 1,3-mutnanun uin 1,3-nutHonanun; B coequHenne popmynsl (I);
Cnoco6 6) ang coenuHeHu# Gopmynsl (1), B koTopsix W npejcraBnser coboit -O-;

B3aumopaercreue coenuneHus: Gpopmyrst (I1):

X
7~
N R®S),.

HO (RY),

(I11)

¢ coequHeHueM popmynsl (IV):
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0
| H
N

\ / OH
R? R3

Iv)

Cnocob 6) nnst coenuaeHn# Gpopmynsl (1), B koropeix W npeacrariser coboi -N(R6)-;

B3aUMozaeHcTBHE coequHEeHUS GopMysl (V):

N/X
R
N
H

(R,

V)
¢ coenuHenueM Gopmynst (IV) unn ero ak THBUpOBAHHBIM NMTPOU3BOAHBIM KHCIOTHL;
Cnocob 2) nns coenunenuit popmynsr (I), B kotoperx W npeacrasiser coboi -

C(R")(RY)-; B3aumoseiicTere coeuuenus dbopmynsl (VI):

0 N/X
L
R7 R8¢ RY,

(VD)

rae L npencrasnser coboil BEITECHSIEMYIO Tpyny; ¢ coequHernueM ¢hopmynst (VII):

W

R &
(VID)

Cnocob 0) nns coenunenuit popmynsi (I), B koToprix W npezcranisier coboi -
C(R")RY)-; BzanmoneiicTBre coenunenns Gpopmyisr (VIII):

N
R,
M
R?” RS (RY),

(VIII)

rie M npencrasisieT coboi MeTanIoopraHH4ecKyro Irpynny; ¢ coeJuHeHHEM

dbopmyisl (I1X):
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(IX)

rae L npencrasnser co60if BHITECHAEMYIO Ipynny;

Cnocob e) BzaumoercTBre coenunenus Gopmyisl (X):

R N
A%
\
R? R3

¢ coequHenueM popmynsl (XI):

(X)

NH

(R%,

X
acH

(XD)

rae D npencrapnser co0olf BEITECHAEMYIO IPYIINY;

Cnoco6 oic) nns coeaunennit popmyisl (I), B kotopsix X npencrasnger co6oii -C(O)-;

B3auMoeHcTBHE coennHeHNs hopMyIsl (X) ¢ coequnenneM Gopmyser (XII):

HO

0]

(XII)
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U 3aTeM, IIpY HEOOXOIUMOCTH:
i) npeppameHnue coenuHenus ¢popmynsl (1) B npyroe coenunenue Gpopmyst (1);
i) yaaseHue JIO0BIX 3alIUTHBIX TPYI;

iii) o6pa3oBaHHe papMaLleBTHYECCKU IPUEMIIEMOU COJTH.

ITOJJIPOBHOE OIIMCAHUWE U30BPETEHHM 1

Onpenenenus

B HacTosmieM oMCaHUU TEPMHH “ankujl”’ BKJIIOYAET KaK aJKUJIbHEIE TPYIIIHI C
npsIMOH IIeMbl0, TaK U C pa3BeTBIeHHOMN nensio. Hanmpumep, “Ci.4ankun’ BkIodaeTr
METHJI, 9THJI, TIPOIIHII, H30IIPOIUI U mpem-0yTun. OAHaAKO, OTHOCUTEIBHO
KOHKPETHBIX aJIKUJIBHEIX TPYIIN, TAKHX KaK IPONHUI, I0Jpa3yMeBalOTCs TOJIBKO
IPYIIIBI C IPSIMO LIETIbI0. AHAJIOTHYHOE YCIOBUE IPUMEHSAETCS OTHOCHUTENBHO JIPYTHX
0o0IUX TEPMHHOBHI.

Ecnu HeoOGsa3aTeIbHBIC 3aMECTHTENIH BBIOHPAIOT U3 OJHOH HIIM HECKOIBLKHX
IPYIII, TO MOJ 3TUM [0JPa3yMeBAIOT, YTO TAKOE OIPENEICHUE BKIIOYAET BCEX
3aMECTHTEJICH, KOTOpble MOT'YT ObITH BRIOPAHB! U3 0JJHOM U3 YKa3aHHBIX TPYI, HIH
3aMeCTUTEJNeH, KOTOphle MOr'YT OBbITh BBIOpaHHl U3 JIBYX MM OoJiee yKazaHHbIX ['PYILIL.

“I'eTepold KM’ IPEACTABIAET cOOOM HACBIEHHOE, YACTHYHO HACHIIEHHOE
WM HEHACHIICHHOE, MOHO WJIH OHIHKIHYECKO€e KOJbI0, coaepxaliee 4-12 aToMoB,
U3 KOTOPHIX MO0 MEHbIIEH Mepe OJIMH aTOM BbIOpaH U3 a30Ta, CEPhl HIH KHCI0POJa,
KOTOpOE, €CJIH CIICIHAaIbHO HE YKa3aHO HHA4ye, MOXKET OBITh CBA3aHO C aTOMOM
yriepoja win azota, riae -CHj- rpynmna Heo6s3aTenbHo MoxeT ObITh 3amMeneHa -C(0)-
U KOJIBIEBOH aToM a30Ta M / WK KOJBIIEBOH aToM cepbl Heo0s13aTeIbHO MOKET OBITh
OKHCIIeH ¢ oOpa3oBaHueM N- WM S-okcuja (oB). B ogHoM BapHaHTe OCYIIECTBIICHHS
HU300peTeHUs “reTepOoLMKINI” NIPEACTaBlIgeT COOO0H HACHIEHHOE, YJACTHYHO
HACBIIEHHOE HJIM HEHACHIEHHOE, MOHOIIMKIINYECKOe KOJBIIO0, cojiepxaliee 5 HiH 6
aTOMOB, H3 KOTOPBIX 110 MEHBIIEH Mepe OAUH aTOM BBIOpaH H3 a30Ta, CEPhl UIU
KHCJIOpOJ1a, KOTOPOE, €CIU CIeNHalbHO HE YKa3aHO HHA4e, MOXET OBIThH CBA3AHO C
ATOMOM yTIepoJia uin azora, -CH,- rpynna HeoOs3aTeIbHO MOXET OBITh 3aMEHEHa
-C(0O)-H4 KoNbLEBOH aTOM cepbl Heo0s13aTENIbHO MOXET OBITh OKHCIIEH ¢ 00pa3oBaHHEM
S-okcuji0B. B nanbHelnieM BapualTe OCYIIECTBIECHUS H300peTeHH s, “TeTePpOLUKINN”
IpeJicTaBisieT co00 HEHACBIIIICHHOE, CBS3aHHOE ¢ aTOMOM yrilepoJa,

MOHOIIMKIIHYCCKOC KOJIBLO, COACPKAILIEE S5unu 6 aroMa, H3 KOTOPBIX 11O MEHBIICH
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MEpE OJHH aTOM BEIOpaH M3 a30Ta, cepbl MIH Kucnopoja. [Ipumepamu u
HOAXONAIUMH 3HAYEHUAMH TEPMHUHA “TETEPOLMKINI ABISAIOTCA MOPGOIHHO,
NUIEPUIUT, THPUHIL, TUPAHMII, TUPPOIIUI, TUPA3OJIUI, H30THAZOMM, UHIOIHI,
XHHOJIMI, THEHUI, 1,3-06H3AHOKCONUI, THANA30JIHI, HHUIIEPA3UHUII, THA3OIHANHHUI,
NUPPOIUUHHI, THOMOP(OIHHO, TUPPOTHHIII, FTOMOTHITEPA3HHIII,
3,5-AHoKcanunepUAMHIII, TeTParuAponupasuil, KMHAA30JIHII, TAPUMHA AU,
MUPA3HHHUJI, THPUAA3HHUI, H30KCA30JIMII, N-METHUINHPPOIHI, 4-THPUJIOH,
1-N30XHUHONOH, 2-IUPPOTIHAOH, 4-THA3OMHAOH, THPUIHH-N-OKCH/I 1
XUHONUH-N-oKcu . JlanbHEHIIMMU IDEMEPaMHU U TOAXOASIIUME 3HAYEHHUSIMHU
TepMHUHA “TeTepOIUKIINI" ABISIOTCS THA3OIHI, XUHOJWHUI, OEH30THA3OIIHII,
NUPUMUIAHHII U THPUIUHHUIL.

“Kapbonuknun” npeacrabiser co0oi HachIIeHHOE, YaCTHYHO HACHIIIEHHOE
WM HEHACBIIEHHOE, MOHO HJIM OHIHUKINYECKOE YIIepOdHOE KOMBIIO0, COAePKAIIEE
3-12 atomoB; B koTopoM -CHj- rpynna HeobsA3arenbrHo MoxeT ObITh 3aMeHeHa -C(0O)-.
IlpeanoytutenpHO “KapOOMUKINII” IpEeACTaBIsIeT CO60H MOHOIHKINIESCKOE KOIBIO,
colepxaniee 5 WM 6 aTOMOB, HIIH OMIMKINYECKOE KONbIIO0, coaepxailee 9 uiau 10
atomoB. [Toaxongmumu 3Ha4eHUSIMU “KapOOLUKIUIIa” ABISIOTCS HUKIOIPOIINI,
MUKJTO0YTHI, 1-OKCOUMKIONEHTHI, IUKJIONEHTHI, IIUKJIOTIEHTEHUJI, IIUKIIOTE€KCHII,
IHKJIOTeKCeHUN, GeHut, Had T, TeTpaJluHu, HHAAHWI HWIH |-OKCOMHJaHUII.
[IpeanodTHTEILHBIM NIPUMEPOM “KapOouukiImia” sBageTcs GeHMII.

[Tpumepom “Cj.4anKaHOMIOKCH” sIBIsieTCA aneTOKcH. [IpuMepamu
“C).4ankokcukapOOHHNa” ABISIOTCS METOKCHKApOOHHI, STOKCHUKapOOHUI, H- U
mpem-6yTokcukapbonui. [Tpumepamu “C;.4aKOKCHKapOOHHIAMHUHO” SIBISIOTCS
METOKCHKapOOHHUIAMHUHO, 3TOKCHKApOOHUIAMUHO, H- U
mpem-6yToxkcukapOoHunaMuHo. IIpumepamu “Cj.4anK0KCH” ABIAOTCH METOKCH,
3TOKCH U mponokcH. [lpumepamu “Ci_4ankaHonaMUHO” SBISAIOTCA GopMaMHUIIoO,
aneramMuzio B nponuoHunamMuHo. I[pumepamu “Cj4ankunS(0O),, rae a npeAcTaBiseT
c060ii 0 - 2” IBASIOTCA METHJITHO, STHITHO, METHICYNbGUHHUI, STHICYIbOUHILI,
Me3u 1 aTuiacyiabdonni. Ipumepamu “Ci4ankanonsna” SBISIOTCS NPOTTHOHUI U
anetus. [Ipumepamu “N-(Ci.4ankun)aMHHO™ SBJISIIOTCS METHJIAMHHO U 3THJIAMHHO.
IMpumepamu “N,N-(Cj.4anKui),aMUHO” ABIAAIOTCA AA-N-METHIIAMHHO,
nu-(N-3tuim)amuao U N-oTun-N-metunamuno. [pumepamu “C,4ankeHuna” aBiIgroTCS
BHHIJI, alud u 1-npomenui. [Ipumepamu “C, qankuauna” SBISIOTCS 3THHHIIL,

l-nponunun 1 2-nponunui. Ilpumepamu “N-(Cj.4ankun)cynbhaMonia’ aBisioTCs
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N-(merum)cynbpamonn u N-(atum)cynsdamoni. [lpumepamu
“N,N-(Ci.4anxunn)cynpdamonna” apasrorcess N,N-(IuMeTh1)cyashaMonui |
N-(metun)-N-(atun)cynsdamoni. llpumepamu “N-(C).jankun)kapOaMonia’ SBISIOTCS
METHJIAMHUHOKapOOHMI U 3TUIaMUHOKapboHmI. [Ipumepamu
“N,N-(C.sankuin),kapbamMonna” ABISIOTCS JUMETHIAMHHOKApOOHU U
MeTHiI3THIaMHHOKapOoHmwI. [IpumMepamu “N-(C;_jankokcu)kapbaMonina” SBIsSOTCS
METOKCHAMUHOKApOOHUT ¥ U30NIPONOKCHaMHHOKapOoHul. [Ipumepamu
“N-(C.4ankun)-N-(C;4ankokcu)kapbamonna” sBisiroTcss N-MeTun-N-
METOKCHAaMHHOKapOOHUI U N-MeTuI-N-3ToKcHaMHHOKapOoHu. [Ipumepamu
“C3.6IIUKII0QJIKUIIA” ABJISIOTCS HUKJIONPONHII, HUKIOOYTHNA, TUKJIOIPOITHI U
nuknorekcui. [lpumepamu “N'-(C|_4ankmr)ypenno” ssiusiiorcs N'-metunypeuno u N'-
uzonponunypeuno. Ilpumepamu “N',N'-(C_sankun),ypeuno” ssnsorcss N'N'-
quMmerunypenno u N-metun-N'-u3onponunypeuno. [Ipumepamu
“N'-(C|.4ankmin)ruipasuHokapOoHuia’ aBisoTcs N'-MeTHnrHaApasuHokapbouun u N'-
U3onponuaruapazunokapoonun. IlpumMmepamMu
“N' N'-(Cj.4anxun)rugpasuHokapbonuna” seisrorcss N'N'-
JUMETHITHApasHHOKapOoHuI 1 N'-MeTun-N'-H30MponuaruapasuHokapOoHHUII.
[Tpumepamu “C.4anKmIcyTbQOHUTAMUHO" ABISIOTCS METUICYNbHOHUIAMHHO,
H30TPOMUICYJIbGOHUIAMUHO U mpem-OyTUicynbdonuiamMuno. IIpumepamu
“C1.4anKuiIcy TG OHUIAMUHOKapOOHUIIA” ABISIOTCA
METHICYIbPOHMIAMHHOKapOOHHII, H30IPONHICYTb()OHIIAMAROKapOOHII H
mpem-6ytuicyibdonnraMuaokapbonmt. IIpumepamu “Cijankumicynsdonnna’
SBIAIOTCH METUJICYIb(OHUI, H3OMPOTHICYIbPOHMI H mpem-OyTUICYAb(OHUIL.
Coenunenue gopmyinsl (I) MoxxeT 06pa3oBrIBaTh CTAOMIIBHBIE KUCIOTHEIE HIIU
OCHOBHBIE COJIM, ¥ B TAKHX CJIy4asiX BBeJeHHE COCAMHEHHS B BUJE COIH MOXKET
ABJIATHCS 1ieJieco00pa3HbIM, U (apMalleBTHUECKH NPUEMIIEMBIE CONTM MOTYT OBITh
IOJIy4EHbI IPH TOMOUIM OOBIYHBIX CIIOCOOO0B, TAKUX KaK ONMHCAHEI Jajee.
[Moaxonsuue GapMalleBTHYECKH IPHEMIIEMbIE COJIH IPECTaBIsAIOT COO0H
KHCIIOTO-a AU THBHEIE COJIM, TAKME KaK MeTaHCylIb(oHAT, TO3UNAT, o-ruiepodocdar,
dbymapar, THAPOXJIOPHI, IIUTPAT, MaJIeaT, TapTaT U (MeHee NPEeAINIOYTUTENBHO)
rufpobpomu. Takxke MOAXOIAIMIUMH SABISIOTCS COMH, 00pazoBaHHEIE ¢ hochopHOH H
cepHoif kucioTol. CorjacHO ApyromMy BapUaHTY BOILJIOLIEHHUS, IOAXOASIIUMHU CONSIMHU
ABIIAIOTCS OCHOBHBIE COJIM, TaKue KaK COJb IIET0YHOI0 MeTalllla, HallpuMep, HaTpus

WJIN Kalug, COJb ICIOYHO3CMEIBHOIO MCTAllJIa, HAIIpUMCP, KaJIbIIUA HJIM MAarHus,
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COJIb OPTaHHYECKOTO aMUHAa, HallpUMep, TPU3THIaMUHA, MopdonuHa, N-
METHIMHIEpHIHHa, N-3THINUICpUINHA, poKanHa, Auben3muamuna, N,N-
AUOCH3UIIITHIIAMHUHA, TPUC-(2-THIPOKCUITII)aMHHA, TpOMEeTaMiHa, N-MeTHI d-
IMIOKaMHHA U aMHHOKHCJIOT, TAKHX KaK MIHIKHH Iy Tu3uH. OHM MOTYT HMeThL OoJiee
YeM OJUH KaTHOH HJIM aHHOH, B 3aBUCHMOCTH OT YHCIIA 3apAXKEHHBIX
(QYHKIHOHANBHBIX IPYII U BaICHTHOCTH KATHOHOB HIIM aHMOHOB. IIpeIOUTHTENBHOMN
(GapmManeBTHYECKH IIPHEMIIEMOH CONBIO SBISETCA HATPHEBAS COJMb.

Tem He Menee, A obneryeHus BbLACICHUS COJIM OPU OJYYEHHH, Gonee
NPEANOYTHTENBHEIMI MOTYT SBISTECS COJIM, KOTOPBIE MEHEe PACTBOPUMEIL B
BHIOpPAaHHOM pacTBOPHTENE, HE3aBHCHMO OT TOT'O, SIBISIOTCS JIK OHH ()apMaleBTUYECKH
NPUEMJIEMBIMHU COJISMH HJIH HET.

B Hacrosgmem n3obpeTeHHH nojpazyMeBaercs, 4ro coequHenue hpopmyns (1)
HIIA €T0 COJb MOTYT NIPOSIBIISATh TAYTOMEPHIO H YTO MPUBEACHHBIC B HACTOAINEM
OnucaHuy GOPMYJIbl MOTYT IIPEACTaBISATh TOJIBKO OJHY M3 BOBMOXHBIX TAYTOMEPHBIX
dopm. IloxpasyMmeBaeTcs, 4TO H300pEeTEHHE OXBATHIBAET JIIOOYIO TAYTOMEPHYIO
dopMmy, koTopasg unrubupyet JIHK-rupasy u/unu tonouszomMepasy IV, u ne
OTPaHUYHBAETCS TONBKO 000 U3 TayTOMEpPHBIX GOpPM, HCIOIB3YEeMOM B
npuBeAeHHBIX popMynax. PopMyIibl, IPUBEACHHBIE B HACTOSIIEM OIMCAHUH, MOTYT
IpeCTaBIATh COOOH TOJNBKO OAHY U3 BO3MOXHEIX TAyTOMEPHBIX PopM U
noJipazymeBaercs, 4To U300pEeTEHHE OXBAThIBAET BCE BO3MOXKHBIE TAYTOMEPHEIE
(GbopMBI IPUBEICHHBIX COCIHHEHHUH, a HE TONBKO Te (OPMBI, KOTOPHIE BOZMOXHO
H300pa3uTh B HACTOSINEM ONUCAHNH. AHAJIOTHYHOE IPHUMEHSETCS. U K Ha3BaHUSIM
coeuHeHU. /N cuenquanucTa B JaHHOH 00JIaCTH TEXHUKH OYEBHUJIHO, YTO
onpejiefeHHble coequHenus Gpopmynsl (I) conepxkar acCUMETpHYECKH 3aMeIIeHHBIH
aTOM YIJIepoJia U/UJIH CEPBI, U, CIEN0BATEIBHO, MOI'YT CYIIECTBOBATH M MOTYT OBIThH
BBIJIC/ICHBI B ONTHYCCKA aKTUBHBIX U panieMuueckux popmax. HekoToprie coeluHeHUS
MOTYT OposABIATh nonumopdusm. [loapasymesaercs, 4To HacTosIIEe H30OpEeTeHHE
OXBaTHIBAaET JM100YI0 palleMHYecKyl0, ONTUYECKH aKTUBHYIO, IOMUMOPDHYIO UK
CTEPEON3OMEPHYIO GOpMyY HIJIH HX CMECH, KOTOpAs HPOSBISAET CBOMCTBA, IPUTOTHEIE
st uarubuposanus JJHK-rupass u/unu tonouszomepassl 1V, u B nanHo# o6nactu
TEXHHKH XOPOIIO H3BECTHBI METO/IBI TTOJYUCHHUS ONITUYECKH aKTHBHBIX (OopM
(HampuMmep, IyTeM pa3ieeHus palleMUYecKoi GOpPMBI ¢ TOMOUIBIO
HEpPEKPUCTAIIIM3AIIMOHHBIX METOJUK, ITyTEM CUHTE3a U3 ONTHYECKH aKTHBHBIX

HCXOOHBIX BEUIECTB, HYTECM XUPAJILHOI'O CHHTC34, (l)CpMCHTaTI/IBHOFO pasacicHu4,

Crp.: 35



10

15

20

25

30

35

40

45

30

RU 2424240 C2

OHONpeBpaIICHHAS HITH XPOMATOrPadiueckoro pa3aeeHus, HCOMb3ys XHPaIbHYIO
HEIOJIBMKHYIO (a3sy), a Tak)Ke MeTOAb! onpenencuua 3G GeKTUBHOCTH JUTs
unruouposanus JIHK-rupassl u/unu Tomonsomepassl [V ¢ IOMOIMIBIO CTaHAaPTHEIX
TECTOB, OIIMCAHHBIX B HACTOSAIMIEM OITHCAHUH Jlaliee.

Taxxe moapasymeBaercs, 4ro onpejelicHHble coeaunenus Gopmyisl (I) u ux
COJTH MOTYT CyLIECTBOBATh B BU/IE COJIbBATOB, a TAKXE B BHJI€ HECOILBATHPOBAHHBIX
$opM, TaKux, HapUMep, KaK FUApaTHpoBanHble Gopmer. Taxke moapasyMeBaeTcs,
4TO MOX 00beM M300peTeHUs MOANANAIOT BCEe TAKHE COJLBATUPOBAHHBIE (HOPMBI,
xoropsle uHrudupyrot JIHK-rupasy w/unu tonousomepasy IV.

IIpennoytuTensHBIE U MOAXOJLHINE 3HAUEHHUS ISl ONIpeaeNeHHbIX
3aMECTHTEJIEH U IPyIN, Ha KOTOPhIE CCBUIAIOTCS B HACTOSIIEM H300pETEHUH,
NpHBEIEHE! HUKE. Takue 3HaUEHHUS MOTYT HCIIOJIL30BATHCH, B COOTBETCTBHH C
N0OBIMA ONpEJIeICHHS M BapDHAHTAMU OCYLIECTBICHUS H30OPETEHHS, YKa3aHHBIMH B
HACTOSUIEM H300pPETEHHH, €CIIH OTO ABJsACTC moaxoaamuM. Kaxable ykasaHHbIe
3HAYCHHA NPEACTABIAIOT COOOH YacTHhIM ¥ HE3aBUCUMBIH BapUaHT OCYIIECTBAEHHUS

H300pETEHHUA.

- 1
Jins coenunenus popmyns I, R' npencrapuser coGoit Cgankuin. R
. y 1
npejcTaBisieT coboi Merun. R npeactasiseT coboii ranored. R’ npexpcrasiger

co00H BOOPO/I.

o 9 2
R? npeactapisgeT coboit Cj.samKu. R? npejacrapiseT coboi MmeTun. R
" 2 ., 2
npencrasisgeT coboif ramoren. R” mpencrasnser coboit ¢prop mnu xyop. R

o 2 o
npeacTasiuseT coboit Bogopoa. R mpencrasnser coboit xmop.

. o 3
R’ npejcrapisger coboi Cj.4alkui. R’ npencrasiser coboit metuna. R
. 3 o 3
npejacTaBiaseT coboit ragoreH. R’ mpeacrasnser coboit ¢rop umu xmop. R
) w 3 .
npeacTasiseT coboit BOAOPO. R’ npeacrapisetr coboit CN. R’ mpeacrasinseT coboi

C=N-OH. R’ npejacraiseT coboit xiop.

W npescraBnser coboii -O-. W npeacrasaser co6oit -N(R®)-. W

npencTaBiser coboit -NH-. W npegcrasnser co6oit -C(R7)(R®)-.
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X npenctaBigeT co60H MPOCTYIO CBs3b. X mpeacTasiser coboit -CH,-. X
npexcrapnsier coboit -C(0)-. X npeacrasiuser cobolt S(O)q- (rae q npeacTapnsger

coboit 1 unm 2).

Konpno A npexacraiseT coboit kapbouuknun. Konbio A npeacrabnser coboi
TeTePOLHKINI; TJI€, €CJIM YKa3aHHBIA reTepONUKINI conepXHuT -NH- gacTh, To aToM
. . 9
azoTa Heo0A3aTENBHO MOXET OBITh 3aMellleH rpymnmoii, Beiopannoi u3 R7. Koabo A
npeactasiseT coboi rerepornukiua. Koneno A mpejcraBiseT co60i THA30IUI,
XHHONUHWI, OEH30THA30IUI, MUPAMHUTHHWI WK nupuauaun. Konasmo A
ApeACTaBIAET coO0H THA30JI-2-UJI, XHHOIUH-4-11, 6€H30THA30J-2-UJ1, HUPUMHIHH-4-

UJl, MAPUAUH-2-UT HIH DAPUIUH-4-HIT.

R* gBseTCS 3aMeCTHTENEM HA aTOMeE yriepoja ¥ BeIOpaH U3 rajioreHa,
ruipokcH, kapbokcu, Cj4ankuna, Ci.4ankokcu, N-(C| 4ankmn)kapbamonna,
N,N-(Cj.4anxuin),kapbamonna, N-(Cj.sankun)-N-(C)_4ankokcu)kapbamonia,
C.sankokcukapbonun win rereponukani-R''-; rae R* HeoGa3aTenpHo MoKeT GHTH
3aMEIlEH y aToMa yIjiepojia OQHUM UJIU HECKOIbKUMH R'. R" BBIOHpAIOT U3
rugpokcu, Cs.qankenuina, Cy4ankokcu, N-(Ci.4ankun)aMiuHO HIH

N,N-(C.4ankun),aMHiHO; H R npeacTtapiasgeT coboit -C(O)-.

AnbrepHaTuBHO, R* sBNIsIeTcs 3amMecTHTEIEM Ha aToMe yriepoga i BHIGpaH U3
¢dropa, ruapokcu, kapbokcH, METHIIa, METOKCH, NPONOKCH, N-3Tunkapbamona,
N,N-numetunkapbamounna, N-meTun-N-MeTokcukapbaMonia, METOKCHKapOOHHIIA UITH

1, 4
MopdonmuHo-R " '-; rae R Heobs3aTenbHO MOXkeT ObITh 3aMeIlleH Y aToMa yrjepojaa
12 pli2
OAHHM HJIM HECKOJBKUMH R “. R'” BBIOMpAIOT U3 ruIpOKCH, 3TEHUJIA, METOKCH,

1 .
N-mertunamuso mwin N, N-gumernnamuso; u R' npexcrasnser co6oit -C(O)-.

AnbrepHatusro, R? sBasercs 3aMecTHTeIeM Ha aTOME yriepoaa H BHOPaH 3
METOKCH, l'HJIPOKCH, METOKCUKapOoHuUIa, PTopa, annuIoKCH, IPONOKCH,
N, N-numetunkapbamousa, mopdonunokapbouuna, N-atunkapOamouna, N-(2-

rHJIPOKCUATHI )KapOaMomia, TMMeTHIIaMUHOMeTHIa, N-MeThI-N-MeToKcHkapbaMona,

METOKCHUMETHIIA, MCTHJIAMHUHOMCETHIIA H Kap601<cp1.
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AnbrepHaTnBHO, R* sBisercs 3aMectnTeneM Ha aToMe yriepoga u BeiOpaH U3
METOKCH, THAPOKCH, METOKCHKapOOHUIa, PTopa, a/InIOKCH, TPOTIOKCH,
N,N-gumerunkap6amonina, MmophonnHokapOonuia, N-atunkapbamounna, N-(2-
THJAPOKCHITHII)KapOaMoHuia, IHMETHIAMHHOMETH I, N-MeTHI-N-MeTOKCHKapbaMoHuIia,
METOKCHMETHIIA, METUIIaMHHOMETH A, KapOokcH, N-MeTHI-N-MeTOKcHxKapbaMouiia,
N-ruapoxcusTHIKapbamonia, raIpoKCUMETHIA, (METUITHO )METHIIA,
(MeTHACYNEGUHHIT)METHNIA, (METUICYTbQOHMI)METHIA, OCH3UIOKCH, IPONUHUIIOKCH,
METOKCHUITOKCH, METOKCHIIPOIIOKCH, XJIOpa, METHJIA, IUKJIONPOIHIMETOKCH,
THA30JHIMETOKCH, 3TOKCH, OKCHYKCYCHOHN KHMCJIOTHI, 3THJIaMHHOKApOOHUIOKCH,
aJUIMIAMUHOKAapOOHUIIOKCH, THPHANHHIMETOKCH, THAPOKCHIIPOTIOKCH,

MeTOKCH(METHIT)aMHHO, U a3U0.
4 o
AnerepHaTHBHO R nmpeacrtasisier co0oii ranored, npeAnoO4YTUTENBHO QTOD.

RS SIBJISCTCSH 3aMECTHUTEIECM HA aTOMCE yriaepoaa u BBI6paH U3 rajIoreHa,
kapboxcu, kapbamouna, C;_sankuna, C,.sankoxcu, N-(C_4ankmin)kapbamonna,
N-(C).4ankokcu)kapbamomia uin Cj4ankokcukapOoOHuma; rae R® Heo6A3aTENbHO
MOXeET OBITh 3aMEIIIeH Y aToMa yrjiepoaa OJHAM MUK HECKOJIbKUMHU R?. R"
BbIOMpaioT u3 C|.4aTKOKCH HIIH Kap6OIII/IKJII/IJI-R14—; u R npencraBiseT coboit

IIPOCTYIO CBSI3b.

A7pTepHATHBHO, R’ SBISeTCS 3aMeCTHTENEeM Ha aToMe yrieposa U BHIOpaH u3
xJopa, kapbokcu, kapbamonia, MeTHIa, METOKCH, N-(M3onponuin)kapbaMona,
N-(Metokcu)kapbamonia, METOKCHKapOOHUIIA HIIH TOKCUKapOOHHIIa; T 1€ R’
HeoOsI3aTEIhPHO MOXKET OBITh 3aMEIllEH Y aTOMa yTiepojia OJJHAM UJIH HECKOJIBKUMU
R'2. R" BBIOHPAIOT U3 METOKCH HIIM Q)CHHJI—RM—; u R" npencrasiseT coboH nIpocTyro

CBA3b.

5
ANbTepHAaTHBHO, R’ ABISETCA 3aMeCTUTENIEM Ha aTOME yriepoja U BhIOpaH u3
xjopa, kapbokcH, kKapbaMoua, METHIa, METOKCUMETHIIA, MeToKcH, N-(1-meTui-1-
bennmyTrN)KapbaMouna, N-(MeTokcH )kapbamonsa, METOKCUKapOOHHUIa HIIH

3TOKCHKapOOHHIIA,
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AnpTepHAaTHBHO, R’ SBISETCA 3aMECTHTEIEM HA ATOME yriaepona u BeIOpaH u3
Xj1opa, kapOokcu, xapbaMoua, METHIIA, METOKCUMETHIIA, MeETOKCH, N-(1-meTun-1-
enmmTHI)KapOamMonTa, N-(MeTOKCH)Kap6aMonia, METOKCHKapOOHMIa HIIH
3TOKCcHKapboHuna, N-MeTokcukapbamomiia, Gopmuiia, (METOKCHEMHHO )METHIIA,
U30IPONOKCHKApOOHMIIA, 3TOKCH, MOPGOIHHOKApOOHHIA, THAPOKCH-1-METHIATHIA,
aMHHO, METOKCUKapOOHHUIaMIHO, MeTHICYb(ouunaMmuto, N-(1-meTun-1-
benumyTuI)KapdbaMonna, N-2-Mmophonun-4-unsTHiIKapbaMonia,
nunepaarHoxapbonuna, N-MeTunkapbamouna, N-2-ruapokcusTuiikapbamonna, N-2-
MeTOKcH3THNKapbamoua, N-2-ruapoxcunponuinkapbamonna, N-2-rugpokcu-1-
MeTHIOTHIKapbamMoHna, N-u3okcaszonunkapbamounna, N2,2-nudropatuinkapbamona,
N-tetparuapodypan-3-unkapbamounna, N-nukinonponuikapbamounna, N-1-
HHaHoUUKJIonponuiakapbamounna, N-2-dgropuuknonponuikapbamMmoniia, N-2-THAPOKCH-
1,1-gumeTunstunkapbamonna, N-1-nuano-1-metwnatuiakapdbamonia, N-1-
(rMIPOKCUMETHII-2-METOKCH-2-0KcoaTunKapbamouna, N-1,3-nuokconan-2-
unMeTHIKapbamoua, N-3-(2-0KconuppoauaAuH-1-unnponuinkapbamonia, N-ITupHIAH-
2-unMmetuikapbamounna, N-2-(MeTUITHO)3THiIKapbamonna, N-1,3-okca30i1-2-
mwiMetunkapbamonia, N-2-dbropatunkapdamounna, N-(2-rugpoxcu-2-
METHJIIPOn I )kapOaMonia, MopdoanH-4-unMetuna, mpem-0yTuIaMAHOMETHIIA,
NAOepuInH-1-mwiMeTnna, (3-ruIpoKCUNUPPOTHINH- 1 -H1)MeTHIIA,
(ruppoxcuuMuHO)MeTHna, 1,1-nudTopmeruna, asuromeTnna, nuaso(Mopdoaut-4-
wi)MeTnna, N-2-(metuncynsdoHuin)sTuikapbamonia, HHaHo, 1-THIpOKCH-1 -
METHJITUIIA, HUKJIOTponuiIMeTuiaa, N-metunkapbamouna, N-1-
KapOOoKCHIIMKIIoNpouiIkapOaMonna, N-u3okcazon-3-unkapbamonna, N-npomn-2-uH-
lunkapbamonita, N-1-kap6okcu-2-ruipokcumeruiakapbamonna, N-[3-(2-
OKCOMUppONUanH-1-mwin)npommi|kapbamounna, N-(2-TuapoKcH-2-
MeTUInponuI)kapbamonna, N-metokcH-N-MeTnikapbamornia, N-2-
(MeTuacyasdonun)atunkapbaMmonna, N-metokcunponuikapbamonna, u

METOKCHMETHJI)3THJI |aMHHO } KapbaMouna.
AnprepHaTHBHO R’ mpeacTaBiseT co6oit kapBokcH.
6 N
R” mpencrasiser co6oit BOTOPOA.

n npencrapnseT coboi 1.
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m npeacTaBiseT co6oif 1 mam 2; rae 3uavenus R° MOryT GBITh OHHAKOBBIMH

HJIM pasHBIMH. m NpeacTaBnger coboit 1. m npencrasuser coGoi 2.

B naneHelillieM BapuaHTe OCYIIECTBIEHHS H306pETEHNS 00eceynBaeTCs
coenunenne Gopmyisl (I) (kax uzo6paxeHo BrIlIE), B KOTOPOH:

R! BeIOUparoT u3 Cy.4ankuna;

R? BEIOMpAtOT U3 rajorexa.

R3 BBIOMpAIOT U3 BOJOPOJIa HJIH TajioreHa;

W npeacrasiser coboit -N(R®)-;

X npencraBiuser co0oH NPOCTYIO CBA3D,

Konbno A npexnctaBiser cob0if reTepoUKIHI,

R* sBnsteTcs 3aMecTATENIEM Ha aTOMe yriiepojia v BhIOpaH W3 rajaoreua,
THApOKCH, kapbokcH, Cj.4ankuna, Cj4ankokcu, N-(C4anxun)kapbaMonna,
N,N-(C,.sankun),kapbamonia,

N-(Ci.sankun)-N-(C).4ankokcu)kapbamoria, C.4alKOKCHKapOOHHUIIA HITH
reTepounKan—R”—; rae R* HeoGs3aTensHo MoXkeT GHITh 3aMeleH y aToMa yriiepoja
OIHHM HIH Heckonbkumu R'%;

R’ gBisieTcs 3aMeCTHTENEM HA ATOME yriiepoza 1 BbIOpaH U3 rajaoreHa,
xapbokcH, kapbamouna, C;4ankuna, C.4ankoxcu, N-(C).4ankun)kapbamonia,
N-(C,.sankokcu)kapbamounna unu C).4aNKokcukapOOHUIIA; TIe R® HeoGs3aTenbHO
MOJXeT OBITh 3aMeIlleH Y aToMa yriepoa OJHHM HJIH HeCKOJIBKUMH R'Z;

R® npeAcTaBiseT coO0H BOAOPOLI;

R npeacrasiset coboi -C(0)-;

R BBIOHpaIOT U3 ruapokcu, Cy qankenuna, Cj.qankokcu, N-(Cj.4alKuI)aMUHO,
N,N-(C).sankumn),aMHHO WU Kap6oup11<nnn-R14—;

R" NpeACcTaBiseT coO00H TPOCTYIO CBA3B,

n npenactasasier coboit 1; u

m TpejcTaBiser coboit 1 uiau 2; rie 3HaYeHH S R’ MOTYT OBITh OJJTHHAKOBBIMH
WJIH Pa3HBIMH;

HIH €TI0 (bapMaHeBTI/ILICCKI/I ImIpueMiIeMas CoJb.

B nanpHeiinieM BapHaHTe OCyLIeCTBIEHUS H300peTeHUs 00ecneynBaeTCs

coenuHenue Gopmylsl (1) (kak n306pakeHo BHINIE), B KOTOPOii:
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R BBIOHPAIOT M3 METHJIA;

R’ npeacraBiset coGoil drop min xIop;

R’ BEIOMPAIOT U3 BOAOPOAa, PTOpa UK XJIOpa;

W npencrapnset coboit -NH-;

X npencraBiseT coboi TPOCTYIO CBA3b;

Konbno A mpejcrasmnser co60it THA30IMII, XHHOIHHUI, OEH30THA30JINI,
NUPUMUJIUHUI WIH THPUIAHHIL,

R* gBsieTcs 3aMeCTUTEIEM HA aToMe yriepoja u BEIOpaH U3 METOKCH,
THIPOKCH, METOKCUKApOOHHIa, GTOpa, aJllIHIOKCH, IIPOIIOKCH,
N,N-pnmetunkap6amonna, MopdonuHokap6oHuia, N-stunkapbamonia, N-(2-
THAPOKCHITHII)KapbaMouia, TuMeTHIaMIHOMETHIIA, N-MeTHII-N-MeToKCHKap6aMoua,
METOKCHUMETHIIA, METHIaMHHOMETHIA H KapOOKCH;

R’ sABIISICTCS 3aMECTUTENEM Ha aTOMe yriepoza 1 BeiOpaH u3 xynopa, kapbokcH,
kKapbamousa, MeTHJIa, METOKCUMETUNIA, METOKCH, N-(1-MeTui-1-
¢benunstun)kapbamonna, N-(METOKCH )kapOaMOHUIa,
METOKCHMETHUII)ITHJI |JaMHHO } KapOaMouIa, METOKCHKapOOHHUIIA HIIH dTOKCUKApOOHMIIA;

n npeacTtasiset coboit 1; u

m TpesicTaBiseT co6oi 1 MK 2; rue 3HauYeHHs R° MOTyT 6BITh OXHHAKOBEIMA
WA Pa3HBIMU;

HIH €TI0 (I)apMaueBTqucxn InmpueMiieMasd COJIb.

B nanpHelilreM BapHaHTe OCYIIECTBICHUS H300peTeHus obecreunBaeTcs
coequreHue GopMynsl (I) (kak uzo0paxkeHo BBIIIIE), B KOTOPOH:

R' BLIGHPAIOT U3 BOJIOPO/IA HIIH METHIIA;

R? npejcTaBiseT co00# Bogxopoa, OpoM, ¢prop, xnop, CN, unu -C=NOMe;

R’ BEIGHpaIOT H3 BOJOPOAA, BTOPA HIIH XJIOPa;

W npencrasiser coboii -NH-;

X npencraBiigeT cOO0ON NMPOCTYIO CBA3D;

Konpiio A npeacrasiseT coO0H THA30JIMII, XHUHOIHHMI, OEH30THA30IHI,
OUPUMHUUHUI WIA NUPUIUHUI,

R* sBseTCs 3aMeCTHTENEM HA aTOMe Yrileposa i BEIGPaH H3 METOKCH,
THIPOKCH, METOKCHKapOoHUNIa, ¢hTopa, allfInJIOKCH, IPOIOKCH,
N,N-pumernnkapbamoniia, MopposnnokapOonuna, N-stunkapdamouna, N-(2-

I'MIpOKCUA3TUI )kapObaMouiia, IUMeTUIaMiHoMeTuI1a, N-MeTui-N-MeTokcukapbaMouia,
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METOKCHMETHIa, METHIIaMIHOMeTHNIa, KapbokcH, N-MeTHa-N-MeToKcuxKkapOaMonia,
N-rujpokcusTaikapbaMounia, THAPOKCUMETIIIA, (METHIITHO )METHIIA,
(MeTnacynbGuHHI)MEeTHIIA, (METHIICYIBQOHII)METHIA, OCH3UIOKCH, IPOIHHHUIOKCH,
METOKCHATOKCH, METOKCHIIPONIOKCH, XJIOpa, METHJIA, LMKJIONPONHIMETOKCH,
THA30JIMJIMETOKCH, 3TOKCH, OKCUYKCYCHOH KHUCJIOTHI, 3THIAMHHOKAPOOHHIIOKCH,
AJNTHIIAMAHOKAapOOHHMIIOKCH, MHPUANHUIMETOKCH, THAPOKCHIPOIIOKCH,
METOKCH(METHII )aMHHO, U a3HJI0;

R® SBIISETCS 3aMECTHTENEM Ha aTOME yriepoja 4 BeIOpaH U3 xjopa, KapOOKCH,
KapbamMouiia, MeTHIa, METOKCUMETHIIA, MeToKCcH, N-(1-MeTH-1-
benmmTHI)KapOamonia, N-(MeTokcH)kapbaMounia, METOKCHKapOOHHIIA HITH
sToKcHKapboHua, N-MeTokcukapbamonna, popmuiia, (METOKCHHMUHO )METHIIA,
U30IIPONIOKCHKapOOHMIA, 3TOKCH, MOPGONUHOKapOOHUIA, THAPOKCH-1 -MeTUIITHIA,
aMHUHO, METOKCUKapOOHMIaAMUHO, METHICYIbQOHUTaMIHO, N-(1-MeTui-1-
¢deHnnsTHI)Kapbamonna, N-2-mopdonuH-4-unsTHIKapOaMonnia,
nunepuaAnHokapbonuna, N-metunkapbamounna, N-2-rugpokcustuikapbamonna, N-2-
METOKCHATUIKapbamMonna, N-2-ruapokcunponuikapbaMonna, N-2-rugpokcu-1-
MeTHI3TAIKapbamouna, N-u3okcazonunkapbamouna, N2,2-nudropaTuikapbamMmoniia,
N-tetparuapodypan-3-unkapbamonna, N-niukinonponuikapdamonina, N-1-
HHaHOUHKJIONponuakapbaMona, N-2-gropuuknonponuikapbamonina, N-2-ruipoKcH-
1,1-numetunatunkapdbamounna, N-1-nunaHo-1-metunstunkapdbamonnia, N-1-
(ruIpOKCHMETHII-2-METOKCH-2-0KcodTHIKapbamoua, N-1,3-nuokconan-2-
unMetuiakapbamonna, N-3-(2-okconupponuand- -uinponunkapbamonsa, N-TUpUAHH-
2-unMeruikapbamounna, N-2-(MetwiTro)aTunkapbamonna, N-1,3-okca3zomn-2-
uIMeTHiKapbamonsa, N-2-¢propatunkapbamounna, N-(2-ruipoKcu-2-
MeTUnponui)kapbamounna, MopdosinH-4-UIMeTHIA, mpem-OyTHITAMHHOMETHIIA,
NUIEPUANH- 1 -unMeTHIa, (3-rHIPOKCUITHPPOIHIUH-1-HII)METHNA,
(rugpoxcHuMuHO)MeTHIIA, 1,1-ntudTopMeTHIa, a3UIOMETHIIA, LHaHO(MOPGONHH-4-
un)merria, N-2-(MeTuiacyasGoHuI)3THIKapOaMonia, N1HaHo, 1-ruipokcu-1-
METHJISTHIIA, [IUKIONpOoNuIMeTuaa, N-meTunkapbamonia, N-1-
kapOoKCcHIUKITonpounkapbamona, N-u3o0Kkcasol-3-unkapbamouna, N-pon-2-uH-
lunkap6amonna, N-1-kapbokcu-2-rugpokcuMeTuiakapdbamonna, N-[3-(2-
oKconupposuanH-1-un)upomnun]kapdbamonnia, N-(2-rupoxkcu-2-

MeTunnponui)kapbamonna, N-MeTokcu-N-MetunkapOamonna, N-2-
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(MeTuncynbGonui)sTHIKapOaMonIa, N-MeTOKCHITponuIKapbaMonna, 1
METOKCHMETHII)3ITHII |aMHIHO } KapbaMomnia;

n npeacTasiser coboi 1; u

m mpeAcTaBiser coboil | unu 2; rie 3nadenus R° Moryt GbITh OXHHAKOBBIME
WJIH Pa3HBIMU;

HJIA €TI0 (bapMaueBTI/ILICCKI/I IIpHeMJIcMas COJ1b.

B naneueiimem BapHaHTe oCyIlecTBICHHs H300peTeHHs, 0OeCIEUHBACTCS
COeMHCHHE 110 H300PETEHUIO, KOTOPOE NMPEACTABNAET COO0H coequHeHHe (OPMYITBI
(IA)

0 N/X
R3),,

\ T T we,

(1A)
B KOTOpO:

R! BBIOMPAIOT U3 BOJAOpOIA, rajoreHa, nuaHo, unu Ci_4ankuia;

R? BBHIOHpAIOT U3 BOJOpOMA, rajloreHa, uuano, uwin C.4alIkuia;

R? BBIOMpPAIOT U3 BOLOPOJaA, rajoreHa, quano, Cqankuna, unu -C=N-OH;

X npexcrasuger cobo npoctyio ¢Ba3b, -CHj-, -C(O)- umn S(O)q- (rze q
npeacraBisier coboit 1 unu 2);

Konsiio A npeactapnsieT coboit KapOOIUKIUIT UK TeTePOIUKIHI; IAE, eCITH
yKa3aHHBIA TeTePONUKIHI conepxUT -NH- yacTh, TO aTOM a30Ta HeoOA3aTeIbHO
MOXeT OBITH 3aMeIlleH Ipynmoi, BLIOpaHHO# U3 R’

R? 1 R’ 4BASIOTCA 3aMECTHTESIMH Ha aTOMe yriaepojia U He3aBUCHUMO BHIOPaHbI
U3 raJioreHa, HUTpPO, IHAHO, THAPOKCH, TPHPTOPMETOKCH, aAMHHO, KapOOKCH,
Kapbamoua, MepkanTo, cyabdamonna, cyabdo, Gopmuna, ypeuno,
THApOKCUUMHUHOMeTHNA, C|.4aTKOKCHUMUHOMETHIA, N-THIpOKcU(OpMaMHIO,
C|.4THIpa3suHO, THAPA3HHOKAPOOHUIA, N-THAPOKCHITAHUMHJIOHIIA,
aMHHO(TUAPOKCHUMHHO )MeTHNa, C;4ankuna, Cy 4ankenuna, Co 4aIKuHUAA,
Ci.sankokcu, Cj.4ankanounna, C4ankasounokcu, N-(C_4anKun)aMuHO,
N,N-(Cj.sanxun)amuno, Ci.4ankanonsiaMuuo, N-(C,_sankun)kapbamornia,

N,N-(Cj.zanxui),kapbamonna, N-(Ci.sankokcu)kapbamonia, N'-(C|.4anxkun)ypeuio,
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N',N"-(Cyqanxun),ypensio, N-(C.4ankun)-N-(C)_sankokcn)kapGamonia,
C1-4anxunS(O),, rae a npeacrasiseT coboi 0 - 2, Ci4ankokcukapbonua,
Ci.sankoxcukapbonunamuno, N-(C;.qankun)cynsdamona,

N, N-(Cj.4ankuin),cynbedamonna, Ci.4ankuncynbpoHuIaMHHO,
Cisanxuncynsponunamuaorapbonuta, N'-(Cy.4ankun)ruapasuHoKap6oHuIa,

N' N'-(Cj4ankun);rupasutokap6onnna, kapSouukmmi-R' - uiu retepormkami-R'—
; rae R* u R® HesaBucumo APYT OT Apyra HeoGA3aTeIbHO MOTYT OBITh 3aMELIEHE] y
aToMa yriepojJa OJHUM WJIH HecKonbkuMu R'%: u rae, ecnu YKa3aHHBIH FeTepPOIHKINI
conepxut -NH- yacTh, T0o aTOM a30Ta HeoOA3aTENBHO MOXET GBITH 3aMellleH PYIOi,
BEIGpanHoil n3 R,

R® npencrasiseT coboit Bogopoa uin Ci_4aliKui;

n npeacrasnset coboit 1-4; rae sHavenus R* Moryr 6bITh otuHAKOBEIMH HiTH
pPa3HbBIMH;

m npeacrasiser coboii 0-4; rxe 3HaueHHs R’ MOTYT GHITH OAMHAKOBBIMH HIIH
pa3HBIMH;

R'? BBIOMPAIOT U3 a3UJ0, FaJOTeHa, HUTPO, HAHO, THIPOKCH,
TpUQPTOPMETOKCH, aMHHO, KapOOKcH, KapbaMoniia, MepKaITo, cynb(haMouIa,
Ci.sankuna, Cy.4ankenuna, Cy.qankununa, C.4ankokcu, Ci.4aNKaHoOUNIA,
Ci-.4anxanonnoxcu, N-(C;_sankxmn)amuno, N,N-(C_sankun),aMuHo,
Ci.sankanonnamuno, N-(Cj.sankun)kapbamonna, N,N-(C,_sankui);kapbamonna,
Ci4anxknnS(0),, rae a mpeacrasisier coboii 0 - 2, C;_4aNKoKkCHKapOOHHUIIA,
N-(Ci.sanxum)cynspamonia, N,N-(C,_sankun),cynsdamonna,
Ci.4ankuncynbponunamMmuao, C 4anKoKCHKapGOHHIAMUHO, Kap60HI/IKJ'IHJ1-R]4— )5 1207
rereporkmui-R’-; rre R'? nesasucumo JpYT OT Apyra HeoOs3aTeIbHO MOTYT OLIThH
3aMeIeHbl y aToMa yriepoja OJHMM WM Heckolbkumu R'S; u rae, ecnu YKa3aHHbIH
reTepPOLUKINII coepkHUT -NH- 4acTh, TO aTOM a30Ta HE00A3aTENBHO MOXET OBIThH
3aMelIeH Tpynnoi, BEIOpaHHON U3 R”;

Rg, R u R! nezasucumo BEIOHpatoT U3 Cj.4ankuna, C, 4anKaHoua,
Ci.sanxuncynsdonuna, Ci.4ankokcukapboHuiIa, kKapbamoua,
N-(Cj.sankun)kapbamonna, N,N-(C.,ankun)kap6amona, OeH3nia,
OGensunokcukapboHnia, 6eH30mIa 0 GeHUICynb(POHuUIIA;

Rlo, R'', R™ u R' nesasucumo BBEIOHPAIOT U3 IPOCTOM ¢Bs3H, -O-, —N(ng)—,

-C(0)-, -N(R**)C(0)-, -C(O)N(R*")-, -S(0),-, -SON(R*H- rn -N(R*)S0,-; rne R'%,
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R19, Rzo, R*' 1 R?? wesasucumo BLIOHPaAIOT 13 Bogopoaa unu Cj4aliKuia u p
npejcrasiaseT coboi 0-2;

R'® BBHIOMPAIOT U3 rajioreHa, HUTPO, HAHO, FHAPOKCH, TPHGTOPMETOKCH,
TpudropmeTHIa, aMHHO, KapboKcH, kapbaMouna, MepKanTo, cyis(paMOuIa, MeTHIIA,
3THJa, ITCHUIIA, STHHUJIA, METOKCH, 9TOKCH, alleTHJIa, alleTOKCH, METHIIAMHHO,
3THJIAMUHO, TUMETHJIAMHHO, THITHJIAMUHO, N-MeTHI-N-3THNaMUHO, alle TUIaMUHO,
N-metunkapbamonna, N-sTunkapbamounna, N, N-1aMeTankapbaMonia,

N, N-pustunxapbamonna, N-MeTun-N-stuiakapbamMoria, METUITHO, STHIITHO,
MEeTHICYNbQHUHHIA, ITHICYTEQHHMIA, ME3HIIa, STHICYIb()OHHUIA, METOKCHKApOOHHMTa,
aTOKCcHKapbonuna, N-metuncyinbdamonia, N-3TuicyaspaMmona,

N, N-numeruncynsdamonna, N, N-qustuincyibdhamMmoniia Hin
N-metun-N-3tuncynsdamonia;

HJIH CT'0 (bapMaIleBTI/I‘-IeCKH npuemMiacMas CoJIb.

B manbHeiieM BapyaHTe OCYLIECTBICHHS H300pETEHH S, 0DecIeunBaeTcs
coenuHenune popmynsl (IA), koTopoe mpeacrapiser coboil coenquHenure GOpMy bl

(IB):

0 N (RS)

\ /0 ®9),

(IB)
B KOTOpOH:

R sBisteTcs 3aMecTHTENEM Ha aTOME YLIIEPoa | BHIOpaH M3 METOKCH,
THAPOKCH, METOKCHKapOOoHHIIa, (pTopa, AJITUIOKCH, ITPOIOKCH,
N,N-numetunkapbamonna, MopdonurokapOornuna, N-atunkapbamonna, N-(2-
IHJPOKCHITHI)KapOaMona, AMMEeTHIaMUHOMeTHIa, N-MeTuI-N-MeToKCHKapOamouia,
METOKCHMETHIIA, METHIIAMHUHOMETHIIA, Kapboken, N-MeTui-N-MeTokcuxkapbaMouna,
N-rugpokcusTuikapbaMmounna, FTHAPOKCUMETHIA, (MCTHITHO )METHIIA,
(MeTHACYTEUHUI)METHIA, (METHICYTH(POHUNI)METHIA, OEH3HIOKCH, IPONMUHUIOKCH,
METOKCUITOKCH, METOKCUIIPOIIOKCH, XJIOpa, METHIIA, [IUKIOIPOIHIMETOKCH,

THA30JIMIMETOKCH, DTOKCH, OKCHYKCYCHOﬁ KHCIIOTHI, BTHJIaMIrIHOKap6OHI/IJIOKCI/I,
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AJTHIIaMHHOKapOOHUIIOKCH, IIMPHIMHAIMETOKCH, THAPOKCHIIPOTIOKCH,
METOKCH(METHII)aMHHO, U a3UJ10;

R’ SBIISETCS 3aMECTUTEIEM Ha aTOMe yrjiepoJia 1 BeIOpaH U3 xjopa, kapOokcH,
KapbamMouiia, METHIA, METOKCUMETHIIA, METOKcH, N-(1-MeTmi-1-
$enmnaTun)kapbamonna, N-(MeTokcH)kapbaMouia, METOKCHKapGOHMIA UK
dTOKCHKapboHuna, N-metokcukapbamonna, Gopmuna, (METOKCHUMHHO )METHIIA,
H30IPOIIOKCHKAPOOHHUIA, STOKCH, MOP(OIHHOKapOGOHUIIA, THAPOKCH- 1 -MEeTHIIOTH LA,
aMHHO, METOKCUKapOOHUIIAaMIHO, METHIICY b oHAIaMHEHO, N-(1-MeTun-1-
¢enunsTun)kapbamounna, N-2-Mmopdonun-4-uisTunkapbamonna,
nunepuauHokapbonuia, N-metunkapbamonia, N-2-ruipokCcusTuiIKapbaMonna, N-2-
METOKCHITUIIKapOamonna, N-2-TuapoKkcunponuikapbaMmonna, N-2-rugpokcu-1-
MeTHITUIKapOamonna, N-u3okcasonnukapbamonna, N2,2-qrupTopatunkapbamonia,
N-retparnapodypan-3-unkapbamonna, N-nukionponunkapbamonna, N-1-
LUHaHOLMKIonponunkapbamonna, N-2-¢ropuuknonponuikapbamonia, N-2-raipoKcu-
1,1-numeTrnsTHaKapbamMonna, N-1-nunano-1-merunstunkapbamonna, N-1-
(THOIPOKCHUMETHI-2-METOKCH-2-0Kco3THIKapbamonna, N-1,3-1uokconan-2-
uiMeTuiIKapbamonia, N-3-(2-okconupponuans- 1-uinponuikapbamMmonia, N-IHpUIHH-
2-unMetunkapbamonna, N-2-(MeTHITHO)3THIKapbaMoua, N-1,3-okcazomn-2-
uiaMeTuiIKapbamonna, N-2-propatunkapbamonna, N-(2-rugpokcu-2-
MeTHJIponHiI)kapbaMonna, MOpQoNUH-4-UIMETHIA, mpem-0yTHIAMHHOMETHIIA,
NUNEPHAUH-1-unmernna, (3-ruipoOKCHNUPPONIHAHH- 1 -HT)METHIIA,
(TUAPOKCUMMHHO)METHIA, 1,1-q1udTOopMeTHIa, a3uomeTIa, muano(MopdonuH-4-
un)Mmetuna, N-2-(MeTuncyabGOHUT)ITUIKapbaMonIa, HHaHo, 1-ruapokcu-1-
METHUITHIIA, MUKJIONponHIMeTriIa, N-MeTunkapbamonna, N-1-
KapOokcunukionpounkapbamonna, N-u3okcazon-3-unkapbamonna, N-pomn-2-uH-
lunkap6amounna, N-1-kapbokcu-2-rugpokcumMernikapbamonna, N-[3-(2-
OKCONMPPOJIUAUH-1-un)nponui|kapbamounna, N-(2-rugpoKcu-2-
METHJIIpONHI)Kapbamouna, N-MmeTokcu-N-Metuikapbamonna, N-2-
(MeTmncynbGOHUT)ITHIKapOaMonTa, N-MeTOKCHIPONUWIKAapOaMorIa, 1
METOKCHUMETHUJI)3THI JaMHHO } KapbaMouia;

n mpejcTapiseT coboit 1; rae 3navenus R* MoryT 65T 0HHAKOBEIME WITH
pa3HBIMHU; H

m npejcrasuser co6oi 1 umu 2; rae 3nauenus R° MoryT GEITh 0 AMHAKOBLIMU

HUJIH pa3HbIMH.
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B nanbuelilneM BapuaHTe OCYIIECTBICHHS H300pETEHUs, 00eCIeYnBaETCs

coenuHeHue popMyinst (IB), koTopoe mpencraBiser co6oii coequnenne GopMybl

(IC).

Com N“@(Rs)m
R N

Mﬁ

R? R3 R

(IC)

B nmanbueiimem BapHaHTe OCyLIeCTBIEHHS H306peTeHNs, 0OeceYuBaeTCs

coenuHenue popmynsi (IC):

N
H
R4

(1C)

B KOTOPOU:

Konelo A mpenctapisger co60oii reTepoOIUKINAT; TA€E, €CIIH YKa3aHHBIH

reTepPOLMKINII conepXUT -NH- yacts, To aTOM a3zora HeoOA3aTEILHO MOXET OBITh

3aMelleH rpynioi, BeidpanHoit u3 Cy_sankmna, C; sankanouna, C.4ankuicyibpoHMIA,

Ci.sankoxcukapbonunna, kapbamownia, N-(C;.sankun)kapbamouna,

N N-(Cj.sankun)kapbamonsa, 6eH3una, 6eH3UIOKCHKapOOHMIa, GeH30HIa 0

¢denuncynpdponuna.

B nanpneiimem BapuanTe ocyuecTBieHUs H300peTeHus, obecneunBaercs

coeaunenne popmynsl (IC), koropoe npeacrasmnser coboit coeguHenne GopMyIbl

(IE):
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RSa

Y
g 0 N—Q |
Rl N N RSb
WA
R? R3 R*

(IE)

B KOTOPOH:

Y npencrasnser coboit N-H, N-C,_janxuna, S, uiu O;

R>? npeactasngeT coboit H unu xak onpenesieHo mis RS;

R® npexncrasiusget coboit H unu xak onpeneneno mis R®; win

R’ u R*® Bmecre ¢ aTomamu yrijiepoza, K KOTOpsIM OHH HPHUCOETUHEHEI,
00pasyroT 6-TH YIEHHOE KapOOUUKIHIBHOE KOJBI0, 3aMEIeHHOEe OXHON HIIH JBYMS

IpyIIaMH, BEIOPAHHBIME H3 R’ KOTOpEIE MOTYT OBITh ONTMHAKOBBIMH HJIH PA3HBIMH.

B naneneiimeM BapuaHTe OCylIECTBACHHSA H300peTeHHs, oGeceunBaeTcs
coenurenue Gopmyiel (IE), koTopoe npeacrasisiet coboii coenunenne GopMysl
(IF):

g R5a
N~<\ |

N RSb

IIpeanodTuTenbHBIMU COETWHEHUSMH COMIACHO H300PETEHUIO SBIAIOTCS
COCIMHCHHUA U3 IIPUMEPOB, KaXJ0€ U3 HUX obecneynBaeT nalbHeH MU He3aBUCUMEIH
BapHAHT OCYINECTBIIEHHS H300peTeHHs. B manbHeHIInX BapHaHTax OCYLIECTBICHHUS,
HacTosllee N300peTEHNE TAKKE OXBATHIBAET JIIOOBIE ABA HIIM OOJIBbIIE COSHHEHUH U3

HpUMCPOB.
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B onnom BaprnaHTe ocyuiecTBieHHs H300peTeHUS 00ecIeynBalOTCs
coenuHenus gpopmynsl (1), B anbTepHaTHBHOM BapHaHTE OCYIIECTBICHUS

obecrneynBaioTCs (papMaleBTHYECKH IIPHEMIIEMBIe COH coequuenuit hopmymst (1).

B jnanpHedeM BapHaHTe OCYIIECTBICHHS HAcTOSIIEe H300peTeHNE
obecneunBaer criocob monydeHus coeaunenus popmynsl (1) uiy ero

dbapMarieBTHYECKH MPHEMIEMOI COIH.

Taxum o6pazom, HacTosLIee H30OPETEHHE TAKKE 06ECIIEYNBAET, YTO

coenunenus ¢popmyinsl (I) u ux papManeBTHIECKH IPUEMIIEMEBIE COJTH, MOTYT GHITH

I[I0J1Y4YC€HBI ¢ TOMOIIBIO cnoc06a, KakK OIIHCaHO HHXE (I“LIC H3MEHSAEMBIC I'PYNINIBI HMCIOT

BLINICYKA3aHHBIE 3HAYEHHUS, €CIH CNEIHaIbHO HE YKA3aHO HHAUE):
Cnocob a) nna coeguneruit Gopmyasi (I), 8 kotopeix W npexncrasnser coboit -

C(R7)(R8)—; npespalieHne coeguuenus popmyisl (11):

R,

Re (R,

(ID
rae R? npeacrasnser co6oit nuano u R° npenacrasnseT co00H TUMETHAMHUHO HIIH
JHA3THIaMHuHO; il R* u R® HesaBucumo BeIbupaioT us C) 4ankunruo; unu R* u R®
BMecTe 00pasyroT 1,3-gutHanun uin 1,3-nurnonannui; B coequnenne Gpopmynsl (I);
Cnocob 6) ans coequnaenui popmynsl (I), B kotopsix W npejictasiser co6oii -O-;

B3auMojielicTBue coennHenus Gopmynl (I111):

X
7~
N (R),,

HO (R¥),

(IID)

¢ coenuHenueM Gpopmynsl (IV):
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0O
H

1
N
‘ WA
R? R3

(Iv)

Cnocob 6) nns coequnenuit hopmynsi (1), B kotopeix W npencrasiser coboii -N(R6)~;

B3auMoelicTBue coenuHeHus popmynl (V):

N/X
R
N
H

(R,

V)
¢ coequHenneM popmyisl (IV) uin ero akTHBHPOBAHHBIM [IPOU3BOIHBIM KHCIIOTHI;

H

Cnocob 2) nns coenunenut popmyinsr (I), B koTopeix W npeacrasiser coboif -

C(R")(RY)-; BzaumozeiicTBre coepunenns dopmynsr (VI):
X
O N @(Rs)m
L 4
R'7 R8 (R )n

(VD)

rae L npencrasnger coboi BEITECHAEMYIO TPYIITy; ¢ coenHeHHeM Gopmyisl (VII):

17

R R’
(VID)
Cnocob 0) pns coenunennit popmynst (1), B koropeix W npeacrasiser coboit -

C(R7)(R8)-; B3auMoeicTBue coeauHenus popmyst (VIII):

X
-~
N ®5),,

R7 R® (RY,

(VIID)

rae M npencrabnser cob6oit MeTaluIOOPTaHUYECKYIO TPYIITY; C COEAHHEHUEM

dopmyisl (IX):
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O
. H
N

\ )t

R? R’

R

(IX)
rae L npeacrasnser coboit BEITeCHSIeMyIO IpyIITy;

Cnoco6 e) B3aumonelicTeue coequuerus popmyns (X):

NH

1 H i
R N
R? R3

¢ coeauHeHueM Gopmyinl (XI):

X)

X
D~ 5
(XI)
rae D npencraBnseT co6oit BRITECHAEMYIO TPYIIILY;

Cnocob orc) nns coequnennit opmynsl (I), B kotopeix X npeacrapiser coboii -C(0)-;

B3aUMOJEHCTBHE coeuHeHUs hopMynnl (X) ¢ coenqunenueM Gopmyns (XII):

0

HO (R5),.
(XII)

1 3aTeM, IpH HEOOXOJIMMOCTH:
1) npeppamenue coearnenus Gopmynsl (I) B apyroe coequrenue Gpopmynsi (I);
i1) yraneHue mo0BIX 3al{UTHBIX TPYIII;
111) o6pazoBaHue ¢apMal[eBTHUECKH IPHEMIIEMOH COJIH.

L npencrasnser co6oil BeITecHsIEMYIO rpynmy. [loaXoaA MK 3HAYEHUAMH IS
L aBngioTcs rajiored, HanpuMep XJop u 6pom, neHrabpropdeHokcu u 2,5-
OKCONMPPOIUINH- | -HIOKCH.

D npencrasnsier coboii BEITecHsieMyio rpynny. [ToaxoasmuMu 3Ha4e HASIMU

s D ABIIMIOTCA rajoreH, HalpuMep XJop, OpoM H #o, To3UIaT # Me3umar.
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M npencrasinser coboit MeTamIoopranuyeckyo rpynny, [oaxonsmumMu
3HAYCHUAMH 1t M ABIsIOTCS opranokynpatsl, Hanpumep Culi, iuHKOopranuyeckue
COCJIMHEHHs, Zn, uiu peareHT 'punbspa, nanpumep, MgG, rae G npeacrasiser
co60H ranores, HapuMep, XJIop.

KOHKpETHBIMH yCIOBUAMH PEaKIHH AJIsl BHIEONKCAHHOIO B3aUMOAEHCTBHS
ABJISIIOTCA CIEAYIOIUE YCIOBHS.
Cnoco6 a) Coenunenus dopmynsl (1) Moryr 6biTh IpeBpalleHbl B COeTHHEHUS
dopmynsr (I):
(i) B koToprIx R® mpexncraBnsger coboii nuano u R® npencTaBisieT cobol TUMETHAMHHO
HJIM AH3THIAMHHO; B IIPUCYTCTBHH OCHOBAHHA, HAIIPHMED, THAPOKCHA HATPHUS, B
NOJAXOJASALIEM paCTBOPUTENIE, HAIPUMED, BOJJHOM METaHOJIe IIPH KOMHATHOM
TeMIIepaType.
(ii) B koTopsIx mai R* n R® Hesasucumo BEIGUpatoT u3 Ci_4ankuntuo; win R* un R®
BMecTe 00pa3yioT 1,3-quTHaHuI wid 1,3-INTHONAHWT; B IPUCYTCTBUH PEareHTa,
TaKoro Kak CoJib pTyTH, Mean Hin cepebpa, HanpuMmep, Hg(Cl0y4),, CuCl; nian
AgNO3/Ag,0O, B IPUCYTCTBUH NOAXOAALIETO pacTBOPUTENS, HAIIPHMEDP, METaHOa,
aleToHa MM 3TaHoJa, IPH TEMIIEPAaType B MHTEPBaAJIe OT KOMHATHOM TeMIEPaTyphl 10
TeMIlepaTyphl GJIETMBI.

Coenunenus ¢popmyisl (II) MoryT GbiTh monyyensi cornacuo Cxeme I:

VYecenosus criocoba

NH e) N/X
PgO + X > R,
PgO
R? Rz (RY

R7 rs (RY,
(I1a) " (IIb)

1) CHATHE 3a11UThI
) FGI

H R N~ X
LDA  R._N b R3),,
) =— \ / R + D
R‘Z

R7 Rs RY,
R (¢)

Cxema 1
rae Pg npencrasisier co00# THIAPOKCH 3aIUHTHYIO TPYIITY, KaK ONPEAEIEHO B
HacTosmEeM n300peTeHHH HUMKe; U D mpencrasiiser co60i BEITECHAEMYIO TPYIIILY, KaK

OIIPEACIEHO B HACTOSIIEM I/I306p€TCHHI/I BBIIIC.
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CHaATHe 3aLUTHL AT THAPOKCH 3aIIUTHBIX IPYII XOPOIIO H3BECTHO B IAHHOM
obnacTh TexHUKHU. [IpuMephl TAKOTO CHATHS 3AUMTEH IPHBEIEHLI B HACTOALIEM
U300peTEHUH HIDKE.

FGI o603nauaer B3auMonpespanieHue QyHKIHOHAIBHEIX Ipynil. B
BBHIICTIPUBECHHON CXEME TaKHe IIPEBPalICHUs MEXy F'HAPOKCH TPYIHOi M IPpynIoi
D X0opoino W3BeCTHEI B IaHHOH 00JIaCTH M HAXOMATCA B KOMIETEHIIMH CPELHEr0
CIELHANNCTA B IAHHOW 001acTH.

Coenunenus dopmynsl (I1a) u (I1d) usBecTHEI U3 THTEPATYPEI, UM HX
I0JIY4al0T ¢ MOMOIIBIO CTAaHIAPTHBIX CIIOCOO0B, H3BECTHHIX B JaHHOH 061acTH.
Cnocob 6) Coenunenus popmynsl (II1) u (IV) MoxHO mogBeprars COBMECTHOMH
peaKIui MOXHO IIOJBEPraTh COBMECTHOM PEaKIMH B IPUCYTCTBHH CBA3YIOIIEIO
BElIECTBa, HAllpUMep Aunukinorekcunkapboaunmuna i EDC, B mogxonsimem
pacTBopuTeie, HapuMep auxiopMmerane, TT'® unu npoctoM nuaTHiIoBOM 3¢dHpe.

Coenunenus gopmynsl (III) moryr 6bITh nonydeHs! coriacuo Cxeme 2:

1) YenoBus croco6a e)

NH ..
+ (XI) i1) CHsITHE 3aIIUTHI

(I11)

PgO R4

(11Ia) (R,
Cxema 2

rne Pg npencrapnser co60i rEAPOKCH 3aIIUTHYIO I'PYIILY, KaK OIPENCICHO B

HACTOSIIEM H300pETCHUH HUXKE.

CHsATHE 3aIlIUTH I THAPOKCH 3aLIHTHBIX IPYIII XOPOLIO H3BECTHO B JAHHOI
obnacTu TeXHUKH. [IpAMepHI TAaKOTO CHATHS 3aIUTHI IPUBEJICHBI B HACTOAIIEM
H300pETeHUH HHXE.

Coenunenust popmynsl (I11a) u (IV) aBIsIOTCS KOMMEpPUYECKH AOCTYITHBIMH
COCJIMHEHUSIMH, UJIM OHH U3BECTHLI U3 JIUTEPATYPHI, HIH X HOJYYalOT C [TOMOIIBIO
CTaHJapTHBIX CIIOCOOOB, U3BECTHHIX B JAHHOH 00JacTH.

Cnocob 6) Coenunenus ¢popmynsl (V) u (IV) BMecTe MOTYT I0ABEpTaThCS COYETAHHUIO
B IPUCYTCTBHH MOAXOJAINETO CBA3YIOIIEr0 BellecTBa. B KauecTBe MmoaXoasuinx
CBSI3YIOLIUX PEarceHTOB MOTYT IMPUMEHATHCS CTAHJIAPTHBIC MENITHIHEIE CBA3YIOIHE
peareHThl, H3BECTHBIC B TaHHOH 00J1acTH, WK HapUMep KapOOHMIJIIMHMHUIA30J1 U
JMIUKIIOTEKCUI-KapOoJNUMU L, HeoOsA3aTeIbHO B MPUCYTCTBHH KaTalH3aTOpa, TAKOTO
KaK JUMCTUIAMUHONUPUIUH I 4-THPPOSTUIHHONUPHINH, HEOOA3aTEJILHO B

LIPUCYTCTBUH OCHOBAHHS, HAIpUMeEp, TPUATHIIAMHUHA, THPHINHA, HIIH
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2,6-M-a1Kkua-NIMPUANHOB, TAKUX KaK 2,6-1yTHIUH UnH 2,6-1H-mpem-0y THIITUPHIHH,
IogxoaswuMu pacTBOPHTENAMH SBISIIOTCS JUMETHIANEeTaMH/, JUXJIOpMeETaH, OeH3ol,
TeTparuipodpypas u aumetuindopmamua. Peakiiuo codeTaHus IOAXOAAIIE MOXKHO
OCYILECTBIIATE NPH TeMIlepaTtype B uHTEepBalie ot -40 no 40°C.

Hoaxonsmumy akTHBUPOBAaHHBIMH POU3BOJHBIME KHCIIOT SBISIOTCA
rajloreHaHTHAPHABI KHCJIOT, HallpUMep, XJTOPaHTUIPHIBI, U aKTHBHPOBAHHEIE
cllokHble 3QUpBI, HapuUMep, NeHTadTopdheHnIoBEIE ClIoXHBIe 3(UpH. Peaknus
COCJIMHEHHH 3THUX THIIOB C aMUHAMHU XOPOIIO H3BECTHA B JaHHON 00IacTH TEXHHKH,
HallpUMep, OHU MOTYT B3aUMOJIEHCTBOBATE B IPUCYTCTBHH OCHOBAHHMS, TAKOI'O KaK
yKazaHHBIE BhIIIE, U B IOAXOJALIEM pPACTBOPUTEJIC, TAKOM KaK YKa3aHHbIE BHILIE.
Peakiuio 0OBIYHO MOXHO OCYINECTBIISITH [IPH TEMIIEpaType B HHTepBae oT -40 1o
40°C.

Coenunenns Gopmynsl (V) MOTYT OBITh MONyYeHBI cornacHo Cxeme 3.

NH 1) Ycnosusd cnocoba e)

R6\ + (X1) i) CHaTHE 3aHIIiI‘I>I (1)

| R
by (Va) (RY,

Cxema 3
rae Pg npeacrapisier coboil aMHHO 3aIMTHYIO IPYINY, KaK ONpPEAENIEHO B HACTOAIIEM
n3o6perenun Huxke. CHenuanucT B JaHHOH 007acTH TEXHUKH IIPUMET BO BHUMAaHHE,
yro korna R® mpencrasnser co6oit BOZOPOL, TO ITOT BOXOPOA TAKKE HYXKHO
3aIMTUTH € TOMOIIBIO MOAXOsIIeH 3alUTHO! I'PYIIBIL.

CHsTHE 3aIMUTH JUISI AMUHO3AUTHEIX TPYIIT XOPOUIO H3BECTHO B JaHHOH
obactd TeXHHKH. [IpuMepBl TAKOTO CHATHS 3aIUTHI IPHBEEHEI B HACTOSIIEM
H300PETEHUHN HHUXKE.

Coenunenus Gopmyinsl (Va) ABIAIOTCS KOMMEPYECKU JOCTYIHBIMHU
COCJIMHEHHIMH, HIH OHH M3BECTHHI U3 JINTEPATYPhl, HIIH HX MOJYYaroT ¢ HOMOUIBIO
CTaHJApTHBIX c0c000B, U3BECTHBIX B JaHHOH 00JIacTH.

Cnocob 2) Coennnenus popmyisl (V1) u (VII) MoxHO moaBepraTe peakiuuu B
IOIXOASIeM pacTBOpHTeNe, TakoM kak JIXM unu 1,2-auxnopatald, HeoOS3aTENBHO B
HPUCYTCTBHH KHCIOTH JIbtouca, Hanpumep AlCl;, o1 0 °C 10 xOMHaTHOR
TeMIIepaTypshl.

Coenunaennst popmynanl (VI) MoryT ObITh NOJTy4eHBI cornacHo Cxeme 4.
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Venorus criocoba X
0 NH ¢) O N (R9)
+ (XD - "
R'O RO s
R7 RE (RY, R7 Rt (R,
(VIb)
(VIa)
CHATHE 3aLUTEI
X
0 N~
FGI (RS)m
(VD) - HO
4 4
R” rR¢  RY, (VIc)
Cxema 4

rae R*0C(O) upeacrasiser co6oi CIIOKHOIQUPHYIO TPYIITY.

Hoaxonamumu 3Havenusmu g R? ssasercst Cganknn. CusiTHe 3amuThl R?
KapOOKCH 3alLHTHON IPYIIIEl MOXHO OCYIIECTBJATH B CTAIaPTHRIX YCIOBHSIX,
HampuMep, KHCJIOTHOrO HJIM IMEJIOYHOTO FHAPOJIN3a, TAKHX KaK YCIOBHS,
IPUBEACHHBIE B HACTOAIIEM U300PETCHHH HHXKE.

FGI o603Ha4aeT B3auMoInpeppalienne GyHKIHOHATBHBIX Tpynmn. B
BBIIICIPABECICHHOM CXEeMe TaKue IPEeBpaleHHUs MEeX Ay KUCIOTHOMH Ipynmoi u
rpynnoi -C(O)L xopolro U3BECTHE B IaHHOM 06IaCTH H HAXOAATCS B KOMIIETCHITHH
CpeJHero cruelnualucTa B 1aHHOM 001acTH.

Coennnenns popmynsl (VIa) u (VII) aBnsoTcs KOMMEPYECKH TOCTYIHBEIMH
COCMHEHHUSAMH, UIM OHU U3BECTHBI M3 JIMTEPATYPHI, WIH HX IOJYYAOT ¢ HOMOIIBIO
CTAHZApTHBIX c0CcO0O0B, H3BECTHRIX B JaHHOH 001acTH.

Cnocob 0) Coenunernust dopmynsl (VIII) u (IX) MoxHO Mo/ iBepraTh peaknuu B
MOAXO/IAIIEM AIPOTOHHOM PacTBOpHTENE, TakoM Kak 11 @ unu npocrtoit adup, npu
Temileparypax B uHTepBane ot -78 °C go 0 °C.

Coenunenus dpopmyinsl (VIII) Moxno monyyars us coenunenuit popmynsi (Ilc)
B CTAHJApTHBIX YCJIOBHAX, U3BECTHBIX B JaHHOH oOmacTn TexHuku. Hanpumep, ecnu
M npencrasinger coboil MENHOOPTaHHYECKUH peareHT, Takhe COeJHHEHUSA MOTYT OBITh
110J1y4eHb! cornacHo Cxeme 5:

i) 1-BuLi, TT'®, -78°C
i1) Cul
(IIc) > (VIII)

Cxema 5
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Coenunenns popmyist (IX) sBisoTcs koMMepUecKu JIOCTYNHBIMHU

COCIMHEHHUAMH, HIIM OHU U3BECTHBI U3 JIMTEPATYPHI, WIH UX MOJTYYaIOT ¢ ITOMOIIBIO
CTAHIAPTHLIX CIOCOOOB, U3BECTHERIX B JIAHHOH 00JI1acTH.
Cnoco6 e) Coepunenns dopmyist (X) u (XI) MOKHO moBeprats pEakiuy B
HOAXONAUIEM paCTBOpUTENE, TAKOM Kak [IM®DA, N-MeTHINUPpONHANHOH UK
AMMETUNANeTaMUl B IPACYTCTBHH OCHOBAHHUS, TAKOTO KaK TPHITHUIAMMH UJTH
AVH3ONPONHUIITHIAMUH, B TEIUIOBOM PEXUME HIM B MUKPOBOJNHOBOM peaKTope.

Coenunenuns Gopmyins! (X) MOryT 6bITh NONy4eHE coriacHo (xeme 6:

YcenoBus cnocoba

NH 6) UM B)
avy + > X
HW

4
(Xa) (R,
NH VYenoBus criocoba
1)
x) 4 M ~ X
rR7 R® (RY,
(Xb)
Cxema 6

rae M npencrasisger co60# MeTaII00praHHYECKyIO IPYIINY, KaK OIpeeleHo B
HacTosAleM I/I306p€TCHI/II/I BBILIIE.

Coenunenns Gopmynsl (Xa), (Xb) u (XI) aBnsiorcs koMMepyeckn
AOCTYNHBIMH COCUHCHUSAMH, HJIM OHH M3BECTHBI U3 UTEPATyPhl, HJIH UX MOJIYYaloT C
HOMOIINBIO CTAHXAPTHBIX CIIOCOOOB, H3BECTHBIX B JAHHOM 00JIaCTH.

Cnocob arc) Coenunenus popmynnl (X) u (XII) MOKHO 11OJBEPTaTH COYETAHUIO B
YCIOBHUSIX, IpUBEICHHBIX B Cnocobe ¢6).

Coenunenust popmyisl (XII) SBISIOTCS KOMMEPYECKH JOCTYIIHBIMH
COCUHCHUSAMH, HIIH OHU M3BECTHBI U3 JTUTEPATYPHl, WIH HX MONYYAIOT C TOMOILBIO
CTaHJApTHBIX CIIOCOOOB, U3BECTHBIX B JaHHOH 00J1aCTH.

[IpuroroBneHue papMaleBTUYCCKH IPHEMIIEMOMN CONHM HAXOJUTCH B
KOMITETEHIIMH CPEJIHETO CNEeHaNTNCTa B 00JIaCTH OPraHMYECKOM XMMHUH C TOMOMIBIO
CTaHJapTHBIX METOTHK.

Taxoxe cnenyer IpUHATE BO BHUMaHHE, YTO ONpPEAEIeHHBIE Pa3sHbIe KOIBI[EBbIE
3aMECTUTE/H B COCJUHCHUAX COTJIACHO HACTOSIIEMY H300pETECHHIO MOT'YT OBITh

BBCACHBI IIPH ITOMOLIH CTaHAAPTHBIX peaKuHﬁ apoMaTHYCCKOT 0 3aMEUICHUSA UIIH
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IIOJIy4eHb! IIyTeM MOJAU(UKAIINN OOBIYHEIX QYHKIMOHATBHBIX TPYIII KaK Iepel, TaK U
HEMOCPEJACTBEHHO MOCIIE CIOCOO0B, ONUCAHHBIX BBIIIE, U 110 CYIIECTBY BKJIIOYEHEI B
BapHAHT OCYLIECTBJIEHHUS C0co0a corjgacHo u300peTeHH 0. PeareHTrl, HCNONb3yeMEIe
JUIS BBEJEHHUS TaKMX KOJBIEBHIX 3aMECTUTENIEH, SIBISIOTCS HIH KOMMEPYECKH
JOCTYOHBIMU MJIH MOTYT OBITh OJyYeHHI CIOCOOaMH, XOPOIIO H3BECTHRIMU B JAHHOHM
obyactu.

BBenennem 3amecTuTene B KOJIBIO MOXHO IIPEBpalIaTh OJHO COCAHHEHHE
dopmynsl (I) B npyroe coenunenue Gopmyinsl (I). Takue peakiuu ¥ MOgHGHKAIIMH
BKJIFOYAIOT, HAIIPUMED, BBEJEHUE 3aMECTHTEIIS IIPH [IOMOIIH PEaKilHy
apoMaTH4YCCKOr'o 3aMCII€HU A, BOCCTAHOBJIICHU A SHMCCTI/ITCHeﬁ, ANIKUJIUPOBAHUA
3aMeCTUTeNeH, OKHCIICHHS 3aMEeCTHTEeNEH, ScTepuDHKAIMHE 3aMeCTUTENIEH,
aMUJTUPOBaHUS 3aMecTUTeNel, 00pazoBaHus reTepoapuIbHEIX Kosiel. PeareuTs u
YCIIOBHS PEeaKIHi JJisg TAKHX METOJHK XOPOIIO H3BECTHBI B 00JaCTH XUMHH.
[peanoyTuTebHBIMH IPUMEPAMH PEAKIIHH apOMAaTHIECKOr0 3aMEIeHUs ABIAETCA
BBEJICHHE aJKOKCUJIOB, PEAKIIUU JUA30THPOBAHUS C MOCIEIYIONIHM BBEICHHEM
THOJIBHOHM I'PYIIIBI, CIHPTOBOH FPYHIIEL, rajJOreHOBOM rpynmbl. [Ipumepamu
MOAUQUKALUH ABIAIOTCS; OKMCIECHUE aTKHITHOTPYIIIBI 10 AIKHAICYIbQUHHUNA UITH
ANKAJICYJILGOHUIIA.

Creunanuct B 00J1aCTH OPraHHYECKOH XUMHUH MOKET NPUMCHSThH H
MOAUQULHPOBATH CBEICHUS, IPUBEJCHHBIE B BEIIICYKa3aHHBIX CCHUIKAX, a TaKkKe
CBEJEHHS, Ha KOTOPHIE CCBUIAIOTCS B 3TUX 3asBKaX, U B COMYTCTBYIOMIUX IPUMEPaX B
OTUX 3afBKax, ¥ TAK)Ke B MPUMeEpax, MIPUBEACHHBIX B HACTOSAIMIEM H300pETCHUH, JJIs

IIOJIYUYCHHSA HCO6XOI[I/IMBIX HCXOJHBIX MaTCpualioB U HPOJAYKTOB. HCO6XOI[I/IMLIC

HCXOOAHBIC BEHICCTBA AT MCTOAHNK, TAKHNEC KaK OIIHMCAHbI BBILIC, €CJIM OHHU HE ABJISAIKOTCSH

KOMMEPYECKH JOCTYINHBIMH, MOTYT OBITh MTOJY4EHBI IIPH MTOMOIIH METOJIHK,
BEIOPAaHHBIX U3 CTAHAAPTHHIX TEXHOJOTHH OpraHUYecKoil XUMHH, TEXHOJIOTHl,
AHAJIOTUYHBIX CHHTE3Y U3BECTHBIX CTPYKTYPHO CXOIXHBIX COCAUHEHUH, UIH
TEXHOJIOTHM, aHATOTUYHBIX BBIIIECONHUCAHHBIM METOUKAM, UITH METOJHK, OITHCAHHBIX
B npumepax. CneayeT OTMETUTh, YTO MHOTHE HCXO/IHbIC BEUIECTBA JUJISI CIIOCO00B
CHHTe3a, KaK ONHCaHO BEIIIE, SBIAIOTCS KOMMEPUYECKH AJOCTYIHBIMHU U/HIHM XOPOIIO
OIIMCAaHHBEIMHU B Hay4YHOM JUTepaType, HJIH MOTYT OBITH ONYYEHBI H3 KOMMEPUYECKHU
JIOCTYHHBIX COCAMHEHUN IIPH NOMOIIH MOAUpuKaUuK c1ocoO0B, OIIHCAHHEIX B
Hay4YHOH juTepaType. B xadecTBe 0OCHOBHOI'O PYKOBOJCTBA JUIS YCJIOBHI

OCYLLECTBJICHHUS PEaKIIUH U pPeareHToB aBTOpsI cchinaoTes Ha Advanced Organic
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Chemistry, 4-oe n3nanue, nog pen. Jerry March, ony6aukosannyio John Wiley &
Sons 1992.

Taxxe cnenyer NpHHATH BO BHUMaHHUe, 4TO JUIS HEKOTOPBIX peakiuii,
OIIMCAHHBIX B HACTOSAIEM U300PETCHHH, MOXET ABIISATHCS
HeoOXO0AMMBIM/)KeIaTeIbHEIM 3allHIIaTh JIIOOble YyBCTBUTEIbHBIE IPYIIIBI
coequeeHui. Ciiydan, Korja Takas 3amuTa HeoOXoJuMa HIIH XKellaTelbHad, H3BECTHEI
CIELMATHCTY B JAHHOH 00JIaCTH TEXHHUKH, TaK e KaK U MOXOIALINE CIIOCOOH! I
Tako# 3amuThl. OOBIYHEIE 3AIMUTHBIC TPYIIBI MOTYT IPUMEHSTHECS B COOTBETCTBHH C
ob1enpuHATON NpakTHKO# (Hanpumep, cM. T.W. Greene, Protective Groups in
Organic Synthesis, John Wiley u Sons, 1991).

[IpuMepaMu MOAXOASIICH 3aIMTHOM IPYIIILI JUTS THAPOKCHIBHON IPYIIIEL
SIBJSLFOTCSI, HAIIpUMep, alUiIbHas IpyIia, HanpuMep aJKaHOWJILHAS TPYIa, Takas KaK
alleTu1, apouibHas rpylina, HanpuMep OCH30UI, CHIMIbHAS TPYIIa, Takas KaK
TPUMETHJICHIINI, HJIH apHIMCTHIBHAS IpyNIia, HanpuMep O€H3u. Y CIIOBYs CHATUSA
3aIUTHl JUISL BHINEYIOMSHYTBIX 3aI{UTHBIX IPYII IJIABHBIM 00pa3oM OyIyT 3aBHCETH
oT BbIOOpa 3aluTHON rpynmbl. Tak, HanpuMep, allujIbHAs TPYIINa, Takas Kak
alIKaHOHWJIbHASI MJIM apOUJIbHAS IPYINa, MOTYT OBITh OTIIEIIEHBI, HAIPHMED, IIPH
MOMOIIM THIIPOSIU3a C HOAXOSUIMM OCHOBAHUEM, TAKAM KaK THAPOKCH/] LICIOYHOIO
MeTajla, HalpUMep THAPOKCH JTUTUS UK HATpHUsl. AThTEPHATHBHO, CHIIMJILHAS
Ipylnna, Takas Kak TPUMETHIICHIIHI, MOXKET OBITh OTLIEIJICHA, HAIPUMED, IPH IIOMOHIH
¢TopHia UM aKBOKHCIOTHI; UM apHJIMETHILIbHAS TpyIiNa, Takas Kak GeH3uIbHas
rpynna, MoXeT OBITh OTILIENJIeHa, HAalIpUMEp, IIyTeM I'HJIpUPOBAHUS B IPHCYTCTBUH
Karaau3aTopa, TaKoro KaKk Najulaluid Ha yrie.

[ToaxoasimuMu 3aNMTHBIMUA TPYIIIIAMH ISl aMUHOTPYTIIE! SIBJASIOTCA,
HalpuMep, aluiibHas pyniia, HalpuMep alKaHOWIbHAs TpyIa, Takas Kak aleTu,
aNKOKCHKapOOHWIbHAS FPYHIIA, HAPUMED, METOKCHKapOOHWIIbHAS,
STOKCHKAPOOHUIbHAS HIH mpem-0yTOKCUKapOOHUIbHAS TPyIINa,
apHUIMeTOKCHKapOOHUIIbHAS IpyNIa, HanpuMep 6eH3MITOKCHKapOOHHUI, HITH
apowsbHAas rpyina, HanpuMep 6eH30MI. Y CIOBUS CHATUS 3aIIUATH JJIs
BHIILICYNOMSHYTHIX 3aIMTHBIX TPYI IMaBHBIM 00pa3oM OYyIyT 3aBHCETH OT BhIOOpA
3almUTHOM rpynnsl. Tak, HanpuMep, allIbHasg I'PyINIa, Takasd Kak aJKaHOW/IbHAS HIIH
aNKOKCHKapOOHHUNIbHAS TPYIIa UM apOUJIbHAS IPYIIIa MOTYT OBITh OTIICIUICHE,
HanpuMep, MyTeM HAPOIH3a ¢ HOAXOASIIHM OCHOBAHHEM, TAKUM KaK FHJPOKCHI

HeJIOUMHOI 0 MeTajljla, HAITPUMED THAPOKCUT JIUTUA WX HATPHA. AHBTGpHaTI/IBHO,
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aluJibHas IPyNIa, Takad Kax mpem-0yTOKCUKapOOHUIBHAS I'PYIIIa MOXKET OBIThH
OTILIEIUIEHA, HallpuMep, yTeM 00paboTKH MOAXOAAMENR KUCIOTOH, TAKOH Kak
consiHas, cepHasd UM GochopHas KUCIOTA UK TPUPTOPYKCYCHAd KHCIIOTA U
apHIMETOKCHKApOOHMIbLHAS IPyNIIa, Takas Kak O€H3MIOKCUKAapOOHUIbHAS [PYIIIIa,
MOJET OBITH OTHIEIIEHA, HALIPUMED, NyTeM THAPUPOBAHUA B IIPUCYTCTBUH
KaTaJlK3aTopa, TAKOIro Kak Nnajujiagui Ha yrie Win nyreM o0paboTKH KHCIOTOH
JIprouca, manpumep, Tpuc(TpudTopanerarom) dopa. [loaxoasineii alrpTepEaTHBHON
3alIUTHON TPyNNOH JJIst MEPBUYHON aMUHOTPYIIITHI SBJISACTCS, HAIPHMED,
¢ranounsHas rpymmna, KoTopasg MoxeT OBITh OTHICIUIEHA ITyTeM 06paloTKH ¢
alKHJIaMHHOM, HallpuMep, IUMETHIaMHHONIPOTUIIAMEHOM HITH 2-
THJPOKCUITHIIAMUHOM, HJIH C THIPA3UHOM.

IMoaxonseit 3a1TUTHON TPyNNON I KapOOKCHIBEHON IPYIIIEI ABIAETCH,
HanpuMep, scTepu¢uUHpOBaHHas TPYIIa, HATPUMED, METHIbHAS HIIM 3THIILHAS
TPyMa, KOTopas MOXeT OBITh OTIIEIJICHa, HalpUMeEp, IIyTEeM THAPOJIH3a ¢
OCHOBaHHEM, TaKMM KaK F'HJPOKCHJ HATpHUs, HJIH, HapuMep, mpem-0yTUIbHAsA
rpyimna, KoTopass MoXeT OBITh OTIIEIIeHa, HalpUMep, TyTeM 00paboTKH KHCIOTOH,
HampHuMep, OpTaHNYeCcKOH KUCIOTOH, TaKOH Kak TpUTOPYKCYyCHast KUCji0Ta, HilH,
HallpuMep, OeH3MIbHAas Ipylna, KOTopas MOXeT OBITh OTIIEIJIEHa, HAIlpUMeEp, IyTeM
THAPHUPOBAHHUS B IPUCYTCTBUH KaTajli3aTopa, TAKOTO KaK Iajlajauii Ha yrie.

3alUTHBIE TPYNIBI MOT'YT OBITH OTIHEILIEHH! Ha JIIOOOH MOaAXosaIe# CTaiuu
CHHTE3a IIpH MOMOIIH OOBIYHEIX METOAUK, XOPOIIO U3BECTHBIX B 00JIACTH XUMHUH, UITH
OHU MOTyT OBITh OTLIEIUICHBI Ha MO3/IHEH CTaJliH peakuuH HIH 00paboTKH.

Ecnu nHeob6xoauMa onTHdeckd akTUBHAA GpopMa coelMHEHHS 110 H300peTeHHIO,
TO OHA MOXET OBITH MOJIy4eHa IPH OCYINECTBICHHH MOO0H U3 BRIIIEOMUCAHHBIX
METOJMK C UCHOJb30BaHUEM ONTHYECKH aKTHBHOT'O HCXOJHOTO BEIIeCTBA
(oOpasyeTcs, HapUMep, NyTeM aCHMMETPHUYeCKOH HHIYKIUH MOAXOASINeH cTafuu
peakIIun), WA MyTeM pa3leeHHus paieMHuecKoil (OpMBI COeTHHEHHUS HITH
HIPOMEXYTOYHOTO IPOAYKTA IIPU MOMOIIH OOBIMHON METOMMKH, HIIH MYTEM
XpoMaTorpadguueckoro pasjieleHus JHacTEPEOMepoB (ecu OHH 00pa3yIloTes).
@QepMeHTAaTUBHBIE METOIMKH TaKX€ MOT'YT ObITh IPUTOAHBIMY JIJIS TIONYyYeHHUS
ONTHYECKH aKTUBHBIX COCJMHEHUH W/HITH NMPOMEXYTOUHBIX IIPOIYKTOB.

[Tono6HbiM 0Opa3oM, eciin TpebyeTcst YUCTHIH PETHOU30OMED COETUHECHUS 110
N300pETEHUIO, TO OH MOXKET OBITH MOJYYEeH IPU OCYIIECTBICHUH JIO00H U3

BRIMICONMACAHHBIX METOANK C HCIIOJIE30BAHHEM YHCTOI'0O PErHOM30OMECpa B K&AYCCTBEC
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HCXOJHOTO BEIECTBA, MIIM IIyTEM Pa3JeleHUs] CMECH PEeTHOU30MEPOB HIIH
HPOMEXYTOUHBIX HPOJAYKTOB HPHU MOMOIIU OOLIYHON METOTUKMY.

Crnoco65l Hccie/IoBaHUS aKTHBHOCTH GepMeHTa

CoenuHeHHs TECTUPOBAIK I oNpeaeneHus HHrubupoBanus AT®d-a3Hoi
aktuBHOCTH GyrB ¢ nomombio docdaTHoro MeTona BhISIBICHUS HA OCHOBE MonubaarTa
aMMOHHS/ManaxuToBoro 3eienoro (Lanzetta, P. A., L. J. Alvarez, P. S. Reinach, u O.
A. Candia, 1979, 100: 95-97). UccnenoBaHus OCYIIECTBIAIM B MHOTOIYHOYHBIX
nnaHmerax B 100 MK peakimoHHOR cpensl, cogepxameii: 50 MM tpuc-6ydep pH
7,5, 75 MM anerat ammonus, 5,5 MM xnopuaa maruus, 0,5 MM
STHJICHJMaMHHTETpayKCycHas Kuciora, 5% rauneput, 1 MM 1,4-natuo-DL-Tpewur,
200 HM Obruuit chIBOpOTOYHBIH ansbymuH, 16 Mkr/mMi aerpagupoBanroi JJHK
cuepMsl jococs, 4 HM E. coli GyrA, 4 e’M E. coli GyrB, 250 MxM ATO u
coeMHEHNE B JUMETHIACYIb¢okcuie. Peaknun octaHaBIuBanu ¢ nomompoo 150 MK
o6HapyKUBAIOLIETO peareHTa MoJIu0/1aT aMMOHHMA/MaNaxHTOBEIH 3€IEHbIH,
coaepxariero 1,2 MM rupoxiopuja MaJaXxuTOBOTO 3el1€HOro, 8,5 MM terparuapara
MoyMbaTa aMMOHHES U 1 M constHyIo KHCa0Ty. AGCOopOLIUIO IUIaHIIeTa
aHAJU3UPOBANU B IUTAHIIET-pHJiepe IpH 625 HM H PacCUUTHIBANIH 3HAYCHHUS
UHTHOMPOBAHUA B IPOLUEHTAX, UCIO0JIb3Ys KOHTPOJIBHBIE JHMETHIICYIb(MOKCHL
(2%)-conepxanine peakIHOHHBIE cpexbl B KauecTBe 0% HHIHOMpPOBaHHS U
HOBOOHOIMH-cofepx)amue (2 MKM) peaklHOHHBIC cpelbl B kagecTse 100%
uHru6upoBanusa. CoeMHEHHS TECTUPOBAIIM IS ONpe/ie/IeHUss HHTHONPOBAaHUS
AT®aznoit akTUBHOCTH Tomou3oMepassl IV, kak onucano Breiie jist GyrB, 3a
ucKodenueM toro, yto 100 MK peakIHOHHOH CMECH COAEpXKalHd CIIeAYIOMHE
xomnoHeHTH: 20 MM TRIS 6ydep pH 8, 50 MM anerat ammonus, 8 MM xnopun
Maruus, 5% rauuepus, 5 MM 1,4-gutuo-DL-tpeut, 0,005% Brij-35, 5 mxr/mn
nerpaguposannoit JIHK ciepMet ococst, 10 BEM E. coli GyrA, 10 ’M E. coli GyrB,
160 MxM AT®, u coenunenue B guMeTHicynbdokcune. I¢bhHeKTHBHOCTD COETUHEHAS
PacCYUTBHIBAIM Ha OCHOBE H3MepeHui 3Havenui 1Csq, OnpeneeHHBIX H3 peakiuy,
IPOBEJEHHBIX B IPUCYTCTBUH 10 Pa3IMYHBIX KOHIIEHTPAUU COCTHHEHUS.

CoenuHeHHs U3 IPUMEPOB B IIeJIOM IIPOSBILIIA <20 MKI/MII.

Croco0Opl TECTHPOBAHUS YYBCTBUTEIBHOCTH OaKTEpHil

CoenuHeHHs HCCIEeT0BATH OTHOCHTEIBHO aHTUOAKTEPHAIBHOIO AEHCTBHS C
IIOMOIIBIO OTIPE/ICNIEHUs] YYBCTBHUTENBHOCTH B )KUJKOH IIHTATENILHOM Cpeie.

CoenvHeHUs Pa3BOJUIIM B JTUMETHICYIbQOKCHAE B TecTHpoBany B 10 qybnupyeMbix
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pa3BeJCHUAX B HCCIEJOBAHUSX YyBCTBUTEIbHOCTH. MHUKPOOPTaHH3MBI,
HCIIOJb3yeMbIe B HCC/ICOBAHUY, BLIPAIIMBAIH B T€UYCHUE HOUH B IOAXOJAIIEH cpejie
Ha OCHOBE arapa M 3aTeM CyCIeHAMPOBAIN B XHJIKOH MHATATENHHON cpelie,
HOAXOJAIIENR JUid pocTa MUKpoopranusma. CycneH3us npejactasisana coboi 0,5
McFarland, u nononauTensHoOe pa3Benaenue 1 kK 10 ocylecTBIsIN B TaKOil e XU AKOMH
MUTATCIBHON Cpeie JUisl NOJIyYeHHs! KOHEYHOH CyClIeH3un MUKpoopraHus3ma B 100
MkJ1. [InanmeTs! nHKyOHpOBa B noaAXoaAuuX ycuousax npu 37 °C B TeueHue 24
4acoB nepen onpeaencHueM. Onpenessiii MUHAMATBHYIO HHTHOHPYIONIYIO
KOHLIEHTPALMIO KAK HAUMEHBIIYIO KOHIEHTPAIHIO JIEKAPCTBEHHOI'O CPEJCTBA,
criocoOHyr0 yMeHbIIaTh pocT Ha 80% wiu Gonblie.

Ilpumep 48 nposeager MUK 0,13 Mkr/mi o oTHomeHu o K Streptococcus

pneumoniae. Pe3yNbTaThl IJIs1 APYTUX NPUMEPOB NPUBEIEHE! B TabnuIle HUXeE.

Ne npumepa MUK HIN446 MUK MCA445 MUK SPN548 MUK MUK
SAUS16 EFMO073
333 4 0,13 0,063 2 0,5
60 4 0,25 2 2 8
315 2 0,13 0,5 4 4
345 0,25 0,031 0,03 0,5 0,13
294 0,031 0,001 0,0039 0,031 0,016

B cooTBeTCTBUH C JaJbHEHIIMM BapUaHTOM OCYIIECTBIICHUS U300peTeHUs,
obecrieyuBaercs coequHenue Gopmynsl (1) unu ero ¢papmaneBTHYECKH IpUeMieMast
COJIL JUIS IPUMEHEHUS B c1ocobe TepanmeBTUUYECKOTO JeYeHUs YeIOBEeKa UIIH
XKHUBOTHOTO.,

Hamu 6b1710 00HApYyXKEHO, YTO COCJMHEHHUS COMIACHO HACTOSIIEMY
n3obpercHuIo HHTHONPYIOT OakTepuanbuyro JHK-rupasy u tonouszomepasy IV u
[I0TOMY OHH MPEJCTABISIOT HHTEPEC OTHOCUTEIBHO HX aHTHOAKTePHATBHBIX
JEUCTBUMN.

B coOTBETCTBUH C JAJNBHEHNIUM BapHAHTOM OCYIIECTBIECHUS HACTOSIIETO
n3obperenus, obecrneynBaeTcs crocod nojayueHus aHTUOAKTepHaNbHOTO ACHCTBUS Y
TEMJIOKPOBHOTI'O XXHUBOTHOI'0, TAKOI'0 KaK YEJOBEK, HYXKIAIOLIETOCs B TAKOM JICUECHUH,
KOTOPBIH NpeaycMaTpHUBaeT BBEICHHE YKa3aHHOMY )XKHBOTHOMY 3} (PEeKTHBHOTO
KOJNHYECTBA COCJJUHEHHU S COTJIACHO HACTOSIIEMY H300pETEHHIO HIIH €T0
$hapMalleBTHUECKU NpUEMIIEMOH COJIH.

B cooTBeTcTBHH ¢ JalpHEHUIIHM BapHAHTOM OCYIECTBIICHUS H300peTeHus,

obecnednBaeTcs cnocod uHrnbupopanus 6akrtepuanbHoi JHK-rupassr u/unn
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TonionzoMepassl [V y TeIIOKpOBHOTO XUBOTHOTO, TAKOTO KaK YEJIOBEK,
HYXXJAIOLIEToCAd B TAKOM JICHEHUH, KOTOPEI IIpelycMaTpuBaeT BBEJACHHE YKA3aHHOMY
KUBOTHOMY 3¢ ()EeKTUBHOIO KOJIU4ecTBa coeuHeHus Gopmysl (1) umu ero
(bapMaLeBTHYECKU NIPHEMIIEMOH COJHM, KaK OIPEJIEICHO B HACTOSIIEM H300pETEHHHU
BBIIIIE.

B cooTBeTCTBHH ¢ JaJbHEHIINM BapHAHTOM OCYHIECTBIIEHUS H300peTeHHS,
obecneqynBaeTcs cnocob gedyeHHs OaKTepHanbHOH HHPEKIHHA Y TEMIOKPOBHOIO
XKHBOTHOTI'O, TAKOT'O KaK YEJIOBEK, HYXKJAIOIIErocs B TAKOM JICYEHHHU, KOTOPHI
IpeycMaTpHUBaeT BBEJACHUE YKA3aHHOMY HBOTHOMY 3G (PEKTHBHOTO KOJIHYECTBA
coequHenus: popmynsl (1) unau ero papManeBTHYECKH NPUEMIIEMOM COJIH, KaK
ONpeeNeHO B HacTOSIIeM H300peTeH N BHIIIE.

JanpHeHmNi BapuaHT OCYLIECTBICHHS HACTOAIIEro H300peTeHus
npencrabigeT coboil coenunenne Gopmyisl (I) ¥ ero papManeBTHYECKH HpUeMIIeMbIe
COJIM JUIsl IPUMEHEHHUs B Ka4eCTBE JIEKaPCTBEHHOr0 cpeacTBa. [Toaxoasime
JAeKapCTBEHHOE CPEeACTBO HpeJcTaBiseT coboil aHTHOaKTepHaAIbHOE CPEACTBO.

B cooTBeTCTBHH ¢ JaJbHEHIINM BapHaHTOM OCYIIECTBICHHS H300peTEHNUS,
obecrneunBaeTcsi NpuMeHeHUe coeuHeHus popmynsl (1) unu ero ¢papmaneBTHICCKH
NPUEMJIEMOI COJIM ISl IPUTOTOBJIEHUS JIEKAPCTBEHHOTO CPEJICTRA JUIS IPUMEHCHHUS
JUTS IOy YeHUS aHTUOAKTepHaNbHOTO JEeHCTBUS Y TENJIIOKPOBHOTO )XHBOTHOTO, TAKOTO
KakK 4eJIOBEK.

B cooTBeTCTBHY C AaJbHEHIIUM BapHaHTOM OCYUIECTBIICHUS H300peTeHNS,
obecneunBaeTcs NpuMeHeHHe coequHeHus gopmynasl (I) unu ero papmaneBTHUECKH
NpHEMIIEMOI COJIY JUIs IIPUTOTOBJIEHUS JIEKAPCTBEHHOTO CPEJICTBA IS TPUMEHEHHU
11 uHrubuposanns 6akrepuansuoit JJHK-rupassr n/unu rononzomepasel [V y
TEIJIOKPOBHOT'O )KHBOTHOTO, TAKOTO KaK YEJIOBEK.

Taxum 00pa3oM, B COOTBETCTBUU € AANbHEHUIIUM BapHAHTOM OCYILIECTBIIEHHUS
n300pereHns, obecnednBaeTcss NpuUMeHeHre coefuHeHus Gopmynsl (I) umu ero
(hapManeBTHYECKH NPUEMIIEMOH COJIM IS IPUTOTOBJIEHUS JI€KAPCTBEHHOTO CpeACcTBa
JUTSI IpUMEHEeHU JJIs leueHus 6akrepranbHOi HHPEKINHY Y TEIIOKPOBHOTO
KHBOTHOTO, TAKOTO KaK YeJIOBEK.

B cOOTBEeTCTBHHY C JaJILHEHIIUM BapHaHTOM OCYIIECTBIICHUS M300peTeHNs,
obecneunBaercs coenuHeHue Gpopmynnl (1) uiau ero gapmaneBTHUCCKHE NpUeMiIeMas
COJb JUISL IPUMEHEHUS ISl IOJIy4YEeHHs aHTUOAKTepHaNbHOro ACHCTRBHA Y

TEMIOKPOBHOT'O XXUBOTHOIO, TAKOT0 KakK YCJIOBCK.
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B cooTBeTCTBHHU ¢ JaNBHEHIINM BAPHAHTOM OCYHIECTBIEHHS M300pETEHHS,
obecneunBaerca coeHenHe popmynsr (1) uiu ero GapmaneBTHYECKH IpHEMIIEMas
COJIb 1A IPUMEHEHHS i1 MHruOupoBanus 6aktepuanshoi JIHK-rupaser u/unn
TOIOM30Mepa3bl [V y TeNnIoKpOBHOro )XUBOTHOI'O, TAKOT0 KaK YeJIOBEK.

Taxkum 00pa3om, B COOTBETCTBHH C JaNbHEHUIHNM BAPUAHTOM OCYINECTBICHUS
n300peTenus, obecneunBaeTcs coeaunenue Gopmynsl (1) unm ero dhapmaneBTHIECKH
npueMieMas CoJib I IPUMEHEHHAS IS JIeUeHHs OaKTepHAIbHON HHPEKIHH Y
TEIJIOKPOBHOTO )KMBOTHOT O, TAKOTO KaK YeIOBEK.

Hng npumenenus coenuHerus Gpopmynst (1) unu ero gpapmalesTHUeCKU
IpHEMJIEMON COJH, (B NalbHEHIIEM B 3TOM pa3jieiie IO OTHOLIEHHIO K
¢papmaneBTHYECKO} KOMIIO3HIMHU "COCTHHEHUS 110 JaHHOMY U300peTeHHo") mst
TepaINeBTUYECKOro (BKIOYas NPOQHIAKTHYECKOE) JIEUEHH MIEKOIIUTAIOIIHX,
BKJIFOYas JIIOJEH, B YACTHOCTH, I JIEUeHH HH(EKIui, ero o0bI9HO NPHUIOTABIHBAIOT
B COOTBETCTBHH CO CTAHJAPTHOH (QapMaleBTHUECKON TEXHOTOTHEH IPUTOTOBJICHHS
JCKapcTBCHHBIX (OpM B BHAC GapMalleBTHYESCKON KOMIIO3UIHH.

CnenoBareiibHO, B JPYI'OM BapHAHTE OCYLICCTBIICHHS HACTOAINEE H300pETEHHE
obecneynBaeT papMaleBTHYECKYIO0 KOMIIO3UIHIO, KOTOpas COAEPIKHT COECJUHEHHE
¢dopmynsl (I) unu ero ¢papManeBTHIECKH IIPHEMIIEMYIO COJIb, H (apMalleBTHYECCKH
HpHEeMIIEMBIH pa30aBUTENb UM HOCHUTENb.

B cOOTBETCTBHH C AalbHEHIIMM BAPHAHTOM OCYLIECTBIICHHU S H300pEeTCHHS,
obecrnieunBaeTcs papMalleBTHYECKass KOMIO3HIHS, KOTOPAs COAEPHHUT COeIMHEHHE
dopmyiel (1), kak onpeneneHo B HACTOSANIEM W300pEeTEHHH BBIIIE, HIIH EI0
(hapmaneBTHYECKH IPHEMIEMYIO CONb, B COUYETAHHUH ¢ (hapMalleBTHUECKH
IIPUEMJIEMBIM HAIIOJIHHUTEJIEM MW HOCUTEJIEM /IS IPUMECHEHHS JUIS MOJIYYCHHUS
aHTHOAKTEpHANbHOT0 ACHCTBUS y TEIJIOKPOBHOIO X HBOTHOI'O, TAKOT0 KaK YEJIOBEK.

B cooTBeTcTBHH ¢ JanbHEHIINM BapHAHTOM OCYNIECTBICHUS H300pETEHHS,
obecneyuBaercs GpapMaleBTHYECKass KOMITO3HIIUS, KOTOPas COJICPXHUT COCTHHEHHE
dopmyisl (I), kak onpesieIeHO B HACTOSAMEM U300PETEHH U BbIILIE, HIIH €r0
¢dapMaleBTHYECKH IPUEMIIEMYIO COJIb, B COYETAHHHU ¢ hapMaleBTHIESCKH
IPUEMJIEMBIM HAIlOJHHUTEICM HIIH HOCUTEJIEM JUIS IPUMEHEHHS JIJisi HHTHOHPOBaHUS
Oaxrepuanenoi IHK-rupaser u/unn rononszomepasa IV y TennoKpoBHOTO >XHBOTHOTO,
TaKOT'0 KakK 4eJIOBeK.

B coOTBETCTBUH € AajbHEHIINM BapHAHTOM OCYILICCTBIICHUS H300pETeHHS,

obecmeunBaeTcs Q)apMaHCBTH‘ICCKaH KOMIO3UIUA, KOTOPAast COACPXKHUT COCAHHCHUC
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¢opmyiner (I), Kak ompesesIeHO B HACTOSIIEM U300PETEHHH BBILIE, HIIH ero
(GapMaleBTHYIECKH IPHEMIIEMYIO COJIb, B COYETAHHH C (hapMaleBTHUECKH
IpHUEeMJIEMbIM HAIlOTHUTEJIEM HJIH HOCHTENEM NS MPUMCHEHHUS IS JIeUeHUS
OaxTepualbHONH HHPEKIUH Y TEIIOKPOBHOI'O XHBOTHOTO, TAKOT'O KaK YEJIOBEK.

KoMmnosunun no u306peTeHHIo MOI'YT HAXOMATHCA B opMe, HOAXOASLICH 1Is
NepOpaNIbHOTO NIPUMEHEHUS (HallpuMep, B BUJie TaOJlETOK, JIeNelleK, TBEPAbIX HIH
MATKHX KaICyJ, BOXHBIX UM MACIAHBIX CYCIIEH3UH, 3MYIbCUHN, AUCIIEPTHPOBAHHEIX
NOPOIIKOB UJIH TPaNHyJI, CHPOIIOB HJIH 3JIMKCHPOB), IS MECTHOI'O BBEAEHHU S
(HampuMep, B BUJIE TIACT, Ma3el, rejeif, BOAHBIX HIH MAaCISHLIX PACTBOPOB HIIH
CyCIIEH3H#), Ui BBEJEHU IIyTEM HHTANAINU (HAIIpUMED, B BHJIE
TOHKOU3MEJIBYCHHOI'O IIOPOIIKa UIH >XHIKOI0 aep03on${), IJIs1 BBEACHHUA ITYTCM
BJlyBaHHs (HaIlpUMeEp, B BHJIE TOHKOU3MEIbYEHHOTO TOPOIIKa), MITH UL
HapeHTEPaNbHOI0 BBEACHUS (HallpUMep, B BU/IE CTEPHILHOIO BOJHOTO HJIH MAClITHOTO
pacTBopa I BHYTPHBEHHOI0, IIOAKOXXHOIO WJIHM BHYTPHMBIIICYHOTO BBEAECHHS, UIIH B
BH/I€ CYNIIO3UTOPUs JJIsl PEKTaJbHOTO BBEJICHUS).

KoMno3sunuu no u306peTeHuIo MOTYT OBITh ONYYeHBl OOBIYHBIMU CIIOCOBaMu
IIpH MCIOJb30BaHUH OOBIYHBIX (apMalleBTHYECKHX HAMOIHUTENEH, XOPOIIOo
H3BECTHHIX B JaHHOH o6nactu. Takum oOpa3oM, KOMIIO3HIIUHU, IPEAHA3HAYEHHEIE JJIs
HepopaJIbHOr0 BBEAEHHUSA, MOTYT COIEPKATh, HAIPUMED, OAHH HUITH HECKOIBKO
KpacuTeseH, IIONCIaCTUTENEH, apOMaTH3aTOPOB H/HITH KOHCEPBAHTOB.

HOIIXO,IIHIIII/IC d)apMaI.ICBTH‘{eCKH NPHUEMJICMEBIC HAIIOJIHUTCIH OJIs TabIeTKu
BKJIIOY2IOT, HAIPUMEP, HHEPTHEIE pa3baBUTENH, TaKHE KakK JIakTo3a, KapOOHAT HATPHS,
docdar xanpius UM KapOOHAT KaJbIlHs, TPAHYIHUPYIONINE U A€3MHTErPUPYIOLIHE
CPEICTBA, TAKME KaK KYKYpY3HbIH KpaXMall HJIM aJbFHHOBAS KHCIIOTA;, CBA3YIOMIHE
BEHIECTBA, TAKUE KaK KpaxMall; 3aMaciiiBaTell, TaKHe Kak cTeapar MarHus,
CTEapHHOBAs KHCJIOTA UIIH TalbK; KOHCEPBAHTHI, TAKUE KaK 3THJI UM HPOIUJI II-
IHApOKCHOEH30aT, ¥ aHTHOKCHUJAHTHI, TAKHE KaK acKOPOHHOBAs KUCIOTA.
JlekapcTBeHHBIE IpenapaTsl B BUJE TaOIETOK MOTYT OBITh 0€3 HOKPBITHSA WIH MOTYT
HUMETH MOKPHITHE HJIK IJI1 MOAM(HKAINY UX pacmajia i NocaeayIoNlero BCaCkIBAaHUS
aKTMBHOI'O BEILIECTBA B XKEJIyJAOYHO-KUIIIEUHOM TPAKTe, UM JUIS YIyYIIEHHS UX
CTaOMNLHOCTH H/HJIM BHEHNIHEr0 BHJA, IUIS 3TOIO HCIOJIB3YIOTCSA OGBIUHEIE CPEACTBA
JUIS TIOKPBITHS. B METOJHUKH, KOTOPbIE XOPOLIO U3BECTHHI B NaHHOHN 0611aCcTH.

KomMno3sunuu ans nepopanbHOro IPUMCHEHUS MOTYT HaXOIUTLCS B BHIE

TBEPABIX KCIIATHHOBLBIX KaIllCyll, B KOTOPBIX AKTHURHBIA KOMIIOHEHT CMEIIAll ¢
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MHEPTHBIM TBEPJBIM pa3baBuTe/IeM, HaIpUMep, KapOoHATOM Kanbuus, GocdaToMm
KaJIbIHs MM KAOJIHHOM, HJIH B BUJIE MATKUX XKEJIATHHOBBIX KallCyJl, B KOTOPBIX
aKTHBHBIH KOMIIOHEHT CMeIIaH ¢ BOJOK MJIM MacloM, TAaKHM KaK apaxmcoBOE Maclo,
KUAKHN TapadyH UM OJIMBKOBOE MAacJIo.

BouHble cycnien3un, KaK IPaBHIIO, COAEPXAT AKTHBHBIA KOMITOHEHT B (hopMe
TOHKOHM3MEJIbYEHHOTO IIOPOUIKA COBMECTHO C OJJHHM UJIH 00jIee CyCeHANPYIOIUMH
CPEIICTBAMHM, TAKUMH KaK KapOOKCHMETHILEIUTION03a HATPHS, METHIINEILII0N03a,
THAPOKCUTIPOITHIMETHIIIIEIIION03a, ajlbTHHAT HATPHS, TONTUBHHUII-TIHPPOIIHIOH,
TparakaHToBas KaMe[b U apaBHiicKas KaMellb; JIHCIIEPIUPYIOIUMH HIH
CMa4MBalOMIMMHU CPEJCTBA, TAKUMHU KaK JCUUTHH HJIH NPOAYKTHl KOHACHCAIIHH
aJIKHJIEHOKCH/IA C )XHPHBIMH KHCJI0TaMH (HalpUMep MOTHOKCHITHIICHCTEApAT), HIH
NPOAYKTHI KOHACHCAIIHY 3TUIEHOKCHAA ¢ AMMHHOIENOYSYHBIMH anupaTHIeCKHMH
CIIMPTaMH, HAIPUMEP IeNTageKadTHIEHOKCHIETAHOJI, UIH MPONYKTH KOHAEHCAHU
3THJIEHOKCHJIA C IIPOU3BOJHBIMU HETIOJNHBIX CIOXKHBIX 3(GUPOB KUPHBIX KHCIIOT U
T¢KCUTA, TAKHC KaK IOTHOKCHITHICHCOPOHTMOHOOIEAT, UM NPOAYKTE KOHAECHCAIHH
3THIJIEHOKCH/IA ¢ JUIMHHOLEIIOYEYHBIMH aTH(QATHYCCKAMH CITUPTaMHU, HAIIPUMED
renralekKa’THIICHOKCUIIETaH O, HIIH IPOAYKTE KOHJCHCAIMH 3THJIEHOKCH A C
NPOU3BOAHBIMHU HENOJHBIX CJIO0XHBIX 3QUPOB XHPHBIX KHCIOT ¥ I'€KCHTA, TAKHE KaK
HOJHOKCHITUIICHCOPOUTMOHOOJIEAT, HIH NPOAYKTH KOHAEHCAIIMH 3THIEHOKCHIA C
NPOU3BOAHBIMH HETIOJNHBIX CIOXKHBIX 3(DHPOB XKUPHBIX KHCIOT C aHTHIAPHIAMH
I'€KCHTA, HAIPpUMED HOHHBTI’IHCHCOP6HTMOHOOJICaT. BO,I[HI:IC CYCIICH3HH TaK>XXE MOTYT
COIep>XaTh OMUH UJIK 60Jiee KOHCEPBAHTOB (TAKHX KaK 3THJ HJIH IIPOMHUIT M-
THAPOKCHOEH30aT, aHTUOKCHIAHTOB (TaKHX KaK acKOpOMHOBAs KHCIIOTA), KpacHTeNeH,
apoMaTH3aTOPOB U/HIIH MOJACIacTUTENeH (TaKUX KaK caxaposa, caXxapuH HIIH
acrapTam).

MacisiHble CyCNIEH3UH MOTYT OBITH IIPUTOTOBJICHBI IYTEM CYCIICHIUPOBAHHUS
AKTHBHOI'0 KOMIIOHEHTA B PACTHTEIBHOM Maciie (TakOM KaK apaxuCoBOE Maclio,
OJIMBKOBOE Macio, KyH)KyTHOE Macll0 HJIM KOKOCOBOE MacJ0) HJIH B MHHEPATbHOM
Maciie (TaKoM Kak KHAKUH napadun). MacusHble CyCIEH3HH TaKkKe MOTYT COAEpxKaTh
3aryCTHTENH, TaKHe KaK ITYeJIMHbIH BOCK, TBepIbIil apaduH HIIH HMETHIOBLIN CIIMPT.
Taxoke MOTYT OOABIATECS MOACIACTUTE/H, TAKHE KaK MEPEYUCICHHBIC BhIIIE, U
apoMaTH3aToPhl JUIS [TOJIy4eHHS] BKYCHOTO Mpernapara JJis IepopaTbHOro BBEACHUS.
OTH KOMIIO3HIUH TAKXXE MOTYT OBITh 3alMIIECHB! OT PAa3IOKEHUA TYTeM MpUOaBICHHA

AHTHOKCHJAaHTa, TAKOI'0 KakK aCKOp6I/IHOBaH KHCJIOTA.
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Jlucneprupyemble MOPOMKH M IPAaHYITB, TOAXOAAIINE [N TOTYYCHHAS BOJHOM
CYCIICH3HH MyTeM JI00aBJICHUS BOJIbI, KaK NPABHUIO, COAEPKAT aKTHBHBIN KOMIOHECHT
COBMECTHO C AMCIEPIUPYIOIIUM HIIH CMAaYHBAIOLIUM CPEACTBOM, CYCHCHAHPYIOIIAM
CPEJICTBOM M OJHUM M OoJiee KOHCepBaHTaMH. [IpuMepaMu IOAXONSIHX
JAUCTIEPTUPYIONIHX HIIA CMAYMBAIOIUX CPENCTB U CYCIEHIUPYIOIIKUX CPEACTB
ABJISIOTCS CPEACTBA, YIIOMAHYTEIE BbllIe. Takke MOTYT BKIIOYATHCS AOMOJHHATEbHBIE
HallOJIHUTE]IH, TAKHE KaK IIOCJIACTHTENH, apOMaTH3aTOPbI H KPACHTEIH.

®apManeBTHYECKHE KOMIO3UIHH 110 H30OPETEHHIO TaKXKe MOTYT HaXOJHUThCS B
BHJIC 3MYJIbCHH Maclo-B-Bojie. MacisiHolt §a3oif MOXeT ObITH pacTUTEILHOE MAcCIo,
TAaKOC KaK OJIMBKOBOE MACJIO HJIM apaXxHCOBOE MAcio, HJIH MUHEPaJbHOE MAaclio, TAKOE
KaK, HapUMep, XXHIKHH napaduH NI cMech JIIOOBIX MEPeYHCIICHHBIX CPEJICTB.
[Moaxonamumu 3MyJIETHPYIOINHMHE CPEACTBAMH MOTYT OBITh, HallpHMep, MPHPOIHBIE
CMOJIBI, TAKHE KaK apaBMiCKad KaMe/b HJIH TparakaHToBas KaMmelb, IPUPOJTHBIC
docdaTuasl, TaKHE KakK COsl, ICMUTHH, CIOXKHBIE 3QUPHI WIH IPOU3BOIHBIE HETOJIHBIX
CJIOXKHBIX 3()HPOB XHMPHBIX KHCJIOT C aHIHAPUAMH TeKCHTa (HalmpuMep
COpOHTMOHO0JIEAT) U MPOAYKTH KOHJICHCATINY YKA3aHHBIX HEIIOMHBIX CJIOXKHBIX
3QHpPOB ¢ 3TUJICHOKCHUIOM, TaKHe KaK MOJTHOKCHITHIEHCOPOUTMOHOOIEaT. OMYIIbCHH
TaKXe MOTYT COJIEpKaTh OACIACTUTENHN, APOMATH3aTOPEl U KOHCEPBAHTHI.

CHpons! 1 3TUKCUPBI TAKAKE MOT'YT OBITH HPUTOTOBIECHBI C MTOJACIACTUTENSIMH,
TaKHUMH Kak JIUIEepUH, IPONHICHTINKOb, COPOUT, acnapTaM HIM caxapo3a, a TaKkxe
MOTYT COJAEPXaTh CPEJICTBO, YMEHbIIAIONIEE pa3JpakeHue, KOHCEPBaHT,
apoMaTU3aToOp W/UJIH KPacUTEIb.

dapMareBTHYECKHE KOMIO3UI[UU TaKXe MOTYT HaxoJIHThCs B popme
CTEPUIBHOTO PACTBOpA JJIsl HHBEKUMHA HIJIK MACJISHOMH CyCHEH3UH, KOTOPBIE MOTYT
OBITH IPUTOTOBIICHEI B COOTBETCTBUH C U3BECTHBIMH METOAUKAMHU, HCIIOIL3Ys OJIHO
uiu 60Jee NONXOAAIIUX TUCIEPTUPYIONINX HITH CMAYUBAIOIUX CPEACTB U
CYCHCHAUPYIOMIUX CPEICTB, ONHCAHHBIX Bbllle. CTEPHIIBHBIA Iperapar JUig HHbEKIHHT
TaK)Ke MOXET MPEeCTaBIATs COOO0H CTepUIIBHBIN pacTBOP MUl HHBEKLUHU HIIH
CYCIICH3UIO B HETOKCUYHOM pa30aBUTENe MM PACTBOPHUTENE, KOTOPBIA ABIACTCA
MpHEMJIEMBIM IS [TapeHTEpalbHOIO BBEJICHUS, HAIIpUMED, PaCTBOP B
1,3-Oyrananoe.

KoMno3uuuu n7is BBeIEHHs IyTeM HHTAJISIIUU MOTYT HaXOJHUTHCS B BHIE
0OBIMHOTO a3p030JIs O] TOBHIIIIEHHBIM JaBICHHEM, IPUCTOCOONEHHOro st

paciupencyicHud aKkTUBHOTIO KOMIIOHCHTA, HJIK B BUJAC adp030JIs, COACPKALICTO
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TOHKOM3MEIBYICHHOE TBEPJOE BEIICCTBO MU XUAKHE KAlIH. MOryT NpHMEHSThCS
0OBIYHEIC POIIEIUTERTHI LIS a3PO30JIsl, TAKHE KaK JTeTy4He (GhTOpHpOBaHHbIe
YTJ1€BOJOPOJB! MK YITIEBOJOPO/IBI, H @3P030IBHOE YCTPOHCTBO MPEACTABIIET coBOil
00BIYHOE YCTPOHCTBO IS paclpesieNeHAs JO3UPOBAHHOTO KOJHYECTBA AKTHBHOTO
KOMIIOHEHTA.

HomonruTensnas nHYOPMaLHsi OTHOCHTENBHO IPHTOTOBIEHHS IEKAPCTBEHHBIX
OpenaparoB COJCPKUTCA B ri1aBe 25.2, ToMm 5 «O01eil MeJUIIHHCKON XUMUAR»
(Comprehensive Medicinal Chemistry) (Corwin Hansch; npeacenarens
PCIaKIHOHHOM KoJuleruu), Pergamon Press 1990.

Konu4ecTBO akTHBHOTO KOMIIOHEHTa, KOTOPOe HEOOXOMUMO ISl [IOTyYeHHS
CAHHHYHOH JIEKAPCTBEHHOH (POPMEI B COYETAHHH C OTHUM HIIH HECKOIBLKUMHU
HaMONHUTEIAMH, HEIIPEMEHHO U3MEHSETCS B 3aBHCHMOCTH OT OPraHH3Ma, KOTOPBIH
TIO/IBEPIaeTCs JICYCHUIO, B KOHKPETHOTO IyTH BBeaeHus. Hanpumep, npenapar,
MpEAHa3HAYCHHBIH 1JI1 NEPOPANbHOTO BBEAECHU JIIOISIM, KaK [IPABHIIO, CONEPIKHUT,
Hanpumep, oT 0,5 Mr 0 2 T aKTHBHOT'O KOMITIOHEHTA B COYETAHUH C HOMXOAIIHM H
IpHEMJIEMBIM KOJTHYECTBOM HAIOJIHHUTENEH, KOTOPOE MOXKET U3MEHATHCS OT
NpHOIU3HTENBHO 5 10 NPHOIH3UTENBHO 98 % OT 061meil MacChl KOMITO3HITHH.
CranjaapTHble JO3MPOBAHHEIE (OPMBI OGBIYHO COAEPKAT NPHOIUIUTEIBHO OT | MT 10
500 Mr akTHBHOTO KOMIIOHEHTa. JlONONHATEeIbHAs HHGOPMAIUS OTHOCHTENLHO MyTekH
BBEJCHHA H PEXUMOB BBEIACHHS CONEPKUTCA B riase 25.3 toM 5 «O0meit
meaunuHckoi xumMum» (Comprehensive Medicinal Chemistry) (Corwin Hansch;
npeacenaTesb pelakKIHOHHON KoJuieruu), Pergamon Press 1990.

JONOIHHATENBHO K COEAUHEHHUSIM 110 HACTOSEMY H300pETEHUIO
¢dapmalneBTHYECKass KOMIIO3UIHS COTJIACHO JIAHHOMY H300PETEHHIO TAKKE MOXET
BKJIIOYATh UJIM COBMECTHO BBOJUTHCA (OXHOBPEMEHHO, ITOCAEAOBATEILHO UIH
pasjicIbHO) C OJIHUM HIIM HECKOJIBKHMHU H3BECTHBIMH JICKaPCTBEHHBIMH CPEJICTBAMH,
BLIOPAHHBIMH M3 JPYTHX IPHMEHHMBIX B KJIMHHKE aHTHOAKTEpUAIBHBIX CPEJCTB
(HampuMep, MaKpOJIHIAMH, XHHOJIOHAMH, (-TaKTaMaM¥ MM aMHHOTJIMKO3M/IaMH )
U/HJIN IPYTUMH OPOTHBOMH(EKIIHOHHBIMH CPEACTBAMH (HapuMep,
MIPOTHBOTPHOKOBBEIM TPHa30710M UIH aMpoTepuinHOM). OHH MOTYT BKIIIOYaTh
KapbaneneMpl, HapUMEpP, MEPOIICHEM WIIM HMHIIEHEM, [T PACIIHPEHHS
TepaneBTHYeCKOH 3P dekTuBHOCTH. COeIUHEHHS COTIACHO TAHHOMY H306pEeTeHUIO
TaKXe MOTYT BKJIIOYaTh MJIM COBMECTHO BBOJHTHCH C

OakTepuIHAILIM/yBeTHYHBAIOIIUM IPOHULIIAeMOCTh GenkoBbiM (BPI) npoayKTaMu Hi
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MHTHOMTOpaMH BBIBOISIIIUX HACOCOB JUI YCHJIEHHS aKTHBHOCTH 110 OTHOLIEHHIO K
TPaMOTPULATEIbHBIM OAaKTEPUIM W 6aKTepPUSIM, PE3HCTCHTHBIM K aHTUMHKPOOHBIM
cpeJcTBaM.

Kak yka3pIBajoCh BBIIIE, BEIMYHHA JO3E, HEOOXOMXUMOMN s
TePaneBTHYECKOrO UK NPOPHIAKTHYECKOrO JIeUEHHS KOHKPETHOI0 60Ie3HOT0
COCTOSHHS, OOBIYHO U3MEHSAETCS B 3aBHCHMOCTH OT OPTraHH3Ma, KOTOPHIi
MO/IBEPracTcs J€YCHHUIO, Y TH BBEICHUA H TAKECTH 3a00NEBaHUS, KOTOPOE II0aeTCs
nedernto. [IpenoyTHTeIbHO IPUMEHEMas CyTOYHAS 1033 HAXOIUTCA B AHANA30He -
50 mr/kr. OxHako cyTo4Has 1032 0GBIYHO H3MEHSETCA B 3aBHCHMOCTH OT OPraHH3Ma,
KOTOPBIH IIOABEPraeTcs JEUEHHUIO, IPEINOUYTHTENHFHOTO MIyTH BBEACHUS U TSOKECTH
3a00j1eBaHUs, KOTOpOE Mojagaercs jeueHuo. ClaenoBaTeabHo, ONTHMAIbHAS 1034
MOXET OBITh ONpejiesieHa JIeYaliM BpauoM HHAUBUYANBLHO JUIS KaX0To MallHeHTa.

JIONOTHUTENBHO K UX MPUMCHEHHIO B TEpANeBTHYECKO MeIHI[HHE,
coenuneHus popmyinsl (I) H HX hapManeBTHUYECKH IPHEMIEMBIE COTH TAKKE OJIC3HEI
B Ka4yecTBe (papMaLleBTHYECKHX CPEJICTB IJIS Pa3BUTHSA U CTAHAAPTH3ALUH
TECTHPYEMBIX CHCTEM B YCJIOBHAX IN Vitro ¥ in vivo IS OICHKH AeHcTBUH
unrubuTopos JJHK-rupassl y 1abopaTopHbIX JKHBOTHBIX, TAKHX KaK KOTHI, COOAKH,
KPOJIMKH, 00€3bANEI, KPBICHI H MBIIIH, A TOUCKA HOBBIX TEPAIIEBTHYECKHX CPEJCTB.

B npyrux Bellleyka3aHHBIX BapHaHTaX (papMaleBTHYECKOH KOMIIO3ULIHH,
cmocoba, MeToza, IIPUMEHEHHA U IPUTOTOBJICHHS JIEKAPCTBEHHOIO CPEACTBA TAKXKE
IPUMEHSIOTCH aNnbTEPHATHBHBIE U MPEANOYTHTEIbHEIC BAPUAHTHI OCYIIECTBICHUSA
COENMHEHUN, ONIUCAHHBIE B HACTOALIEM H300peTeHHH.

[pumepn

Hanee uzobpeTeHNnE HITIOCTPUPYETCS CIEAYIONIMMHE [TPUMEPaMH, KOTOPBIE HE
OrpaHUYHBAIOT €ro 00bEM, B KOTOPBIX, €CJIM CHELHAIbHO HE YKa3aHo HHAaye:

(1) HCIapeHHe OCYIECTBIAIOT Ha POTOPHOM UCHAapHTesie B BAKYyMe U
npoueaypy o6paboTKky OCYNIECTBISIOT HOCIE YAaIeHUS OCTATKOB TBEP/ALIX BELIECTB
yTeM QUIBTPAIHUH;

(ii) peakiuu OCYIIECTBIAIOT IPU TEMIEPAType OKPYXaroIled cpebl,
KOTOpas 00BIYHO HaxoAuTCs B Auanasone 18-26°C, u nmpu HaIu4YHu BO3AyXa, €CIIH
CIELUAIBHO HE YKa3aHO UHAYe, MM €C/IH CHUEI[HaluCT B JaHHON 00/1acTH HE CUMTAET

HY>XHEIM paboTaTh B HHEPTHOH aTMocdepe;
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(111) KOJIOHOYHYIO Xpomarorpaduio (IIpy oMo GIsu-MeTOIUKH)
NPUMEHSIOT JUISI OYHCTKH COEIHHEHHH M OCYUIECTRIISIOT HAa CHIMKAreleBoi KOJOHKe
Merck Kieselgel (apt. 9385), ecnu criennansHo He yka3aHO HHAYE;

(iv) BBIXO/Ibl MPEJICTABIICHBI TOJILKO € LEbIO HILTIOCTPALMH, H
Heo0A3aTENbHO, YTO MOTYT OBITH JOCTUTHYTH MaKCHMATbHBIE 3HAYCHHS,

(v) CTPYKTYPY KOHEUHBIX IIPOAYKTOB 110 H300PETEHUIO, KaK IPABUIIO,
noaTsepxAaNd NpHu nomouu SIMP u Macc-creKTpanbHBIX METOJIOB [CIIEKTPHI
IPOTOHHOI'O MATHUTHOTO PE30HAHCA YKA3hIBAIH B CKOOKAX H 0OBIYHO H3MEpSIIH B
JAMCO-ds, ecnu cienaibHO HE YKa3aHO HHAYe, HCII0JIb3Ys creKTpoMeTp Bruker
DRX-300, paboras npu HanpspkeHHOCTH mous 300 M. 3HayeHHST XUMHYECKUX
CIABUIOB H3MEPSUIH B YACT. HA MJIH, OTHOCHTEIBHO TETPAMETHCHIIAHA KaK BHYTPEHHEr O
cTaHzapTa (8 WKaaa) 4 MMKH MyJTbTHIUICTHOCTH NIPEACTABIIANH CIIEAYIONTHM 06pa3oM:
s, cunrnet; d, 1ybnet; AB unu dd, ny6net nyGneros; dt, ay6ner Tpunneros; dm,
ny6rer MyIbTHILIETOB; t, TPUMILICT; M, MyABTHIUIET; br, mMpoKuii; Macc-
CHEKTpalbHble JaHHBIE OOBIYHO MONydany Ipd 6oMOapIHPOBKE OBICTPLIMH aTOMaMH
(FAB), ucrionpsys cniexrpomerp Platform (xoTopsiii noctasnsercs Micromass) npu
SNIEKTPOPACTIBLUIUTENLHOR HOHH3AUH H, €CIIH ObUI0 Henecoo0pa3Ho, JaHHbIE
[OJIOKUTENLHBIX HOHOB UM JaHHBIE OTPHLATENILHBIX HOHOB cCOOHpau|; uiu
ucnonb3ys Agilent, cepun 1100, XXX/MCJ, o6opynosannoe Sedex 75ELSD, paboras
B APCI-pexumMe, u, eciu 065110 1IeJIec000pa3HoO, JaHHEIE IIOT0XKHTEIBHBIX HOHOB HIIH
JIaHHEBIE OTPHIIATENEHEIX HOHOB COOHPAIIH; BpalleHHE IUIOCKOCTH I0JIIPH30BAHHOTO
cBeTa onpenenanu npu 589 uM npu temnepatype 20 °C, HCHONB3YS NOJSPUMETD
Perkin Elmer 341; BJIXKX ¢ o6pamenHo#t ¢asoit ¢ nomompo YMC Pack ODS-AQ
(BuyTtpennue pasmepnl 100x20 MM, pasmep gactudex S-S5, pazmep mop 12 um)

(vi) KaX bl MPOMEXYTOUHBIH IIPOAYKT OYHILAIH 10 OOBLIYHOTO YPOBHS,
HEOOXO0AUMOTrO s MOCHeAYIOLeH CTaauH, U XapaKTepH30BaIH J0CTATOYHO JJIS TOTO,
4TOOBI IOATBEPAUTH IPABHUIBHOCTE 3alaHHON CTPYKTYPHI; OYHCTKY OIIEHHUBAJNHU C
nomompro BJDKX, TCX unu SIMP u unentudukaiuio ocymecTBIsIH IyTEM
uHppakpacHoit cnexktpockonuu (UK), macc cnexrpockonuu unu SMP
CIIEKTPOCKOIIHHU, KOTOPBIE SIBISIOTCS MOOXOASIIUMY;

(vit) B KOTOPBIX MOTYT MCHOJIb30BAThC CICAYIOUINE COKPALICHUS

JAM®A npencrabnset coboit N,N-gumerundopmamu; DMA npencrasnsger
coboit N,N-numerunaneramun; TCX oboznavaer TOHKOCTORHYIO XpoMaTOrpaduio;

BJIDKX o6o3nayaer xHIKOCTHYIO XpoMaTorpaduio Beicokoro aasinenus; JJMCO
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npexcrasiseT coboit gumernncynsdokcnn; CDCl; o6o3Havaer neidTepupoBaHH B
xnopodopm; MC o6o3nagaeT Mmacc-cnektpomeTpuio; APCI o6o3uauaert XHMHYECKYIO
HOHH3AIUIO TIpH aTMocdepHOM aaBieHnn; EtOAc o6o3Havaet stunanerar; MeOH
o6o3navaet meTanon; DIEA o6o03Havaer quuszonponuietiamMmun; TOK 0603nauaer
tpudropykcychyio kucnory; HATU npeactasnser coboii
N-[(zumeTunamuno)-1H,2,3-tpuazono[4,5-b- Jnupuaun-1-

uiaMeTHieH |-N-mMeTunmeranaMusnii rekcadropdocdar N-okenn; HOAT o6o3nagaer
1-runpokcu-7-azabensorpuaszon; NMP o6osuagaer N-metunnupponugunon; TT'O
obo3nadaet rerparuapodypan; EtOH o6o3nauaer stanon; XJKXMC o6o3nauaer
XKHUIKOCTHYIO XpomaTorpaduio/Macc-ciektpomMeTpuro; XM obo3zHauaer
JIUXJIOpMETaH;

(viii) Ttemmnepartypa nmpuseaeHa B rpanycax lLlenscus °C;

(1x)  MHEKpoBOJHOBOH cuHTe3aTop CMmuTa (Smith) oTHOCKHTCS K 060pYAOBaHHIO, B
KOTOPOM HCIIOJIb3YCTCA SHEPTHS MHKPOBOJIH IJis HATPEBAHUS OPTraHHUYECKUX PEaKI[Hi
32 KOPOTKUH MPOMEKYTOK BPEMEHH; €TI0 MCHOJIBE30BANH COMTACHO HHCTPYKIMAM
IPOU3BOAUTENA M nosydanu oT Personal Chemistry Uppsala AB; u

(%) neperouka Kugelrohr oTHOCHTCS K THITY 060pYROBaHHS, KOTOPOE MEPETOHSIET
KHJKOCTH U HArpeBAcT YYBCTBHUTENLHEIE COEAUHEHHUS C IOMOTIBIO TEMITEPATYPhI
BO3/JIyITHOTO TEPMOCTATa; €ro HCIOJIb30BaH COINIACHO HHCTPYKIMAM IHPOU3BOJAUTENSL
u nosy4any oT Buchi, IIpelinapus umu Aldrich, Munyoxn, CIILA;

(x1) ecnu Hcnosb3yeTcs obo3Hauenue yuc(+) win mpanc(+), To HEOGXOAUMO
IPUHHUMATh BO BHUMAHHUE, YTO OHO OTHOCHUTCS K PallEeMHYECKOM CMECH yuc WITH mpauc
H30MEPOB, (-) WK (+) OTHOCUTCS K OTACIBHOMY 3HAHTHOMEPY, KakK B ciiyyae R R uin
S,S xorxa npuBeseHo B ckobKkax. BpameHus u3Mepsiii 11 IEPBOro XUPaTbHOTO
COCUHEHHS B CXeMe CHHTe3a (CM., HaIpHUMep, HPOMEXYTOUHbIe coeJuHeHUus 57 u 58)
IIyTEM ONpEACIICHAS BpPAllCHUS IIOTOKA, BBITEKAIONIETO C XUPaAJIbHON KOJIOHKH, C
nomobio noaspumerpa Perkin Elmer 341, B Touke, B KOTOpO#i 310MpyeTCS
SHAHTHOMED, 3aTeM HOMEHKIaTypa yuc(-) Uiy yuc (+) npoxospKaeTcs I BCeX
coenuHeHHUN B cuHTe3e (Hanpumep, llpuMep 42 npeacrasigeT coboit KoHeyHOE
COEIUHEHHE B CHHTE3E, IS KOTOPOTO B KAYeCTBE HCXOJHOTO BEIIECTBA HCIIOJIB30BAM
MPOMEXYTOUHOE coeAuHeHne 57); u

(x11) 'XMC npencraBisier coboif xpomarorpacduro B razoBoit ¢ase (Moxens 6890N) ¢
Macc-CHEKTPOMETPOM (MoJenb 5973), koTopbli H3roToBNeH Agilent  uconb3yeTcs

COI'TaCHO YKAa3aHHAM IMPOHU3BOJUTEIIA.
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Ipumep 1
Luc()mernn 2-(4-{[(3.4-nuxnop-5-metun-1 H-nuppon-2-un)kapGoHui]aMuHo }-3-

METOKCUIIMIEPUIANH-1-ui)-1,3-THa3051-5-KapOOKCHIIAT
o ¢l T
S 0
B N—¢ ])L'
\
Me/Z—N—S\“/ N Me
Me
Meton 1

l(uc(ﬂ:)3,4—11Hxn0p—N-(3-MeTOKCHnnnepnnHH-4-Hn)-5-MeTHn-1H-nnppon—2-

kapboxcamun (Ilpomexyrounoe coegunenue 50; 380 mr), merun 2-6poM-1,3-THa301-
5-xapOokcunar (276 mr), pactopsiin B 6e3Bognom DMA (5 mi). Jlo6asnsuin DIEA

(216 mxx) n cmech Harpesanu npu 120 °C B Teyenue 7 4acos (4). CMech pa3BoIHIH

EtOAc, Tmarenbno npoMbIBaiH IBITPaTHEIM 6Y(epoM, BOAOH, COMSHBIM PacTBOPOM, H

BeICymIHBaIK HaJl Na;SO4. Oprannveckyio ¢azy KOHIEHTPHPOBAIH B BAKyyMe,

NoJydass yKa3aHHOC B 3arJlaBUU COCTHHCHHUE B BHE KOPHYHEBOTO TBEPAOI'0 BE€IIECTBA

(337 mr).

Metox 2

ANIbTEpHATHBHO YKa3aHHBIC B 3arJIaBUU COCAUHEHHS MOJYYAlH C TOMOIIBIO
MHKPOBOJTHOBOT'O CHHTE3aTOP4, [10JBEPras PeaKiHOHHYIO CMECh OJHOPEKHUMHOMY
BO3JIEACTBHIO MUKPOBOJIH IpH 150 °C B Teuenue 30 MUHYT (MHH.) HJIH 10
3aBEPUICHHS PEAKIUH, YTO ONECHUBANIH ¢ oMolbio XKXMC, ucrnonb3ys monspHbLi
anpoOTOHHEBIM pacTBOpHUTEND, Takoli kak DMA, NMP unu 1-6yTuir-3-metun
HMHAa3071Hi-TeTpadTOpGOpaT B KauecTse pacTsoputeneii peakuun. MC (ES) MH":
447 pna C17H20CLhN4O4S; AMP: 1,65 (m, 2H), 2,09 (s, 3H), 3,07 (m, 3H), 3,48 (m,
1H), 3,63 (s, 3H), 3,86 (m, 1H), 4,15 (m, 2H), 6,91 (d, 1H), 7,45 (s, 1H), 11,19 (s,
1H).

Ilpumepnr 2-33

CJ'ICIIYIOHII/IC HpHMepm [IOJIy4YaJIi ¢ MOMOUILIO METOJAUKU, ONHCAHHOH B

npumepe 1, U3 ykazaHHBIX HCXOIHBIX BemecT (UB).
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auxjop-S-merun-1H-
UppoJI-2-

HI)KapOOHMI |aMHUHO }-3-
NPONOKCHIIHIIEPUANH- 1 -
un)-1,3-tuazon-5-
Kapbokcuar

o]
c cl s 0,Me
Me N N
H 0 02

Me

C19H24C12N4O4S; SAMP: 0,89
(m, 3H), 1,54 (m, 2H), 1,87
(m, 2H), 2,26 (s, 3H), 3,37
(m, 2H), 3,71 (m, 2H), 3,81
(s, 3H), 4,15 (m, 1H), 4,42
(m, 2H), 7,18 (d, 1H), 7,98
(s, 1H), 12,29 (s, 1H)

IIp. | CoennHenue JlanHbIe VB

2 Metun 2-((35,4R)-4- MC (ES) MH":447 mnst [Tpomexytounoe
{[(3,4-muxmop-5-MeTHUI- C17H20C1;N4048S; SIMP: 1,87 | coenunenue 51 u
1H-nuppon-2- (m, 2H), 2,05 (m, 2H), 2,27 MeTun 2-6pom-1,3-
ui)kapOonumn]amuno}-3- | (s, 3H), 3,01 (m, 2H), 3,25 THA30J-5-
METOKCHIUIIEPUIUH-1- (s, 3H), 3,65 (m, 1H), 3,83 kapboKcuar
ui)-1,3-tuazon-5- (s, 3H), 4,12 (m, 1H), 4,46
kapbokcunar (m, 2H), 7,40 (d, 1H), 8,00

(s, 1H), 12,38 (s, 1H)

3 meTun 2-((3R,4S5)-4- MC (ES) MH":447 nns [IpomexyTounoe
{[(3,4-nuxyop-5-MeTUI- C17H20CIhN4O4S; SIMP:1,89 | coenunenne 52 u
1 H-nuppon-2- (m, 2H), 2,11 (m, 2H), 2,23 MeTHI 2-6pom-1,3-
ui)kap6onun)amMmuno}-3- | (s, 3H), 3,33 (m, 2H), 3,46 THA307-5-
METOKCHITUIIEPUIUH- 1 - (s, 3H), 3,59 (m, 1H), 3,85 KapOoKcHIaT
un)-1,3-tuason-5- (s, 3H), 4,09 (m, 1H), 4,46
kapOokcunar (m, 2H), 7,31 (d, 1H), 7,92

(s, 1H), 12,30 (s, 1H)

4 Hue(£)mernn 2-(4-{[(3,4- | MC (ES) MH":414 ans ITpomexyTouHoE
nudrop-S-metun-1H- Ci17H,0F2N4O4S; SIMP: 1,72 coenqnHenue 56 u
UPpOJI-2- (m, 2H), 1,79 (s, 3H), 2,3 MeTui 2-6pom-1,3-
un)kapbonui)amuso}-3- | (m, 2H), 3,45 (s, 3H), 3,61 THA30J-5-
METOKCHITUIIEPHIHH-1 - (s, 1H), 3,8 (s, 3H), 4,08 (m, | kap6oxcunaT
nun)-1,3-tnazon-5- 1H), 4,41 (m, 2H), 6,88 (d,

Kapbokcuaar 1H), 8,00 (s, 1H), 11,5 (brs,
1H)
5 Huc(E)metun 2-(4-{[(3,4- | MC (ES) MH":475 nns [TpoMmexyTouHoe

coeIMHEHHE 53 n
MeTun 2-6pom-1,3-
THA30J1-5-
KapOokcmiar

Crtp.: 72
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{[(3,4-n1uxn0p-5-MeTHI-
1H-nuppon-2-
HJI)KapOOHHII|aMHHO }-3-
dbropnunepuIuH-1-ui)-
1,3-tuazon-5-
kapOokcuiar

C16H17C12FN4O3S; SIMP:
1,77-1,79 (m, 2H), 2,12 (s,
3H), 3,25-3,27 (m, 2H),
3,49-3,62 (dd, 1H), 3,68 (s,
3H), 3,95 (m, 1H), 4,00-
4,24 (m, 1H), 4,82-4,99 (m,
1H), 7,21 (d, 1H), 7,79 (s,
1H), 12,05 (brs, 1H)

ITp. | Coenunenne Jlannrie VB

6 Huc(x)mernn 2-(3- MC (ES) MH":473 s [Tpomexyroynoe
(anmunoxcu)-4-{[(3,4- Ci9H2,CIhN4O4S; SIMP: 1,94 | coenunenne 54 u
auxiop-S-merun-1H- (m, 2H), 2,23 (s, 3H), 3,56 MeTun 2-6pom-1,3-
OUPPOJI-2- (m, 2H), 3,58 (m, 2H), 3,84 | THa301-5-
wi)kap6ouninlamuno}nun | (s, 3H), 4,07 (m, 2H), 4,21 KapOokcuiiat
epuauH-1-umn)-1,3- (m, 1H), 4,46 (m, 2H), 5,37
THAa30J-5-KapOoKcHIaT (m, 2H), 5,95 (m, 1H), 7,29

(d, 1H), 7,96 (s, 1H), 12,32
(s, 1H)

7 Huc(£)stun 4-(3- MC (ES) MH":531 mis IIpomexxyTouHoOE
(amnmunoxcu)-4-{[(3,4- Ca6H23C1oN4Oy coeaJuHeHHe 54 u
IUXJ0p-5-metun-1H- [TpomexxyTouHoe
IIHPPOJI-2- coequnenue 10
UI1)KapOOHUII |aMHO } THII
epUANH-1-HJIT)XHHOIHUH-2-
kapbokcuiat

8 Huc(£)atun 4-(4-{[(3,4- MC (ES) MH":533 jus IIpomexyTouHOE
nuxjop-5-metun-1H- Ci6H30CIuN4Oy4 coeguHenue 53 u
NHAppON-2- ITpomexyTouyHOE
u1)KapOOHUI|aMHUHO }-3- coenuHeHue 10
IPONOKCUITUNIEPUIANH-] -

HJI)XUHOJIUH-2-
KapOoKcuIaT
9 Huc(£)metun-2-(4- MC (ES) MH":435, 437 nna | IIpoMexyrouHoe

coeuHeHue 32 u
Metui 2-6pom-1,3-
THA30J1-5-
Kapboxcuiar

Crtp.: 73
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llp. | CoenuHeHue Jannere 1B

10 | Tpanc(x)merun-2-(4- MC (ES) MH":435, 437 nas IIpomexyTounoe
{[(3,4-nuxmnop-5-meTHi- Ci6H17CLLFN405S coenuHenue 34 u
1H-ntuppo-2- MeTun 2-6pom-1,3-
UI)KapOOHUIT|aMHUHO }-3- THA30J]1-5-
¢TopnunepuauH-1-1)- Kapbokcumar
1,3-TtHa30i1-5-

KapbokcuiaT
oy
MeAQ/I(H
N N
"o FD“ _N
7
" e

11 | metun 2-((3R,45)-4- MC (ES) MH":435, 437 s IIpomexyTouHOE
{[(3,4-muxnop-5-metun- | C;¢H;7C1,FN40;S; SIMP: coenunenue 33 u
1H-nuppon-2- 1,77-1,79 (m, 2H), 2,12 (s, MeTua 2-6pom-1,3-
wi)kapbonun]amuao}-3- | 3H), 3,25-3,27 (m, 2H), THA30J1-5-
bTopnHnepUAKH-1-1)- 3,49-3,62 (dd, 1H), 3,68 (s, KapOokcuiar
1,3-trazomn-5- 3H), 3,95 (m, 1H), 4,00-
kapboxcunar 4,24 (m, 1H), 4,82-4,99 (m,

1H), 7,21 (d, 1H), 7,79 (s,
1H), 12,05 (brs, 1H)

12 | Que(£)atun 2-(4-{[(3,4- MC (ES) MH":499, 501 ansa | [Ipomexyrounoe
auxiaop-5-mertun-1H- Ci6H7C1,FN4O5S coequHeHue 32 U
nUuppon-2- aTHa 2-6pom-1,3-
un)kapboHUI]|aMUHO }-3- 6eH30THa30]-7-
¢bTopnunIepUIUH-1-1)- Kapbokcunar
1,3-6enzoTnaszon-7- (matent US
Kapbokcuaar 5770758)

13 | Hue(x)Otun 2-(4-{[(3,4- | MC (ES) MH":511, 513 ans | ITpomexyTounoe

nuxjop-5S-merun-1H-
MUPpPOJ-2-
HIT)KapOOHMII |aMHHO }-3-
METOKCHUIIUIIEpUIHH-1-
un)-1,3-6eH30THA301-7-
kapbokcunar

C22H24C12N4O4S; SIMP: 1,45
(t, 3H), 1,87 (m, 2H), 3,44
(s, 3H), 3,46 (m, 2H), 3,67
(m, 1H), 4,23 (m, 1H), 4,28
(m, 1H), 4,36 (m, 1H), 4,47
(q, 2H), 7,27 (d, 1H), 7,50
(t, 1H), 7,77 (t, 1HO, 12,26
(s, 1H)

coeguaenne 50 u
st 2-6poMm-1,3-
OeH30THA30/-7-
kapbokcuaar
(matent US
5770758)

Crtp.: 74
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lp. | Coenunenne JlaHHBIE VB

14 | Que(+)Merun 2-xnop-6- | MC (ES) MH":477, 47913 IIpomexyTrouHoe
(4-{[(3,4-nuxnop-5- CisH»oCI3Ns5Oy4; IMP: 1,62 coenqunenue 50 u
MeTus- 1 H-muppon-2- (m, 1H), 1,77 (m, 1H), 2,18 METHI 2,6-
un)kap6onunjamuno}-3- | (s, 3H), 3,15 (m, 1H), 3,28 JUXIJTOPIHPUMHUIUH
METOKCHUITHIICPUIUH-1 - (s, 3H), 3,56 (m, 1H), 3,87 -4-xapbokcmiar
UI)THPUMHHH-4- (s, 3H), 4,11 (m, 1H), 4,30
xapbokcunar (m, 1H), 5,00 (m, 1H), 7,15

(m, 1HO, 7,36-7,48 (m, 1H),
12,16 (m, 1H)

15 | Que(x)2tun 2-(4-{[(4- MC (ES) MH":427, 429 nus ITpomexyTouHoe
xnop-5-metun-1H- C13H23CIN4O3; SIMP: 1,27 coeHHeHHEe 55 u
MHPPOT-2- (t, 3H), 1,60 (m, 1H), 1,93 stuix 2-6pom-1,3-
uin)kapbonunjamuno}-3- | (m, 1H), 2,14 (s, 3H), 3,23 THA30J1-4-
METOKCHUITHOEPUANH-1 - (m, 1H), 3,28 (s, 3H), 3,43 KapOokcunar
un)-1,3-ruazon-4- (m, 1H), 3,53 (m, 1H), 3,85
kapbokcunar (m, 1H), 4,12 (m, 1H), 4,24

O,Me (m, 2H), 6,89 (s, 1H)
/\ \_ S
(0]
o
)
Me

16 | Hue(x)atun 2-(4-{[(3,4- MC (ES) (M +H): 461, 463 IIpomexyTounoe
auxnaop-5-merun-1H- st C1gHanClaN4O4S coequHenne 50 u
nuppo-2- stun 2-6pom-1,3-
U1)KapOOHUII|aMUHO } -3- THa3on-4-
METOKCHTIIMIIEPHIUH- ] - kapbokcunar
un)-1,3-tnazon-4-

Kapbokcunar

17 | Que(x)atun 4-(4-{[(3,4- MC (ES) MH": 455 s [TpomexxyTouHoE
JUXJIop-5-metun-1H- Cr0H74C1,N404 coenuHenne 50 u
nUppoJI-2- oTUN 4-
un)kapOoOHMUII|aMHHO §-3- XJTOPIHPHUIUH-2-
METOKCHITHIIEPHIUH-1 - kapbokcurat (WO
UN)IUPUIHAH-2- 2004007657)
kapbokcuiar

18 | Lue(x)meTnn 2-[4-{[(3,4- | MC (ES) MH":461 s IIpoMexyTouHOE

nuxnop-S-merun-1H-
MUppOI-2-
ui)KkapOOHUII|aMHHO }-3-
(METOKCHMETHJI)TUIICPH T
uH-1-mi1]-1,3-THazon-S-
kapboxcuar

C13H22C12N4O4S

coequHEeHHEe 74 U
METHUT-2-
OpoMTHa307-5-
KapOokcuiar

Crtp.: 75
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IIp. | Coenunenue JlanHbIE 1B

19 | Que(x)metnn-2-{4- MC (ES) MH":460 s IIpomexyTounoe
{[(3,4-nuxnop-5-meTni- C13H23C1,N505S coeauHeHne 75 n
1H-nuppon-2- METHI-2-
HI1)KapOOHHMI |aMHHO }-3- OpoMTHAa30JI-5-
[(MeTHIAMUHO)METHIT|ITH kapOokcuaar
nepuanH-1-nm}-1,3-

THa30J-5-kapOokcHiIar

20 | Quc(x)merun 2-{4- MC (ES) MH":474 nns ITpomexyTounoe
{[(3,4-muxn0p-5-MeTHII- C19H25C1,Ns058 coennHenue 76 u
1 H-nnuppon-2- METHII-2-
H1)KapOOHUIT |aMUHO }-3- OpomTHa30J-5-
[(nuMeTHaMHEHO )METHI | Kapbokcunar
nunepuanH-1-umn}-1,3-

THa30J1-5-KapOoKCcUIaT
cl Me
cl N
me—C [ Me
N N
- N8 0
1<
Me/

21 | Que(x)metun-2-(4-{[(4- | MC (ES) MH": 574 ans IIpomexyTouHOE
xJjop-5-mMetun-1H- C,7H3,CIN5O5S coeJuHeHue 16 u
nuppon-2- ITpomMexyTouHoe
U1)KapOOHHUI|aMHUHO }-3- COeUHEHHUE 55
METOKCHITHTIEPUAUH-] -
nin)-4-{[(1-meTun-1-
beHUIITUI)aMIHO |Kap6o
HUI}-1,3-THA30J1-5-
kapbokcuiar

22 | Huc(+)metun-2-(4-{[(4- MC (ES) MH": 413 nus ITpomexyrouHoe

xaop-5-metua-1H-
nUppoJi-2-
un)kapOoHmUI|aMHAHO }-3-
METOKCUNUTIEPUIUH-]~
un)-1,3-tuazon-5-
KapOoKcuiar

C17H21C1N4O4S; SMP: 1,63
(s, 1H), 1,90 (s, 1H), 2,14
(s, 3H), 3,28 (s, 3H), 3,39
(s, 1H), 3,47 (s, 2H), 3,74
(s, 3H), 3,93 (s, 1H), 4,21
(s, 2H), 6,89 (d, J=2,64 I'y,
1H), 7,71 (d, J=7,91 T'L,
1H), 7,84 (s, 1H), 11,64 (s,
1H)

cocJIMHeHue 55 u
metun 2-6pom-1,3-
THA305-5-
Kapbokcunar

Crtp.: 76
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lIp. | CoenuHenne JlanHbIE 1B

23 | Que()merun-2-xnop-6- MC (ES) MH": 442 nus [TpoMmexyTounoe
(4-{[(4-xnm0p-5-MeTH- Ci3H21ClhNsOy; SIMP: 1,63 coequHEeHHe 55 u
| H-nuppon-2- (s, 1H), 1,79 (s, 1H), 2,09 - MeTHa 2,6-
uI)KapooHuiajamuuo}-3- | 2,20 (m, 3H), 3,08 (s, 1H), JUXJIOPIUPHUMHIHH
METOKCHITUIIEpUANH- ] - 3,17 (d, J=5,27 I'u, 1H), -4-xapOoxcuar
UJ)TUPUMHUTHH-4- 3,25 (s, 3H), 3,30 - 3,81 -

KapOoKkcmIaT 3,89 (m, 3H), 4,22 (s, 2H),
4,91 (s, 1H), 6,87 (d, J=2,64
I'n, 1H), 7,37 (s, 1H), 7,67
(d, /=7,72 T'n, 1H), 11,62 (s,
1H)

24 | Que(x)metun-2-(4-{[(4- | MC (ES) MH": 457 nna [IpomMexyTouHOE
xJjop-5-metun-1H- Ci9H25CIN4OsS; IMP: 1,63 | coenunenne 55 u
IUppoII-2- (s, 1H), 1,84 - 1,99 (m, 1H), | IIpoMexyToqHoe
uin)kapbonunlamuno}-3- 2,12 - 2,19 (m, 3H), 3,33 (s, | coenunenue 17
METOKCHITUTIEPUIHH- 1 - 3H), 3,35 - 3,38 (m, 1H),
ui)-4-(METOKCHMETHIT )- 3,52 - 3,57 (m, 1H), 3,72 (s,
1,3-tnazon-5- 3H), 3,97 (s, 1H), 4,15 -
kapbokcuiar 4,29 (m, 3H), 4,52 - 4,61

(m, 2H), 6,89 (d, J=2,64 I'n,
1H), 7,70 (d, J=7,91 I'n,
1H), 11,63 (s, 1H)

25 | Que(x)meTnn-2-(4- MC (ES) MH": 491 mis IIpomexyTouHoe
{[(3,4-muxnop-5-MeTHI- Ci9H24C12N4OsS; AMP: 1,66 | coenqunenune 50 u
1H-nuppon-2- - 1,81 (m, 2H), 2,14 - 2,22 IIpoMexxyTouHoe

WiI)kapOoHHUJI |aMUHO }-3-
METOKCHIIHIIEPHAUH-] -
ui)-4-(METOKCUMETHII )-
1,3-tuazon-5-
Kapbokcuiar

C Cl
H
J—g\(N C\ o]
Me S
N N
R0 g \E*KKO/MG
"Me o,
Me

(m, 3H), 3,29 (s, 3H), 3,33
(s, 2H), 3,36 (s, 3H), 3,55
(s, 1H), 3,73 (s, 3H), 3,97
(s, 1H), 4,20 - 4,35 (m, 2H),
4,57 (d, J=1,32 T'y, 2H),
7,15 (d, J=8,29 I'n, 1H),
12,15 (s, 1H)

coenuHenue 17

Crp.: 77
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IIp. | Coenunenune JlaHHbIE 1B

26 | Huc(+)stun 4-(4-{[(4- MC (ES) MH": 471 ans [Tpomexyrounoe
XJop-5-metui-1H- C24H37CIN4Oy4; SIMP: 1,38 coeMHEHHE 55 u
IHPpPOJI-2- (t, J=7,06 I'u, 3H), 1,80 (s, [Ipomexyrounoe
un)kapGorunlamuno}-3- | 1H), 2,15 (s, 3H), 3,27 (s, coenunenue 10
METOKCHITUNIEPUINH-1 - 3H), 3,36 - 3,42 (m, 3H),

HII)XUHOTUH-2- 3,64 (s, 3H), 3,84 (s, 1H),

Kapbokcunar 4,41 (q, J=7,10 I'u, 2H),
6,95 (d, J=2,64 T'u, 1H),
7,57 (s, 1H), 7,69 (d, J=7,16
I'm, 1H), 7,73 - 7,82 (m,
2H), 8,11 (dd, J=17,14, 8,29
I'n, 2H), 11,65 (s, 1H)

27 | Que(x)otun-2-(4-{[(3,4- MC (ES) MH™: 455 s IlpomexxyTouHoE
IuxXiaop-5S-metun-1H- Ca0H24CIHhN4Oy; SIMP: 1,32 coenunenue S0 u
Ouppon-2- (t, J=7,06 I'u, 3H), 1,72 (d, STHII 2-
uin)kapbonun]amuno}-3- | J=0,75 'y, 2H), 2,18 (s, bTOPHU3OHUKOTHHAT
METOKCUITHUIIEPHANH-] - 3H), 3,13 (d, J/=13,38 I'Ls, (Konno, Akinori J.
UJ)H30HUKOTHHAT 2H), 3,29 - 3,31 (m, 3H), Fluorine Chemistry

3,50 (s, 1H), 4,23 (s, 2H), (1998), 87(2), 137-
4,32 (q, J=7,03 T'u, 2H), 140)

4,67 (s, 1H), 6,97 (dd,

J=5,09, 0,94 ', 1H), 7,14

(d, J=8,10 I'n, 1H), 7,23 (s,

1H), 8,24 (d, J=5,09 I',

1H), 12,15 (s, 1H)

28 | Que(x)atun-4-(4-{[(4- MC (ES) MH™: 421 mns IIpomexyrouynoe
xjop-5-metun-1H- C20H,5CINgOy; SIMP: 1,31 COoeIHHEHHE 55 u
HUppPOJI-2- (t, J=7,06 I'u, 3H), 1,61 (s, 3TUI 4-
win)kapOoumn|amuno}-3- | 1H), 1,85 (s, 1H), 2,12 - XJIOPIUPHAIUH-2-
METOKCHIIUIICPHIUH-1 - 2,18 (m, 3H), 3,23 (s, 3H), kxap6okcunar (WO
UJI)THPUTAH-2 - 3,50 (s, 1H), 3,89 (s, 2H), 2004007657)
KapOokcuiar 4,19 (s, 3H), 4,30 (q, /=7,16

I'u, 2H), 6,89 (d, J=2,83 T'n,
1H), 7,05 (dd, J=6,03, 2,64
I'u, 1H), 7,44 (d, J=2,64 Iy,
1H), 7,67 (d, J=8,10 I'y,
1H), 8,20 (d, J=5,84 I',
1H), 11,63 (s, 1H)

29 | Que(+)3,4-nuxnop-N-[3- | MC (ES) MH": 447 pas IlpomexyTtounoe
METOKCH-1-(2- C22H»4C1;N4 O, coenudenue 50 u
METHUJIXUHOJIHH-4- 4-xmop-2-
WI)NUnepuauH-4-uinj-5- METHIXUHOJIMH

MeTHi-1 H-nmuppon-2-
KapOoKcaMu

Crtp.: 78
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Ip. | Coenunenue JlauHbIe 1B

30 | Hue(x)Metun 4-{[(3,4- MC (ES) MH": 474 [IpomesxyTounoe
AUXTIOp-5-MeTu-1H- Ci8H22CINsOsS; SIMP: 1,98 | coenunenue 35 u
[IUppOI-2- (m, 2H), 2,23 (s, 3H), 3,08 MeTun 2-6pom-1,3-
ui)kapbonunjamuuo}-1- | (m, 1H), 3,24 (m, 1H), 3,55 THA30JI-5-
[5-(meToxcukapbouu)- (m, 1H), 3,66 (s, 3H), 3,79 kapOokcHiar
1,3-TtHazon-2- (s, 3H), 3,97 (m, 1H), 4,23
WU epUanH-3- (m, 1H), 4,63 (m, 1H), 7,64
kapOoxcuiar (d, 1H), 7,95 (s, 1H), 12,01

cl 7 o o (S= IH)
W Sj)\ Q
Me” N N N’<\N I Me
o
Me ©

31 | Huc(£)stun 2-(4-{[(4- MC(ES) MH" : 477, 479 nns [IpoMmexyTouroe
xaop-5-mertun-1H- CHy5CINGO4S; IMP:1,33 coequHeHne 55 u
MUPPOIT-2- (t, 3H), 1,76 (m, 1H), 1,83 3TUn 2-6pom-1,3-
wiKkapGorun|amuno}-3- | (m, 1H), 2,10 (s, 3H), 3,37 6eH30THA30JI-7-
METOKCUITHIICPHIHH-] - (m, 2H), 3,45 (s, 3H), 3,54 kapOokcunar
un)-1,3-6enzoruaszon-7- (m, 1H), 4,21-4,29 (m, 3H), | (nmatent US
KapOoKcuiaT 4,36 (q, 2H), 6,86 (m, 1H), 5770758)

7,38 (t, 1H), 7,62-7,69 (m,
3H), 11,60 (s, 1H)

32 | Hue(x)atun 4-(4-{[(3,4- MC (ES) MH: 472 nns IIpomexyTounoe
nudrTop-5-merui-1H- Cy4Ho6FoN4Oy coeJIMHEHHE 56 U
UppOII-2- IIpomexyTouHOE
un)kapOoHUI|aMUHO }-3- coenuHeHue 10
METOKCUIIUIIEPUAUH-] -

UJ)XHHOJIMH-2-
kapbokcunar

33 | merun 2-((35,4R)-4- MC (ES) MH":435,437 nns | IlpomexxyTouHoe
{[(3,4-1UxI0p-5-METHII- Ci6H7CILFN4O;S; coe/HHeHue 36 U
1 H-nuppon-2- AMP:1,77-1,79 (m, 2H), meTui 2-0pom-1,3-
un)kapoonunlamuno}-3- | 2,12 (s, 3H), 3,25-3,27 (m, THA30J-5-
¢dbropriunepuuH-1-m)- 2H), 3,49-3,62 (dd, 1H), KapOOKCHIIAT
1,3-tnazon-5- 3,68 (s, 3H), 3,95 (m, 1H),
kapboxkcunat 4,00-4,24 (m, 1H), 4,82-

4,99 (m, 1H), 7,21 (d, 1H),
7,79 (s, 1H), 12,05 (br s,
1H)

Ilpumep 34

Luc(x)mernia 4-(amunoxap6ouun)-2-(4-{[(4-xaop-5-metui-1 H-muppoi-2-

U1)KapOOHUIT]aAMHHO }-3-METOKCHITHUIEPUANH- 1 -11)-1,3-THa3051-5-KapOGOKCHIIAT

Crtp.: 79
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l[uc(i)MeTHn—Z—(4—{[(4-xnop—5—Memn-1H—nnppon-2—nn)1<ap60HHn]aMHHO}-3-
METOKCUTIHNIEPUIUH-]-11)-4-{[(1-MeTun-1 -benunsTun)amuno |kap6orun}-1,3-
THa30.1-5-kapbokcunar (IIpumep 21; 0,058 r, 0,1 MMoB) PacTBOPSIU B PABHBIX
o6beMax TOK un IXM. PeakunonHuymo cMmech HarpeBajii B 3aIle4aTaHHOU TpyOKe 10
HapyxHo# TeMneparypsr 85 °C B TeyeHHe HOYH. Peaknnonnyio cmechs
KOHLCHTPHPOBaAu 114 yaaneHus: IXM n u3bpitka TOK. OctaTok pactpemensnu ¢
EtOAc n NaHCO; n opranndeckne 5KCTPaKTH BHICYIIHBAIH C TOMOIBIO MgSO, u
KOHHCHTPHPOBANH, MONy4as xeroe TBeproe semectso (0,050 r, 100%). MC (ES)
MH": 456 ana C13HCIN;5O;S.

[Ipumep 35
Luc(£)2-(4-{[(3.4-guxsiop-5-Metmi-1 H-nuppon-2-mn)kapGonnn]aMuHO 1-3-

METOKCUNUNEePUINH-1-11)-1,3-THa301-5-kap6oHoBas KHCIOTA

0
Cl o]
S OH
DW= j/L
H3C/2Nj\‘( _<\Nl
H o G
\
CH

3

Huc(x)mernn 2-(4-{[(3,4-nuxnop-5-metwi- 1 H-nuppoi-2-
H1)KapOOHMI]aMUHO } -3-MeTOKCHIHIIEPUANH- 1 -1111)- 1,3-THa301-5-kapbokcunar
(ITpumep 1; 200 mr) pactBopsnu B TT'® (50 mn). Job6asmsiu 2 1. LiOH (100 M) u
cmech HarpeBasu npH 50 °C B TeueHue 18 yacoB. PeaknmoHHYI0 cMeCh OXTaXKJaIH 110
TEMIIEPATYPBl OKPYKaIOWEH Cpeabl U MOJKHCISIM ¢ oMoInbto 20 % BoAHOM
JUMOHHOM KHCHOTHL. Boanyro da3zy sxctparuposanu EtOAc u opranudeckyro ¢asy
IPOMBIBAH BOJOI, CONSIHBIM pacTBOPOM, BeicymruBand Hag Na,SOy4. Opranundeckyro
a3y KOHIEHTpUPOBAIU B BAKYyMe U PacTHPAIH B NOPOIIOK C IPOCTHIM JHITHIOBBIM
3¢ upoM, Iojyyas yKkazaHHOE B 3arjaBUuHU COEJMHEHUE B BHJIe He COBCEM Oeoro
tRepaoro Bemecta. (164 mr). MC (ES) MH": 433, 431 s Ci6H;sCLN,O4S; SIMP:
1,87 (m, 2H), 2,28 (s, 3H), 3,32 (m, 6H), 3,63 (s, 1H), 3,87 (m, 1H), 4,45 (m, 2H),
7,04 (d, 1H), 7,90 (s, 1H), 11,97 (s, 1H), 12,30 (s, 1H).

TIpumMepsl 36-71

Cnenyrouue I[IpuMepsl CHHTE3UPOBAIH ¢ TOMOIIBIO METO1a, AHAIOTHYHOT0
onucaHHOMY B npumMepe 35, u3 ucxonueix BeniectB (MB), npuBenenusix B Tabuuiie

HHXKE.

Crp.: 80
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Ilp. | Coeqnnenne AMP m/z VB

36 | Hue(£)2-(4-{[(3,4-nuxnop-5- | 0,87 (m, 3H), 1,57 (m, 2H), | 461 Ilpumep 5
metui-1 H-nmappon-2- 1,93 (m, 2H), 2,24 (s, 3H),
HJ1)KapOOHMJI|aMUHO }-3- 2,6 (m, 2H), 3,45 (m, 2H),
NPOMOKCHNIMIEPUAUH-1-11)- | 3,69 (m, 2H), 4,36 (m, 2H),
1,3-tHazon-5-kapOoHoBad 7,23 (d, 1H), 7,87 (s, 1H),
KHCIIOTa 12,34 (s, 1H)

37 | Huc(£)2-(3-(annunokcu)-4- 1,79 (m, 2H), 2,20 (s, 3H), | 459 [Mpumep 6
{[(3,4-muxnop-5-meTun-1H- 3,38 (m, 2H), 3,71 (s, 1H),
MAPPOJI-2- 3,95 (m, 2H), 4,15 (m, 2H),
nn)kapboHunlamuno jnunepu | 5,26 (m, 2H), 591 (m, 1H),
auH-1-un)-1,3-tuason-5- 7,18 (d, 1H), 7,76 (s, 1H),
KapOOHOBas KHCJIOTa 12,19 (s, 1H)

38 | Huc(£)4-(3-(annunokcu)-4- 2,06 (m, 2H), 2,20 (s, 3H), | 503 IIpumep 7
{[(3,4-muxnop-S-meTun-1H- 3,1-4,0 (m, 4H), 4,51 (m,
MU PpOII-2- 3H), 5,18 (m, 2H), 5,82 (m,
uin)kapoonmin|amuro yunepu | 1H), 7,29 (d, 1H), 7,57 (s,
JHH-1-HII)XUHOJIHMH-2- 1H), 7,71 (m, 1H), 7,95 (m,
KapOOHOBas KUCJIOTA 1H), 8,36 (m, 2H), 12,23

(s, 1H)

39 | Que(x)4-(4-{[(3,4-nquxnop-5- | 0,62 (t, 3H), 1,35 (m, 2H), 505 IIpumep 8
MeTui- | H-nmuppon-2- 2,13 (s, 3H), 5,36 (m, 2H),
ui1)xapOOHUII|aMUHO } -3- 3,5-4,0 (m, 4H), 4,05 (m,
MPONOKCHITHIIEPHARH-1 - 2H), 4,43 (m, 2H), 7,20 (d,
UJI)XUHOJUH-2-KapboHoBas 1H), 7,55 (s, 1H), 7,71 (m,
KHCIOTa 1H), 8,00 (m, 1H), 8,22 (m,

2H), 12,24 (s, 1H)

40 | HQuc(£)2-(4-{[(3,4-muxnop-5- | 1,75-1,79 (m, 2H), 2,13 (s, | 421, |Illpumep 9

meTtui- 1H-muppon-2- 3H), 3,39-3,57 (m, 2H), 423

U1)KapOOHHUII|aMHHO }-3-
$propnunepunun-1-un)-1,3-
THa30J-5-KapOoHOBas

KHCJIOTa

Cl
Cl

Me/]H
N

3,93-3,96 (d, 1H), 4,25 (m,
2H), 4,81-4,97 (m, 1H),
7,28 (d, 1H), 7,63 (s, 1H),
12,12 (s, 1H)

Crp.: 81
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IIp. | Coennnenne SAMP m/z B

41 | Tpauc(£)2-(4-{[(3,4-nuxnop- | 1,74-1,79 (m, 2H), 2,11 (s, | 421, |IIpumep 10
5-metun-1H-nuppoi-2- 3H), 3,49-3,58 (m, 2H), |423
UI1)KapOOHMI JaMHHO }-3- 3,86-3,92 (d, 1H), 4,22 (m,
¢ropnuncpunun-1-un)-1,3- 2H), 4,84-4,97 (m, 1H),
THazon-5-kapboHoBas 7,26 (d, 1H), 7,61 (s, 1H),

KHCJI0Ta 12,11 (s, 1H)

42 | 2-((35,4R)-4-{[(3,4-nuxmnop- 1,62-1,90 (m, 2H), 2,12 (s, {421, |Ilpumep 33
5-metnn-1H-nuppoin-2- 3H), 3,23 (m, 1H), 3,50 423
UI1)KapOOHMJI|aMHHO }-3- (dd, 1H), 3,83-4,03 (m,
¢bTopnunepuaun-1-un)-1,3- 1H), 4,12-4,43 (m, 2H),

THa30J1-5-kapOoHOBas 4,90 (d, 1H), 7,21 (d, 1H),
KHCJI0Ta 7,69 (s, 1H), 12,04 (s, 1H),
12,61 (brs, 1H)

43 | 2-((3R,45)-4-{[(3,4-nuxmop- | 1,63-1,92 (m, 2H), 2,13 (s, |421, |Ilpumep 11
5-meruni-1H-nuppoin-2- 3H), 3,21 (m, 1H), 3,50 423
un)kapOOHUI |aMHHO }-3- (dd, 1H), 3,87-4,02 (m,
broprnunepuauH-1-un)-1,3- 1H), 4,14-4,42 (m, 2H),

THa30J1-5-kapboHOBas 4,90 (d, 1H), 7,21 (d, 1H),
KHCITOTa 7,69 (s, 1H), 12,04 (s, 1H),
12,61 (brs, 1H)

44 | HQue(£)2-(4-{[(3,4-muxnop-5- | 1,82 (m, 2H), 2,13 (s, 3H), |471, |Ilpumep 12
metui- 1 H-nuppon-2- 3,48-3,67 (m, 2H), 4,12- 473
HJ1)KapOOHHII ]aMHUHO } -3- 4,41 (m, 3H), 4,92 (d, 1H),
¢bropnunepuauH-1-ui)-1,3- 7,22 (d, 1H), 7,34 (t, 1H),
6eH30THA301-7-KapOoHOBas 7,62 (m, 1H), 12,06 (s,

KHCIOoTa 1H), 13,45 (brs, 1H)

45 | Que(£)2-(4-{[(3,4-nuxop-5- | 1,86 (m, 2H), 2,25 (s, 3H), | 483, |Ilpumep 13

Metui-1H-nmuppoi-2- 3,46 (s, 3H), 3,48 (m, 2H), 485

A1)KapOOHHUII |aMHHO }-3-
METOKCHIIHIIEPHANH- 1 -HiI)-
1,3-6en3otnason-7-

kapOoHOBas KUCJIOTA
Ci

Cl
Me/\n
0] N._ _N
e
R
Me S
(¢]

3,65 (m, 1H), 4,35 (m, 2H),
4,46 (m, 1H), 7,25 (d, 1H),
7,48 (1, 1H), 7,73 (t, 1H),
12,26 (s, 1H)

Crp.: 82
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IIp. | CoenuHenue JAMP m/z 1B

46 | Que(£)2-(4-{[(4-xm0p-5- 1,60 (m, 1H), 1,83 (m, 1H), |449, |Ilpumep 31
MeTui-1 H-nuppon-2- 2,07 (s, 3H), 3,25 (s, 3H), 451
un)kapOoHu]aMuHO }-3- 3,35 (m, 2H), 3,52 (m, 1H),

METOKCUIIUIIEPUAUH- | -UT)- 4,09-4,17 (m, 3H), 6,84 (d,
1,3-6eH3oTHaszon-7- 1H), 7,37 (t, 1H), 7,58-7,67
kapOOHOBas KHCIIOTA (m, 3H), 11,58 (s, 1H)

47 | Que(£)2-(4-{{(3,4-muxnop-5- | 1,74 (m, 2H), 2,17 (s, 3H), |433, |Ilpumep 16
metuin-1H-nuppon-2- 3,26 (m, 2H), 3,35 (s, 3H), |435
un)kapOoHHUI|aMHHO }-3- 3,52 (m, 1H), 3,84 (m, 1H),

METOKCHUIHUIIePU AUH- | -HJT)- 4,21 (m, 2H), 7,13 (d, 1H),
1,3-Tnazon-4-kapboHoBas 7,57 (s, 1H), 12,15 (s, 1H),
KHCJIOTa 12,61 (brs, 1H)

48 | HQuc(x£)2-Xnop-6-(4-{[(3,4- 1,59 (m, 1H), 1,77 (m, 1H), | 463, |IIpumep 14
nuxaop-5-merun-1H-nuppon- | 2,18 (s, 3H), 3,16 (m, 1H), | 465
2-WI)KapOOHHUII|aMHHO }-3- 3,17 (m, 1H), 3,56 (m, 1H),
METOKCHUIUIIEPHIHH-1- 4,11 (m, 1H), 4,30 (m, 1H),

W) IIHPAMHIAH-4- 4,55 (m, 1H), 4,98 (m, 1H),
KapOoHOBasg KHCITOTA 7,15 (m, 1H), 7,38 (m, 1H),
12,10 (m, 1H)

49 | 2-((3S5,4R)-4-{[(3,4-nuxnop- 1,85 (m, 2H), 2,24 (s, 3H), |433 [Ipumep 2

S5-metun-1H-nuppon-2- 3,32 (s, 3H), 3,42 (m, 2H),
UJ)KapOOHHJI|aMHUHO §-3- 3,69 (s, 1H), 4,07 (m, 1H),
METOKCHIIUIICPHANH- | -1IT)- 4,49 (m, 2H), 7,31 (d, 1H),

1,3-tuazon-5-xkapboHoBas 7,87 (s, 1H), 12,27 (s, 1H),
KHCJIOTA 12,69 (s, 1H)

50 | Huce(£)2-(4-{[(4-xnop-5- 1,61 (m, 1H), 1,92 (m, 1H), | 399, |Ilpumep 15
Metuin-1H-nuppoin-2- 2,14 (s, 3H), 3,24 (m, 1H), | 401

uJ)KapOoHUI |aMuHO } -3-
METOKCHIINTICpUINH- | -11T)-
1,3-tnazon-4-kapOboHOBas
KHCJIO0Ta

Me
/
0

O
/NN s
IL@ i

HO

3,28 (s, 3H), 3,43 (m, 1H),
3,53 (m, 1H), 3,84 (m, 1H),
4,10 (m, 1H), 4,21 (m, 1H),
6,91 (s, 1H), 7,51 (s, 1H),

7,69 (m, 1H), 11,64 (s, 1H)

Crp.: 83
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ITp. | CoenuHeHnue SAMP m/z VB

51 | 2-((35,48)-4-{[(3,4-Quxnop- | 1,64 (m, 1H), 1,88 (m, 1H), | 433, | IIpumep 86
5-metun-1H-nuppon-2- 2,11 (s, 3H), 3,13-3,20 (m, | 435
n)KapOOHUJI|aMHHO }-3- 3H), 3,29 (s, 3H), 3,68 (m,

METOKCHIIHUIIEpUIUH- 1-UJT)- 1H), 4,03 (m, 1H), 7,29 (d,
1,3-tnaszon-5-xapbononas 1HO, 7,71 (s, 1H), 11,95 (s,
KHCJIOTa 1H), 12,63 (brs, 1H)

52 | 2-((3R,4R)-4-{[(3,4-Auxnop- | 1,63 (m, 1H), 1,88 (m, 1H), | 433, |IIpumep 85
5-metun-1H-nuppon-2- 2,11 (s, 3H), 3,16-3,27 (m, |435
Ui )KkapOOHUIT|aMHHO }-3- 3H), 3,29 (s, 3H), 3,69 (m,

METOKCHUIHUIIEPUAUH- 1 -HT)- 1H), 4,03-4,07 (m, 2H),
1,3-tnazon-5-kapboHoBas 7,37 (d, 1H), 7,69 (s, 1H),
KHCJIOTA 12,03 (s, 1H)

53 | Que(x)2-[4-{[(3,4-nuxmop-5- | 1,62 (m, 1H), 2,03 (m, 1H), | 447 IIpumep 18
MeTun- 1 H-nuppon-2- 2,16 (s, 3H), 2,98 (m, 1H), '
WI)KapOOHUII |aMHHO }-3- 3,21 (s, 3H), 3,25 (m, 3H),
(MeTokcumerunm)nunepuaud- | 3,41 (dd, 1H), 3,89 (m,
1-un]-1,3-THazon-5- 2H), 4,06 (dd, 1H), 7,51 (4,
kapOOHOBAas KUCIIOTA 1H), 7,63 (s, 1H)

54 | HQue(£)2-{4-{[(3.4-nuxnop-5- | 1,63 (m, 1H), 1,83 (m, 1H), | 446 Hpumep 19
Metui- 1 H-nuppoi-2- 1,97 (m, 1H), 2,18 (s, 3H),
ui)KapOOHMIT ]aMHEO } -3- 2,44 (s, 3H), 2,64 (m, 1H),
[(MeTmnamuno)MeTun]nunep | 2,79 (m, 1H), 2,98 (m, 2H),
unue-1-un}-1,3-Tuazon-5- 3,87 (m, 1H), 4,07 (m, 2H),
kapOOHOBAas KUCJIOTA 7,33 (s, 1H), 8,14 (d, 1H)

55 | Quc()2-{4-{[(3,4-muxsop-5- | 1,66 (m, 1H), 1,88 (m, 460 [Tpumep 20

Metui-1H-muppon-2-
Un)KapOOHHUII |aMUHO } -3~
[(nuMeTHNAMHHO )METHI |THT
epuanH-1-ua}-1,3-tuazon-5-
KapOOHOBasi KUCJIOTA

Me
Cl ci '\II\M
Me/m(n\é j
N
0 N\“/S o)
NﬂOH

1HO, 2,05 (m, 1H), 2,16 (s,
3H), 2,26 (s, 6H), 2,40 (m,
2H), 2,94 (t, 1H), 3,18 (4,
1H), 3,86 (m, 1H), 3,98
(dd, 2H), 7,63 (s, 1H), 7,67
(d, 1H), 12,3 (brs, 1H)

Crp.: 84
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Coenquuenue

JIMP

m/z

1B

56

Iuc(£)2-(4-{[(4-xm0p-5-
Metun-1H-nuppon-2-
HI)KapOOHUI |aMUHO }-3-
METOKCHIIHIIEPHANH- 1 -HJT)-
1,3-Tuazon-5-kapboHOBas
KHCIIOTa

1,63 (d, J=3,39 ', 1H),
1,84 - 1,99 (m, 1H), 2,14
(s, 3H), 3,28 (s, 3H), 3,54
(s, 1H), 3,91 (s, 1H), 4,15 -
4,29 (m, 1H), 6,90 (d,
1=2,83 T, 1H), 7,71 (d,
J=8,10 T, 1H), 7,74 (s,
1H), 11,64 (d, J=1,70 I'n,
1H), 12,62 (s, 1H)

399

ITpumep 22

57

Huc(£)2-xnop-6-{4-{[(4-
xiaop-5-metun-1 H-nuppon-2-
WIT)KapOOHUJI|aMHHO }-3-
METOKCUITHIEPUIUH- 1 -
HUI)IAPUMHUIHH-4-
KapOOHOBas KHCJIOTA

1,64 (s, 1H), 1,78 (s, 1H),
2,13 (s, 3H), 3,13 (s, 11D),
3,25 (s, 3H), 3,54 (s, 1H),
4,22 (s, 2H), 4,60 (s, 1H),
4,93 (s, 1H), 6,87 (d,
1=2,45 T', 1H), 7,34 (s,
1H), 7,65 (s, 1H), 11,62 (s,
1H), 13,69 (s, 1H)

428

[Mpumep 23

58

Luc(+)2-(4-{[(4-xn0p-5-
MeTui- 1 H-nmuppon-2-
UI1)KapOOHH I |aMHHO } -3-
METOKCUNUTIEPHUAUH-1-U1)-4-
(MeTokcumeTun)-1,3-tuazon-
5-xapboOHOBas KHCIOTa

1,62 (s, 1H), 1,93 (s, 1H),
2,14 (s, 3H), 3,28 (d,
J=2,26 T'y, 3H), 3,36 (s,
3H), 3,54 (s, 2H), 3,91 (s,
1H), 4,19 (s, 2H), 4,56 (s,
2H), 6,89 (s, 1H), 7,69 (s,
1H), 11,63 (s, 1H)

443

[pumep 24

59

Luc(£)2-(4-{[(3,4-quxyop-5-
MeTun-1H-muppon-2-
HJT1)KapOOHHUJI JaMHHO } -3-
METOKCHIIHIICPUAHH- 1 -111)-4-
(MetokcumeTnn)-1,3-Tuazon-
5-kapOOHOBas KHCJIOTA

1,75 (s, 2H), 2,18 (s, 3H),
3,28 (s, 3H), 3,37 (s, 3H),
3,54 (s, 3H), 3,91 (s, 1H),
4,26 (s, 2H), 4,56 (s, 2H),
7,14 (s, 1H), 12,15 (s, 1H)

477

IIpumep 25

60

Huc(+)4-(4- {{(4-x10p-5-
MeTun-1H-muppon-2-
WT)KapOOHNJ |aMHHO }-3-
METOKCHUIIUIEepUInH- 1 -
HJ1)XUHOJIMH-2-KapOOHOBas
KHCIOTa

Cl
o]
H
/ \_ N
Me N N RS OH
: ° *N \ N
Me

1,80 (s, 1H), 2,15 (s, 3H),
3,15 (s, 3H), 3,64 (s, 3H),
3,80 (s, 2H), 4,09 (s, 1H),
4,30 (s, 1H), 6,93 (d,
J=2,45Tu, 1H), 7,57 (s,
1H), 7,68 (s, 1H), 7,85 (s,
2H), 8,19 (s, 2H), 11,65 (s,
1H)

443

IIpumep 26

Crp.: 85
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[Ip. | CoenuHenue AMP m/z VB
61 | Hue(x)4-(4-{[(3,4-paxnop-5- | 1,67 (s, 1H), 1,81 (s, 1H), 393 [Tpumep 17
MeTun- 1 H-nmuppoin-2- 2,18 (s, 3H), 3,28 (s, 3H),
H1)KapOOHMJI |aMHHO }-3- 3,59 (s, 2H), 4,20 (s, 2H),
METOKCUITHUIIEPU IUH- 1 - 4,32 (s, 1H), 4,55 (d,
WI)NUPUANH-2-KapOOHOBAas J=12,43 I'u, 1H), 7,14 (d,
KHCJIOTa J=8,29 'y, 1H), 7,18 (dd,
J=7,06, 2,92 I'n, 1H), 7,44
(d, J=2,64 I'u, 1H), 7,97 (d,
J=6,97 ', 1H), 12,18 (s,
1H)
62 | HQuc(x)2-(4-{[(3,4-nuxnop-5- | 1,72 (s, 2H), 2,18 (s, 3H), 427 [Tpumep 27
metun-1H-nuppon-2- 3,04 - 3,18 (m, 2H), 3,30
Hn)KapOOHHUI |aMHHO } -3- (s, 3H), 3,49 (s, 1H), 4,25
METOKCHIITHUIIEpHIUH- 1 - (s, 2H), 4,66 (s, 1H), 6,97
WI)U30HUKOTHHOBaS kuciorta | (d, J=4,71 I'u, 1H), 7,16 (s,
1H), 7,24 (s, 1H), 8,22 (d,
J=4,90 ', 1H), 12,16 (s,
1H), 13,39 (s, 1H)
63 | Que(x)2-[4-{[(3,4-Auxmop-5- | MC (ES"): 516, 518 mus ITpumep 78
merun- 1 H-muppon-2- CaoH23C1oN4OsS; SIMP:
HIT)KapOOHUII|aMHUHO } -3 - 1,82 (m, 2H), 2,15 (s, 3H),
(MmopdonnH-4- 3,32 (m, 6H), 3,61 (m, 5H),
UIIKapOOHHUI ) TUIIEPUINH-1- 3,99 (1, 2H), 4,40 (m, 1H),
un}-1,3-tnazon-5- 7,18 (d, 1H), 7,78 (s, 1H),
KapOOHOBas KHCIOTA 12,03 (s, 1H), 12,8 (brs,
1H)
64 | Hue(+)2-{4-{[(3,4-Tuxnop- 1,75 (m, 1H), 1,89 (m, 1H), | 474, | IIpumep 79
5-mertuin-1H-nuppon-2- 2,14 (s, 3H), 2,87 (s, 3H), 476

uin)KkapOOHMII|aMUHO } -3-
[(inmeTrnamMuHO)KapOOHUI |
nunepunuH-1-mr}-1,3-
THa30J1-5-KapOoHOBas
KHCJIOTA

3,09 (s, 3H), 3,36 (m [nox
nukoMm BoAst ], 3H), 4,00
(m, 2H), 4,36 (m, 1H), 7,19
(d, 1H), 7,78 (s, 1H), 11,98
(s, 1H), 12,71 (brs, 1H)
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Ilp. | Coenunenue SIMP m/z B

65 | Huc(x)2-{4-{[(3.4-nuxnop-5- | 0,92 (t, 3H), 1,58 (m 1H), 474, | Ilpumep 80
mertui-1H-uppon-2- 1,99 (d, 1H), 2,15 (s, 3H), 476
Ui)kapOOoHUI|aMHHO }-3- 2,62 (dd, 1H), 3,02 (m,
[(aTunamuno)xkapbonun]nune | 2H), 3,30 (q, 2H), 3,92 (d,
puauH-1-un}-1,3-tuazon-5- 1H), 4,07 (d, 1H), 4,27 (m,

KapOoHOBag KUCJIOTa 1H), 7,03 (d, 1H), 7,77 (s,
o o 0 1H), 7,92 (t, 1H), 12,01 (s,
I\g_q S])LOH 1H), 12,71 (brs, 1H)
Me u ”?N%N f
)
NN
Me

06 | Luce(£)2-(4-{[(3,4-nuxnop-5- | 1,50 (m, 1H), 1,96 (d, 1H), |490, | IIpumep 81
MeTii- | H-nuppon-2- 2,41 (s, 3H), 2,61 (m, 1H), | 492
ui)kapOonualamunoy-3-{[(2- | 3,07 (m, 2H), 3,26 (q, 2H),
THAPOKCHATUHI)aMUHO Jkap6o | 3,32 (mox nmukoM ROJEL,
HuJ}nanepuaun-1-un)-1,3- 2H), 3,89 (d, 1H), 4,04 (d,

THa30J-5-kapboHoBas 1H), 4,22 (m, 1H), 4,72

KHCIO0Ta (brs, 1H), 7,39 (brs, 1H),
7,62 (s, 1H), 8,07 (t, 1H),
12,32 (brs, 1H)

07 | Que(£)2-(4-{[(3,4-nuxnop-5- | 1,66 (m, 1H), 1,85 (m, 1H), | 490, | IIpumep 82
MeTui- 1 H-nuppon-2- 2,14 (s, 3H), 3,08 (m, 1H), | 492
un)kapOoHun]amuHo } -3- 3,09 (s, 3H), 3,15 (m, 1H),
{[MeToxcu(Merun)amuuo]kap | 3,33 (IOX HHKOM BOJEI,

O6oHWI } TunIepUANH- 1 -1I1)- 1H), 3,74 (brs, 3H), 3,83

1,3-tHazon-5-xapboHoBas (m, 1H), 4,00 (m, 1H), 4,33

KHCIIOTa (m, 1H), 7,19 (s, 1H), 7,81
(brs, 1H), 12,98 (brs, 1H)

68 | Quc(+)4-(amuHokapOoHMIT )- 1,63 (s, 1H), 1,90 (s, 1H), 442 ITpumep 34
2-(4-{[(4-xmop-5-meTmi-1H- 2,14 (s, 3H), 3,17 (s, 1H),
nUppoII-2- 3,37 (s, 3H), 3,54 (s, 2H),

A )kapOOHUI |aMHHO } -3~ 4,14 - 4,28 (m, 2H), 6,90
METOKCHITUTIEPUIUH- 1 -11)-~ (s, 1H), 7,72 (s, 1H), 8,93
1,3-tHazon-5-kapbonosas (s, 2H), 11,63 (s, 1H)
KHCJIOTa
69 | 2-((3R,4S5)-4-{[(3,4-nuxmop- | 1,89 (m, 2H), 2,11 (s, 3H), |433 ITpumep 3

5-meTtun-1H-nuppon-2-
HII)KapOOHMII |aMHHO } -3-
METOKCUIHIICPUANH- 1 -1JT)-
1,3-tnazon-5-kapboHoBas
KHCiIoTa

2,23 (s, 3H), 3,33 (m, 2H),
3,46 (s, 3H), 3,59 (s, 1H),
4,09 (m, 1H), 4,46 (m, 2H),
7,31 (d, 1H), 7,92 (s, 1H),
12,28 (s, 1H), 12,67 (brs,
1H)
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Ilp. | Coequnenue AMP m/z 1B

70 | Que(£)2-(4-{[(3,4-nudrop-5- | 1,75 (m, 2H), 2,13 (s, 3H), |441 ITpumep 4
MeTmwi-1 H-muppon-2- 3,33 (s, 3H), 3,36 (m, 2H),
HJ1)KapOOHMI|aMHHO }-3- 3,54 (s, 1H), 3,89 (m, 1H),
METOKCHITHIIEPHAHH- | -1 )- 3,94 (m, 2H), 6,73 (d, 1H),
1,3-tuazon-5-kap6oHoBas 7,90 (s, 1H), 11,40 (s, 1H)
KHCJIOTa

0
F F
S OH
A N— ]/u\
N
Me/z:j\y( N
H o ¢
\
Me

metun- 1 H-nuppon-2- 3,16 (m, 1H), 3,16 (s, 3H),
HJ1)KapOOHMI|aMHUHO }-3- 3,8-4,02 (m, 2H), 4,18-4,38
MEeTOKCHUIHUITEPUAUH- 1 - (m, 2H), 6,57-6,84 (d, 1H),
HUI)XUHOJIMH-2-KapOOHOBas 7,44-7,56 (s, 1H), 7,56~

KHCJIOTa 7,72 (m, 1H), 7,78-7,94 (m,

1H), 8,04-8,27 (m, 2H),
11,23 (br, 1H)

71 | Que(x)4-(4-{[(3,4-mudTop-5- | 1,69 (m, 2H), 2,01 (s, 3H), |444 [Tpamep 32

Ipumep 72
Huc(£)2-(4-{[(3.4-puxnop-5-MeTua-1 H-nuppoi-2-wi)kapooumialaMubo } -3-

MeToxcHounepuani-1-mi)-N-MeToxcu-1,3-THaszoua-5-kapbokcaMua

Huc(+)2-(4-{[(3,4-nuxnop-5-metun-1H-nuppon-2-un)kapdboHmi]aMiuHO }-3-
MeToKcHITHTepuuH-1-1n)-1,3-trazon-5-kapbonosyio kucnoty (Ilpumep 35; 100 mr)
pactBopsid B 6e3BogHoM DMA (2 mun). Job6asnsnun HATU (97 mr), HOAT (31 mr),
DIEA (41 Mxx) u cMech nepementubany B TeyeHue 30 munyr. Jobasmsanu N-
mMeTokcHaMuH ruapoxnopun (19,3 mr), sarem nobasnsiu DIEA (41 mki), u cMech
[epeMennBaly NpH KOMHaTHOH TeMIlepaType B Teuenue 16 yacos. Peakunonnyro
cMmech pa3poaunn EtOAc, npompisanun H;O, 20% pacTBopoM THMOHHOH KHCJOTHI,
H,0, nacein., NaHCO3, H;O, constHeiM pacTBopoM u BeicymuBanu Hag NaySOg.
Opra"gnueckyo a3y KOHIEHTPHPOBAIH B BaKyyMe, I10JIyyas yKa3aHHOE B 3aIJlABUH
coeIWHEHHe B BHAE He CoBCeM 6esoro Tepxoro Bemectsa (82 mr). MC (ES)(MH™):
462, 460 nns C7Hz1CLhNsO4S; AMP: 1,64 (m, 2H), 1,85 (m, 1H), 2,05 (s, 3H), 2,83
(m, 1H), 3,33 (m, 5H), 3,73 (s, 3H), 4,07 (m, 1H), 4,38 (m, 2H), 7,24 (d, 1H), 7,74 (s,
1H), 11,39 (s, 1H), 12,05 (s, 1H).

Hpumep 73
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Crenyromuii IIpuMep roTOBHIIH ¢ TIOMOIIBIO METOANKH, ONUCAHHOI B IIpUMeEpe

72, U3 yKa3aHHOI0 nexodoro Bemiecrsa (MB).

I1p. | Coenunenne JlaHHEIe VB

73 | 2-((3R,4R)-4-{[(3.4- MC (ES) (M +H): 462, 464 | Ilpumep 52
Huxnop-5-metun-1H- (M +H), nas
U pposI-2- Ci7H1C1uNs0,4S; SAIMP:
UJ1)KapOOHHUI |aMHUHO } -3- 1,61 (m, 1H), 1,87 (m, 1H),

MeTokcununepuaud-1-un)- | 2,11 (s, 3H), 3,14 (m, 1H),
N-merokcu-1,3-rua3on-5- 3,29 (s, 3H), 3,33 (m, 1H),
kapOoxcaMug 3,59 (s, 3H), 3,64 (m, 1H),
3,95-4,06 (m, 3H), 7,29 (d,
1H), 7,66 (s, 1H), 11,31
(brs, 1H), 11,95 (s, 1H)

ITpumep 74
Huc(£)2-(4-{[(3.4-guxnop-5-merun-1 H-nupposa-2-un)kapbonunlamuno } -3-

ruapoxeununepuaun-1-wi)-1.3-tua3zon-5-xapboHoBag KUCIOTA

Huc(+)2-(4-{[(3,4-nuxnop-5-meTun- 1 H-nuppoi-2-un)xapboHUI |aMuHO } -3-
METOKCHIIHNEPUAUH-1-11)-1,3-THaz0n-5-kapboroBy1o kucnory (IIpumep 35; 100 mr)
cycieHaupoBann B 6e3poanom JIXM. Jlob6asnsanmm BBry/ JIXM (15 mia) H cMech
narpesanu npu 40 °C B Tedyenne 18 vaco. PeakunonHyI0 cMech oxJaxcaann 10 —50
°C un nobasusiau Boxy. CMech akcTparuposaiu EtOAc u opranuueckyio ¢asy
MIPOMBIBANH BOAOH, BeICYIIHBaIH Hal Na,SOy4. Opranudeckyio ¢asy
KOHIICHTPHPOBAIH B BaKyyMc, ITOJIy4asi CBETIO-KOPUYHEBOC TBEPJIOEC BEHICCTBO,
KOTOpO€ pacTBOPSJIH B CMECH alleTOHHUTPIII/BoJa U nHopuinuzupoBainu (46 mr). MC
(ES) MH": 419 s CsHcC1aN4O4S; SIMP: 1,87 (m, 2H), 2,20 (s, 3H), 3-4 (brm, 6H),
6,9 (d, 1H), 7,51 (s, 1H), 12,19 (s, 1H).

Ilpumep 75
Crenyromuii [IpuMep roToBUIH ¢ TOMOINBIO METOAUKH, OMMHCAHHOM B IIpUMeEpe

74, 13 yka3zaHHOTO UCX0JHOTO BeulecTBa (UB).
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[Ip. | Coenuaenue JlaHHbIE 1B

75 | Que(x)4-(4-{[(3,4-nuxnop-5- | MC (ES) MH": 463 nis [Ipumep 76
MeTHI-1 H-muppon-2- C1H0C1,N4Oy4; AMP: 1,24
Un)kapOOHHUII|aMHHO }-3- (m, 2H), 2,13 (m, 2H), 2,38
THAPOKCHITHIIEPUIUH-1- (s, 3H), 3,54 (m, 2H), 4,14
UI)XHHOJNIMH-2-KapOoHOBas (m, 2H), 4,57 (m, 1H), 7,07
KHCJIOTAa (s, 1H), 7,87 (m, 1H), 8,23

(m, 2H), 8,52 (m, 2H),
12,06 (s, 1H)

Q
Cl Cl OH
/ N N
ch/Z—ﬁ\“/N N
N
° o

Ilpumep 76
Hue(£)4-(4-{[(3.4-puxaop-S-metun-1 H-nupposn-2-un)kapborualamMmuno b -3-

METOKCHUITHIEPUANH- 1 -HI1)XHHOIHUH-2-KapOoHOBas KHCIOTAa

Huc(%)3,4-quxnop-N-[3-MeTokcH-1-(2-MeTHIXUHOTHH-4- K1) TH e pUAHH-4-HIT] -
5-meTtun-1H-nuppoi-2-kap6okcamun ([Ipamep 29; 170 Mr) pacTBOpsIM B DHPHAUHE
(5 ma). lobasmsuin quoxcun ceseHa (211 Mr) u cmech HarpeBaiu npu 130 °C B
TeueHue 3 4acos. Kopuunepslii pacTBOp oXJiaXXJald KO KOMHATHOM TeMIlepaTyphl,
pa3sBOAWIM BOJOH M QUIBTPOBaM HYepe3 CIok ueanTa. PunpTpat sKCTparupoBaiu
EtOAc, npoMeIBanu BoJIoH U BeICymUBany Hax Na;SO4, KOHIEHTPUPOBATIH B BAKYYME.
KopuuneBoe TBEpAOE BELIECTBO, KOTOPOE OTASISAIN, pacTHpanu B nopouok ¢ Et,0,
GuIbTpOBaNH, TINATENBHO IPOMBIBAJIH H-TE€KCAHAMH U BBICYUIMBAIIK B BaKyyMe,
nojy4asl yKa3aHHOE B 3arJlaBHH CO€IHMHEHHEe B BUJIC KOPHYHEBOT'O TBEPAOIO BEIECTBA
(176 mr). MC (ES) MH™: 477 qns C2,Hz2,CLN4Os; SIMP: 1,34 (m, 1H), 2,01 (m, 1H),
2,28 (s, 3H), 3,10 (s, 3H), 3,42 (m, 3H), 3,72 (m, 2H), 4,23 (m, 1H), 7,36 (d, 1H),
7,63 (s, 1H), 7,78 (m, 1H), 7,92 (m, 1H), 8,30 (m, 2H), 12,30 (brs, 1H).

ITpumep 77
Huc($)4-{[(3.4-Tuxaop-5-Metun-1 H-nuppou-2-un)kapbonmilaMuaol-1-{5-

(MeTokcukap6onui)-1,3-tuason-2-un|nunepunug-3-kapboHoBas KHCJIOTA

mnpoxnopun Hue(£)4-{[(3,4-1uxnop-5-metun-1 H-nupporn-2-
un)kapboHHI|aMuHO } TuIepuaAnH-3-kapOoHoBoit kucnors (Ilpomexyrounoe
coeaunenue 79; 1,84 r) pactsopsin B 6e3poguom JJIMOA (20 ma) B armocdepe
aproHa B KpynJIOnOHHOH kon06e oobeMom 100 M. Jlobasnsuin et 2-6poMrraszon-5-

kapOokcunar (1,43 r), 3atem no6asnsinn N,N-guuszonponunstunamun (3,6 Mn) npu
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KOMHATHOM TeMneparype. PeakiuonHyro cmech HarpeBaiu 1o 55 °C B reucHue 14
YacoB OXJIAXIallu JO KOMHATHOH TeMnepaTypel. PeakiHOHHYIO CMeCh Pa3BOAMIH
EtOAc (250 M) ¥ IpOMBIBAIIM HACBIIEHHEBIM BOJHEIM PACTBOPOM XJIOPHJIA AMMOHMS
(125 mu), 3aTeM HacbINIEHHBIM BOJIHBIM pacTBOpoM xnopuzia unarpus (100 mi). EtOAc
PACTBOD BhICYWIMBaJIM HaJ 0e3B0JHBIM MgSOy4 U KOHIEHTPUPOBAJIH B BaKyyMe.
HeounIeHHbIH NPOAYKT OYMIIAIH € IOMOINBIO XpoMaTorpaduu Ha CHIIMKArelne,
ucnonesys 0-10% CH30H B IXM. BoccTanoBneHHEH TPOAYKT
nepekpucTaiu3osbiBaid U3 EtOAc n1ng nansHelniero yucieHus AMacTepeoMepHOro
u30bITKa, noseimag ero ot 90:10 yuc:mpawnc cmecu no 96:4 yuc:mpanc cmecu
(cormachoBJIKX ananu3y). [lepexpucTannn3oBaHHBIH MPOJYKT HCIIONB30BAIH B
cneayrouieit peaxnun (2 r). MC (ES — (M+H)+): 461, 463 nng C;H;3CIhN4Os5S; SIMP:
1,71 (m, 1H), 1,91 (m, 1H), 2,16 (s, 3H), 2,81 (dt, 1H), 3,42 (m, 2H), 3,74 (s, 3H),
3,86 (m, 1H), 4,34 (m, 2H), 7,43 (d, 1H), 7,88 (s, 1H), 8,50 (brs, 1H), 12,06 (s, 1H).

Mpumep 78
Huc(EIMeTun 2-[4- {[(3.4-nuxnop-5-Mmetna-1 H-muppon-2-un)kapborusulampao} -3-

(MopdoauH-4-unkapOoHUI)OUIepUAnH-1-ua]-1,3-THa3on-5-kapbokcriar

VYka3aHHOE B 3arjlaBUH COCIMHEHUE I'OTOBHIHM CIOCOO0M, aHaIOTHYHBIM
(IlpomexyTouHoe coenuHenue 37), HCIOIb3ys B Ka4eCTBE HCXOMHOIO BEUICCTRA
yuc(+)4-{[(3,4-auxmnop-5-merun- 1 H-nuppon-2-un)kapbonunJamusro } -1-[ 5-
(meToxkcukapOoHmI)-1,3-THAa30-2-1w1 |nunepuiuH-3 -kapoonoByro kuciory ([Ipumep

77) u mopdomun. MC (ES™): 530, 532 must C21Ha5CLNsOsS.

[IpaMepnt 79-82

CI’IHTC3I’IpOBaIII/I CIACAYOUIUEC COCAUMHCHUA C ITIOMOIIBIO MCTO4, aHAJIOTHYHOT' O

OTIMCaHHOMY B IpuMepe 78 u3 npuMepe 77 B HCXOTHBIX BEUIECTB, NPHUBCICHHBIX B

TaGIHIIC HIXKC.

[1p. Coenmuenue m/z B
79 Huc(x)metun 2-{4-{[(3,4- M/z 488, 490 JluMeTHAaMHH
auxnop-5-metnn-1H-nmuppon- 2MEe TIo)

2-un)kapOOHUI[aMUHO }-3-
[(mmMeTHIaMKUHO)KapOOHUI|IT
unepuaun-1-un}-1,3-tuazon-
5-xapbokcuiar
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Ip. Coenunenue m/z nB
80 Hue(x)metun 2-{4-{[(3,4- M/z 488, 490 DTHIAMUH (2
MUXA0p-5-MeTui-1 H-nuppos- M TI'®)
2-un)KapOOHUII|aMUHO }-3-
[(3TunamMuHO)KapOoHUI [NHUITE
puauH-1-un}-1,3-Tuazon-5-
KapOoKcHiIaT
cl
ci
[ g N
on NN HS]YO
o I CH,
NH
CH,
81 Hue(+)merun 2-(4-{[(3,4- M/z 504, 506 OTaHONaMHH
Juxjop-5-metun-1H-nuppoin-
2-un)kapboHuIT|aMUHO }-3-
{[(2-
I'HIPOKCUATHI)aMHHO [KapOOH
Ul }nunepuads-1-mn)-1,3-
THa30J-5-Kapbokcmiar
82 Huc(x)metun 2-(4-{[(3,4- M/z 504, 506; AMP: 1,78 (m, N,O-
ouxiop-5-meTun-1H-nuppon- | 1H), 1,93 (m, 1H), 2,14 (s, 3H), | Jumerni-
2-mn)KapOoHUI JaMHHO }-3- 3,06 (brs, 3H), 3,24 (m, 1H), THAPOKCHIIAM
{[Merokcu(merun)amunolxkap | 3,32 (s, 1H), 3,38 (m, 1H), 3,72 |un
Gonun}nunepuaun-1-un)-1,3- | (brs, 1H), 3,74 (s, 3H), 3,98 (m, | ruapoxnopun
THa30m-5-kapbokcunat 1H), 4,12 (m, 1H), 4,38 (m,
1H), 7,19 (d, 1H), 7,88 (s, 1 H),
11,99 (s, 1H)
[Tpumep 83

Huc(£)6-(4-{[(4-xn0p-5-MeTui-1 H-nuppon-2-mwikapbodua]aMugo }-3-

METOKCUIUIIEPUANH-1-11)-2-MEeTOKCHTUPUMHU TUH-4-kapOOHOBAY KUCIOTA

Luc(£)metun 2-x10p-6-(4-{[(4-xnop-5-merun-1H-nuppoin-2-

HI)KapOOHHUN [aMHHO } -3-METOKCHITHIIEPUJIUH- | -1 ) THpUMUANH-4-KapOOKCHIIAT

(Ilpumep 23; 0,12 1, 0,27 mmoins) pactBopsanu B 0,5 M metanonste Hatpus B MeOl

(5,4 M1, 2,7 MMOJIB) U HarpeBald NoJ BO3JECHCTBHEM MUKPOBOJIH B TeueHne 1,5 yaca

npu 85 °C. PeakunonHyio cMech moakucnsanu ¢ momomsio 1 #. HCl w mpojiyxt

akcrparuposanu EtOAc, BeicymuBany ¢ noMousio MgSQOy4 1 KonenTpupoBaiu,

ToJTy4Yas TBEpIOe BEIIECTBO, KOTOPOE OYMINATH IIyTeM XpoMaTtorpaduu ¢ oOpauieHHOR

¢asoit (amonposanue rpaauesToM ot 20-50% CH;3CN B Boge ¢ 0,5%TOK). IIpu
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CYIIKE BRIMOpaXHBaHUEM I10JIY4aIH IIPOAYKT B BHIe 6eoro TBepjoro BemecTsa. MC
(ES) MH": 424 nna CgH),CINsOs; IMP: 1,62 (s, 1H), 1,75 (s, 1H), 2,14 (s, 3H), 3,26
(s, 3H), 3,53 (m, 3H), 3,87 (s, 3H), 4,22 (s, 2H), 6,88 (d, J=2,64 I'u, 1H), 7,07 (s,

1H), 7,66 (d, /=7,91 ', 1H), 11,63 (s, 1H).
ITpumep 84

Cnez[ylomee COCIUHECHUE I'OTOBHJIH C MOMOIILIO METOLHKH H3 IIpuMeEpa 83, U3

yKa3aHHOIo HcXoaHoro Beutecrsa (MB).

WI)KapOOHHII|]aMHHO }-3-
METOKCHIUTIEpUIAUH- ] -11)-2-
METOKCHITUPHUMHTHH-4-
kapOoHOBas KHCJIOTa

(s, 3H), 3,51 (m, 1H), 3,53 (m,
1H), 3,85 (s, 3H), 4,28 (m, 2H),
5,10 (m, 1H), 7,03 (m, 1H),
7,12 (m, 1H), 12,15 (m, 1H)

Ilp. | CoenuHenue SIMP M/z | UB
84 | Quc(+)6-(4-{[(3,4-nuxnop-5- | 1,61 (m, 1H), 1,74 (m, 1H), 458, | [Ipumep
metmi- | H-muppon-2- 2,18 (s, 3H), 3,21 (m, 1H), 3,33 | 460 |14

IIpumMepsl 85-86

CJTCLIYIOH.[I/IC COCAMHCHHSA IT0JIy4Yadu ¢ NOMOIIBIO MCTOAHKH I

[IPOMEXYTOUHOIO CoeIUHEHHS 37, UCIOJB3YS yKa3aHHBIe HCXOIHEBIE BemmecTBa (MB).

MeTOKcHnunepuaus-1-mr)-1,3-
THa301-5-kapbokcmraT

1H), 2,18 (s, 3H), 3,24-
3,28 (m, 2H), 3,31 (s,
3H), 3,75 (s, 3H), 3,79
(m, 1H), 4,02-4,11 (m,
2H), 7,35 (d, 1H), 7,88
(s, 1HO, 12,00 (s, 1H)

[Ip. | CocanHeHue Jannsie HB
85 | Merun 2-((3R,4R)-4-{[(3,4- MC (ES) MH :447 nns | ITpoMexyTodHOe
auxaop-5-metun-1H-nmuppon-2- | Ci7H,0CINGO4S; SAMP: coenunenue 30 u
HJ1)KapOOHUII |aMHHO }-3- 1,71 (m, 1H), 1,93 (m, ITpomexyrounoe
MeToKcHIuIepuguu-1-un)-1,3- | 1H), 2,18 (s, 3H), 3,24- | coeauncuue 1
THA30J-5-KapOoKCcUuIar 3.28 (m, 2H), 3,31 (s,
c o 3H), 3,75 (s, 3H), 3,79
me— || H (m, 1H), 4,02-4,11 (m,
N N/O 2H), 7,35 (d, 1H), 7,88
04 NYN (s, 1HO, 12,00 (s, 1H)
| \i
Me S
?
°© Me
86 | Merun 2-((3S,4S)-4-{[(3,4- MC (ES) MH":447 nns | [IpomexyTodHoe
auxsop-5-merun-1H-nuppon-2- | Ci7H20CIN4O4S; AMP: coenuHenue 31 u
un)kapboHun]aMuHo }-3- 1,71 (m, 1H), 1,93 (m, IIpomexyTouHOE

coenunenue 1
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CHHTe3 HCXOJHBIX BELIECTB Ui IPDUMEpOB 1-86

IIpoMexyTouHoe coeauHenue 1

3.4-Jluxutop-5-mMeTuii- | H-muppos-2-kapOoHoBas KUCA0Ta
Cl Ci

/ \\ OH

Me N

@)

Otun 3,4-nuxnop-5-metui- 1 H-nuppoi-2-kapboxcunar (Ilpomesxyrounoe
coenunenue 2; 7,765 1, 0,03496 mons) pactBopsiau 8 MeOH (80 mu) u JIXM (10 mn)
1 MeaneHno gobasisia K 70 °C pactsopy 2 H. LiOH (105 mn, 0,21 mons). Yepes 2
Yaca, PEakUONNYIO CMECh OXJIaXKJaIH JJO KOMHATHOM TEMIEpaTyphl U 3aTeM Ha
nesHo# 6aHe, nocie 3TOro NOAKUCIANIH ¢ moMoinsio 2 H. HCl. Cmech nepemMemusanu
npn 0 °C B reuenue 1 yaca, u IypIypHOE TBEpAOE BEMECTBO QUILTPOBAIIH,
IPOMBIBAJIM BOJOW H THOQHIM3UPOBANU B TeUCHUE HOYH, monydasd 4,314 r (0,0222
MOJIb, BEIX0J 64%) Tpebyemoro mpoaykra. MC (ES™): 192,13, 194,13 nua
CsHsCIhNO,; AMP: 2,17 (s, 3H).

IIpoMexyTouHOE cCOeTUHEHHUE 2

Ortun 3.4-1uxaop-5-metun- 1 H-nuppon-2-kapOoKCHIAT

Merton 1
Pactsop atun 5-meTun-1H-nuppon-2-kapGokcunara (Ilpomexyrodnoe

cocaunenue 3; 7,00 r, 0,0457 moup) B Terpaxinopmerane (30 mi) oxnaxaanu g0 0 °C
B atMocepe azoTa. PesynoByio MeMOpaHy, HCIIOJIB3YEMYIO B annapare, IpOKaIbIBaIH
HIJIOH, | 10¢sIe 9ToTro Mo KarmiaM nobasnsmu SO,Cl, (7,8 mut, 0,096 Moiis) B Teuenue
25 muH. B Tedenne 1 yaca, peakninoHHas cMech 00pa3zoBEIBaia B3Bech. TBepoe
BEIIECTBO cOOMpanu nyteM GUIBTPALHH C OTCACBIBAHUEM, IIPOMBIBAJIH XOJIOIHBIM
TETPaxJIOPMETAHOM, H BEICYIIIHBAJIM B BAKyyMe B TCUCHHE HOYH, [10JyYas YKa3aHHbIH
B 3arJIaBUy NPOAYKT B BHJE TBEPAOro BelIeCTBa repcukoBoro npera (7,84 r, 0,0353
Mouts, 77% Bexoa). MC (ES7): 222,00, 224,00 ans CsHgCIh,NO,; SIMP: 1,34-1,40 (t,
3H), 2,28 (s, 3H), 4,32-4,38 (m, 2H).

Metoqa 2

B 4-x ropnyro xpyrnononnyio kojiby o6remom 22 1, 060pyI0BAHHYIO BepXHEil

Memanxoﬁ, He(bHeFMaTOpOM, BXOONLIM OTBECPCTHEM JJIst a30Ta U JaTUYUKOM

Crtp.: 94
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BHYTpeHHeH TeMnepaTypsl, BHocunu (IIpomexyrounoe coenurenue 253, 1000 r, 3,9
MoJIb), 1-MeTHa-2-tupponuanHoH (10 1) u unanoboporuapua Hatpus (382 r, 6,1
Moub, 1,56 3kB). IlonyueHnnslit pacTBop Harpesanu npu 75—-80 °C B TeyeHue 6 4acoB U
HO3BOJISUIH OXJIAAUTHCS O TeMIIEpaTyphl OKpyXalomei cpeJbl B TeYeHUe HOYH.
PeakuuoHHBIA pacTBOp BIMBaNH B Boay (20 1), ojy4as ¢BETI0-KOPUIHEBYIO
CYCIICH3HIO ¥ NPOAYKT IKCTPAarupOBaIH METHI mpem-0yTUNOBsIM 3dupom (2 x 10 ).
Opranu4eckuil CI0H BBICYIIHBAIN C TIOMOIIBIO Cyab()aTa HATPUS U KOHIEHTPHPOBAIIH
IIpH TOHWXKEHHOM JIaBJICHHH B I'yCTYIO B3BECh, KOTOPYIO QUIBTPOBAIHN U TBEPIOE
BEIeCTBO BRICYUINBAJIM B KOHBEKIIMOHHOM 11euH, nonyyas 4 (518 r, 60 %) B Buze

CBETJIO-KOPDHYHEBOTO TBEPAOI'O BEIICCTRA.

HDOMG)KVTO‘-IHOG COCIAHHCHHEC 3

Otua S-metuin-1H-tuppon-2-kapOoKCHaT

Harpwuii (2,79 1, 0,121 Mmoib) pactBopstiu B 6e3soarom EtOH (100 mi),
3arem Jo0asisum 2,2,2-tpuxnop-1-(5-metuna-1 H-nmuppos-2-uin)3Tanon
(ITpomexyrounoe coenunenue 4; 22,5 r, 0,099 MMoIB) HEGONLIUIHMHU OPHUAMH.
TeMHO-KOPHYHEBBIH pacTBOP EPEMELIMBAIH DU KOMHATHON TEMIIEpAaType B TEUEHHE
30 MHHYT, ITOCJIE 3TOr0 KOHLIEHTPUPOBAIH B BaKkyyMe J0 HeGoubmoro oosema. CMech
oXJlaXJalH Ha neasiHol OaHe u Meanenno pobasnanu 3 1. HCl no6asnsin, 3ateM
9KCTParupoBaid IPOCTEIM AHITUIOBEIM 3upoM (3 x 100 Mix). DdupHble IKCTPAKTEI
npomeiBanu 10% NaHCOs3, Bono#t 1 constHBIM pacTBOpOM, BhICYIIHMBanH Hax Na,SO4 u
KOHLIEHTPHPOBAJIM B BaKyyMe, MOJiyyas yKa3aHHOE B 3arjlaBUU COEJUHEHHE B BUJE
KOpUYHEBOro TBeporo semectna. (15,04 r). AMP: 1,32 (t, 3H), 2,1 (s, 3H), 4,371 (q,
2H), 5,96 (dd, 1H), 6,78 (dd, 1H), 11,67 (s, 1H).

IIpoMexyToyHOE coequHenue 4

2,2.2-Tpuxuop-1-(5-metui-1H-tuppon-2-ui)3TaHoH

2-Metun-1H-nuppon (ITpomexyrouroe coegusenue 5; 10 r, 0,123 Mmois) B
6€3BOJJHOM NIPOCTOM JUATHUIOBOM 3¢dupe (30 M) mo kamaaM g06aBIsANH B TedyeHHe |
4aca K MepeMeInnBaeMoMy pacTBopy Tpuanerunxnopuaa (29 r, 0,16 MMoib) B
6e3poanom Et,0 (100 mut). CMeck nepeMeInBany JOIMONHATENBHO B TeYeHUE | 1yaca,
zareM MeuieHHo nobasmsann KoCOs (10 r/30 M) yepes KamenbHyIO BOPOHKY.
Oprannyeckyio a3y sbicymuBanu Haj Na; SO, 1 06pabaTeiBany 06€CBEYH BAIOIIEM

ApeBecHBIM yriem (3 r) B Tedenue 30 MUHYT IpH KOMHATHO# TemIeparype.

Crtp.: 95
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Hony4ennsiil mypnypHbIii pacTBOpP KOHLEHTPHPOBAIH ¥ PACTHPANH B IIOPOIIOK C H-
TeKCaHaMH, [oJy4as YKa3aHHOE B 3aIJIaBHH COSUHEHHE B BHJIC IYPIYPHOTo
TBepAoro BewecTna. (16,72 r). AMP (CDCls): 2,36 (s, 3H), 6,04 (dd, 1H), 7,45 (dd,
1H), 10,344 (s, 1H).

IIpoMexyTouHoe coefuHEHHE 5

2-Metunin-1H-mppon

I'napokcun kanms (50 r, 0,89 MMOJIB) 106ABIISIN K PaCTBOPY 3THIECHIIIHKOIS
(750 mn) u 1H-nuppon-2-kapbansaeruna (50 r,0,53 mmons). Fuapat rugpasuna (37
M, 0,745 MMOJIb) MeJJIEHHO H00aBJIsIM B TeueHHue 15 MuH. Peakuunonnywo cMmecs
HarpeBaiu B Kojabe ¢ o6paTHBIM XonoauwibHuKoM npa 90 °C B Teuenne 90 mun. CMmech
OXJIaX/JIaIH 10 KOMHAaTHOH TeMIIepaTyphl H 100aBIAIN X0JOAHYIO Boxy (250 Mi).
Bonnyro cmech axcrparuposanu JJXM (250 mi). Opranuyeckyio ga3zy mpoMbIBaIH
BoJo# (250 mi), BeicymmBany Hajg Na;SO4 M KOHIEHTPHPOBAIH B BakyyMe. Ilpu
neperonke Kugelrohr nosty4anu ykasaHHO€ B 3arjIaBHH COCJUHEHUE B BUJE
npo3payHoi GecuseTHOM xuakocta (29,75 r). SIMP: 2,1 (s, 3H), 5,77 (s, 1H), 5,9 (dd,
1H), 6,25 (dd, 1H), 10,54 (s, 1H).

IIpoMexyTouHOE coeuHeHHE 6

4-Xnop-5-meruin-1H-nuppoin-2-kapboHoBasd KHCIOTA
Cl

/ \ OH
N
H

Me
0O

I'mppoxenp murus (2 M, 4 M) varpesanu g0 50 °C u u K HeMy 100aBsIH
pacTBOp 3THI 4-x510p-5-MeTHN- 1 H-uppoa-2-kapbokcuinara (ITpoMexyTounoe
coeaunenue 7; 0,30 r, 1,60 mmons) B MeOH. Peakiinonnyro cmecs Harpesanu 1o 80
°C ¥ mepeMeIIUBaNyU B TedeHUe ABYX yacoB. MeOH ynansiiu u BOAHBIN pacTBOp
oxnaxaany 10 0 °C u nogkucianu ¢ nomomsio 30% HCI. OcaxaeHHbli npoayKT
(0,23 1, 92%) dunprpoBanu u BercymuBanu. MC (ES): 160 (M+1) nns C¢HsCINO,;
SAMP (CDCls): 2,25 (s, 3H), 6,85 (s, 1H), 8,98 (brs, 1H).

IlpomMexxyToyHoe coennenue 7

Otun 4-xnop-5-merui-1 H-nuppon-2-kapOboKCHIAT

Crp.: 96
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N-Xnopeyknunumua (0,67 r, 5,08 MMonb) 106aBasiu K pacTBOpY 3THI 5-
Metun-1 H-nuppon-2-kap6okcunara (Ilpomexyrodnoe coeunenue 3; 0,65 r, 4,23
MMOJib) B Xnopodopwme (20 mir). Peaknuonnyio cmech Harpesann 10 40 °C u
NEPEMELINBAIIM B TEUCHHE 4 9acOB, 3aTEM BIUBAIM B XHMHYECKHH CTaKaH,
cogepxamuit 2 1. NaOH (20 mu) npu 0 °C. Cirou pasfemnsiy ¥ BOAHBIH clIoi
3KCTparuposany xjaopohopmom (x3). OObeAHHEHHBIE OPraHHYECKHE IKCTPAKTHI
BEICYIIMBAJIM HaJl CyIb(aToM Mardus H KOHUEHTpHpoBaiy. [JomydeHHOE He coBceM
beJtoe TBEpAOE BEMECTBO OWHINANH TyTeM Guawm-xpoMaTorpaduu (rexcanpl/EtOAc,
16:1), monyyas ykasaHHBIH B 3ariaBUy NPOJYKT B BUAE GJIoro TBEPJIOTO BEIECTBA
(0,3 r, 38%). MC (ES): 188 (M+1) mnst CgH,oCINO,; IMP (CDCls): 1,34 (t, 3H),
2,27 (s, 3H), 4,30 (q, 2H), 6,76 (s, 1H), 9,07 (brs, 1H)

HDOMe)KVTO‘IHOG: coelMHeHue §

3.4-Iudtop-2-metun-1 H-nuppona

BH3;THF (400 mn, 1M B TT'®) no kannsam nobasnsiu xk pacteopy 3,4-mudrop-
1H-nuppoa-2-kapbansnernaa (IIpomexyrounoe coenunenune 19; 3,82 r) 8 TT'® (50
MJ1), OXJIAXAEHHOMY Ha BOJAAHO-JeAsHO} 6aHe B aTMocdepe N, Peakunonuyio cmech
[epeMeIIUBaIX IIPY KOMHATHOH TeMIlepaType B TeueHue 3 nHeH. MemIeHHo
nobasnsany MeOH nns nonasiieHus u36siTka BH; u 3aTeM pacTBOpHTENb YaaNsId B
Bakyyme npu O °C. [TonydeHHOE XeJIToe Maciio pacTHPAd B MOPOIIOK C
rekcaHaMu/JIXM u xenTelit ocanok ynansimu nyteM gunsrpanuu. OuaprpaT
npomsiBasin NaHCOj3, H,0 u consiHbiM pacTBopoM, BeicyimuBaid Hag NaySOy,
¢unsTpoBanu ¥ koHueHTpupoBanu npu 0 °C B BakyyMme, oJiydasi CBETJIO-KEJITOE
maciio (3,8 r). MC (ES) MH": 116 nns CsHsF,N; SIMP (CDCl3): 2,15 (s, 3H), 6,22 (m,
1H).

IIpoMexXyTOYHOE COeqUHECHHUE 9

1-mpem-bytun-3-MeTuin-4-ruipokcu-5.6-quruaponupuaui-1,3-(2H)-nukapbokcunar

Merun-4-ruapokcu-1,2,5,6-TreTparuAponupuaAnH-3-kapboKCuIaT-ruIpoXI0pUI
(25 r) cycnennuposanu B JIXM (250 mi). DIEA (41,6 r) no6aBnsin oquoi nopiueit u
IOJy4eHHBIH roMorennbii pactsop oxnaxaanu no 0 °C. JIXM pacreop au-mpem-
Oytun nukapboHara (29,5 r, 1,05 momeit) mo kannsMm obasnsgnu B Tedenue 1 vaca.
Iocie noGarnenns, peakKiMOHHYI0 CMECh HarpeBaid 10 KOMHATHOM TeMIIepaTypsl U

NEpeMECIINBaIN B TCUCHHUC HOYH. PeaKHHOHHy}O CMECh KOHIICHTPUPOBAIA 110

Crp.: 97
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TIOJIOBUHEL 00b€Ma ¥ TPOMBIBAJIM BOJOH, COJIAHBIM PacTBOPOM, BBICYIIHBAIK HaJ
Na,SOy4, ¢uabpTpoBany 1 KOHHECHTPUPOBAJIM B BAKyyMe, OIydast Maclo.
HeouuIueHHbIA HPOAYKT OUHINAIH IIyTeM KOJIOHOYHON (ism-xpoMaTtorpadum,
amoupys ¢ nomosio (20% EtOAc / 80% rexcaHbl), ¥ MOJIy4and yKa3aHHBIH B
3arnaBuu npodykT (33 r). IMP (CDCls): 1,48 (s, 9H), 2,37 (m, 2H), 3,57 (t, 2H), 3,78
(s, 3H), 4,06 (brs, 2H), 11,9 (s, 1H).

IIpoMexxyrouyHoe coenmuenue 10

Ot 4-XJN0pXUHONHH-2-KapboKCHIAT

®ochopucTeiit okcuxIopug (5 M) 106ABIANH K 3T 4-THAPOKCAXMHONUH-2-
kapboxcunaty (1,01 r). PeakIIHOHHYIO CMECH IOABEPrajii OJHOPEXKUMHOMY
Bo3aeicTBHIO MHKPOBOJIH Iipy 100 °C B TeyeHue 30 MHHYT ¢ MOMOINBIO
MHKPOBOJIHOBOT0 cHHTe3aTopa CMHTa. PacTBOpUTENs yiansnm B BAaKyyMe K
HEPEKPUCTAUIN3OBHIANHN U3 alleTOHA, ITOJIyYasl YKa3aHHOE B 3arJIABUU COEJIHHEHUE B
Buze Oenoro Teepaoro Beuectsa (1,90 r). MC (ES) MH": 235, 237 anst C1oH;oCINO;;
SAMP (CDCl3): 1,44 (t, 3H, J = 7,16), 4,51 (q, 2H, J = 7,16), 7,19 (s, 1H), 7,71 (m,
1H), 7,81 (m, 1H), 8,22 (m, 1H), 8,36 (d, 1H, J = 8,29).

ITpoMexyTouHOEe coenunenue 11

2-(Metuntio)-1.3-tuasoi-4-kapOoHoBas KHCAOTA

Otun 2-(Mmetuntuo)-1,3-tuazon-4-xkapbokcuiar (5,0 r) (Sinha, Subhash C u
qp.Tet. Lett. 2000, 41 (43), 8243-8246) pactBopsnu B MeOH (50 mn) u moGapnsinu 2
H. LiOH (74 mun). Ilocne nepeMeniMBaHus IIpU KOMHATHOIH TeMIleparype B TeUCHHE
MATH MUHYT PEaKIIMOHHYIO CMECh KOHLIEHTpUpoBanu A yaanenuss MeOH u ocratok
CyCHEHAUPOBAJH B BoJe ¥ noakucasiu ¢ momomsio kouil. HCI go pH 3. Benbrit
0CaJgokK q)HHI)TpOBaJ'IPI H BBICYIIHBAJIH, I10J1ydasad YKAa3aHHOC B 3arjlaBuy COCOAHHCHHUC

(3,42 1). SIMP: 2,72 (s, 3H), 8,35 (s, 1H).

IIpoMexxyTodHOE coennuenue 12

2-(Mernitao)-4-Tua3oakapOoH U XJIOPU

Crp.: 98
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2-(MeTuntro)-1,3-tHason-4-xap6oHoByo kucinoty (IIpomexyTousoe
coequaenue 11; 1,0 r) B TnHonunxnopune (10 mi1) HarpeBanu B KoyGe ¢ 06paTHEIM
XOJIOMUILHUKOM B TeueHHe 30 MUHYT. PacTBOp OXj1axmany 10 KOMHATHOIH
TEMITepaTypbl H KOHUEHTPHPOBAIHU B BakyyMe. OcTaTok mpoMeBaiu Oe3soausiii TT'D
H KOHLIEHTPHPOBAJIH, I10Jy4Yas YepHOE TBEPJIOE BEMIECTBO, KOTOPOE BLICYIIHBAIH U
XPaHMIIM OXJaXACHHEIM B aTMocdepe azorta (1,2 r). IMP (CDCl3): 2,76 (s, 3H), 8,32
(s, 1H).

[IpoMexyTouHoe coetuHenne 13

N-(1-Metun-1-dpenunstun)-2-(MeTuntuo)-1,3-tuazon-4-kapboxcamMu

Tpustunamun (2,24 mn) no6aBisuia k pacTBopy KymMuinamuHa (3,2 M) B
6espogaom TI'D (30 min). [Tocne nepeMerinBanus B Te4eHue 15 MUH, 106GaBIsIH
pacTBop 2-(MeTHITHO)-4-THa30IKapOoHUA Xaopuaa (IIpoMexyTouHOe coeiHHEHHE
12; 3,1 1) B 6esBonnom TI'® u peakIMOHHYIO CMECh KOHIICHTPUPOBAIH B BAKYyMe
depe3 15 mun. OcraTok pacnpenensnu ¢ EtOAC u BOIOH, BEICYIIMBAIK C TOMOIIBIO
MgSO;, ¥ KOHIEHTPUPOBAJH, ITOJIy4Yas opaHkeBoe Macio. [Ipu gusm-oyncTke Ha
CHJIMKAreJie IIpd H30KpaTHYeCKoM dmoupoBanui JJXM monydanu npoayKkT B BUE
xenroro macna (3,7 r). MC (ES) MH": 293 s Ci14H1sN,0S,; AMP: 1,68 (s, 6H),
2,76 (s, 3H), 7,20 (d, J=7,16 I'u, 1H), 7,29 (t, J=7,54 T'u, 2H), 7,36 - 7,41 (m, 2H),
8,04 (s, 1H), 8,08 (s, 1H).

IIpoMmexyTouHoe coequuenue 14

4-{[(1-MeTun-1-dbennasTun)amMuto|kapbonun } -2-(MeTuaTHo)-1,3-THazomn-5-

kapOOHOBas KHCI0TA

Jdunsonponunamus (4,2 M) pactBopsiid B 6e3poaaom TI'® (100 mi)
oxJaxaany 1o -78°C u x Hemy n006aBnsanu H-OyTua nuTui (12 MJI) MeaJIeHHO.
PactBop Memenno Harpeanu 10 0 °C u nmociie 3Toro CHOBa oxJaxxauu a0 -78°C.
Mennenno nobasnsnu pactsop N-(1-metui-1-pernnatin)-2-(MeTHITHO)-1,3-THA30I1-
4-xapbokcamuia (IIpomexyrounoe coennnenne 13; 2,8 r) B 6e3pognom TI'®,
mojaaepxuBas TeMneparypy Himke -70°C. Ilocne nepeMmeminBanus B TedeHue 30
MHHYT, n00aBnsAIM 04HOH nopuuel pacteop MeTuianuanodopmuara (1,6 Mi1) B
6espognom TI'® u peaknuonHyi0 cMech nepemeniuBany npu -78°C B reuenue 30

MHHYT, IIOCJIC 3TOTO MENJICHHO HArpepalun 10 KOMHAaTHOH TeMIepaTyphl.

Crp.: 99
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PeaknnoHHyto cMech pasBoJIMIN BOJOH H 3KCTparupoBali mpoCThiM 3dupoM. Boaayro
NOPLHIO NOAKUCISNH ¢ momomibio Koul. HCI, skctparuposanu EtOAc, BeicynmmBany ¢
nomolunpio MgSO4 v KOHUEHTPHPOBaH, NOTyYas OpaHKeBoe TBepAoe BemecTso (0,9
r). MC (ES) MH": 337 mis C1sH gN,O3S,; IMP: 1,66 - 1,74 (m, 6H), 2,80 (s, 3H),
7,23 (d, J=7,16 I'u, 1H), 7,33 (t, J=7,54 'y, 2H), 7,45 (s, 2H), 9,07 (s, 1H).

IIpoMexyToyHOE coequHenue 15

Metuxa 4-{[(1-MeTun-1-beHWIdTHI)aMIHO |Kap6oHNT } -2-(MeTHITHO)- 1 ,3-THA307-5-

kapOokcuar
Me Me

O
N
M h \
e‘s/qs O\Me
0]

Kapbonar kanus (0,37 r) u Hoameran (0,17 M) nobasisiin k pactsopy 4-{[(1-
METHJI-1-QeHHITHI)aMHHO JkapOoHun } -2-(MeTUNTHO)- 1,3-THa301-5-Kap6OHOBOM
kucinoThl (IIpomexyrounoe coennnenue 14; 0,9 r) B IMOA (20 M) 1 HarpeBaiu B
3amevyaTaHHOU TpyOke npu HapyxHoH Temneparype 85°C B Teuenue 30 MUHYT.
PeaknuoHny0 cMech KOHIIEHTPUPOBaAH 17 yaanenns JJM®A u pacnpenensiy ¢
EtOAc u Bojoil. O0beJUHEHHBIE OPTaHHYECKHE IKCTPAKTHI HPOMBIBAIH BOJOM,
BLICYIIMBANKU ¢ nomMouibio MgSQOy, ¥ KOHIEHTpHPOBAIH, TIONTy4as OpPaHKeBOe TBEPI0€E
BemectBo (0,63 r). AMP: 1,60 - 1,65 (m, 6H), 2,76 (s, 3H), 3,78 - 3,83 (m, 3H), 7,22
(d, J=7,16 I'u, 1H), 7,33 (t, J=7,63 I'u, 2H), 7,46 (d, J=7,35 ', 2H), 8,75 (s, 1H).

[IpoMexyToyHoe coeantenne 16

Metua 4-{[(1-merun-1-dbenmndtun)amuno Jkapbonun}-2-(MeTuiacynbdonumn)-1,3-

THa301-5-Kapbokcuiaar

3-Xnopnepbensoiinyio kuciaorty (0,89 r) nobasnsiu xk pacrBopy metuia 4-{[(1-
MeTHII- 1 -he HUIDTU T )aMUHO | KapOoHUN } -2-(MeTHNITHO)- 1 ,3-THa30J-5-kapOoKcHara
(IIpoMmexytounoe coeaunenue 15; 0,63 r) B IXM (25 mn). [locne nepememinBanus B
TedeHHe HOYH peaKlus 3aBepluanachk. BoaHslil pactBop 6ucynasduTa 106aBasIN 115
yaajgeHus JIOOBIX HEeMpopearupoBaBIlIMX NEPOKCHA0B U pacTBOP MPOMBIBAJIM HACHIII.
NaHCO3. OpranudecKyro HOPIHUIO BRICYIIHUBAIU ¢ moMolbio MgSOy4 u

KOHIICHTPHPOBAIH, [oJydas xeiaroe TBepjoe BemecTBo (0,6 r). AMP: 1,63 - 1,68 (m,

Crtp.: 100
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6H), 3,58 (s, 3H), 3,89 (s, 3H), 7,23 (d, J=7,16 T, 1H), 7,34 (t, J=7,63 ['w, 2H), 7,47
(d, J=7,54 I'n, 2H), 8,91 (s, 1H).

[IpoMexyTouHOE coenmHenue 17

MeTun-2-xnop-4-(MeTokcumerun)-1,3-tiaz01-5-kapboKCHIAT

mpem-byTtan HUTPUT (2,2 Mi1, 18,6 MMOJIE) U xnopua Meau (1,5 r)
cycrienaupoBand B 6essogaomM CH3CN (100 mut). Merun 2-aMHHO-4-(METOKCUMETHI)-
1,3-THazon-5-xapbokcunar (2,5 r) nomydeHHbIH, KaK OMUCAHO B (Kennedy, Alan R. u
ap. Acta Crystallographica, Section C: Crystal Structure Communications (1999, C55
(7) 2) nobasnsn onHoM mopuueit. CMech NepeMenIuBanu npH KOMHATHOM
TeMIIepaType B T€YEHHE 2 4acoB U TeMmeparypy nossimann xo 70 °C B Teuenue |
qaca. CMech OXJIaXAalH 10 KOMHATIOH Temmepatypst 1 QuibTpoBany. OuasTpar
snuBany B 6 H. HCI, skctparuposaimn EtOAc, BeicymuuBanu ¢ nomomsio MgSO, 1
KOHLEHTPHPOBAIH, NIOJIy4as YepHoe Macio. [Ipu (iasin-ouncTke Ha CHIIMKArese ¢
3JII0OMPOBAaHKEM IpaaueHTOM (rekcan 1o EtOAc) mosiyyanu NpoayKT B BHIAE XKEITOM

xunkoctu (0,82 r). SIMP: 3,31 (s, 3H), 3,85 (s, 3H), 4,71 (s, 2H).

IIpoMexxyTodHoe coeqrHenue 18

3.4-Judrop-1H-nuppon

3,4-JludTop-1H-nuppon rorosmin, Kak onucano B Eric K. Woller u ap., J.
Org. Chem., 1998 63(16), 5706-5707) u cchuikax, IPUBEACHHBIX B 3TOM HCTOYHHKE.
Takum obpasom, x pactBopy 3,3,4,4-rerpadTop-nupponuaun rugpoxiopuaa (30,2 r)
B 0e3BogHOM JIMCO (250 mu), oxJiaxkIeHHOM Ha JIEASHO-BOAIHON OaHe, 106aBIIsUIH
mpem-BuOK (100 r) B atmocdepe N,. [Tocite 3aBepiienus pobasnenus (~0,5 9),
PEaKIMOHHYIO CMECH NEPEMELIHBAIH IIPY KOMHATHOHM TeMIepaType JOMOIHUTEIBHO B
tedeHue 0,5 u. Ee oxnaxaanu no 0 °C u 3aKajJuBaiy ¢ IOMOIIBIO CMECH BOJBI CO
apgom (300 mun). ITocyie pacTBOpeHHs TBEPAOTO BEIIECTBA, CMECH PA3BOAMIN 10 ~1,5 11
BOJIOH, HeHTpanu3oBaau 1o pH 7 ¢ momompro HCI, u sxctparuposanu JIXM.
Ob6penunennsle JIXM 3KCTpaKThl IPOMBIBAIIH BOIOM, COJNSHEIM pacTBOPOM,
BeICyIMBand Hax MgSOy4 u dunsTpoBanu. JIXM ynansnu B Bakyyme npu 0 °C, u
HOJIYYEHHOE OPaH)EBOE MAcJIo paCTBOPSIIHN B IEHTaHe IIPH KOMHATHOI TeMmeparype,

oxnaxnanu 10 -20 °C B Teyenne Houu u GuibTpoBanu B atmochepe N,, nmoayuas

Crp.: 101
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YKa3aHHOC B 3arflaBUH COCAMHEHHE B BUJE 30JIOTHCTBIX KpHCTAMLITOB (4,6 1). IMP
(CDCl3): 6,38 (d, 1H), 6,41 (d, 1H).

[IpoMmexyTouHOE coenrHeHue 19

3,4-Indrop-1H-nuppon-2-kapbanbaeru

JAM®A (4,3 M) oxnaxaany Ha JeIIHO-BOASHON GaHe B atMmocdepe N> u 1o
kaniam gobasisiiu POCI; (5,2 mim). CMech nepemMeInnBaNy pH KOMHATHO
Temieparype B TedeHue 10 MuH. JlenHO-BOMAHYIO GaHIO 3aMEHSITH, B CMeCh
pazsoaunu IXM (45 mu). Io kanism no6asnsnu pacTBop 3.,4-mudTop-1H-muppona
(IIpomexyrounoe coenunenue 18; 4,57 r) B IXM (45 mu). Cmech HarpeBaiy B Kojbe
C 0OpaTHBIM XONOQHIBHUKOM B TeueHue 30 MUHYT, OXJNQXIaIH 10 KOMHATHOI
TEMIEPATypbl H MEIUICHHO 100aBisnu pactBop NaOAc (23 r) B Bose (60 mn).
Hony4ennyro cmech Harpesa B Kojife ¢ 00paTHBIM XOJOQHIBHHKOM B TedeHue 30
MHHYT, OPraHH4ecKyo (asy oTaensiu u BoaHyio $hazy skcTparuposanu JJIXM.
O6penunennyio opraamyeckyio dasy npomssana NaHCOs, BeICyIIHBaiu Haj
Na;SOq, ¥ KOHIIEHTpHPOBATH B BaKyyMe. HeouHieHnoe TBepaoe BEmMECTBO
pactupany B mopowmok ¢ JIXM (20 mn)/nenranom (100 mur), ¥ 3areM oxXJIaxaand go -
20 °C, nony4as yka3aHHOE B 3arflaBHH COCAHHEHUE B BUJIE CBETIO-KOPHYHEBBIX

HronpyacThix Kpuctamwios (4,73 r). AMP (CDCl;s): 6,87 (m, 1H), 9,6 (m, 1H).

IIpoMexyTounoe coeauaenue 20

3.4-/IndTop-5-meruin-1 H-nupposa-2-kapOoHoBas KHCIOTA
F F

I3
Me™ ™\~ ~COH

2
H

2,2,2-Tpuxnop-1-(3,4-nudrop-5-Metun-1 H-nuppon-2-uj)3TaHoH
(IIpomexytounoe coeannenue 80; 1,03 r) nobapnsanu k BogHomy pactBopy NaOH (18
mi) ipu 0 °C B atmochepe N,. CMech NepeMeNurnBaiy Npu KOMHATHO! TeMIeparype
JIOTOJIHUTENLHO B T€YEHHE 2 4acoB, oxjaxaand 10 0 °C ¥ MOAKHCIAIH ¢ IOMOLILIO
HCl no ~pH 2. KopuuseBEHIit ocagok npoaykra coGHpany nyreM GUIbTpamu.
HeouyHnieHHBIA IPOAYKT OUHIIATH ¢ TOMOIIBIO KOJIOHOYHOM XpomaTorpaduu Ha
cumKarese, smoupys ¢ nomompio EtOAc/rekcanor (1:1). I[Ipu pactupanuu B

nopomok ¢ JIXM (1 mi)/mentanamu (6 M) HONyYanu yKa3aHHOE B 3arJIaBUU
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COCJTHHEHHEC B BUJI€ CBETJIO-KOPHUYHEBOro TBepaoro semectsa (306 mr). ty,; 140 °C
(pasn.). MC (ES) MH": 160, 161 mna C¢HsF,NO,; IMP (CDCls): 2,15 (s, 3H), 11,5
(s, 1H), 12,8 (brs, 1H).

IIpoMexyTouHOE coeuuenne 21

Huc(x)aTin 4-aMHHO-3-METOKCHITHIIEPUAUNH - | -kapOOKCHNAT THADPOXIODIII

VYxaszaHHOE B 3arJaBUH COEIUHEHUE MOXET OBITh NOJYYEHO, KaK OMHCAHO B
Lee, C. u np. Synth. Comm. 2001, 31(7), 10881-10890 u / umu WO 94/12494 unu us3
IIpomexxyTouHoro coeguHerus 157 ¢ HOMOIIBIO ClIeyIOMEH METOIUKH;

K nepememuBaemomy pactBopy Oensmiamuna (36,45 r, 125 mmons) u 10%
najijiajus Ha akTHBHpoBaHHOM yrie (50 mac.%; npu6nu3nuTensHo 4 1) B METaHOJIE
(250 mir), npu KOMHaTHOH TeMmIlepaType u B atmocdepe Ny, nobapnsiiu Gpopmuar
ammonug (31,50 r, 500 MMoOJIB) B BHIIE TBEPJIOTO BelecTBa. TeMmepaTypy
noseimany g0 70 °C; peakIHOHHYIO CMeCh IepeEMEIITHBAIN B TCUEHHE HOYH MPH 3TOI
TeMmneparype, B atMochepe Ny. Ilonnoe npeppalenne NOATBEPKAAINA C HOMOLIBIO
TCX (6% Meranon B arunanerare; Rf ~ 0,06 B pactBope 15 % Mmeranona u 30%
alleTOHa B METHJIEHXJIOpHAE) yTpoM. PeakunoHHyo cMech GMIBTPOBAJIH Yepes3 HEeJUT
U KOHIIEHTpUpOBaIU B BakyyMe. K octaTtky moGaBnsinu npuOiau3uTensHo 50 M BOJBI;
W3 9TOH CMeCH 3KCTParupoBaId HEOUHIIEHHbIH NPOJAYKT ¢ MOMOIIBIO pacTBopa ~3%
MeTtanon B xinopodopme (4 X 300 mi). Opranudeckue ciou oObeJUHSIH,
BBICYIIHBANH HaJ cyandaToM MarHus, 1 KoHueHtpuposaiu. Ilomyuanm 24,18 r (96%)
He COBceM 0enoro TBEpIOro BEIIECTBA.

MC (ES) MH+: 202 JUIA C9H18N203.

IIpoMexyTounoe coequuenue 22

Luc(£)stun 4-{[(6en3niokcH )KapOboHMI|aMHHO } -3-MEeTOKCHIIUIEpUAKNH- 1 -

kapOokcunar
Bensun xnopodopmuar (3,3 M) o xaniagM 100aBIsIH K OXJIAXKACHHOMY

pactBOpy [uc(£)>TUn 4-aMHHO-3-METOKCHIIUNIEPUAHNH-1-KapOOKCHIIAT THAPOXJIOPHIA
(ITpomexxyTounoe coeauHerue 21; 5 r) B HacoienHoM NaHCO3. CMmech
NepeMeInBaIu IPH KOMHATHOH TeMIepaType B TedeHue 14 yacos. benblit ocagok
GbunBpTPOBANY, TIIATEILHO IPOMBIBATIH BOJOU, BRICYIIUBAIUA B BaKyyMe, IOydas
yKa3aHHOE B 3arjaBu{ COeIMHCHHE B BUje Oenoro Teepaoro Beuectsa (6,66 r). MC

(BS) MH": 336 st C7H24N,05; SIMP: 1,21 (1, 3H), 1,52-1,67 (m, 2H), 3,08 (m, 2H),
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3,28 (s, 3H), 3,41 (s, 2H), 3,74-3,92 (m, 2H), 3,96 (m, 2H), 4,14 (m, 1H), 5,10 (s,
2H), 7,24 (d, 1H), 7,44 (m, SH).

HDOMC)KVTO'{HOC coeMHEHHE 23 U HDOMC)KYTO‘-IHOC coeauHeHue 24

oTHII (3R,45)-4-{[(Gen3nnokcu)kapOOHUI |aMUHO ¥ -3 -MeTOKCHITHI epUAUH-]-

xapbokcunar v 3tuia (3S5,4R)-4-{[(6eH3unoxcu )kapGouua]aMuHo Y -3-

METOKCHIUIEPHANH- ] -KapO OKCHIIAT

Hue(+)smnn 4-{[(6ensnnokcn)kapboHuI]aMUHO } -3-ME TOKCHITHITE U [HH- ] -
kapbokcunar (Ilpomexyroynoe coenuuenne 22; 6,2 T) pasuesisiid Ha ero
SHAHTHOMEPHI C [IOMOINBIO XHPaIbHOW XpomaTorpaduu Ha kojouke Chiralcel OJ
(anoant: rexcans/MeOH/EtOH;70/15/15;0,1% nustunamun). ®pakun,
COOTBETCTBYIOIHE NIEPBOMY XpoMartorpapuyueckomy muky (Luc(-)uzomep), cobupanu
U yrapuBaJy, NMOJy4as yKa3aHHO€ B 3ariJaBHM COEJHHEHHE B BHJiEe GEIOro TBEPAOTO
BemecTsa (2,62 r). Opaknuy, COOTBETCTBYIOUHE BTOPOMY XPOMATOrpahHuecKoOMy
nuky ([uc(+)usomep), cobupain 1 yluapuBali, HOJIy4as yKa3aHHOE B 3arJ1aBHH
coenuHeHue B Buae Oenoro TBepaoro Bemectsa (2,71 r). MC (ES) (M+Na)™: 360 mns
C17H24N,Os; SAMP: 1,21 (t, 3H), 1,52-1,67 (m, 2H), 3,08 (m, 2H), 3,28 (s, 3H), 3,41
(s, 2H), 3,74-3,92 (m, 2H), 3,96 (m, 2H), 4,14 (m, 1H), 5,10 (s, 2H), 7,24 (d, 1H),
7,44 (m, 5H).

I[IpoMexxyToudHOE coeauHenue 25

T (35,4R)-4-aMrH0-3-MeTOKCHIINNIEpUIUH- | -kapOoKCcHIaT

o)
HCLHNw(  N—
N O“'\
0O Me

Me

Otun (35,4R)-4-{[(6eH3UNOKCH )KapOOHUJI|aMHUHO } -3-METOKCUITHIIEPHTHH -1 -
kapboxcunat (Ilpomexyrounoe coequnenue 24; 3,98 r) pactsopsuin 8 MeOH (100
i) u 1 5. HCI (50 mn). o6asnsanu 10% Pd na yrie (600 mMr), nerazupoBaiu u
IOJIBEPTraJIH THAPOreHoIn3y B atMocdepe H, raza npn KOMHaTHO# TeMiiepaType B
TedeHue 3 yacoB. Kartanusatop ¢puiasTpoBann depes ciioif 1eNuTa, KOHCHTPUPOBAIH B
BaKyyMe H JHOQHIHU3HPOBAIH, OJNyYas yKa3aHHOE B 3arjlaBuu coeaunenwue (2,8 r).
MC (ES) MH": 202 mns CoH gN,Os.

IIpoMexyTodHoe coeunenue 26

Crtp.: 104



10

15

20

25

30

35

40

45

30

RU 2424240 C2
CHBJIYIOIHee COeJHUHCHHE T'OTOBHIIH C MOMOIIBIO METO/JAa, aHAIOTHYHOI'O

OIITMCAaHHOMY A HpOMe)KyTO‘{HOI'O COCIHHCHUA 25, H3 YKa3aHHOI'O HCXOJHOTO

BEIIECTBA.

[TpoMm. | CoenrHEHHE MC VB

26 stun (3R,4S)-4-aMuHO-3- MC (ES) MH": 202 [IpoMexyTouHOE
METOKCHITHUIICPUINH-1- ana CoHgN>O3 coeuHeHue 23
kapbokcumar

IIpoMexyTouHoe coequnerne 27

Huc()>Tua-3-(amnoken )-4-[ (mpem-6yTokcHKapO OHHMI )AMHAHO |THIEPHARH- | -

kapbokcuiat
50% BOJHBIN pacTBOp THApPOKCcHAA HATpHs (3 M) 100aBIsIIM K CyCHEH3HHU

aymanbpomuaa (693 mr, 5,70 mmons), yuc(x)stun 4-[(mpem-
6yTOKCHKapOOHHI)aMHHO]-3-THIPOKCHITHIIEpHIHH- 1 -kapOokcunara (cceuika: C. H.
Lee u ap. Syn. Commun., 2001, 31, 1081.), (750 mr, 2,6 MMoInB), XnopHIa
OEH3HITPHITHIAMMOHHSA (4 Mr, KaT.) ¥ Tonyona (8 mu). [lonyyennyro cMech
IlepeMEIIMBaIK B TEYCHHE HOYH NIPU KOMHATHOH TemIeparype. Peakinonnyo cMech
paszpoaunu EtOAc (150 M) u Bogoit (35 mur). Opranuueckyro paszy oTAeNsIH U
BoAHYIO a3y cHoBa skcTparupoBanu EtOAc (2 x 30 mn). O6beAHHEHHYIO
OpraHMYecKyro Ga3y IPOMBIBAIH CONSHBIM PacTBOPOM, BBHICYIIMBAJIA HaJ Cylb(aToM
HaTpus, GHIBTPOBATH U KOHIICHTPHPOBATH. HeounIeHHBIH OCTATOK OYMINAIH C
IOMOIBIO KONOHOUHOM ¢usir-xpomarorpadun (rexcan/EtOAc, 3:2), nonydas 734 mr
ykasanHoro B 3arnasui coequHenus. MC (ES)(M+H): 329.nna C¢HygN,Os; AMP:
1,28 (t, 3H), 1,47 (s, 9H), 1,68 (m, 2H), 2,88 (brt, 2H), 3,50 (m, 1H), 3,68 (m, 1H),
3,90 (m, 1H), 4,00-4,45 (m, 3H), 4,10 (q, 2H), 4,92 (brs, 1H), 5,20 (m, 2H), 5,86 (m,
1H).

IIpoMexyTouHoe coequnenne 28

Huc()stun-3-(annokcu)-4-aMuHo | munepuare- 1 -kapOOKCHIAT THAPOXJIOPHI

4 n. HCl/pnoxcan (20 mur) mobasmsinn K yuc(£)a1i-3-(annunokcu)-4-[(mpem-
GyTOKCHKapOOHMIT)aMUHO |[munepuanH-1-kapboxcunary (IIpoMexyToynoe coelHHEHHE
27; 572 mr). CMmech nepeMelInBalil NpH KOMHAaTHOH TeMIiepatype B redeHue 90 MUH.

PacTBOpUTENb YA B BaKyyMe, BBICYIIMBANIM B BaKyyMe, Iojy4das YKa3aHHOE B

Ctp.: 105
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3arjiaBuy COCIHMHEHHEC B BH/JC MacC/ASHHCTOM TICHBI, KOTOpOE€ HUCITOJIL30BAIHU oes

nononHuTenkHoM ouncTkH (449 Mr). MC (ES)(M+H): 228. 1 Ci1H2oN20s3.

IIpoMexXyToYHbIE cOeHHEHNA 29-36

CHC}IYIOHII/IS COeIMHEHHS IIOJIy4aJiu C ITIOMOIIBI METOJa, aHAJIOTHIHOTIO

OIMMUCAaHHOMY AJIsA HpOMC)I(}’TO‘-IHOFO COCIHHCHUA 28, H3 YKa3aHHOI'O HCXOJHOTO

Benrectna (MB).

ITp.

CoennHeHHe

JlaHHBIC

HB

29

Huc(x)stun-4-amusno-3-
MPONUOKCUIIUIIEPUAUH-]1-
KapOOKCHIIAT THAPOXIOPHUL

MC (ES)(M+H): 220
st C11HooN,03

IIpoMexyTouHOE
coenunenne 81

30

Metun 2-[(3R,4R)-4-amuHO0-3-
METOKCHITHIIEpUIUH-1-1n]-1,3-
THA30JI-5-KapOOKCHIAT THAPOXIIOPHL,

N
0 \(/N
Me

!
Me S/
/
0
0]

SIMP: 1,63 (m, 1H),
2,08 (d, 1H), 2,97-
3,01 (m, 1H), 3,21-
3,24 (m, 2H), 3,25
(m, 2H), 3,40 (s, 3H),
3,73 (s, 3H), 3,88 (d,
1H), 4,34 (m, 1H),
7,87 (s, 1H), 8,28
(brs, 3H)

[IpomexyTounoe
coeguHeHue 68

31

Metun 2-[(35,45)-4-aMuHO-3-
MeTOKcHImunepuauH-1-unj-1,3-
THA30JI-5-KapOoKCHIAT THAPOXIOPHUT

SIMP: 1,63 (m, 1H),
2,08 (d, 1H), 2,97-
3,01 (m, 1H), 3,21-
3,24 (m, 2H), 3,25
(m, 2H), 3,40 (s, 3H),
3,73 (s, 3H), 3,88 (d,
1H), 4,34 (m, 1H),
7,87 (s, 1H), 8,28
(brs, 3H)

ITpomexyTouHOE
coequHenue 69

32

Huc(£)3,4-muxnop-N-{3-
¢bropnunepunun-4-uinl-5-metui-1H-
nuppoi-2-kapboxcaMu
TUAPOXJIOPUL

SIMP: 1,92-1,96 (m,
2H), 2,20 (s, 3H),
3,10 (m, 1H), 3,43-
3,51 (m, 2H), 3,64
(m, 1H), 4,27-4,38
(m, 1H), 5,05 (d,
1H), 7,58 (d, 1H),
8,75 (brs, 1H), 9,43
(brs, 1H), 12,32 (s,
1H)

ITpomexyTounoe
coeaguHenue 49
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[Tp. | Coenunenue JlaHubIe B

33 | 3,4-quxnop-N-[(3R,45)-3- MC (ES) (M+H): IIpomexyTounoe
droprunepunud-4-mwi|-S-metun-1H- | 294, 296 nns coequneHue 45
HUPPOI-2-KapOoKcaMU C11H14CLFN;O
TUAPOXJIOPUL

34 | Tpawnc(+)3,4-nuxmnop-N-[3- MC (ES)(M +H): [IpomexyTouHoe

dTopriunepuanH-4-unj-5-metni-1H-

294, 296 ana

coenureHue 44

nUppoI-2-KapOoKcaMU X Ci11H14CLL,FN30

THIPOXIIOPUL

MC (ES)(M +H): 332
ana C13H;7CLN;O3

[IpomexyTounoe
coegunenue 46

35 | Que(£)merun 4-{[(3,4-guxnop-5-
metui-1H-nuppoi-2-
u)KapOOHMI |JaMHHO } TUIIEPUUH-3 -
KapOOKCHIAT THAPOXIOPH

o Cli
0]
RS
N N NH.HCI
Me § H
o)
O-Me
36 | 3,4-nuxsop-N-[(35,4R)-3- MC(ES)M+H): ITpomexyrodHoe
dropnunepuaun-4-unl-5-metun-1H- | 294,296 nna coequHeHHE 48

MHppoJI-2-KapOoKcaMHu C11H14CLFN;O

THAPOXJIIOPH]

[IpoMexyTouHoe coeuHeHue 37

Huc(£)stun 4-{[(3.4-muxuop-5-metui-1 H-nuppon-2-uin)xapborun JaMuHo } -3-

METOKCHIIUITC PUANH-] -KaD6OKCHHaT

3,4-Jluxiop-5-merun-1H-nuppon-2-kapboHoByto kucnoty (IIpoMexyTodnoe
coenuuenne 1; 304 mr) pactBopsiu B 6e3pognom IM®PA. ob6asasium HATU (596
mr), HOAT (213 mr) u DIEA (274 MKJI) ¥ IepeMEIIMBAJIN IIPH TEMIIEPATYPE
OKpyXarolei cpensl B TeueHue 15 MuH. JlobaBnsnu yuc(L)stun 4-aMuHO-3-
MeToKcunuiepuun-1-kapbokcunar (IIpomexyrounoe coenqunenue 21; 317 Mr) u
CMECh MepeMEeNINBANIY MIPU TeMIIepaType OKpyxKarouieif cpensl B TeyeHue 18 4acos.
Cwmecsh passoamnn EtOAc u npomeiBaiu Bogoit, 1 H. HCI, 6ukap6oHatHeiM Oydepom,
BOJOM, CONSHBIM PacTBOPOM H BhICyHIUBasu Haj NarSQO,. PacTBop KOHIIEHTpHpOBanu

B BAKyyMe, rmojgydas yKa3aHHO€ B 3arjlaBUH COCJMHCHHUEC B BUAC KOPUYHEBOT O

tBeporo Bemectra (503 mr). MC (ES) MH": 378, 380 mus C;sHz; C1bN3Oy4; IMP:

Crp.: 107
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1,29 (t, 3H), 1,79 (m, 2H), 2,27 (s, 3H), 3,12 (m, 2H), 3,30 (s, 3H), 3,37 (m, 1H),

3,83-4,16 (m, SH), 7,25 (d, 1H), 12,23 (s, 1H).

[MpoMexyrounnle coegrunenns 38-49

CJICIIYIOHII/Ie COCAHHCHUS IIOJIYYalIH C IOMOUIBIO METOA, AHAJIOTHYHOTI'O

OIIMCAHHOMY /11 HpOMC)KYTO‘{HOFO COCJUHEHHUSA 37, U3 YKa3aHHOI'O HCXOJHOTO

seiectBa (MB).

IIp. | CoequHeHne JlaHnHbIE B

38 | Huc(x)atun-4-{[(3,4-nudTop-5- MC (ES) MH": 344 | [TpoMexxyTouHOE
MeTnia-1 H-nuppon-2- s CysHo1FaN30y4; coepqunenue 20 u
ui1)kapOOHMII|aMHHO }-3- SMP: 1,3 (t, 3H), IIpomexyTounoe

METOKCHMHUNIEPUIUH- 1 -kapOokcuiar

1,69 (m, 2H), 2,21
(s, 3H), 3,11 (m,
2H), 3,22 (s, 3H),
3,39 (m, 2H), 3,85
(q, 2H), 4,41 (m,
1H), 6,83 (d, 1H),
11,54 (s, 1H)

coenuuenue 21

39 | atun (35,4R)-4-{[(3,4-ouxnop-5-
metun-1H-nuppon-2-

HJ1)KapOOHUI |aMHHO }-3-
METOKCHIUIIEpHANH-1-kapOokcunar

MC (ES) MH": 377
st CisHz1CIoN3Oy;
SMP: 1,32 (t, 3H),
1,74 (m, 2H), 2,31
(s, 3H), 3,14 (m,
2H), 3,18-3,52 (s,
3H), 3,75-4,44 (m,
5H), 7,30 (d, 1H),
12,39 (s, 1H)

[IpomexyTounoe
coenuHenue 25 u
IIpoMexyTouHOE
coeguHenune 1

40 | stun (3R,45)-4-{[(3,4-nuxnop-5-
Mmetui-1H-nuppon-2-
w1)KapOoHUI|aMUHO } -3-
METOKCHIHIIEPUANH-1-kapOokcuIaT

Cl 0
Cla\ 0
T
Me H 0
o Me
Me

MC (ES) MH": 377
anst CisHo1CIpN3Oy;
SIMP: 1,32 (t, 3H),
1,74 (m, 2H), 2,31
(s, 3H), 3,14 (m,
2H), 3,18-3,52 (s,
3H), 3.75-4,44 (m,
SH), 7.30 (d, 1H),
12,39 (s, 1H)

ITpomexyToynOE
coexdHeHue 26 u
ITpomexyTodHoOE
coenuHenne 1

Crtp.: 108




10

15

20

25

30

35

40

45

30

RU 2424240 C2

Ip. | Coenunenne JlanHEIe B
41 | Ortui 4-{[(4-xnop-5-metun-1H- MC (ES) MH": qta | IlpomexyTounoe
MUPPOJI-2-HI)KapOOHUIT|aMHHO } -3- C;5H,,CIN3Oqy; coenquHenune 21 u
METOKCHIHIICpUIHH- 1 -kapOokcunar SIMP: 1,18 (4, [TpoMexyTouHOE
J=7,06 I'u, 3H), coe/IHHEHHE 6
1,48 (d, J/=3,58 I',
1H), 1,75 (td,

J=12,29, 7,82 'L,
1H), 2,10 - 2,18 (m,
3H), 2,95 (d,
J=13,38 I'n, 2H),
3,20 - 3,27 (m, 3H),
3,27 - 3,35 (m, 2H),
3,38 (s, 1H), 3,97 -
4,09 (m, J=10,53,
7,08, 7,08, 3,39 I,
2H), 4,19 (s, 1H),
6,88 (d, J=2,64 I'n,
1H), 7,62 (d, J=7,91
T, 1H), 11,60 (s,
1H)

42

Huc(£)stun 3-(annunoken)-4-{[(3,4-
quxiaop-5-merun- 1 H-nuppoin-2-
HI)KapOOHUI |JaMHHO } MUTIepUIUH-1-
kapbokcuiar

MC (ES) MH": 402,
404 nnsa
C17H23C12N304

ITpoMexyTouHOE
coenrHenue 1 u
ITpoMexyTouHOE
coenrHeHue 28

43 | HQue(+)stun 4-{[(3,4-nuxnop-5- MC (ES) MH": 404, | IIpomexyTounoe
MeTuiI-1 H-iuppo-2- 406 nns coenuHeHue 1 u
uin)kapOboHuN |aMHHO } -3- C17H25CI:N3 04 [IpomexyTouHOE
IIPONIOKCUIIMIIEPHU AN H- 1 -KapOoKcunaT coeuHEeHHe 29

44 | Tpanc(x)mpem-6ytun-4-{[(3,4- MC (ES) (M + Na): | Ilpomexyrounoe
Iuxjaop-5-metun-1H-nuppon-2- 416, 418 nug coenuHeHHe 60 U
u1)kapOoHU |aMUHO }-3- C6H22C1,FN5 04 [IpoMexyTouHoe
dbropnunepuIuH-1-KkapOoKcHIaT coequHeHue 1

45 | mpem-6ytun (3R,4S5)-4-{{(3,4- MC (ES) (M + Na): | IlpomexyTouHoe
auxyop-S-metwn- 1 H-nuppoin-2- 416, 418 nus coenunHenue 61 u
un)kapOoHuUI|aMUHO }-3- C16H,2C1,FN3 05 [IpoMexyToyHOE

¢ropnunepuuH-1-kapbokcunaT
cl Cl
| L H

o) N oj(Me
My
O Me

coeqrHerue 1

Crtp.: 109
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[Ip. | CoennHeHne JlanHsle VB

46, | 1-mpem-bytun 3-metun 4-{[(3,4- 46: MC (ES - IIpomexyTo4yHOE

47 | nuxnop-5-metun-1H-nuppon-2- (M+H)"): 434, 436 coenuHenue 70 u
un)kapboHun|amuno fnunepuaud-1,3- | g CigsHysCIoN3Os; | [IpoMexyTodHOE

auKapOoKcuaat

IIpumeganue ans npumepoB 46 u 47:
[Tony4eHHYIO HEOUHIIEHHYIO CMECH
pactBopsiiu B JIXM, nobasisin k
CUJIMKAreleBOl KOTOHKE, U OYUIATIH,
ucnonb3ys rpaguent 10-50% EtOAc
B rekcaHax. BoccTaHOBIEHHYIO cMeCh
JHACTEPEOMEPOB PECYCHEHANPOBAIH
B EtOAc (200 M), HarpeBanu 10
50°C, u ¢unbrpoBanu. Teepnoe
BenecTBo nmpoMeiBand EtOAc n
BBICYIIHBAH, rTosrydas 90:10
Yuc:mpanc CMech TUacTepeOMepOB
(2,3 r, 30,6% BBIXON)
(ITpomexyTouHOE coenuHEeHME 46).
[Tocae aToro QuabTpaT NoJgBepranu
MepeKpHUCTAITU3alHH, HCIIONb3Ys
EtOAc u u-rentan, u 90:10
mpauc.yuc cmech (2,65 1, 35,3%
BbIx0H) ([IpoMexyTodHoe
coennHeHHe 47) BOCCTaHABIUBAIH.

SIMP 1,45 (s, 9H),
2,16 (m, 1H), 2,27
(s, 3H), 2,55 (dt,
1H), 2,93 (m, 1H),
3,09 (m, 2H), 3,66
(s, 3H), 4,08 (m,
1H), 4,29 (m, 2H),
6,68 (d, LH), 9,66
(s, 1H)

47: MC (ES) MH)":
434, 436 1=
Ci18H25CI:N305;
SIMP: 1,44 (s, 9H),
1,75 (m, 1H), 2,09
(m, 1H), 2,26 (s,
3H), 2,86 (m, 1H),
2,98 (m, 1H), 3,17
(dd, 1H), 3,71 (s,
3H), 4,04 (m, 1H),
4,44 (m, 2H), 7,57
(d, 1H), 9,53 (s, 1H)

cocauHeHHC 1

48

mpem-0ytui (35,4R)-4-{[(3,4-
quxnop-S-metun- 1 H-nuppoin-2-
Ui1)KapOOHUI |aMHUHO }-3-
dbropnunepuanH-1-kapbokcunar

MC (ES) (M + Na):
416, 418 nns
C16H22C12FN303

IIpomexyTouHoE
coequHeHue 64 u
IIpoMexyTodHOE
coequHeHHE 1

49

Huc(£)mpem-6yrun-4-{[(3,4-nuxnop-
5-metun-1H-nuppon-2-

HI1)KapOOHUIT |aMUHO } -3-
droprunepuInH-1-kapbokcuIar

SIMP (CDCl3): 1,47
(s, 9H), 1,84-1,88
(m, 2H), 2,28 (s,
3H), 2,76-3,02 (m,
2H), 4,11-4,26 (m,
2H), 4,43-4,51 (m,
1H), 4,77 (d, 1H)

ITpoMexyTouHOE
coequHeHUE 59 n
IIpomexyTouHOE
coequHeHue 1

[poMexyTouHoe coequHerue 50

Luc(£)3.4-nuxnop-N-(3-MeToKkcunuIepuana-4-ui)-5-Mmetun- 1 H-nuppon-2-

kapOokcaMux
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- Cl
(@)
T
N
0
Me

Yka3zaHHOE B 3arjaBHU COEJUHEHHE FOTOBUJIM C IIOMOIIBIO METOMOB,
OMHCAHHBIX HUXKE!
Merton A

Luc(£)atun 4-{[(3,4-nuxnop-5-meTun-1 H-nuppon-2-ui)kapboHun|aMuHo } -3-
MeTokcununepuaun-1-kapbokcunar (IIpomexyrounoe coenunenue 37; 503 mr)
pactBopsinu B MeOH (30 mn). 1| M NaOH nob6asnsnu u cMech Harpesanu npu 100 °C
B TeueHue 12 yacoB. PeaklinoHHy0 cMech OXJIaxaJid JI0 TEMIIEpaTypbl OKpyXKaroliei
cpensl ¥ sxcTparupoBanu EtOAc, npoMbeIBanu Boao#, BeicyminBanu Haa Na;SOy 1
KOHILICHTPHPOBAJIX B BaKyyMe, I0Jy4dasi yKa3aHHOE B 3arJIJaBUH COEIMHEHHUE B BUJIC
KOPHUYHEBOH MACISIHUCTOH CMOJIBI, KOTOPOE UCIIO0JIL30Bajid 6€3 JOIMONHUTEIbHOH

O4HCTKH (336 Mr).

Meron B

Huce(x)atun-4-{[(3,4-nuxnop-5-merun-1 H-muppon-2-un)kapboHun|aMuHo } -3-
MeTtokcununepuann-1-kapbokcunat ([Ipomexyrounoe coenunenune 37; 3,85 r)
cycnennupoBany B 6e3sogaoM CH3CN. Meienro noGaBisian Ho TpUMETHICHIAH
(2,2 M1). PeakiHOHHYIO CMeCh HarpeBaiu B Kojibe ¢ 0OpaTHBIM XOJIONHARHHKOM B
TEYEHHUE HECKOJIBKMX 4acoB 110 3aBeplueHus ¢ noMompro XKXMC. HeounmeHnnyo
PEaKIHOHHYIO CMECh Pa3BOIMJIN BOJOU M noAkucisu ¢ nomomsio 1 H. HCI no pH 3.
PacTBop skcrparuposanu EtOAc. Bonubli cnoit noamenaunBamu ¢ noMoinso 50%
NaOH no pH 10. Boanslii cioi HacslIany XJI0pUIOM HAaTpus U dKcTparupoBatu T ®,
BBICYIIMBaIU ¢ moMoibio MgSO4 1 KOHIEHTPHPOBAH, OJIy4as XKEJNITO-KOPUIHEBOE
TBEpHoE BemecTBo (2,1 r). MH": 306 ansa C,H7C1;N30,; SIMP: 1,61 (d, J=3,77 ',
2H), 1,76 (dt, J=6,50, 3,16 I'u, 1H), 2,16 - 2,20 (m, 3H), 2,56 - 2,69 (m, 2H), 2,90 (d,
J=13,19 I'u, 1H), 3,18 (dd, J=13,75, 3,01 I', 1H), 3,30 - 3,35 (m, 3H), 3,56 - 3,64
(m, 1H), 4,04 - 4,15 (m, J=8,10, 7,72, 7,72, 3,01 I'u, 1H), 7,14 (d, J=8,29 ', 1 H).

ITpoMexXyTOYHBIE coeqHeHHs S1-56

Crp.: 111
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Crnexyromue [IpoMeKYTOUHBIE COSIMHEHNS ITOJIyYall, KaK OIMCaHo B o0umx

HCXOJHEIX BenlecTB (UB).

Ilp. | Coenunenne JaHHEIEe VB

51 | 3,4-muxnop-N-[(3S, 4R)- | M/z 3006; 1,73 (m, 2H), 2,31 (s, 3H), 2,64 | [Ipomexyr
3-merokcunumepuaun-4- | (m, 1H), 2,98 (m, 1H), 3,22 (m, 1H), OYHOE
un]-5-metan-1H-mapporn- | 3,34 (m, 1H), 3,34 (s, 3H), 3,42 (m, 2H), | cocauneHu
2-xapbokcaMu 4,25 (m, 1H), 7,31 (d, 1H). e 39

52 | 3,4-nuxuiop-N-(3R, 45)[3- | M/z 306; 1,73 (m, 2H), 2,31 (s, 3H), 2,64 | IIpomexyT
METOKCHITUTICPUIHH-4- (m, 1H), 2,98 (m, 1H), 3,22 (m, 1H), OYHOE
ui|-5-metun-1H-nuppon- | 3,34 (m, 1H), 3,34 (s, 3H), 3,42 (m, 2H), | cocannenun
2-kapbokcaMuX 4,25 (m, 1H), 7,31 (d, 1H). e 40

53 | Que(%)3,4-quxiop-5- M/z 334 [IpoMexyT
meTua-N-(3- 04HOE
IPOMOKCHIUTIEPU IHH-4- COeIHHEeHH
un)-1H-muppon-2- e 43
kapbokcaMu

54 | Que(£)3,4-nuxnop-5- M/z 332 IIpoMexyT
MeTuiI-N-(3- O4HOE
ANTHOKCUINTIEPUIHH-4- COCIHHCHH
un)-1H-nuppoin-2- e 42
xapbokcamMug

55 | Quc(+)4-xmop-N-(3- M/z 272, 1,41 (s, 1H), 1,67 (s, 1H), 2,13 [IpoMexyT
METOKCUIIHIIePUIHH-4- (s, 3H), 2,47 (s, 1H), 2,55 (s, 1H), 2,86 04YHOE
un)-5-metnn-1H-nuppon- | (s, 1H), 3,08 (d, J=13,19 I'y, 1H), 3,25 coeqHHEHH
2-xapbokcaMu (s, 3H), 3,31 (s, 1H), 6,89 (d, J=2,45Tu, |e4l

1H), 7,52 (s, 1H), 11,59 (s, 1H)

56 | Huc(#)3,4-nmadrop-N-(3- | M/z 273; 1,74 (m, 2H), 2,24 (s, 3H), 3,00 | IIpomexyT
METOKCHITHIIEpUIHH-4- (m, 1H), 3,21 (m, 1H), 3,36 (s, 3H), 3,42 | ouHOe
wi)-5-metuia-1H-uppon- | (m, 4H), 4,20 (brm, 1H), 6,74 (brm, 1H), | coexnnenn
2-xapOoKcaMuZ 11,60 (brs, 1H). e 38

MpoMexyTouHoe coenuuenne 57 u IIpoMEXYTOUHOE coeInHeHue 58

mpem-bytua-(35.4R)-4-(0cH3maaMuuo)-3-propurnepugun-1-kapOboKCHIAT H mpen-

Byrun-(3R,45)-4-(6ed3miaMuH0)-3-OTOpOIHIEPUANH-- 1 -KapOoKcHUIIAT

QW

F 0

@
. N._ O
Aonol

Me O Me

g

F

Crp.: 112
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L[uc(d:)mpem-6ymn—4-(6eH3nnaMHHo)—3—@TopnnnepHnHH—l-Kap60KcnnaT
(IlpomexyTounoe coenunenue 82; 2,2 r) pa3iensiy Ha yKa3aHHBIE B 3aTTABKH
COCNMHCHHA C OMOWIBIO XHpankHo# BJI)KX, cnoco6oM, aHallOrHYHEIM O1MCAHHOMY
anst IlpoMexxyTounoro coenusenus 23 U [IpoMexyTOUYHOTro coeuHeNH 24 Ha
xonouke Chiralpak AD (saroent: rexcanst / MeOH / EtOH; 90 / 2,5/2,5;0,1%
AU3TUNAMAH). PPakUHH, COOTBETCTBYIONINE ICPBOMY XPOMATOTpadhHIeCKOMY HUKY
(Huc(+) usomep; IpomexyTouroe coenunenue 57) cobMpanu u ynmapuBalH, mojydas
YKa3aHHOC B 3arJIaBHH COCTMHCHHE B Bue (€JI0ro TBEpIOro BemmecTsa (942 mr).
®paKkUHA, COOTBETCTBYIOIME BTOPOMY XPOMATOTpahHICCKOMY IIUKY (Luc(-) n3omep;
Hpomexyrounoe coenunenye 58) coGupany u ynapupanu, Toayyas yKa3aHHOE B
3arjaBUM COCIHHCHUE B BHJE Oesoro TBepaoro Bemectsa (980 mr). IMP (CDCls):

1,40 (s, 9H), 1,88 (m, 2H), 3,01 (m, 2H), 3,55 (m, 2H), 3,77 (m, 1H), 4,66 (d, 1H).

IIpomMexyroyHoe coeaquHeHue 59

Huc(£)ympem-6ytun-4-amMuno-3-dbropnunepuani-1-xkapbokcunar

Huc(+)mpem-6yTun-4-(6eH3uniamuHo)-3-HTopruIepuanH-1-kap6okcHIaT
(IIpomexxyTounoe coenqunenne 82; 711 mr), bopmuar ammonns (582 mr), u 10% Pd/C
(200 mr) B MeOH (10 mu) marpepanu 1o 50 °C B Teuenue 1 gaca. Peakuunonnymo
CMeCh OXJIaX/[aJIM 10 KOMHATHOH TeMIlepaTyphl, QHUIbTPOBAIH Yepe3 JUATOMOBYIO
3EMJII0 ¥ KOHIEHTPUPOBAIM NPH IOHMXKCHHOM JaBJIICHHH, 110J1y4as yKa3aHHOE B
3ariaBuH coeauHenue (503 mr, konndectBennsnif). IMP (CDCl;): 1,40 (s, 9H), 1,88
(m, 2H), 3,01 (m, 2H), 3,55 (m, 2H), 3,77 (m, 1H), 4,66 (d, 1H).

IlpoMexyTounple coenuHenns 60-64

CHCH)’IOHII/IC ”pOMC)Ky’[‘O‘-IHLIC COCAMHCHUA IOoJydanu ¢ IOMOIBIO METOAHUKH,
OIHCaHHOH JIs HpOMC)KYTO‘IHOI‘O COCNHHCHHUSA 59, K3 YKAa3aHHBIX HCXOJHBIX BCIIECTB

(WB).

IIp. | CoeguHenue JanHsle B
60 | Tpanc(x)mpem-6ytun-4- AMP (CDCl3): 1,38 (s, 9H), ITpomexyTounoe
amMuHo-3-¢propnunepunud-1- | 1,88 (m, 2H), 2,87 (m, 2H), coeHHeHKEe 65
kapboxcmiar 3,59 (m, 2H), 3,77 (m, 1H),
HN 4,66 (d, 1H)
:,i)ﬂ OMe Me
F ¥
\([3]/ Me

Crtp.: 113
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[1p. | Coenunenne JlaHHEIC 1B

61 | mpem-6yrun (3R,45)-4- SIMP (CDCls): 1,40 (s, 9H), [Ipomexyrodnoe
aMmuno-3-proprunepuann-1- | 1,88 (m, 2H), 3,01 (m, 2H), coenuHeHue 58
KapOokcHIaT 3,55 (m, 2H), 3,77 (m, 1H),

4,66 (d, 1H)

62 | mpem-byrun [(3R,4R)-3- AMP (CDCl3): 1,45 (s, 9H), IIpoMexyTouHOE
METOKCHIIHMIIEPAOHH-4- 2,43 (m, 1H), 2,50-2,57 (m, coequHenne 66
ui|kapbamar 1H), 2,59-2,66 (m, 1H), 2,89

(m, 1H), 3,01 (m, 1H), 3,24
(m, 1H), 3,41 (s, 3H), 3,67
(m, 1H), 4,71 (m, 1H)

63 | mpem-Bytun [(35,4S)-3- SMP (CDCl3): 1,45 (s, 9H), IlpomexyTtouHoe
METOKCHTITUTIEPUANH-4- 2,43 (m, 1H), 2,50-2,57 (m, coenuHenue 67
ui]kapbamar 1H), 2,59-2,66 (m, 1H), 2,89

(m, 1H), 3,01 (m, 1H), 3,24
(m, 1H), 3,41 (s, 3H), 3,67
(m, 1H), 4,71 (m, 1H)
64 | mpem-6ytun (35,4R)-4- SAMP (CDCly): 1,40 (s, 9H), IMpomexyrouHoe

aMHHO-3-dTOopIHIICpHANH-1-
KapOokcmiat

1,88 (m, 2H), 3,01 (m, 2H),
3,55 (m, 2H), 3,77 (m, 1H),
4,66 (d, 1H)

coenuHeHue 57

IIpoMexyTodBoE coeMHeHue 65

Tpanc(£)mpem-6vrun 4-(6ensmnamMuno)-3-dTopnunepuauH-1-kapbokcuiar

N)Q\ITO%/ME

O Me

Yka3aHHOE B 3arJJaBUH COCAMHEHHUE FOTOBUIIM, KaK onmrcano B Monique B. van

Neil n ap. J. Med. Chem., 1999, 42, 2087-2104 u cchuIKax, NPHBEACHHBIX B 9TOM
ucrounuke. AMP (CDCl3): 1,40 (s, 9H), 1,88 (m, 2H), 3,01 (m, 2H), 3,55 (m, 2H),
3,77 (m, 1H), 4,66 (d, 1H).

IIpoMexyTouHOE coenuHeHue 66

mpem-bytun [(3R,4R)-1-6¢cH3nn-3-Merokcununepuaus-4-mialkapbamar

VYkazannoe B 3arjaBuu coenunenne (150 mr) roroBunu us mpem-6yTHI

[(B3R,4R)-1-0eH3UI-3-THAPOKCUITHNIEPUIUH-4-1JT | KapOaMaTa ¢ TOMOIIBIO METOINKH,

ONMHCAHHON (JUI CXOUHbIX coeanHenuil) B Synth. Commun., 2001, 31, 1081-1089.

Crtp.: 114
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SIMP (CDCly): 1,44 (s, 9H), 1,97-2,11 (m, 3H), 2,68 (d, 1H), 3,07-3,12 (m, 2H), 3,36
(s, 3H), 3,41 (m, 1H), 3,52 (m, 2H), 4,51 (m, 1H), 7,23-7,32 (m, 5H).

[IpoMeXXyTouHOE coeauHenue 67

mpem-byrin [(3S.4S5)-1-60eH30I1-3-MeTOKCHITHTIEpU THH-4-1IT |[KapOaMaT

Yka3zaHHOE B 3arjaBAH COCAUHCHHUE (426 MTI) TOTOBHIIM M3 mpem-OyTHI

[(35,45)-1-6en3un-3-ruipokcununepuIuH-4-uin|kapbamara ¢ TOMOIMIBIO METOAUKH,

OTUCAHHOM (/171 CXOJHBIX coenuHeHnit) B Synth. Commun., 2001, 31, 1081-1089.

AMP (CDCl3): 1,44 (s, 9H), 1,97-2,11 (m, 3H), 2,68 (d, 1H), 3,07-3,12 (m, 2H), 3,36

(s, 3H), 3,41 (m, 1H), 3,52 (m, 2H), 4,51 (m, 1H), 7,23-7,32 (m, S5H).

[IpomMexxyTouHEIE coenruenus 68-69

CHC[[y}OHIIer HpOMC)KyTO‘-IHbIe COCONHCHHUS I10JIY4YalId ¢ IOMOIIBIO METOJANKH,

onucanHo# B [Ipumepe 1, u3 ykazanHsix ncxoaubeix Bemects (UB).

IIp. | Coennnenue JlaHHBbIE B
68 | 2-{(3R,4R)-4-[(mpem- MC (ES) (M + Na): 394 nns [IpomexyTouHOE
Byrokcukapbonun)amuno]- | C;sHo5N305S; SIMP (CDCls): coeauHeHue 62
3-MeTOKCHIHIIEpHIUH- | - 1,46 (s, 9H), 1,66 (m, 1H), MeTH 2-6pom-
un}-1,3-tuazon-5- 1,89 (m, 1H), 2,29 (m, 1H), 1,3-tuazon-5-
kapOoKcunar 3,13-3,20 (m, 3H), 3,47 (s, xapbokcunaT
3H), 3,75 (m, 1H), 3,83 (s,
3H), 4,20 (m, 1H), 4,60 (brs,
1H), 7,85 (s, 1H)
69 | 2-{(35,45)-4-[(mpem- MC (ES) (M + Na): 394 nnsa ITpomesxyTo4yHOE

ByTokcukapOoOHHUI)aMUHO |-
3-METOKCHIHIEPHINH-1-
un}-1,3-tuazon-5-
KapOOKCHIIAT

C1(,H25N3OSS; SIMP (CDC13)
1,46 (s, 9H), 1,66 (m, 1H),
1,89 (m, 1H), 2,29 (m, 1H),
3,13-3,20 (m, 3H), 3,47 (s,
3H), 3,75 (m, 1H), 3,83 (s,
3H), 4,20 (m, 1H), 4,60 (brs,
1H), 7,85 (s, 1H)

coeguHenne 63 1
MeTHI 2-6poM-
1,3-Tnazon-5-
kapObokcuiaT

IIpoMexyTouHoe coenuuenue 70

1-mpem-bByTUa-3-MeTUI-4-aMuHOIUOEpUIUH-1 ., 3-1uKapOOKCHIAT

Crtp.: 115
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VYKasaHHOE B 3arjlaBuH coequHeHue roropuiu corsnacHo (Cordero, F.M u np.
Gazz. Chim. Ital. 1997, 127, 25-29). Takum o6pa3zoM, 1-mpem-6yTun-3-mMmeTnn-4-
TUAPOKCH-5,6-nuruaponupuaui-1,3-(2H)-aukapbokcunar (Ilpomexyroynoe
coeanHenue 9; 33 r) u NH4OAc (100 r) pactBopsuiu B 6e3sogaom MeOH (250 mu).
Jo6asnsnu NaCNBH; (8,1 r) Tpemsi paBHEIMH NOPIHUSIMH ¢ HHTEpBanamu 1 4.
PeakIMOHHYIO CMECh NIEpEeMEIIHBAIN 1P KOMHAaTHOW TeMIEpaType B TCUEHHE HOYH.
3a peakMOHHOMN cMechio Habmonanu ¢ nomompio GC/MC u 10MOTHHTENBHO
no6asnsau NH4OAc (2,5 sksuB.) 1 NaCNBH;3 (0,25 5xBHB.) /10 3aBEPILIECHHS PEAKIHH.
Peaxnuonnyio cMech oxnaxaand 10 —10 °C u mogkucisau go pH = 2 ¢ nomompio
xouuentTpuposannoit HCI u pactBoputens ynansnu B Bakyyme. OcTaBiieecs TBepoe
BELIECTBO PacTBOPSIIA B Boje, i akcTparuposanu Et,O. pH Boano# dassr nosogunu
10 8-9 ¢ momomsio TBepaoro KOH, pactBop nackimany ¢ noMomsio NaCl u
skcTparuposanu EtOAc. Opranuueckuit cioit Beicymusany Haj K,CO3, gunstpoBanu

¥ KOHLEHTPUPOBaIH, noay4ast Macio (25 r). GC/MC: 258 ansa Ci2HzoNO4.

IIpoMexyTouyHoe coeHenne 71

[uc(Ympem-6ytui-4-{[(3.4-quxyop-5-MmeTri- 1 H-nuppon-2-uin)kapOoHuN |aMuHO } -3-

(THAPOKCUMETHI)IHIEPHAMH-1 -KapOOKCHIIAT

Huc(+)1-mpem-6ytun-3-metun-4-{[(3,4-nuxnop-5-mernn-1H-nuppon-2-
WI)KapOOHMT |aMAHO }-MunepuauH-1,3-nukapookcuiaT (IIpoMexyTodHOE COCIMHEHAE
46; 4,26 1) u LiBH4 (321 Mr) o6benuusau B 6e3sogaom TT'® (20 mur). Hobasisanu
MeOH (600 Mxn) onHoi nopuueit. PeakinOHHYIO cMeCh HarpepaiH B Kojbe ¢
06paTHBIM XOJIOAMJIBHHKOM B TeueHue 1 yaca. CMech oXJIaxAanu 10 KOMHATHOU
temuepatypsl, passoauiu EtOAc u nmpomeisanu 0,5% HCI. Oprasnueckuii cnoi
seicymuBany Haa NapSOy, GUIBTpOBaNM U KOHIIGHTPUPOBANIH, IOJIyYasl TBEPIOE
BEIIECTBO, KOTOPOE OYUIIATH TIyTeM KOJIOHOYHOM (II31I-XpoMaTorpaduu, 3JI0HPYS ¢
nomomsio (60% EtOAc / 40% rekxcansbl), mojiydas yKa3aHHOE B 3arJIaBUU COSTHHEHHE

(3,11 1). MC (ES) (MH"): 406 15 C17H»5C1,N304; SIMP (CDCls): 1,47 (s, 9H), 1,56
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(m, 1H), 1,96 (m, 1H), 2,27 (s, 3H), 2,84 (m, 1H), 2,9 (m, 1H), 3,49 (m, 1H), 3,71 (m,
1H), 4,16 (m, SH), 6,58 (d, 1H), 10,1 (brs, 1H).

IIpoMeXxyToYHO€e coenuHenne 72

Iuc(XYmpem-6yTui-4- {[(3,4-nuxnop-5-meTui- 1 H-nuppon-2-ui)kapOoHuI JaMHHO } -3~

({[(4-MeTunbenn)cyabHOHMI]OKCH } METHI ) THIEPUIAH- | -kapOOKCHUIaT.

Huc(x)mpem-6ytnn-4-{[(3,4-nuxnop-5-meTun-1H-nuppon-2-
n1)kapOoHUN |aMUHO } -3-(PHAPOKCHUMETHIT ) THIEPUAMH- 1 -KapOoKkcuaar
(ITpomexyrounoe coenunenue 71; 1,46 r) pactBopsuti B 6e38oaHoM nupuaune (20
man) 1 oxnaxaand 10 0 °C. Jlo6aBnsum To3unxaopun (822 Mr) onHoH mopruei.
PeakIMOHHOH CMeCH NMO3BOJIAIN MEIJICHHO HArPeThCs 10 KOMHATHOM TEMIIEpATYPhl U
nepemMenIuBand B Teyenue Houd. CMech paspoaunu EtOAc u npoMeiBain BOJIOH,
peicymuBany Haa NapSQ,, GuIbTpoBaTH H KOHIEHTPUPOBAIH B Bakyyme. lleny
OYHILAIH IYTEM KOJIOHOYHOM (ursmi-xpoMarorpaduu, 3monpys ¢ nomomsro (40%
EtOAc / 60% rexcansl), mojiydas yKa3adHoe B 3ariasuy coequHenne (1,58 r). MC
(ES) (MH"): 560 ana Ca4Hs3;CIoN306S; SIMP (CDCls): 1,46 (brs, 11H), 1,89 (m, 1H),
1,98 (m, 1H), 2,31 (s, 3H), 2,35 (s, 3H), 2,8 (m, 2H), 3,96-4,23 (m, 4H), 6,4 (d, 1H),
7,19 (d, 2H), 7,68 (d, 2H), 10,3 (brs, 1H).

I[IpoMeXyTOUHOE coequHenne 73

mpem-6yTunoBeIH 3dup yuc(£)4-[(3,4-nuxsop-5-metuii- 1 H-nuppon-2-kapOboHun)-

aMHMHO]-3-METOKCHMETHI-TUNECPUIUH- 1-kap60HOBOK KMCIOTHL.

Huc-mpem-6yrun-4-{[(3,4-nuxnop-5-meTun-1 H-nuppoi-2-
wi)kapOonus]amuno }-3-({[(4-MeTnndennn)cynbpGoHHI|OKCH | METHII)TUIIEPUAUH- 1 -
xapGokcunat (TTpomexyTounoe coepuaeHue 72; 325 Mr) pactBopanu B 5 mia 30 mac.%
pactBopa MeOH, coxmepxautero NaOMe u fononnutensHo 5 mu 6e3soanoro MeOH.
['OMOreHHYIO peaKIIHOHHYIO CMECH IIepeMELINBAlIU IIpH KOMHATHOM TeMIIlepaType B
tedenue 2 qHelt. [Ipu oCylIecTBIEHNH peakLHH TBEPABIC BEIECTBA HAUHHAIH
0CaXJaThCd U3 pacTBOpa. Peak[MOHHYIO CMeCh KOHLEHTPUPOBAJIM 10 TBEPJOIO
ocTaTka, moBTOpHO pacTeopsad B EtOAc i npomsiBany HaceimenusiM NH4Cl (2x10
mit). Opranndeckuii cinoif BeicymuBany Hax NapSOy, GUILTpoBaAIH U
KoHImeHTpHpoBaiu. OcraBiueecs BEUECTBO OYHINAIH MyTeM KOTOHOYHON (iouI-
xpomarorpadu, snmoupys ¢ nomomso (1:1 EtOAc / rekcansr), nojydas yKasaHHOE B

sarnasud coeanneHne (192 mr). MC (ES) (MH'): 420 s CioH7C1oN3O4.

Crp.: 117
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IIpoMmexyTouHoEe coefuHeHHe 74

Huc(£)3.4-nuxiaop-N-[3-(MeTOKCHUMETHI) IHOEPUINH-4-HA]-5-MeTHaI-1 H-TMppoJi-2-

Kap601<caMu)1 T'MApOXJj0opua

Huc(x)ympem-6ytund-{[(3,4-quxnop-5-mMetui- 1 H-nuppon-2-
HIT)KapOOHUIT|aMHHO } -3-(METOKCUMETHJI ) [THIIepU AU H- | -KapOoKcuiar
([Mpomexyrounoe coenuueHue 73; 192 Mr, 0,45 mmons) pacteopsanu B 4 n. HCl B
auoxcane (10 mm) u 10 mn MeOH. Cmech nepeMemuBaitu npyd KOMHATHOM
TEMIIEPATYpPE B T€YEHHUE 3 4acOB, KOHIEHTPHUPOBAIH HacyX0 U a3e0TPOIHPOBAIH C
MeOH nna ynanenus uzbsitka HCI (5 x 20 mur), nosyyast ykazaHHOE B 3arjlaBHH
COeMHEHHE , KOTOPOE UCMOJIB30BaNK 063 OUYUCTKU. (HEOUHIIEHHas cMeCh 195 Mr).

MC (ES) (MH+) 320 AJIs1 C13H19C12N302.

IlpoMexyTouHble coennHeHus 75-76

Crnenyromue [IpoMexxyTouHble COCIUHEHHUS ITOJYyYald ¢ HOMOUIBIO METOJUKH,
onucanHoi s IIpoMexkyTOUYHOTO COeIUHEHUS 74, U3 YKa3aHHBIX HCXOAHBIX BEIIECTB

(UB).

IIp. | Coenqunenne JlaHHbIE VB
75 | (3-MeTHNaMHUHOMETHII- MC (ES) MH': 319 nns [TpoMexyrouHOe
OHIICPUAUH-4-UTT)-aMH C13H20CIhN4O coeJlnHenue 77

TAAPOXIIOPUA yuc(+)3,4-
auxaop-5-metun-1H-
MTHpPPOI-2-KapOOHOBOM

KHCJIOTEI
H
NI N.y,
7\ H €
Me H N
0 NH HCI
76 | (3-nuMeTHNAaMHHOMETHII- MC (ES) MH": 333 ana [IpomexyTouHOE

MU PUITH-4-1T)-aMH ] C14H,,ChLNLO coequHeHue 78

TUJPOXIIOPUN yuc-3,4-
auxyop-5-metmn-1H-
MUppoII-2-KkapOOHOBOU
KHCJIOTBI

IpomexyTounoe coequnenue 77

Crtp.: 118
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mpem-0yTua0oBbId 3bup yuc(+)4-[(3,4-muxnop-5-metua- 1 H-nuppoi-2-KapOoHuI)-

aMI/IHO]-3 ~-METHJIAMHUHOMETHI-IHITepHAUH-1 —KaD6OHOBOﬁ KHCJIOTBI

Huc(x)mpem-0ytui-4-{[(3,4-nuxnop-5-mMeTui-1--nuppon-2-
wi)kapoouunjamMuno }-3-({[(4-meTundenun)cynsGpOHUT ]| OKCH  METHII)-ITHIIEPHIHH-1 -
kapGokcunat (IIpomexyrounoe coenunenne 72; 500 mr, 0,89 Mmons) pacTBOpPSIIN B 5
M 2,0 M pactsopa TI'®, conepxamero MeNH;. Peaknnonnbii cocy/ 3aned4aTpiBaig
u HarpeBanu 70 100 °C B TeueHue 2 yaco. CMech OXIaX1aId 10 KOMHaTHOR
Temriepatypsl U pasBoamin EtOAc, 3areM npombiBanu Bojoil. Opranuyeckuii cioi
BeICyIuBaM HaJX Na;SOy4, QUIbTpOBaIM U KOHLEHTPUPOBAIHU 10 HEOUUIEHHOH
TBEPJIO# I1€HBI, KOTOPYIO UCIIONH30BaJH O€3 10nOMHUTeabHOH ouncTku. MC

(ES)MH": 419 mus C 3H3C1LN4Os5.

IIpoMexyTouHoe coenubenue 78

Yka3zaHHOE B 3arjlaBHH COeIHHeHHe FTOTOBHJIH C TOMOIILIO METO/a,
aHaJIOTHYHOTro onucanHoMy ais IlpoMexyTouHoro coequHeHus 77 U3 yKa3aHHOTO

HCXOJHOIO BCIIECCTRBA.

Ilp. | Coennnenne MC 1B

78 | HQuc(x)4-[(3,4-Auxnop-5- MC (ES) MH": 433 ans [TpomexyTodHO
Metui-1 H-nuppon-2- CioH30CIhN4O3 e coeJHHEHHE
KapOOHH)-aMHUHO]-3- 72 u
JUMETHIIAMHHOMETHII - JIUMETHIIAMHIH

nunepuauH-1-kapboHosas
KHCJI0Ta mpem-0yTHIOBBIH

d¢up

[IpoMesxxyTouHoOe coeinuenne 79

rugpoxaopua yuc(£)4-{[(3,4-quxunop-5-metui- 1 H-nuppon-2-

uin)kapOoHMJ|aMiuBo Y nunepHANH-3-KapOOHOBOM KUCIIOTHI

TIr'® (10 ma) u MeOH (8 M) mob6asisuin K yuc(x)1-mpem-0yrui 3-metuir 4-
{[(3,4-nuxnop-5-Metun-1 H-nuppon-2-ui)KapOoHMII |aMHHO } THIEpUAMH-1,3-
nukapbokcunarty (Ilpomexyrounoe coenuaenue 46; 2,24 r). Ilonyuennyro cMech
oxnaxaanu jo 0°C, u mo xanuasMm 1o0aBnsid pacTBop rusipokcuaa autus (0,37 1) B
Boje (5 mi) npu 0°C ¢ TOMOIIBIO NUTIETKH, MOJIydast IPO3PaYHbIi, ClIErKa XKEeNThIA
pactBop. Peakimonnyto cMmech nepememunBaru npu 0 °C B Teuyenue 2 4acoB, XpaHUITH

B TEHCHUEC HOYM B MOPO3HIIKC 6e3 HNCpEeMECIIUBAHUA, 3aTCM CHOBA NMEPEMEITUBANTHA TIPH

Crtp.: 119
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0°C B Te4eHHE LIECTH 4acOB. PeakMOHHYIO CMech moakucasun 1o pH 3 ¢ nomompio 2
1. HCI 9~7 M), ¥ KOHIIEHTpHUPOBaNU B BakyyMe. [101y4eHHYIO CMeCh pacTBOPSIIA B
EtOAc (125 Mi1) B HackIIEHHOM BOJHOM PacTBOpE Xjopujaa HaTpus (40 i), 3aTeM
no6asmsnm 2 H. HCI (~ 1 mur) anst noakuciieHus BogHoro cuost go pH 1. ®asel
paselisiy ¥ BOAHbIH cinoii npombiBany EtOAc (2 x 60 mn). O6bvenunennsie EtOAc
CJIOM BHICYHIMBaIH Hal 6e3BoaHbIM MgSO4 ¥ KOHLEHTPUPOBAJIH B BaKyyMe.
Ionyuennoe Genoe TBepAOE BELECTBO cycleHaupoBany B 6e3ognom TI'® (35 mir) B
atMoc(epe aproua, oxmaxaanu g0 0°C, satem go6asnsnu 4 M HCl B 1,4-nuokcane
(10 mu1, 40 MmMons). PeakiMOHHYIO CMECh HAarpeBasid 10 KOMHATHOH TeMIIepaTyphl,
NoJy4as MpO3padHblil OpaH)KeBO-KpacHBIH pacTBOp. PeakIMOHHYIO CMEChH
MepeMEIINBAIM B TEYCHHE HOYM IIPH KOMHATHOH TeMIlepaType, 3aTeM A00aBIIsIn S5 Ml
4 M HCI B 1,4-guokcane. PeakiiHoOHHYIO cMech NepeMEIINBAIN B Te€UEHHE IBYX JHEH
IIpH KOMHATHO# TeMnepartype, 3aTeM Harpesanu 10 50°C B TeueHHE ABYX 4acoB, U
I103BOJISUTH MEJUICHHO OXJIaJIUTHCS 10 KOMHATHOM TeMIIepaTyphl B TEYEHHE HOYH.
PeakMOHHYIO CMECh KOHIICHTPHPOBAJIM B BaKyyMe, H HCII0JIb30BalI B CIIEAYIOIICH
peaknuu Ge3 JONMOJIHUTENBHON 0UHCTKHY (5,16 MMons). MC (ES)(M+H)"): 320, 322
paaIs C12H15C12N3O3.

IpoMexyTounoe coequHenue §0

2.2.2-Tpuxsop-1-(3.,4-mudTop-5-MeTrii- 1 H-ItMppoI-2-KJI1)3TAHOH
F F

/
Me/Z:\S\COCls

H

3,4-udrop-2-metui-1H-muappon (IIpomexyTtounoe coennnenue §; 3,8 r)
pacTBOpsUIH B 6€3BOJHOM MPOCTOM AU3THIOBOM 3¢upe (100 mur). Jobasnsiu
oespoannit K,CO3 (12,5 1), 3atem po6asisuid Tpuxsopauetunxiaopun (10 mi). Cmecs
IIepeMeIlrHBaIi IPH KOMHATHOH TeMIrepaType B aTMocdepe Ny B TeYeHHE 2 9acoB,
BIMBAIH B XOJIOAHBIN HackeHHbI pactBop NaHCO3, nepemMemuBanu B TeyeHue 10
MHHYT, B 3KCTparupoBajnd NpocTeiM 3¢pupoM. OObeIMHEHHBIE OPraHUYECKHE CIIOH
BeicymnBaiu Hajg Na;SO4 M KOHIHEHTPUPOBAJIH B BaKyyMe, [1oJIy4das KPacHO-
KopuuHesoe macio. [Ipu pactupanun B nopomok ¢ nerraoM (50 ma)/IXM (2 mi),
npu —20 °C B TeyeHHE HOYH, MOJydally yKa3aHHOE B 3arjIaBUU COEIUHEHUE B BUJIE
xopuunesoro nopomka (1,3 ). MC (ES) MH": 262 ans C;H4Cls FoNO; SIMP
(CDCl3): 2,35 (d, 3H), 9,0 (brs, 1H).

Crtp.: 120
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Luc(X)3tna-4-[(mpem-6yToxcnkapbouun)aMunuo]-3-(IpoONHOKCHNIHIICPHAAH-1 -

kapOokcuiaT

Luc(+)atun-3-(annunokcu )-4-[ (mpem-0yTOKCHKapOOHMIT)AMHHO | THNEPHIUH-1 -

xap6okcunar ([Ipomexyrounoe coequHenue 27; 528 mr) pactBopanu 8 MeOH (20

mi). Jo6Gasssiu 10% Pd-C (100 Mr) u cMech OTKaunBany 1 ABa pasa 3aMeHsd Hp

razom. Cmech nepememnsainu B atMocepe H, rasa B Teuenue 12 gacos. Karanusatop

YAQIATIA YCpe3 CJIOH IeJIuTa U PacTBOPHUTEIIL YAAIAIA B BAKYYMC, IOJIy4das yKa3aHHOC

B 3aIVIaBHH coefMHeHHe B BHJe Macna (445 mr). SIMP: 0,94 (m, 3H), 1,25 (m, 3H),
1,43 (s, 9H), 1,53 (m, 2H), 1,71 (m, 1H), 3,04 (m, 2H), 3,37 (m, 2H), 3,50 (m, 2H),
3,69 (m, 1H), 3,89 (m, 1H), 4,15 (m, 2H), 6,5 (d, LH).

[IpoMexyTOYHOE coenubennce 82

Luc(£Ympem-6ytun 4-(6ensnnaMuno)-3-gpropnunepuaun-1-kapbokcuiar

YKka3aHHOe B 3arjiaBHH COEIHHEHHE TOTOBHIIH, KaK ollHcaHo B Monique B. van

Neil u gp. J. Med. Chem., 1999, 42, 2087-2104 u ccbuikax, HIPUBEAECHHBIX B 3TOM
ucrounuke. SIMP (CDCls): 1,40 (s, 9H), 1,88 (m, 2H), 3,01 (m, 2H), 3,55 (m, 2H),
3,77 (m, 1H), 4,66 (d, 1H).

ITpumeprl 87-193

CJIClIyIOHIHC Hpnmepm IIoJIiy4aad ¢ IOMOUIBIO METOAHKH, OIHCAaHHOH B

npaMepe 1, 13 ykazaHHBIX HCXOAHEIX BewmecTs (MB).

Ilp.

CoennHenue

JlauHusre

B

87

Huc(+)-metun 2-[4-{[(3,4-
Juxnaop-5-metnn- 1L H-nuppoi-
2-un)kapOOHMWI |aMUHO }-3-
(THIPOKCHMETHII)THIIEPHIHH-
1-un]-1,3-Tuazon-5-
kapbokcuar.

MC (ES) MH":447, 449
AJIA C17H20C12N4O4S.

ITpoMexyTouHoE
coenuHenne 115 u
Metnn 2-6pom-1,3-
THA30I1-5-
KapboKkcuiar

Crp.: 121
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[Ip. | Coennnenne JlanHEBIE 1B

88 Hue(£)-mernn 2-{4-{[(3,4- MC (ES) MH": 477, 479 Ilpomexyrodnoe
nuxnop-5-metun-1 H-nuppoa- nns CigHz,ClLN4O3S,. coenuHernue 116 u
2-un)kapOOHUIT|aMHHO }-3- MeTa 2-6pom-1,3-
[(MeTHATHO)METHI|THIEPHIHH THa301-5-
-1-nn}-1,3-tHazon-5- KapOoKcHaaT
Kapbokcunar.

89 Luc(+)-metun 2-{4-{[(3,4- MC (ES) MH™: 493, 495 ITpumep 88 u
nuxyop-5-metui- 1 H-nuppon- | nna CigHyr ClaN4O4S,. Metun 2-6pom-1,3-
2-un)kapOoHmI|aMHHO }-3- THA30J1-5-
[(MeTnncynshuHMUI)MeTHI | ITH KapOoKcHIaT
nepunun-1-un}-1,3-ruazon-5-

KapOokcuart

90 Huc(x)-metnn 2-{4-{[(3,4- MC (ES) MH": 509, 511 ITpumep 88 u
ouXaop-5-merun-1H-muppo- s CigHy ClaN4OsS,. Mertun 2-6pom-1,3-
2-mi1)kapOOHUT |aMHHO } -3 - THa30J-5-
[(MeTuncynedoHHT)METH |11 Kapbokcunar
nepuauH-1-un}-1,3-rtuazon-5-

KapOokxcunar
%
ci cl 1 "Me
Me”\zz__‘ﬁ\\‘(H s. f
R
N

91 Otun 2-((35,4R)-4-{[(3,4- MC (ES) MH": 463, 465 ITpomexyTouHoe
auxiaop-5-metun-1H-nuppon- | mig CisHaiCLFN4O5S. coernHEeHUE 36 U
2-nn)kapboHUIT|aMUHO }-3- TIpomexyTouHoe
broprmunepunun-1-un)-5- coepunerue 179
MeTHa-1,3-ruazoin-4-

KapOoKcumar.

92 Orun 2-((35,4R)-4-{[(3,4- MC (ES) MH": 475, 477 IMpoMexyTouHoe
auxnop-5-metnn-1 H-nuppon- st CroHp4ClN4O4S. coexuHeHue 51 U
2-an)KapOOHUN]|aMUHO }-3- IlpomexyTouHoe

METOKCHIIUIIEPUAUH- ] -UI)-5-
MeTuI-1,3-THa3oir-4-
KapOokcunar

coenuuenne 179

Crp.: 122
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93 Otnn 2-((35,4R)-4-{[(3,4- MC (ES) MH": 477, 479 IIpomexyrounoe
AUXJI0P-5-MeTHiI-1 H-nuppoi- st CigH 9ClLFN4O4S. coequHeHue 36 u
2-u1)KapOOHHI |aMHHO } -3- ITpomexyTtouroe
bTopnunepuaun-1-un)-5- coenuHeHune 181
popmui-1,3-tuazon-4-

KapOoxcunar

94 Otun 2-((35,4R)-4-{[(3,4- MC (ES) MH": 506, 508 IpomexyTounoe
Anxyop-5-metun-1H-nmuppon- | giasa CioHyp CL,FN;5048S; 'H coequnenue 93 u
2-um)kapbOHUN|aMHHO }-3- SMP (CDCl3): 1,41 (m, METOKCHaMHH
¢ropnunepuanu-1-umn)-5- 6H), 2,0 (m, 4H), 2,3 TUIPOXTOPHLI
[(MeTOKcHUMHHO)MeTHI]-1,3- (s,6H), 3,2 (m, 4H), 3,9 (s,
THa30J-4-KapOoKcHIaT 3H), 4,0 (s, 3H), 4,4 (m,

10H), 4,8 (s, 1H), 4,9 (s,
1H), 7,0 (s, 2H), 8,5 (s,
1H), 8,8 (s, 1H), 9,6 (s,
2H)

95 Hue(x)-metua 2-[(-4-{[(3,4- MC (ES) MH™: 463,1 nnsa IIpomexxyTounoC
auxnop-5-metun-1H-nuppon- | C17H20C1N4O3S,; SIMP: coenu”enue 117 u
2-um)kap6oHni]aMuHoO }-3- 1,90 (m, 2H); 2,14 (s, 3H); | IIpomexyrouHoe
(MetunTuo)munepuaun-1-un]- | 2,28 (s, 3H); 3,28-3,45 (m, | coegunenwue 1
1,3-tuazon-5-kapboxcunar 2H); 3,74 (s, 3H); 3,77 (m,

o, 1H); 3,95 (m, 2H); 4,44
Me/m\‘(nﬂ,q%)‘ | (m, 1H); 7,25 (d, 1H); 7,85
N s s Oy | (55 1H); 12,14 (s, 1H)
Me o
96 | Huc(+)-merun 2-[4-{[(3,4- MC (ES) MH": 495 nns IpoMexyrounoe

LHXJI0p-5-MeTHn-1H-ntuppou-
2-nn)kapboHun |JaMUHO }-3-
(MeTuaCyNb()OHMT)IHIICPUIHH
-1-un]-1,3-trazon-5-
Kapboxcuiar

C17H39C1aN4O5S,; SIMP:
1,88 (m, 2H); 2,18 (s, 3H);
3,07 (s, 3H); 3,45 (t, 1H);
3,61 (t, 1H); 3,60-3,85 (m,
2H); 3,77 (s, 3H); 4,48 (m,
1H); 4,68 (m, 1H), 7,52 (d,
1H); 7,93 (s, 1H); 12,07 (s,
1H)

coeauHeHHE 95

Crp.: 123
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97 Huc(t)mernn 2-(3- MC (ES) MH": 523 gaug ITpoMexyTounoe
(6ensunoxcn)-4-{[(3,4- C23H24C1N4O4S; SIMP: coenunenne 118 u
AUXIIOP-5-MeTHA-1 H-ttuppon- 1,73 (m, 2H); 2,12 (s, 3H); | merun 2-6pom-1,3-
2- 3,36 (m, 2H); 3,68 (s, 3H); | Tmazon-5-
HI)KapOoHHi|aMuHo }iunepun | 3,71 (m, 2H); 3,90 (m, KapOokcHiaT
uH-1-nn)-1,3-trazon-3- 1H); 4,25 (m, 1H); 4,40 (d,
kapbokcunar 1H); 4,65 (d, 1H); 7,02 (d,

1H); 7,19 (s, SH); 7,79 (s,
1H); 12,06 (s, 1H)

98 Huc(+)-metun 2-[4-{[(3,4- MC (ES) MH": 471 nis IIpoMexyTounoe
AUXJI0p-5-meTun- 1 H-muppo- C1oH0C1;N4O4S; AMP: coeaueHne 119 u
2-un)kapboHUI]aMHHO }-3- 1,76 (m, 2H); 2,18 (s, 3H); | MeTHn-2-6pom-1,3-
(mpon-2-un-1- 3,36 (m, 2H); 3,44 (t, 1H); | Tuazon-5-
HIoKeH)nunepunuu-1-un]-1,3- | 3,74 (s, 3H); 3,87 (s, 1H); Kapbokcuaar
THa301-5-kapbokcunar 3,98 (m, 1H); 4,22-4,36

(m, 4H); 7,15 (d, 1H); 7,83
(s, 1H); 12,15 (s, 1H)

99 Tpanc-(+)merun 2-(4-{[(3,4- MC (ES) MH": 433 nnsa IIpoMexyTodHOE
IUXIOp-5-MeTuiI-1 H-tuppoin- Ci16H5C1LN4O4S; SIMP: coenuHenune 120 u
2-un)xapOoHuI]aMHHO }-3- 1,62 (m, 1H), 2,02 (m, 1H), | metun 2-6pom-1,3-
THOPOKCHIUTNIEPUANH- 1 -1T)- 2,18 (s, 3H), 3,12 (m, 1H), | tuazon-5-
1,3-tnazon-5-kapbokcunar 3,63 (m, 1H), 3,75 (s, 3H), | xap6okcunat

3,87 (m, 2H), 4,02 (m, 1H),
5,37 (d, 1H), 5,76 (s, 1H),
7,19 (d, 1H), 7,87 (s, 1H),
11,99 (s, 1H)

100 | metun 2-((3S,4R)-4-{[(3- 1,87 (m, 2H); 2,17 (s, 3H); | [IpomexxyTouHOE
xjop-5-metun- 1 H-nuppon-2- 3,34 (m 1H); 3,60 (m 1H); | coegunenue 121 u
un)kapOoHUI |aMHHO } -3- 3,75 (s, 3H); 4,01 (m, 1H); | meTnn 2-6pom-1,3-
¢propnunepunun-1-mi)-1,3- 4,33 (m, 2H); 4,96 (d, br, THA30J-5-
THA30J-5-KapOoKCHIAT 1H); 5,95 (s, 1H); 7,10 (d, kapboxcunar

o §  on, | 1H); 7,85 (s, 1H); 11,63 (s,
B Q\@)L ° " |1H)
HC™ R \ ’
H O F
101 | atmx 2-((3S,4R)-4-{[(3-x10D- 1,37 (t, 3H); 2,00 (m, 2H); | [IpomexyTouHoe

5-merun-1H-nuppoin-2-
HN)KapOOHHII|aMUHO } -3-
¢ropuunepuann-1-um)-1,3-
THa30J1-4-kapOoKCUIaT

2,26 (s, 3H); 3,31 (m 2H);
4,21 (m, 1H); 4,34 (q, 2H);
4,45 (m, 2H); 4,90 (d, br,
1H); 5,93 (s, 1H); 6,97 (d,
1H); 7,46 (s, 1H); 8,98 (s,
br, 1H)

coenuHenue 121 u
atun 2-6pom-1,3-
THAa30J-4-
kapboxcuiar

Crtp.: 124
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102 | aTun 2-((3S,4R)-4-{[(3-x70D- MC (ES) MH": 465 s ITpomexyTounoe
5-metun-1H-nuppoa-2- C21Hy,CIFN,0;S coenunenue 121 u
un)kapboHun]aMuHo }-3- AMP O: 1,44 (t, 3H); 2,03 | 2T40 2-6pom-1,3-
gggf:;];egﬁf?_g -ém)—l,3— (m, 2H); 2,27 (s, 3H); 3.40 6eH30THA30J-7-

pbokcunar (m 2H); 4,36 (m, 2H); 4,44 Kapboxcuiat
(q, 2H); 4,67 (m, 1H); 4,90
(d, br, 1H); 5,93 (s, 1H);
7,05 (d, 1H); 7,37 (t, 1H);
7,71 (d, 1H); 7,79 (d, 1H);
9,89 (s, br, 1H)

103 | metuxn 2-((3S,4R)-4-{[(4- MC (ES) MH": 446 nas IIpomexyrouHoe
6pom-5-metun-1H-nuppomn-2- Ci¢HisBrFN,O3S; SMP: coeguHenue 122 n
una)kapOoHHI|aMUHO }-3- 1,97 (m, 2H); 2,23 (s, 3H); | meTun 2-6pom-1,3-
¢ropnunepuaun-1-mn)-1,3- 3,34 (m 2H); 3,80 (s, 3H); | tmazon-5-
THA30JI-5-KapOoKcuiaT 4,26 (m, 2H); 4,55 (m, xapbokcunar

1H); 4,86 (d, br, 1H); 6,0
(d, 1H); 6,53 (s, 1H); 7,82
(s, 1H); 9,83 (s, br, 1H)

104 | metun 2-((3S,4R)-4-{[(4- MC (ES) MH: 480 nns [TpoMexxyTounoe
6pom-3-xnop-5-meruin-1H- C16H7BrCIFN,0O;S; SIMP coeaunenye 123 u
IUPpOI-2- O: 1,86 (m, 2H); 2,19 (s, MeTun 2-6pom-1,3-
WIN)kapOOHUT |aMHHO }-3- 3H); 3,44 (m 1H); 3,60 (m | Ttua3zon-5-
¢ropnunepuanH-1-mi)-1,3- 1H); 3,75 (s, 3H); 4,01 (m, | kapbokcunar
THa30JI-5-Kapboxkcunar 1H); 4,33 (m, 2H); 4,96 (d,

br, 1H); 7,28 (d, 1H); 7,85
(s, 1H); 12,18 (s, 1H)

105 | stun 2-((3S,4R)-4-{[(4-6pom- | MC (ES) MH': 494 mnsa [TpoMexyTouHOC
3-xnop-5-metui- 1 H-nuppon- Ci7H9BrCIFN,O5S; SIMP coenrudenue 123 u
2-un)kapOOHHI |aMUHO }-3- 0: 1,22 (t, 3H); 1,81 (m, stux 2-6pom-1,3-
¢ropnunepumu-1-ui)-1,3- 2H); 2,15 (s, 3H); 3,41 (m THa301-4-
THa30j-4-KapbokcumaT 2H); 3,90 (m, 1H); 4,20 (q, | xap6bokcunat

Br7__(C' v s 2H); 4,30 (m, 1H); 4,92 (d,
e /LNH C”\(k ] br, 1H); 5,72 (s, 1H); 7,24
Ho o Ff oo | (d, TH); 7,65 (s, 1H); 12,13
o (s, 1H)
106 | uzonmponwmwn 2-((3S,4R)-4-{[(4- | 1,32 (d, 6H); 1,80 (m, 2H); | IIpomexyTrounoe

bpom-3-xnop-5-Merun-1H-
MHPpOI-2-

U )KapOOHWI JAMUHO } -3~
¢ropnunepuauH-1-
HJ1)H30HHKOTHHAT

2,19 (s, 3H); 3,07 (m 1H);
3,27 (m, 1H); 4,37 (m,
2H); 4,71 (m, 1H); 4,97 (d,
br, 1H),; 5,15 (m, 1H); 6,70
(d, 1H); 7,22 (d, 1H); 7,25
(s, 1H); 8,17 (d, 1H); 12,11
(s, br, TH)

coenunenue 123 u
M30IIPOIHI 2-
6pom-
H30HUKOTHHAT

Crtp.: 125
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107 | metun 2-((3S,4R)-4-{[(4- MC (ES) MH": 524 gas IIpomexyrounoe
Opom-3-xmop-5-mMeTun-1H- Ci3H21BrCIFN404S; SIMP coenuHenue 123 u
UAppOI-2- U: 1,86 (m, 2H); 2,19 (s, Ipomexytounoe
ui)kapOoOHUI |]aMHHO }-3- 3H); 3,29 (s, 2H); 3,60 (m | coeguuenue 17
GropnunepuauH-1-mi)-4- 2H); 3,73 (s, 3H); 4,04 (m,
(MeTokcumeTui)-1,3-THa307- 1H); 4,30 (m, 2H); 4,57 (s,
5-xapOoKcHIIaT 3H); 4,90 (d, br, 1H); 7,27

(d, 1H); 12,17 (s, 1H)

108 | sTun 2-((35,4R)-4-{[(3-x10D- MC (ES) MH": 409 murs IpomexyTounoe
5-metun-1H-nuppon-2- C19H22C1FN4O.3 coenuHenue 121 u
HJI)KapOOHHIT]aMHHO } -3~ SIMP: 1,40 (t, 3H); 1,98 3TUI 2-Opom-
¢ropnunepuuH-1- (m, 2H)’; 2’27’ (s, 3,H)’; 3,09 |H3OHHKOTHHAT
UJT)H30HAKOTHHAT (m 2H); 4,38 (q, 2H); 4,47

(m, 2H); 4,84 (m, 1H),
4,90 (d, br, 1H); 5,92 (s,
1H); 7,03 (d, 1H); 7,15 (d,
1H); 7,30 (s, 1H); 8,27 (d,
1H); 9,88 (s, br, 1H)

109 | atun 2-((3S,4R)-4-{[(4-6pom- MC (ES) MH": 409 mns [TpomexyTouHOE
5-meTHi-1H-nuppon-2- C1oH2»BrFN4O; coenunenue 122 u
UI)KapOOHUI|aMUHO }-3- SIMP: 1,40 (t, 3H); 1,98 3THJI 2-OpoM-
bTopnunepuauH-1- (m, 2H); 2,27 (s, 3H); 3,09 | M3OHHKOTHHAT
I/IH)HBOHI/IKOTI/IIIaT (m 2H), 4,38 (q’ ZH), 4,43

(m, 2H); 4,84 (m, 1H);
4,90 (d, br, 1H); 6,16 (d,
1H); 6,59 (s, 1H); 7,15 (d,
1H); 7,29 (s, 1H); 8,27 (d,
1H); 9,76 (s, br, 1H)

110 | Que()-Metun 2-[4-{[(3,4- MC (ES) MH": 491 [TpomexyTodHOE
auxiop-5-metun-1H-mappon- | C19H24CIhaN4OsS; IMP: COC/INHEHHE

1,72-1,80 (m, 2H), 2,17 (s, | 124 u

2-un)xapboHmI|amMuHO }-3-(2-
METOKCHITOKCH )ITHIEPHIHH-]1-
unl-1,3-tuazon-5-

KapOoKcHyIaT
cl
) Cl
Me | H
N N
: o] N
N
O =
e
Me—© 0

O Me

3H), 3,13 (s, 3H), 3,25-
3,42 (m, 4H), 3,52-3,60
(m, 1H), 3,65-3,75 (m,
2H), 3,73 (s, 3H); 3,85-
4,05 (m, 1H); 4,20-4,35
(m, 2H), 7,14 (d, 1H), 7,82
(s, 1H), 12,14 (brs, 1H)

MeTun 2-6pom-1,3-
THa30JI-5-
kapboxcunar

Crtp.: 126
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1H1 | Hue(£)-Druan 2-[4-{[(3,4- MC (ES) MH": 505 nas IpoMmexyTouHoe
auxnop-5-metun-1H-muppon- | C2oH26C12N4OsS coeqUHEHHE
2-pm)xapOboHna]aMuHo }-3-(2- 124 u
METOKCHITOKCH )THIICPHIHH- ] - 3Tui 2-6pom-1,3-
unl-1,3-tuazon-4- THa301-4-
KapOokcunar KapboKcHIAT
112 Que()-Dtan 2-[4-{[(3,4- MC (ES) MH": 519 s ITpomexyTouHoe
auxaop-5-Metun-1H-muppon- | Cy HasCLN4OsS; SIMP: COEIUHCHHE
2-um)xapboHui]aMuHO }-3-(2- 1,22 (t, 3H), 1,70-1,75 (m, | 124 u
METOKCHITOKCH)munepuaut-1- | 2H), 2,17 (s, 3H), 2,41 (s, 9TUN 2-X710p-1,3-
unl-4-metun-1,3-ruason-5- 3H), 3,14 (s, 3H), 3,32- THa30J-5-
KapOoKcHiaT 3,40 (m, cKpBITHIH OX KapOoKcHIaT
ITHKOM BOJHI), 3,45-3,62
(m, 1H), 3,67-3,73 (m,
2H), 3,86-3,98 (m, 1H),
4,16 (q, 2H), 4,19-4,30 (m,
2 H), 7,13 (d, 1H), 12,14
(s, 1H)
113 | Que(x)-Dran 2-[4-{[(3,4- MC (ES) MH": 499 nns ITpomesxyrounoe

nuxnop-5-merun-1H-mmppon-
2-unm)xapbonun]amMuno }-3-(2-
METOKCHITOKCH )THIIe pUIUH-1-
U |[U30HUKOTHHAT

C22HagC1aN4Os

coenuHeHue 124 u
ATHI 2-
(GTOPH3OHNUKOTHHAT
(Konno, Akinori J.
Fluorine Chemistry
(1998), 87(2), 137-
140)

114

Huc(L)-Otan 2-[4-{[(3,4-
IuXjaop-5-Metwi-1H-nuppoi-
2-un)kapOOHHUIT |aMHHO }-3-(2-
METOKCHUITOKCH )THITEPUIAHH-1-
un}-1,3-6en3ornaszon-7-
Kapbokcunar

MC (ES) MH": 555 nns
Co4H,5C1N4O5S

IlpomexyrouHoe
coenuHenne 124 u
atun 2-6pom-1,3-
6eHzoTHa30M-7-
KapOokcHaT

Crp.: 127
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115 | Metui 2-((3S5,4R)-4-{[(4- MC (ES) MH": 387 aus [IpoMexyrouHoe
xJiop-1H-nuppon-2- Ci5sH16CIFN4O3S; SIMP: coenuHeHre 95 u
Un)KapOoHUI|aMUHO }-3- 1,55-1,76 (m, 1H), 1,85- MeTHn 2-6pom-1,3-
bropnunepuaun-1-mn)-1,3- 2,00 (m, 1H), 3,36-3,45 THA301-5-
THa30JI-5-KapOoKcuIaT (m, 1H), 3,50 (dd, 1H), kapbokcunar
Cl 3,74 (s, 3H), 4,02-4,10 (m,

zj\ﬂ/H 1H), 4,15-4,36 (m, 2H),
N N., 4,90 (d, 1H), 6,94-6,97 (m,
N C 2H), 7,85 (s, 1H), 8,10 (d,
o e NYN 1H), 11,82 (s, 1H)
s/
O
O Me

116 | Orun 2-((3S,4R)-4- {[(4-xsop- | MC (ES) MH": 429 nus IIpoMexyTodnoe
5-merun-1H-nuppon-2- CgH2CIFN4O;S; SIMP: coequHeHHne 260 u
HII)KapOOHMI]aMHHO }-3- 1,23 (t, 3H), 1,62-1,77 (m, | 3THa 2-xmuop-4-
bToprnunepuaun-1-umn)-4- 1H), 1,83-2,00 (m, 1H), MeTHI-1,3-tHazon-
meTun-1,3-rnazon-5- 2,13 (s, 3H), 2,43 (s, 3H), 5-xkapbGoxcuiar
kapOoKcHIaT 3,33-3,41(m, 1H), 3,50 (dd,

1H), 3,98-4,02 (m, 1H),
4,16 (q, 2H), 4,23-4,35 (m,
2H), 4,86 (d, 1H), 6,89 (d,
1H), 7,97 (d, 1H), 11,65 (s,
1H)

117 | 2tua 2-((3S,4R)-4-{[(4-xm0op- | MC (ES) MH": 415 s [TpomexyToyHoe
1H-nuppoin-2- C17H,0CIFN4OsS; SIMP: coeauHeHue 95
UI)KapOOHMI |aMHHO } -3- 1,23 (t, 3H), 1,69-1,74 (mm, | 311 2-x70p-4-
droprunepuaun-1-um)-4- 1H), 1,86-2,03 (m, 1H), MeTHII-1,3-THazoln-
MeTun-1,3-THazon-5- 2,43 (s, 3H), 3,27-3,35 (m, | 5-kapboxcunar
kapOokcunar 1H), 3,51 (dd, 1H), 3,98-

4,05 (m, 1H), 4,16 (q, 2H),
4,23-4,33 (m, 2 H), 4,88

(d, 1H), 6,94-6,98 (m, 2H),
8,85 (d, 1H), 11,81 (s, 1H)

118 | Otun 2-((35,4R)-4-{[(4,5- MC (ES) MH": 449 nns IIpomexkyTouHOE
nuxiop-1H-nuppon-2- C17H9C1,FN4O5S; AMP: coequHeHHe

H1)KapOOHUI |aMUHO } -3~
¢ropnunepuauH-1-um)-4-
meTHiI-1,3-Trazomn-5-
kapOokcuaat

1,23 (t, 3H), 1,65-1,74 (m,
1H), 1,85-2,00 (m, 1H),
2,43(s, 3H), 3,30-3,40 (m,
1H), 3,51 (dd, 1H), 3,98~
4,05 (m, 1H), 4,16 (q, 2H),
4,21-4,35 (m, 2H), 4,88 (d,
1H), 7,06 (d, 1H), 8,15 (d,
1H), 12,78 (s, 1H)

128 u arnn 2-x10p-
4-meTtun-1,3-
THA30J1-5-
KapOoKcHIaT

Crtp.: 128
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119 [ Merun 2-((3S,4R)-4-{[(4,5- MC (ES) MH": 421 nas IIpomexyroynoe
nuxiop-1H-nuppon-2- Ci5H,5;CI,FN4O;5S coeUHEHUE
1J1)KapOOHHUIT |aMEHO }-3- 128 u metnn 2-
¢roprunepuaun-1-umn)-1,3- 6pom-1,3-tuason-
THa30J1-5-KapOoKcHIaT 5-xapbokcunar

120 | Jue(+)-Mertun 2-[4-{[(3,4- MC (ES) MH": 491 mns Ilpomexyrounoe
auxaop-5-metun-1H-nuppoin- | C19gH24C1N4OsS; SIMP: COEIUHEHWNE
2-un)kapbonun]amuno}-3-(2- | 0,95 (d, 3H), 1,75-1,90 (m, | 126 u
ruipokcunponokcy)nunepunu | 2H), 2,17 (s, 3H), 3,15- meTus 2-6pom-1,3-
H-1-nn]-1,3-THazon-5- 3,47 (nmukn THA30JI-5-
Kap60KcnnaT IIEPEKPBIBAOTCS C KapOoKcHar

curnanoM H,0), 3,55-3,68
@r (m, 2H), 3,73 (s, 3H), 3.94-
3,97 (m, 1H), 4,23-4,35
j:j (m, 2H), 7,17 (d, 1H), 7,82
%ﬁ (s, 1H), 12,11 (s, 1H)
Hoj/

121 | [Juc(x)-MeTun 2-[4-{[(3,4- MC (ES) MH": 505 nis Ilpomexyrouroe
auxaop-5-metui-1H-nuppon- | C20H26C1IN4OsS COEIMHEHHUE
2-un)kapboHwI|aMuHO }-3-(2- 125 u
METOKCHIIPONOKCH)ITUIICPH/THH merun 2-6pom-1,3-
-1-un]-1,3-tuazon-5- THA30JI-5-
Kapboxcunar Kapboxcuiar

122 | atun 2-((35,4R)-4-{[(3,4- MC (ES) MH™: 511 mus IlpomexyTouHoe
auxnop-5-metun-1H-muppon- | CooHy4C1oN4O4S; AMP: coequHeHue 51 u
2-mn)kapboHun]amuHo }-3- 1,36 (t, 3H), 1,79 (m, 2H), | 2-6pom-1,3-
METOKCHUIIULIEPUIHAH~ 1 -1 )- 2,18 (s, 3H), 3,32-3,59 (m, | GeHsorHazon-7-
1,3-0en3zoruason-7- 4H), 4,21 (m, 1H), 4,37 (m, | xapbokcuiar
kapbokcuiar 1H), 4,37 (q, 2H), 7,19 (d, | (marent US

1H), 7,41 (t, 1H), 7,66 (m, | 5770758)
2H), 12,17 (s, 1H)

123 | oTua 2-((3R,45)-4-{[(3,4- MC (ES) MH": 511 ans [IpoMexyTouHoe
JUXjIop-5-mMeTHi- 1 H-nuppoii- CyoH,4CILN404S; AMP: coenHMHeHne 52 u
2-un)kapOoHHUI |aMHHO }-3- 1,36 (t, 3H), 1,79 (m, 2H), | 2-6pom-1,3-
METOKCUITHIIEpUIHH- 1 -HT)- 2,18 (s, 3H), 3,32-3,59 (m, | Genszornazon-7-
1,3-6en3o0THAazomn-7- 4H), 4,21 (m, 1H), 4,37 (m, | kapGoxcuuar
kapOOKCHIIAT 1H), 4,37 (q, 2H), 7,19 (d, | (mareut US

1H), 7,41 (t, 1H), 7,66 (m, | 5770758)

2H), 12,17 (s, 1H)

Crp.: 129
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124 | Huc (£)otan 2-(4-{[(3,4- MC (ES) MH": 448 nns [Tpomexytounoe
JUXJI0p-5S-MeTui-1 H-nmuppoi- C17H19CIL,FN4O3S coenuHeHue 32 u
2-un)KapboHUN|aMHHO }-3- aTux 2-6pom-1,3-
¢Topnunepuauu-1-ui)-1,3- THa30/1-4-
THa30JI-4-KapOokcunar KapOOKCHIIAT
125 | orun 2-((3S,4R)-4-{[(4-x10p- MC (ES) MH™: 475 ansa ITpomexyTouyHOE
S-Mmeruit- 1 H-nuppoi-2- C»H,4CIN4O4S coeqHHeHHE 129 1
HII)KapOOHUII|aMHHO }-3- 2-6pom-1,3-
METOKCHIIHIEPUAIUH- 1 -HTT)- 6eH3oruazon-7-
1,3-6en3oTnazon-7- KapGokcHiar
KapOoKcHIaT (narent US
cl 5770758)
LI
0 Q N\r/N
Me S
o
0\
Me
126 | Lue(£)merun 2-(4-{[(4-xmop- | MC (ES) MH": 427 s IlpomexyTouHOE
3,5-niumetun-1H-nuppon-2- C13H>3CIN4O4S coenunenue 130 u
n1)kapOoHUI |aMHHO }-3- Metnia 2-6pom-1,3-
METOKCHUIHIIEPUAUH-1-HII)- THA30J1-5-
1,3-tuazon-5-kapbokcunar Kapbokcunar
127 | Que(£)atux 2-(4-{[(3,4- MC (ES) MH": 513 nus [IpoMexyTouHoOE
auxyop-5-metun-1H-nuppon- C21H,3CILNs04S coeauHeHue 51 u
2-un)kapOoHMI]aMURO } -3- [IpomMexyTouHOE
METOKCHTTUTIEpHANH- | - coennnenue 204
un)[1,3]ruazono[4,5-
blnupuann-7-kapbokcunat
128 | atun 2-((3S5,4R)-4-{[(3.,4- MC (ES) MH": 448 nns ITpoMexyTouHoe
nuxnop-5-mermn-1 H-nmuppon- | C7H9CLFN4O3S coenuHenue 31 u
2-nmkapbonun]aMuHo }-3- aTHA 2-6pom-1,3-
¢ropnunepuaun-1-un)-1,3- THa30J-4-
THa307-4-KapOoKcHuIaT Kkapbokcunar
129 | satun 2-((3S,4R)-4-{[(4-xnop- MC (ES) MH": 448 s IIpoMexyTouHoe

3,5-numertun-1H-nuppor-2-
ui)kapbonun]aMuso} -3-
dropnunepuuH-1-umn)-1,3-
THa30JI-4-KapOOKCcHIaT

C13H22CIFN4O3S

coenuuenue 130 u
3THI 2-6poMm-1,3-
THA30JI-4-
Kapbokcunar

Crp.: 130
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130 | stun 2-((3R,45)-4-{[(3,4- MC (ES) MH": 448 s ITpomexyTounoe
Iuxnop-5-merun-1 H-nuppo- Ci17HsC1,FN4 058 coenuHeHue 33 u
2-um)xapOoHUI |aMHHO }-3- sTIn 2-6pom-1,3-
dropnunepuauH-1-un)-1,3- THA30J1-4-
THa3OH—4-Kap60KCHJIaT Kap6OKCHJIaT

(@} Cl
]
Me” "N
H 0] :m\(/rq o]
L=
¢
Me

131 | Que(x)merun 2-(3-xmop-4- MC (ES) MH": 451 ans IIpomexyTouHoOeE
{{(3,4-muxnop-5-merni-1H- C16H17C13N40;8S; SIMP: coequHenue 131 u
HUAppoN-2- 1,17 (t, 3H), 1,84 (m, 1H), |2-6pom-1,3-
un)kapOonun]amuso jmunepuxn | 1,93 (m, 1H), 2,20 (s, 3H), | TMazon-5-
ug-1-umn)-1,3-ruazon-5- 3,45 (m, 1H), 3,75 (s, 3H), | xapGokcunar
kapboxcuiar 3,82 (d, 1H), 4,02 (m, 1H),

4,26 (m, 1H), 4,50 (m, 1H),
4,76 (s, 1H), 7,15 (d, 1H),
7,85 (s, 1H), 12,12 (s, 1H)

132 | metun 2-{(38,4R)-4-[({4- MC (ES) MH": 456 nns IIpomexyTounoe
xjaop-3-[(E)- C18H>; CIFN50O4S; coenuaenue 132 u
(METOKCHHMHHO )METHII|-5- MeTni-2-6pom-1,3-
MeTHI-1 H-nuppon-2- THA30J-5-

Ui }KapOoHMIT)aMHHO]-3- KapOOoKcHIAT
¢broprunepuaun-1-un}-1,3-
THa30J-5-Kapboxcuaar

133 | Huc(x)-3tan 2-(3-xnop-4- MC (ES) MH": 515 nns ITpomMexyTounoe
{[(3,4-muxnop-5-meTun-1H- C»1H,; C13N4OsS coenunenue 131 n
nUppoI-2- 2-6pom-1,3-

Wi )KapOOHWIT |aMHHO } TTHITE PH )T 6eH30THA3ON-T-

uH-1-ni)-1,3-6erzornazon-7- kapOokcunar

kapboxcunat (marent US
5770758)

134 | Huc(x)-sTun 2-(3-xnop-4- MC (ES) MH": 495 nns IIpoMexyTouHOE
{[(3,4-guxnop-5-meTHi-1H- C18H,1 CI3N,048 coequnenue 131 u
NUppoIN-2- IpomexyToynoe

HI1)KapOOHHII|aMHHO } THIIEPUA
UH-1-umn)-4-(THAPOKCHUMETHII)-
1,3-tnason-5-kapbokcunar

coenunenue 215

Crp.: 131
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135 | Que(x)-metun 2-(3-xmop-4- MC (ES) MH": 417 s [TpoMexyrouHoe
{[(4-xm0p-5-MeTHI-1H- Ci6H13CIN4O58 coenuHeHue 133 u
HAPPOI-2- MeTui 2-6pom-1,3-
WI)KapOOHMII|aMHHO } MTULIepUL THa30J1-5-
uH-1-um)-1,3-Tuazon-5- xapbokcunar
KapOokcuar

Cl
| ] H
Me ” NJQ
OCI NYN
pe
o]
o Me

136 | Quc(+)-metun 2-(3-xnop-4- MC (ES) MH": 495 nns IIpomexyTouHOE
{[(3,4-nuxnop-5-meTHn-1H- Ci3H, 1 CI3N4O4S coemuHeHue 131 n
OUpPpPOI-2- IIpomexyTouHoe
WIT)KapOOHMII|aMMHO } ITHIIEPUT coenuHeHue 17
uH-1-n1)-4-(METOKCHMETHIT)-
1,3-Tnazon-5-xapbokcunar

137 | Quc(£)-atun 2-(4-{[(3,4- MC (ES) MH": 500 ms IIpoMexyTouHoe
aaxmop-5-metnn-1 H-nuppoi- C,0H33C13N506; IMP: 1,3 coeguHeHHe 226 u
2-nn)kapboHuI]aMUHO }-3- (t, 3H), 1,65 (m, 1H), 1,8 IMpomexyrouHoe
METOKCHITUTIEPUANUH- 1 -HT)-5- (m, 1H), 2,2 (s, 3H), 3,2- coeqnHeHue 50
HHATPOH30HHKOTHHAT 3,3 (m 6H), 3,6 (m 1H), 4,3

(m, 3H), 7,1 (m, 2H), 8,9
(s, 1H), 12,1 (s, 1H)

138 | Quc(x)-metun 2-(4-{[(3,4- MC (ES) MH": 431 mna Mernn 2-6pom-1,3-
JUXa0p-5-metun-1 H-nuppon- C17H,pC1,N4O3S; AMP: 0,9 | THazon-5-
2-un)xkapOoHmI|aMUHO }-3- (d, 3H), 1,8 (m, 2H), 2,2 KapOOKCHIAT H
METHINHNEepUIHH-]1-11)-1,3- (m, 4H), 3,2 (m 3H), 3,4- IIpoMexyTouHOE
THa30JI-5-Kapbokcunar 3,7 (m, 3H), 3,7 (s, 3H), coexuneHue 134

4,1 (m, 1H), 4,25 (m, 1H),
7.1 (d, 1H), 7,9 (s, 1H),
12,0 (s, 1H)
139 | Que(x)-metun 2-(4-{[(3,4- MC (ES) MH": 431 nna MeTm 2-6pom-1,3-

IUXJIOp-5-MeTHN-1H-nuppon-
2-un)kapOoOHHI|aMHHO }-2-
MeTHanunepuaua-1-mm)-1,3-
THA30JI-5-KapboKcuiIaT

C17H20C12N403S; SIMP: 1,3
(d, 1H), 1,8-2,1 (m, 4H),
2,2 (s, 3H), 3,5 (m, 1H),
3,7 (m, 4H), 4,1 (m, 2H),
7,3 (s, 1H), 7,9 (s, 1H),
12,0 (s, 1H)

THa30I1-5-
KapboKcHuiIaT u
IlpomMexyTouHoe
coeauHeHue 135

Crp.: 132
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140 | Huc(+)-uzonponun 2-(4- MC (ES) MH": 483 mns ITpomexyTounoe
{[(3,4-nmuxn0p-5-meTun-1H- C22H5CIbN4Oy; IMP: 0,9 coenuneHue 227 u
UPPOI-2- (m, 1H),1,3 (d, 6H), 1,7, IIpomexyTouHoe
wI)kapOoHMI |aMHHO }-3- (m, 1H), 2,2 (s, 3H), 2,4 (s, | coenunenue 50
METOKCUIIUIIEPUIUH-1-1T)-6- 3H), 3,1 (m, 2H), 3,5 (m,

METHIN30HHKOTHHAT 1H), 4,2 (m, 2H), 4,7 (d,
Me 1H), 5,1 (m, 1H), 6,8 (s,
N oo 1H), 7,0 (s, 1H), 7,15 (s,
Mel:ﬁ\\(k/c\u o | 1H), 12,1 (s, 1H)
"o of T Ny
Me

141 | HJuc(+)-uzonponun S-xnop-4- | MC (ES) MH": 503 ans IIpoMexyTouHoe
(4-{[(3,4-puxn0p-5-Metrit-1H- | C21HasC13N, Oy coeuHeHne 226 1
OHPPOI-2- IIpomexyTouHOE
U1)KapOOHHI]aMHUHO }-3- coenuHenue 50
MEeTOKCHIHIEepUIUH-1-
nnnupuimH-2-kapbokcnnar

142 | atun 2-((35,4R)-4-{[(3,4- MC (ES) MH": 479 nns ITpomexyTtodHOE
IHXJIOp-5-MeTHiI- 1 H-THppoI- C,3H;1 C1,FN4O4S; AMP: coenunenye 215 u
2-ur)kapOOHHI|aMHHO }-3- 1,2 (t, 3H), 1,9 (m, 2H), ITpomexyrounoe
¢bropnunepuaHH-1-umn)-4- 2,2 (s, 3H), 3,6 (dd, 1H), coenuHenue 36
(ruapoxcumernn)-1,3-tuazon- | 4,0-4,2 (m, 1H), 4,2 (q,
5-kapGoxcunar 2H), 4,25-4,45 (m, 1H), 4,6

(s, 2H), 4,9 (m, 1H), 5,05
(m, 1H), 7,2 (d, 1H), 12,1
(s, 1H)

143 | Juc(x)-3tun 2-(4-{[(3,4- MC (ES) MH": 491 nans IIpoMexxyTounoe
quxnaop-5S-metun- 1 H-nuppoi- Ci1gH54CLNLO+S; SIMP: 1,2 | coequnenne 215 1
2-unm)kapOboHUI|aMHHO | -3- (t, 3H), 1,7 (m, 2H), 2,2 (s, | IIpoMexyTouHOE
METOKCHUITUIICPU/IUH- 1 -1JT)-4- 3H), 3,4 (s, 3H), 3,55 (m, coeuHenue 50
(ruapoxcumerni)-1,3-tuazon- | 1H), 4,0 (m, 1H), 4,1-4,4
5-kapboxcumnar (m, 4H), 4,6 (s, 2H), 7,1

(d, 1H), 12,1 (s, 1H)
144 | Juc(x)-atun 2-(4-{[(4-xnop-3- | MC (ES) MH": 438 ans IIpomexyTouHoe

HaHO-5-MeTuI-1 H-nmuppoi-2-
un)kapOoHUI|aMuHO }-3-
METOKCHITHIICPUIHH- | -11)-
1,3-Tua3zon-5-kapbokcumnar

C13H20C1N504S; SIMP: 1,6-
1,9 (m, 2H), 2,2 (s, 3H),
3,3 (s, 3H), 3,6 (m, 1H),
3,7 (s, 3H), 3,9 (m, 1H),
4,3 (m, 3H), 7,75 (d, 1H),
12,7 (s, 1H)

coeqvuenne 136 n
MeTwI 2-6pom-1,3-
THA301-5-
kapboxcunar

Crtp.: 133
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145 | LQue(x)-stun 2-(4-{[(4-xnop-3- | MC (ES) MH": 502 s IIpomexyTodnoe
nuaHo-5-MeTui-1H-mappon-2- | Cp3H,4CINsO4S; AMP: coenuHenue 136 u
W1)KapOOHUI |aMHHO }-3- 1,35 (t, 3H), 1,6-2,0 (m, atun 2-6pom-1,3-
METOKCHITUTIepHAUH- | -Hi1)- 2H), 2,2 (s, 3H), 3,3 (s, 6eHzornaszon-7-
1,3-6enzorHason-7- 3H), 3,4 (m, 1H), 3,6 (s, KapOOKCHIIAT
kapOoKcHIaT 3H), 4,1 (m, 1H), 4,3 (m, (nateut US

Me 1H), 4,4 (q, 2H), 7,7 (m, 5770758)
P 050 2H), 7,8 (m, 1H), 7,9 (t,
o J . 1H), 12,7 (s, 1H)
we H-QN«N
0 0
Me

146 | Lue(x)-atan 2-(4-{[(4-xnop-3- | MC (ES) MH": 460 s [MpomexyTounoe
mHano-5-metun- 1 H-nuppon-2- | CyaHy6CINsO4 SIMP: 1,3 coenuHeHue 136 u
uJ)KapOoHuN]aMuHo } -3- (d, 6H), 1,7 (m, 2H), 2,2 IIpoMmexyTounoe
METOKCHIUNEePUANH-1-Hi)- (s, 3H), 3,1 (s, 2H), 3,3 (s, coeanHenue 230
1,3-tHazon-5-xapOokcuuar 3H), 3,5 (s, 3H), 4,2 (m,

1H), 4,6 (d, 1H), 5,1 (m,
1H), 7,0 (s, 1H), 7,2 (s,

1H), 7,7 (d, 1H), 8,2 (d,
1H), 12,7 (s, 1H)

147 | metun 2-((35,4R)-4-{[(4-xn0p- | MC (ES) MH": 426 nus IIpomexyTounoe
3-nuano-5-Metun-1H-nuppon- | C17H;;CIFN;50;S; SIMP: coemqunenue 137 u
2-un)xkapboHUT]aMUHO }-3- 1,9 (m, 2H), 2,2 (s, 3H), MeTun 2-6pom-1,3-
¢bropnunepuaun-1-un)-1,3- 3,3 (s, 3H), 3,5 (dd, 1H), THa30/1-5-
THa30J-5-kapbokcuaar 3,75 (s, 3H), 4,0 (m, 1H), Kapbokcuiar

4,2-4,5 (m, 2H), 5,0 (d,
1H), 7,9 (s, 1H), 8,15 (i,
1H), 12,6 (s, 1H)
148 | atan 2-((35,4R)-4-{[(4-xn0p- MC (ES) MH™: 490 ana ITpomexyTouHoe

3-nuano-5-metun-1H-nuppon-
2-un)kapOOHHI |aMUHO }-3-
¢ropnunepuaus-1-mt)-1,3-
H6eH30THa301-7-kapOoKCcHaaT

C22H21C1FN5O3S; SIMP:

1,35 (t, 3H), 1,6-2,0 (m,

2H), 2,2 (s, 3H), 3,3 (m),
3,4 (m, 1H), 3,6 (s, 3H),

4,1 (m, 1H), 4,3 (m, 1H),
4,4 (q, 2H), 7,7 (m, 2H),
7,8 (m, 1H), 7,9 (t, 1H),

12,7 (s, 1H)

coeaunenue 137 u
3THI 2-6poM-1,3-
0eH30THa301-7-
KapOoKcHunar
(marent US
5770758)

Crtp.: 134
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149 | nzonponnn 2-((35,4R)-4-{[(4- | MC (ES) MH™: 460 nmns [Tpomexyrounoe
XJop-3-uuano-5-metun-1H- C21H23CIFNsO5 SIMP: 1,3 coejiuHenue 137 u
IUppoJI-2- (d, 6H), 1,8 (m, 2H), 2,2 [TpomexyToynoe
HIT)Kap6OHUIT|aMHHO }-3- (s, 3H), 3,0 (m, 2H), 3,3 coequHenune 230
bTopnunepunuu-1- (m), 4,1-4,2 (m, 1H), 4,45
MJI)U30HUKOTHHAT (d, 1H), 4,9 (d, 1H), 5,0

(m, 1H), 5,1 (m, 1H), 7,0
(d, 1H), 7,3 (s, 1H), 8,1 (d,
1H), 8,3 (d, 1H), 12,6 (s,
1H)

150 | Huc(+)-atun 2-(4-{[(3,4- MC (ES) MH": 579 ans IIpomexyTounoe
auxnop-5-metui- 1 H-muppon- | Ca3Ha9C1LN504S; SIMP: 1,2 | coenumenne 231 u
2-un)kap6onrun]amMuHo}-3- (m, 3H), 1,75 (m, 2H), 2,2 | IIpomexyTouHOE
METOKCHIIUIIEPUANH-1-11)-5- (s, 3H), 3,3 (s, 3H), 3,4 (m, | coenunenue 50
(MopdiouH-4-1KapGOHKIT)- 1H), 3,5-3,6 (m, 4H), 3,8
1,3-Ttnazon-4-kapGokcunar (m, 1H), 4,2 (m, 4H), 7,15

(O] (d, 1H), 12,1 (s, 1H)
cl Ci \
H S o
AL IO
o
O\Me //o
Me

151 | Huc(x)-m3onpounn 6-uuano-4- | MC (ES) MH": 494 nig IIpomMexyTouHoe
(4-{[(3,4-nuxnop-5-MeTun-1H- | Co,H,5CI,N5O4; SIMP: 1,3 coequnHeHde 231 u
U PpPoJI-2- (s, 6H), 1,8 (m, 2H), 2,25 IIpomexyTtodHoe
HI)KapOOHUI|aMHUHO }-3- (s, 3H), 3,4 (s, 3H), 3,6 (m, | coenurenrue 50.
METOKCUIIHIEPHINH-1 - 1H), 4,1 (d, 1H), 4,3 (m,
HJ)IHPUANH-2-KapboKcHIaT 1H), 4,5 (d, 1H), 5,2 (m,

1H), 7,2 (d, 1H), 7,65 (s,
1H), 7,8 (s, 1H), 12,2 (s,
1H)
152 | Hue(£)-2-(4-{[(3,4-maxnop-5- | MC (ES) MH": 475 s 2-xnop-1,3-rrazoi-

meTun-1 H-nuppon-2-
HI)KapOOHUI |aMHHO }-3-
METOKCHIIUIIEPUANH- 1 -11)-
1,3-tuazon-4,5-
AuKapbokcaMuz

C17H20C12N604S; SIMP: 1,7
(m, 2H), 2,2 (s, 3H), 3,3 (s,
3H), 3,5 (m, 1H), 4,0 (m,
1H), 4,2 (m, 1H), 4,4 (m,
1H), 7,1 (d, 1H), 7,6 (s,
1H), 8,1 (s, 1H), 8,2 (s,
1H), 10,4 (s, 1H), 12,1 (s,
1H)

4,5-
JHUKapGoKcaMuJ
(Robba, M.; Le
Guen, Y. Bulletin
de la Societe
Chimique de
France (1969), (6),
2152-7)yn
IMpomexyrouHoe
coequHeHue 50.

Crtp.: 135
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153 | 2-((35,4R)-4-{[(3,4-nuxnop-5- | MC (ES) MH": 463 s 2-xyop-1,3-THazon-
MeTHI- 1 H-ntuppoin-2- Ci6l17C1hN6O3S; AMP: 4,5-

HIT)KapOOHHI |aMHHO }-3- 1,8-1,9 (m, 2H), 2,2 (s, IKapboKcaMu
METOKCUIUIIEPHIUH- | -HiT)- 3H), 3,3 (s, 3H), 3,4 (dd, (Robba, M.; Le
1,3-tuason-4,5- 1H), 4,1 (m, 1H), 4,4 (m, Guen, Y. Bulletin
JnukapbokcaMmuy 2H), 4,95 (d, 1H), 7,3 (d, de la Societe
1H), 7,6 (s, 1H), 8,1 (s, Chimique de
1H), 8,2 (s, 1H), 10,4 (s, France (1969), (6),
1H), 12,1 (s, 1H) 2152-7)ymn
ITpoMmexyTouHOoe
coenHEeHHE 36.

154 | HQue(+)-atun 2-(4-{[(3,4- MC (ES) MH": 483 nns ITpomexyrouynoe
AHXJI0p-5-MeTri-1H-muppoir- C21H24CI3NLO5 coenunenye 202 u
2-un)xapbonnn]aMuHo }-3- IIpomexyrounoe
METOKCHIIUNEPHANH- 1 -1IT)-5- coenuHenne 50
($OPMHITM30HUKOTHHAT

155 | srtun 2-((3S,4R)-4-{[(3,5- MC (ES) MH": 449 s IIpomexyTodnoe
aaxnop-4-metun- 1 H-nuppon- | C17H sC1,FN,O03S: AMP: coequnenne 138 n
2-un)kap6OHHI|aMUHO }-3- 1,25 (m, 5H), 1,9 (s, 3H), atun 2-6pom-1,3-
¢ropmunepunus-1-mn)-1,3- 3,6 (dd, 1H), 3,9 (m, 1H), THA30J1-5-
THazon-5-kapbokcunar 4,3 (m, 2H), 5,0 (d, 1H), KapOokcunar

7,3(d, 1H), 7,8 (s, 1H),
12,6 (s, 1H)

156 | 2-((35,4R)-4-{[(3,5-nuxnop-4- | MC (ES) MH": 465 mns INpomexyTouHoe
MeTui-1H-nuppon-2- Ci13Hi9oCIL,FN,OsS; SIMP: coenuHenue 138 u
wn)kapboHuN]aMuHoO } -3- 1,25 (t, 3H), 1,8 (m, 2H), ITpomexyTounoe
bropnunepunuH-1-um)-5- 1,9 (s, 3H), 3,5-3,8 (m, coenuHenue 252
(aToxcukapbonun)-1,3- 2H), 3,9 (m, 1H), 4,2 (q,

THa30i-4-kapOoHoBas kuciora | 2H),4,3 (m, 2H), 5,0 (d,
1H), 7,4(d, 1H), 12,6 (s,
1H), 13,6 (s, 1H)

157 | metun 4-auetun-2-((35,4R)-4- | MC (ES) MH": 489 qus [IpomexxkyTouHoe
{[(3,4-nuxnop-5-meTun-1H- Ci9H,4CLILN4O5S; SIMP: coeauHenue 212 u
NHppON-2- 1,75 (m, 2H), 2,2 (s, 3H), IIpoMexyTouHOE

UI)KapOOHUI [aMUHO }-3-
METOKCHIIHIIEPHIHH~ 1 -11)-
1,3-tuazon-5-xkapbokcunar

2,45 (s, 3H), 3,2-3,4 (m),
3,9 (m, 1H), 4,3 (m, 2H),
7,15 (d, 1H), 12,15 (s, 1H)

coenuHenue 51

Crtp.: 136
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IIp. | Coenunenne JlanHble 1B

158 | metun 2-((35,4R)-4-{[(3,4- MC (ES) MH": 505 gns ITpomexyTodHoe
auxygop-5-metun-1 H-nuappoi- C10H26C1,N4O5S; coenuHeHnue 214 u
2-un)xapOoHMIT|aMHHO }-3- SAMP: 1,5 (s, 6H), 1,75 (m, | ITpomexyTouHoe
METOKCHIIHIIEpUANH- 1 -uT)-4- 2H), 2,2 (s, 3H), 3,3 (s, coequHeHue 51
(1-ruapokcH-1-MeTHIIITHI)- 3H), 3,55 (m, 1H), 3,8 (s,
1,3-tuazon-5-xap6okcunar 3H), 3,8-4,0 (m, 2H), 4,2

(m, 1H), 4,5 (m, 1H), 7,15
(d, 1H), 12,2 (s, 1H)

159 | metun 2-((35,4R)-4-{[(3,4- MC (ES) MH": 503 ms [TpomexyrouHoe
AUXTIOP-5-MeTHI- 1 H-nappot- C19H20Cl13N404S,; AMP: cocauHcHue 213 u
2-uT)KapOOHUI JaMUHO }-3- 1,8 (m, 2H), 2,2 (s, 3H), ITpomexyTounoe
METOKCUTIMITEpHINH-1 - 3,3 (m), 3,6 (m, 1H), 3,95 coeuHenHe 51,
um)taeno[2,3-d][1,3]tnazon-6- | (m, 1H), 4,3 (m, 2H), 7,2
KapOOKCHIIAT (d, 1H), 8,0 (s, 1H), 12,2

(s, 1H)
160 | Luc(x)-metun 2-(3- MC (ESI) M: 487 pas [IpomMexyToduHOE

(LUUKIONPONHIMETOKCH )-4-

{[(3,4-muxnop-5-metun-1H-

HHPPOII-

2-

UJ1)KapOOHMII|aMHUHO } THIIEPU

nuH-1-un)-1,3-tuazon-5-

KapOoKcHaT

Cl Me
N

H @]
ohE
#)
N
N)\S

\_ng
\
8] Me

C20H24C12N4O4S; SIMP
0,11

(m, 2H), 0,38 (m, 2H), 0,91
(m, 1H), 1,76 (m, 2H), 2,17
(s, 3H), 3,24-3,45 (m, 4H),
3,68 (bs, 1H), 3,73 (s, 3H),
3,94 (m, 1H), 4,25 (m, 2H),
7,14 (d, 1H), 7,82 (s, 1H),
12,16 (s, 1H)

coeauHedue 139 u
MeTun 2-6pom-1,3-
THa30JI-5-
kapOoKcHar

Crp.: 137
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Ilp. [ Coepunenue JlaHHEIe VB

161 | Que(+)-metun 2-[4-{[(3,4- MC (ESI) M: 530 gnsa IMpomexyTouHOE
IUXJIOp-5-metun-1 H-nuppo- Ca0H21CIbN504S,; SIMP coenuHenue 140 u
2-un)kapboHuI |aMHHO }-3- 1,66 meTuia 2-6pom-1,3-
(1,3- (s, 2H), 1,91 (m, 1H), 2,10 | Tnazon-5-
THA30JI-2- (qd, 1H), 2,27 (s, 3H), KapOokcuiar
WIIMETOKCH)IUII€pHAUH-1-11]- | 3,20-3,37 (m, 2H), 3,82 (s,
1,3-tnazon-5-kapbokcunar 3H), 3,96 (m, 2H), 4,40 (m,

1H), 4,64 (d, 1H), 4,96 (dd,
2H), 7,19 (d, 1H), 7,28 (d,
1H), 9,67 (bs, 1H)

162 | Que(x)-Metun 2-(4-{[(3,4- MC (ES) MH": 461, 463 IIpoMexyTouyHoe
AUXa10p-5-Metui-1 H-muppor- anst CygHyy C1oN4O4S; - COoeJHHEHHE
2-un)kapboHUN|aMHHO } -3~ SAMP: 1,04 (t, 3H); 1,75 141 u meTHn-2-
ITOKCHIUIEepUIUH-1-11)-1,3- (m, 2H); 2,17 (s, 3H); 6pom-1,3-THason-5
THA30JI-5-KapOokcuaar 3,35-3,45 (m, 3H); 3,63 KapOoKcHIaT

(m, 2H); 3,73 (s, 3H); 3,96
(m, 1H); 4,25 (m, 2H);
7,11 (d, 1H); 7,82 (s, 1H);
12,12 (s, IH)

163 | Juc(x)-Metun 2-(4-{[(3,4- MC (ES) MH": 505, 507 ITpoMexyTouHoe
nuxnop-5-metun-1H-nappoi- st CyoHpsC1aN4OsS; 'H- coenuHenye 141 u
2-un)xapOOHUI|aMHHO }-3- AMP: 1,05 (t, 3H); 1,74 [TpomexxyTodHoe
3TOKCHIUTIEpUIHH-]1-11)-4- (m, 2H); 2,17 (s, 3H); 3,27 | coequnenue 17
(MerokcumeTHN)-1,3-THA301- (s, 3H); 3,39-3,47 (m, 3H);

S-kap6okcunat 3,63 (m, 2H); 3,71 (s, 3H);
3,96 (m, 1H); 4,23 (m,
2H); 4,55 (s, 2H); 7,12 (d,
1H); 12,16 (br s, 1H)

164 | HQue(£)-Otun 2-(4-{[(3,4- MC (ES) MH": 475, 477 IlpoMexyTouHoe
aUXIop-5-metun-1 H-mvppon- qis CygHp4CIoN4O4S; 'H- coequHenue 50 u
2-an)KapOGoHUI|aMHHO }-3- AMP: 1,22 (t, 3H); 1,72 IlpomexyTounoe
METOKCHIIUIIEPH IHH- | -1IT)-4- (m, 2H); 2,17 (s, 3H); 2,42 | coequHeHHE
MeTui-1,3-THazon-5- (s, 3H); 3,31(m, 5H); 3,52 236

kapboxkcunar

(m, 1H); 3,90 (m, 1H);
4,16 (q, 2H); 4,26 (m, 2H);
7,14 (d, 1H); 12,14 (br s,
1H)

Crtp.: 138
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Ilp. | CoeauneHue Mannele 1B

165 | Otun 2-((3S5,4R)-4-{[(3,4- MC (ES) MH": 463 465 IIpomexyrouHoe
mpuxnop-5-merus-1H-nuppon- | nis CgHa C1,FN,O5S; coevHeHHE 36 U
2-un)kapOOHHI|aMHHO }-3- SIMP: 1,23 (t, 3H); 1,85 ITpoMexyTouHoe
dropmunepuaun-1-un)-4- (m, 2H); 2,18 (s, 3H); 2,43 | coequHeHHe 236
MeTtun-1,3-tuaszon-5- (s, 3H); 3,35 (m, 1H
Kapbokcuaar IePEKpPHIBAHKHE BOIOH )

¢, ¢ N-_Me 3,53 (dd, 1H); 4,00 (m,
MGMN"' N 4 1H); 4,16 (q, 2H); 4,30 (m,
N R S ~Me
H O F 3 2H); 4,94 (d, 1H); 7,24 (d,
1H); 12,09 (s, 1H)

166 | Orun 2-((3S,4R)-4-{[(3,4- MC (ES) MH": 475, 477 IIpomexyTouHoe
JUXJI0p-5-MeTun- 1 H-nuppoi- Jutst CigHy4CIoN4O4S; coequHeHue 51 u
2-un)kapboHuII |aMHHO }-3- SAMP: 1,22 (t, 3H); 1,72 IIpomesxxyTodHOE
METOKCHIIMIIEPUAUH- 1 -11)-4- (m, 2H); 2,17 (s, 3H); 2,42 | coenunenue
Metui-1,3-tuazon-5- (s, 3H); 3,31(m, 5H); 3,52 236
kapbokcunar (m, 1H); 3,90 (m, 1H);

4,16 (q, 2H); 4,26 (m, 2H);
7,14 (d, 1H); 12,14 (br s,
1H)

167 | Tpanc(£)merun 2-[4-{[(3,4- MC (ES) MH": 530, 532 IIpomexxyTouHoe
auxiop-5-metun-tH-muppon- | gug Co HysCLNsOsS coenuHenue 142
2-11)KapOOHHI |aMHHO } -3 - AMP: 1,89 (m, 1H), 2,14
(MopdoHH-4- (m, 1H), 2,17 (s, 3H), 3,73
WIKapOOHWI ) THIEPHIAHI- 1 - (s, 3H), 3,23-3,79 (m,
unl-1,3-tuason-5- 12H), 3,93 (dd, 1H), 4,51
kapbokcunar (m, IH), 7,33 (d, 1H), 7,84

(s, 1H), 12,08 (s, 1H)
168 | Huc(x)metnun 2-[4-{[(3,4- MC (ES) MH": 530, 532 [TpomexyTounoe

amxnop-5S-merun-1H-nuppon-
2-nim)xapOoHMN|aMHHO }-3-
(Mopdonuu-4-
HIKapOOHWIT ) TUIICpUIUH-1 -
uin)-1,3-tuazon-5-
kapboxcunar

ang Cy1HysCIoNsOsS ;
AMP: 1,79 (dq, 1H), 1,90
(m, 1H), 2,15 (s, 3H), 3,22-
3,42 (m, GH), 3,51-3,71

(m, 5H), 3,74 (s, 3H), 3,96
(m, 1H), 4,02 (m, 1H), 4,40
(m, 1H), 7,17 (d, 1H), 7,88
(s, 1H), 12,02 (s, 1H)

coejuHeHue 143

Crp.: 139
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Ilp. | Coenmuenne Jlaaukie 1B
169 | HQue(£)({4-{[(3,4-nuxnop-5- MC (ES) MH": 491, 493 ITpomexyTounoe
MeTHiI-1H-nuppon-2- mis CygHo0CILN4O6S; coenuHenne 144
ui)xap6oHuI|amMuuo }-1-[5- SAMP: 1,61 (dq, 1H), 2,03
(MeTokcukap6ouun)-1,3- (m, 1H), 2,17 (s, 3H), 3,25
THA30JI-2-HJI|TUTIEpUATHH-3 - (dd, 1H), 3,35 (m, 1H),
HJ1} OKCH)yKCYCHAS KHCIIOTa 3,63 (m, {H), 3,74 (s, 3H),
3,88 (m, 1H), 4,06 (m, 1H),
4,17 (s, 2H), 4,23 (dd, 1H),
7,58 (d, 1H), 7,86 (s, 1H),
11,99 (s, 1H), 12,76 (s, 1H)
170 | Que(+)merun 2-[4-{[(3,4- MC (ES) MH": 560, 562 Ilpumep 169
auxaop-5-merun-1H-mappon- | aus CyHy7C1LN5O6S;
2-wi)kapOoHHI |aMIHO }-3-(2- JMP: 1,59 (dq, 1H), 2,07
MophoauH-4-Hi-2- (m, 1H), 2,17 (s, 3H), 3,24
OKCO3TOKCH ) IMIIEPHIHH-1 - (dd, 1H), 3,27-3,56 (m,
nil-1,3-ruazon-5- 8H), 3,61 (m, 1H), 3,74 (s,
KapOokcuaar 3H), 3,85 (m, 1H), 4,05 (m,
a. F o o 1H), 4,24 (dd, 2H), 4,35 (q,
I\&‘( S j)LO 2H), 7,78 (d, 1H), 7,86 (s,
ve” N (N—QN—Q I Ve | 1H), 11,95 (s, 1H)
H N
o 0
%N
3
171 | Metnn 2-(4-{[(3,4-nuxnop-5- | MC (ES) MH": 433, 435 [IpomexyTouHoe
MeTui-1H-nuppoin-2- ans Cy¢Hi3C1,N4O4S coennHeHHe 244
HI)KapOoHUI|aMHHO }-3-
THAPOKCHIIANEPUANUH-1-11)-
1,3-Trazon-5-kapbokcunar
172 | Merun 2-(4-{[(3,4-muxnop-5- | MC (ES) MH™: 504, 506 IIpumep 171
Metwi-1H-muppon-2- st CigHa3C1,NsOs5S
nI)kapOOHUI JaMHHO }-3-
{[(oTHNAMHHO)KkapbOHHI]OKCH
pnunepuang-1-ywi)-1,3-
THA30J1-5-KapOboKcHIaT
173 | Mertun 2-(3- MC (ES) MH": 516, 518 Ipumep 171

{[(annunamMuno)kapObOHHI]OKC
u}-4-{[(3,4-nuxmop-5-MeTUn-
1 H-nuppou-2-
HI)KapOOHHII|aMHUIIO } HHTTEPH T
uH-1-um)-1,3-trazon-5-
kapObokcuiat

inge:s C20H23C12N505 S

Crp.: 140
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Ilp. | Coenunenue Janunie UB

174 | stun 4-((3S5,4R)-4-{[(3,4- MC (ES) MH": 443 nna Ipomexyrounoe
AHXTOp-5-MeTHI- 1 H-uppon- | CioHyCLLFN,4O;; SIMP: coeaunenne 32 u
2-un)xapboHui]amuno}-3- 1,31 (t, 3 H) 1,81 (s, 2 H) 3THN 4-
dTopnunepuaun-1- 2,19 (s,3H) 2,69 (s, 1 H) XJIOPIHPHIHH-2-
HII)INPUINH-2-kapBokcunar 3,33 (s, 3 H) 4,05 (s, 1 H) kapbokcunaar (WO

4,30 (q, 2 H) 4,40 (s, 1 H) | 2004007657)
4,86 (d, 1 H) 7,07 (dd, 2,73

I'm, 1 H) 7,21 (d, 1 H) 7,46

(d, 1 H) 8,23 (d, 1 H) 12,09

(s, 1 H)

175 | Que(£)-nuatun 2-(4-{[(3,4- MC (ES) MH": 533 mns [IpoMexyrounoe
AuXaop-5S-Metun- 1 H-iuppoi- Ca1H26C13N406S; IMP: coeaunenue 50 u
2-un)kapOoHu |aMHHO }-3- 1,22 (t, 3 H) 1,28 (t, 3 H) ITpoMexyrouHoe
METOKCUIIHITEPUAHH- | -Hi1)- 1,76 (d, 2 H) 2,15 - 2,21 coexuHeHme 244
1,3-THazon-4,5- (m,3H)3,29-3,34 (m, 3
IukapbokcHIaT H) 3,36 (s, 3 H) 3,42 (s, 1

N o H) 3,56 (s, 1 H) 3,95 (s, 1
Me/@j(“f,q w f H) 4,19 (q, 2 H) 4,23 - 4,32
Ho o fljo'“m (m, 3 H) 7,19 (d, 1 H)

" % e 12,20 (s, 1 H)

176 | nustun 2-((35,4R)-4-{[(3,4- MC (ES) MH": 521 muns IIpomesxyTouHoe
naxaop-5-metui- L H-muppon- | Cao Haz Cla F Ny Os S; coeuuHenue 32 u
2-um)kapOoHHuI|aMuHO }-3- AMP: 1,22 (t, 3 H) 1,28 (t, | Ilpomexyrtounoe
droprmunepunun-1-un)-1,3- 3H)1,86(d, 2 H) 2,19 (s, |coenunenue 247
THa3on-4,5-nukapbokcunar 3 H) 3,31 (s, 1 H) 3,41 (s,

2 H) 3,68-3,71 (dd, 1 H)
3,99 (s, 1 H) 4,20 (q, 2 H)
4,29 (q, 2 H) 4,89-5,05 (d,
1 H) 7,27 (d, 1 H) 12,09 (s,
1 H)
177 | Luc(x)-stun 4-(4-{[(4-xnop-5- | MC (ES) MH": 521 mns IlpoMmexyTouHoe

MeTuia-1H-nuppon-2-
ui1)kapOoHUI |aMUHO }-3-
METOKCHUIIUIIePUIUH-1 -
AIT)IHPUIUH-2-KapOOKCcUIaT

Co0H35CIN4O4

SAMP: 1,31 (t, 3 H) 1,62 (s,
1 H) 1,79 - 1,95 (m, 1 H)
2,10 - 2,19 (m, 3 H) 3,07 -
3,19 (m, 2 H) 3,23 (s, 3 H)
3,45 -3,54 (m, 1 H) 3,89
(s, 1 H) 4,18 (s, 1 H) 4,22
(d, 1 H) 4,30 (q, 2 H) 6,89
(d, 1 H) 7,04 (dd, 1 H) 7,44
(d, 1 H) 7,67 (d, 1 H) 8,20
(d, 1H) 11,63 (s, 1 H)

COeJIUHEHHE 55 U
tuia 4-
XJOPIHUPHANH-2-
kapbokcuuar (WO
2004007657)

Crp.: 141
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[Ip. | Coeanuenue Haunple HB

178 | Que(x)-3tan 2-(4-{[(3,4- MC (ES) MH": 622 nas Ilpomexyroynoe
AHUXJIOp-5-MeTHn-1 H-muppon- C25H33C1,N505S coenuHenue 50 u
2-un)kapb6oBuNI |aMuHO }-3- Ipomexyrounoe
METOKCHIIHIIEPUIHH- | 1T )-4- coe)uHenue 55
{[(1-meTHI-1-

(GEHHIIATHI)aMHHO |KapOOHKI }
-1,3-Tnazon-5-kapbokcunar

179 | atun 2-((35,4R)-4-{[(3,4- MC (ES) MH": 443 s IIpoMmexyTounoe
nuXnop-5-meTii- 1 H-nuppoi- C19H71C1,FN4O; coenuHelne 32 1
2-um)kapOoHun |aMuHo } -3 - 3THI 2-
bropnunepuaun-1- (GTOPH3OHHKOTHHAT
WU )MU30HUKOTHHAT (Konno, Akinori J.

Fluorine Chemistry
(1998), 87(2), 137-
140)

180 | metun 2-((3S,4R)-4-{[(3,4- MC (ES) MH": 479 s [TpomexyTouHoe
AuXn0p-5-metui-1 H-nuppoi- Ci3H, 1 CLFN,O4S coearHCcHHE 32 |
2-nun)kapOOHUN |aMHHO }-3- SMP: 1,86 (s, 2 H) 2,19 (s, | [Tpomexyrounoe
¢TopnunepuruH-1-mm)-4- 3H)3,25-3,31(s,3 H) cocauHeHue 17
(MeTokcuMeTHN)-1,3-THAa301- 3,53-3,67 (dd, 1 H) 3,73 (s,
5-xapbokcunar 3 H) 4,00 (s, 2 H) 4,33 (s,

c cl 2 H) 4,57 (s, 2 H) 4,89-
e HC LP 5,05 (d, 1 H) 7,27 (d, 1 H)
=yl " M~ 12,10 (s, 1 H)
NN me
0\
Me

181 | atun 4-((35,4R)-4-{[(3,4- MC (ES) MH": 493 nis IIpoMmexyrounoe
auxjaop-5-metwi-1 H-nuppon- | Ca3H3C1LFN4O3 coenuHeHHe 32 K
2-un)kapOoHUN]|aMHUHO }-3- IlpomexyrouHoe
¢ropuunepuH-1 - coenuHeHne 10
WIJI)XHHOJIUH-2-KapOOKCUIaT

182 | atun 2-((35,4R)-4-{[(4-xm0p- MC (ES) MH": 421 s IIpomexyToduHoC

5-Metun-1H-nuppon-2-
un)xapOoHMI|aMHHO } -3-
METOKCUIIHIIEPUAUH-1 -
HI)A30HAKOTHUHAT

C20H25CIN4O4

SAMP: 1,32 (t, 3 H) 1,60 (d,
1 H) 1,84 (s, 1 H) 2,14 (s,
3 H) 3,13 (d, 2 H) 3,20 -
3,24 (m, 3 H) 3,49 (s, 1 H)
4,20 (d, 2 H) 4,33 (q, 2 H)
4,56 (s, 1 H) 6,89 (d, 1 H)
6,97 (d, 1 H) 7,23 (s, 1 H)
7,64 (d, 1 H) 8,24 (d, 1 H)
11,62 (s, 1 H)

COEAUHECHHUC 55 1
3THA 2-
(GTOPH3OHHKOTHHAT
(Konno, Akinori J.
Fluorine Chemistry
(1998), 87(2), 137-
140)

Crp.: 142
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Ip. | Coequnenue JaHHbie 1B

183 | metun 2-((35,4R)-4-{[(3,4- MC (ES) MH":491 s IIpoMexyTouHoe
JUXJIOp-5-MeTHI-1 H-nuppoi- C1sH24C1N4O5S coeannenue 51 u
2-um)xapOoHUI]|aMUHO }-3- SAMP: 1,86 - 1,95 (m, 1 H) | [IpoMexyrounoe
METOKCUNUNEPUAUH- | -p1)-4- 1,97 -2,04 (m, 1 H) 2,26 - | coeaunenue 17
(MeToxcumeTun)-1,3-tuazol- 2,31 (m, 3 H) 3,16 - 3,31
5-xapbokcunar (m, 2 H) 3,47 (s, 3 H) 3,48

(s,2H) 3,50-3,55(m, 1
H) 3,82 (s, 3H) 4,05 (d, 1
H) 4,25 - 4,37 (m, 1 H)
4,54 (s, 1 H) 4,69 - 4,81
(m, 2 H) 7,19 - 7,27 (m, 1
H) 9,54 (s, 1 H)

184 | metun 2-((3R,45)-4-{[(3,4- MC (ES) MH:491 nus IIpoMmexyTouHOC
JAUXy0op-5-MeTHi-1 H-nuppo- C19H24CLILN4O5S coeauHenHe 52 u
2-un)xapboHus|aMuHO } -3~ IIpomexyTrounoe
METOKCUITHIIEPUANH- | -11)-4- coeguHeHnue 17
(metokcuMetni)-1,3-THazon-
5-xapbokcunar

185 | Huc(x)-n3onponnn 4-(4- MC (ES) MH": 582 nns IIpomexyTouroe
{[(3,4-nuxmop-5-MeTHi-1H- C26H33CILNO6 coequnenue 50 u
nHppoa-2- ITpoMexyTouHoe
un)kapOGoHHII|aMHHO }-3- coenunenue 249
METOKCHITUIIEPHIUH- 1 -HT)-6-

(MopdonuH-4-
UNKapOOHUIT)IUPUUH-2-
kapbokcunar
Me
c cl )\Me
H o
/7 \_ N
Mel:ﬁ\( \/C\N = 0
Me
(Y
o

186 | uzompomun 4-((35,4R)-4- MC (ES) MH": 570 mnsa IIpomexyToyHoe
{[(3,4-nuxnop-S-metni-1 H- C25H3pCILFNsOs coexunenne 32 u
OHApPpOIN-2- SAMP: 1,32 (d, 6 H) 1,78 - IIpomexyrounoe

UN)KapOOHHUT |aMHUHO } -3-
dropnunepuuH-1-ui)-6-
(MopbonmH-4-
HIKapOOHII ) IHPHINH-2-
KapOoKkcHmat

1,93 (m, 2 H) 2,19 (s, 3 H)
3,27 - 3,33 (m, 4 H) 3,39
(d, 2 H) 3,53 - 3,60 (m, 2
H) 3,65 (d, 4 H) 4,12 (s, 1
H) 4,39 (s, 1 H) 5,07 - 5,19
(m, 1 H) 7,16 - 7,26 (m, 2
H) 7,47 (d, 1 H) 12,08 (s, 1
H)

coequHenHe 249

Crp.: 143
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IIp. | CoenuucHue JlaHHole B
187 | n3onponnia 4-((3S5,4R)-4- MC (ES) MH": 528 mis IIpomexyTouHOE
{[(3,4-nuxnop-5-merun-1H- Ca3H,3C1LFN;0O4 coenunenue 32 u
OUppOJI-2- ITpoMexyTouHoe
HIT)KapOOHMII|aMUHO } -3 - coeaunenue 250
¢ropnunepunun-1-un)-6-
[(nuMeTHIIaMUHO)KapGOHMI 1T
HPUIUH-2-KapOOKCHIIAT
188 | Luc(*)-2-(4-{[(3,4-nuxnop-5- | MC (ES) MH": 505 ans IIpomexyTrounoe
Merun- 1 H-muppon-2- C19H22C1,N4O4S coexguHenue 50 u
HI)KapOOH M |aMUHO } -3- AMP: 1,24 (t,3 H) 1,74 (s, | IIpoMexyTodHOe
METOKCHIUIMEPUIHH- | -HT)-5- 2H)2,18 (s,3 H) 3,36 (s, coelMHeHHEe 252
(aToxcukapGoumi)-1,3- 4 H) 3,56 (s, 1 H) 3,93 (s,
THa30J-4-kapbonosas kuciora | 1 H) 4,19 (s, 3 H) 4,29 (s,
2 H) 7,13 (s, 1 H) 12,11 (s,
1 H) 13,51 (s, 1 H)
189 | 2-((35,4R)-4-{[(3,4-nuxn0p-5- | MC (ES) MH": 493 n1s IIpomexyTodHOe
MeTun-1H-nuppon-2- CisH9C12FN4OsS cocaHHCHHE 32 u
N1 )KapOOHHI|aMHHO }-3- AMP: 1,19 - 1,27 (m, 3 H) | [IpomexyTounoe
¢ropnunepuaHu-1-un)-5- 1,85(d, 2 H) 2,18 (s, 3 H) coeuHeHue 252
(aToxcukapbonmn)-1,3- 3,26 - 3,35 (m, 1 H) 3,53
THa3on-4-kapbonoras kucyora |(d, 1 H) 3,98 (s, 2 H) 4,18
(q, 1 H) 4,31 (s, 2 H) 4,88 -
5,04 (s, 1 H) 7,26 (d, 1 H)
12,08 (s, 1 H) 13,55 (s, 1
H)
190 | 2-((3R,45)-4-{[(3,4-nuxnop-5- | MC (ES) MH": 505 nns ITpomexyrouHoe
mMeTun-1H-mmuppon-2- C19H2:CIbN4OgS coeJuHenHe 52 1
ni)kapOOHMI|aMHHO }-3- SMP: 1,16 (t, 3 H) 1,69 (s, | IlpoMexxyTouHoe

METOKCHHHIIEPUAUH-1-HT)-5-
(aToxcukapbonmi)-1,3-
THa30J1-4-kapOoHOBasA KHCIIOTA

cl cl
BN 0
M ,I_S\W N
N o O)\/N\g/%JLOH
\Me
o O\;—Me

2 H) 2,12 (s, 2 H) 3,30 (s,
3 H) 3,50 (s, 2 H) 3,89 (s,
2H)4,13(q, 2 H) 4,17 -
4,29 (m, 2 H) 7,10 (d, 1 H)
12,10 (s, 1 H) 13,50 (s, 1
H)

coeqHHeHHe 252

191

atin 2-((35,4R)-4-{[(3.,4-
JUXI0p-5-Metun-1 H-nuppor-
2-un)kapboHHI]|aMUHO }-3-
METOKCHOHUINCPHAHH- 1 -HI1)-4-
kapbokcu-1,3-tuaszon-5-
KapOokcuiar

MC (ES) MH": 505 s
C19H22C13N406S

AMP: 1,22 (1, 3 H) 1,75 (s,
2H) 2,18 (s, 3 H) 3,31 (d,
1 H) 3,36 (s, 3 H) 3,42 (s,
1 H) 3,56 (s, 1 H) 3.95 (s.
[ H) 4,14 - 4,22 (m, 2 H)
4,29 (s, 1 H) 7,16 (d,1 H)
12,16 (s, 2 H) 13,56 (s, 1
H)

ITpomexyrouHoe
coeaunenue 51 u
IIpoMexyTouHOE
coexuHeHne 252

Crp.: 144
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IIp. | Coennuenue Jlanuwre VB
192 | oTin 2-((35,4R)-4-{[(3,4- MC (ES) MH": 461 s [IpomexyTouHnoe
THAXTI0p-5-MeTuII- 1 H-uppoii- CisH22C1,N40,48 coequHeHne S1 u
2-un)kapOoHHI]aMHHO }-3- 3THI 2-Opom-1,3-
METOKCHITUIIEpU IUH- | -HT)- THa301-4-
1,3-tnason-4-kapGokcunat Kapbokcunar
193 | sTun 2-((3S,4R)-4-{[(3,4- MC (ES) MH": 455 ans Mpomexyrounoe
IUXJI0p-5-MeTun-1 H-uppo- C20H24C13N404 coequHeHHe 51 u
2-un)kapOOHUI|aMHHO } -3 - SAMP: 1,32 (s, 3 H) 1,84 3THN 2-
METOKCHIIHIIEpU IUH- ] - (s, 2H) 2,22 (s, 3 H) 3,36 (TOPU30HHUKOTHHAT
HIT)U30HUKOTHHAT (s,3H) 3,45 (s, 1 H) 4,16 (Konno, Akinori J,
(s, 1 H) 4,25 (s, 1 H) 4,31 Fluorine Chemistry
(s,2H) 4,81 (s, 1 H) 7,04 (1998), 87(2), 137-
(s, 1 H) 7,26 (s, 1 H) 8,21 140)
(s, 1 H) 10,53 (s, 1 H)
ITpumep 194

Luc()-atun S-amuno-2-(4-{[(3.4-guxu0p-5-Metuin-1 H-nuppou-2-

HI)KapOOHHT|aMHHO } -3 -METOKCUITHIIEPHANH- 1 -1 ) H30HUKOTHHAT

Pactsop puruppara SnCl; (870 mr, 3,8 MMOIB) B 5 M KOHIIEHTPHPOBAHHOM

HCI no6asnsnu x pacteopy 436 mr (0,87 mmons) LJuc(+)-atun 2-(4-{[(3,4-auxnop-5-

MeTHJI-1 H-nupposi-2-uia)KapOoHHI JaMHHO } -3-METOKCHITHIIEpHIMH - | -1T)-5-

nurpousoHukoTuHara (IIpumep 308) B 30 Ma1 ykcycuoit kucinotel. CMech

IepeMenInBali Npu KOMHAaTHOM TEMIICpAType B TCUYCHHUE HOYH. PaCTBOpI/ITeIII:

YAQIAIH H OCTATOK paclpeAcisand Mexay Bonoi u EtOAc. EtOAc oraensin u

NPOMBIBAIH COJIAHBIM pacTBopoM. lIpu ocymecTpienny Beicymusanus (MgSQOy),

yIaNeHUM pacTBOpUTeNs M XxpomaTorpaduu Ha cunukareie (100% CH,Cl; ¢

nocleyoluM saouposaneM rpaaueHToM 10 100% EtOAc u 3atem 1o 10% MeOH
B EtOAc) monyuanu 230 mr npoxykta. MC (ES) (MH"): 470 ans CagHasClNsOy:
AMP (CDCls): 1,5 (t, 3H), 2,1 (m, 2H) 2,4 (s, 311), 3,2 (m, 2H), 3,6 (s, 3H), 3,65 (m,
1H), 4,0 (m, 1H), 4,4 (m, 1H), 4,5 (q, 2H), 7,3 (s, 1H), 8,0 (s, 1H), 9,5 (s, 1H).

Ilpumep 195
Huc(x)-atnn 2-(4-{[(3.4-auxyop-5-MeTun-1H-nuppoa-2-un)kapSoHun]aMuHo -3 -

MCTOKCHIIUIICpUANH-1-1)-5-[(MeTokcHKapOOHNI)aMUIHO |H30HUKOTHHAT

Crp.: 145
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/ \ N /\Me
Me ” N : S o
0]
O, Z
Me N NH
0”9
Me

Metunxnaopdomar (15 Mk, 0,19 Mmmons) no6asisuin k pacteopy 60 mr (0,13
MMoJIb) Luc(+)-aTun 5-amun0-2-(4-{[(3,4-auxnop-5-meTun-1 H-nuppon-2-
HJ1)KapOOHMII]aMHHO } -3-METOKCHITUIIEPH M H- | -HJT ) H30HHUKOTHHATA (Ilpumep 194) B 3
M mupuuHa. Ilociie nepeMemuBanys MpH KOMHATHOM TeMIlEpaType B TCYSHHE HOYH,
RobaBisNy elle 7 MK METHIXJIOpodopMuara. PacTBOPHTEND yAaIsIH H OCTATOK
pacnpenensnn Mexay EtOAc u NaHCOj3 (Boanstiit). EtOAc oT/ensny 1 npoMbIBaiu
BOJIOH M COJISIHBIM pactBopoM. [lpn ocymectBiaenun Boicymupanus (MgSOy4) u
YAQJICHUH pacTBOpUTENs noiy4anu 43 mr npoxaykra. SIMP (dg-AMCO): 1,3 (t, 3H),
1,7 (m, 2H) 2,2 (s, 3H), 3,1 (m, 2H), 3,3 (s, 3H), 3,5 (m, 1H), 3,6 (s, 3H), 4,0-4,3 (m,
4H), 4,6 (m, 1H), 7,05 (m, 1H), 7,15 (m, 1H), 8,2 (s, 1H), 9,1 (s, 1H), 12,2 (s, 1H).

Ilpumep 196
Huc(£)-atun 2-(4-{[(3.4-nquxinop-5-metun-1H-nuppon-2-un)kapbonunlamuno ¥ -3-

METOKCHITUIIEpUIuH-1-1i1)-5-[(MeTriicynbdoHmI1)aMUEO |M30HUKOTHHAT

Metancynsbonunxnopun (16 mxi, 21 Mmons) nodasisuu xk 66 mr (0,14
MMONb) Lfuc(+)-3ten S-aMmuno0-2-(4-{[(3,4-nuxnop-5-mermi-1 H-nmuppoi-2-
U)KapOOHUIT|aMUHO } -3-MeTOKCHITUIIe pU U H- 1 -1n)n3oHukotunata (Ilpumep 194) B 3
i mupuauHa. [lociie nepeMenmuBanus B TeuyeHue 1 yaca, no0aBnsaiu ene 5 MK
MeTaHcynbhoHMIXI0pUaa. [lepeMemuBaiy Ipu KOMHATHOH TEMIIEpAType B TEYEHHE
Houd. PacTBOpHTENb YIAIIH, H OCTaTOK pactpeaensiu Mexay EtOAc u Nay;CO3
(Boanwiit). EtOAc oTaenstnu ¥ IpOMbIBaJIK BOJOH U CONAHEIM pacTBOpoM. [Ipu
ocymectBiennd BoicymuBannsg (MgSO4) 1 ynaneHny pacTBOPHTENS NOTydany 63 mr
npoaykra. MC (ES) (MH"): 534 mna Cp;Hy7C1,N506S. SIMP (dg-IMCO): 1,4 (t, 3H),
1,8 (m, 2H) 2,2 (s, 3H), 2,9 (s, 3H), 3,1-3,2 (m, 2H), 3,3 -3,5 (m), 3,6 (m, 1H), 4,2-
4,3 (m, 2H), 4,4 (q, 2H), 4,7 (m, 1H), 7,1 (s, 1H), 7,2 (d, 1H), 8,2 (s, 1H), 12,2 (s,
1H).

IMpumep 197

Crp.: 146



10

15

20

25

30

35

40

45

30

RU 2424240 C2

Luc(£)-6-(4-{[(3.4-nuxn0p-5-meTun-1H-nuppon-2-un)kapoonunlamuno }-3-

METOKCUITUIIEPUANH-1-11)-4-(DTOKCHKapOOHWI ) HUKOTHHOBAS KHCIOTA

Pacrsop 133 mr (0,84 mmons) KMnOy B 5 Mit Bostsl 106aBANM K PacTBOPY
Huc(£)-s1un 2-(4-{[(3,4-nuxnop-5-MeTui- | H-nuppo-2-ui)kapO6oHu |aMiHoO }-3-
METOKCUITHIIEpU U H-1-1n)-5-popmunuzonukorunara (Ilpumep 154) B 20 mu1 anetona,
U CMECh MepPEMELINBAIM IPH KOMHATHOH TeMIepaType B TedeHne 4 yacos. [locne
3aKaJMBaHHUs ¢ IIOMOIILIO BogHOro NaHS O3, cMech noaKHUCTsUTH TPUBIU3UTENLHO JI0
pH =4 ¢ momomsto 1 u. HCI u nBa pasa skctparuposanu EtOAc. EtOAc sxcTpakTsl
IIPOMBIBAJIM CONSTHBIM PacTBOPOM, BeicymuBanu (MgSO4) U KOHIIEHTPUPOBAIIH,
IojIy4ast TBepZi0€ BeUIeCTBO, KOTOPOE pacTHpaiH B nopomok ¢ MeOH, monxy4as 175
mr npoxaykra. MC (ES) MH": 499 nns C21H24CIhN4Og; SIMP: 1,25 (t, 3H), 1,5-1,8, (m,
3H), 2,1 (s, 3H), 3,1 (m, 3H), 3,3 (s, 3H), 3,5 (m, 1H), 4,2 (m, 2H), 4,4 (m, 1H), 4,9
(m, 1H), 6,9 (s, 1H), 7,1 (d, 1H), 8,6 (s, 1H), 12,1 (s, 1H), 13,3 (s, 1H).

Ilpumep 198

Luc(£)-3tun 2-(4-{[(3.4-guxaop-5-metui-1 H-nuppoin-2-un)kapbonusnlamuno } -3-

MeTokcununepuaud-1-un)-5-{[(1-metun-1-

denmTHI)aMuH0 |KapOOHUI } M30HUKOTHHAT

HATU (87 mr, 24 mmons) nobasisuiu k pacteopy 118 mr (0,24 mmouns) Luc(+)-
6-(4-{[(3,4-nuxnop-5-metun-1H-nuppo-2-uin)kapOboHuI |aMUHO } - 3-
METOKCHUIIHIIEPUANH-1-1I1)-4-(3TOKCUKapOOHHI)HUKOTHHOBOM kucnotsl (IIpumep
197), 0,040 mu (28 mmous) EtsN u 33 mr (0,24 mMouis) kymunamusa B 3 mi JIMDA.
Ilocne nepeMemmBanms Npu KOMHATHOHN TeMIiepaType B TCUEHHE HOUM, CMEChH
pazBoaunan BoJoi u s3xctparupoBaiu EtOAc. EtOAc 2 pa3a npoMbIBaiIl BOJOH U OJHH
pa3 COJSHBIM PacTBOPOM, 3aTeM BeicymuBanu (MgSOy4) ¥ KOHLEHTPUPOBAIH, [TOTyYasi

103 mr tBepmoro BemecTtBa. MC (ES) MH": 616 nns C3oHasC1NsOs.

[Ipumepnr 199-200

CJ'ICIIYIOIHI/IC HpI/IMepBI noJjryvdyaid ¢ HOMOIIBIO METOIHUKH, OIIMCAHHOH B

npumepe 198, u3 ykazanHbeIX ucxoaHbix BemecTs (UB).
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ITp. | Coennnenue JlanHble B

199 | stun 2-((3S,4R)-4-{[(3,5- MC (ES) MH": 610 ITpumep 156 u
auxnop-4-metun-1H-nuppon- | gns Co7HzoCLFNsOLS; | kymunamuu
2-un)kapOoHHT|aMHHO }-3- SAMP: 1,2 (t, 3H), 1,5
Gropnunepuauu-1-un)-4- (s, 6H), 1,65 (m, 2H),

{[(1-meTHn-1- 1,9 (s, 3H), 3,6 (m,

$penunsTun)amuno |kapbouun} | 1H), 4,0 (m, 1H), 4,1-

-1,3-THazon-5-xapOokcunar 4,3 (m, 4H), 4,3 (dd,
1H), 4,95 (d, 1H), 7,0-
7,5 (m, 5H), 8,6 (s,
1H), 12,6 (s, 1H)

200 | atin 2-((3S,4R)-4-{[(3,5- MC (ES) MH": 605 Hpumep 156 u (2-
auxyop-4-metun-1 H-muppon- | st Co4H3 C1,FNgO6S; | Mopdomun-4-
2-unm)kapOoHUI|aMuHO }-3- AMP: 1,2 (t, 3H), 1,8 HJISTUJI)aMUH
bTopnunepuaun-1-un)-4- (m, 2H), 1,9 (s, 3H),
{[(2-mopdonuu-4- 2,3 (m, 4H), 3,6 (m,

HJIDTHJI)aMHHO |KapOOHmMIT } - 5H), 4,0 (m, 1H), 4,2
1,3-Tra3ou-5-kapOokcuiar (q, 2H), 4,3 (m, 2H),
Meo 4 4,95 (d, 1H), 7,35 (d,
CIJN\\XX(N'“CN s F 1H), 8,4 (t, 1H), 12,6
Hoo0 g Ygljo/\m (s, 1H)
0 N\/\N/w
NI
[Tpumep 201

Luc(£)-31un S5-(amuHOoKapOoHmMI)-2-(4- {[(3.4-muxnop-5-Metun-1 H-nuppoia-2-

HIKapOOHHUI]aMHHO } -3-MEeTOKCHIUIEPUANHH- 1 ~-HI)H30HHKOTHHAT

PactBop 103 mr (0,17 Mmmonge) [Juc(£)-a1un 2-(4-{[(3,4-nmuxop-5-metun-1H-

IUPPOJI-2-UIT)KapOOHHUI |aMHUHO } -3-MEeTOKCHIINNepHANH- 1 -1)-5-{[ (1-MeTHI-1-

¢dennndTra)amuno |kapOonui fuzonukotuHata (IIpumep 198) B 10 M TOK Harpesaiu

npu 40 °C B Teuenne Houn ¥ npu 50 °C B TeyeHHe 6 yacoB. PacTBopuTe b yIANSIH H

0CTaTOK pacTupany B nopomok ¢ MeOH, nonyuas 62 Mr 6ej1oro TBepAOT0 BENIECTRA.

MC (ES) MH": 498 mns C;1H,5CLLN;50s.

IMpumep 202
Crnenyromue [puMeps! moyyain ¢ TOMOIIBIO METOMKHI, OIIUCAHHON B

npumepe 201, U3 yka3aHHBIX UCXOAHBIX BemiecTB (MB).

Crtp.: 148
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IIp. | CoennHenue Ilannbie 1B
202 | 5-tnasonxapboHoBas MC (ES) MH":492 nns [Ipumep 199
KHCHIoTa, 4- CisH>0C1L,FNsO4SE

(amuHOKap6oHMT)-2-[(35,4R)-
4-[[(3,5-puxnop-4-meTun-1H-
nmuppon-2-
ni)kapOoHuI]aMuHO|-3-pTOop-
l-nunepuaHUT |-, STHIOBEIHA
d¢up

Ilpumep 203
Luc(£)-otun 2-(4-{[(3.4-auxaop-5-metun- 1 H-nmuppon-2-un)xkapboHmi |JaMuHo } -3 -

METOKCHOHIEPHANH-1-1i)-4-[(auMeTHAaMuHO)KapOoHu]-1.3-Tnazon-5-kapboKcuuaT

Pacteop Huc(£)-2-(4-{[(3,4-guxnop-5-meTun-1 H-muppoin-2-
HI1)KapOOHHII|aMHHO } -3-METOKCHITHIEPUAUH- 1 -1iT)-5-(3TOKCHKap6oHu)-1,3-THa301-
4-xapbonosoii kucyoTe! (0,062 r, 0,12 Mmmons, [Ipumep 188), numeTunamuna (0,06
mi, 2M pactsop B TT'®, Aldrich), HATU (0,05 r, 0,13 MMoib) ¥ TPU3ITHIAMHHA
(0,018 mm, 0,13 MMONb) EpeMEIIUBATH IPU KOMHATHON TeMIIepaType 0 3aBepIIeHUS
¢ nomompio XXMC (oxono 30 MuH). HeouulieHHYIO peaKIIMOHHYIO CMECH
MEIJIEHHO BJIMBAIM B BOAY H IOJTY4YEHHBIH OeNblii ocafok QUIBTPOBAIH, TPOMBIBAIH
BOJOW M BRICYIIHBAJIM B BaKyyMe, nojiy4as yncteii npoaykr (0,028 r). MC (ES)
MH": 532 ns CpH»7CIhNsOsS; SIMP: 1,20 (t, 3 H) 1,76 (s, 2 H) 2,18 (s, 3 H) 2,78
(s,3H) 2,93 (s,3H) 3,29 (d,1 H) 3,36 (s, 3 H) 3,39 - 3,43 (m, 1 H) 3,55 (s, 1 H) 3,91
(s, 1 H)4,15(q,2 H) 4,29 (s, 2 H) 7,15 (d, 1 H) 12,14 (s, 1 H)

Ilpumeps 204-241

Crnenyromue [IprMeps! nolydanu ¢ TOMOIIBIO METOIMKH, OMUCAHHOU B nipuMepe 203,

M3 YKa3aHHBIX UCXOAHBIX BemecTB (MB)

Crp.: 149
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Ip.

Coepunenye

Jannrie

B

204

Huc(x)-tun 2-(4-{[(3,4-
Iuxnop-5-metun- 1 H-muppoi-
2-un)xapOoHUIT|aMHHO }-3-
METOKCHIIUNIEPHUANH- | -11)-4-
(mopdonun-4-riikapboHun)-
1,3-tuazon-5-kapbokcunar

MC (ES) MH": 574 s
C23H39C13N506S;

SIMP: 1,21 (t, 3 H) 1,74 (s,
2H) 2,17 (s, 3 H) 3,11 -
3,17 (m, 2 H) 3,34 (s, 3 H)
3,38 (s, 1 H) 3,47 - 3,59 (m,
5H)3,62(s,2H) 3,87 (s, 1
H) 4,17 (q, 2 H) 4,29 (s, 2
H) 7,13 (d, 1 H) 12,13 (s, 1
H)

ITpumep 188 u
MophoInH

205

atua 2-((3S5,4R)-4-{[(3,4-
IuxXnop-5-metun-1H-nuppo-
2-un)xapGoHUI|aMHHO }-3-
dbropnunepuayH-1-ui)-4-
(MopdonuH-4-unkapbonun)-
1,3-tnazomn-5- Kap60KcnnaT

ﬁw CYQ;g

\—Me

MC (ES) MH": 562 nns
C22H26C12FN5053; AMP:
1,16 (t, 3 H) 1,80 (s, 2 H)
2,12 (s, 3 H) 3,09 (d, 2 H)
3,45 (s, 2 H) 3,50 (s, 2 H)
3,57 (s, 2 H) 3,92 (s, 1 H)
4,12 (q, 2 H) 4,26 (s, 3 H)
4,82 (s, 1 H) 4,99 (s, 1 H)
7,19 (s, 1 H) 12,02 (s, 1 H)

IMpumep 189 n
MopdoNHH

206

Huc(x)-atn 2-(4-{[(3,4-
Juxiaop-5-Metui- 1 H-muppos-
2-un)kapboHuI |aMUHO }-3-
METOKCHIUTNIEPUAHH- 1 -111)-4~
[(MeTOKcHAMHHO)KapOOHHIT]-
1,3-THa3on-5-kap6okcuiaT

MC (ES) MH":534 nns
C20H25C12N506S; SIMP: 1,18
- 1,25 (m, 3 H) 1,75 (s, 2 H)
2,17 (s, 3 H) 3,35 (s, 3 H)
3,54 (s, 2 H) 3,67 (s, 3 H)
3,95 (s, 2 H) 4,14 - 4,22 (m,
2 H) 4,28 (s, 2 H) 7,13 (d, 1
H) 11,48 (s, 1 H) 12,13 (s, 1
H)

IMpumep 188 u
METOKCHIAMHH
U ApOXJIOPpH I

207

atun 2-((3S5,4R)-4-{[(3,4-
JUXIIOP-5-MeTHII- | H-IHppoI-
2-un)kapOoHuI]aMuHO }-3-
bropnunepuau-1-un)-4-
[(MeTOKCHAMHHO)KapOOHKUIT]-
1,3-tuazon-5-kapOoKCcHIAT

MC (ES) MH": 522 s
C19H22C12FN505S; SAMP:
1,16 (t, 3 H) 1,79 (s, 2 H)
2,12 (s, 3 H) 3,29 (s, 2 H)
3,62 (s, 3 H) 3,94 (s, 1 H)
4,12 (q, 2 H) 4,25 (s, 2 H)
4,82-4,98 (s, 1 H) 7,18 (d, 1
H) 11,44 (s, 1 H) 12,03 (s, 1
H)

Ilpumep 189 u
METOKCHIIaMHH
TUAPOXIIOPUT

Crp.: 150
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208

Huc(x)-3tan 2-(4-{[(3,4-
AUXI0p-5-MeTUll- 1 H-nuppo-
2-um)kapOoHUI]aMUHO } -3~
METOKCHIIMIIEpUAUH-1-um)-4-
(nunepuauH-1-unkap6oHuN)-
1,3-tnaszon-5-xkapbokcumar

MC (ES) MH: 572 s
C24H31C12N5053; SMP: 1,22
(s, 3H) 1,43 (s,2 H) 1,56
(s, 4 H) 1,74 (s,2 H) 2,17
(s, 3H) 3,12 (s, 2 H) 3,36
(s, 3H) 3,52 (s, 3 H) 4,16
(s,2H) 4,27 (s,2H) 7,15
(s, 1 H) 12,18 (s, 1 H)

[Tpumep 188 u
HUHEPHIUH

209

atun 2-((3R,48)-4-{[(3,4-
JUXJI0p-5-MeTHn- 1 H-nuppo-
2-un)xapOoHunlaMuHO}-3-
METOKCHIIUIIepU AUH~ 1 -11)-4-
{[(1-meTun-1-
benunyTHN)aMUHO [KapOoHM }
-1,3-Trazon-5-kapboxcunar

MC (ES) MH": 622 aus
C23H33C12N5055; SIMP: 1,18
(t, 3 H) 1,53 (s, 3 H) 1,56 (s,
3H) 1,71 (s, 2 H) 2,13 (s, 3
H) 3,34 (s, 3 H) 3,51 (s, 2
H) 3,92 (s, 2 H) 4,15 (q, 2
H) 4,26 (s, 2 H) 7,12 (dd, 2
H) 7,23 (t,2 H) 7,40 (d, 2 H)
8,56 (s, 1 H) 12,11 (s, 1 H)

ITpumep 190 u
KyMHJIAMUH

210

atua 2-((35,4R)-4-{[(3,4-
JuXJop-5-MeTUaI-1/7-nnuppon-
2-un)kapboHH) ]aMHHO }-3-
¢Gropnunepuann-1-ui)-4-
{[(1-meTnn-1-
({eHUIITUI)aMUHO |KapOoH I }
-1,3-tnazon-5-xap6oxcunar

Cl Cl
H
M /U\WNC N N MeMe

€ N N
Ho o« ~ J_ o

s
o)

el

\—Me

MC (ES) MH": 610 nns
C27H30C12FN5O4S; SAMP:
1,23 (t, 3 H) 1,61 (s, 6 H)
1,86 (s, 2 H) 2,19 (s, 3 H)
3,31 (s,3H)3,55(s, 1 H)
4,04 (s, 1 H) 4,22 (q, 1 H)
4,32 (s, 2 H) 4,90-5,06 (d,
1H) 7,20 (d, 1 H) 7,31 (¢, 3
H) 7,47 (d,2 H) 8,63 (s, 1
H) 12,12 (s, 1H)

ITpumep 189 u
KyMUJIAMHH

211

atuia 2-((35,4R)-4-{[(3,4-
auxyop-5-metui- 1 H-nuppoi-
2-un)kapOOHUI |aMHHO }-3-
dropnunepuann-1-1i)-4-
[(MeTHNIaMUHIO)KapOOHHM |-
1,3-tuazon-5-kapOokcuiar

MC (ES) MH": 506 mns
C19H22C12FN504S; SAMP:
1,14 (1, 3 H) 1,77 (s, 2 H)
2,12 (s, 3 H) 2,62 (d,3 H)
3,33 (s, 1 H) 3,43-3,63 (s, 1
H) 3,94 (s, 1 H) 4,09 (q, 2
H) 4,23 (s, 2 H) 4,82-4,98
(s, 1 H) 7,20 (d, 1 H) 8,27
(d, 1 H) 12,03 - 12,12 (m, 1
H)

ITpumep 189 n
MeTHIIaMWH

Crp.: 151
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212

Hue(x)-atun 2-(4-{[(3,4-
AUXT0p-5-MeTHI- 1 H-nuppost-
2-un)kapGoHunn]aMuHoO }-3-
METOKCHIIUIIEpUAUH-1-Um)-4-
{[(2-

THAPOKCHITHUI)aMHHO JKapOoH
un}-1,3-ruazon-5-
KapOOKCHJIAT

MC (ES) MH": 548 xas
C21H27C12N506S

Ilpumep 188 u 2-
aMHHOITaHOT

213

atun 2-((35,4R)-4-{[(3,4-
nuxjaop-5-metun-1 H-nuppon-
2-nm)xapOoHHI|aMHHO }-3-
METOKCHUNHIICPHAUH- 1 -111)-4-
{{(1-meTHn-1-
deHuITHI)aMUHO | Kap6oH T }
-1,3-tuazon-S-xapboxcuar

MC (ES) MH": 622 mns
C28H33CIN50:58S;

SIMP: 1,23 (1, 3 H) 1,59 (s,
3H) 1,62 (s, 3 H) 1,77 (s, 2
H) 2,19 (s, 3 H) 3,31 (s, 1
H) 3,36 (s, 1 H) 3,40 (s, 3
H) 3,57 (s, 1 H) 3,96 (s, 1
H) 4,21 (q, 2 H) 4,32 (s, 2
H) 7,12 - 7,22 (m, 2 H) 7,29
(t. 2 H) 7,46 (d, 2 H) 8,62
(s, 1 H)

Ilpumep 191 n
KyMUIIAMUH

214

Huc(x)-atan 2-(4-{[(3,4-
AUXII0p-5-mMeTun- 1 H-nuppon-
2-un)kapOoHMI|aMUHO }-3-
METOKCHIIMIIEpUAUH-1-11)-4-
[(MeTnnamuno)xkapboHun|-
1,3-tnason-5-kapOokcunar

MC (ES) MH": 518 s
C20H25C12N5058;

SIMP: 1,20 (s, 3 H) 1,74 (s,
2 H) 2,17 (s, 3 H) 2,68 (s, 3
H) 3,30 (s, 2 H) 3,36 (s, 3
H) 3,55 (s, 1 H) 3,99 (s, 1
H) 4,15 (s, 2 H) 4,26 (s, 2
H) 7,14 (s, 1 H) 8,32 (s, 1
H) 12,18 (s, 1 H)

Ilpumep 188 u
MEeTHJIaMUH

215

Huc(x)-tan 2-(4-{[(3,4-
IUX:I10p-5-MeTHiI- | H-uppoin-
2-un)kapboHui]aMuHoO }-3-
METOKCHUNHIIEPUIHH-1-HT)-4-
{12-
METOKCHITHJI )aMHHO |[KapOOHH
1}-1,3-THazon-5-kapOoKCHIaT

C
Me N~ N N
H WC() | \§§(NNO\
\ Me
Me 0\__
o] Me

MC (ES) MH": 562 mns
C22H29CINsO6S;

SIMP: 1,15 - 1,25 (m, 3 H)
1,74 (s, 2 H) 2,18 (s, 3 H)
3,26 (s, 3 H) 3,30 (s, 1 H)
3,36 (s, 3 H) 3,41 (d, 3 H)
3,55 (s, 1 H) 4,00 (s, 1 H)
4,10 - 4,19 (m, 2 H) 4,26 (s,
2H)7,15(d, 1H) 8,44 -
8,56 (m, 1 H) 12,16 (s, 1 H)

IIpumep 188 u (2-
MCTOKCHITHI)aMUH

Crp.: 1562
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216

Huc(£)-stun 2-(4-{[(3,4-
LUXJI0p-5-MeTHI- 1 H-niuppos-
2-un)kapOoHHI |aMHHO }-3-
METOKCUIIUNEPUANH- 1 -1IT)-4-
{[(2-runpokcu-1-
METHJI3THII )aMHUHO [KapOoHHUI }
-1,3-TtHason-5-kapbokcunar

MC (ES) MH": 562 s
C22H29CIhN5O6S;

SAMP: 1,08 (d, 2H) 1,22 (t,3
H) 1,75 (s, 2 H) 2,18 (s, 3
H) 3,37 (s, 3 H) 3,47 (d, 1
H) 3,55 (s, 1 H) 3,81 - 3,92
(m, 1 H) 3,99 (s, 1 H) 4,17
(q, 2 H) 4,27 (s, 2 H) 4,62
(s, 2 H) 7,15 (d, 1 H) 8,20
(d, 1 H) 12,17 (s, 1 H)

[Ipumep 188 u 2-
aMuHonponad-1-oi

217

Huc(£)-atun 2-(4-{[(3,4-
Iuxjaop-5-metun-1 H-nmuppo-
2-un)kapOOHUI |]aMHHO }-3-
METOKCUIIHI EPUAHH- | -1)1)~4-
{[(2-
TUAPOKCHUIIPONIAI )JaMAHO JkapO
oHHn}-1,3-THAa307-5-
KapOoKcHiatT

MC (ES) MH": 562 nns
C22H29CIhN506S;

SAMP: 1,07 (d, 3 H) 1,21 (t,
3H)1,75(s,2H) 2,18 (s, 3
H) 3,03 - 3,18 (m, 2 H) 3,36
(s, 3H) 3,41 (s, 1 H) 3,55
(s, 1 H) 3,74 (s, 1 H) 3,98
(s, 1 H) 4,11 - 4,19 (m, 2 H)
4,19 (s, 1 H) 4,30 (s, 1 H)
4,61 (s, 1 H)7,15(d, 1 H)
8,33-8,43 (m, 1 H) 12,16
(s, 1 H)

IIpumep 188 u 1-
aMHHOINPOIaH-2-01

218

atun 2-((35,4R)-4-{[(3,4-
AUXJIOp-5-MeTHII- 1 H-T1HppoI-
2-un)kapOboHu]aMuHO }-3-
METOKCHIHUIIEPHIUH- 1 -HIT)-4-
[(MeTunamuHO)kapboHUN]-
1,3-THa30a-5-kapOboKcHIAT

MC (ES) MH™: 518 s
C20H25C1;N5058S;

SMP: 1,21 (s, 3 H) 1,74 (s,
2 H) 2,18 (s, 3 H) 2,69 (s, 3
H) 3,17 (s, 2 H) 3,36 (s, 3
H) 3.55 (s, 1 H) 3,98 (s, 1
H) 4,14 (s, 2 H) 4,27 (s, 2
H) 7,13 (s, 1 H) 8,33 (s, 1
H) 12,17 (s, 1 H)

IHpumep 191 n
METHIIaMHH
THAPOXJIOPH]

219

stun 2-((35,4R)-4-{[(3,4-
auxiaop-5-MeTtun-1 H-nuppoi-
2-un)kapboHUI]|aMUHO }-3-
METOKCHIIUIICPUHH- ] -11)-4-
{[(2-

METOKCHUITHJI)aMHHO |KapOOHH
a1}-1,3-Tnazon-5-kapbokcunar

MC (ES) MH": 562 nns
C22H29C12N5OGS

Hpumep 191 u (2-
MCTOKCHATHII)aMHH

Crtp.: 163
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220 | otun 2-((35,4R)-4-{[(3,4- MC (ES) MH": 562 aas Ilpumep 191 u
nuxjop-5-metui-1H-nuppon- | CaoH0ClhNsO4S (25)-2-
2-Hn)KapOOHMI |aMKHO }-3- aMHHOINIponaH-1-o1
METOKCHIIUTIEPUIHH- | -1J1)-4-
({[(18)-2-ruapokcu-1-
METHIITHII|aMHHO } KApOOHH)
-1,3-Tnazon-5-kapOboKcHuar
Cl\ Cl
Me/ir—g\‘(ﬂ N f e
(I o\“‘C\N\g / ﬁ/k/OH
Me Q
& NMe
221 | artuxa 2-((35,4R)-4-{[(3,4- MC (ES) MH": 562 nns Ilpumep 191 u
auxiiop-5-metun-1H-nuppon- | CaoHp9ClaNsO6S [(1R)-2-meTorCcH-1-
2-nn)kapOoHHT |aMHHO }-3- METHJI3THI |aMIH
METOKCHIUINIEPUAUH-1-1T)-4-
({[(1R)-2-rugpoxcu-1-
METHJISTHII |aMHHO } KapOOHII)
-1,3-Tnazon-5-kapbokcuiaat
222 | Que(£)-atun 2-(4-{[(3,4- MC (ES) MH": 568 mns Mpumep 188 u
aax;aop-5-metun-1H-nmuppon- | C3HysClFaNsOsS; TAQDTOPITHIIAMHH
2-un)kapbonmni]aMuHo}-3- SAMP: 1,21 (t, 3 H) 1,75 (s,
METOKCHNHUIEepHUAHH-1-un)-4- |2 H) 2,18 (s, 3 H) 3,36 (s, 3
{[(2,2- H) 3,44 (s, 1 H) 3,55 (s, 3
nudropatua)amuno|kapbonun | H) 3,98 (s, 1 H) 4,16 (q, 2
}-1,3-trazou-5-xapboxcunar H) 4,26 (s, 2 H) 5,88-6,26
(t, 1H) 7,15 (d,1 H) 8,88 (s,
1 H) 12,16 (s, 1 H)
223 | Que(x)-atnn 2-(4-{[(3,4- MC (ES) MH™: 571 s ITpumep 188 u

nuxnop-5-metun- | H-nuppoit-
2-unm)xapOoHui|aMuHO }-3-
METOKCUIUIEPHAUH- | -ni1)-4-
[(n30Kcazomn-3-
nwiraMuHo)kapbonm:i]-1,3-
THa30J-5-kapboxcuiar

Ca2H4Cl1oN6O6S;

SIMP: 1,12 (t, 3 H) 1,77 (d,
2 H) 2,18 (s, 3 H) 3,38 (s, 3
H) 3,56 (s, 2 H) 3,98 (s, 2
H) 4,14 (q, 2 H) 4,19 - 4,34
(m, 2 H) 6,99 (d, 1 H) 7,16
(d, 1 H) 8,86 (d, 1 H) 11,59
(s, 1 H) 12,17 (s, 1 H)

H30KCa30n-3-aMUuH

Crtp.: 154
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Hue(x)-stun 2-(4-{[(3,4-
quxnop-5-merun-1 H-nuppon-
2-un)KkapOOHA |aMUHO }-3-
METOKCUNUNEPUAUH- 1 -1i)-4-
{[(3R)-TeTparnnpodypan-3-
HWIaMHHO |[Kapborwun}-1,3-
THa30J-5-KapOoKcHuiaar

MC (ES) MH": 574 jsa
C23H29C1N506S;

SIMP: 1,21 (1,3 H) 1,75 (d, 2
H) 1,87 (s, 1 H) 2,09 (s, 1
H) 2,18 (s, 3 H) 3,36 (s, 3
H) 3,42 (s, 1 H) 3,55 (s, 2
H) 3,69 (s, 1 H) 3,78 (s, 2
H) 4,01 (s, 1 H) 4,17 (d, 2
H) 4,28 (s, 3 H) 7,15 (d, 1
H) 8,67 (d, 1 H) 12,17 (s, 1
H)

[Tpumep 188 u
(3R)-
TeTparuapodypal-
3-aMuH 4~
METHIOEH30JCY b}
OHAT

225

Huc(£)-amur 2-(4-{[(3,4-
IHXJ0p-5-MeTun-1H-nuppon-
2-un)xkapboHun]amMuHO }-3-
METOKCHUIIHIIEpHAUH-1 -1n)-4-
({[(1R,25)-2-

G TOPIHKIIOPOITHI |aMHHO } Ka
pOonun)-1,3-THazon-5-

kapOoKkcunaT
F

Cl

Cl 1
j—g\wn Hi
Me N
N . N
0o \(/ y/ 0
1 S
Me o]
I} \—Me

MC (ES) MH": 562 ans
C22H26C12FN505S;

SIMP: 1,07 (s, 2 H) 1,21 (t,
3H) 1,75 (s, 2 H) 2,18 (s, 3
H) 2,73 (s, 1 H) 3,36 (s, 3
H) 3,41 (s, 1 H) 3,55 (s, 1
H) 3,99 (s, 1 H) 4,17 (s, 2
H) 4,26 (s, 3 H) 4,62-4,84
(d, 1H) 7,16 (s, 1 H) 8,64 (s,
1H) 12,17 (s, 1 H)

[Tpumep 188 u
(1R,28)-2-
(GbTOpIUKIONPONIAH
aMuH 4-
METHIOCH30JICY b
OHAaT

226

atux 2-((35,4R)-4-{[(3,4-
auxinop-S-metun- 1 H-nuppos-
2-un)kapboHun|aMuHO }-3-
METOKCHIHUIIEPUINH~]-1iT)-4-
({[(15)-2-meTokcH-1-
METHJITHJI|aMUHO } KapOOHHII)
-1,3-tHa3o0a-5-kapOokcunar

MC (ES) MH™: 576 nas
C23H31C1hN5O6S;

AMP: 1,09 (d, 3 H) 1,22 (t,
3H) 1,75 (s, 2 H) 2,18 (s, 3
H) 3,17 (s, 2 H) 3,26 (s, 3
H) 3.37 (s. 3 H) 3.55 (s. 1
H)4,01 (d,1 H)4,17(d, 2
H) 4,27 (s, 2 H) 7,16 (s, 1
H) 8,32 (d, 1 H) 12,16 (s, 1
H)

Ilpumep 191 n
[(15)-2-mMeTOoKCH-1-
METHJIITHII |aMHdH

227

atun 2-((35,4R)-4-{[(3,4-
IUXJop-5-merui-1 H-tuppoi-
2-un)xkapboHun|aMuHO }-3-
METOKCHNIUNEPHAUH-1-UT)-4-
[(1pon-2-uH-1-
wiaMugeo)kap6onui]-1,3-
THa301-5-kapbokcunar

MC (ES) MH": 542 mus
C22H5C1LN5058S;

SIMP: 1,22 (s, 3 H) 1,74 (s,
2 H) 2,18 (s, 3H) 3,16 (s, 1
H) 3,40 (m, 5 H) 3,55 (d, 1
H) 3,96 (s, 3 H) 4,17 (s, 2
H) 4,28 (s, 2 H) 7,14 (s, 1
H) 8,87 (s, 1 H) 12,16 (s, 1
H)

[Tpumep 191 n

InponnaprujilaMuH

Crtp.: 1565
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atun 2-((35,4R)-4-{[(3,4-
AUXI0p-5-MeTun-1H-nuppo-
2-un)kapboHHuI]aMUHO }-3-
METOKCUIIHIEPUAHH- 1 -1JT)-4-
{[2-runpokcu-1,1-
JUMETHJI3THI)aMUAHO |KapOoHH
n}-1,3-THazon-5-kapbokcuiar

MC (ES) MH":576 s
C23H3]C12N5068

SIMP: 1,26 (s, 6 H) 1,75 (s,
2 H) 2,18 (s,3H) 3,37 (s, 3
H) 3,44 (s, 3 H) 3,56 (s, 1
H) 4,03 (s, 1 H) 4,19 (s, 2
H) 4,28 (s, 2 H) 4,67 (s, 1
H) 7,16 (s, 1 H) 7,87 (s, 1
H) 12,17 (s, 1 H)

ITpumep 191 u 2-
aMHHO-2-
METHJHIpOoNnaH-1-o1a

229

2-((3S,4R)-4-{[(3,4-quxnop-
5-merun-1H-nuppon-2-
un)xapOGoHUI]aMHAHO } -3~
METOKCHIHIePUIHH- 1 -HIT)-4-
{[(2-rugpokcu-1,1-
JHMETHNITHI)aMMHO |KapOOHHU
n}-1,3-Trazon-5-kapboHoBas
KHCI0Ta

MC (ES) MH": 562 mns
C22H25C12FN5058;

SIMP: 1,08 (s, 3 H) 1,21 (t,
3 H) 1,76 (s, 2 H) 2,18 (s,
3H) 3,36 (s, 3 H) 3,41 (s, |
H) 3,55 (s, 1 H) 3,97 (s, 1
H) 4,09 - 4,19 (m, 2 H) 4,27
(s, 2 H) 4,61-4,83 (s, 1 H)
7,15 (d, 1 H) 8,64 (s, 1 H)
12,16 (s, 1 H)

pumep 191 n
(1R,25)-2-
GTOpUHUKIONPOITIaH
aMuH 4-
MEeTHJIOEH30JICY b
OHaT

230

atua 4-{[(1-

A aHONUKJIOTIPOIIVI ) aMHHO |K
apbonun}-2-((35,4R)-4-
{[(3,4-nuxnop-5-metnn-1H-
nuppon-2-

vi)kapboHus |aMuHo }-3-
METOKCHNUNEPUAUH- | -1T)-
1,3-tHason-5-kapbokcunar

cl cl
/AR R... HNjZ
Me/Z:S NN AN
\‘g o“‘. \g/ / o N
!

Me O\’
0 Me

MC (ES) MH": 569 nns
C23H26CIhN6O5S;

SIMP: 1,21 (q, 5 H) 1,50 -
1,61 (m, 2 H) 1,75 (s, 2 H)
2,18 (s, 3 H) 3,36 (s, 3 H)
3,40 (s, 1 H) 3,55 (s, 1 H)
4,01 (s, 1 H) 4,13 - 4,22 (m,
2H) 4,28 (s,2H) 7,14 (d, 1
H) 9,36 (s, 1 H) 12,17 (s, 1
H)

ITpumep 191 u 1-
aMHHOIIMKJION pOKa
HKapOOHHTPUI

231

3TUI 4-

[(uHxIOIpPONMIAMHEHO ))KapOOH
ni]-2-((3S,4R)-4-{[(3,4-
auxiop-5-mertun- 1 H-mupporn-
2-un)kapOonmilaMuHo}-3-
METOKCHUNUIIEPUIAUH-1-1IT)-
1,3-tra3zon-5-xapbokcunar

MC (ES) MH": 544 nna
C22H7CLN5Os5S;

SIMP: 0,49 (s, 2 H) 0,66 (d,
2H) 1,22 (s, 3 H) 1,75 (s, 2
H) 2,18 (s, 3 H) 2,72 (s, 1
H) 3,38 (m, 4 H) 3,55 (s, 1
H) 3,99 (s, 1 H) 4,17 (s, 2
H) 4,27 (s,2 H) 7,16 (s, 1
H) 8,44 (s, 1 H) 12,17 (s, 1
H)

ITpumep 191 n
LUKJIOTPONHIAMHUH

Crtp.: 156
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232

otun 4-{[(1-unaxo-1-
METHJIITHI)aMHHO [kapOoHu }
-2-((35,4R)-4-{[(3,4-nuxnop-
S-metun-1H-nuppon-2-
ui)kapOoHUI]aMuHo }-3-
METOKCHIIUNIEpUAUH-1-11)-
1,3-tuazon-5-kapboKcHnat

MC (ES) MH": 571 nas
C23H23CLN6OsS;

SIMP: 1,23 (t, 3 H) 1,62 (s,
6 H) 1,76 (s, 2 H) 2,18 (s, 3
H) 3,37 (s, 3 H) 3,56 (s, 1
H) 4,04 (s, 1 H) 4,15 - 4,22
(m, 2 H) 4,23 (s, 2 H) 7,15
(d, 1 H) 9,07 (s, 1 H) 12,17
(s, 1 H)

Ilpumep 191 u 2-
aMHHO-2-
METHIIIPONAHHUTD
U

233

atuxa 2-((3S5,4R)-4-{[(3,4-
auxnop-S-meTun- 1 H-nuppoi-
2-nn)xapboHMI|aMUHO }-3-
METOKCHNUAEPUIAUH- 1 -11)-4-
({[1-(ruapokcuMeTHI)-2-
METOKCH-2-
OKCO3THJI |aMUHO } KapOOHUJI )-
1,3-ruazo0i-5-kapOokcuiar

MC (ES) MH":606 nns
Ca3H29CIhN5OgS

SIMP: 1,21 (t, 3 H) 1,75 (s,
2H) 2,18 (s, 3 H) 3,37 (s, 3
H) 3,56 (s, 1 H) 3,66 (s, 2
H) 3,69 - 3,75 (m, 1 H) 4,00
(s, 1 H) 4,16 (q, 2 H) 4,27
(s, 2 H) 4,42 - 4,54 (m, 1 H)
4,98 (s, 1 H) 7,16 (d, 1 H)
8,75 (dd, 1 H) 12,17 (s, 1 H)

ITpumep 191 u
METHJI CepHHaT

234

atui 2-((35,4R)-4-{[(3,4-
Iux:1op-5-mMetun-1H-nuppoi-
2-uin)kapboHuN|aMUHO }-3-
METOKCHIIUIIEPHAHH- 1 -11T)-4-
{[(2-mopdonuH-4-
HII3THI)aMUHO |[KapOOHUI } -
1,3-tna3on-5-kapbokcuiar

MC (ES) MH": 617 mns
Cy5H34C1oN6O6S;

SIMP: 1,22 (d, 3 H) 1,75 (s,
2H) 2,18 (s, 3 H) 3,34 (m,
5H) 3,36 (s, 3 H) 3,55 (s, 1
H) 3,80 (s, 2 H) 3,91 (s, 2
H) 4,02 (s, 1 H) 4,16 (s, 2
H) 4,27 (s, 2 H) 4,94 (s, 1
H) 7,14 (s, 1 H) 8,59 (s, I
H) 12,16 (s, 1 H)

IIpumep 191 u (2-
Mopdonuu-4-
HIIDTHI)aMUH

235

atun 2-((35,4R)-4-{[(3.4-
nuxiop-5-merun-1/H-nuppon-
2-mwn)KapOOHUN |aMUHO }-3-
METOKCHTTUTIEPUIHH- | -11)-4-
{[(1,3-guokconan-2-
HJIMETHIT)aMHHO |[KapOOHU T } -
1,3-tnazon-5-kapbokcunar

cl ci
M Ig\‘(n """ C\ N 0
T N N
Hoo0 ~ N
O\Me S{éH/B
Q

0
\—Me

MC (ES) MH": 590 mns
Ca3H29CI2N5058S

AMP: 1,22 (d, 3 H) 1,75 (s,
2H) 2,18 (s, 3 H) 3,36 (s, 4
H) 3,55 (s, | H) 3,80 (s, 2
H) 3,91 (s, 2 H) 4,00 (s, 1
H) 4,16 (s, 3 H) 4,28 (s, 2
H) 4,94 (s, 1 H) 7,14 (s, 1
H) 8,59 (s, 1 H) 12,16 (s, 1
H)

Mpumep 191 u
(1,3-n1noxconaH-2-
HUIIMETHI )aMuH

Crtp.: 157
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atun 2-((3S5,4R)-4-{[(3,4-
JUXTI0p-5-MeTna-1H-nuppoir-
2-un)kapOoHMII]aMuHO }-3-
METOKCHIIUTIEPHIHH- 1 -HT)-4-
({[3-(2-okconupponuauH-1-
HJT)TIPOITHIT |aMHHO } KapOOHKUII)
-1,3-tHa3on-5-xkapboKcuiar

MC (ES) MH":629 nus
C26H34CIoNGO6S

IIpumep 191 u 1-
(3-
aMHHOIIPOIIMIT)TUD
POTUIHH-2-0H

237

atuna 2-((35,4R)-4-{[(3,4-
auxiop-S-metui-1 H-nuppo-
2-un)kapOoHmI JaMuHO }-3-
METOKCUIUIIePUINH-1-11T)-4-
{[(mupuaun-2-
HIJIMETH)aMHHO |KapOOHH I } -
1,3-Ttuazon-5-xkap6okcunar

MC (ES) MH": 595 nnsa
CasH23ClhNgOsS;

SAMP: 1,18 (¢, 3 H) 1,76 (s,
2 H) 2,18 (s, 3 H) 3,46 (s, 2
H) 3,57 (s, 1 H) 3,99 (s, 1
H) 4,16 (q, 2 H) 4,28 (s, 2
H) 4,50 (d, 2 H) 7,16 (d, 1
H) 7,34 (s, 1 H) 7,53 (d, 1
H) 7,81 - 7,93 (m, 1 H) 8,53
(s, 1 H) 9,07 (1,1 H) 12,17
(s, 1 H)

[Tpumep 191 u
(mupuaAnH-2-
HJIMCTELT )JaMHH

238

atun 2-((35,4R)-4-{[(3.4-
JuxJop-5-metun-1H-nuppoi-
2-un)kapboHUI|aMHHO }-3-
METOKCHIIUINICPUAUH- 1 -H1)-4-
({[2-
(METHITHO)3THII|aMHHO } Kap0
oHHuI)-1,3-THAa301-5-
kapbokcunar

MC (ES) MH™: 578 nns
C22H29C1N5058S,

[Ipamep 191 u [2-
(METHIITHO

239

atun 2-((3S,4R)-4-{[(3,4-
OHXJ0p-5-MeTHi- | H-iuppon-
2-un)kap6OHHUT]aMHHO }-3-
METOKCHITHIIEpUIANH- | -111)-4-
{[(1,3-okcaz0m1-2-
UJIMCTHJI)aMHHO |KapOOHHUT } -
1,3-trazon-5-xapOokcunar

MC (ES) MH": 585 mns
Ca3H26C12N6O6S;

AMP: 1,17 (t, 3 H) 1,74 (s,
2 H) 2,18 (s, 3 H) 3,37 (s, 3
H) 3,55 (s, 1 H) 4,00 (s, 1
H) 4,13 (d, 2 H) 4,26 (s, 2
H) 4,49 (d, 2 H) 7,11 - 7,25
(m, 2 H) 8,08 (s, 1 H) 9,07
(s, 1 H) 12,16 (s, 1 H)

IIpumep 191 u 1-
(1,3-okcazon-2-
HI)MeTaHaMHUH
THAPOXTIOPH

Crtp.: 158
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240

atuna 2-((385,4R)-4-{[(3,4-
auxjaop-S-metui- 1 H-nmppon-
2-nn)kapOoHMIT|aMAHO }-3-
METOKCHUTUTIEpUAHH-1-1)-4-
{[(2-

¢bTopaTmir)aMuHO |[KapOOHHI } -
1,3-tHa30-5-kapOoKCcHIaT

MC (ES) MH": 550 mis
C2]H25C12FN505S;

SAMP: 1,21 (t, 3 H) 1,74 (d,
2 H) 2,18 (s, 3 H) 3,40 (s, 3
H) 3,55 (s, 3 H) 3,99 (s, 1
H) 4,17 (d, 2 H) 4,27 (s, 2
H) 4,42 (s, 1 H) 4,58 (s, 1
H) 7,14 (s, 1 H) 8,70 (s, 1
H) 12,17 (s, 1 H)

[pumep 191 u 2-
dTop3TaHAMUH
THAPOXJIOPUL

241

atun 2-((3S5,4R)-4-{[(3,4-
LuXJop-5-meTun- 1 H-nuppoi-
2-u)xapOOHUT |JaMUHO }-3-
METOKCHIUIIEpUANH- 1 -ni)-4-
{[(2-rupokcu-2-
METHJIIIPONHII)aMHUHO JKapboH
un}-1,3-tuazon-5-
KapOoKkcHar

MC (ES) MH": 576 s
Ca3H3,CLhNsOsS;

SIMP: 1,11 (s, 6 H) 1,22 (d,
3H) 1,75 (s, 2 H) 2,18 (s, 3
H) 3,14 (s, 3 H) 3,38 (s, 3
H) 3,55 (s, 1 H) 3,95 (s, 1
H) 4,17 (s, 2 H) 4,27 (s, 2
H) 4,39 (s, 1 H) 7,14 (s, 1
H) 8,28 (s, 1 H) 12,17 (s, 1
§))

ITpumep 191 u 1-
aMHHO-2-
METHIIIPONAH-2-011

[Tpumepsl 242-245

Cnenytomue IIpumepsr

nojydaaid ¢ HOOMOIBK MCTOOHUKH,

npuMepe 34, U3 ykaszaHHBIX HCXOTHBIX BenlecT (MB3).

OIIHCAaHHOH B

Ilp.

CoerHeHHE

Jlanuble

"B

242

[uc(x)-atun 4-
(amunokapbonui)-2-(4-
{[(3,4-nuxnop-5-meTun-1H-
OUPpPOI-2-
UI1)KapOOHMII|aMHHO } -3-
METOKCHITUIIepUIUH- | -¥T)-
1,3-tazon-5-kapbokxcunar

MC (ES) MH": 504 nis
C19H23C1N5058

ITpumep 178

243

3TUI 4-(aMHHOKapOOHU)-2-
((3R,45)-4-{[(3,4-nuxmop-5-
Metuia-1 H-muppon-2-
UI)KapOOHHUII|aMUHO}-3-
METOKCUIIMIIEPUAUH- 1 -1TT)-
1,3-tnazon-5-kapboxcunar

MC (ES) MH": 504 mns
C19H2;CI,N5058

ITpumep 209

Crp.: 159
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Ilp. | Coenunenue JlaHHbBIE B

244 | otun 4-(aMmuHOKapOOHHUT)-2- MC (ES) MH: 492 nus pumep 210
((35,4R)-4-{[(3,4-muxmop-5- Ci3H,0C1L,FNsO4S
MeTHI-1H-nuppoi-2-
un)xapOOHUII|aMHHO }-3-
bropnunepuaun-1-ui)-1,3-
THA30JI-5-kapOoKCcHIaT

245 | otun 4-(aMmuHOKapOOHUIT)-2- MC (ES) MH": 504 nus [Tpumep 213
((3S8,4R)-4-{[(3,4-nuxiyop-5- C19H33C13N505S
Metun- 1 H-nuppoin-2- SAMP: 1,22 (t, 3H) 1,74 (d, 2
wi1)kapOboHMIT|aMuHO } -3- H) 2,18 (s, 3 H) 3,31 (s, 1 H)
METOKCHITHIIEPUIUH- 1 -1T)- 3,37 (s, 3H) 3,38 - 3,43 (m, 1

1,3-trazon-5-kapbokcunar H) 3,55 (s, 1 H) 3,95 (s, 1 H)
oo 4,17 (q, 2 H) 4,27 (s, 2 H)
" I&WNC . 7.15 (d, 1 H) 7,53 (s, 1 H)
N N
Ho 0o \g/{;&o 7,82 (s, 1 H) 12,17 (s, 1 H)
Me o}

o —Me

IMpuMmep 246
LHuc(£)-atun 2-(4-{[(3.4-puxaop-5-metui-1H-nuppona-2-mwi)kapbouuialaMmuHo }-3-

METOKcHOUnepuauH-1-mi)-4-(mopdonun-4-uamMerui)-1,.3-tuazon-5-kapOoKcHiaar

K pactBopy atun 2-(4-{[(3,4-nuxnop-5-metun-1H-nmuppon-2-
H1)KapOOHUJI |aMHUHO }-3-MeTOKCUNIUNIEpUANH- 1 -1)-4-PpopMun-1,3-Tuazon-5-
kapboxcunarta (0,15 r, 0,31 mmons, [Ipumep 252) B Metunenxsiopuae (20 M)
nobasnanu tpualnerokcudboporuapua varpus (0,1 r, 0,47 mmons) u mopdonun (0,03
i, 0,34 Mmmons). PeaknimOHHYIO cMech NepeMellnBaii NpH KOMHATHOM TeMIepaType
u nabmonanu ¢ nomomsio JXXMC. Ilocne 3aBepuienns peakiHH, peaKIHOHHYIO
cmech paspogunu 1 H. HCI u 3arem pacopenensinn ¢ EtOAc/nacei. 6ukapbonarom
Hatpus. Ilociie IpoMBIBaHMS COJISSHBIM pacTBOPOM, BEICYIIUBAHUS C TOMOUIIBIO
MgSO4 1 XOHLEHTPUPOBAaHHS [OJIyHaJIu TBep/oe BewecTBo. Ilpu ocymecTBieHun
OYHCTKH Ha CHIIMKareneBoi ¢uaui-kononke (3mroupoBanue rpaauneaTom 70-100%
EtOAc/CH,Cl,) nmonyyanu gnctsiii npoayxt (0,091 r) MC (ES) M+H": 560 s
C23H3;CI2NsOsS; AMP: 1,24 (t,3 H) 1,75 (s, 2 H) 2,18 (s, 3 H) 3,32 (s, 2 H) 3,36 (s, 3
H) 3,52 (s, 2 H) 3,54 (d, 4 H) 3,65 - 3,75 (m, 2 H) 3,76 - 3,86 (m, 2 H) 3,93 (s, | H)
4,18(q,2H)4,27 (s, 1 H) 7,16 (d,1 H) 12,16 (s, 1 H)

IIpumepsr 247-249

Crp.: 160
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Cnenyromue IlpyMeppl TOTOBUIIM ¢ TTIOMOUIBK) METOJIMKH, ONACAHHOHN B

[Ipumepe 246, u3 ykazaHHBIX HcXoAHBIX BemecTB (MB).

ITp. | Coequnenue Janupie UB

247 | Que(x)-atun 4-[(mpem- MC (ES) MH": 546 ans IIpumep 252 u
OyTHNaMUHO )MeTH |-2-(4- Cy3H33C1LNs04S; mpem-
{[(3,4-nuxnop-5-metun-1H- SAMP: 1,04 (s, 9 H) 1,22 (t, 3 OyTHNaMuH
NUppoI-2- H) 1,72 (d,2H)2,17 (s, 3 H)
ui)kapOoHHUI |aMHUHO } -3- 3,32 (s, 1 H) 3,35 (s, 3 H)

METOKCHUIUINEPUIUH- ] -}IT)- 3,53(s, 1 H) 3,78 - 3,92 (m, 2
1,3-Tuazon-5-kapbokcunar H) 4,17 (q, 2 H) 4,23 (d, 2 H)
7,14 (d, 1 H)

248 | Huc(x)-otun 2-(4-{[(3,4- MC (ES) MH": 558 ans [Tpumep 252 u
auxnop-S-metun-1H-nuppon- | C4H33CIhN5O4S OUTICPHANH
2-un)kapOoHUI JaMHUHO }-3-

METOKCHIIUIIEPUANH- 1 -1iT)-4-
(munepuaun-1-unMerun)-1,3-
THa307-5-kapOboKkcHiIaT

249 | stuan 2-((35,4R)-4-{[(3,4- MC (ES) MH": 560 nus [Ipumep 252 u

auxyop-S-metun- 1 H-nuppon- | C3H3;CIbNsOsS UPPOTHANH -
2-un)KapOOHHUI |aMHHO }-3- 3-on
METOKCUNIHUNIEpUINH-] -11)-4-
[(3-rugpokcHOUppONHAUH-1-
uin)metnnl-1,3-tuazon-5-
Kapbokcuiar

Ilpumep 250

LHuc(x)-stun 2-(4-{{(3,4-quxiop-5-MeTun- 1 H-nuppon-2-un)kapboHunlaMuHo } -3-

METOKCHIHIEepHAUH-1-1m1)-4-[(E)-(rugpokcuuMuuo)Metmiil-1.3-Tuazom-5-

Kapboxcuar

Cl Cl
Me/m\‘(“ﬁ N IN/OH
N N—z
R
Me
0

(0]
\—Me

Pacreop Juc(£)-srun 2-(4-{[(3,4-nux1op-5-merun-1 H-nuppon-2-

HJ1)KapOOHMIT]aMHHO } -3 -METOKCUIIMIIE pUINH- 1 -111)-4-popmu-1,3-THa301-5-

xapboxcunara (0,10 r, 0,2 MMous, Tlpumep 252), anerara warpus (0,041 r, 0,5 MMo1b)

U ruapoxjaopuaa rugpokcunamMuna (0,028 r, 0,4 Mmmons) HarpeBanu B kosbe ¢

Crp.: 161
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00OpaTHBIM XOJIOAUJIIBHUKOM B a0COJIIOTHOM 3TaHOJe B TeyeHue 3 yacos. [locie
OXJIAXKACHHUSA 00 KOMHATHOH TEMIEPATypLl 3TAHOJI YyOalAIH IIpH TOHHUKCHHOM
JlaBjieHuy, 3aTeM pacupenensdiu Mexay EtOAc/H,O, BHICYIIHBANK ¢ MOMOLIBIO
MgSO4 u koHUEHTPHpOBAaH, OJyYas xeaToe TBepaoe BemecTso (0,081 r) MC (ES):
504 AMP: 1,25 (t, 3H) 1,75 (s, 2 H) 2,18 (s, 3 H) 3,31 (s, 3 H) 3,36 (s, 3 H) 3,55 (s, 1
H) 3,95 (s, 1 H) 4,18 - 4,26 (m, 2 H) 4,26 (d, 2 H) 7,16 (d, 1 H) 8,61 (s, 1 H) 11,72 (s,
1 H) 12,16 (s, 1 H)

IIpumepsr 251

Crnenyromuit IIpuMep roToBHIN ¢ MOMOIIBIO METOIUKH, onKcaHHoi B [Ipumepe

250, u3 yxazaHHBIX HCXOMHEIX BemecTB (MB).

IIp. | Coenunenne Jlannsre VB

251 | atun 2-((35,4R)-4-{[(3,4- MC (ES) MH": 518 mns Ilpumep 252 u
auxiop-5-metun-1 H-nuppon- | CooHy5CIN5O5S; METOKCHJIAMHH
2-un)KapOOHHII|aMHHO }-3- AMP: 1,25 (t,3 H) 1,76 (s, 2 THAPOXJIOPU ]

Metokcununepuaus-1-un)-4- | H) 2,19 (s, 3 H) 3,30 - 3,32
[(E)-(MeToxcuuMuHO)MeTHA]- | (m, 2 H) 3,35 - 3,39 (m, 3 H)
1,3-tuazon-5-kapbokcunar 3,57 (s, 1 H) 3,92 (s, 3 H)
4,04 (s, 1 H) 4,19 -4,25 (m, 2
H) 4,25 -4,33 (m, 2 H) 7,16
(d, 1 H) 8,66 (s, 1 H) 12,16 (s,
1 H)

Hpumep 252
Luc(£)-otun 2-(4-{[(3.4-guxnop-5-metun-1 H-nuppon-2-un)kapbounnlaMuHo } -3-

MeTOKCHOHIepuAnH- 1 -ui)-4-dopmumii-1,3-tuazon-5-kapbokcuiar

K pacrBopy Huc(x)-3tun 2-(4-{[(3,4-nuxnop-5-merun-1H-nuppoin-2-
MI1)KapOOHUIIJaMUHO }-3-METOKCUITHIIEPUNH- 1 -UiT)-4-(THApoKcHMe TN )-1,3-THazon-5-
kapbokcunara (0,63 r, 1,3 Mmons, Ilpumep 143) B MeTriienxnopune noGasisanu
nepidonunan [lecc-Mapruna (0,61 r, 1,4 mmons). Ilocne mepeMemiuBanus B TeYeHHE
1 yaca npr KOMHaTHOH TeMIIepaType peakl(us 3apepmanack. HeouuueHnnyo
PEaKUHOHHYIO CMECh NPOMEBIBANIM BOAOH (X2) M COJISHBIM PacTBOPOM, 3aT€M
BBICYLIHBAIHU ¢ noMombio MgSO4 u KOHIEHTpUPOBaIH A0 MEHHUMAILHOTO 06heMa
METHJIEHXJIOPHJIA, 3aTEM €r0 cpa3y HAaHOCHIIM Ha CHJIHKAreNeByo (Iai-KoJIOHKY
(pmouposanue rpagueHToM 10 1:1 EtOAc B CH2CI12). Ouunmennsie Gppaxkuuu

KOHLEHTPHPOBAIH, IIOJTydas Ipo3payHoe, XKeaToe TBepaoe BemectBo (0,56 r). SIMP:

Crtp.: 162
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1,29 (t, 3 H) 1,75 (s, 2 H) 2,18 (s, 3 H) 3,38 (s, 4 H) 3,44 (s, 1 H) 3,57 (s, 1 H) 4,03
(d, 1H) 4,22 - 4,35 (m, 4 H) 7,15 (d, 1 H) 10,31 (s, 1 H) 12,16 (s, 1 H).

Ipumep 253
atua 2-((35.4R)-4- {[(3.4-guxnop-5-meTui-1 H-nuppon-2-un)kapbounalaMmuno ¥ -3-

METOKCHNUNEpUANH-1-11)-4-(audTopMeTin)-1,3-THaz071-5-KkapOOKCHIAT

Hustunamunorpudropun cepsl (0,03 M, 0,22 MMonb) 106aBIsIH K pacTBOPY
st 2-((35,4R)-4-{[(3,4-nuxnop-5-metun-1 H-nuppon-2-un)kapOoHH |aMHHO } -3-
METOKCHIIHIIEpUIANH-1-un)-4-dopmuii-1,3-THazon-5-kap6okcunara (0,10 , 0,2 MMOnh,
ITpumep 252) B meTHneHxnopuae. Peakiius 3aBepuianack mocie OXJIaXICHHUS B KoJI6e
¢ OOpaTHEIM XOJIONUIBHHUKOM B TeueHHe HOuH. Ilocie oxJlaxIeHHs 10 KOMHATHOM
TEMIICPATYPHI, PEAKIMOHHYIO CMECh TPOMBIBAIM BOLOH (X3) M COJIAHBIM PacTBOPOM
(x1), BeicymuBanu ¢ nomMomsio MgSOy4 i KOHIEHTPHPOBAIIH, IIONYYas JKeJToe
TBEPJIOC BEIIECTBO, U3 KOTOPOTO, ITOCJIE PACTHPAHUS B IOPOILIOK, IIOJIyYaln
npo3spaunoe 6enoe TBepuaoe seniectso (0,021 r). MC (ES) M+H: 511 nas
C1oH2C1FaN4O4S; AAMP: 1,26 (t, 3 H) 1,75 (s, 2 H) 2,18 (s, 3 H) 3,37 (s, 3 H) 3,43
(s, 1H)3,56 (s, 1 H)3,9 (s, 1 H) 4,25 (s, 1 H) 4,36 (s, 2H) 7,16 (s, 1 H) 7,31 (s, 1
H) 12,17 (s, 1 H).

IIpumep 254
atua 4-(azupometni)-2-((35.4R)-4-{[(3.4-nuxnop-5-metui-1 H-nuppoa-2-

un)kapOoHUI]|aMHHO } -3-MeTOKCHIIUIIEPUAKH- 1 -1in)-1,3-THazon-5-kapOoKcHIaT

K cycnensum atun 2-((35,4R)-4-{[(3,4-nuxnop-5-metui- 1 H-mupposn-2-
W1)KapOOHHII|aMUHO } -3-MEeTOKCHUIIHNICPUAKH- | -11J1)-4-(rruapokcuMeTri)-1,3-Tnazon-5-
xapbokcunara (0,10 r, 0,2 mmons, ITpumep 143) B 6e3BogHOM TOyOsIE 10OaBIAIH
qudenundochoprnazun (0,053 mi, 0,24 MMonb). PeakiIHOHHYIO CMECH OXTIAXAaIH
1o 0° u Mennenno xo6asnsanun DBU. Tlocne nepememusanus npu 0° B Teyenue 30
MHUHYT PEaKLIMOHHYIO CMECh HArPEBAIH /10 KOMHATHOH TeMIepaTypel |
HepeMELIUBAIN B TeYeHHEe HOYH. JByX(a3Hyio peaKIMOHHYIO CMECh IPOMBIBAIIH
Bono# (x3), 1 u. HCI (x1), constHpiM pacTBOpoM (X 1), BRICYIIHBAIH ¢ HOMOIIBIO

MgSO4 u xornentpuposanu (0,048 r). MC (ES) M+H: 516 nns C19H23C1oN704S.

Ilpumep 255

Crtp.: 163
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Huc(£)-3tin 4-[nuano(Mopdonun-4-un)Mernin]-2-(4- {[(3.4-nuxaop-5-meTun-1H-

nUppoJi-2-wi)KapOoHMUJI JaMHHO } -3-METOKCUITHITEPUANH-1 -11)-1,3-THa30J1-5-

O
Ci Cl
M /Z/—g\ﬁnf\ N (Nj
e
H ®) 0 N\g/ y/
Me

kapOokcuIar

Pacteop nmanuga Hatpus (0,011 r, 0,22 mmois) u Mmopdonuna (0,018 mu, 0,21
MMOJIB) B BoJie (5 M) oxuaxanu 10 0°. Meanenno po6asnsnm 1 1. HCI (0,22 i,
0,22 mmosip). Ilocie HarpeBanus 10 KOMHATHON TeMIEPATyphl, JOOGABJIANHN PacTBOP
Huc(+)-sTHn 2-(4- {[(3,4-auxn0p-5-MeTHn-1 H-nuppon-2-un)kapOGouun |aMHHO } -3-
METOKCHITUIIEPUANH- 1 -11)-4-hopmuii-1,3-THa3o1-5-kapGokcunara (0,10 r, 0,2 MMos,
ITpumep 252) B metanone (10 mi). [Mocne mepeMeniuBaHus IpH KOMHATHOH
TEMITEPAType B TEUCHHUE LIECTH HEAEND PEaKIHs 3apepliasack. PEeakiHOHHYIO CMeCh
KOHIEHTPHPOBAIM I yJaJCHUS METaHOJa U OCTATOK PasBOAMIIM BOJOIH H
skcrparuposaidd EtOAc (x3), IpOMBIBaIH CONSHBIM pacTBOPOM (X 1), BRICYINUBAIH C
nomoubo MgSOy4 ¥ KOHIIEHTPUPOBAIH, TOJIyYasi OpaHXKeBOe TBEPJIOE BELIECTRO

(0,055 ). MC (ES) M+H: 585 nns C,4H30C1LN6OsS.

Ipumep 256
atun 2-((35,4R)-4-{[(3.4-nuxn0op-5-MeTH)I- 1 H-mupposn-2-wi)xkapboumilamMmuuo } -3-

METOKCHNHIEPHANH-1-u1)-4-({[2-(MeTHICYALGOHMA)ITHI JamMmuEo Y kapOonmi)-1,3-

THa30J-5-kapOoKcHuiIar

M-CPBA (0,091 r, 0,37 MMoJib) 100aBIsIIM K OXJTaXASHHOMY PacTBOPY 3THII 2-
((38,4R)-4-{[(3,4-guxnop-5-metun-1 H-nuppoin-2-un)kap6onni|amuHo } -3-
METOKCHOHUIEpUANH-1-un)-4-({[2-(MeTunTHo)3TUN]aMHuHO } KapboHuI)-1,3-THA301-5-
kapbokcunara (0,107 r, 0,18 mMous, [Tpumep 238) B metunenxnopuge. ITocne
nepeMelIBaHMs DU KOMHATHOR TeMIepaType B TeUeHHE 2 YacOB, PeaKIIHOHHYIO
CM€Ch IpOMBIBAJIM Hachlll. OukapOoHaTOM HaTpus (X3), BEICYUIMBAJMU C [IOMOIIBIO
MgSO4, n xoHIleHTpHpOBaNH, Moy4as 6enoe TBepaoe Bemectso (0,092 r). MC (ES)
M+H: 610 nna CoHz9C1oNsO5S,; SIMP: 1,21 (g, 3 H) 1,66 - 1,80 (m, 2 H) 2,18 (s, 3

Crtp.: 164
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H) 3,04 (s, 3 H) 3,29 (s, 4 H) 3,36 (s, 3 H) 3,51 - 3,62 (m, 3 H) 3,99 (s, 1 H) 4,17 (q,
2 H) 4,28 (s,2H) 7,15 (d, 1 H) 8,72 (t, 1 H) 12,17 (5, 1 H).

[Ipumeprr 257-381

CHGIIYIOHII/IC HpHMepH CHHTE3UPOBAJIX ¢ IOMOIBIO ME€TOAA, aHAJIOTHYHOTO

ONMHMCaHHOMY B IpUMepE 35, u3 UcxouHbIX BemecT (MB), mpuBeIcHHEIX B TabIHIIe

HHXKE.

IIp. | Coeqnnenue SAMP m/z | UB

25 | Que(x)-2-{4-{[(3,4-quxnop- 1,85 (m, 2H), 2,16 (s, 3H), 2,2 479 | pumep

7 5-meTtun-1H-nuppon-2- (m, 1H), 2,5 (s, 3H), 2,6-2,9 89
u)kapOOHHI|aMHHO } -3~ (m, 2H), 3,0 (m, 1H), 3,2 (m,
[(MeTuncynspuuum)merun]n | 1H), 3,9 (m, 2H), 4,17 (m, 1H),
unepuaun-1-un}-1,3-tuazon- | 7,4 (s, 1H), 7,7 (dd,1H), 7,9
5-xap6oHOBas KHCAOTA (tuupoxkwui s, 1H).

25 | Que(x)-2-{4-{[(3,4-muxnop- 1,71 (m, 2H), 2,12 (s, 3H), 2,96 | 495 | IIpumep

8 5-metun-1H-nmuppoin-2- (s, 3H), 2,99 (m, 2H), 3,12 (m, 90
un)kapOboHmI)aMUHO } -3~ 3H), 3,95 (m, 2H), 4,3 (m, 1H),
[(Metuncynsdonun)mernn|n | 7,37 (d, 1H), 7,7 (s, 1H), 12
unepuaun-1-un}-1,3-trnason- | (mupokui s, 1H), 12,6
5-xkap6oHOBAs KHCIOTA (mupoxkui s, 1H).

25 | 2-((35,4R)-4-{[(3,4-auxno0p- 1,75 (m, 2H), 2,12 (s, 3H), 2,45 | 435 | Ilpumep

9 5-metun-1H-nupposu-2- (s, 3H), 3,14 (m, 1H), 3,27 (dd, 91
HT)KapOOHHJI|aMHHO } -3- 1H), 3,8 (d, 1H), 4,0 (m, 2H),
¢ropnunepuauH-1-ui)-5- 4,78 (d, 1H), 5,9 (mupoxkuii s,
MeTu-1,3-THazon-4- 1H), 7,16 (d, 1H), 12 (s, 1H).
kapOOHOBas KHCIOTA

26 | 2-((35,4R)-4-{[(3,4-muxn0p- 1,67 (m, 2H), 2,1 (s, 3H), 2,45 447 | llpumep

0 5-mertun-1H-nuppon-2- (s,3H), 3,1 (m, 2H), 3,3 (s, 3H), 92

Ui )KkapOOHUII |]aMHHO } -3-
METOKCUIIUIEpUANH-1 -11)-5-
MeTuiI-1,3-THazon-4-
KapOOHOBas KHCIOTA

Cl Ci
H
¢ N N Me
\
Me
(0]

OH

3,7 (d, 2H), 4,0 (dd, 2H), 4,4
(mmmpokuit s, 1H), 7,0 (d, 1H),
12,1 (s, 1H).

Ctp.: 165
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ITp. | Coenunenue AMP m/z | B
26 | 2-((3S,4R)-4-{[(3,4-nuxmn0p- 1,86 (m, 4H), 2,2 (s, 6H), 3,4 478 | [Ipumep
1 5-merun-1H-nuppon-2- (m, 4H), 3,8 (s, 3H), 3,9 (s, 94
U1)KapOoOHUI|aMUHO }-3- 3H), 4,0 (m, 2H), 4,3 (m, 4H),
¢ropnunepuauH-1-mi)-5- 4.9 (s, 1H), 5,0 (s, 1H), 7,2 (d,
[(MeToxcnumurO)MeTun]-1,3- | 2H), 8,4 (s, 1H), 8,7 (s, 1H),
THa30J1-4-kapOoHOBas 12,1 (s, 2H), 13,2 (s, 2H).
KHCIIOTA
26 | Huc(£)-2-[4-{[(3,4-quxmnop- 1,93 (m, 2H), 2,16 (s, 3H), 3,3- | 566 | IIpumep
2 5-merun-1H-nuppon-2- 3,8 (m, 11H), 4,0 (m, 2H), 4,4 93
U1)KapOOHHI[aMHHO }-3- (m, 1H), 7,2 (d, 1H), 7,4 (t,
(MmopdosinH-4- 1H), 7,6 (d, 1H), 7,7 (d, 1H),
UIKapOOHMWI)THTIepHAHH- 1 - 9,8 (mupoxkwuii s, 1H), 12,0 (s,
uij-1,3-6en3oTnaszon-7- 1H).
KapOoHOBas KHCIIOTA
26 | Luc(+)-2-[4-{[(3,4-muxnop- 1,65-1,90 (m, 2H); 2,14 (s, 3H); | 449 | IIpumep
3 5-metun-1H-nuppoi-2- 2,19 (s, 3H); 3,20-3,45 (m, 2H); 95
ui)kapOOHHUI |aMHHO } -3 - 3,73 (d, 1H); 3,94 (d, 1H); 4,02
(METHJITHO)THNICPHINH- ] - (dd, 1H); 4,43 (m, 1H); 7,24 (d,
uia]-1,3-tuazon-5- 1H); 7,75 (s, 1H); 12,13 (s,
KapboHOBas KUcCJIOTa 1H); 12,66 (s, 1H).
26 | Huc(x)-2-[4-{[(3,4-nuxn0p- 1,70 (m, 1H); 1,90 (m, 1H); 481 | Ilpumep
4 5-metwii-1H-nuppon-2- 2,11 (s, 3H); 3,00 (s, 3H); 3,30- 96
un)kapOOHMUIT|aMHHO } -3- 3,45 (m, 2H); 3,45 (m, 1H),
(Metuncynbdonun)manepuan | 3,62 (m, 2H); 4,30 (bd, 1H);
H-1-mn]-1,3-THAa3z0Nn-5- 7,39 (s, 1H); 8,20 (m, 1H);
KapOOHOBas KUCJIOTA 12,10 (s, 1H); 12,60 (s, 1H).
26 ch(j;)Z-(?,-(63}1314}101((:14)-4- 1,79 (m, 2H); 2,18 (s, 3H); 3,35 } 509 HpHMep
5 {[(3,4-nuxnop-5-meTun-1H- (m, 2H); 3,81 (s, 1H); 3,95 (d, 97

nuppos-2-

nn)KapOOHUI JaMIHO } TUTIEPH
IuH-1-11)-1,3-THazoi-5-
KapOOHOBas KHCJIOTA

1H); 4,29 (m, 1H); 4,46 (m,
2H); 4,71 (d, 1H); 7,09 (d, 1H);
7,25 (s, SH); 7,75 (s, 1H);
12,12 (s, 1H); 12,63 (s, 1H).
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IIp. | Coepunenue JIMP m/z | UB
26 | Huc(x)-2-[4-{[(3,4-muxnop- 1,76 (m, 2H); 2,18 (s, 3H); 3,30 | 457 | Ilpumep
6 S5-meTtun-1H-nuppoi-2- (m, 2H); 3,44 (t, 1H); 3,87 (s, 98
uin)kapOoHus]aMuHO}-3- 1H); 3,96 (m, 1H); 4,22-4,36
(npon-2-uH-1- (m, 4H); 7,15 (d, 1H); 7,73 (s,
UIIOKCH ) TUTIEpHUAUH- 1 -1 |- 1H); 12,15 (s, 1H); 12,62 (s,
1,3-Ttnazon-5-kapGoHoBas 1H).
KHCIOTa
26 | Tpanc(+)2-(3-(6ensunokcu)- | 1,72 (m, 1H), 1,98 (m, 1H), 509 | IIpumep
7 4-{[(3,4-nuxnop-5-MeTHII- 2,17 (s, 3H), 3,26 (m, 1H), 3,67 99 u
1H-tuppon-2- (m, 1H), 3,82 (m, 1H), 4,14 (m, Benzun
un)kapOonui]amuno jnunepu | 2H), 4,63 (dd, 2H), 7,28 (m, O6pomMuJ
JuH-1-u1)-1,3-THazon-5- 5H), 7,34 (d, 2H), 7,76 (s, 1H),
KapOOHOBas KHCIIOTa 12,00 (s, 1H), 12,66 (br s, 1H)
26 | Tpanc(£)2-(3-(anmmiokcu)-4- | 1,67 (m, 1H), 1,98 (m, 1H), 459 | Ilpumep
8 {[(3,4-nuxnop-5-metun-1H- 2,17 (s, 3H), 3,22 (m, 1H), 3,37 99 u
OUppOI-2- (m, 1H), 3,57 (m, 1H), 3,79 (m, i
un)kap6onunjamuno juunepu | 1H), 4,09 (m, 4H), 5,10 (d, GpoMun
IuH-1-un)-1,3-THazon-5- 1H), 5,23 (dd, 1H), 5,85 (m,
kapOOHOBas KHCIIOTA 1H), 7,31 (d, 2H), 7,76 (s, 1H),
11,99 (s, 1H)
26 | Tpanc(£)2-(4-{[(3,4-nuxsnop- | 1,60 (m, 1H), 2,01 (m, 1H), 419 | Ilpumep
9 5-metui-1H-nuppoi-2- 2,17 (s, 3H), 3,07 (m, 1H), 3,30 99
HJ1)KapOOHHUIT|JaMHHO }-3- (m, 1H), 3,61 (m, 1H), 3,82 (m,
FHIPOKCHIIHIIEPHATUH- | -HT)- 1H), 3,90 (m, 1H) 3,99 (m,
1,3-trazon-5-xapboHOBas 1H), 4,58 (m, 1H), 7,18 (d,
KHCIIOTa 1H), 7,31 (m, 1H), 7,75 (s, 1H),
11,97 (s, 1H)
27 | Tpanc(£)2-[4-{[(3,4-ouxnop- | 1,74 (m, 1H), 2,00 (m, 1H), 510 | Ilpumep
0 5-metun-1H-nuppon-2- 2,16 (s, 3H), 3,36 (m, 2H), 3,79 99 u 2-
HJI)KapOOHUN|aMHHO }-3- (m, 2H), 4,18 (m, 2H), 4,80 XJI0pMe
(mupuauH-2- (dd, 2H), 7,41 (brd, 1H), 7,46 THJIITHP
UIIMETOKCH )IUIIEpUANH-1- (brt, 2H), 7,54 (brd, 1H), 7,76 HIWH

unl-1,3-tnazon-5-
kapOoHOBas KHCJIOTA

Cl Cl ?
S
L3 O ¥
Me™ Ny N
0 o
N\
©

(s, 1H), 7,94 (brt, 1H), 8,58
(brd, 1H), 11,99 (s, 1H)
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Ip. | Coequnenue AMP m/z | B
27 | 2-((3S,4R)-4-{[(3-xm0p-5- 1,85 (m, 2H); 2,17 (s, 3H); 3,48 {387 | Ilpumep
1 MeTun-1H-nuppon-2- (m 2H); 4,0 (m, 1H); 4,33 (m, 100
U)KapOOHHUI|aMHHO } -3~ 2H); 4,96 (d, br, 1H); 5,95 (s,
¢ropnunepuguu-1-un)-1,3- 1H); 7,10 (d, 1H); 7,76 (s, 1H);
THa301-5-kapboHoBas 11,63 (s, 1H); 12,68 (s, br, 1H)
KHCJIOTA
27 | 2-((3S,4R)-4-{[(3-xJy0p-5- 1,88 (m, 2H); 2,17 (s, 3H); 3,31 | 387 | Ilpumep
2 metun-1H-nuppoa-2- (m 2H); 3,94 (m, 1H); 4,23 (m, 101
nn)kapboHUIT]aMUHO }-3- 2H); 4,90 (d, br, 1H); 5,93 (s,
bropmunepnauu-1-um)-1,3- 1H); 7,10 (d, 1H); 7,62 (s, 1H);
THa30/1-4-kapOoHoBas 11,62 (s, 1H)
KHCJIOTa
27 | 2-((3S,4R)-4-{[(3-xn0p-5- 1,88 (m, 2H); 2,17 (s, 3H); 3,31 | 437 | Ilpumep
3 MeTuia- 1 H-nuppon-2- (m 2H); 4,19 (m, 1H); 4,46 (m, 102
un)kapOoHUI |JaMHHO } -3- 2H); 4,97 (d, br, 1H); 5,93 (s,
bropnunepunuu-1-mn)-1,3- 1H); 7,10 (d, 1H); 7,41 (t, 1H);
6eH30THa30J-7-KapOoHOBas 7,68 (d, 1H); 7,69 (d, 1H);
KHCJIOTa 11,62 (s, 1H)
27 1 2-((3S,4R)-4-{[(3-x10p-5- 1,80 (m, 2H); 2,16 (s, 3H); 3,06 | 381 | IIpumep
4 meTHin- | H-nuppoi-2- (m 2H); 4,40 (m, 2H); 4,71 (m, 108
A1)KapOOHH T |aMHUHO } -3- 1H); 4,90 (d, br, 1H); 5,94 (s,
¢ropnunepunuH-1- 1H); 7,03 (m, 2H); 7,26 (s, 1H);
HI)M30HHKOTHHOBad Kuciorta | 8,22 (d, 1H); 11,61 (s, br, 1H)
27 | 2-((3S,4R)-4-{[(4-6pom-5- 1,94 (m, 1H); 1,98 (m, 1H); 432 | IIpumep
5 MeTui- 1H-nuppoin-2- 2,14 (s, 3H); 3,31 (m 2H); 4,01 103
HJT)KapOOHU T |aMHHO }-3- (m, 1H); 4,28 (m, 2H); 4,86 (d,
dTopnunepuaun-1-mn)-1,3- br, 1H); 6,94 (s, 1H); 7,75 (s,
THa30J1-5-kapOoHOBag 1H); 8,02 (d, 1H); 11,73 (s,
KucioTta 1H).
Br Q
N o, S
he /N\ CN\%]/U\OH
O F
27 | 2-((3S.,4R)-4-{[(4-6pom-5- 1,72 (m, 1H); 1,92 (m, 1H); 426 | Ilpumep
6 meTui- 1 H-nuppon-2- 2,15 (s, 3H); 3,10 (m, 1H); 3,30 109

U )KapOOHUI |aMUHO }-3-
¢ropnunEepHANH-1-
HJT)H30HHKOTHHOBAS KHCIOTa

(m, 1H); 4,24 (m, 1H); 4,44 (m,
1H); 4,69 (m, 1H); 4,86 (d, br,
1H); 6,96 (s, 1H); 7,05 (d, 1H);
7,33 (s, 1H); 7,95 (d, 1H); 8,24
(d, 1H); 11,74 (s, br, 1H).
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IIp. | CoenqnHenne SAMP m/z | UB
27 | 2-((3S,4R)-4-{[(4-6pom-3- 1,86 (m, 2H); 2,19 (s, 3H); 3,48 | 466 | Ilpumep
7 xnop-5-metun-1H-nuppon-2- | (m 1H); 3,53 (m, 1H); 4,01 (m, 104
HIT)KapOOHHUIT|aMHHO }-3- 1H); 4,33 (m, 2H); 4,96 (d, br,
¢ropnunepupun-1-uin)-1,3- 1H); 7,32 (d, 1H); 7,76 (s, 1H);
THa30Ji-5-kapboHOBas 12,24 (s, 1H); 12,69 (br, 1H).
KHCIIOTa
27 | 2-((3S,4R)-4-{[(4-6pom-3- 1,85 (m, 2H); 2,19 (s, 3H); 3,31 | 466 | IIpumep
8 xnop-5-metun-1H-nuppon-2- | (m 2H); 3,95 (m, 1H); 4,23 (m, 105
HI)kapOoHUI]aMuHO }-3- 2H); 4,90 (d, br, 1H); 7,45 (d,
thropnunepuauu-1-un)-1,3- 1H); 7,63 (s, 1H); 12,39 (s, br,
THa30/1-4-kap6oHOBas 1H).
KHCJI0Ta
27 | 2-((3S,4R)-4-{[(4-6pom-3- 1,86 (m, 2H); 2,19 (s, 3H); 510 | IIpumep
9 xaop-5-metua-1H-nmuppon-2- | 3,29 (s, 2H); 3,60 (m 2H); 4,04 107
U )KapOOHMII|aMHHO }-3- (m, 1H); 4,30 (m, 2H); 4,57 (s,
bropnunepuuH-1-wn)-4- 3H); 4,90 (d, br, 1H); 7,32 (4,
(MeToxcumerHn)-1,3-tnazon- | 1H); 12,25 (s, 1H); 12,78 (br,
5-xkapOOHOBas KHCIOTa 1H)
28 | 2-((3S,4R)-4-{[(4-6pom-3- 1,86 (m, 2H); 2,19 (s, 3H); 3,07 | 460 [ IIpumep
0 xyiop-5-mMetun-1H-nuppon-2- | (m, 1H); 4,04 (m, 1H); 4,28 (m, 106
U1 )KapOOHHIT |aMUHO } -3- 2H); 4,69 (m, 1H); 4,90 (d, br,
¢ropmunepuuH-1- 1H); 7,01 (d, 1H); 7,27 (s, 1H),
WJI)M30HHKOTHHOBAsA Kuciota | 7,82 (m, 1H); 8,02 (m, 1H);
o ¢l K 13,38 (s, br, 1H)
H,C ” Y F\\A f}l Y
28 | Luc(+)-2-[4-{[(3,4-Ouxnop- 1,74-1,76 (m, 2H), 2,17 (s, 3H), | 477 | Ipumep
1 5-metun-1 H-nuppon-2- 3,14 (s, 3H), 3,25-3,42 (m, 4H), 110
un)kapOonuilamuno }-3-(2- 3,50-3,60 (m, 1H), 3,67-3,73
MeToKkcuaToKen)nunepuauu- | (m, 2H), 3,75- 4,00 (m, 2H),
1-un]-1,3-tnazon-5- 4,20-4,35 (m, 2H), 7,14 (d,
KapOOHOBAs KHCIIOTA 1H), 7,72 (s, 1H), 12,14 (brs,
1H)
28 | HQue(+)-2-[4-4{[(3,4-Ouxnop- 1,74-1,80 (m, 2H), 2,17 (s, 3H), | 477 | Ilpumep
2 5-Mmetun-1 H-nuppoi-2- 3,14 (s, 3H), 3,25-3,42 (nuxu 111

ni)KapOOHHUI |aMHHO } -3-(2-
METOKCHITOKCH ) IUIIEPUINH-
1-un]-1,3-tnazon-4-
KapOOHOBas KUCIIOTA

HEPEKPHIBAIOTCA C CUTHAJIOM
H,0), 3,50-3,60 (m, 1H), 3,67-
3,73 (m, 2H), 3,86- 3,90 (m,
1H), 4,12-4,35 (m, 2H), 7,15
(d, 1H), 7,57 (s, 1H), 12,13
(brs, 1H), 12,55 (brs, 1H)
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IIp. | Coennnenne AMP m/z | UB
28 | Luc(x)-2-[4-{[(3,4-Tuxnop- 1,70-1,75 (m, 2H), 2,17 (s, 3H), {471 | Ilpumep
3 5-MeTHn- 1 H-tuppon-2- 3,05-3,20 (m, 2H), 3,09 (s, 3H), 113
ni1)KapOOHHUI|aMHHO }-3-(2- 3,25-3,35 (m, 2H), 3,45--3,73
METOKCHITOKCH )IMIEPUAHH- | (IHKH IEPEeKpBIBAIOTCS C
1-un]u30HUKOTHHOBAS curnaimom H,0), 4,20-4,25 (m,
KHCJIOTA 2H), 4,60-4,70 (m, 1H), 6,97
(d, 1H), 7,13 (d, 1H), 7,26 (s,
1H), 8,19 (d, 1H), 12,13 (s, 1H)
28 | Huc(t)-2-[4-{[(3,4-quxnop- 1,79-1,75 (m, 2H), 2,19 (s, 527 | lpumep
4 5-Mmetnn-1H-nupponi-2- 3H), 3,12 (s, 3H), 3,27-3,45 114
un)xapOoHUN |aMuHO }-3-(2- (IIMKY IIEPEKPBIBAIOTCS C
MCTOKCHITOKCH)mHNEepuauH- | curnanom H;0), 3,51-3,62 (m,
1-un]-1,3-6ensornazon-7- 1H), 3,72-3,80 (m, 2H), 4,05-
KapOOHOBAS KHCJIOTA 4,13 (m, 1H), 4,24-4,42 (m,
2H), 7,18 (d, 1H), 7,39 (t, 1H),
7,65 (t, 2H), 12,16 (s, 1H),
13,48 (brs, 1H)
28 | Hue()-2-[4-{[(3,4-Huxnop- | 1,70-1,75 (m, 2H), 2,17 (s, 3H), | 490 | IIpumep
5 5-metHia-1H-nuppon-2- 2,39(s, 3H), 3,15 (s, 3H), 3,32- 112
HI)KapOOHHI [aMHHO }-3-(2- 3,40 (m, CKpPBITHIA O] THKOM
METOKCHITOKCH )ITUIIepUauH- | Boasl), 3,50-3,60 (m, 1H), 3,68-
I-un]-4-merun-1,3-ruazon-5- | 3,75 (m, 2H), 3,86-3,98 (m,
KapOoHoOBas KUCIOTA 1H), 4,20-4,30 (m, 2 H), 7,14
cl ol (d, 1H), 12,14 (s, 1H), 12,38
ME‘Q/IH/H (brs, 1H)
N N
; 0 j:)\l N
HO T {Me
Me—©O o7 OH
28 | 2-((35,4R)-4-{[(4-xm0p-1H- 1,62-1,76 (m, 1H), 1,85-2,03 373 | lIpumep
) UPpOII-2- (m, 1H), 3,22 (s, 3H), 3,36-3,45 115
un)KapOoHMIT |aMuHO § -3~ (m, 1H), 3,50 (dd, 1H), 3,75 (s,
bropnunepuaun-1-un)-1,3- 1H), 4,02-4,10 (m, 1H), 4,15-
THA30J1-5-kapOoHOBas 4,36 (m, 2H), 4,90 (d, 1H),
KHCIIOTa 6,94-6,97 (m, 2H), 7,85 (s, 1H),
8,10 (d, 1H), 11,82 (s, 1H)
28 | 2-((3S,4R)-4-{[(4-x10Dp-5- 1,62-1,74 (m, 1H), 1,84-2,05 401 | IIpumep
7 | metnn-1H-nuppon-2- (m, 1H), 2,13 (s, 3H), 2,41 (s, 116

uin)KapOonun]aMuHo }-3-
¢Topnunepunun-1-un)-4-
MeTun-1,3-tuazon-5-
KapOOHOBas KHCJIOTa

3H), 3,19-3,30 (m, 1H), 3,50
(dd, 1H), 3,96-4,02 (m, 1H),
4,20-4,31 (m, 2H), 4,87(d, 1H),
6,89 (d, 1H), 7,97 (d, 1H),
11,65 (s, 1H)

Crtp.: 170
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ITp. | Coennnenne AMP m/z | UB
28 | 2-((35,4R)-4-{[(4-xm0p-1H- 1,68-1,74 (m, 1H), 1,85-2,00 387 | Ilpumep
8 NUppoJI-2- (m, 1H), 2,39 (s, 3H), 3,30-3,54 117
UI)KapOOHUJI|aMHUHO §-3- (IMKH CKPBITHI ITOJ MTHKOM
bropnunepuaun-1-min)-4- BOJbI), 3,94-4,00 (m, 1H), 4,10-
MeTHI-1,3-THazon-5- 4,32 (m, 2H), 4,82 (d, 1H),
KapOOHOBas KHCIOTA 6,94-6,97 (m, 2H), 8,11 (d,
1H), 11,84 (s, 1H)
28 | 2-((3S5,4R)-4-{[(4,5-quxnop- 1,69-1,74 (m, 1H), 1,86-2,00 419 | IIpumep
9 1 H-nuppon-2- (m, 1H), 2,40 (s, 3H), 3,25-3,35 118
un)xapbonunlamuno }-3- (m, 1H, CKpHITEIH TOJ MUKOM
¢dropnunepuaus-1-un)-4- BOAKI), 3,51 (dd, 1H), 3,96-4,00
meTmi-1,3-tuaszon-5- (m, 1H), 4,16-4,31 (m, 2H),
KapOOHOBAas KHCJIOTA 4,87 (d, 1H), 7,06 (d, 1H), 8,15
(d, 1H), 12,48 (brs, 1H), 12,78
(s, 1H)
29 12-((35,4R)-4-{[(4,5-OAuxnop- | 1,64-1,74 (m, 1H), 1,85-2,00 405 | [Ipumep
0 1 H-nuppon-2- (m, 1H), 3,30-3,40 (m, 1H, 119
ni1)kapOoHU JaMHHO }-3- CKPBITBIN II0J THKOM BOJIBI),
¢ropununepunun-1-ui)-1,3- 3,53 (dd, 1H), 4,00-4,08 (m,
THa3011-5-kap0oHoBas 1H), 4,12-4,40 (m, 2H), 4,89
KHCIIOTa (d, 1H), 7,06 (d, 1H), 7,75 (s,
ci 1H), 8,16 (d, 1H), 12,78 (s, 1H)
4 H
C|4€%/N/,”©
_N
3
OH
o)
29 | HQuce(£)-2-[4-{[(3,4-1uxn0p- 0,95 (d, 3H), 1,73-1,85 (m, 477 | Ilpumep
1 5-metun-1H-nmppoin-2- 2H), 2,16 (s, 3H), 3,19-3,36 (m, 120
un)xapbonui|aMuHo }-3-(2- 6 H, mupoxue nukn), 3,61-3,67
ruapokcunponokcu)munepuy; | (m, 3 H), 3,94-4,30 (m, cnoxuo
uH-1-nn]-1,3-tuazon-5- HHTErpUpOBaTh, TAK KaK MHKH
kapOOHOBAas KHCJIOTA CKPBITHI IOJ TTHKOM BOJEI), 7,16
(d, 1H), 7,71 (s, 1H), 12,11 (s,
1H)
29 | HQue($)-2-[4-{[(3,4-nuxnop- 0,96 (d, 3H), 1,73-1,76 (m, 491 | llpumep
2 5-mertun-1H-nuppon-2- 2H), 2,17 (s, 3H), 3,14 (s, 1H), 121

H1)KapOoHuUI|aMuHO } -3-(2-

METOKCHIIPOHOKCH JITUIICPHJIH

H-1-nm1]-1,3-tuazon-5-
KapOOHOBas KUCIIOTA

3,28-3,67 (cmoxHoO
MHTEIpUPOBATh, TaK KakK MHKH
CKPBITHI IIOJ THKOM BOJBI),
3,89-3,92 (m, 1H), 4,20-4,45
(m, 2 H), 7,12(d, 1H), 7,72(s,
1H), 12,15 (s, 1H)

Crp.: 171
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ITp. | CoenuHenue SAMP m/z | UB
29 | 2-((3R,45)-4-{[(3,4-quxnop- 1,85 (m, 2H), 2,25 (s, 3H), 483 | Ilpumep
3 S-metun-1H-nuppon-2- 3,41-3,48 (m, 6H), 4,16 (m, 123
HIT)KapOOHHUII|aMHHO }-3- 1H), 5,35 (m, 1H), 4,41 (m,
METOKCHUIHUIEpUIHH-1-1I)- 1H), 7,26 (d, 1H), 7,49 (t, 1H),
1,3-6ensoruason-7- 7,72 (t, 2HO, 12,23 (s, 1H)
kapOoOHOBasi KMCJ10Ta
29 12-((3S,4R)-4-{[(3,4-nuxyop- 1,85 (m, 2H), 2,25 (s, 3H), 483 | Ilpamep
4 5-metun-1H-nuppon-2- 3,41-3,48 (m, 6H), 4,16 (m, 122
HI1)KapOOHHI |aMHHO }-3- 1H), 5,35 (m, 1H), 4,41 (m,
METOKCHIIUIIEPU ANH- 1 -1 )- 1H), 7,26 (d, 1H), 7,49 (t, 1H),
1,3-6en3oTHazon-7- 7,72 (t, 2H), 12,23 (s, 1H)
KapOOHOBas KHCIIOTA
29 | Quc(x)2-((35,4R)-4-{[(3,4- 1,74 (m, 2H), 2,10 (s, 3H), 3,29 |421 | Ilpumep
5 nuxnaop-5-metuil-1H-nuppon- | (m, 1H), 3,48 (d, 1H), 3,85 (d, 124
2-u1)KapOOHUII|aMUHO }-3- 1HO, 4,14 (m, 1H), 4,29 (m,
dropnunepuaun-1-um)-1,3- 1H), 4,83 (d, 1H), 7,18 (d, 1H),
THa30J1-4-kapboHOBas 7,53 (s, 1H), 12,03 (s, 1H)
KHCjIoTa
Cl Ci
)L—L(n
Me™ N D
0 F N /N (¢]
joad
29 | 2-((35,4R)-4- {[(4-xn0p-5- 1,85 (m, 1H), 2,14 (m, 1H), 449 | Ilpumep
6 MeTui-1H-muppon-2- 2,23 (s, 3H), 3,33 (s, 3H), 125
WI)KapOOHMI |aMHHO } -3- 3,62-3,81 (m, 2H), 4,29 (m,
METOKCHIUIIEpUAHH- 1 -1)- 1H), 4,43 (m, 1H), 4,51 (m,
1,3-6eH30THAa305-7- 1H). 7,09 (s, 1H), 7,59 (t, 1H),
KapOOHOBast KMCJIOTA 7,82-7,90 (m, 2H), 11,84 (s,
1H)
29 | Que(z) 2-(4-{[(4-xn0p-3,5- 1,47 (m, 1H), 1,62 (m, 1H), 413 | Ilpumep
7 aumeTun-1 H-nuppoin-2- 1,95 (s, 3HO, 1,98 (s, 3H), 3,13 126
U1)KapOOHHII JaMHHO }-3- (m, 1H), 3,32 (m, 1H), 3,42 (s,
METOKCUITUNEPUAUH- | -HJT)- 3H), 3,68 (m, 1H), 4,04 (m,
1,3-Tnaszon-5-xapbonoBas 2H), 6,89 (d, 1H), 7,53 (s, 1H),
KHUCIOTAa 11,22 (s, 1H)
29 12-((35,4R)-4-{[(3,4-nuxnop- | 1,74 (m, 2H), 2,10 (s, 3H), 3,29 | 421 | IIpumep
9 5-metun-1H-nuppon-2- (m, 1H), 3,48 (d, 1H), 3,85 (d, 128

nin)kap6oHua|aMuHO } -3-
¢ropnunepuaun-1-mn)-1,3-
THa30I-4- kapbOHOBAas
KHCJIOTa

1HO, 4,14 (m, 1H), 4,29 (m,
1H), 4,83 (d, 1H), 7,18 (d, 1H),
7,53 (s, 1H), 12,03 (s, 1H)

Crp.: 172
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Ilp. | CoeauHenne SAMP m/z | UB
30 | 2-((3S,4R)-4-{[(4-xn0p-3,5- 1,69 (m, 1H), 1,82 (m, 1H), 401 | [Ipumep
0 auMeTun-1 H-nuppoi-2- 2,09 (s, 3H), 2,13 (s, 3H), 3,19- 129
H1)KapOOIHI]aMUHO }-3- 3,30 (m, 2H), 3,89 (m, 1H),
dbropnunepuaun-1-un)-1,3- 4,14 (m, 2H), 4,83 (d, 1H), 7,38
THa30J-4-KapboHoBas (d, 1H), 7,56 (s, 1H), 11,29 (s,
KHCJIOTa 1H)
30 | 2-((3R,45)-4-{[(3,4-nuxnop- 1,74 (m, 2H), 2,10 (s, 3H), 3,29 | 421 | [Ipumep
1 5-merun-1H-nuppon-2- (m, 1H), 3,48 (d, 1H), 3,85 (d, 130
un)kapOOHUIT]aMHHO }-3- 1HO, 4,14 (m, 1H), 4,29 (m,
dropnunepuauH-1-un)-1,3- 1H), 4,83 (d, 1H), 7,18 (d, 1H),
THa301-4- kapboHoBad 7,53 (s, 1H), 12,03 (s, 1H)
KHUCJIOTa
Cl Cl
s
Me l'j I n y o
F =
joas
30 | Que(£)2-(3-xno0p-4-{[(3,4- 1,87 (m, 1H), 1,93 (m, 1H), 437 | llpumep
2 auxnop-5-metun-1H-nuppon- | 2,20 (s, 3H), 3,41 (m, 1H), 3,82 131
2- (d, 1H), 4,01 (d, 1H), 4,27 (d,
nn)kapoonmwi|amuHo frimnepu | 1H), 4,75 (s, 1H), 7,18 (d, 1H),
nuH-1-u1)-1,3-THA301-5- 7,75 (s, 1H), 12,15 (s, 1H)
KapOOHOBas KHCJIOTA
30 | 2-{(35,4R)-4-[({4-xnop-3- 1,86 (m, 2H), 2,35 (s, 3H), 3,33 | 444 | IIpumep
3 [(E)-(Meroxcummuno)metun]- | (m, 1H), 3,61 (dd, 1H), 3,82 (s, 132
5-meTui-1H-nuppon-2- 3H), 4,00 (d, 1H), 4,34 (m,
un}kapOoHMIT)aMUHO|-3- 2H), 4,93 (d, 1H), 7,28 (d, 1H),
dropnunepuaun-1-un}-1,3- 7,76 (s, 1H), 8,02 (s, 1H), 12,14
THa30J-5-kapOoHOBas (s, 1H), 12,66 (s, 1H)
KHCIIOTa
30 | Hue(x)-2-(3-xmop-4-{[(3,4- 1,82(m, 2H), 2,25 (s, 3H), 3,41 | 489 | [Ipumep
4 auxjaop-5-mMetun-1H-nuppon- | (m, 1H), 3,42 (m, 2H), 4,19 (m, 133

2-
HIT)KapOOHHIT|aMHUHO } THITEPH
nuH-1-u1)[1,3]tnazonol4,5-
blnupuanu-7-kapboHoBas
KHCII0Ta

1H), 5,35 (m, 1H), 4,41 (m,
1H), 7,28 (d, 1H), 7,43(t, 1H),
7,72 (t, 2H), 12,23 (s, 1H)

Crtp.: 173
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Ilp. | Coennnenne SMP m/z | VB
30 | HQue(#)-2-(3-xm0p-4-{[(3,4- 1,84 (m, 1H), 1,91 (m, 1H), 468 | IIpumep
5 AuxXnop-5-metuin-1H-muppon- | 2,20 (s, 3H), 3,33 (m, 1H), 3,79 134
2- (m, 1H), 4,04 (m, 1H), 4,21 (m,
Hn)Kkapbonnn|amuno jnuuepy | 1H), 4,48 (m, 1H), 4,59 (m,
AauH-1-u1)-4- 2H), 4,75 (s, 1H), 7,20 (d, 1H),
(ruppoxcumerun)-1,3- 12,17 (s, 1H)
THa30JI-5-KkapboHOBas
KHCIIOTa
cl ci
L.
...... / OH
s
OH
o
30 | Que(x)-2-(3-xnop-4-{[(4- 1,72 (m, 1H), 2,07 (m, 1H), 403 | IIpumep
6 xynop-5-metun-1H-nmuppon-2- | 2,14 (s, 3H), 3,34 (t, 1H), 3,81 135
wi)kapGonun]amuno }nunepn | (d, 1H), 4,03 (d, 1H), 4,22 (d,
AuH-1-un)-1,3-tuazon-5- 1H), 4,36 (m, 1H), 4,73 (s, 1H),
KapboHOBas KHCI0TA 6,91 (s, 1H), 7,75 (s, 1H), 7,95
(d, 1H), 11,70 (s, 1H)
30 | Que(x)-2-(3-xnop-4-{[(3,4- 1,83 (m, 1H), 1,92 (m, 1H), 481 | Ilpumep
7 AUXI0p-5-MeTu-1H-mappon- | 2,20 (s, 3H), 3,28 (s, 3HO, 3,35 136
2- (m, 1H), 3,80 (d, 1H), 4,01 (m,
uin)kapOonun]amuno jnunepy | 1H), 4,22 (m, 1H), 4,43 (m,
JUuH-1-un)-4- 1H), 4,56 (m, 2H), 4,75 (s, 1H),
(MeToxcumerun)-1,3-tnazon- | 7,18 (d, 1H), 12,15 (s, 1H)
5-kapOoHOBasA KHCIOTa
30 | Huce(+)-2-(4-{[(3,4-nuxnop- 1,78 (m, 1H), 1,91 (m, 1H), 470 | Ilpome
8 5-merun-1H-nuppon-2- 2,19 (s, 3H), 3,32 (m, 2H), 3,55 XKYTOUH
un)kapOboHus|aMuHo }-3- (d, 1H), 3,90 (s, 1H), 4,03 (m, oe
THIPOKCUTIMTIEPUIHH- | -11)- 1H), 4,17 (m, 1H), 5,53 (d, COeuH
1,3-06en30THAa301-7- 1H), 7,15 (d, 1H), 7,41 (t, 1H), CHUE
KapOOHOBasA KHCIOTA 7,64 (t, 2H), 12,15 (s, 1H), 131 u
13,47 (s, 1H) 2-6pom-
1,3-
OeH3THA
307-7-
Kapbokc
uiat
30 | HQuc(x)-2-(4-{[(3,4-nuxnop- 1,65 (m, 1H), 1,8 (m, 1H), 2,2 500 | Ilpumep
9 5-metun-1H-nuppon-2- (s, 3H), 3,3 (m), 3,55 (s, 1H), 137

un)kapbonunjamuno}-3-
METOKCHUIIHNepUAUH-1-11)-5-
HUTPOU3OHHKOTHHORAS
KHCJI0Ta

4,3 (m, 1H), 7,1 (m 2H), 8,9 (s,
1H), 12,2 (s, 1H), 13,9 (s, 1H)

Crtp.: 174
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Ilp. | Coenunenue AMP m/z | UB
31 | Hue(x)-2-(4-4[(3,4-muxnop- 1,7 (m, 2H), 2,2 (s, 3H), 2,4-2,5 | 500 | Ilpumep
0 5-meTun-1H-nuppon-2- (m), 3,0-3,2 (m 2H), 3,3 (s, 195
W)KapOOHHUJI|aMHUHO }-3- 3H), 3,5 (m 1H), 3,6 (s, 3H),
MeToKcHnunepuauu-1-un)-5- | 4,1 (m, 1H), 4,2 (m, 1H), 4,5
[(MeTokcukapbonun)amudolu | (m, 1H), 7,1 (m, 2H), 8,6 (s,
30HUKOTHHOBAA KHCIIOTa 1H), 12,1 (s, 1H), 13,7 (s, 1H)
c, ¢
H (o]
" ° 0\Me h} 7N
3,
31 | Hue(x)-2-(4-{[(3,4-nuxmop- 1,7 (m, 2H) 2,2 (s, 3H), 2,9 (s, 506 | Ilpumep
1 5-merui-1H-nuppoin-2- 3H), 3,1 (m, 2H), 3,3 -3,5 (m), 196
WJI)KapOOHHJI|aMHHO }-3- 3,5 (m, 1H), 4,2 (m, 2H), 4,6
MEeTOKCHNUIIEpUAUH-1-u1)-5- | (d, 1H), 7,1 (m, 2H), 8,1 (s,
[(MeTuncynbponunyamunolus | 1H), 12,1 (s, 1H).
OHHUKOTHHOBAS KHCIOTA
31 | Luce(x)-2-(4-{[(3,4-nuxnop- 0,9 (d, 3H), 1,8 (m, 2H), 2,2 431 | Ilpumep
2 5-metun-1H-nuppoin-2- (m, 4H), 3,3-3,8 (m, 4H), 4,25 138
U1)KapOOHUI |aMHHO } -3- (m, 1H), 4,25 (m, 1H), 7,2 (d,
MeTHJINMUNEPUINH-1-ui)-1,3- 1H), 7,8 (s, 1H), 12,0 (s, 1H),
THa30JI-5-kapboHOBas 12,6 (s, 1H)
KHUCJIOTa
31 | ue(x)-2-(4-{[(3,4-nuxmaop- 1,3 (d, 1H), 1,8-2,1 (m, 4H), 417; | IIpumep
3 5-merun-1H-nuppon-2- 2,2 (s, 3H), 3,6 (m, 1H), 3,8 (m 139
Un)KapOOHNI |aMHHO } -2- 1H), 4,1 (m, 2H), 7,3 (s, 1H),
MeTHINUNepHaAuH-1-uwn)-1,3- | 7,8 (s, 1H), 12,1 (s, 1H)
THa3071-5-kapOoHoBas
KHCIOTa
31 | HQue(x)-2-(4-{[(3,4-nuxiop- 0,9 (m, 1H), 1,3 (d, 6H), 1,7, 441 | Ilpumep
4 S-merun-1H-nuppon-2- (m, 1H), 2,2 (s, 3H), 2,4 (s, 140

un)kapOonunij]aMmuno } -3-
METOKCHINNEPUAUH-1-1)-6-
METHJIM30HUKOTUHOBAS
KHCJIO0Ta

3H), 3,1 (m, 2H), 3,5 (m, 1H),
4,2 (m, 2H), 4,7 (d, 1H), 5,1
(m, 1H), 6,8 (s, 1H), 7,0 (s,
1H), 7,15 (s, 1H), 12,1 (s, 1H).

Crtp.: 175
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I1p. | CoemHenue SAMP m/z | B
31 | Huc(%)-5-xmop-4-(4-{[(3,4- JIMP: 1,8, (m, 3H), 2,2 (s, 3H), | 461 |IIpumep
5 auxnop-5S-metun-1H-muppon- | 3,3 (s, 3H), 3,6 (m, 2H), 4,0 (m, 141
2-un)xkapOoHUI]aMHUHO }-3- 1H), 4,2 (m, 1H), 7,2 (s, 1H),
METOKCHNUNEPUAUH-1- 7,7 (s, 1H), 8,5 (s, 1H), 12,1 (s,
UN)IHpUANH-2-KapOoHOBas 1H), 12,4 (s, mupoxuii, 1H).
KHUcCJiora
c cl ) o
H oo 0 \ N
Me ci
31 | 2-((3S,4R)-4-{[(3,4-nuxmop- | SIMP: 1,85 (m, 2H), 2,2 (s, 3H), | 451 |IIpumep
6 S-metun-1H-nuppon-2- 3,3-3,7 (m, 2H), 4,0 (m, 1H), 142 u
UI)KapOOHMI JaMHHO §-3- 4,3 (m, 2H), 4,6 (s, 2H), 4,95 ITpome
¢ropnunepuiuH-1-umn)-4- (d, 1H), 7,3 (d, 1H), 12,1 (s, KYTOUH
(ruppoxcumernn)-1,3- 1H), 12,7 (s, 1H). oe
THa30JI-5-kapboHOBast COCJIUH
KHCIOTa eHue
215
31 | Que(x)-2-(4-{[(3,4-nuxiop- JAMP: 1,2 (t, 3H), 1,7 (m, 2H), 463 | Ilpamep
7 5-metun-1H-nuppon-2- 2,2 (s, 3H), 3,4 (s, 3H), 3,55 143
AT)KapOOHHI |aMHKHO } -3- (m, 1H), 4,0 (m, 1H), 4,1-4,4
METOKCHNHNEepHANH-1-un)-4- | (m, 4H), 4,6 (s, 2H), 7,1 (d,
(rugpoxcumertmn)-1,3- 1H), 12,1 (s, 1H).
THAa30JI-5-kapOoHOBas
KHCIIOTa
31 | Hue(x)-2-( 4-{[(4-x10p-3- AMP: 1,6-1,9 (m, 2H), 2,2 (s, 424 | Ilpumep
8 nuaHo-5-metun- 1 H-nuppou- 3H), 3,3 (s, 3H), 3,6 (m, 1H), 144
2-un)kapOOHHUI |aMUHO }-3- 3,7 (s, 3H), 3,9 (m, 1H), 4,3 (m,
METOKCHUIIHUIIEpUIHH- 1 -1)- 2H), 7,75 (m, 2H), 12,6 (2s,
1,3-Trazon-5- kapboHoBas 2H).
KHCIIOTa
31 | Hue(x)-2-(4-{[(4-xm0p-3- SIMP: 1,6-2,0 (m, 2H), 2,2 (s, 479 | Ilpumep
9 nuaHo-5-metun-1 H-nupporn- 3H), 3,3 (s, 3H), 3,4 (m, 1H), 145

2-un)xkapboHuI|aMAHO }-3-
METOKCUIIUIIEPUANH- | -HJT)-
1,3-6ensoruason-7-
kapOoHOBas KUCIOTA

3,6 (s, 3H), 4,1 (m, 1H), 4,2-4,4
(m, 2H), 7,4 (t, 1H), 7,65 (m,
2H), 7,8 (m, 1H), 12,6 (s, 11),
13,5 (s, 1H).

Crtp.: 176
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ITp. | CoenuHenne AMP m/z | UB
32 | Que(x)-2-(4-{[(4-x70p-3- AMP: 1,7 (m, 2H), 2,2 (s, 3H), 418 | Ilpumep
0 HHaHo-5-MeTui-1H-niupporn- 3,0-3,7 (m), 4,2 (m, 2H), 4,6 146
2-un)kapboHHI |aMHHO }-3- (m, 1H), 7,0 (s, 1H), 7,25 (s,
MCTOKCHIIHIIEpUAUH- | -u1)- 1H), 7,7 (s, 1H), 8,2 (s, 1H),
1,3-tnazon-5-kapboHoBas 12,6 (s, 1H), 13,5 (s, 1H).
KHCJIOTa
N 0
o 4%
H
Jﬁﬁj °
Ho 3
Me
32§ 2-((35,4R)-4-{[(4-x1m0p-3- AMP: 1,9 (m, 2H), 2,2 (s, 3H), |462 | IIpumep
2 raHo-5-metun- 1 H-nuppon- 3,4 (m, 1H), 3,4 (m, 1H), 3,6 (s, 148
2-un)kapOoHuIN|aMHHO }-3- 3H), 4,1 (m, 1H), 4,3 (m, 1H),
¢bropnunepuauH-1-un)-1,3- 4,4 (q, 2H), 7,7 (m, 2H), 7,8
6en3zorHazon-7-kapboHoBasx (m, 1H), 7,9 (t, 1H), 12,7 (s,
KHCIOTa 1H), 13,5 (s, 1H).
32 | 2-((38,4R)-4-{[(4-xn0Op-3- AMP: 1,8 (m, 2H), 2,2 (s, 3H), |406 |IIpumep
3 quaHo-5-meTui- 1 H-nuppon- 3,0 (m, 2H), 3,3 (m), 4,0-4,5 149
2-ni)kapOOHMI |aMHHO }-3 - (m, 2H), 4,7 (m, 1H), 4,95 (d,
¢ropnunepuauH-1- 1H), 7,0 (d, 1H), 7,3 (s, 1H),
HI)U30HHKOTHHOBAS kuciora | 8,05 (m, 1H), 8,25 (d, 1H), 12,6
(s, 1H), 13,4 (s, 1H).
32 | Que(x)-2-(4-{[(3,4-nuxnop- AMP: 1,7 (m, 2H), 2,2 (s, 3H), 546 | Ilpumep
4 S-meTun-1H-nuppon-2- 3,3 (m), 3,4 (m, 4H), 3,5 (m, 150
ni)KkapOOHHI |aMHUHO } -3- 4H), 3,8-3,9 (m, 1H), 4,0-4,2
MeToKCHImuInepuua-1-un)-5- | (m, 4H), 7,3 (s, 1H), 12,3 (s,
(MopdonuH-4-unkapOOHUIN)- 1H), 12,9 (s, 1H).
1,3-tnaszon-4-xapboHoBas
KHCIIOTa
32 | Que(+)-6-unano-4-(4-{[(3,4- | SIMP: 1,7 (m, 2H), 2,1 (s, 3H), 452 | Ilpamep
5 nuxnop-S-metun-1H-nuppon- | 3,3 (s, 3H), 3,45 (m, 1H), 4,0 151

2-un)kapboHuUN|aMUHO }-3-
METOKCHIIUIIEpH AN H~ 1-
HI)IUPUAHH-2-KapOOHOBas
KHCIIOTa

HO
cl Cl v<_<E0
H —
Me/@\( N‘@N N\ / N
oo «
"Me \\N

(d, 1H), 4,2 (m, 1H), 4,4 (d,
1H), 7,0 (d, 1H), 7,5 (s, 1H),
7,7 (s, 1H), 12,1 (s, 1H), 13,3
(s, 1H).

Crp.: 177
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Ilp. | Coenunenne SJIMP m/z | VB
32 | 2-((35,4R)-4-{[(3,5-nuxnmop- | AMP: 1,8 (m, 2H), 1,9 (s, 3H), |421 |IIpumep
6 4-metun-1 H-nuppon-2- 3,3 (m, 1H), 3,5 (dd, 1H), 4,0 155
un)kapOoHHI|aMUHO } -3- (m, 1H), 4,3 (m, 2H), 5,0 (d,
dropnunepunuH-1-un)-1,3- 1H), 7,35(d, 1H), 7,8 (s, 1H),
THAa3071-5-KapboHoBas 12,6 (s, 1H) 12,7 (s, 1H).
KHCJIOTa
32 | 4-anerun-2-((35,4R)-4- SAMP: 1,7 (m, 2H), 2,2 (s, 3H), | 475 | Ilpumep
7 {[(3,4-nuxnop-5-metui-1H- 3,3 (s, 3H), 3,9 (m, 2H), 4,3 (m, 157
HHUppPOJI-2- 2H), 7,15 (m, 1H), 12,2 (s, 1H),
ni1)kapOOHHII|aMHHO } -3- 13,2 (s, 1H).
METOKCHIHIEPHANH- 1 -1)-
1,3-tuazon-5-kapboHoBast
KHCJIOTA
32 | 2-((35,4R)-4-{[(3,4-nuxnop- | AMP: 1,5 (s, 6H), 1,7 (m, 2H), | 491 | IIpumep
8 S-metun-1H-nuppon-2- 2,2 (s, 3H), 3,3 (s, 3H), 3,5 (m, 158
HJ1)KapOOHMII |aMHAHO }-3- 1H), 3,8 (m, 2H), 4,3 (m, 1H),
METOKCHIIUNEPUIUH-1-un)-4- | 4,4 (m, 1H), 7,15 (d, 1H), 12,2
(1-reapoxcu-1-MeTunaTHN)- (s, 1H).
1,3-tnazon-5-xkapboHonas
KHCJIOTA
32 | 2-((35,4R)-4-{[(3,4-nuxnop- | AMP: 1,8 (m, 2H), 2,2 (s, 3H), | 489 |IIpumep
9 5-metun-1H-nuppon-2- 3,3 (s, 3H), 3,6 (m, 1H), 4,0 (m, 159

HIT)KapOOHMII |JaMHHO }-3-
METOKCHUITHIIEPUIUH-1 -
uin)tueno[2,3-d|[1,3]tuazon-
6-xapOOHOBas KHCIOTA

1H), 4,3 (m, 2H), 7,2 (d, 1H),
7,9 (s, 1H), 12,2 (s, 1H), 13,1
(s, 1H).

Crtp.: 178
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IIp. | Coequnenue JAMP m/z | UB
33 | Que(%)-2-(3- 0,10 (m, 2H), 0,38 (m, 2H), 473 | llpumep
0 (LU KJIOTIPOTIHIIMETOKCH )-4 - 0,91 (m, 1H), 1,75 (m, 1H), 160
{[(3,4-muxnop-5-meTun-1H- 2,17 (s, 3H), 3,15-3,43 (m, 4H),
MUppOI- 3,67 (m, 1H), 3,92 (m, 1H),
2- 4,26 (m, 2H), 7,14 (d, 1H), 7,72
wi)kapOonun]amuno jnunepu | (s, 1H), 12,16 (s, 1H), 12,60
JUH-1-n1)-1,3-THAa301-5- (bs, 1H).
KapOOHOBasi KUCIIOTa
Cl Me
HN" S0
SAe
N
s
\—S»OH
0
33 | 2-[4-{[(3,4-nuxnop-5-meTun- | 1,80 (m, 2H), 2,16 (s, 3H), 3,40 | 515 | IIpumep
1 1H-nuppon-2- (d, 2H), 3,94 (m, 2H), 4,33 (td, 161
mn)kapoonun]amuno}-3-(1,3- | 1H), 4,46 (d, 1H), 4,81-4,99
THAa30]I- (dd, 2H), 7,13 (d, 1H), 7,65 (d,
2-MIMETOKCH )IUIIEPUIUH~1- 1H), 7,69 (s, 1H), 7,71 (d, 1H),
un|-1,3-tuazon-5- 12,12 (s, 1H), 12,60 (bs, 1H).
kapOoHOBAs KHCIIOTA
33 | Que(x)-2-(4-{[(3,4-nuxaop- 1,05 (t, 3H); 1,74 (m, 2H); 2,17 | 447, | [Ipumep
2 5-metui-1H-nmuppoin-2- (s, 3H); 3,35-3,45 (m, 3H); 449 {162
u1)KapOOHH I |aMHHO }-3- 3,63-3,73 (m, 2H); 3,97 (m,
sToKcununepuann-1-um-1,3- | 1H); 4,25 (m, 2H); 7,12 (d,
THa30J-5-KapOoHoBas 1H); 7,72 (s, 1H); 12,16 (s,
KHCIOTa 1H); 12,55 (br s, 1H).
33 | Que(+)-2-(4-{[(3,4-nuxinop- 1,06 (t, 3H); 1,74 (m, 2H); 2,17 | 435, | Ilpumep
3 5-merun-1H-nuppon-2- (s, 3H); 3,27 (m, 4H); 3,42 (m, 437 |163
ui1)kapOoHuJI|aMUHO }-3- 1H); 3,62-3,71 (m, 2H); 3,82
3TOKCHITHIIEPUAUH-1-U1T)-4- (m, 1H); 4,08-4,21
(MetoxcumeTmin)-1,3-tHazon- | (mepekpeiBanue m, 3H); 4,55
5-kapOoHOBas KHUCAOTa (s, 2H); 6,64 (s, 1H); 7,11 (d,
1H); 12,16 (s, 1H). -
33 1 2-((3S, 4R)-4-{[(3,4-Muxnop- | 1,83 (m, 2H); 2,18 (s, 3H); 2,40 | 435, | [Ipumep
4 5-merun-1H-nuppoi-2- (s, 3H); 3,32 (m, 437 | 165

HI)KapOOHHJI |aMHHO } -3-
bropnunepuann-1-mi)-4-
meTui-1,3-tuazon-5-
KapOOHOBAag KHMCJIOTA

IEepPEKPBIBAHHE BOJIOM);

3,50 (dd, 1H); 3,97 (m, 1H);
4,21-4,31 (m, 2H); 4,93 (d,

1H); 7,26 (d, 1H); 12,11 (s,

1H); 12,44 br s, 1H).

Crp.: 179
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Ip. | Coennnenue SAMP m/z | B
33 | 2-((35,4R)-4-{[(3,4-Quxnop- | 1,72 (m, 2H); 2,17 (s, 3H); 2,39 | 447, | [Ipumep
5 5-metun-1H-nuppon-2- (s, 3H); 3,26-3,35 (m 449 | 166

un)kapOOHHUI |aMHHO }-3- IepeKphIBaHue ¢ Bogo#, SH);

METOKCHNUNEpUIun-1-un)-4- | 3,52 (m, 1H); 3,90 (m, 1H);

MeTHNI-1,3-THa3zon-5- 4,25 (m, 2H); 7,14 (d, 1H),

KapOOHOBas KHCIIOTA 12,15 (s, 1H); 12,40 (s, 1H).

XupanbHas
. ¢ Me
H N
Me/z—N_g\WNmQN_(Sj];rOH
o 0
Me o

33 | Tpanc(x)2-[4-{[(3,4-muxnop- | 1,89 (m, 1H), 2,14 (m, 1H), 516 | Ilpumep
7 5-metuin-1 H-nuppoi-2- 2,17 (s, 3H), 3,24-3,70 (m, 11H 167

H1)KapOOoHUI|aMHHO }-3- [mon muxom H,0)), 3,74 (dd,

(Mmopdonun-4- 1H), 3,90 (dd, 1H), 4,51 (m,

UITKapOOHUI ) MU NEepUuH- 1 - 1H), 7,33 (d, 1H), 7,74 (s, 1H),

unl-1,3-tnazon-5- 12,09 (s, 1H), 12,64 (s, 1H)

kapboHOBas KHCJI0TA
33 | Que(£)2-[4-{[(3,4-puxnop-5- | 1,79 (dq, 1H), 1,89 (m, 1H), 516 | Ilpumep
8 MeTun-1H-nuppon-2- 2,15 (s, 3H), 3,21-3,42 (m, 6H), 168

UI1)KapOOHHI |aMHHO } -3- 3,49-3,72 (m, 5H), 3,95 (m,

(MmopponuH-4- 1H), 4,02 (m, 1H), 4,40 (m,

HIIKapOOHUI)NUIIEpUAHH-] - 1H), 7,17 (d, 1H), 7,78 (s, 1H),

un]-1,3-tnazon-5- 12,02 (s, 1H), 12,69 (s, 1H)

Kap6oHOBasg KACIOTA
33 | Quc(x)-2-[4-{[(3,4-nuxn0p- 1,51 (dq, 1H), 1,98 (m, 1H), 546 | Ilpumep
9 S5-metun-1 H-iuppoi-2- 2,18 (s, 3H), 3,18 (m, 2H), 169

HI)KapOoHUI|aMHUHO }-3-(2-
Mopdonun-4-un-2-
OKCO3TOKCH )THIEepUIUH-1 -
unl-1,3-tuazon-5-
KapOOHOBas KHCJIOTA

3,23-3,56 (m, 10H [mox koM
H,0])), 3,77 (m, 1H), 4,04 (m,
2H), 4,32 (q, 2H), 7,36 (s, lH),
8,26 (mmpokui s, 2H)

Crp.: 180
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lp. | CoenuHenue JAMP m/z | UB
34 | 2-(4-{[(3,4-muxuop-5-metun- | MC (ES) MH": 490, 492 s 490 | IIpumep
0 1H—HprOH-2- C18H21C12N5058 ;ﬂMPI 0,96 172
H1)kapOoHHI|aMHUHO }-3- (t, 3H), 1,82 (m, 2H), 2,17 (s,
{[(3Tunamuno)xapbonuilokc | 3H), 2,96 (m, 2H), 3,19-3,40
U }nunepuaun-1-um)-1,3- (m, 2H [nox nmuxom H,01)), 3,47
THa30J-5-kapboHoBas (d, 1H), 3,95 (m, 1H), 4,08 (m,
KHCJIOTA 1H), 4,33 (m, 1H), 4,83(m,
a. o 0 1H), 6,84 (munpoxuii s, 1H),
j;\/\g_q S])LOH 7,14 (d, 1H), 7,21 (1, 1H), 7,46
Me” N ﬁ‘<;:>N'<N | (s, 1H)
O H
O%N\—Me
34 | 2-(3- SIMP: 1,22 (s, 1H), 1,84 (m, 502 | Ilpumep
1 {[(ammmiamuno)kap6onmi]ok | 2H), 2,17 (s, 3H), 3,52 (m, 1H), 173
cu}-4-{[(3,4-quxmnop-5- 3,57, (m, 1H), 4,03 (m, 1H),
MeTHI- 1 H-nuppon-2- 4,14 (m, 1H), 4,36 (m, 1H),
nwiI)kapbonuin)amuHo jnunepn | 4,78-4,91 (m, 2H), 4,99 (dd,
JuH-1-un)-1,3-THa3on-5- 1H), 5,07 (dd, 1H), 5,52
kapOoHOBas KHCJIOTa (mwmpoxwuit s, 1H), 5,73 (m 1H),
7,00 (d, 1H), 7,10 (mupokH# s,
1H), 7,44 (t, 1H), 7,62 (s, 1H)
34 | Quc(x)-4-( 4-{[(4-xnm0p-5- 1,56 - 1,72 (m, 2 H) 2,08 - 2,20 | 393 | IIpumep
2 MeTun- | H-nuppos-2- (m, 3 H) 3,24 (s, 3 H) 3,55 (s, 2 177
un)KapOoHHUI |aMHHO }-3- H) 3,71 - 3,86 (m, 2 H) 4,16 (s,
METOKCHIIHNEPUIHH-] - 2H)6,88(d, 1H) 7,44 (s, 1 H)
WIT)TTHPHANH-2-KapboHOBas 7,68 (s, 1 H) 7,97 (d, 1 H)
KHCJIOTA 11,69 (s, 1 H)
34 | Quc(x)-4-(amuHokapbonun)- | 1,74 (s, 2 H) 2,19 (s, 3 H) 3,38 [ 476 | IIpamep
3 2-(4-{[(3,4-nuxnop-5-merun- | (s, 3 H) 3,55 (s, 2 H) 4,01 (s, 1 242
1 H-nuppon-2- H) 4,25 (s, 3 H) 4,49 (s, 1 H)
u1)KapOOHUI [aMHUHO }-3- 7,16 (d, 1 H) 8,93 (s, 2 H)
METOKCHUIIUNIEPUIUH- 1 -HJT)- 12,16 (s, 1 H
1,3-tnazon-5-kapboHoBast
KHCJIOTA
34 14-((35,4R)-4-{[(3,4-maxnop- | 1,81 -1,95(m, 2 H) 2,14 -2,21 |415 | Ilpumep
4 5-mernn-1 H-nuppon-2- (m, 3 H) 3,73 (s, 2 H) 4,26 (t, 2 174

un)kapOOHUA|aMHUHO }-3-
bropnunepuauH-1-
UI)IUPpUAUH-2-KapOOHOBas
KucioTta

H) 4,62 (s, 1 H) 4,93 (s, 1 H)
7,22 (s, 1 H) 7,36 (s, 1 H) 7,49
(s, 1 H) 7,69 (s, 1 H) 8,04 (d, 1
H) 12,30 (s, 1 H)

Crp.: 181
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IIp. | Coennnenne AMP m/z | UB
34 | 2-((3S,4R)-4-{[(3,4-nuxy0p- 1,80 (m, 2 H) 2,13 - 2,26 (s, 3 415 | Ilpumep
5 S5-metun-1 H-nuppos-2- H) 4,14 (dd, 1 H) 4,27 (s, 1 H) 179
Wi1)KapOOHHI|aMHHO }-3- 4,41 (s,2 H) 4,72 (s, 1 H) 4,84-
bTopnunepuaHH-1- 5,00 (d, 1 H) 7,02 (d, 1H) 7,17
WI)U30HUKOTHHOBAA KucioTta |- 7,32 (m, 1 H) 7,66 - 7,78 (m,
c cl " Ho 1 H) 8,24 (d, 1 H) 12,11 (s, 1
/N N C\ H)
Me™ “N N/ Y ©
H 0 £ r\\J P
34 | 2-((35,4R)-4-{[(3,4-muxmop- | 1,85 (s, 2 H) 2,19 (s, 3 H) 3,28 | 465 | IIpumep
6 5-metui-1H-nuppon-2- (s, 3 H) 3,50-3,64 (dd, 1 H) 180
un)KapOOHHUI|aMUHO }-3- 3,98 (s, 1 H) 4,32 (s, 2 H) 4,57
bropnunepunun-1-un)-4- (s, 2 H) 4,88-5,04 (d, 1 H) 7,29
(MeToxcumeTnn)-1,3-tuason- | (d, 1 H) 12,12 (s, 1 H) 12,79 (s,
5-xapboHOBas KHCIIOTa 1 H)
34 | 4-((35,4R)-4-{[(3,4-muxmop- | 2,00 (s, 2 H) 2,21 (s, 3 H) 3,33 | 465 | pumep
7 S-meTuia- 1 H-nuppon-2- (s, 1 H) 3,78 (d, 1 H) 4,08 (s, 2 181
Hi1)kapOorun]aMuno }-3- H) 4,32- 4,42 (m, 1 H) 4,95-
¢dropnunepuauH-1- 5,11 (d, 1 H) 7,34 (d, 1 H) 7,60
HJI)XHHOJNUH-2-KapOoHOoBas (s, 2H) 7,69 (t, 1 H) 7,84 (t,
KHCIIOTa 1H) 8,08 - 8,22 (m, 2 H) 12,15
(s, 1 H)
34 | Quc(x)-2-(4-{[(4-xy0p-5- 1,57(d, 1 H) 1,86 (d, 1 H) 2,14 | 393 | Ilpamep
8 MeTun-1H-nmuppon-2- (s, 3H) 3,04 -3,18 (m, 2 H) 182
nn)kapboHun|aMuHoO } -3- 3,19-3,25 (s, 3 H) 3,49 (s, 1
METOKCHUIIUIIEPHIUH- | - H) 4,19 (s,1 H)4,21 (d, 1 H)
HJI)M30HUKOTHHOBas kucnora | 4,55 (d, 1 H) 6,89 (d, 1 H) 6,96
(d, 1H) 7,23 (s, 1 H) 7,64 (4, 1
H) 8,22 (d, 1 H) 11,62 (s, 1 H)
13,39 (s, 1 H)
34 | 2-((35,4R)-4-{[(3,4-nuxnop- | 1,68 (s, 2 H) 2,12 (s, 3 H) 3,21 | 477 | Ilpumep
9 5-metun-1H-nuppon-2- (s,3H) 3,33 (m,5H) 3,48 (s, 1 183

UN)KapOOHMIIJaMHHO } -3-
METOKCHIHIIEPUIUH- 1 -111)-4-
(MeTokcumeTm)-1,3-THa30:1-
5-xapOoHOBas KucioTa

H) 3,85 (s, 1 H) 4,19 (s, 2 H)
4,49 (s, 2 H) 7,08 (s, 1 H) 12,09
(s, 1 H)

Crp.: 182
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IIp. | Coenunenune AMP m/z | B
35 | 2-((3R,45)-4-{[(3,4-nux1op- 1,68 (s, 2 H) 2,12 (s, 3 H) 3,21 477 | Ilpumep
0 S-metui-1H-nuppon-2- (s, 3 H) 3,25 (m, 2H) 3,30 (s, 3 184
u1)KapOOHUII|aMHUHO }-3- H) 3,48 (s, 1 H) 3,84 (s, 1 H)
METOKCHNIMNEPUANH-1-u1)-4- | 4,19 (s, 2 H) 4,49 (s, 2 H) 7,09
(Merokcnmetnn)-1,3-tnazon- | (d, 1 H) 12,09 (s, 1 H)
5-kapboHOBas KHUCIOTA
c,
A FL,C\ . P
N {/KOH
Me
O\
Me
35 | Quc(x)-4-(4-{[(3.4-nux10p- 1,68 (s, 1 H) 1,77 (s, 1 H) 2,18 471 | Ilpumep
1 5-meTri-1H-nuppon-2- (s,3H) 3,21 (s,2H) 3,31 (s,3 185
un)kapboHuI]aMuHO }-3- H) 3,55 (s, 1 H) 4,02 (s, 1 H)
METOKCUNUTIEPH THH- ] - 4,28 (s, 1 H) 4,41 (s, 1 H) 7,13
HI)IHPUIAH-2,6- (s, 1 H) 7,61 (s,2 H) 12,13 (s, 1
JuKapOOHOBas KHCIOTA H)
35 [4-((35,4R)-4-{[(3,4-nux0p- 1,71 - 1,86 (m, 2 H) 2,22 (s, 3 486 | Ilpumep
2 5-metun-1H-uuppon-2- H) 2,93 - 3,04 (m, 3 H) 3,04 - 187
wI)KkapOoHHI |JaMuHO }-3- 3,15 (m, 3 H) 3,80 - 3,96 (m, 1
dropnunepuaul-1 -1i1)-6- H) 4,08 (s, 1 H) 4,28 - 4,43 (m,
[(numeTnnamuno)xap6ounn] |2 H) 4,77 (s, 1 H) 4,94 (s, 1 H)
NUPpHAHH-2-KapOOHOBas 6,87 (d,1 H) 7,10 (d, 1 H) 7,58
KHCIIOTa (d, 1 H) 9,33 (s, 2 H)
35 | Que(x)-2-(4-{[(3,4-auxnop- 1,75 (s, 2 H) 2,18 (s, 3 H) 3,33 477 | Hpumep
3 5-metun-1H-nuppon-2- (s,2H)3,37 (s,3H) 3,55 (s, 1 175
un)kapbonui]aMmuHo }-3- H) 3,92 (s, 1 H) 4,26 (s, 2 H)
METOKCUIUNIEPUAUH-1-111)- 7,15 (d, 1 H) 12,14 (s, 1 H)
1,3-tnason-4,5-
JuKapOOHOBAs KHCJIOTA
35 | 2-((35,4R)-4-{[(3,4-nuxiop- 1,85 (s, 2 H) 2,19 (s, 3 H) 3,33 465 | Ilpumep
4 5-metun-1H-nuppon-2- (s, 1H) 3,60 (s, 1 H)3,99¢(s, 1 176

uin)kapboHuI]aMuHO }-3-
¢ropnunepuaun-1-um)-1,3-
THa301-4,5-qukapOoHOBask
KHCJIOTa

H) 4,31 (s, 2 H) 4,88 -5,04 (s, 1
H) 7,28 (s, 1 H) 12,09 (s, 1 H)

Crtp.: 183
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[Tp. | Coennnenne SIMP m/z | UB
35 | Que()-2-(4-{[(3,4-guxnop- 1,75 (s, 2H) 2,18 (s, 3 H) 3,17 | 461 | Ilpumep
5 S-metmn-1 H-nuppoJi-2- (s, 1TH)3,36(s,3 H) 3,56 (s, 1 252
MIT)KapOOHMII|aMHUHO }-3- H) 4,01 (s, 2 H) 4,25 (s, 2 H)
MCTOKCHNUNEpUANH-1-um)-4- | 7,15 (d, 1 H) 10,35 (s, 1 H)
dopmun-1,3-ruazon-5- 12,15 (s, 1 H)
KapOoHOBas KHCJIOTA
c cl
M /Z_S\\YH\/C\ i
e
H (O N\g/{(*{
Me OH
o)
35 | Huc(+)-2-(4-{[(3,4-nuxiiop- 1,69 (s, 2 H) 2,12 (s, 3 H) 2,72 | 504 | IIpumep
6 5-merun-1 H-nuppo-2- (s, 3H) 2,82 -2,88 (m, 3 H) 203
nn1)KapOOHMI|aMHUHO } -3- 3,22 (s, 1 H) 3,29 (s, 3 H) 3,32
METOKCHMUNEepHMH-1-1m)-4- | (s, 1 H) 3,48 (d, 1 H) 3,81 (s, 1
[(mameTunamuno)kapbonun]- | H) 4,21 (s, 2 H) 7,09 (d, 1 H)
1,3-tnazon-5-kapbononas 12,03 - 12,13 (m, 1 H) 12,68 (s
KHCJIOTa 1 H)
35 | Que(x)-2-(4-{[(3,4-muxnop- 1,75 (s, 2 H) 2,18 (s, 3 H) 3,12 | 546 | [Ipumep
7 S-metun-1H-nuppoin-2- -3,22(m, 2 H) 3,35 (s, 3 H) 204
H1)KapOOHHUN |aMHHO }-3- 3,53 (d, 6 H) 3,60 (d, 2 H) 3,85
MeToKcununepuaun-1-un)-4- | (s, 2 H) 4,27 (s,2 H) 7,14 (d, 1
(Mopdonun-4-unkapbonun)- | H) 12,13 (s, 1 H) 12,81 (s, 1 H)
1,3-Ttnason-5-kap6oHOBas
KHCIIOTa
35 |2-((35,4R)-4-{[(3,4-nuxnop- | 1,84 (s, 2 H) 2,18 (s,3 H) 3,16 | 534 | Ipumep
8 5-metun-1H-nuppon-2- (s, 2H) 3,51 (s, 2 H) 3,52 - 205
u1)KapOOHHUI |aMHHO } -3- 3,64 (m, 5 H) 3,96 (s, 1 H) 4,29
¢ropnunepuauH-1-1u)-4- (s, 2 H) 4,37 (s, 1 H) 4,87-5,04
(Mopdonur-4-unkap6onun)- | (d, 1 H) 7,26 (d, 1 H) 12,07 (s,
1,3-ruazon-5-kapOoHoBas 2 H)
KHCNOTa
35 | tpudropanerar Luc(+)-2-(4- | 1,79 (s, 2 H) 2,19 (s, 3 H) 3,38 506 | Ilpumep
9 {{(3,4-nuxnop-5-mernn-1H- (s, 3H) 3,56 (s,2 H) 3,64 (s, 1 206

nuppo-2-

HIT)kapbOHUI |aMHuHO }-3-
METOKCUIIUTIEpUOHH- | -u11)-4-
[(MeTokcuamuno)xapboOHHUII]-
1,3-THa30i-5-kapb6oHOBOM
KHCIIOTHI

H) 3,75 (s, 3 H) 4,03 (s, 1 H)
4,25 (s,2 H) 7,16 (d, 1 H)
12,16 (s, 1 H)

Crtp.: 184
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lip. | Coequnenne AMP m/z | UB
36 | 2-((3S5,4R)-4-{[(3,4-nuxiop- 1,83 -1,92 (m, 2 H) 2,19 (s, 3 494 | Ilpumep
0 S-metun-1H-mupposn-2- H) 3,50 -3,63 (dd, 1 H) 3,76 (s, 207
U1)KapOOHMN JaMHHO } -3- 3H)4,11 (s, 1 H) 4,30 (s, 1 H)
dropnunepunus-1-un)-4- 4,42 (s, 2 H) 4,90-5,07 (s, 1 H)
[(MeToxcnamumo)kapbonmn]- | 7,29 (d, 1 H) 12,11 (s, 1 H)
1,3-tnazon-5-kapbononpas 12,39 (s, 1 H)
KHCJIOTa
}{(H O-me
7\ Ne. N’
v m 0 F-\CN\g/nggO
OH
@)
36 | Huc(£)-2-(4-{[(3,4-auxmo0p- 1,51 (s,3H) 1,57 (s, 1 H) 1,75 544 | Ilpumep
1 5-metun-1H-nuppon-2- (s,2H) 2,18 (s, 3 H) 3,07 - 208
WI)KapOGOHHI|aMHHO }-3- 3,17 (m, 2 H) 3,35 (s, 3 H) 3,54
MCTOKCHIHIICpUAUH-1-1un)-4- | (d, 2 H) 3,87 (s, 1 H) 4,27 (s, 2
(munmepuaun-1-unkapbonun)- | H) 7,16 (d, 1 H) 12,16 (s, 1 H)
1,3-Tnaszon-5-xapbonosas 12,76 (s, 1 H)
KHCIOTa
36 | 4-(amuHOKApOOHHMN)-2- 1,74 (d, 2 H) 2,19 (s, 3 H) 3,32 | 476 | Ilpumep
2 ((38,4R)-4-{[(3,4-mmxnop-5- | (s, 2 H) 3,38 (s, 3 H) 3,55 (s, 1 243
MeTui- 1 H-muppon-2- H) 4,25 (s,2 H) 4,49 (s, 1 H)
un)kapOonu|aMuHO } -3 - 7,17 (d, 1 H) 8,87 (s, 1 H)
METOKCHIIHIIepHOUH- 1 -11)- 12,17 (s, 1 H)
1,3-tnazon-5-xapboxoBan
KHCIOTa
36 | 4-(amuHOKapOOHMI)-2- 1,84 (s, 2 H) 2,19 (s, 3 H) 3,19 | 464 | Ilpumep
3 ((3S,4R)-4-{[(3,4-muxnop-5- | (s, 1 H) 3,95 (s, 2 H) 4,24 (s, 2 244
MeTHI-1 H-tuppor-2- H) 4,86-5,02 (s, 1 H) 7,28 (s, 1
T )KapOoHUIT |aMHHO } -3- H) 12,12 (s, 1 H)
dTopnunepuaun-1-un)-1,3-
THa3oJ-5-kapboHoBas
KHCIOTA
36 | rpudropanerar Luc()-2-(4- | 1,60 - 1,73 (m, 2 H) 2,12 (s, 3 520 | Ilpumep
4 {[(3,4-anxnop-5-metun-1H- H) 3,14 - 3,25 (m, 2 H) 3,30 (s, 212
IHppoI-2- 3H)3,41(t,2 H) 3,86 (s, 2 H)
HI)kapOoHmMI |aMuHO }-3- 4,19 (s, 2 H) 7,09 (d,1 H) 9,66
MEeTOKCHIUIIepHAUuH-1-11)-5- | (t, 1 H) 12,09 (s, 1 H)
{{(2-
FHJPOKCUITUI)aMUHO [Kap6o
Hu}-1,3-THazon-4-
KapOOHOBOH KHCIOTHI (COJIB)

Ctp.: 185
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IIp. | Coenunenne SIMP m/z | B
36 | Huc(x)-2-(4-{[(3,4-auxn0p- 1,69 (s, 2 H) 2,12 (s, 3 H) 3,25 | 520 | IIpumep
5 S-meturi-1H-nuppoi-2- (s, 2H) 3,31 (s, 3H) 3,43 - 212
UI)KapOOHUII|aMHHO }-3- 3,53 (m, 2 H) 4,03 (s, 1 H) 4,23
METOKCHIIHNEpUAUH-1-1un)-4- | (s, 2 H) 4,80 (s, 1 H) 7,07 -
{[(2- 7,22 (m, 1 H) 9,23 (s, 1 H)
THAPOKCHATUI)aMHHO]Kkap6o | 12,09 (s, 1 H)
Hun}-1,3-tnazoun-5-
KapOOHOBast KUCJIOTA
o, o Ot
L
Me">y N_ N
Ho0 \g/ ) o
Me o
0
36 | 2-((35,4R)-4-{[(3,4-nuxmop- | 1,84 (s, 2 H) 2,18 (s,3 H) 2,76 |478 |IIpumep
6 5-metun-1H-nuppon-2- (s, 3H) 3,31 (s, 1 H) 3,40 (s, 1 211
UIT)KapOOHMII]aMHHO }-3- H) 3,61 (s, 1 H) 3,98 (s, 1 H)
¢TopnunepuauH-1-m)-5- 4,29 (s, 1 H) 4,87-5,03 (s, 1 H)
[(MeTHIIaMHHO)KapbOHUI |- 7,26 (s, 1 H) 9,43 (s, 1 H) 12,11
1,3-tnazon-4-kapbonoBas (s, 1 H)
KHCIOTa
36 | 2-((38,4R)-4-{[(3,4-nuxnop- | 1,87 (s,2H)2,19(s,3 H) 2,87 |478 |Ilpumep
7 5-mctun-1H-nuppon-2- (s, 3H)3,53(s,1H)4,13 (s, 1 211
HI)KapOOHMI |aMHHO }-3- H) 4,30 (s, 1 H) 4,43 (s, 2 H)
bropnunepuanH-1-mi)-4- 4,91-5,07 (d, 1 H) 7,31 (s, 1 H)
[(MeTnnamuHO)KapbOHMIT]- 9,40 (s, 1 H) 12,11 (s, 1 H)
1,3-tuazon-5-kapboHoBas
KHCJI0Ta
36 | HQuc(x)-2-(4-{[(3,4-nuxnop- 1,76 (s, 2 H) 2,19 (s, 3 H) 2,91 476 | Ilpumep
8 S-metuin-1H-nuppoin-2- (q, 1 H) 3,03 (d, 1 H) 3,35 - 355
ni1)KkapOoHMI|aMHUHO }-3- 3,38 (m, 3 H) 3,53 (s, 1 H) 3,93
METOKCHIIUNEepHANH-1-un)-4- | (s, 1 H) 4,03 (d, 1 H) 4,23 (s, 1
[(rTHAPOKCHHMUHO)METHI |- H) 7,20 (d, 1 H) 7,54 (s, 1 H)
1,3-Tua3on-5-kapbonoBas 7,83 (s, 1 H) 8,76 (s, 1 H)
KHCIIOTa
36 | Quc(x)-2-(4-{[(3,4-nuxnop- 1,70 - 1,82 (m, 2 H) 2,19 (s, 3 490 | Ilpumep
9 5-metun-1H-nuppon-2- H) 3,32 (s, 3H) 3,38 (s, 3 H) 214

un)kapOoHHI|aMHHO } -3~
METOKCHIHIIepUIHH-1-11T)-4-
[(MeTuaMuHO)KapOOHUI]-
1,3-tHazon-5-kapbonoas
KHCJIOTa

3,41 (s, 1 H) 3,56 (s, 1 H) 4,09
(s, 1 H) 4,29 (d, 2 H) 4,46 (s, 1
H) 7,17 (d,1 H) 9,38 (s, 1 H)
12,17 (s, 1 H)

Crp.: 186
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Ilp. { Coennnenue SIMP m/z | UB
37 | Que(x)-2-(4-{[(3,4-nuxmnop- 1,69 (s, 2 H) 2,12 (s, 3 H) 3,31 490 | Ilpumep
0 5-metun-1H-nuppoin-2- (s, 3H) 3,49 (s, 2 H) 3,84 (s, 3 251
HJI)KapOOHHII |aMHHO }-3- H) 3,96 (s, 2 H) 4,21 (s, 2 H)
MeToKcununepuud-1-un)-4- | 7,10 (d, 1 H) 8,62 (s, 1 H)
[(E)-(meTokcunMuno)Metun]- | 12,10 (s, 1 H)
1,3-Tnazon-5-kap6oHoBas
KHCIIOTa
Ct Cl
/z_ﬁ\‘(n A
Me N I]  Me
N O\QN\(/ %:
Me ® OH
(o]
37 | HQue(x)-2-(4-{[(3,4-muxnop- 1,61-1,71 (m, 2 H) 2,10 - 2,14 | 532 |IIpumep
1 5-meTtnia-1H-nuppon-2- (m, 3 H) 2,68 (s, 3 H) 3,29 (s, 3 246
UI)KapOOHHMJI|aMHHO }-3- H) 3,47 (d, 1 H) 3,58 (s, 4 H)
METOKCHIHNCpUANH-1-un)-4- | 3,67 - 3,80 (m, 2 H) 3,84 (d, 2
(Mopgonun-4-unmetun)-1,3- | H) 4,19 (t, 2 H) 7,10 (d, 1 H)
THAa30JI-5-kapOboHOoBas 12,12 (s, 1 H)
KHCIO0Ta
37 | HQue(£)-2-(4-{[(3,4-puxnop- 1,60 -1,74 (m, 2 H) 2,12 (s, 3 483 | Ilpumep
2 5-metnn-1H-nuppon-2- H) 3,27 (s, 1 H) 3,30 (s, 3 H) 253
U)KapOOHHUII|aMHUHO }-3- 3,34 (s, 1 H) 3,49 (s, 1 H) 3,87
METOKCHIHIICpHAKH-1-nm)-4- | (s, 1 H) 4,21 (s, 2 H) 7,10 (d, 1
(rudropmerun)-1,3-tuazon- H) 7,27 (s, 1 H) 12,10 (s, 1 H)
5-KapOoOHOBas KHCIIOTA
37 | Quc(x)-4-[(mpem- 1,26 (s, 9H) 1,72 (s, 2 H) 2,18 | 518 | IIpumep
3 OyTHIaMHHO)MeTHI|-2-(4- (s, 3 H) 3,32 (m, 3H) 3,36 (s, 3 247
{[(3,4-nuxnop-5-metun-1H- H) 3,52 (s, 1 H) 3,95 (s, 2 H)
UPpOII-2- 4,18 (s,2H) 7,15(d, 1 H)
ni)KkapOOHUI |aMHHO }-3- 12,18 (s, 1 H)
METOKCHUIIHIIepUIHH- 1 -1)-
1,3-tnazon-5-xapbornonas
KMCJIoTa
37 | Que(x)-2-(4-{[(3,4-muxiop- 1,11 - 1,20 (m, 3 H) 1,76 (s, 2 534 | Ilpumep
4 5-merun-1H-nupposn-2- H) 2,19 (s, 3 H) 3,38 (s, 3 H) 216

HI)KapOOHUJ |aMHHO }-3-
METOKCHUIIHIIEpUANH- 1 -1)1)-4-
{[(2-rugpoxcu-1-
METHJISTHIT)aMHHO |[KapOoH I
}-1,3-trason-5-kapboHoBas
KHCIIOTa

3,48 (d, 3 H) 3,57 (s, 1 H) 4,04
(s, 1 H) 4,27 (s, 2 H) 4,91 (s, 2
H) 7,17 (d, 1 H) 8,83 (s, 1 H)
12,16 (s, 1 H)

Crtp.: 187
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Ilp. | Coegunenue SAMP m/z | B
37 | Que(+)-2-(4-{[(3,4-nuxop- 1,79 (s, 3 H) 2,19 (s, 3 H) 3,23 | 534 | [Ipumep
5 S5-metui-1H-nmappon-2- - 3,28 (m, 3 H) 3,38 (s, 3 H) 215
un)kapOoHHUIT]aMHHO }-3- 3,42 (s, 2 H) 3,46 - 3,52 (m, 2
MeTOKCHnunepuaun-1-um-4- | H) 3,57 (s, 1 H) 4,30 (d, 2 H)
{[(2- 7,17 (d, J=8,48 I'1, 1 H) 9,38
METOKCHITHI)aMHHO|kapOor | (s, 1 H) 12,16 (s, 1 H)
un}-1,3-tuazon-5-
KapboHOBasi KHCJIOTA
(} Cl "
Me [ X\‘{N N 7
Y p\g/ﬁu/\/o\
;Vle OH Me
o
37 | Que(x)-2-(4-{[(3,4-nuxnop- 1,06 (d, 3 H) 1,69 - 1,79 (m, 3 534 | Ilpumep
6 5-Merun-1H-nuppon-2- H) 2,18 (s, 3 H) 3,37 (s, 3 H) 217
Hi1)KapOOHUIT|aMHHO }-3- 3,54 (s, 2H) 3,71 (s, 1 H) 3,94
MeTOKCHIUTIepUAHH-1-n)-5- | (s, 1 H) 4,25 (s, 3 H) 4,79 (s, 1
{[(2- H) 6,55 (s, 1 H) 7,17 (s, 1 H)
FUJIpOKCHIIpONHT)aMHHO|Kap | 9,78 (s, 1 H) 12,16 (s, 1 H)
6ounun}-1,3-tuazon-4-
KapboHOBas KHUCITOTa
37 | Que(x)-2-(4-{[(3,4-auxn0p- 1,06 (dd, 3 H) 1,75 (s, 2 H) 534 | Ilpumep
7 5-meTi-1 H-nuppon-2- 2,19 (s,3H) 3,24 (s, 2 H) 3,38 217
uiI)KapOoHMI |aMIHO }-3- (s, 3H) 3,43 (s, 1 H) 3,56 (s, 1
MeTokcununepuaun-1-um)-4- | H) 3,83 (s, 1 H) 4,05 (s, 1 H)
{[(2- 4,26 (s,2H) 4,90 (s, 1 H) 7,17
rufgpokcunponun)amuro]kap | (d, 1 H) 9,21 (s, 1 H) 12,16 (s,
Gonun}-1,3-Tuazon-5- 1 H)
Kkapb6oHOBasg KHCIOTA
37 | Que(x)-2-(4-{[(3,4-nuxmop- 1,69 (s, 6 H) 2,18 (s, 3 H) 3,34 530 | Ilpumep
8 5-metui-1H-nuppon-2- (s, 3 H) 3,40 (m, 3H) 3,54 (s, 5 248
HI)KapOOHHUI |aMHUHO }-3- H) 4,24 (s, 4 H) 7,14 (d, 1H)
METOKCHNHNepuaun-1-un)-4- | 12,16 (s, 1H)
(munepuaun-1-unmerun)-1,3-
THa30J1-5-kap6oHOoBas
KHCJI0Ta
37 | 2-((3S8,4R)-4-{[(3,4-muxnop- | 1,75 (s, 2 H) 2,19 (s, 3 H) 3,17 | 433 |Ilpumep
9 5-metun-1H-nuppon-2- (d,1 H) 3,27 (s, 1 H) 3,36 (s, 3 192

HI1)KapOOHUT|aMHHO }-3-
METOKCHITHIIEpUIHH- 1 -HIT)-
1,3-tnazon-4-xapOoHoBas
KHCI0Ta

H) 3,54 (s, 1 H) 3,85 (s, 1 H)
4,21 (d, 2 H) 7,16 (d, 1 H) 7,58
(s, 1 H) 12,16 (s, 1 H) 12,57 (s,
1 H)

Crtp.: 188
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IIp. | CoennHenue AMP m/z_ | B

38 | 2-((35,4R)-4-{[(3,4-nuxyop- | 1,73 (d, 3 H) 2,07 (s, 1 H) 2,18 |532 |IIpumep

0 5-Metun-1H-nuppon-2- (s, 3H) 2,95 (s, 2 H) 3,26 (s, 2 249
U1)KapOOHHUI|aMHHO }-3- H) 3,36 (s, 3 H) 3,53 (s, 1 H)
MeTokcHnunepuaun-1-un)-4- 13,85 (s, 1 H) 4,15 (s, 4 H) 4,35
[(3-runpoxcunupponuann-1- | (s, 1 H) 5,20 (s, 1 H) 7,16 (d, 1
un)metun|-1,3-tuazon-3- H) 12,16 (s, 1 H)
KapOOHOBasi KHCIOTA

38 | 4-{[(1- 1,25 (s,2H) 1,48 (s, 2 H) 1,75 | 560 | IIpumep

1 kapboxcunukionponumamus | (s, 2 H) 2,19 (s, 3 H) 3,39 (s, 4 402
o]xap6onnn}-2-((3S5,4R)-4- H) 3,56 (s, 2 H) 4,26 (s, 2 H)
{[(3,4-nuxnop-5-metun-1H- 4,42 (s, 1 H) 7,15 (s, 1 H) 9,80
HUPpON-2- (s, 1 H) 12,15 (s, 1 H) 12,78 (s,
H)KapOOHMII|aMHHO }-3- 1 H) 16,05 (s, 1 H)
METOKCUIIUNEPHAUH- 1 -HT)-
1,3-tHazon-5-kapboHoBas
KHCJIOTa

[pumep 382

Luc(£)-5-(amunokapbouua)-2-(4-{[(3.4-muxaop-5-MeTui- | H-ouppoi-2-

win)kap6oHuI]aMIHO } -3-MeToKcHunepuauH-1-un)-1,3-THa3zon-4-kap6oHopas

KHCJIOTA

PactBop 55 mr (23 mmone) Hue(+)- 3,4-nuxnop-N-[3-MeToKcUNUNEpUANH-4-

un]-5-metun-1H-nuppo-2-kapbokcamuna (Ilpomexyrognoe coegunenue 50), 55 mMr

(0,23 mmoup) 3THn 5-(aMuHOKapO6OHUT)-2-XN0p-1,3-THazon-4-kapGokcunara

(TIIpomexyTounoe coequrenuc 220) u 33 mr (0,23 mmons) K,CO3 B 3 M1 NMP

narpesaju 1npu 150 °C B TeyeHue 1 yaca B MUKPOBOJIHOBOM peaktope. JloOaBnsann

Bogy (0,1 i) u cMech Harpesanu npu 150 °C gonoHUTENLHO B TEYEHHE Yaca.

PacTBOp pa3sBojuiIH BOAOH M MoAKHCIIN ¢ moMonkio 1 H. HCI, 3atem aBsa pasa

sKcTparupoBajy ¢ nomompko EtOAc. EtOAcC 3KkCTpaKThl IPOMBIBANIH CONSHBIM

pacTBOpoM, BhICYmHBand (MgSO4) u KOHLEHTPUPOBAJIM, OJIyYast TBEPA0E BEHIECTBO,

K0TOpoe pacTupanu B nopomox ¢ MeOH, nonygas 41 mr 6eoro TBepnoro BeniecTna.
MC (ES) MH": 479 ana C7H;9CI,N50;5S; SIMP: 1,75 (m, 2H), 2,2 (s, 3H), 3,3 (s), 3,5
(s, 1H), 3,9 (m, 1H), 4,2 (m, 2H), 7,15 (d 1H), 7,8 (s, 1H), 8,9 (s, 1H), 12,2 (s, 1H).

ITpumep 383

Crp.: 189
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Luc(+)-5-(amunokap6bonun)-2-(4-{[(3.4-auxnop-5-metii- | H-nuppoi-2-

HJI)KapOOHUII |aMHHO } -3-Me TOKCHITHIEpUANH- 1 -HN) H30HHKOTHHOBAS KUCIOTA

Cmece 85 mr (0,17 Mmone) Luc(+)-s1un 5-(amunokapGorun)-2-(4-{[(3,4-
JUXJIOp-5-MeTHII- 1 H-UPPO-2-1i)KapOOHKII |aMHHO } -3-METOKCHIMIIEPHAHH- | -
un)uzonukorunara (Ilpumep 198) u 86 mr (0,50 mmons) Ba(OH), B 3 Mi1 MeOH u 2
Mt Bojibl HarpeBasy npu 120 °C B teuenne 1 yaca. CMech NOAKUCISLIN
npuOIH3uTeNsHO 10 pH = 4 ¢ momomsio 1 1. HCI 1 9eTkIpe pasa skcTparupoBaiy ¢
nomompio EtOAc. EtOAc xoHnenTpHpoBanu u ocTatok oynmany nyrem BJDKX ¢
obpameHnoi dazoit (20-40% CH;3CN rpaguent B Boze ¢ 0,1% TOK), noyqas 8 mMr
npoaykrta B Buje 6enoro TBepaoro semectsa. MC (ES) MH™: 470 s
Ci9H,1CIbN5Os; SIMP: 1,5-1,8, (m, 3H), 2,2 (s, 3H), 3,0-3,2 (m, 2H), 3,3 (s, 3H), 3,5
(m, 2H), 4,2-4,5 (m, 2H), 4,9 (d, 1H), 6,9 (s, 1H), 7,1-7,3 (m, 2H), 7,8 (s, 1H), 8,4 (s,

20

25

30

35

40

45

30

1H), 12,1 (s, 1H), 13,1 (s, 1H).

IIpumeprr 384-385

CJ'ICI[yIOHII/IC HpI/IMCpr CHHTC3UPOBAIHU C NOMOIUIBIO METO1A, aHATOTHYHOTO

ONHCaHHOMY B puMepe 383, 3 ucxonHwIX Beniects (MB), npuseneHnrpIx B Tabnuie

HHXKE.
llp. | Coennnenue SIMP m/z HB
384 | 2-((35,4R)-4-{[(3,5-nuxm0p- SAMP: MC (ES) MH™: ITpomexyTouHOE
4-metun-1H-nuppoin-2- 1,8 (m, | 577 nns coenuHeHme 138
un)kapOoHHII|aMHHO }-3- 2H), C12H77CILFNO5S
Groprmunepuauu-1-ui)-4- 1,9 (s,
{[(2-MopdonnH-4- 3H),
HIIATHII JaMHAHO |KapOOHU T } - 3,5-4,0
1,3-tnazon-5-kapboHoBas (m,
KHCJIOTA 8H),
4,0-4,4
(m,
3H),
5,0 (d,
1H),
7,4 (d,
1H),
9,5 (s,
1H),
12,6 (s,
1H).

Crtp.: 190
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RU 2424240 C2

ITp. { Coenunenue SAMP m/z 1B
385 | 4-(aMmuHOKAPOOHMIT)-2- SAMP: MC (ES) MH": [Tpumep 202
((38,4R)-4-{[(3,5-nuxmnop-4- 1,8 (m, | 464 nns
Metuin-1H-nuppoi-2- 2H), Ci16H16CLFNs04S
Un)KapOOHUI |aMUHO }-3- 1,9 (s,
¢Topnunepunus-1-un)-1,3- 3H),
THa30J-5-KapOoHOBas 3,5-4,0
KHCJI0Ta (m,
Me cl 8H),
qﬂ\(“@ s. I 4,0-4,4
i 0 N\§ /. ToH (m,
v, |3H),
0 5,0 (d,
1H),
7,4 (d,
1H),
9,5 (s,
1H),
12,6 (s,
1H).
[Ipumep 386

2-((35.4R)-4-{[(3.4-mux10p-5-MeTHA- 1 H-IUppo1-2-1ua)KapOOHII]aMHHO } -3-

METOKCHIUINEPUANH-1-u1)-4-[(MeTnnaMuno)xkapbounn]-1.3-tuazon-5-kapborosag

KHCJIOTa

K cycnensuu/pactropy stun 2-((35,4R)-4-{[(3,4-nuxnop-5-merun-1H-nuppon-
2-un)KapOOHU T |aMHUHO } - 3-METOKCHITHIIEPU AKH- 1 -11)-4- [ (METHIIaMHHO )KapOOHM |-
1,3-tnasoun-5-xap6okcunara (0,078 r, 0,15 mmous, ITpumep 218) B MeTanone (2 M)
noGasnsanu rugpoxcus 6apus (0,052 r, 0,30 Mmmoas) u Boay (0,5 min). ITocne
NepeMeHINBaHus] B TCUCHUE HECKOJIBKHX YaCcOB PEaKIysi 3aBepiIanach. PeakMOHHYIO
CMeCh MOAKHCIIANH ¢ HoMolbio 1 H. HCl u mocne 3Toro KOHNEHTPHPOBANIHN i
yhanenus metanona. Ocrtarok skcrparupoBaan EtOAc (X3), BRICYLIHBANH C
nomoipio MgSO4 u KoHIEeHTpHpoBaIH, noiy4as 6enoe TBepaoe Bemectso (0,059 1).
MC (ES) M+H": 490 mus C1gHy C1,N5058; SIMP: 1,76 (s, 2 H) 2,18 (s, 3 H) 2,86 (s,
3 H) 3,38 (s,3H)3,56(s,2H)4,02 (s, 1 H)4,27 (s, 2 H) 4,40 (s, 1 H) 7,15 (s, 1 H)
9,38 (s, 1 H) 12,15 (s, 1 H)

Hpumeps: 387-412

Cnez[ylomne HpHMepr TF'OTOBHIIH C HIOMOIIBIO METONUKH, OITHCAHHOHA B

IIpumepe 386, u3 ykasanHbIXx Hcxonubix Bemects (UB).

Crp.: 191
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RU 2424240 C2

Ilp. | Coenunenne JlanHbIE 1B

387 | 2-((3S5,4R)-4-{[(3,4-nuxmop- MC (ES) MH": 534 nnus [Ipumep 219
5-meTHi-1H-nuppoin-2- C20H25CIN5068S;
HJ1)KapOOHUN |aMHHO }-3- JAMP: 1,72 (s,2 H) 2,18 (s, 3
MeTOKCHIHNepHAuH-1-1m1)-4- | H) 3,24 (s, 3 H) 3,36 (s, 3 H)
{[(2- 3,51 (s, 2H) 3,84 (s, 2 H)
METOKCHITUN)aMUHO JkapGoru | 4,15 (s, 2 H) 7,15 (s, 1 H)
1}-1,3-tHazoi-5-xapGoHOBas 12,16 (s, 1 H) 13,18 (s, 1 H)
KHCJIOTa

388 | 2-((35,4R)-4-{[(3,4-nuxn0p- MC (ES) MH": 534 ans ITpumep 220
5-metun-1H-nuppo-2- Ca0H3z5CINsO6S;
H1)KapOoHH N |aMUHO } -3- AMP: 1,19 (s,3 H) 1,77 (s, 2
METOKCHIHMIEpHANH-1-1n)-4- | H) 2,19 (s, 3 H) 3,38 (s, 3 H)
({[(18)-2-ruapoxcu-1- 3,47 (s, 3 H) 3,58 (s, 1 H)
MeTHI3TH JaMuHO j Kapbonun) | 4,04 (s, 1 H) 4,29 (s, 2 H)
-1,3-Tnazon-5-kapbonoBas 4,91 (s, 1 H) 7,18 (s, 1 H)
KHCIOTA 8,79 - 8,94 (m, 1 H) 12,16 (s,

1 H)

389 | 2-((35,4R)-4-{[(3,4-auxa0p- MC (ES) MH": 534 xnsa [Tpumep 221
5-Metun-1 H-nuppon-2- C20H,5CI13Ns06S
WIT)KapOOHHUII|aMHHO } -3-
METOKCHIUICPUIUH-1 -11T)-4-
({[(1R)-2-ruapoxcu-1-
MCTHIISTHII|aMHHO } KapOOHHMIT)
-1,3-tuaszon-5-kapbonosas
KHCII0Ta

390 | Que(+)-2-(4-{[(3,4-muxsop-5- | MC (ES) MH": 540 gns [Ipumep 222

MeTui-1 H-nuppon-2-
UI)kapOoHUI|aMHHO } -3-
METOKCHITHUIIEPUIHH- | -1T)-4-
{[(2,2'

avdropsTrn)aMuHo |KkapGoHuN
}-1,3-THa3on-5-kap6oHOBas
KHCIIOTa

F
Ci Ci
M /H\(H\/C\ N Nj/
° H 0 o N\g/ / @]
l\\Ae OH
[¢]

F

C19H1CL1FaN50sS;

SIMP: 1,76 (s, 2 H) 2,19 (s, 3
H) 3,38 (s, 3 H) 3,44 (s, 1 H)
3,57 (s, 2 H) 3,73 (s, 3 H)
4,10 (s, 1 H) 4,27 (d, 2 H)
4,43 (s, 1 H) 7,17 (d, 1 H)
9.60 (s, 1 H) 12,16 (s, 1 H)
15,77 (s, 1 H)

Crp.: 192
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ITp. | Coennnenue JlaHHBIE 1B
391 | HQue(+)-2-(4-{[(3,4-muxnop-5- | MC (ES) MH": 543 nins IIpumep 223
MeTui- 1 H-nuppon-2- C20H»0C1,Ng06S;
AN )KapOOHUI JaMHHO }-3- SAMP: 1,74 (s, 2 H) 2,19 (s, 3
MeTtokcununepuaud-1-un)-4- | H) 3,22 (s, 2 H) 3,38 (s, 3 H)
[(m30Kcazomn-3- 3,52 (s, 1 H) 3,88 (s, 1 H)
nnaMuHo)kapbonun]-1,3- 4,24 (s,2 H) 6,99 (d, 1 H)
THa30]-5-kapOoHOBas 7,16 (s, 1 H) 8,75 (s, 1 H)
KHCJIOTa 12,16 (s, 1 H)
392 | Hue(x)-2-(4-{[(3,4-muxmop-5- | MC (ES) MH': 546 nns [Mpumep 224
MeTul-1 H-nuppoi-2- C,1H25CINsO6S;
H11)KapOoHUI |aMHHO }-3- JAMP: 1,76 (s, 3 H) 1,94 -
METOKCHIIUIIEpUANH-1-u)-4- | 2,08 (m, | H) 2,19 (s, 3 H)
{[{(3R)-TeTparunpodypan-3- 3,38(s,3H) 3,44 (s, 1 H)
UnaMuHO |[kapOoHuI}-1,3- 3,56 (s, 1 H) 3,63 -3,76 (m, 2
THa30-5-kapboHoBas H) 3,81 -3,92 (m, 2 H) 4,12
KHCIIOTA (s, 1 H) 4,26 (s, 1 H) 4,51 (s,
1 H)7,16(d, 1 H)9,17 (d, 1
H) 12,15 (s, 1 H) 15,97 (s, 1
H)
393 | Hue(+)-2-(4-{[(3,4-maxnop-5- | MC (ES) MH": 534 s ITpumep 225
MeTui-1 H-nuppoin-2- C20H»:CLLFEN;5OsS;
uin)kapboHUI|aMuHO }-3- AMP: 1,23 (dd, 2 H) 1,75 (s,
METOKCUNHIICpUANH-1-um)-4- |2 H) 2,19 (s, 3 H) 2,87 (s, 1
({{(1R,25)-2- H) 3,37 (d, 3 H) 3,42 (s, 1 H)
¢ropuuxiaonponuilamMuao}ka | 3,56 (s, 2 H) 4,10 (s, 1 H)
pbonun)-1,3-tuazon-5- 4,26 (s,3H) 4,45 (s, 1 H)
kapOOHOBas KHCIOTA 4,73 (d, 1 H) 4,96 (s, 1 H)
7,16 (d, 1 H) 9,29 (dd, 1 H)
12,15 (s, 2 H) 16,02 (d, 1 H)
394 | 4-(asmmometun)-2-((35,4R)-4- | MC (ES) MH": 488 st Mpumep 254

{{(3,4-nuxnop-5-merun-1H-
nHppoJI-2-

un)KapOoHUJ [aMUHO }-3-
METOKCUNIUIIEPUAUH-1-1T)-
1,3-tuazon-5-kapboHoBas
KHCII0Ta

Ci17H9CIhN704S;

AMP: 1,76 (s, 2 H) 2,18 (s, 3
H) 3,37 (s, 5 H) 3,56 (s, 1 H)
3,92 (s, 1 H) 4,28 (s, 2 H)
4,54 (d, 2 H) 7,18 (s, 1 H)
12,16 (s, 1 H) 12,97 (s, 1 H)

Crtp.: 193
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Ilp. | Coennnenue JlanHbie 1B

395 | 2-((3S,4R)-4-{[(3,4-nuxm0p- MC (ES) MH": 548 nis [lpumep 226
5-meTnia-1H-nuppoi-2- C21H27C1aN5068S;
W1)kapOOHUIT]aMHHO }-3- AMP: 1,18 (d,3 H) 1,76 (s, 2
MeTokcununepuaun-1-un)-4- | H) 2,18 (s, 3 H) 3,24 (s, 3 H)
({[(15)-2-meToKcH-1- 3,38 (s,3H) 3,49 (s, 2 H)
MeTHJIdTHI |amuHO }xap6orui) | 3,57 (s, 1 H) 4,06 (s, 1 H)
-1,3-trazon-5-kapboHoBas 4,26 (s, 2H) 7,15 (s, 1 H)
KHCJIOTa 8,95 (s, 1 H) 12,16 (s, 1 H)

NI 16,33 (s, 1H)
Me /N\ N, \ O Me
" \ \g/ 1 ” O\Me
Me OH
[¢)

396 | 2-((35,4R)-4-{[(3,4-muxs0p- MC (ES) MH": 514 nns [Tpumep 227
S-metun-1H-nuppon-2- C,0H,;CEKLN;s0sS;
Hi1)KapOOHUI JaMHHO } -3 - JIMP: 1,76 (s,2 H) 2,19 (s, 3
MeToKcununepuaun-1-un)-4- | H) 3,26 (s, 2 H) 3,38 (s, 3 H)
[(mpom-2-wH-1- 3,57 (s, 2H) 4,10 (d, 2 H)
HIaMHHO)KapOoHun]-1,3- 4,27 (s, 2H) 7,17 (d, 1 H)
THA30JI-5-kapOoHoBas 9,78 (s, 1 H) 12,16 (s, 1 H)
KHCJIOTa 15,96 (s, 1 H)

397 | 2-((35,4R)-4-{[(3,4-nuxyop- MC (ES) MH": 548 qsa IIpumep 228
5-metun-1H-nuppoir-2- C,1H,7C1,N506S;
nin)kapboHun]aMmuHo}-3- SAMP: 1,29 (s, 6 H) 1,73 (s, 2
METOKCHUNHNEepHAHH-1-un)-4- | H) 2,17 (s, 3 H) 3,37 (m, 6 H)
{[(2-ruopokcu-1,1- 3,46 (s, 2 H) 3,54 (s, 1 H)
AUMCETUIITHI)aMuHO]Kap6onn | 3,91 (s, 1 H) 4,23 (s, 2 H)
n}-1,3-THason-5-kapbonosas 7,16 (s, 1 H) 12,19 (s, 1 H)
KHCJIOTa

398 | 2-((35,4R)-4-{[(3,4-nuxn0p- MC (ES) MH": 546 nns [Tpumep 224

5-metun-1H-nuppoi-2-
ui)xapbonulamuuo}-3-
METOKCHIUIEPUAHNH-1 -1i1)-4-
{[(3R)-TeTparunpodypaH-3-
uwiaMuHo |[kapbonun}-1,3-
THa30J1-5-kapboHOBas
KHCIJIOTa

C21H35CIaN506S;

AMP: 1,23 (s, 1 H) 1,76 (s, 2
H) 2,00 (d, 1 H) 2,19 (s, 3 H)
3,38 (s, 6 H) 3,43 (s, 1 H)
3,56 (s, 1 H) 3,64 - 3,77 (m, 2
H) 3,79 - 3,94 (m, 2 H) 4,26
(s, 1 H) 4,51 (s, 1 H) 7,16 (d,
1 H) 9,17 (s, 1 H) 12,16 (s, 1
H) 15,98 (s, 1 H)

Crtp.: 194
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IIp. | Coenunenue Janssle 1B
399 | 2-((35,4R)-4-{[(3,4-nuxy0p- MC (ES) MH": 534 aas IIpumep 229
S-meTun-1H-nuppon-2- C20H23C1LFN5O5S;
un)kapOoHmn Jamuno }-3- AMP: 1,21 (d, 1 H) 1,40 (s, 1
METOKCHNHNEPHANH-1-un)-4- ' H) 1,76 (s, 2 H) 2,19 (s, 3 H)
({[(1R,25)-2- 2,85(s, 1 H) 3,38 (s, 3 H)
$ropunknonponun]amuno}ka | 3,43 (s, 3 H) 3,56 (s, 1 H)
p6ouun)-1,3-tuaszon-5- 4,26 (s, 1 H) 4,74-497 (4, 1
KapOOHOBasi KHCJIOTA H) 7,17 (d, 1 H) 9,27 (d, 1 H)
12,16 (s, 2 H) 16,01 (s, 2 H)
400 | 2-((38,4R)-4-{[(3,4-nuxnop- MC (ES) MH": 427 nas [Tpumep 193
5-metui-1H-nuppon-2- Ci3H20Cl3N4O4
un)xkapboHuI|aMuHO } -3- SAMP: 1,72 (s, 2 H) 2,18 (s, 3
METOKCHUITMIICPU/IHH-] - H) 3,13 (d, 2 H) 3,30 (s, 3 H)
WJI)U30HHKOTHHOBASI KHCIIOTa 3,49 (s, 1 H) 4,17 - 4,31 (m, 2
¢ ct HO H) 4,68 (d, 1 H) 6,97 (d, 1 H)
I&«H 7,15 (d, 1 H) 7,23 (s, 1 H)
MeT Oﬂ\@/go 8,22 (d, 1 H) 12,16 (s, 1 H)
g N/ 13,39 (s, 1 H)
Me
401 | 4- MC (ES)MH": 516 qns [Ipumep 231
[(muknonponuaaMuHO)kap6oH | CyoHp3C1NsOsS;
wi]-2-((3S,4R)-4-{[(3,4- SIMP: 0,77 (d, 2 H) 0,80 (s, 2
Auxyop-5-metui-1H-nuppon- | H) 1,76 (s, 2 H) 2,19 (s, 3 H)
2-um)KapOOHUIT]aMHHO } -3- 2,86-2,99 (m, 1 H) 3,30 (s, |
METOKCHUITUIIEPUAUH- 1 -HI)- H) 3,37 (s, 3 H) 3,56 (s, 1 H)
1,3-THazon-5-xap6oHOBas 4,16 (s, 1 H) 4,26 (d, 2 H)
KHCIIOTa 4,41 (s, 1 H) 7,16 (d, 1 H)
9,22 (d, 1 H) 12,15 (s, 1 H)
402 | 1-({[2-((3S,4R)-4-{[(3,4- MC (ES) MH": 574 nns ITpumep 230
puxjiop-5-Metun- 1 H-nuppon- | CypHysCLN504S;
2-un)kapboHun]amMuHo }-3-
METOKCHIIHIIEpUJUH- ] -HT)- 5~
(Metokcukapbouun)-1,3-
THa30J1-4-
HT|KapOOHMII } aMUHO )ITHKJION
ponankapbOHOBas KHCIOTA
403 | 4-{[(1-xap6okcH-2- MC (ES) MH": 564 s ITpumep 233

THAPOKCHATHI)aMHHO |kapOoH
un}-2-((35,4R)-4-{[(3,4-
auxiyop-5-metun-1H-nuppor-
2-nm)KkapOoHUIT]aMHUHO }-3-
METOKCUITHIIEPUANH- 1 -HIT)-
1,3-trazon-5-xkapboHoBas
KHMCIIOTa

C20H23C1hN504S;

AMP: 1,78 (s, 2 H) 2,19 (s, 3
H) 3,39 (s, 3 H) 3,47 (s, 2 H)
3,59 (s, 1 H) 3,87 (s, 2 H)
4,30 (s, 2 H) 4.53 (s, 1 H)
7,16 (s, 1 H) 9,03 (s, 1 H)
12,16 (s, 1 H) 15,97 (s, 1 H)

Crtp.: 195
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Ilp. | Coepunenue JlanHble 1B
404 | 2-((35,4R)-4-{[(3,4-nuxm0p- MC (ES) MH": 589 mis Ilpumep 234
S-metuin-1H-nuppon-2- C23H30CIhNgO6S;
H1)KapOOHMIT |aMHHO }-3- AMP: 1,76 (s, 2 H) 2,19 (s, 3
MeTOKcUnunepuanu-1-um)-4- | H) 3,14 (d, 2 H) 3,39 (s, 4 H)
{[(2-mopdonun-4- 3,57 (s, 3 H) 3,72 (s, 3 H)
HII3THJI)aMHHO |[KapOoHHI } - 3,78 (s, 1 H) 3,96 (s, 2 H)
1,3-Trazon-5-kapbounoBas 4,27 (s, 2H) 7,18 (d, 1 H)
KHCJIOTa 9,59 (s, 1 H) 12,21 (s, 1 H)
405 | 2-((35,4R)-4-{[(3,4-auxnop- MC (ES) MH": 562 nns [Ipumep 235
5-metun-1H-nuppon-2- C21H325CI3Ns0O4S;
un)KapOOHHI |JaMHHO } -3- SAMP: 1,77 (s, 2 H) 2,19 (s, 3
MeTOKCHIUIIepUauH-1-un)-4- | H) 3,39 (s, 9 H) 3,44 - 3,52
{[(1,3-anokconan-2- (m, 2 H) 3,58 (s, 1 H) 3,79 -
HIIMETHUJI)aMHHO |KapOOHU I } - 3,87 (m, 2 H) 3,89 - 3,97 (m,
1,3-Tnazon-5-xkapboHoBas 2 H)4,27 (s, 2 H) 5,05 (t, 1
KHCJIOTA H) 7,17 (d, 1 H) 9,39 (t, 1 H)
N_~ 12,16 (s, 1 H) 16,20 (s, 1 H)
Me/z:g\\(Nm'CN N
oL
Mo on 4
(o}
406 | 2-((35,4R)-4-{[(3,4-nuxiop- MC (ES) MH™: 567 ansa [Ipumep 237
S-metui- 1 H-nuppon-2- Co3H24C1hNgOsS;
ui1)KapOOHMI|aMUHO }-3- AMP: 1,77 (s, 2 H) 2,19 (s, 3
MeTokcununepunuu-1-un)-4- | H) 3,40 (s, 3 H) 3,58 (s, 2 H)
{[(mupuguu-2- 4,28 (s, 2 H) 4,67 (s, 2 H)
HJIMETHJI)aMHHO |KapOOHHU T } - 7,16 (s, 1 H) 7,31 - 7,45 (m, 2
1,3-Tuazon-5-kapboHOBast H) 7,85 (s, 1 H) 8,56 (s, 1 H)
KHC0Ta 9,97 (s, 1 H) 12,17 (s, 1 H)
16,14 (s, 1 H)
407 | 2-((35,4R)-4-{[(3,4-nuxnop- MC (ES) MH": 601 nns [Mpumep 236

S5-metun-1 H-nuppon-2-
un)kapOoOHUI|aMHHO }-3-
METOKCUITHIIEPUINH- 1 -1)-4-
({[3-(2-oxconupponuanH-1-
HJI)IIPOITHJ |aAMHHO } KapOOHM)
-1,3-tuazon-5-kapboHoBas
KHCJIOTa

C24H30C1NgO6S;

AMP: 1,71 (s, 1 H) 1,74 (d, 3
H) 1,85 - 2,00 (m, 2 H) 2,19
(s, 3 H) 2,20 - 2,27 (m, 2 H)
3,19 - 3,35 (m, 11 H) 3,39 (s,
4H) 3,56 (s, 1 H) 4,20 - 4,34
(m, 1 H) 7,17 (d, 1 H) 9,45 (4,
1 H) 12,16 (s, 1 H)

Crtp.: 196
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IIp. | Coennnenne Janueie 1B

408 | Huc(+)-4-[unano(mopdonun- | MC (ES) MH': 557 mns Mpumep 255
4—HJ‘I)MGTI/IH]-2—(4—{[(3,4- C22H26C12N605S;
xuxaop-5-metuna-1H-nuppon- | AMP: 1,75 (s, 2 H) 2,18 (s, 3
2-u)KapOOHHI |aMUHO }-3- H) 2,71 (s, 3 H) 3,39 (s, 2 H)
METOKCHITHIIEPUIANH-1-1T)- 3,43 (s, 5 H) 3,59 (s, 4 H)
1,3-Tnazon-5-xap6ouopas 3,80 (s, 2 H) 4,27 (s, 2 H)
KHCJIOTa 4,44 (s, 1 H) 7,14 (s, 1 H)

12,15 (s, 1 H)

409 | 2-((38,4R)-4-{[(3,4-muxi0D- MC (ES) MH": 582 nus [Ipumep 256
S-metun-1 H-nuppos-2- C,yH,5CIL,N504S,
H1)KapOOHMIT|aMUHO } -3 - SIMP: 1,76 (s,2 H) 2,19 (s, 3
MeTOKCHIUIepuauH-1-u1)-4- | H) 3,06 (s, 3 H) 3,38 (s, 5 H)
({[2- 3,44 (t, 3H) 3,57 (s, 1 H)
(Metuncynbonmm)sTHN]amuE | 3,68 - 3,81 (m, 2 H) 4,26 (s, 2
o}kapboHui)-1,3-THazomn-5- H) 7,16 (d, 1 H) 9,45 - 9,56
KapOoHOBas KHCIIOTa (m, 1 H) 12,15 (s, 1 H)

410 | 2-((35,4R)-4-{[(3,4-guxn0p- MC (ES) MH": 557 s [Ipumep 239
5-Metun-1H-muppo-2- C21H22CIaN6O6S;
un)kapboHuN]aMuHO}-3- SMP: 1,76 (s, 2 H) 2,19 (s, 3
METOKCUIIUIIepUANH-1-u1)-4- | H) 3,38 (s, 3 H) 3,45 (s, 1 H)
{[(1,3-0kcazon-2- 3,57 (s, 1 H) 4,26 (d, 2 H)
WIMETHJ)aMHAHO |Kapbornn}- | 4,65 (s, 2 H) 7,11 - 7,24 (m, 2
1,3-tnazon-5-kapOoHoBas H) 8,09 (s, 1 H) 9,98 (s, 1 H)
KHCJIOTA 12,16 (s, 1 H) 15,92 (s, 1 H)

C Cl
H
H 0 o \( / N
0]
411 | 2-((35,4R)-4-{[(3,4-nuxnop- MC (ES) MH": 522 s IIpumep 240

5-metui-1H-nuppoi-2-
U)KapOOHHIT|aMHHO }-3-
METOKCUIIMIIEPULUH-]1-1IT)-4-
{[2-

¢dTopaTu)aMuHO |[KapOOHNUI } -
1,3-tHazon-5-kapboHoBas
KHCIIOTa

Ci19H2:CILFNsOsS;

AMP: 1,76 (s, 2 H) 2,19 (s, 3
H) 3,38 (s, 4 H) 3,45 (s, 1 H)
3,58 (s, 2 H) 3,68 (s, 1 H)
4,14 (s, 1 H) 4,27 (s, 2 H)
4,47 - 4,54 (m, 1 H) 4,67 (1, 1
H) 7,26 (d, J=8,29 I'n, 1 H)
9,55 (s, 1 H) 12,29 (s, 1 H)
16,19 (s, 1 H)
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IIp. | Coenunenne JlanHbIC 1B

412 | 2-((38,4R)-4-{[(3,4-quxnop- MC (ES) MH": 548 ans [Tpumep 241
5-metun-1H-nuppos-2- C21H37CI3N5068S;
HII)KapOOHUI]aMUHO }-3- JAMP: 1,11 (d, 6 H) 1,77 (s, 2
MeTOKCHNUNepuauH-1-un)-4- | H) 2,18 (s, 3 H) 3,23 (s, 3 H)
{[(2-ruapokcu-2- 3,38 (s,3H)3,57 (s, 1 H)

METHJIIpONHI)aMuHo JkapOon | 4,29 (s, 1 H) 4,76 (s, 1 H)
ui}-1,3-ruason-5-xap6ononas | 7,18 (s, 1 H) 8,94 (s, 1 H)
KHCIIOTa 12,16 (s, 1 H)

[pumep 413
4-{[(1-unanonukaonponun)amMuuoJkapbonun} -2-((35,4R)-4- {[(3.4-1UXJI0D-5-MeTU -

1 H-tuppon-2-un)KkapOOHUI JaMIHO } -3-MeToKcununepuaun-1 -mn)-1,3-tnason-5-

kapOoHOBag KHCIIOTa

K pactsopy atun 4-{[(1-nuanonukionponui)aMano |Kap6ouun }-2-((3S,4R)-4-
{[(3,4-puxnop-5-meTun-1H-nuppon-2-u1)kapGoHHII|aMHUHO } -3-METOKCUTIIMIEPH THH- | -
un)-1,3-tnazon-5-kapbokennara (0,09 r, 0,16 mmouns, [pumep 230) B metanone (2
M) pobasnanyu kapbonat xamus (0,022 r, 0,16 mmous) 1 Boay (0,5 miun). Hocie
HarpeBaHus I10J BO3AEHCTBUEM MUKPOBOJH B TeueHHe 30 MuHyT mpu 80°, peaknusg
3aBeplanach corjacHo aHanusy ¢ nomomso JXXMC. PeaknuoHHyH cMeCh
pa3BOAMIM BOJOR ¥ moaxucisan ¢ nomomsio 1u. HCL. Ilocie KOHIEHTpUPOBaHHUA
JUId ylaleHusd MeTaHoa, IOJIydYeHHBIH Gelblil 0caiox QUIBTPOBAIIH, TPOMBIBAIIH
BoJI0# M BeICymHBanu (0,071 r). MC (ES) M+H": 541 aust C21H32CLINgOsS; SIMP:
1,33 -1,41 (m, 2 H) 1,64 (s, 2 H) 1,75 (s, 2 H) 2,19 (s, 3 H) 3,37 (s, 3H) 3,43 (s, 1 H)
3,57 (s, 1 H) 4,08 (s, 1 H) 4,27 (d,2 H) 4,40 (s, 1 H) 7,16 (d, 1 H) 9,87 (s, 1 H) 12,17
(s, 1 H)

Ipumep 414
Crnenyromuii IIppmep roTOBHIIH € IOMOLIBIO METOJIUKH, OIIUCaHHOH B lIpumepe

413, u3 ykazaHHBIX HcXOAHBIX BelecTB (MB).

Crtp.: 198
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IIp. | CoenuHenune JlaHHEIE 1B

414 | 4-{[(1-umano-1- MC (ES) MH": 543 mus [Tpumep 232
METUNITHI)aMHEHO JkapGouun} | C31Ha4CLNgOsS:

-2-((35,4R)-4-{[(3,4-nuxyop- | SIMP: 1,68 (s, 6 H) 1,76 (s, 2

5-meTui-1H-nuppoi-2- H) 2,19 (s, 3 H) 3,38 (s, 4 H)
HJ1)KapOOHMIT | aMHHO } -3- 3,44 (s, 1 H) 3,56 (s, 1 H)
METOKCHIIMNIEPUIUH- | -HJT)- 4,11 (s, 1 H) 4,25 (s, 2 H)
1,3-tnazon-5-kapboHosas 7,14 (s, 1 H) 9,10 (s, 1 H)
KHCJIOTa 12,17 (s, 1 H)

IIpumep 415

2-((3S.4R)-4- {[(3.,4-nuxnop-5-Metun-1H-nuppon-2-un)kapbouni]aMuno }-3-

dropnunepuann-1-mwn)-N-meTokcu-N-mMeTHI-1,3-THAa301-5-KapGOKCaMu

ci cl H 0
/A N “"'CN S N—O.
H30INS\\< A \<\ / | CH,
H O F\\ N H C

3

2-((35,4R)-4-{[(3,4-nuxn0p-5-MeTHI- ] H-HPpOII-2-U)KapOOHHI|aMHHO }-3-
¢ropnunepunun-1-um)-1,3-Tnazon-5-xapboronyio kucaory (10 mr, 0,024 MMons)
pactBopsinu B 6e3BoanoM JIMOA (10 mn), nobasnsiin HATU (9,1 mr, 0,024 MMouns),
TpusTuiaamMuH (7,27 mr, 0,072 MMons) u N,O-gumetunruapokcuamus (4,65 mr, 0,048
MMoiib). CMech epeMemuBaly NpH KOMHATHOH TeMIepaType B TeueHHe 30 MHHYT,
34TEM BIMBAJIM B XOJIOJHYIO BoAy (30 M), ocaxok GUNBTPOBaIH, NIPOMBIBAIIM BOJOH K
cobupany B BUJIE XKEIATENbHOIO NPOAYKTa (He coBceM 6esoe TBepaoe BemecTBo, 10
MT).
MC (ESP): 465 (MH") mus C;7H2C1FN50;8
AMP (CDCl3) O: 1,87 (m, 2H); 2,19 (s, 3H); 3,07 (m, 2H); 3,21 (s, 3H); 3,72 (s, 3H);
4,01 (m, 1H); 4,30 (m, 2H); 4,96 (d, br, 1H); 7,28 (d, 1H); 7,85 (s, 1H); 12,09 (s, 1H).

Cnenyromee COCAHHCHHE MMOJIYYaJId COrJIaCHO METOTUKE, ONMUCAHHOH B HpHMepe 415

u3 Ilpumepa 334 u N-METOKCHaMHHIH APOXJIOPHIA.

Ilpumep 416
2-((38.4R)-4-{[(3.4-Jluxnop-5-meTrn-1 H-nuppon-2-un)kapboHun]aMuno }-3-

METOKCUITUNCPUAUH- ] -1n)-N-MEeTOKCH-4-MeTHI-]1,3-THa301-5-KapOoKcaMu 1
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MC (ES) MH": 476 nns C13H23C1LNs04S; SIMP: 1,66-1,79 (m, 1H), 2,17,
3H), 2,37 (s, 3H), 3,20-3,35 (m, ckprITHIf Mo KoM BOIKL), 3,35 (s, 3H), 33,50-3,55
(m, 1H), 3,61 (s, 3H), 3,82-3,91 (m, 1H), 4,15-4,31 (m, 2H), 7,14 (d, 1H), 10,79 (s,
1H), 12,14 (s, 1H)

[Ipumep 417
Hatpu#t 2-((35.4R)-4-{[(3.4-auxa0p-5-MeTun-1H-nuppon-2-wn)kapbouunlaMuuo}-3-

MeTOKCHIIUnepuAnH-1-ui)-4- {[(2-MeTOKCHUOTHI)aMHHO |KapGorma }-1,3-THa3o-5-

kapbokcunar
I'mapoxeun Hatpus (0,056 mu, 0,056 Mmmons, Acros 1 H.) 106aBISIH K

cycnensu 2-((35,4R)-4- {[(3,4-nuxnop-5-metun-1 H-nuppon-2-un)kapbOHHI |aMHHO } -
3-MeToxcunmunepuuH- 1-un)-4- {[(2-metokcusTun)amuno JkapGonun} - 1,3-Tuazon-5-
kapbonoso# kucnots (0,03 r, 0,056 mmous, Ilpumep 387) B metanoue (5 ma). Ilocne
NEePEMELIMBAHNS B TEYEHHE AT MHHYT PEeaKIMOHHAs CMECh CTAHOBHJIACH
FOMOTre¢HHOH. PeakuHOHHYIO0 CMeCh KOHIIEHTPHPOBAIH H NOTyYeHHOE GeNloe TBEPHoe
BEIIECTBO BEICYIIMBaNK B Teyenue nouu (0,030 r). MC (ES) MH": 534 mns
C20H24C1:NsOsSNa; SIMP: 1,73 (s, 2 H) 2,19 (s, 3 H) 3,24 (s, 3 H) 3,32 (s, 2 H) 3,36
(s,3H) 3,51 (s, 1 H) 3,84 (s, 1 H)4,22 (d, 2 H) 7,17 (d, 1 H) 12,17 (s, 1 H) 13,26 (s,
1 H)

[Ipumepsr 419-423

CHC}IYIOHIHG HpHMepr noJjiy4yanu ¢ NOMOIIBIO MCTOAHKH, ONHCaHHOH B

npuMepe 417, U3 yka3aHHBIX HCXOJHbIX BemnecTB (MB).

IIp. | Coennnenne JlanHbIC B

419 | narpuit 2-((35,4R)-4-{[(3,4- MC (ES) MH": 548 s ITpumep 395
auxyop-5-metun- 1 H-muppon- | Co HysClaN5;O6SNa
2-un)kapboHun]aMuHO}-3- SAMP: 1,04 - 1,15 (m, 3 H)
MEeTOKCHNUnepuauu-1-un)-4- | 1,71 (s, 2 H) 2,18 (s, 3 H)
({[(18)-2-meToKCH-1- 3,08 -3,21 (m,3 H) 3,25 (s, 3

MeTmI3TUI|]aMmuHo }kapbonun) | H) 3,36 (s, 4 H) 3,50 (s, 1 H)
-1,3-tnason-5-xapbokcunar 3,87 (d,1 H) 3,99 (dt, 1 H)
4,11 (s, 1 H) 4,22 (s, 1 H)
7,21 (d,1 H) 13,17 (d, 1 H)

Crp.: 200
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Ilp. | Coenunenue JlanHeie 1B

420 | natpuit 2-((35,4R)-4-{[(3,4- MC (ES) MH": 582 mis [Tpumep 409
auxiop-5-metun-1H-nuppon- | C,oH24C13NsO7S,Na
2-un)xapGoHMIT |aMHAHO }-3- AMP: 1,67 - 1,78 (m, 2 H)
METOKCHIUNIEpUANH-1-un)-4- | 2,18 (s, 3 H) 3,00 (s, 3 H)
({[(15)-2-meTOoKCH-1- 3,10-3,21 (m, 2 H) 3,24 -
MeTHISTHII|aMuno jkap6onun) | 3,31 (m, 3 H) 3,36 (s, 3 H)
-1,3-tuazon-5-xapbokcuiar 3,47 - 3,60 (m, 3 H) 3,85 (s, 1

C'l_g:(nu . H) 4,10 (s, 1 H) 4,17 (s, 2 H)
wety CY/ e 717 1H)12,16(s, 1 H)
© 07 sl;i: %2 %1371 (s, 1 H)
[¢)

421 | natpwmii 2-((35,4R)-4-{[(3,4- MC (ES) MH": 556 qus [Tpumep 410
auxiop-5-metun-1 H-nmuppon- | C21H;1Cl;NgOsSNa
2-An)kapOOHHUI |aMHHO} - 3- AMP: 1,71 (d, 2 H) 2,15 (s, 3
METOKCHUIIUNIEPUAHNH- 1 -HIT)-4- H) 3,09 - 3,24 (m, 2 H) 3,35
{[(1,3-0kcazo0i-2- (s, 3H) 3,49 (s, 1 H) 3,84 (s,
MUIMETHJI)aMUHO |[KapOOHuI } - 1 H) 4,16 (s,2 H) 4,48 (d, 2
1,3-Tnazon-5-kapOoKcuIar H) 7,12 (s, 12H) 7,18 (4, 1

H) 8,01 (s, 1 H) 12,17 (s, 1 H)
13,95 - 14,07 (m, 1 H)

422 | narpuit 2-((35,4R)-4-{[(3,4- MC (ES) MH": 534 nas [Tpumep 399
auxaop-5-metun-1H-nuppon- | Cy0H,C1,FNsOsSNa
2-un)kapOoHHUN]aMHHO }-3-

METOKCUITHTIEPUAHH-]-111)-4-
({[(1R,25)-2-

(b TOPIUKIONPONIHI|aMAHO }Ka
p6onun)-1,3-tuazon-5-
kapbokcuiar

423 | Harpuii-2-((35,4R)-4-{[(3,4- MC (ES) MH': 435,437 nns IMpumep 42
auxaop-S-metun-1H-nmuppon- | CisHi7CLFN,OsS; SIMP:
2-un)xapOoHUN JaMHHO } -3- 1,77-1,79 (m, 1H), 1,99 (m,
¢ropnunepupun-1-mi)-1,3- 1H), 2,24 (s, 3H), 3,25-3,27
THa3oJ-5-kapbokcuaar (m, 1H), 3,74 (d, 1H), 4,16

(m, 1H), 4,22 (m, 1H), 4,38 (t,
1H), 4,83 (d, 1H), 7,19 (s,
1H), 8,13 (br d, 1H)

[Tpumep 424

N-stunaranamunuii 2-((35,4R)-4-{[(3.4-nuxnop-5-merun-1 H-nuppon-2-

HN)KapOOHUI ]aMUHO }-3-MeTOKCUTIUIIEpUIHH- 1 -1u)-4- {[(2-

METOKCHITHI)aMuHO Jkapbouun}-1.3-Tuazon-5-kapbokcuiar

Hustrnamun (0,0058 mu, 0,056 mmone, Aldrich) nobasngiu x cycnessuu 2-

((35,4R)-4-{[(3,4-nux10p-5-MeTHJ- | H-OUppoJI-2-1i)KapOOHU I |aMUHO } -3-

Crp.: 201




10

15

20

25

30

35

40

45

30

RU 2424240 C2

METOKCHIIMNEpHIUH- 1 -1i1)-4- {[(2-Me TOKCHITHI)aMuHO |Kapbonui }-1,3-THazon-5-
xapbonoBoi kucnorel (0,03 1, 0,056 Mmons, ITpumep 387) B meTanore (5 mit). Ilocme
[I€PEMEITHBAHUS B TEUCHHE IATH MUHYT, JI00aBIAIIH METUIICHXIOPH [IOK& PACTBOp He
CTaHOBHJICA TOMOTE€HHBIM. PeaklHMOHHYIO CMECh KOHIEHTPHPOBAH H MOJIYYEHHOE
TBEP/0¢ BEIECTBO BBICYIIMBAIH B TeyeHue Houn (0,024 r). MC (ES) MH": 534 nns
C24H37CLN6O6S; AMP: 1,16 (t,3 H) 1,74 (s, 2 H) 2,19 (s, 3 H) 2,91 (q, 3 H) 3,25 (s,
3H)3,32(s,4H) 3,37 (s, 3 H) 3,42 (d, 2 H) 3,53 (s, 1 H) 3,94 (s, 1 H) 4,22 (s, 2 H)
7,17 (d, 1 H)

[Ipumep 425
Cnenyroniee coelMHEHHE CHHTE3HPOBAJIH COTIACHO METOJUKE, ONUCAHHOM [UTs

[Ipumepa 424.

ITp. | Coenunenue JlanHbIE 1B

425 | N-3tunsraHaMHHHH -2- MC (ES) MH": 435,437 mns [Mpumep 42
((35,4R)-4-{[(3,4-muxnop-5- Ci6H17CLLFN4OsS; SIMP: 1,14
MeTua-1 H-nuppoin-2- (t, 3H), 1,81 (m, 2H), 2,21 (s,
HI1)KapOOHMIT|aMHHO }-3- 3H), 2,84 (q, 2H), 3,34 (m,
¢roprunepuaun-1-un)-1,3- 2H), 3,86 (m, 1H), 4,30 (m,
THAa30JI-5-Kapbokcuar 1H), 4,89 (d, 1H), 7,32 (s,

cl N 1H), 7,61 (d, 1H)
4
Me-@(“m
H (o] @ N
F =
Iﬁ
0

' Me

Ilpumep 426
Kanwit 2-((35,4R)-4-{[(3.4-auxnop-5-metun-1H-tuppon-2-ui)kapbormnlJamMmuro }-3-

dTopounepuann-1-un)-1,3-Tuazon-5-kapOboKcHaaT

Boaneriit pactsop runpokcuna xamus (0,1 M, 4,75 mi, 0,475 mmons) nobasnsnu
K pacTtBOpy 2-((35,4R)-4-{[(3,4-nuxnop-5-MeTui-1 H-nuppo-2-
HJI)KapOOHHII]aMHHO } -3-bTopHuIepuInH-1-1i)-1,3-THa301-5-kKapGOHOBON KHUCIOTH
(Ilpumep 42, 200 mr, 0,475 mmonb) B MeTanone (35 min). CMech mepeMeluBany B
Te4YeHHe 1 9aca M I10Cle 3TOr0 KOHIEHTPUPOBAIIM [TPH IOHUXEHHOM JIaBlIeHHH,
noJyiyyast Heounmennyto conb (230 mr). Conp pactBopsuta B anetoHe/Boae (50 M,

48:2) n aueTon MeNEHHO N0OABIIIM K IEPEMEIINBAEMO CMECH 10 TeX IOop, HoKa

Crp.: 202
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OHa HE CTaBHIACh MYTHOMH. [Ipo0IIKaIN TepeMeNTHBATE H JOMONHUTENbHO 10OaBIAIH
alleTOH OYCHb MEJUIEHHO B TeueHue 20 MuH. CMech xpanuiu npu 4 °C B TeueHuUe
Houn. Teeproe BewecTBO coGMpany myTem GpUIBTPAMH U BHICYLIHBAH HA BO3IYXE B
TeyeHue 24 yacos, mosryyas coib (160 mr).
MC (ESP): 421 (M+H) nnsa C5H,5sCI,FN405S
'H SIMP (300 M1, AMCO-d) 8: 1,75 (d, 1H); 2,04 (m, 1H); 2,24 (s, 3H); 3,34 (m,
2H); 3,75 (d, 1H); 4,20 (m, 1H); 4,39 (t, 1H); 4,83 (d, 1H); 7,17 (s, 1H); 8,18 (s, 1H);
14,12 (s, 1H).

Ipumep 427
1,3-Jlurnapoxcu-2-(ruIpoKCUMETHI ) IPONAH-2 -aMHAHHTT 2-((35,4R)-4-{[(3.4-nuxy10p-

S-MeTmi- 1H-niuppon-2-un)kapborun]amuno }-3-dropnunepuann-1-mi)-1,3-Tuazon-5-

KapOokcunar
Tpometamus (43 mr, 0,36 Mmois), 2-((35,4R)-4-{[(3,4-nuxnop-5-metun-1H-

nHpPpoN-2-HiT)KapOoHun jamuHo } -3-Gropnunepuann-1-uin)-1,3-Tuazon-5-kap6oHoBYIO
kuciory (IIpumep 42, 150 mr, 0,36 MMonb), MeTanosn (50 M) u Boxy (5 M)
o0BbenHHsIM ¥ NepeMetnuBany npu 60 °C 1o Tex mop, MoKa cMech He MPeBpallanach B
TOMOTEHHBIH pacTBOp (30 MuH). Cmech OXJIaXaatu 10 KOMHATHOMN TeMIepaTypel 1
KOHIICHTPUPOBAJIH NPH HOHIMXCHHOM JaBineHun. HeounmenHyio conb (80 mr)
pacTBopsiiii B 3THIaneTaTe/ MeTaHoie (8 mm; 50:50) u aTHIaNETAT MEIIEHHO
J00AaBNANIM K IEPEMENTHBAEMOMY PacTBOPY J0 TEX II0p, TOKA OH HE CTAHOBUIICS
MyTHEIM. IIpojoykanu nepeMenInBaTh K CMECH MeEIJIEHHO JOIOJHHTEILHO
nobasnanu stunanerar (~15 mn). CMmecs xpanunu npu 4 °C B TeYEHHE HOYH.
Teepnoe Bentectso cobupanu myTeM GHIBTPALMU U BEICYIIHBAIN HA BO3JYXE B
TeueHHe 24 JacoB, noxydas coiib (64 mr).

MC (ESP): 421 (M+H) ans C;sH;sClLFN,O;S

'"H SIMP (300 MT'q, MeTtanon-dqs)8: 2,00 (m, 2H); 2,25 (s, 3H); 3,33 (m, 2H); 3,30-
3,55 (m, 2H); 3,67 (s, 6H); 4,10 (d, 1H); 4,35 (m, 2H); 4,90 (d, 1H); 7,57 (s, 1H).

[Ipumep 428

Cnenyromue ITpuMeps! mojry4yand ¢ moMonibio METOAHKH, OIIHCAHHOMN B

npumepe 1, u3 ucxoansix semects (MB), ykasaHHBIX B HHXeNPUBEICHHON TabnuIe.

Crp.: 203
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IIp. | CoennHenue JlaHHEIe 1B
428 | metun 2-((3S,4R)-4-{[(4- MC (ESP): 419 (MH' [IpomexyTrounoe
xJsop-3-dTop-5-metun-1H- C16H17C1F.2N4O3é ) as coequHeHmne 261
nUppoI-2- 'H-IMP (CDCLy) O0: 1,96
HH)Kap6OHHH]aMHHO}"3- (m’ ZH), 2,25 (S, 3H), 3,37
Q)TOPHHHCPH].II/IH']'HH)'I,?)' (m 2H) 3 84 (S 3H) 4 17
THa30J1-5-KapOoKcHIaT (m, lH),; 4;,38 (I,n, lH,);’
4,56 (m, 1H); 4,87 (d, br,
1H); 6,21 (m, 1H); 7,87 (s,
1H); 9,35 (s, br, 1H);
®F-SIMP (CDCl3) O: -
158(s)
INpumep 429

CJIGI[}’IOH.II/IC HpI/lMCpH CHHTC3UPOBAJIN C NOMOLIBIO MeTOAAa, AHAJTIOTUYHOTO

ONHCAaHHOMY B mpuMepe 35, u3 uexoxublx BeltecTs (MB), npuBeneHubx B Tabaume

HHUXe.
IIp. | Coenunenue SAMP m/z | UB
42 [ 2-((3S,4R)-4-{[(4-xn0p-3- 1,85 (m, 2H); 2,15 (s, 3H); 3,31 | 405 | Ilpumep
9 ¢rop-5-merun-1H-nuppon-2- | (m 2H); 4,0 (m, 1H); 4,31 (m, 428

WJI)KapOOHUIT|]aMUHO }-3-
¢ropnunepunuy-1-un)-1,3-
THa3on-5-kapboHoBas
KHCIIOTa

2H); 4,90 (d, br, 1H); 7,43 (d,
1H); 7,75 (s, 1H); 11,95 (s, br,
1H);

PE-IMP (CDCl3) O: -
158(s)ppm

ITpumep 430-433

Cnenyromue [IpuMepsl oyqaid ¢ MOMOIIBIO METOJXHKH, ONMMCAHHOMN B

npuMepe 1, u3 ucxonHEBIX BellecTB (M B), ykasanHbIX B HHIKEIIPHBEACHHOM TabiuLe.

Crp.: 204
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Ilp. | Coenunenue JaHsble UB

430 | Otun 2-((3S,4R)-4-{[(3.,4- MC (ES) MH: 575 ans [Mpumep 191 u
auxgop-S-metui- 1 H-mappon- | Ca3H3 CIhNsOgS; [IpoMexyrouHoe
2-un)kapboHU |]aMUHO }-3- AMP: 1,08 (d, 3H), 1,20 coequHeHue 1725-
MeTOKcUununepuaun-1-umn)-4- | (t, 3H), 1,68-1,76 (m, 2H), | 162
({[(2R)-2- 2,17 (s, 3H), 3,14- 3,19 (m,
MeTokcunponuialamuHojkap6 | 1H), 3,25 (s, 3H), 3,35 (s,

OHMII)-1,3-THaz0ma-5- 3H), 3,54 (brs, 1H), 3,90-
KapboKcHIar 4,05 (m, 2H), 4,15 (q, 2H),
4 a 4,20-4,30 (m, 2H), 7,15 (d,
M@l;(n 1H), 8,32 (d, 1H), 12,16 (s,
YO0 1H)
Me S{[L”/\:/O‘Me

0O Me

O Me

431 | OTun 2-((35,4R)-4-{[(3,4- MC (ES) MH: 575 pns Ipumep 191 u (25)-
auaxaop-5-metun- 1 H-nuppon- | Co3H31CIoNsOgS; 2-METOKCHIIpONaH-
2-un)kapOoHUI|aMuUHO }-3- AMP: 1,09 (d, 3H), 1,21 1-amuH
METOKCUNUIIEpUAMH-1-u1)-4- | (t, 3H), 1,68-1,76 (m, 2H), | ruapoxmopun (1725-
({[(25)-2- 2,18 (s, 3H), 3,15- 3,21 (m, | 163)
Metokcunponui]amuHo}kapbd | 1H), 3,26 (s, 3H), 3,36 (s,
oHun)-1,3-tuazon-5- 3H), 3,54 (brs, 1H), 3,95-
kapOokcuiat 4,05 (m, 2H), 4,16 (q, 2H),

4,20-4,30 (m, 2H), 7,15 (d,
1H), 8,32 (d, 1H), 12,16 (s,
1H)

432 | Otun 2-((3S,4R)-4-{[(3.,4- MC (ES) MH": 576 ans ITpumep 191 u (2R)-
auxiop-5-metui-1H-muppon- | C3H; ClaNsOgS; 1-MeTOKCHITpOIIaH-
2-nun)kapOoHUI |aMHAHO }-3- SIMP: 1,08 (d, 3H), 1,21 2-aMUH
METOKCHMHUOEpUIuH-1-m1)-4- | (t, 3H), 1,68-1,76 (m, 2H), | ruapoxnopun (1725-
({[(1R)-2-meToKCH-1- 2,17 (s, 3H), 3,14- 3,20 (m, | 177)
MeTuIoTHI Jamuro pkapbounn | 1H), 3,25 (s, 3H), 3,35 (s,
)-1,3-THazon-5-kapbokcuiar 3H), 3,54 (brs, 1H), 3,95-

4,05 (m, 2H), 4,16 (q, 2H),
4,20-4,30 (m, 2H), 7,14 (d,
1H), 8,30 (d, 1H), 12,15 (s,
1H)
433 | Quce(+)-metnn 2-(3-azugo-4- | 1,8 (m, 2H), 2,19 (s, 3H), [IpomexyTouHOE

{[{(3,4-auxnop-5-metun-1H-
MUppOJI-2-
HIT)KapOOHH T |aMHHO } IUTICPU
xuH-1-un)-1,3-THazon-5-
xapbokcunar

3,35 (m, 1H), 3,6 (d, 1H),
3,75 (s, 3H), 3,95 (d, 1H),
4,24 (m, 3H), 7,23 (d, 1H),
7,86 (s, 1H), 12,1 (s, 1H).

coequHeHue 272 u
MeTus 2-6pom-1,3-
THA30J]1-5-
kapbokcumnar

[Ipumepsr 434-437

Crp.: 205




10

15

20

25

30

35

40

45

30

RU 2424240 C2

CJICJI}’IOHIHC HpHMepr CHHTE3HPOBAIA C MOMOIIIBIO MCTOAA, aHAJIOTHYHOI'O

ONIMCAaHHOMY B IpuMepe 35, u3 ncxogHsix BemecTs (MB), npuBegeHHBIX B TaOIHIE

HHUXKE.
[Tp. | CoenuHeHHne AMP m/z | UB
43 | 2-((3S,4R)-4-{[(3,4-Auxyop- | 1,07 (d, 3H), 1,70-1,76 (m, 546 | lipumep
4 S5-metun-111-nuppoi-2- 2H), 2,17 (s, 3H), 3,25 (s, 3H), 430

Un)KkapOOHUIT|aMHHO }-3- 3,36 (s, 3H), 3,37-3,50 (m, 2H),

METOKCHNUNepUAuH-1-nn)-4- | 3,55 (brs, 1H), 4,20-4,30 (m,

({[(2R)-2- 2H), 4,45 (brs, 1H), 7,16 (d,

MeTokcunponuiamMuao}kapd | 1H), 8,98 (d, 1H), 12,13 (s,

oHuN)-1,3-THazon-5- 1H), 16,30 (s, 1H)

KapOOHOBasA KHCJIOTA
43 1 2-((35,4R)-4-{[(3,4-Auxnop- | 1,16 (d, 3H), 1,70-1,76 (m, 546 | Ilpumep
5 S5-metuis-1H-nuppoin-2- 2H), 2,18 (s, 3H), 3,23 (s, 3H), 431

uin)KapOOHUII|aMHUHO }-3- 3,37 (s, 3H), 3,44-3,50 (m, 2H),

METOKCHUITHNepUuIUuH-1-mi)-4- | 3,55 (brs, 1H), 4,20-4,30 (m,

({[(25)-2- 2H), 4,45 (brs, 1H), 7,16 (d,

MeTokcunponuiJamuno}kapb | 1H), 8,98 (d, 1H), 12,14 (s,

OHHI)-1,3-THaz0M-35- 1H), 16,31 (s, 1H)

kapOoHOBasK KHCJIOTA

Cl XupansHan
pRtl
N I n.
e} O\AQ\IYN 0O
| s/ N oL
L

43 | 2-((35,4R)-4-{[(3,4-Huxnop- | 1,16 (d, 3H), 1,70-1,76 (m, 547 | Ilpumep
6 5-metun-1/{-muppon-2- 2H), 2,17 (s, 3H), 3,26 (s, 3H), 432

U )KapOOHMII |aMIHO }-3- 3,38 (s, 3H), 3,46-3,52 (m, 2H),

MeTOKcHNHunepuaun-1-un)-4- | 3,55 (brs, 1H), 4,20-4,30 (m,

({[(1R)-2-meTOKCH-1~ 2H), 4,45 (brs, 1H), 7,16 (d,

MeTHIITHI |aMuHO jKapborun | 1H), 8,96 (d, 1H), 12,14 (s,

)-1,3-tHazoi-5- kapboHoBas 1H), 16,31 (s, 1H)

KHCJIOTa
43 | Hue(x)-2-(3-a3uno-4-{[(3,4- |,8 (m, 2H), 2,2 (s, 3H), 3,3 (m, [444 |IIpumep
7 nuxyop-5-metwi-1H-nuppona- | 1H), 3,6 (d, 1H), 3,9 (d, 1H), 433

2-
W1)KapOOHUIT |aMHHO } THITepH
nuH-1-mi)-1,3-T1Hazon-5-
kapGOHOBas KHCIIOTA

4,24 (m, 3H), 7,23 (4, 1H), 7,7
(s, 1H), 12,1 (s, 1H), 12,7 (S,
1H)

IIpuMmepsr 438-440

Crp.: 206
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Cnenyromue [IpuMeps! moryyanu ¢ IOMOINLIO METOHUKH, ONIMCAHHOM B

npuMepe 417, u3 yka3aHHBIX HCX0JIHBIX BemecTs (MB)

[Ip. | CoenuHenue JlaHHBIE UB

438 | natpuit 2-((35,4R)-4-{[(3,4- MC (ES) MH": 547 qns IIpumep 434
auxyop-5-merui-1 H-nuppon- | Co1HysClaNsOgS; SIMP: 1,07
2-mn)xkapboHuUNI |aMUHO }-3 - (d, 3H), 1,60-1,75 (m, 2H),
METOKCUITUITEPUANH- 1 -HIT)-4- 2,14 (s, 3H), 3,10-3,19 (m,

({[(2R)-2- 3H), 3,24 (s, 3H), 3,34 (s,

MeToKcunponui]amuao}kapd | 3H), 3,47 (brs, 1H), 3,81-3,85

oHun)-1,3-rnazomn-5- (m, 1H), 3,90-4,00 (m, 1H),

KapOoOKcHIAT 4,05-4,20 (m, 2H), 7,17 (d,
1H), 12,16 (brs, 1H), 13,22
(d, 1H)

439 | Hatpuit 2-((35,4R)-4-{[(3,4- MC (ES) MH': 547 nns [Ipumep 435
auxmnop-5-Metun-1H-nuppon- | C21Hy6CI1aNsOgS; AMP: 1,07
2-un)kapOOHUII|aMUHO }-3- (d, 3H), 1,60-1,75 (m, 2H),
METOKCHIHIIEpUAUH- 1 -11)-4- 2,17 (s, 3H), 3,10-3,22(m,

({[(29)-2- 3H), 3,24 (s, 3H), 3,35 (s,
MeTokcunpormi |amuao ykap6 | 3H), 3,49 (brs, 1H), 3,81-3,85
oHmn)-1,3-tuazon-5- (m, 1H), 3,90-4,00 (m, 1H),
kapOokcuaar 4,05-4,20 (m, 2H), 7,15 (d,
1H), 12,15 (brs, 1H), 13,22
(d, 1H)
440 | Hatpnit 2-((3S5,4R)-4-{[(3,4- MC (ES) MH": 547 pas IMpumep 436

JUXT0p-5-MeTun-1H-nuppoi-
2-un)xkapOoHHI|aMUHO }-3-
METOKCHIIMIOEePUAUH-1-1i)-4-
({[(1R)-2-meToKCH-1-
METHJISTHJI JaMUHO } KapOOHHU )
-1,3-THazon-5-xkap6okcunar

cl
) cl
Me J H
N N,
. (e} N O M
0 N £
Me s-¢ “NT\_o.
H Me
ONa‘

]

C21H26C12N5068; SIMP: 1,07
(d, 3H), 1,65-1,73 (m, 2H),
2,17 (s, 3H), 3,10-3,22(m,
3H), 3,24 (s, 3H), 3,35 (s,
3H), 3,49 (brs, 1H), 3,81-3,85
(m, 1H), 3,90-4,00 (m, 1H),
4,05-4,20 (m, 2H), 7,17 (d,
1H), 12,18 (brs, 1H), 13,19
(d, 1H)

IMonyyeHue MCXONHBIX BellecTB: [IpoMexxyTouHble coennienns 83-278

I[IpoMexyTouHOE coenuHeHHe 83

Huc(£)-atun (4-{[(3,4-nuxnop-5-Merun-1 H-nuppona-2-win)xapbonwiriaMuno }-3-

METHANHIEPHANH-1-KapOoKCHIaT

PactBop 167 mr (0,9 mMmons) Lfuc(+)-atun (4-aMHHO-3-MeTHJITUNIEPUIAH-1 -

kxapbokcunara (Ilpomexyrounoe coenunenne 152), 235 mxin (1,25 mmoun)

Crp.: 207
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auusonpornwiTaraMuna 1 280 mr (1,35) 3,4-nuxnop-5-metun-1H-nuppon-2-
kap6onun xnopuna (Ilpomexyrounoe coeaunenue 202) nepememuBany npu
KOMHaTHOH Temneparype B Teyenue 1 yaca. CMech passoaunu EtOAc u npoMeiBanu
BoJHBIH Na;COs u consHbIM pactBopom. [Ipu ocyuecTriennu Bricymmupanus MgSO4
U yJaJICHUH PACTBOPHUTENS I10JIydald Maciio, KOTOPOE OYHINANH ¢ TOMOLIBIO
xpomarorpapuu (100% CH,Cl; ¢ mocaenyromum 3510upoBanneM IrpaguenaToM 0
100% EtOAc), monydast 145 mr npoayxra. MC (ES) (MH"): 362 mma CisH,;CLN;Os;
SIMP (d¢-JIMCO): 0,8 (d, 3H), 1,2 (t, 3H), 1,65 (m, 2H), 1,9 (m, 1H), 2,2 (s, 3H), 3,5
(m, 1H), 4,0 (m, 2H), 4,1 (m, 1H), 7,1 (d, 1H), 12,0 (s, 1H).

[IpoMexyTouHble coequHennd 84-114

Cnenyromue [IpoMexxyToUyHble cOeIUHEHNS CHHTE3UPOBAIH C IIOMOIIBIO
METOJa, aHaJIOTHYHOI'0 ONHCAaHHOMY I [IpoMeXyTouHOTO CoequHEeHUs 37 UM
[IpomexyTouHoro coequHeHus 83, U3 HCXOHBIX BelnecTs (MB), npuBeieHHBIX B

TabaHle HUXE.

IIp. | Coenunenune JlanHbIC B
84 Huc(x)-mpem-6ytun 4-{[(3,4- H/J IIpomexyTouHoe
Iuxyop-S-MeTui-1 H-nuppoin-2- coenuHeHue 72

Ui )KapOOHMI |aMITHO }-3-
[(MeTHaTHO)METUN |MUNEPUIUH-] -

KapOoKcHnar

85 Luc(t)-mpem-6yrun-4-{[(3,4- MC (ESP): 420,1 IIpoMexyTouHoe
DUXJIOp-5-MeTHi-1 H-nuppon-2- (M- H) ans coenuHeHue 184
UI)KapOOHHUI |aMHHO } -3~ C17H25C1aN3038S; U
(METHJITHO)IIMIEPUIHH-] - AMP: 1,40 (s, 9H); IIpomexyrounoe
kapbokcunar 1,45-1,70 (m, 2H); coeqnHeHHE 1

3,90 (m, 2H); 4,30
(m, 1H); 7,15 (d,
1H); 12,13 (s, 1H)

a. o Me 2,10 (s, 3H); 2,18 (s,
Me™ o 2H); 3,31 (m, 1H);
° 3
Me

Crp.: 208
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CoenuHenue

JlaHHEIE

HB

86

Luc(£)-3tun 3-(6eH3UITOKCH)-4-
{[(3,4-nuxnop-5-meTunn-1H-
nHpPoJI-2-

HJI)KapOOHHUII |aMHHO } THIIEPHIMH-
1-xapbokcunar

MC (ESP): 454
(M+H) ans
C21H25C1N30y4;
SAMP: 1,20 (q, 3H);
1,70 (m, 2H); 2,15
(s, 3H); 3,05 (m,
2H); 3,68 (s, 1H);
4,00 (m, 3H); 4,15
(m, 1H); 4,40 (m,
2H); 4,70 (d, 1H);
7,08 (d, 1H); 7,30
(m, 5H); 12,06 (s,
1H).

IIpoMexyToyHOE
coenuHeHue 158
U
IIpomexyTounoe
coenunHeHue |

87

Luc(x)-3tun 4-{[(3,4-nuxnop-5-
Metun-1 H-nuppos-2-
nia)kapbonuilamuHo }-3-(mpor-2-
HH- | -HJIOKCH ) THIIepHAXH- | -
KapOokcHuiaT

MC (ESP): 424
(M+Na) mis
C17H2,CLN304; 'H
AMP (300 MTI'n,
CDCl3)d: 1,27 (t,
3H); 1,79 (m, 2H);
2,27 (s, 3H); 2,40 (1,
1H); 2,90 (m, 2H);
3,85 (m, 1H); 4,10-
4,55 (m, 7H); 7,25
(m, 1H); 9,53 (s,
1H).

[IpoMexyTouHoe
coenuHeHHe 256
H
IIpomexyTouHoe
coeqnHeHHe |

88

Tpanc-(£)mpem-6ytun 4-{[(3,4-
Auxjaop-5-MeTui-1H-nuppo-
2yl)xapOoHun]aMHHO }3-
THUAPOKCUITHUTIEPUIUH~ | -
KapOokcHiaT

MC (ES) MH": 392
s CpgHy3C1hN3 Oy,
SIMP: 1,45 (s, 9H),
1,54 (m, 1H), 2,02
(m, 1H), 2,27 (s,
3H), 2,67 (dd, 1H),
2,84 (brt, 1H), 3,34
(m, 1H), 3,50 (m,
1H), 3,90 (m, 1H),
4,11 (m, 1H), 4,27
(m, 1H), 6,75 (brd,
1H), 10,06 (br s, 1H)

IIpomexyTtounoe
coeauHenye 185
H
ITpoMexyTouHOe
coeuHEHHE |

89

mpem-6ytin (3S,4R)-4-{[(3-x10p-
5-metun-1H-nuppoi-2-
UJ1)KapOOHUI|aMHHO } -
3-broprniunepunui-1-kapbokcunar

MC (ES) MH™: 360
I C] 6H23C1FN303

[TpomexyTounoe
coequHeHue 196
%4
ITpoMmexyTounoe
coequHCHHUE 64

Crp.: 209
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Ilp. | Cocnunenue JlanHbIe HB

90 mpem-0ytun (35,4R)-4-{[(4-6pom- MC (ESN): 404 (M- ITpoMexyTouHOE
5-merun-1H-nuppon-2-uir) 1) nng CigHy3BrN;O, | COCAHHEHHE 197
KapOoHHI|aMUHO }-3- SIMP (CDCl,) D: u
¢dropnunepuani-1-xapbokcunar 1,47 (t, 9H); 1,80 (m [IpomexyTounoe

Br f Zi{); 2:26 (s,, 3’H); " | coenuuenne 64
HSCI}\( C\N\(O e 2,81 (s, 3H); 2,96
H 0 O_ﬁ'}f‘e (m, 1H); 4,27 (m,
e 1H); 4,65 (d, br, 1H);
6,11 (d, 1H); 6,59 (s,
1H); 9,97 (s, br, 1H)

91 mpem-6yTuin (3S,4R)-4-{[(4-6pom- MC (ES) MH: 440 ITpomexyTouHOe
3-xyop-5-metun-1H-nuppon-2-un) IS coenuHenue 198
kapOoHMI|aMHHO }-3- C16H2,BrCIFN;05 u
¢TopnunepuauH-1-KapOOKCHIAT SIMP (CDCl3) O [IpomexyTounoe

1,47 (s, 9H); 1,85 coeJuHeHHue 64
(m, 2H); 2,29 (s,

3H); 2,85 (m, 2H);

4,24 (m, 2H); 4,50

(m, 1H); 4,72 (d,

br,1H); 6,96 (d, 1H);

9,30 (s, br, 1H)

92 Lue(£)-Orun (4-{[(3,4-nuxnop-5- MC (ES) MH™: 420 IIpomexyrounoe
MeTHII- 1 H-nuppon-2- ans Cy7H,5C1N4Os coexuHeHHe 159
win)kapOoHu ]aMuHo }-3-(2- )2t
METOKCH3TOKCH )ITHIIEpHIAUH- | - IMpomMexyTounoe
KapbokcuiIaT coequHeHue 1

93 Huc(2)-Otun 4-{[(3,4-nuxnop-5- MC (ES) MH™: 436 pomexyTounoe
meTun- 1 H-nuppoi-2- ansa CigHy7C12N30s5 COC/IUHCHUE
un)xkapOonunaMmuno }-3-(2- 160 u
METOKCHITPOTOKCH )ITHTIEPUANH- 1 - [TpomexyTouHOE
Kapbokcunar coenuHeHHe |

94 Huc(+)-91uxa 4-{[(3,4-nuxnop-5- MC (ES) MH": 422 ITpomexyTouHOE
MeTHIT- 1 H-tuppoi-2- ans Cy7H,5C1:N305 coenHIlene
un1)kapOboHuI]aMUHO }-3-(2- 161 u
FHAPOKCUIIPONIOKCH )TUNIEPUANH- ] - ITpomexyTounoe

kapbokcuinar

coeauHenue 1

Crp.:
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IIp. | Coenunenue JlanHEBIC B

95 mpem-byrun (3S8,4R)-4-{[(4-x10p- | C;5H»CIFN;03 2,2,2-tpuxiop-1-
1H-ntuppoin-2- AMP: 1,39 (s, 9H), (4-xmop-1H-
UI)KapOOHHI]aMHHO }-3- 1,50-1,60 (m, 1H), MHPPOII-2-
(bToannepH;(HH 1-xapboxcurar 1,69-1,80 (m, 1H), un)sradoH (Tett

2,73-3,11 (m, 2H), lett. 27,2505-
C 3,95-4,23 (m, 2508, 1979) u
—<—Me 3H),4,71 (d, 1H), [MpomexyTouHoe
6,94-6,96(m, 2H), coeauHeHue 64
8,03 (d, 1H), 11,78
(s, 1H)

96 mpem-bytun (38,4R)-4-{[(4,5- Cy5H,1CIFN;03 ITpoMexyToUHOE
auxnop-1 H-nuppon-2- AMP: 1,39 (s, 9H), coenunenue 203
U)KapOOHMWI)aMUHO }-3- 1,50-1,60 (m, 1H), )¢
bropnunepunun-1-kapbokcunar 1,69-1,80 (m, 1H), ITpomexyTouHoe

2,73-3,11 (m, 2H), coenuHenHe 64
3,95-4,23 (m, 3H),

4,71 (d, 1H), 6,94-

6,96(m, 2H), 8,03 (d,

1H), 11,78 (s, 1H)

97 Otun (35,4R)-4- {[(4-x510p-5- MC (ES) MH": juns IMpomexyTounoe
MeTHiI- 1 H-nuppon-2- C15H2CIN3Oy; SIMP: | coenqunenune 6 u
UI)KapOOHUIT]|aMHHO }-3- 1,18 (t, J=7,06 T'u, [IpomexyTounoe
METOKCHIIUTIEpUAHH-1- 3H), 1,48 (d, J=3,58 coenuHeHHE 25
Kapbokcuar I'm, 1H), 1,75 (td,

J=12,29, 7,82 I'n,
1H), 2,10 - 2,18 (m,
3H), 2,95 (d, J=13,38
I'n, 2H), 3,20 - 3,27
(m, 3H), 3,27 - 3,35
(m, 2H), 3,38 (s,
1H), 3,97 - 4,09 (m,
J=10,53, 7,08, 7,08,
3,39 I'u, 2H), 4,19
(s, 1H), 6,88 (d,
J=2,64 T'u, 1H), 7,62
(d, J/=7,91 I'u, 1H),
11,60 (s, 1H)

98 Luc(£)-3tun-4-{[(4-xnop-3,5- MC (ES) MH": 358 [MpomesxyTounoe

anMeTuln-1H-nuppoi-2-
UJ)KapOOHUI |aMuHO } -3 -
METOKCUIIHIIEPUANH-1 -
kapOOKcHIAT

pin ey C16H24C1N3O4‘

coejliHeHHe 195
H
[IpomexxyTounoe
coenuHeHue 26

Crp.: 211
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[Ip. | Coenunenue JlaHHEbIe B

99 mpem-6ytun (Luc(£)-3-xmop-4- 1,40 (s, 9H), 1,67 IIpoMexyTouHoe
{[(3,4-nuxnop-5-metun-1H- (m, 2H), 2,19 (s, coennHenue | u
NHAPPON-2- 3H), 2,68 (m, 1H), IIpomexyTouHOE
H1)KapOOHMIT JaMHHO } THIIEPUIUH - 3,43 (m, 1H), 4,02 coeauHenue 162
1-xkapbokcunar (m, 1H), 4,17 (m,

1H), 4,36 (m, 1H),
4,58 (s, 1H), 7,05 (d,
1H), 12,12 (s, 1H)

100 | mpem-6ytun (35,4R)-4-[({4-xnop- | MC (ES) MH": 415 IIpomexyTounoe
3-[(E)-(METOKCHUMHUHO)METHIT |-5- nisa C1gHzCIFN4O4; | coequnernue 199
meTui-1 H-nuppon-2- SAMP: 1,40 (s, 9H), u
WJI} KapOOHMI)aMHAHO|-3- 1,70 (m, 2H), 2,34 ITpoMexyTouHOE
¢TopnunepuanH-1-kapbokcuiaT (s, 3H), 3,29 (m, coeuHeHHE 64

cal \N,O\Me 1H), 3,31 (s, 3H),

] H 3,35 (m, 1H), 3,99

Me” N N, (m, 1H), 4,24 (m,

Ho | Q\J Me 1o 2H), 4,78 (d, 1H),
PN Y 7,19 (d, 1H), 8,02 (s,

O Me 1H), 12,11 (s, 1H)

101 | mpem-6ytun [Juc(+)-3-xnop-4- 1,40 (s, 9H), 1,54 162 u
{[(4-xm0p-5-meTun-1H-nuppon-2- | (m, 1H), 1,83 (m, [IpomexyTrounoe
HI)KapOOHUJI |aMHHO } MHITEPHIHH- 1H), 2,14 (s, 3H), coeauHenne 6
1-xapboxcunar 3,28 (m, 1H), 3,41

(m, 1H), 4,02-4,22
(m, 3H), 4,56 (s,
1H), 6,89 (s, 1H),
7,80 (d, 1H), 11,63
(s, 1H)
102a | Juc(x)->tun (4-{{(3,4-nuxnop-5- MC (ES) (MH"): 362 | ITpomexyTouHOE

MeTwI- 1 H-uppoin-2-
WJ1)KapOOHHUI |JaMHHO }-2-
METHIITHTIIEPUARH- | -kapbokcunar

ans CysHy C1oN30s;
SIMP (dg-JIMCO):
0,8 (d, 3H), 1,2 (1,
3H), 1,65 (m, 2H),
1,9 (m, 1H), 2,2 (s,
3H), 3,5 (m, 1H), 4,0
(m, 2H), 4,1 (m, 1H),
7,1 (d, TH), 12,0 (s,
1H)

coequnenue 202
u

[IpomexyTouHOE
coennHeHne 164

Crp.:

212
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Ilp. | Coennuenue Jlanusbie B

102b | Quc(£)-3tan (4-{[(4-xn0p-3- MC (ES) (MH"): 369 | ITpomexyTounoe
LHaHOo-5-MeTui-1H-nuppoin-2- ans CgH21CINGOy; coequHernue 200
UJI)KapOoHMI|aMHHO }-3- AMP (de-IMCO): H
METOKCHITUIICPHAHH-] - 1,2 (t, 3H), 2,2 (s, ITpomexyTouHoe
KapOokcuiar 3H), 2,8-3,1 (m, 2H), | coenunenune 21

3,3 (s, 3H), 3,4 (m,
1H), 3,8-4,3 (m, 5H),
7,7 (d, 1H), 12,7 (s,
1H)

103 | mpem-6yTun (35,4R)-4-{[(4-xnop- | MC (ES) (MH"): 383 | ITpoMexyrounoe
3-uHaHo-5-MeTHI- 1 H-TUppoII-2- ans C7HyoCIFN4Os; | coeqnuenue 200
UJ)KapOOHMII|aMHHO }-3- SAMP (de-IMCO): "
dTopnunepunuH-1-kapboxkcunat 1,4 (s, 9H), 1,7 (m, [TpomexyTouHoe

2H), 2,2 (s, 3H), 3,8- | coenunenue 59
4,2 (m, 4H), 4,8 (d,

1H), 8,0 (d, 1H),

12,5 (s, 1H)

104 | mpem-6ytun (35,4R)-4-{[(3,5- MC (ES) (MH"): 394 | ITpoMmexyrounoe
anxyiop-4-mMetui-1H-nuppon-2- ansa C1gH2,C1,FN3O3; | coenurenne 201
ni)KapOOHUI|aMHHO }-3- SAMP (de-AMCO): 5
bropnunepuann-1-kapbokcunar 1,4 (s, 9H), 1,6-1,8 IlpomexyTouHoe

(m, 2H), 1,9 (s, 3H), | coenunenne 59
2,9 (m, 2H), 4,0-4,3
(m, 3H), 4,8 (d, 1H),
7,3 (d, 1H), 12,5 (s,
1H)
105 | Juc(+)-Otun3- MC (ESI) M: 418 ITpomexyTouHoe

(nuknonponuaMerokcu)-4-{[(3,4-
JHXJIOp-5-MeTU- 1 H-nuppoi-

2-
UI1)KapOOHUIT |aMHHO } THIIE PHTHH-

1-xapboxkcunar
Cl Me

CI/EKJH

HN

Oyt
N

(@]

N

Me

s CigHosClN3Og;
SIMP: 0,22 (m, 2H),
0,50 (m, 2H), 1,04
(m, 1H), 1,24 (t, 3H),
1,69 (m, 2H), 2,24
(s, 3H), 2,87-3,09
(m, 2H), 3,28 (m,
1H), 3,59 (bs, 1H),
3,92-4,36 (m, 5H),
7,20 (m, 1H), 12,21
(bs, 1H)

coeamHeHne 165
H
IIpoMmesxxyTouHOE
coejuHeHue 1

Crtp.: 213
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Coequncuue

JlanHbIe

B

106

Huc(x)-atun 4-{[(3,4-nuxyop-5-
MeTwi-1 H-nuppon-2-
un)kapbonuilamuno}-3-(1,3-
THA30J1-2-UIMETOKCH JITUTIEPU JIU H -
1-xapOokcuiar

MC (ESI) M. 461
s CigHz2CloNGO4S;
SIMP (IMCO): 1,10
(m, 3H), 1,65 (m,
2H), 2,16 (s, 3H),
2,82-3,10 (m, 2H),
3,79 (bs, 1H), 3,97
(m, 3H), 4,21 (dt,
1H), 4,35 (t, 1H),
4,78 (d, 1H), 4,95 (d,
1H), 7,10 (d, 1H),
7,72 (dd, 2H), 12,12
(bs, 1H)

IIpoMexyTouHOE
coenuHeHHe 166
H
IIpomexyTouHoe
coenuuenue 1

107

Huc(x)-Orun (rel 35,4R)-4-{[(3,4-
auxyop-5-merun-1H-nuppon-2-
Hi1)KapOoHHI |aMHuHO }-3-
3TOKCHIUIEpUAUH-1-Kapbokcunar

MC (ES) MH": 392,
394 nns
Ci6H23ClIaN304;
SIMP: 1,04-1,21 (m,
6H); 1,60 (m, 2H);
2,17 (s, 3H); 2,95
(m, 2H); 3,48 (br s,
1H); 3,65 (m, 1H);
3,92 (br s, 1H); 3,98-
4,05 (m, 2H); 4,09-
4,25 (m, 2H); 7,09
(d, 1H) 12,14 (s, 1H)

IIpomexyTouyHoe
coennHerue 257
59
IIpomesxxyTouHOE
coequHeHue 1

108

1-mpem-6yTun 3-metun 4-{[(3,4-
Juxjop-5-metui-1H-nuppon-2-
HJ1)KapOOHHAI |aMHHO  THIIEPU XM H-
1,3-mukapOoxcunar

MC (ES) MH": 434,
436 nna
C13H25C12N305; SIMP
(CDCl3): 1,45 (s,
9H), 1,60 (m, 1H),
2,16 (m, 1H), 2,27
(s, 3H), 2,45 (dt,
1H), 2,93 (m, 1H),
3,10 (m, 1H), 3,66
(s, 3H), 4,05 (m,
1H), 4,29 (m, 2H),
6,68 (d, 1H), 9,66 (s,
1H)

IIpomexyTouHoe
coenuuenue 167
)51
IIpoMexxyTo4yHoOe
coenrHenue 1

109

1-(mpem-6yToxcukapOoHH)-4-
{[(3,4-nuxmop-5-meTun-1H-
nUupposI-2-

HJ)KapOOHMI |aMUHO } THIIEPUTHH-
3-kapboHOBas KHCJIOTA

MC (ES) MH": 420,
422 nna
C17H23C15N;30:s.

IIpomexyTouHoe
coenunenue 108
u
ITpomexyTounoe
coeiMHEHHUE |

Crtp.: 214
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ITp. | Coenunenue Janaeie HB

110 | Que(x)mpem-6yrun 4-{[(3,4- MC (ES) MH": 489, [IpomexyToynoe
auxiop-5-mertui-1 H-nuppon-2- 491 nns coenunenue 109
ui)kapbonun]amMuHo }-3- C>1H;3¢C1,N4Os; H
(MopdonuH-4- AMP: 1,40 (s, 9H), [IpoMexyTouHOE
UIKapOOHUN ) IUNEPUINH- 1~ 1,54 (m, 1H), 1,82 coenuHenue 1
KapOOKcHuJIaT (m, 1H), 2,15 (s,

N cl 3H), 2,81 (muupokwuii
I\g__{‘) s, 2H), 3,14 (dt, 1H),
l 0 3,24-3,40 (m, 2H

me” NN < :N—< Me [mox nuxom H,0)),

¢ © 3,41-3,68 (m, 6H),

o=\ Me Me 1393 (m, 2H), 4,24

N“> (m, 1H), 7,14 (d,

<——o 1H), 11,98 (s, 1H)

111 | Tpanc(x)mpem-6ytun 4-{[(3,4- MC (ES) MH': 489, | IIpoMexyTo4noe
JUXJIOP-5-MeTui-1 H-uppon-2- 491 nng coenuHenue 109
un)kap6oHUI |aMHHO } -3~ C11H30C1:N4Os; )51
(mopdonun-4- AMP: 1,37 (s, 9H), [IpomexyTounoe
UIKapOOHUI ) IUIIEPH U H- | - 1,64 (m, 1H), 2,11 coennHeHnne 1
KapbokcuiaT (m, 1H), 2,16 (s,

3H), 3,14 (m, 1H),
3,18-3,68 (m, 11H
[mon muxkom H,O}),
3,73 (dd, 1H), 4,37
(m, 1H), 7,24 (d,
1H), 12,08 (s, 1H)
112 | HQue(x)otun 3-(2-mpem-6ytoxcn-2- | MC (ES) MH': 478, IIpoMexyTounoe

0KCc03TOKCH )-4- {[(3,4-auxs0p-5-
MeTun-1 H-nuppon-2-

U1 )KapOOHMII |aAMUHO } TULICPU IHH-
1-xapOGokcunar

480 nms
C20H29C13N30¢;
SAMP: 1,17 (t, 3H),
1,41 (s, 9H), 1,90
(m, 1H), 2,16 (s,
3H), 2,78-3,06 (m,
3H), 3,46 (m, 1H),
3,74 (m, 1H), 3,94
(m, 1H), 4,03 (q,
2H), 4,09 (s, 2H),
4,12 (m ,1H), 7,39
(d, 1H), 11,97 (s,
1H)

coenuucHue 240
u
IIpoMexyTouHOE
coeuHeHue 1

Crtp.: 215
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ITp. | Coenunenue Jlannsie 1B
113 | Tpanc(£)stun 3-(2-mpem-6ytoxcu- | AMP: 1,17 (t, 3H), IIpoMexyTo4HOE
2-oxcostokcn)-4-{[(3,4-quxnop-5- | 1,38 (s, 9H), 1,58 coenuHenue 240
Metuia-1 H-nuppon-2- (m, 1H), 1,68 (m, H
U)KapOOHMII |aMHHO } TUTIEPHIAH- 1H), 2,17 (s, 3H), [IpomexyTouHoe
1-kap6Gokcunar 2,81-3,02 (m, 2H), coequHeHue |
3,66 (m, 1H), 3,86-
4,27 (m,7H), 7,40
(d, 1H), 12,07 (s,
1H)
114 | Stun 3-{[mpem- MC (ES)MH": 478, ITpomexyTodHOE

HHUpPpPOJI-2-

1-xapbokcunar

OyTUI(TUMETHIT ) CHIINI JOKCH } -4~
{[(3,4-muxnop-5-metun-1H-

HI1)KapOOHMII JaMHHO } TUTIEPH JIHH-

480 nns
C20H33C12N3O4Si )
SIMP: -0,07 (s, 3H),
0,07 (s, 3H), 0,83 (s,
9H), 1,16 (t, 3H),
1,56 (m, 1H), 1,72
(m, 1H), 2,17 (s,
3H), 3,04 (m, 2H),
3,85-4,11 (m, 6H),
6,66 (m, 1H), 12,12
(s, 1H)

coeauHenne 112
"
IIpoMexyTouyHoe
coeuHEeHHE 1

[IpomexxyTouHble coenudenns 115-144

Cne,uy}oume HpOMe)KYTO‘IHLIe COCAHHCHHS CHHTE3HPOBAJIH ¢ TIOMOUILIO

ME€TOJa, aHAJIOTHYHOI'O OMUCAHHOMY IS HpOMe)K}/TO‘-IHOFO coenmuHeHus 50 unu

[IpomexyTounoro coequuenus 74, u3z ucxonuerx Bemects (UB), npusenennsix B

TabJIMIle HUXKE.

[Ip. | Coenunenue JlaHHbBIE 1B
115 | Quc(x)-3,4-nuxnop-N- MC (ES) MH": 306, 308 [IpomexyTouHoe
[3- bif) &: C12H17C12N302. coenunenue 71

(reApOKCHMETHI )ITHIIED
uauH-4-un)-5-MeTan-
1 H-nuppoi-2-

Kapbokcamua

THIPOXJIOPHJ
OH

cl Cl

H

/ N\ N
Me™ NH,CI

Ho o

Crtp.: 216
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Ip. | Coennnenue Jlannplie 1B

116 | Lue(%)-3,4-guxiop-5- MC (ES) MH": 336, 338 ITpomexyTouHoe
MeTHI-N-{3- aa Cy3H9CLLN3OS. coenuHenue 84
[(MeTunTHO)METHII JIIUIIE
puanH-4-un}-1H-
nuppoJ-2-kapbokcaMuy
TUAPOXJIIOPU I

117 | Hue(+)-3,4-naxnop-5- MC (ESP): 463,1 (M+H) |IIpomexyTounoe
MeTus-N-[3- ans Cy7H0CLN4O3S,; coeauHenue 85
(Metuntuo)nuncpuaua- | AMP: 1,90 (m, 2H); 2,14
4-un]-1H-nuppon-2- (s, 3H); 2,28 (s, 3H); 3,28-

Kapboxcamu 3,45 (m, 2H); 3,74 (s, 3H);
3,77 (m, 1H); 3,95 (m,
2H); 4,44 (m, 1H); 7,25 (d,
1H); 7,85 (s, 1H); 12,14 (s,
1H)

118 | [uc(x)-N-[3- MC (ESP): 382 (M+H) IIpomexyTounoe
(6ensunoxcu)nunepunu | 218 CgsHzC1hN3O; coeqnHeHue 86
H-4-un]-3,4- quxnop-5-

MeTun-1H-nuppon-2-
KapOoKcaMHu I

119 | Hue(3)-3,4-muxinop-5- MC (ESP): 330 (M+H) [MpoMexyTouHoe
metua-N-[3-(npon-2-un- | Mg C4H17C1N;O, coeauHenue 87
1-unoxcu)nunepuauH-4-
un]-1H-nuppon-2-

KapbokcamMu

120 | Tpanc-()3,4-auxaop-N- | MC (ES) MH": 292 mns [TpomexyTounoe
[3-runpoxcununepunun- | C;1H;5C1N30; coequHenne 88
4-un]-5-merun-1H-
uppoJi-2-kapOoKcaMu
Tpu(hTOpaLeTaT

Cl Cl
/U\WHQNH F a
Me F
N b d \)T/lkOH
121 | 3-xn0p-N-[(3S,4R)-3- MC (ES) MH": 260 ans [TpomexyTouHoe

bTopnunepu AuH-4-un]-
5-metun-1H-nuppon-2-
kapbokcamMua

C11H15C1FN3O; 1,91 (m,
2H); 2,17 (s, 3H); 3,13 (m,
1H); 3,35 (m, 2H); 3,57 (s,
1H); 4,35 (m, 1H); 5,05 (d,
br, 1H); 5,96 (s, 1H), 7,26
(d, 1H); 8,67 (br, 1H); 9,16
(br, 1H); 11,70 (s, br, 1H)

coeqnHeHue §9

Crp.: 217
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Ilp. | Coenunenne JlaHHbIE B

122 | 4-6pom-N-[(3S,4R)-3- MC (ES) MH": 306 s IlpomexyTounoe
¢ropnunepunuu-4-un]- C, H;sBrN;O coenuHeHuce 90
5-metun-1H-nuppon-2-

KapOOKcaMu i

123 | 4-6pom-3-xmop-N- MC (ES) MH": 340 s IIpoMexyTodHoe
[(3S,4R)-3- C,;H,4BrN;0 coequHenune 91
GropnunepuaHH-4-wil- | q\1p ;1,91 (m, 2H); 2,20
5—M6THH-1H-HI/IppOJI—2— (S, 3H), 3’13 (m, IH), 3,35
Kapboxcamua (m, 2H); 3,62 (m, 1H);

4,35 (m, 1H); 5,05 (d, br,
1H); 7,39 (d, 1H); 8,60 (s,
br, 1H); 8,99 (s, br, 1H);
12,17 (s, br, 1H)

124 | IJuc(#)-3,4-nuxnop-N- MC (ES) MH": 350 mis ITpoMmexyTounoe
[(3-(2- Ci14H, 1 CIbN3 04 coeHHeHHE 92
METOKCHATOKCH ) [THIIEPH
nuH-4-unl-5-merun-1H-
nHppoJ-2-kapbokcaMu

125 | ue()-3,4-Tuxnop-N- MC (ES) MH": 364 nns IIpomexyTouHoe
[3-(2- C15H23C12N303 COEJIMHEHHUE
METOKCHIPOIOKCH)[THITE 93
pHANH-4-UT]-5-MeTHI-
| H-nuppoin-2-
xapbokcaMu I

Cl
) Cl
Me Il H
N N,
H O NH
0"
,O\'/
Me
Me

126 | LJuc(+)-3,4-quxnop-N- MC (ES) MH": 350 ans IIpomesxyrouroe

3-(2- Ci14H,1C1hN305; coeJHHEHUE
94

TUAPOKCUIIPONMOKCH )ITHIT
epUIUH-4-U|-5-MeTHII-
1H-nuppon-2-
KapbokcaMua

Crtp.: 218
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Ilp. | CoequneHue JlanHbIe B

127 | 4-Xnop-N-[(3S,4K)-3- MC (ES) MH": 246 s IIpomexyTounoe
¢ropnunepuaun-4-unj- | CoH;3CIFN;0O COeHHEHHE 95
1 H-nuppon-2-

KapbokcaMu
THAPOXJOPU

128 | 4,5-muxnop-N-[(35,4R)- | MC (ES) MH": 280 ns ITpoMmeskyTouHoe
3-¢bropnunepuaun-4- CioH12C1,FN50 coenuHeHHe 96
unl-1H-nuppon-2-
kapbokcamMu I
THAPOXJIOPHA

129 | 4-xnop-N--[(38,4R)-(3- 1,41 (s, 1H), 1,67 (s, 1H), IIpoMexyTouHoe
METOKCHIIHTIEPUAUH-4~ 2,13 (s, 3H), 2,47 (s, 1H), coeaunenue 97
un)j1-5-merun-1H- 2,55 (s, 1H), 2,86 (s, 1H),
nuppoi-2-kapboxkcamun | 3,08 (d, J=13,19 I'u, 1H),

3,25 (s, 3H), 3,31 (s, 1H),
6,89 (d, J=2,45 'y, 1H),
7,52 (s, 1H), 11,59 (s, 1H)

130 | Hue(+)-4-xmop-N- MC (ES) MH": 287 nns IIpomexyTounoe
[(35,4R)-3- Ci13H5CIN3Os. coequHeHHe 98
METOKCHIHIIEPUIHH-4-
unl-3,5-numerni-1H-
nuppon-2-kapbokcamMun

Cl Me
LR
Me N "
H
0 Q\JH
9
Me

131 | 3,4-nquxnop-N-[Luc(£)- MC (ES) MH": 310 ans ITpoMexyTounoe
3-xJopnunepuInH-4- C;{H14CI3N3O coenuHenue 99
unj-5-metun-1H-
nuppoi-2-kapbokcaMu
THUAPOXTIOPU]T

132 | 4-xnop-N-[(3S,4R)-3- MC (ES) MH": 317 ans IIpomexyTounoe

¢dTopnunepuAuH-4-uil-
3-[(E)-

(METOKCHUMHHO )METHII |-
S5-metua-1H-nuppon-2-
Kap6oxcamMua
THAPOXJIOPU]

C7H3CIFN4O,

coexunenue 100

Crtp.: 219
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IIp. | CoenuHeHue JlaHHEIE VB
133 | Quce(£)-3-xmop-N-[3- MC (ES) MH™: 276 nns [IpomexyTounoe
XJOpIHTIEpUAHT-4-HI |- C1H,5CILN;0 coeauHeHue 101
5-metun-1H-nuppon-2-
KapboKcaMua
TUIPOXJIOPH
134 | uc(£)-3,4-nuxnop-5- MC (ES) (MH"): 290 ansa IIpomexxyTo4yHoe
MeTua-N-[(3- C12H17;C1:N;0. coequHeHue 83
METHINUNCPUIUH-4-UTT]-
1H-nuppon-2-
KapbokcaMu
135 | Quc(%)-3,4-auxnop-5- MC (ES) (MH"): 290 s IIpomexyrouHoe
MeTHI-N-[2- C12H7C13N50. coenuHenue 101
Metmwinunepuaun-4-unl- | AMP: 1,0 (d, 3H), 1,2-1,4
1 H-nuppon-2- (m, 1H), 1,7-1,9 (m, 1H),
kapbokcamMua 2,2 (s, 3H), 2,5-2,7 (m,
Cl Cl 2H), 3,0 (m, 1H), 3,3 (m,
7 H 1H), 3,7-3,8 (m, 1H), 7,1
Mo L | (@, TH)
as
Me
136 | Luc(+)-4-xnop-3-unano- | MC (ES) (MH™Y): 297 mis IIpoMexxyTouHOE
N-[(3- C12H17CLILN;30,. coenuHenue 102
METOKCUIIUIEPUIANH-4- SIMP: 1,6-1,9 (m, 2H), 2,2
uij-5-merun-1H- (s, 3H), 2,8 (m, 2H), 3,0
nuppon-2-kapbokcamun | (m, 1H), 3,3 (s, 3H), 3,5 (s,
1H), 4,15 (m, 1H), 7,7 (d,
1H), 8,7 (s, mupoxuii, 1H)
137 | 4-xnop-3-uuano-N- MC (ES) (MH"): 285 nna IIpomesxxyTouHoE

[(35,4R)-3-
dropnunepu AuH-4-un|-
5-metun-1 H-nuppon-2-
KapbokcaMug

C11H14CLFN;O0.
SIMP: 1,6 (m, 2H), 2,2 (s,
3H), 2,3 (m, 1H), 2,3 (m,
1H), 2,5-3,0 (m, 2H), 3,1-
3,3 (m, 1H), 3,5 (s, 1H),
4,0-4,2 (dd, 1H), 4,7 (d,
1H), 7,9 (d, 2H)

coequHenue 103

Crp.: 220
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Ip. | CoenuHenue Jannere 1B

138 | (35,4R)-4-{[(3,5- MC (ES) (MH"): 294 nus IIpoMexyTouyHOE
auxiop-4-merun-1H- C11H14C1L,FN;0. coegunenue 104
MHPPOJI-2- JMP: 1,9 (s, 3H), 3,0-3,7
un)kapbonunnjamuno}-3- | (m, 4H), 4,3 (m, 1H), 5,0
¢GropnunepuIUHium (d, 1H), 7,65 (d, 1H), 8,7
XJIOpHUI (s, mupoxwuii, 1H), 9,4 (s,

mupokui, 1H), 12,7 (s,
1H)

139 | Huc(£)-3,4-nuxnop-N- MC (ES) MH": 347 nns IIpomexxyTounoe
[3- Ci15H21C1oN30O5; SIMP: 0,17 | coenunenue 105
(muknonponunMetokcu) | (m, 2H), 0,44 (m, 2H), 1,01
MUNepUAUH-4-U]-5- (m, 1H), 1,34 (s, 1H), 1,62
MeTui-1 H-nuppon-2- (m, 2H), 2,17 (s, 3H), 2,55-
kapbokcaMux 2,70 (m, 2H), 2,89 (m, 2H),

3,10-3,23 (m, 2H), 3,38-
3,49 (m, 1H), 4,09 (m, 1H),
7,12 (d, 1H), 12,10 (bs,
1H).

140 | Huc(+)-3,4-quxnop-5- MC (ESI) M: 389 pns IIpomexyTrounoe
meTui-N-[3-(1,3- Ci15H13C1hN4O5S coequHeHue 106
THA30JI-2-

WUJIMETOKCH )ITHIIEpPHA TN H-
4-un]-1H-nmuppoJ-
2-kapboKcaMun
Cl Me
ol X\ NH
HN 0 r\f/\>
O\/ks
N
H
141 | Que(x)-3,4-Huxnop-N- MC (ES) MH": 320 ms [IpoMmexxyTouHOe

[(rel 35,4R)-3-
3TOKCHIIUIIEPHIUH-4-
un|-5-metun-1H-
nUppoJI-2-kapOboKcamMu

C13H19C12N302; SIMP: 1,14
(t, 3H); 1,60 (br s, 2H);
2,17(s, 3H); 2,62 (m, 2H);
2,89 (m, 2H); 3,14 (m,
2H); 3,64 (m, 2H); 4,05
(m, 2H); 7,10 (d, 1H)

coenunenue 107

Crp.: 221
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CoenuHenune

Jaunrie

HB

142

Tpanc(+)3,4-nuxnop-5-
MeTun-N-[3-(Mopdoun-
4-
MIIKapOOHMII)TUIIEPU/IUH
~-4-un]-1H-muppon-2-
KapbokcaMug
THAPOXJIOPU ]

MC (ES) MH": 389, 391
ansa Ci¢HoC1oN4Os

IIpomexxyTounoe
coequHenue 111

143

Luc(+)3,4-nuxnop-5-
MeTHI-N-[3-(MopdonuH-
4-
UIKapOOHHII ) TUIIEPUIUH
-4-un|-1H-nuppon-2-
kapbokcaMujg
THIPOXIIOPH

MC (ES) MH": 389, 391
s CrHy CIhN4O;

IIpoMexyTodnoe
coexuHenue 110

144

Huc(£)[(4-{[(3,4-
auxnop-5S-merui-1H-
IUppOI-2-
HI)KapOOHHII|aMHHO } TN
IepUINH-3-

HJI)OKCH JYKCyCHAs
KHCIOTa

MC (ES)[(M+H)']: 350,
352 HJIsL C13H1 7C12N304

IIpomexyToyHoe
coeauHeHue 112

[IpomexyToundsle coequnenus 145-157

Cnenyromue ITpoMexyrodnsle COeIUHEHUS CARTE3UPOBAIHU C IIOMOIIBIO

MCETO/J1d, aHAJIOTHIHOTO OIMMHCAHHOMY 14 HpOMC)ICYTO‘{HOFO COCAHMHCHHUA 59, H3

HexoaHBIX BemecTB (VIB), npuBeneHHBIX B TaOIHIlE HHXKE.

IIp. | Coenunenue Jlannrnie B
145 | Huc(x)-3Tun 3- MC (ESP): 401 (M+Na) ans yuc(x)aTun 4-
(6ensmnokcu)-4-[(mpem- Cy0H30N,0s5; AIMP (CDCl3)8: [(mpem-
OyrokcukapboHum)amuuo|n | 1,25 (m, 3H); 1,43 (s, 9H); OyTokcukapOoH
unepuani-1-kapbokcuaar 1,65-1,85 (m, 2H); 2,81 (m, HJI)aMHHO]-3-
Me>"["\e j\ 2H); 3,58 (s, 1H); 3,71 (m, TUAPOKCHITHIED
Me” 07 “NH 1H); 4,05-4,30 (m, 3H); 4,30 HJHH-1-
0\/© (m, 2H); 4,76 (t, 1H); 4,94 (m, | xapOokcuiar
1H); 7,26-7,38 (m, 5H) (W09412494) u
N Bensunbpomun

OJ\O
S

Me

Crp.: 222
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IIp. | CoennHenue Jlanuble 1B

146 | Huc(t)-stun 4-[(mpem- SIMP: (CDCl3) 1,26 (t, 3H); yuc(£)atun 4-
byrokcukapbouun)amuno]- | 1,45 (s, 9H); 1,67 (m, 2H); [(mpem-
3-(opomn-2-un-1- 2,43 (t, 1H); 2,79 (m, 2H); 6yTokcukapboH
UJIOKCH )THTTePHIUH- | - 3,74 (m, 2H); 4,00-4,45 (m, ui)amMmuHO|-3-
kapbokcuiar 6H); 5,00 (s, 1H) THAPOKCHITHIIED

HOAUH-]-
Kapbokcuiar
(W09412494) u
IIponaprui
dpomung

147 | uc(z)-Dtun (4- MC (ES) MH": 337 mis [TpoMmexyTouHO
6eH3unamMuHo)-3-(2- C13H28N»04 € CoeIUHEHUEe
METOKCHITOKCH )THIIEPUINH 169
-1-xap6okcunar

148 | Huc(+)-Dtun 4-[(mpem- MC (ES) M+Na: 383 mns [IpoMexyToyHO
6yrokxcukapborun)amuno]- | C17H32N,0g € COCIUHCHUC
3-(2- 149 u
METOKCHIIPONOKCH ) TUTIEPH I{ METHJIHOOU]
uH-1-kapbokcunar

149 | Huc(x)-Otun 4-[(mpem- MC (ES) M + Na: 369 ana IpomexyTouHo
oyroxcukapbouun)amuno]- | Ci¢H3oN,Og € COeIHHEHHE
3-(2- 150
TUPOKCUIIPONOKCH )TUIIEPH (J.Org.Chem,
nuH-1-kapbokcunar 60, 4922-4924,

1995)

150 | Que(x)-Otun 4-[(mpem- MC (ES) M + Na: 367 uns ITpoMexyTOUHO
6yrokcukapbouun)amuno]- | CisH2sN2Og € coeJJUHeHHUE
3-(oxiran-2- 27 u m-CPBA
HUIMETOKCH )ITHIEPUTUH- ] -
kapOokcuiar
Me>“ﬁe
Me 0O H

NG
O
o" NYO
(0]
Oirj \he
151 | mpem-6yrun (L{uc(x)-4- 1,39 (s, 9H), 1,54 (m, 2H), IIpoMexxyTouHO

(6eH3naMuHO)-3-
XJIOpIHIEpHAUH-1 -
kapbokcunar

1,93 (m, 1H), 2,80 (m, 2H),
3,20 (m, 1H), 3,75 (q, 2H),
4,06 (m, 1H), 4,57 (s, 1H),
7,22-7,36 (m, SH).

€ COCIMHEHUE
170

Crp.: 223
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Ilp. | Coenunenue JlanHBIE 1B

152 | Que(x)->tun 4- AMP (CDCl5): 0,9 (d, 3H), 1,2 | stn 3-MeTHI-4-
(6en3unaMuHO)-3- (t, 3H), 1,6 (m, 2H), 2,0 (m, OKCONHUIIEPUIHH
METHJITUIIE PHIHH-1 - 1H), 2,8 (m, 1H), 2,9-3,2 (m, -1-xapbokcunar
KapOoKcHIaT 2H), 3,7 (m, 1H), 3,8 (s, 2H), (Ebnoether, A.;

4,1 (m, 2H), 7,2-7,4 (m, SH). Niklaus, P.;
Suess, R.
Helvetica
Chimica Acta
(1969), 52(3),
629-38)

153 | ue(x)-atun (4- MC (ES) (MH"): 277 mns IIpoMexyTOUHO
(6eH3UNaMHUHO)-2- C16H24N,0;: € COeUHEHHE
METHITHITePUAUH-1 - SAMP (de-AMCO): 1,25 (4, 164
kapOoxcunar 3H), 1,3 (d, 3H), 1,3-1,5 (im,

2H), 1,65 (s, mupoxuii, 2H),
1,8-2,0 (m, 2H), 3,2-3,4 (m,
2H), 3,8 (m, 1H), 4,1 (3, 3H)

154 | Huc(x)-Ortun 4- MC (ES) MH": 333 nns [TpoMexyTOYHO
(6eH3UIaMHHO)-3- Ci9H28N,03; SIMP: 0,14 (m, € coellHHEeHnEe
(ukaonponunmeTokcu)nun | 2H), 0,42 (m, 2H), 0,97 (m, 171
epuauH-1-kapOoKcuiart 1H), 1,15 (t, 3H), 1,51 (m,

2H), 2,67 (m, 1H), 2,79-3,01
(m, 2H), 3,19 (m, 1H), 3,53
(m, 1H), 3,73 (m, 3H), 3,88-
4,02 (m, 3H), 7,18-7,35 (m,
5H)
155 | Huc(x)-atun 4-[(mpem- MC (ES) MH": 386 nns IIpoMexyTo4HO

OyTOKCHUKapOOHUIT)aMUHO |-
3-(1,3-Tuazon-2-
HJIMETOKCH )ITUTIEpUINH-1 -

KapOoKcuIaT
Me

o] Me

HN O N
o M
N
Po
kMe

C17H27N305S; SIMP (CDCls):
1,24 (t, 3H), 1,42 (s, 9H), 1,63
(s, 1H), 1,69-1,81 (m, 2H),
2,82 (m, 2H), 3,67 (m, 2H),
4,10 (q, 2H), 4,40-4,60 (m,
1H), 4,76 (d, 1H), 4,94-5,25
(m, 2H), 7,31 (d, 1H), 7,74 (d,
1H)

€ COCIMHEHHUE
235

Crp.: 224
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Ilp. | Coenunenne JlanHple B
156 | LJuc(+)-D1un (4- MC (ES) MH": 307 s [IpoMexyTOYHO
(bensunmaMuuo)-3- C17H26N,03; SIMP: 1,08 (t, e coeuHEeHuUe
3TOKCUITUIIEPHUIHH- ] - 3H); 1,15 (t, 3H); 1,50 (m, 172
KapOOKCHITAT 2H); 1,75 (br s, 1H); 2,65 (br
s, 1H); 2,92 (m, 2H); 3,47 (br
s, 1H); 3,55 (m, 1H); 3,71 (m,
3H); 3,88 (br s, 1H); 3,98-4,05
(m, 2H); 7,18-7,34 (m 5H)
157 | Que(£)-oman 4- MC (ES) MH": 293 mns [TpoMexyTOUHO

(6eH3uaMHHO)-3-
METOKCHIIHMIEPpUIAHH-1 -
Kapbokcuar

Ci6H24N,Os.
3H), 1,50 (m, 2H), 1,89 (s,
2H), 2,66 (m, 1H), 2,89 (dd,
2H), 3,26 (s, 3H), 3,67-3,83
(m, 3H), 3,99 (m, 3H), 7.18-
7,37 (m, SH)

SIMP: 1,16 (t,

¢ COEIMHEHHUE
168

[IpoMexxyTodHEle coennnennd 158-167

Cnenyromue [TpoMexXyTOUHBIE COCAUHEHHS CHHTE3HPOBAIHU € TIOMOIILIO

METOLa, aHAJIOTUYHOTI'O OIINCAHHOMY AJId HpOMC}I(YTO‘-IHOTO coenuHeHus 28 Hin

[IpomexyTodnoro coeanneHus 59, u3 ucxonueix Bemects (MB), mpuBeaeHHbIX B

TabJIHIle HUXKE.

[Ip. | Coegunenue JlaHHBIE HB

158 | Quc(x)-s1un 4-amuno-3- MC (ESP): 279 [IpomeskyTouHoe
(OeH3UITOKCH )TUIIePHIUH-1 - (M+H) nns coequHeHue 145
kap6oKcHIaT CisH22N205

160 | [Juc(x)-Otun 4-aMmuno-3-(2- MC (ES) MH": 261 | IIpoMesxyTounoc
METOKCHUIIPOTIOKCH )THTIePUTHH-1 - st C1oHaaN2 Oy coenuHeHue 148
KapOOKCHIaT IHAPOXIIOPHUL

,O\‘/ o\

Me Me Me

161 | Hue(+)-D1un 4-amuno-3-(2- MC (ES) MH": 247 | [IpoMexyTounoe

TUAPOKCHUIIPONIOKCH ) IAIIEPHIHH- 1~
KapOOKCHIAT THAPOXIIOPH]

s CpiH2oN2 Oy

coenqudenue 149

Crp.:

225
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CoenuHenne

Jlannbie

1B

162

mpem-6ytun uc(+)-4-aMuHO-3-
XJIOpIUINepUAuH- 1 -kapbokcunar

1,39 (s, 9H), 1,45
(m, 1H), 1,58 (m,
2H), 2,95 (m, 1H),
3,31 (m, 1H), 3,82
(m, 1H), 4,03 (m,
1H), 4,26 (m, 1H)

IpomexyTrouHoe
coenurHeHHe 151

163

T Luc(+)-4-amMmuHO-3-
METHINHNEPHAUH- 1 -Kapbokcuaar

AMP (CDCl3): 0,9
(d, 3H), 1,2 (t, 3H),
1,5 (m, 2H), 1,6
(m, 1H), 2,2 (s,
wupokui, 2H), 3,0
(m, 1H), 3,2 (m,
2H), 3,4 (m, 1H),
4,0-4,2 (m, 2H)

[IpomexyTouHoe
coequHenue 152

164

Luc(£)-3tun (4-amuno-2-
METHIINHIEPUIUH-]1-Kap6oKkcuiaT

AMP: 1,25 (t, 3H),
1,3 (d, 3H), 1,3-1,5
(m, 2H), 1,65 (s,
mupokuit, 2H), 1,8-
2,0 (m, 2H), 3,2-
3,4 (m, 2H), 3,8
(m, 1H), 4,1 (3,
3H)

3THI 2-ME€THII-4-
OKCONIUNIEPUUH-
1-kapboxcuiar
(EP 121972 A2)

165

Huc(+)-Otun 4-amuno-3-
(IMKITOTTPOTTUIIMETOKCH )TUTIEPH THH -
1-xap6oxcuiar

5on

N

A

o) 0]

Me

MC (ES) MH": 243
s CpaH2oN,03;
SIMP (CDCl3): 0,19
(m, 2H), 0,49 (m,
2H), 1,05 (m, 1H),
1,24 (t, 3H), 1,65-
1,84 (m, 2H), 2,93
(d, 2H), 3,09 (m,
1H), 3,25-3,44 (m,
2H), 3,52 (bs, 1H),
3,85-4,21 (m, 6H)

IIpomexyTounoe
coequHenue 154

Crp.: 226
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lp. | Coenunenne JlaHHEIE B

166 | Luc(+)-9tun 4-amuno0-3-(1,3-tnason- | MC (ES) MH™: 286 | IlpoMexyrounoe
2-HIIMETOKCH )TUTIEpUANH- ] - qs CioHj9N3O5S; coequHenue 155
KapOOKCHIAT SMP (AMCO):

1,00 (t, 1,8H), 1,15
(t, 1,2H), 1,70 (m,
2H), 2,79-3,03 (m,
2H), 3,44 (m, 1H),
3,74-4,02 (m, 4H),
4,29 (m, 1H), 4,91
(t, 2H), 7,25 (bs,
1H), 7,77 (dd, 2H),

8,34 (s, 1H)
167 | 1-mpem-6ytun 3-MetHi 4- MC (I'X-ED)[(M)']: | Hpomexyrounoe
aMHHOIIUIEPUIUH-1,3- 258 nns coennHenue 237
IHKapboKkcHaT Ci2H,,N,Oy4

HpoMexyrouHoe coenmueHue 168

STH 3-METOKCH-4-0KCONUITEPUANH- ]| -KapOOKCH AT

K nmepememmuBaemomy pactBopy MeTokcuketais (IIpomMexyTounoe coeuHEHHE
173, 55,15 r, 223 MmMonsb, HeounmeHHsIi) B 6e3BoguoM TI'® (30 M), npu
KOMHATHOH TeMIIepaType U B OKpYyKarowelh atmocdepe, 100aBIsnu BOAHBIA pacTBOP
H,S04 (5%, 06./06., 190 mi). Temmeparypy nosbimanu g0 60 °C; peakiHoHHYIO
CMeCh IepeMeIIMBaIM IIPH 3TOH TeMreparype. [lonHoe nmpeBpanieHue NOATBEPKIATH
yepes 2 yaca ¢ nomompro TCX (50% atunauerar B rekcanax; naTHo Hanessian; Rf ~
0,43). PeakumoHHOH CMECH ITO3BOJISIJIM BO3BPATUTHCA 1O KOMHATHOI TeMIIEPaTYPHIL.
TT'® ynansanu B Bakyyme. K BogHOMY pacTBOpy m00aBisiin TBepAbIid GukapOoHAT
HATpHs 10 MOIYyYeHHs IEJI0YHOI0 PACTBOPA, H TBEPJIBIH XJIOpHL HATpHUs JI0
HaCBIIEHHUA, ¢ 100aBIeHHEM, IPH HEOOXOUMOCTH, JIONOJIHUTENILHOTO KOIHYeCcTBa
Boabl. HeounmeHnHsIi NpoAyKT aKcTparupoBanu meTriaeHxIopuaoM (3 X 300 mx);
OpraHHYECKHE CJIOM OOBENUHSIIU, BEICYUIMBAIY Hal CyJb(paToM Maruus, u
KOHLEHTpHpOBanu. HeouHIeHHOE BELIECTBO UCNOIb30BaK 6e3 JONOJIHUTEIbHON
OYMCTKH; MPEAIIOoNaraiy KOJIMYECTBEHHBIH BBIXOI.
MC (ESI) M: 201 s CoH sNO4. 'H IMP (CDCl3): 1,28 (t, 3H), 2,38-2,60 (m, 2H),
3,30-3,41 (m, 2H), 3.45 (s, 3H), 3,69 (m, 1H), 4,05 (m, 2H), 4,17 (q, 2H).

IIpoMexytounble coenqunenns 169-172

Crp.: 227
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Cnenyromue IIpoMexyTodnble coeIHHEHNS CHHTE3UPOBAIHU C IOMOIIIBIO

METO/Ia, aHAJIOrHYHOr 0 ONHCAHHOMY A71s1 [IpomexxyTouHoro coeunenus 168, us

ucxoaubix BemecTB (VB), npuseneHHEIX B Tabnune HUXKeE.

[Ip. | Coenunenne lanHbie B
169 | Otun 3-(2-METOKCHITOKCH)- MC (ES) MH": 246 nns [TpomexyTounoe
4-0KCONHUIICPUANH-]- C11HsNOs coeguHenue 174
kapbokcunat
170 | mpem-6yTtun 3-xnop-4- 1,30 (m, 1H), 1,34 (s, 9H), J. Org. Chem.,
OKCOIHITCpHINH- | - 2,45 (t, 2H), 3,34 (m, 1H), 1994, 59, 6955-
KapOokcuiar 3,17 (m, 1H), 4,10 (m, 1H), 6964.
o 4,66 (m, 1H)
T
N 0]
o Ay
O Me
171 | Dtux 3- MC (ES) MH™: 242 mnst [TpoMexyTouHOe
(LM KIOMPONUIMETOKCH)-4- C12H19NOy; SAMP (CDCly): coeauHeHHe 255
OKCOMUNEPHANH-1- 0,21 (m, 2H), 0,53 (m, 2H), H
KapOoKcunar 1,07 (m, 1H), 1,28 (t, 3H), LU KJIONPOIIUIMET
2,37-2,58 (m, 2H), 3,32- ui bpomMun
3,51 (m, 4H), 3,85 (bs, 1H),
4,04-4,41 (m, 4H)
172 | O1un 3-3TOKCH-4- MC (ES) MNa': 238 mns [TpomexyTouHoe

OKCOTIHIIepUIAUH-1-
kapOoKcHIaT

Ci10H7NO4-Na adduct;
SAMP: 1,09 (t, 3H); 1,20 (4,
3H); 2,31 (m, 1H); 3,12 (br
s, 1H); 3,45 (m, 1H); 3,59
(m, 1H); 3,94 (m, 2H); 4,03-
4,11 (m, 4H).

coegunenue 175

HpomexyTtoudoe coenrnenue 173

st 3.4.4-TpUMETOKCHOHIIEPUIMH- 1 -KapOoKcHIaT

K nepememmBaemoMy pactBopy runpuna Harpus (6,96 r, 290 Mmons) B

6e3zpogroM TI'® (100 M), ipu 0 °C u B atMocdepe N, n1o6aBasiIg pacTBOp

runpokcukerans ([Ipomexyrounoe coeqnaenne 255, 223 mmons) B TT'® (125 M)

npuOau3uTeNbHO B TeueHue 30 MHHYT, ¢ HIOMOIIBIO JONOJHUTEILHONH BOPOHKH.

[TonyuenHsit pactBop nepememuBanu npu 0 °C B armocgepe N, npuOIH3HTENBHO B

TedyeHue 15 MUHYT; Iocsie 3Toro K HeMy no0apnsaau metunitonun (18,0 mm, 41,0 r,

290 MMOJIB) OPIUSIMH, C IOMOIIBIO LINPULIA, TPUOIHUZUTENLHO B TEUCHUE 5 MUHYT.

Crp.: 228
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PeaKHI/IOHHYIO CMECHh ICPECMCIIMBAJIM B TCYEHUE HOYH B aTMOC(l)Cpe Nz, IIOCTCTICHHO

AOCTUTas KOMHATHOH Temneparypsl. Ilonnoe mpespamesnc noaTBepkaany ¢

nomompio TCX (50% atunanerar B rekcanax; natHo Hanessian; Rf ~ 0,57) yropom.

PeakmoHHyIO CMeCh 3aKaluBajX C IIOMOIIBI HEGOIBLIOTO 06heMa BOJEI, TIOCHE

3TOr0 KOHUCHTPUPOBa/IX B BakyyMe. K ocTtarky noGaBnanu npubau3uTenspro 50 mi

BOJIBI; U3 3TOH CMECH 3KCTparupoBaidy HEOYUILICHHBIH IIPOAYKT C IIOMOIIBIO

stunanerara (3 X 150 mn). Opranuyeckue ¢JoM 0GbeIHHSIIH, BBICYIIHBAIH HAL

Cy.TII)(I)aTOM Mar"ius, 1 KOHIICHTPUPOBAJIH. HCO‘—II/IH.ICHHOC BEMIECTBO HCIIOJIB30BANINA

663 JIOHOHHHTCHI)HOﬁ OYHUCTKH; IIpearnojgarain KOJIHYECTBEHHBIH BBIXO/T.
MC (ESI) M: 247 ans CH2iNOs. 'H SIMP (CDCls): 1,24 (t, 3H), 1,72-1,83 (m, 2H),
2,82 (m, 2H), 2,98 (t, 1H), 3,20 (s, 3H), 3,21 (s, 3H), 3,41 (s, 3H), 4,10 (q, 2H), 4,20-

4,37 (m, 2H).

IIpoMexxyTouHble coenunenng 174-175

CJ’ICIIy}OIIII/IG HpOMe)KyTO‘{HI)IC COCNHHCHHUSA CAHTE3UPOBAIH C IOMOIIBIO

METOA4a, aHAJIOTHYHOI'0 OIIMCAHHOMY IOJd HpOMC)KYTO‘IHOI‘O COCIHUHCHUSA 173, H3

ucxondwix Bemects (MB), npuBenennrix B Tabnuiie nuxe.

IIp. | Coequnenue

JlaHHbBIE

1B

174 | Otun 4,4-nAMETOKCH-
3-(2-
METOKCHITOKCH)IIHIIEP
W] UH-1-kapbokcunar

SIMP (CDCLy): 1,23 (t, 3H),
1,73-1,85 (m, 2H), 2,75-2,88
(m, 1H), 2,93-3,10 (m, 1H),
3,19 (s, 3H), 3,23 (s, 3H),
3,34 (s, 3H), 3,40-3,60 (m,
4H), 3,68-3,80 (m, 2H), 4,11
(q, 2H), 3,98-4,30 (m, 1 H)

IIpomexyTouHoe
coeauHeHue 255 u 1-
OpoM-2-MeTOKCHUITaH

175 | Otaa 3-3rokcu-4,4-
JIUMETOKCUTTHITEPHANH
-1-xapbokcunar

Me
) (e}
@) N-<
P o\
Me o Me
)
Me

MC (ES) MNa': 284 ns

C12H23N05-Na adduct; SAMP: )

1,07 (t, 3H); 1,15 (1, 3H);
1,52 (m, 1H); 1,66 (m, 1H);
3,08 (s, 3H); 3,10 (s, 3H);
3,59 (m, 1H); 3,81 (m, 2H);
3,96-4,07 (m, 4H); 4,12 (m,
1H)

[Ipomexxytounoe
coenvHeHue 255 n
3THUI HOMUT

IIpoMmexyrounoe coeaunenne 176

Otua 2-okcobyTaHoar

Crp.: 229
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Husrunoxcanar (10 r; 68 mMons) pacteopsiim B Et,0 (100 M) 1 oxnaxanu
no —78 C. Mennenno nobapnsaun 6pomun stunmaruus (1,0 M B TT'®; 72 mu; 71,8
MMoJib; 1,05 5kBHB.) ¢ TOMOWBIO WNpHIa. bane cyxol nen / alleToH MO3BOJISIIH
pacruiaBuThes M HarpeBaid 1o 10 C. 3a peakiueit mabnoganu ¢ nomowmsio ' H SIMP.
Peaknuonnyio cmechk oxmaxgany 10 0 C 1 3aKkanuBaiy ¢ MOMOIIBIO HACHIIIEHHOTO
NH4Cl. Passoaunu pogoit HyO u dassr pasnensnu. Opranudeckui ol BEICYIINBAIHA
Haj Na;SOy, GunpTpoBanu M KOHUEHTPHPOBaIH. [Ipy BbIAETEHHH TOAYYaH 7,6 T

HEOUHIIEHHOT0 XEJTOro Macia ¢ BeixonoM 86%. bes JIONOHUTENBHON OYHCTKH.

I[IpoMmexvTouHoe coennuenue 177

Otuia 3-6poM-2-0kcobyTaHoar

CuBr; (39,3 r; 176 mmonb; 3 3kBHUB.) cycnerauposaid B EtOAc (160 mu). Io
kamiaMm gobasisanu CHCl3 pactBop, comepxainuii 3Tun 2-0kco6yTaHoar
(IIpomexyrounoe coenuinenue 176, 7,6 r; 58,7 mmous). Tlocie 3TOro CyCneHs3uio
Harpesalld B koyibe ¢ 06paTHBIM XONOJHIBHHKOM B T€YCHHE 6 YAaCOB U HAONIONANH C
nomomsio 'H SIMP. TBepable BemecTBa GUALTPOBATH YEPE3 CIIOH LEIUTA H
MaTOYHYIO )KHKOCTh KOHIIEHTpUpoBalu. HeouniieHHOe Macio MpomycKaiu depes
KOPOTKYIO NpOOKY CHIMKArens u snoupoBaiu cMechio 1:1 EtOAc / rekcankl.
XKenryro nonocy cobupaiu U KOHIEHTPHPOBAIH, oay4as 12,2 r npoaykra. bes

JIOTIOJIHUTEIbHOM OUYHUCTKH.

IIpoMexyrouHoe coenunenne 178

D1 2-aMUHO-5-MeTHi-1,3-THa301-4-kapOoKCcHUIaT

Itua 3-6pom-2-oxcobyranoat (IIpomexyrounoe coenunenne 177, 12,2 r; 58,7
MMOJIB) H THOMOYeBHHY (4,46 1; 70,1; 58,7 mMonb) 00beIUHSIN U HAarpeBaiu B Kojbe
¢ 00paTHBIM XOJIOTUIFHUKOM. PacTBOPY MO3BONSIIM OXJIAAUTHCS O KOMHATHOH
TeMIIepaTypsl U IepeMellINBaIl B TeYeHHE 12 yacoB. 3a peaKHHOHHOH CMEChIO
Habmronanu ¢ noMobio XKX/MC. OcunoBanHe ocaxjgany ¢ nmomoisio 20% NH4OH
(10 M) 1 3atem noBTopHO pactopstu ¢ 1 H. HCI (100 mn) u mocrne sToro B
3akiIovYeHne noBTopHo ocaxaanu ¢ 20% NH4OH. Ocanok cobupanu u mpoMbIBaIn
H,0. 3areM HeouHMIIEeHHBIH IPOAYKT KpUCTAUIM30Banu U3 9:1 aranon / Boxa, nonyyas

5,95 r npoaykTa ¢ BLIX0A0OM 55%. MC (ES) MH": 187 mns C7H oN,OS.

TIpoMmexyTounoe coequHenue 179

Crp.: 230
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O1HI 2-XJI0p-5-MeTHI-1,3-THa3on-4-kapOoKCHIIAT

Ot 2-aMUHO-5-MeTHI-1,3-THa301-4-kap6okcmnar (IIpoMexyTounoe
coenunenue 178, 3 r; 16,1 mmoins) u 6e3Boansit CuCly (3,25 r; 24,2 mmons; 1,5
9KBHB.) 00beAMHANN B Oe3BoAHOM anetoHuTpuie (28 mi). ITo karisaM xgoGapasy t-
Oytun muTput (90% Tex; 2,77 r; 24,2 MMoub; 1,5 skBuB.). CychneH3uio
NepEMEIINBAIH IIPY KOMHAaTHOH TeMIiepaType B Tedenue 12 yacoB ¥ Habmoaaiu ¢
nomombio JKX/MC. ALETOHHTPHI yIajsiid B BAKyyMe H TBEPAOE BEIIECTBO
nosropHo pacTBopsiid B CHCI3 u H,O. Boanblit ¢1oi DOAKHCISIN ¢ IOMOIILIO 2 H.
HCI u ¢da3s pazgensin. O6paTHo 3KcTparupoBaiu BogHEIH cioit ¢ CHCls.
Oprann4eckue 3KCTpaKkThl 00beXHMHAIM, BEICYINUBaIK Haj Na,SOy4 u o6eciBeunBamu
yrieMm teyenue 1 yaca. OuIbTpOBaNd Yepes CION HeNUTa i KOHUEHTPUPOBAIH,
nonydast macio. IlIpu Beigenennu nonyuanu 2,62 r yKa3aHHOTO B 3arJIaBHH
coeauneHus ¢ BeixoaoM 80%. CoenuHeHHE MOMOJHUTEALHO MOXKET OBITH OYHINEHO
nyTeM KOJTOHOYHOH (uami-xpoMarorpaduu u kpucrammusanud. MC (ES) MH™: 206,
208 st C7HgCINO;S.

[IpoMmexyTounoe coenuuenne 180

Dt 5-(6pommernin)-2-xsop-1.3-Ttuazon-4-kapbokcuaar

Br
S
Cl
\§ /
o)
o N—Me

Otun 2-xnop-5-mMetun-1,3-tuazon-4-xkapboxcunar (ITpomexxyrounoe

coennuenue 179, 2,8 r; 13,6 mmonb) pactBopsnn B CCly (25 mn). NBS (2,3 r; 13
MmoJib) u AIBN (2,12 r; 13 MMoJb) no06aBiisiiv OQHON NOPHUEH U MOJNYUEHHYIO
pPEaKIIHOHHYIO CMECh HarpeBaliy B Kojbe ¢ 0OpaTHLIM XOJIOJUIFHUKOM B TeUeHHE 24
yacoB. J[J1s 3aBepiIeHns peakiuu JonoHUTeNsHo gobasnsnu NBS (690 mr; 0,3
skBUB.) 1 AIBN (636 mr; 0,3 Mmoanb). Ilpomonxkanu HarpeBaTh JOIOJTHUTEIBHO B
Teuenue 4 yaco. OXNaxkJald 10 KOMHATHOM TeMIlepaTypbl, GHILTpOBATH U
KOHIIEHTPHPOBAJIU MaTOYHYIO XUAKOCTh. IIOBTOpHO pacTBOpsiIu B HEOOIBHIOM
konudectBe JIMCO (7 M) u ounmanu ¢ momonisro Gilson BJIXX (5-95% ACN /
0,1% TOK; Bpems nporona = 35 MuH). Bergensnu 1,15 r tpeGyemoro npoaykra ¢

BhIX010M 29% MC (ES) MH™: 284, 286, 288 ans C;H;BrCINO,S.

IIpoMexyTodyHoe coeguHenne 181

Crp.: 231
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Otnna 2-xjop-5-bopmuii-1.3-tuazon-4-kapbokcuiar

Otun 5-(6pommernin)-2-xyuop-1,3-tuazon-4-kapbokcunar (IIpomexyrounoe
coegquHeHue 180, 920 Mr; 3,2 MMOJIB) pacTBOPSUIH B allETOHUTPHIIC BHICYIIHBAIIH Hal
MoJsieKynsipHbpIME cuTamMHu. PactBop oxmaxaanu no 0 C u NMO (570 mr; 1,5 3kBuB.)
J00aBasIy OAHOH mopruel. 3a peaklIMOHHOH CMeChi0 HabJI0MaIH ¢ ITOMOIIBIO
KX/MC. JNononaurensHo nobasnsnu 1,5 sxBuBanenta NMO aByMs mOpUHSMH B
TEUeHHUE ABYX 4acOB. PeaKIMOHHYIO CMECh KOHIIEHTPHPOBAJH, HOJy4yas TBEPAbIH
0CTaTOK, MOBTOpHO pacTBopsuik B EtOAc u npomeiBanu H,O. BricymmBanu
oprannyeckue Beniectsa Hajl NaxSOy, QUILTpoBanu U KOHHEHTpUpOBanu. bes

jpononautenbHoi ounctku. MC (ES) MH": 220,222 nis C;HgCINO;S.

[IpoMexvyTouHOoe coennuenye 182

mpem-byTui 3-0poM-4-0KCONMUNIEPHIHH- ] -KapOoOKCcHIaT

Xnoprpumcruincuiad (5,6 mia, 44 MMOJIb) MCIJICHHO 100aBJIsJId K pacTBOpPY
mpem-0yTun 4-okconunepuauH-1-kapboxcunara (koMmepueckui, 8§ r, 40 MMoJib),
tpudTHiaaMuHa (12,3 mi, 88 mmons) u JIM®DA (40 Ma) npu KOMHaTHOH TeMIiepaTtype.
[Mony4yeHHBIH pacTBOp HarpeBanu A0 75 °C ¥ nepeMelIUBalId B TCYEHUE HOYH B
aTMocdepe azoTa. PeakIIMOHHYIO cMeCh OXJIaXalu 10 KOMHATHOH TeMIIepaTypH U
3areM Ha JieqaHol Gane. K peakiinoHHOM cMecH MeAJIEHHO 100aBIsIN X0JI0JHBIH
rexcan (250 M), 3aTeM XOJIOHEIH (HAacBIIEHHBIH) BOAHBIH OukapOonaT HaTtpus (50
). Opranudeckyro ¢a3y OTIESIH U IPOMBIBAJIU COIAHBIM PaCTBOPOM,
BBICYIIMBATH HaJ CyJNb(daToM HaTpHs, GUABTPOBAIN U KOHIIEHTPHPOBAJIM IIPH
HOHWXEHHOM JaBjieHuud. HeounlieHHbi CHIIMIIOBBIA €HONOBHIH 3(Hp pacTBOPSIIH B
TI'® (15 M) u oxaaxaanu go 0 °C. N-Bpomcyknuaumua (7,1 r, 40 Mmmois)
pactBopsiyid B TI'® (120 mut) u nobapisiyu MeIJIeHHO (45 MHMH.) K PEaKIIHOHHOM
cMmecu. [lonydenHOH cMecH IO3BOJISJIM MEJIJIEHHO HAarpeThCsl 10 KOMHATHOH
TEMIIEPAaTYpHl U MEpEeMEIUBaNU B TeYCHUE HOYH. PeaknnoHHYI0 CMECh
KOHI[EHTPHPOBAJIH NPH MOHUXKEHHOM J1aBlIeHNH. HeounIneHHbId OCTaTOK OYHILAIH
nyreM ¢usm-xpomarorpaduu (rekcanbl/3TUnanerar, 5:1), moiaydas ykazaHHOE B
3arjaBUM COeAWHEHHE B BHe Oenoro TBepaoro Bemectsa (11 r).

MC (ESP): 222,1 (M- tBu) nst C1oH16BrNO3

Crp.: 232
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'"H AMP (300 MI'ri, AMCO-dg)8: 1,25 (s, 9H); 2,30 (m, 1H); 2,55 (m, 1H); 3,42-3,80
(m, 3H); 3,93 (m, 1H); 4,60 (m, 1H).

IIpoMexyTouHoe coequnenue 183

mpem-bytun 3-(MeTHITHO)-4-0KCOTUNEPUINH- 1 -kapOOKCHIAT

Hatpuii Tnomeroxcuxn (805 mr, 11,5 Mmons) nobasnsiinm K pactBopy mpem-
Oytun 3-6poM-4-okconunepuanH-1-kapbokcunara ([[poMexyToUHOE COETHHEHUE
182, 3,20 r, 11,5 mmone) u TT'® (15 mn) npu 0 °C. Tlony4eHHOH cMeCH NO3BOJIIIN
MEJUJICHHO HAarpeThCs A0 KOMHATHOH TeMIlepaTyphl M IIepeMEITUBATH B TEYCHHE HOUH.
Peakunonnyro cMech 3akanuBany Bojaoi (15 M) u paspogunu stunanerarom (150
mi1). Opranudeckyio ¢asy OTAENSUIM U MPOMBIBAJIH COJNAHBIM PACTBOPOM.
OO0beauHeHHYI0 BOAHYIO a3y CHOBA OKCTparupoBaiy 3THaaneraToM (50 Mi).
O6bpennHEHHBIH OpraHHYEeCKHH 0l BBICYNTHBAIH Haa CyIb(aTOM Maruus,
¢GUIBTPOBAIH, 1 KOHIEHTPHPOBAJIHU [IPH MOHMWKEHHOM AaBlieHud. HeouHIeHHBIH
OCTATOK OYHINANK MyTeM ¢uali-xpoMarorpaduu (rexcaHsl/3THIANETAT, 7:1), HoNy4as
yKazaHHOE B 3arjlaBuH coeanHenue (2,4 r).
MC (ESP): 190,2 (M- tBu) ans C;;H;oNO;S
'H SIMP (300 MI', CDCl3)8: 1,43 (s, 9H); 2,02 (s, 3H); 2,23 (dt, 1H); 2,95 (m, 1H);
3,20-3,40 (m, 2H); 3,65 (m, 1H); 3,90-4,20 (m, 2H).

HpoMmexyToyHoe coenmnuenne 184

Huc(X)-mpem-0yTnin-4-aMmuHo-3-(METHJITHO I IepUAHHE- | -KapOOKCcHIaT

IuanoGoporunpun Hatpus (344 mr, 5,48 MMoJb) 106aBISIH K pacTBOPY
mpem-0yTun 3-(MeTHNTHO)-4-0Kconunepuaun- 1 -kapbokcunata (Ipomexyrounoe
coenunenne 183, 1,07 r, 4,40 mMosn), anerata ammoHus (3,24 r, 42 MMOJIB) |
metaHona (15 mi). IlonydeHHyIO cMech lepeMENIUBAIN B TeUEHHE 4 4acoB.
Peaknmonnyro cmechb 3akanuBanu nyreM nobasnenus 1 H. HCI (3 ma). K peakiuonnoi
CMECH MeJUJIEHHO 100aBisaau BOJHBIN OUKapOoHaT HATPUs (HACBIMEHHBIH, 50 M),
3aTeM 3KcTparupopanu srusuaneraroM (3 x 75 mi). O0beIHHEHHYIO OpTaHUYECKYIO
¢a3y BeICymuBanu Hajx cyab($haToM HATpUs, GUILTPOBAIH H KOHIEHTPAPOBAIU MPH
IOHHM)XCHHOM JIaBJIEHUH, I10JIy4asi HEOUUILIEHHBIH aMHUH.

MC (ESP): 247,3 (M+H) mis C11H2N,05S.

Crp.: 233
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IIpoMexyTouHoe coenuuenue 185

Tpanc(£)mpem-0yTHi 4-aMHHO-3-THADOKCUNIMIIE DU IHH- 1 -KapOOKCHIIAT

0
H N N Me
0 <‘Me
M

Yxa3aHHOeE B 3arjaBHH COeIMHEHHE FOTOBHIIH, Kak onucano B Marquis R.W. u
1ap. J. Med. Chem. 1998, 41,3563-3567 u / unu WO 9805336. MC (ES) MH":217 s
C1oH20N203; SIMP: 1,45 (s, 9H), 1,80 (m, 1H), 1,95 (m, 1H), 2,21 (m, 1H), 2,62 (m,
1H), 2,75 (m, 1H), 3,28 (m, 1H), 3,47 (m, 1H), 3,81 (m, 1H), 4,11 (m, 1H), 4,28 (m,
1H), 8,20 (m, 1H)

IlpoMexyTouHoe coennnenue 186

Ortua 3-xsop-5-mMetuin- 1 H-nmuppon-2-kapOoKCHIIaT

COGZ{I/IHCHI/IC IrOTOBHJIX C IOMOIIBIO METOJHKH, OIIMCAaHHOH JJIIs1
ITpoMexyTounoro coeguHeHUs 2.
MC (ESP): 188 (MH") ans CsH;oCINO,
'H-SIMP (CDCly) O: 1,37 (t, 3H); 2,26 (s, 3H); 4,32 (q, 2H); 5,96 (s, 1H); 8,81 (br,
1H).

[TpoMexyTouHoe coeudeHne 187

Dtun 4-6pom-5-metun-1H-mupposn-2-kapbokcuiar

CoenuHeHHe TOTOBHJIM C MOMOUIBIO METOIUKH, ONHCAHHOU s

ITpoMeXyTOYHOTO COETHHEHHS 2.
MC (ESP): 234 (MH") ans CsH;oBrNO,

H-SIMP 0: 1,27 (t, 3H); 2,17 (s, 3H); 4,22 (q, 2H); 6,74 (s, 1H); 12,10 (s, br, 1H).

IIpomexyrounoe coeannenne 188

4 Dtun 4-6pom-3-xyop-5-Metun-1H-nuppoa-2-kapObokcHIaT

Ortua 4-6pom-5-metui- 1 H-nuppon-2-kapbokcunat (Ilpomexyrounoe
coenunenne 187, 2,87 r, 12,4 mMois) pactBopsiid B 6e3BogaoM MDA (30 mi),
no6apnany N-xnopcykiuaumua (1,66 r, 12,4 MMOJIb) U IIOJIyYEHHYIO CMECH

TNepeMeNIMBajii IpH KOMHATHON TeMIIepaType B TeYeHHE HOYH, A00aBism eme N-

Crtp.: 234
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xnopcykuuaumuz (0,83 r, 6,2 MMOJIB) U TeMIIepaTypy peakIliH MoBbmaIa 10 350C,
nepeMeninBany B TedeHue 4 yacoB. CMech BIHBAIM B XOJOAHBINA BOAHBINA PacTBOP
ruapoxcua HaTpus (2M) (50 miur), aKCTparupoBany NPOCTHIM AUITHIOBBIM 3)UPOM
(2x50 mur). 3aTeM opraHnuecKyo ¢azy NpoMbIBaIH BOOH (20 MJI) H CONIHEIM
pactBopoM (20 M1T), BEICYIIMBAIX Hax O€3BOAHBIM CYNbGaTOM HATPUS U OYUILAIH
IIyTEM KOJOHOYHOM XpomaTorpaduu (rekcaHbl/3THIAIETaT, TPAAUCHT), MOJIydas
TpeOyeMBbIil NpOoAYKT B Bule 6enoro kpuctanmna. (1,2 r).
MC (ESP): 268 (MH") mnsa CgHoBrCINO,
'H-SIMP (CDCls) O: 1,38 (t, 3H); 2,30 (s, 3H); 4,34 (q, 2H); 9,0 (br, 1H)

IpoMmexyrou”oe coenrnHerue 189

3tua 4-xsop-3,5-nuMertuia-1 H-nuppoin-2-kapbokcuiiar

N-Xnopecyknuaumug (1,77 r, 13,25 Mmons) 106aBIsigd K pacTBOpY 3THI 3,5-
IAMETHI-2-nmuppo kapookcunara (2,11 r, 12,62 mmons) B xstopodopme (45 mi).
Peak1MOHHYIO CMECh MEpEeMEIIHBAIM IPY KOMHATHOH TeMIlepaType B TeueHue 24
4yacoB U 3aTeM BauBaid B 2 H. NaOH. Opranudeckuit cjoit npoMbIBany BOAOH U
COJISHBIM PACTBOPOM, BHICYIIMBANH HaJ cynbdaToM HaTpus, GUIBTPOBAIH, U
KOHIIGHTPUPOBAJIH [IPU IOHUKEHHOM JIaBIEHUH, N10J1y4as HEOUHIIEHHOE TBEPIOE
BeniecTBO. HeouunmeHHoe TBEp/IOE BENMIECTBO pacTBOpsIU B ropsueM MeOH,
OXJIaXJaTH IO KOMHATHO# TeMImepaTryphl, H 0calloK coOMpanu nyTeM GHIbTpaluu

(493 mr, 19%). MC (ES) MH": 174 nns CoH,CINOs.

[TpoMexyroynoe coegnuenune 190

stua 4-xnop-3-[(E)-(MeToxkcuumuHo)IMeTHI]-5-MeTH- 1 H-uppon-2-kapOOoKCHIAT

0-
~ OM
cl N Me

Il O Me

Me N
H

0
Pactrop Ipomexyrouroro coenunenus 191 (300 mr, 1,39 mmons) B MeOH (5
M) 1 nupuaude (1,5 MIT) ¢ reapoxiopuaoMm MetuinaMmuHa (255 mr, 3,06 MMOJIB)
HarpeBanu 10 60 °C B TeyeHHe HOUH. PeaKIMOHHYIO CMECh OXJaXJalH J0
KOMHATHOM TEeMIIEpATYPhl H 3aTEM pacHpeiessuid MexX1y MeTHJIeHXJIopuaoM u 10%

HCl. Oprasmuueckuii clioi BpICYIIHBAJIH HaJ cyldbdaroM HaTpHs, GUILTPOBAIH, U

Crp.: 235
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KOHLOCHTPHPOBAIH IIpH IMOHHXKXCHHOM JaBJICHUH, I1oJ1ydas HE COBCEM oesoe TBEPIOC
BCIIIECTBO.
MC (ES) MH": 245 s C1oH3CIN;O3;
SIMP (JIMCO-dg): 1,29 (t, 3H), 2,36 (s, 3H), 3,83 (s, 3H), 4,27 (g, 2H), 8,03 (s, 1H),
12,31 (s, 1H).

I[TpoMexyTouHoe coenpuenue 191

3TUI 4-xJ0p-3-hbopMuiI-5-MeTni-1 H-nuppoa-2-kapOoKCHIIAT

POCI; B 1,2-guxnopatane (14 mn) Mepierno go6asnsiiu K pactsopy JMOA
(4,37 M, 59,79 Mmmons) B 1,2-guxnopstae (10 mi). PeakunoHHYIO cMeCh
IepeMeluBaiy B TedeHue 15 MuH u 3atem gobapisiau [IpoMexyTodnoe coequnenue 7
(2,04 r, 10,87 MMonb). PeaknimOHHYIO cMech HarpeBanu B koJibe ¢ 0OpaTHBIM
XOJIOMUJIBHAKOM B T€YEHHE 3 HacOB M 3aTeM OXJIaXJAJIH 10 KOMHATHOH TEMIICPaTyphl.
Peaxnuonnyto cmech oOpabarsiBany aneraroM HaTpus (10 r) B Boge (25 M) u
nepeMeninBanu B TeyeHue 1 yaca. CMech 3KCTParHpoBaid METHIIEHXIIOPHIOM,
MIPOMEIBAJIA BOJOH, BEICYIIHBANIM Hal cynbharoM HaTpus, GHIBTpOBAIH, H
KOHIIEHTPHPOBAIH NPH MOHUKEHHOM JiaBjieHHU. lIpy ouHCTKEe NyTeM KOJOHOYHON
¢msmI-xpomaTtorpaduu (IMOKCHA KpeMHHs, 2:1 rekcaHbl/3THIANETAT) MOJIY4allH
Tpebyemoe coenurerue (720 mr).

MC (ES) MH": 216 ans CoH;oCINOs.

IlpomexyTounoe coeauuenue 192

3T 3-OpoM-4-xitop-5-metmi- 1 H-nuppoii-2-kapboKcuuar

Bpom (0,56 M, 11 mmonp) nobasmsinu k pactBopy 1 r (5,3 MMoinb) aTui 4-
xjop-5-mMetun-1H-nuppoin-2-kapbokcunara (Ilpomexyrounoe coenunenue 7) u 0,8
M1 (5,7 mmons) EtsN B CH,Cl,. Iloce nepemermnBanus Npu KOMHATHOH TeMIeparype
B Te4YeHHe 2 yacoB, no6aBisuin Bogubiit NaHSO; u yaansnu CH,Cly u BoasbIl
OCTaToK pacnpenesuii Mmexay Bojoi u EtOAc. EtOAc oTaensnu u poMBIBaIHA
cosissHBIM pacTBopoM. [Ipu ocymecTsinenuu BeicymuBanus (MgSOy) U yaanenuu
pacTBOpHTeNs moxy4and 1,5 r mpoaykTa B Buje TBepioro BemecTsa. MC (ES) (MH™):
240 nnsa CgHoBrCINO,; AMP (de-AIMCO): 1,3 (1, 3H), 2,2 (s, 3H), 4,2 (q, 2H), 12,3
(s, 1H).
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IlpoMmexyTouHoe coenuuenune 193

3TUI 4-XJ10p-3-1HaHo-5-MeTHI- 1 H-11upposi-2-kapOboKcHIaT

A30THEIH ras 6ap6oTHpoBany yepes cMech 1,4 1 (5,25 MMouts) 3THI 3-6pom-4-
xn0p-5-MeTil-1 H-nuppon-2-kap6okcunara (IIpomexyrounoe coeaunenue 192), 470
r (4 Mmonp) Zn(CN),, 250 mr (0,26 MMons) Pdy(dba)s 1 302 mr (0,26 mmons) dppf B 15
mi JIM®A B teuenue 15 muH. CMech Harpesanu npu 130 °C B Teyenne 1 gaca.
Hononuurensno nodasnanu Zn(CN); (1 r), Pd,(dba); (500 mr) u dppf (604 mr).
Iocne 6apborupoBanus yepes Ny B TedeHue 15 MuH u Harpeauus npu 130 °C B
TeYeHHe 2 4acoB, JOMOJHUTENbHO qo6aBistinu Zn(CN); (0,5 r), Pdy(dba); (250 mr) u
dppf (302 mr). IIpomomkanu Harpesanue npu 130 °C B TeyeHue 2 4acoB.
PacTBopuTENb yaansand u ocTaTok pacupegensnu mexay EtOAc u Bogoii. EtOAc
OTJEJSUIM M IIPOMBIBAIM CONAHBIM pacTBOpoM. OObeIMHEHHBIE BOHEIE CJIIOU CHOBA
akcTparupoBain EtOAc, KOTOpBIH IPOMBIBATH COJISHBEIM pacTBopoM. OObeuHEHHbIE
EtOAc sxctpakTsl BeicymuBany (MgSO,) u kornenrpuporanu. OCTaTOK OYMINAIIK
nyteM xpoMarorpaduu Ha cunukareine (100% CH,Cl, ¢ nocneayomum
smonposanueM rpajgueHTom 10 5% MeOH B CH,Cl,), nonyuas 750 Mr npoaykra B
puze TBepaoro Bemectsa. MC (ES) (MH+): 213 nns CoHoCIN,O;; SIMP (ds-IMCO):
1,3 (t, 3H), 2,2 (s, 3H), 4,3 (q, 2H), 13,1 (s, 1H).

IIpoMexyToUHOE coequHeHne 194

st 3.5-auxyop-4-metni- L H-nmuppo-2-kapOoKkcuiiar

EtsN (5,5 M, 39 Mmonp) MeanenHo gob6asasanu K pactBopy 2,0 r (13 MMoib)
stun 4-metun-1H-nuppon-2-kap6okcunara u 3,1 mn SO,Cl, B 30 mn CH,Cl,,
OXJIAXJAEHHOI'0 Ha BOJsIHO-NeAqHOH OaHe. CMech HarpeBasy 10 KOMHATHOH
TeMIIEpaTypsl IPH MepeMeIIHBaHNH B TeueHHe HouH. [Tocie oOpaboTKH BOAHBIM
NaHSO3, CH,Cl; ynansuim 1 BOIHEIH ocTaTOK pa3BoAUIHN BOJOH U JIBa pasa
skctparupoBanu EtOAc. EtOAc akcTpaKkThl IPOMEIBAIH COJSHBIM PacTBOPOM,
BeicymBanu (MgSOy) u xoHneHTpupoBanu. OcraBieecs TBEpIOE BEIECTBO J[Ba pasa
nepekpucrtaanu3obiBanu U3 50% soausioro EtOH, nony4as 1,38 r npoaykra B BUuae
6enoro TBepaoro BemecTBa. MC (ES) (M-H"): 222 nna CsHoC1,NO;y; AMP (dg-
JIMCO): 1,3 (t, 3H), 1,9 (s, 3H), 4,25 (q, 2H), 12,8 (s, 1H).

I[TpomexyToynoe coenquaenne 195

Crp.: 237
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4-xy0p-3.5-nuMeTuii-1 H-nuppoa-2-kapboHOBAasS KUCIOTA
Cl Me

OH
Me N
H
O
[Tonyyanyu ¢ ToMOMmbIO METOAUKH, ONUCAHHOH [T [IpoMexyTouHOro
coequHenus 1, ucrrone3ys IpomexyTounoe coenquuenne 189 B xauecTBe HCXOAHOTO

BCHICCTBA.

MC (ES) MH": 174 nnsa C;HgCINO,

[IpoMexyTouHoe coenunerue 196

3-xy0p-5-mMetni-1H-uppon-2-kapOOHOBas KUCJIOTA

[Tonyyanu ¢ IOMOILIBIO METOAUKH, OTHCAHHOM JUTS ITpOMeEXyTOYHOTO
coennHeHus 1, ucrnons3ys [IpomexyTounoe coequHenne 186 B kayecTBe HCXOQHOTO
BEIIECTBA.

MC (ESP): 160 (MH") ana C¢HgCINO;
'H-SIMP (CDCls) O: 2,29 (s, 3H); 6,02 (s, 1H); 8,83 (br, 1H).

[IpoMexyTounoe coennuenue 197

4-6poM-5-metmii- 1 H-nuppona-2-xkapboHoBas KHCIIOTA

Honyqann C MOMOIIBKO MCTOJHKH, ONHCAHHOW AJIs HpOMC)KYTO‘{HOI‘O

coenuneHus 1, ucmons3ys IIpomexyrounoe coennHenue 187 B kauecTBe HCXOAHOIO

BCIICCTBA.
MC (ESP): 206 (MH") nis CsHgBrNO,
SIMP (CDCl3) U: 2,31 (s, 3H); 6,97 (s, 1H); 9,08 (s, br, 1H).

IIpoMexyTounoe coenuuenne 198

4-6poM-3-xJ0p-5-MeTmwi- 1 H-nuppon-2-KkapboHOBasg KHCJI0Ta

[Tonyuanu ¢ TOMOIIBIO METOAUKH, oNMcaHHOR 1is [IpoMexyTouHoro
coenunenus 1 u [Ipomexyrounoe coenurenne 188. MC (ESP): 240 (MH") mnst
Cs¢HsBrCINO;

IIpomMexyTouHoe coenunenue 199

4-xnop-3-[(E)-(MeToxcuuMHHO)MeTHI |-5-MeTua-1 H-nuppoi-2-kapboHoBasg KUCJIOTA

Crp.: 238
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CuHTe3upoBaiu, Kak onucano s [IpoMexyToOUHOro CoeUHEHHs 1 U3
[IpomexyTtouHoro coenurenus 190.

MC (ES) MH": 217 mus CoHgCIN,O53.

[IpoMmexyrounoe coeaudenue 200

4-xnop-3-nimano-5-Metuia-1 H-oupposi-2-kapboHoBas KACIOTA

A
o / N\ OH
H 0

Pactsop 670 mr (3,2 MMouIb) 3THII 4-X10p-3-1IHaHO-5-MeTHII- 1| H-THppoN-2-
kapbokcunara (Ilpomexytounoe coenuaenue 193) u 3,2 mi (3,2 mmons) 1 5. NaOH B
20 mn MeOH Harpepanu npu 100 °C B MUKPOBOJIHOBOM peakTOpe B TCUEHHE 2 YaCOB.
Cwmecs paspoaunu Boao# u skcrparuposanu EtOAc. EtOAc npombiBanu 1 H. NaOH.
OO6benuHEeHHBIE BOAHBIE CJIOH IOJKHUCISIIA ¢ TOMOINBI0 KoHIeHTpupoBanHoit HCl u 2
pasa skcrparuposanu EtOAc, kauabli 9KCTPAaKT NPOMBIBAIH COJITHBIM PACTBOPOM.
[Ipu ocymecTBiaeHUH BeicyminBanug (MgSOy) U ynaneHun pacTBOPUTEIS OTyYaTH
535 mr mpoayxkrta B Buje TBepaoro Bemiectsa. MC (ES) (M-H): 183 gna C;HsCIN,O,;
SIMP (dg-IMCO): 2,2 (s, 3H), 12,9 (s, 1H), 13,3 (s, 1H).

[IpomexyTouHoe coenunenue 201

3.5-nuxnop-4-mMermwa- 1 H-nuppoii-2-kapOoHopas KHCROTa

Pacteop 1,1 r™ (4,95 Mmons) atun 3,5-guxnop-4-metni-1 H-nuppon-2-
kap6oxcwmiara (IIpoMexyrounoe coequnenue 194) u 1,7 r (9,9 mmous) Ba(OH), B 50
ma 1:1 EtOH-H,O narpeBanu npu 85 °C B TeueHue 9 yacos. Cmech pa3BoOUIN BOJOH,
noaxuciaany ¢ nomonisro 20 M 1 v, HCI 1 3 pasa skcrparupoBaiu IpoCTEHM 3QupoM.
ITpocto#t a¢pup npomeiBanu Bonoi, BeicymuBanu (MgSO4) U KOHIIEHTPUPOBAIIH,
nonyuas 1,0 r mpoaykTa B Buae TBepaoro Bemecrsa. MC (ES) (M-H"): 194 s
CsHsC1,NO;; AMP (de-IMCO): 1,9 (s, 3H), 12,7 (s, 1H), 12,8 (s, 1H).

IIpomexxytouyHoe coenuuenune 202

3.4-nuxnop-5-Mmetui- 1 H-nuppoa-2-kapOoHHUII XJIOPUI

Pacteop 10,4 r (54 MMons) 3,4-uxnop-5S-metun- 1 H-nuppon-2-kap6boHOBOMH

kucnoTsl (IIpomexytounoe coenqunenne 1) B 100 mi SOCI; HarpeBanu B konbe ¢

Crp.: 239



10

15

20

25

30

35

40

45

30

RU 2424240 C2

O6paTHI>IM XOJOAWIBHAKOM B TeueHHue 30 MHHYT. PaCTBOpI/ITCHB YAalsanu, noiayvas

npoaykt. AMP (CDCls): 2,3 (s, 1H), 8,8 (s, 1H).

IIpoMexyTounoe coeanuenne 203

2.2.2-tpuxsop-1-(4,5-nuxgop-1 H-nuppoi-2-uj1)3TaHoH

K pacreopy 2,2,2-tpuxinop-1-(1H-nuppon-2-mwi)atanona (1,00 r, 47,06 mmois)
B AuxjopmeraHne (8 mir), MejuieHHO fobarnsinu cyasdypunxiaopun (1,60 mi, 0,188
MOJIb) [P KOMHATHOH TeMIeparype. PeakIHOHHYIO cMeCh EPEMENIHBAIIH B TEUEHHE
HOYHM M 3aKaJHBaJIM BOJOH U IKCTPArHpOBAaIH JUXJIOPMETAHOM. DKCTPAKT IIPOMBIBAIH
HachIIIEHHBIM OHKapOOHAaTOM HATpHS, BOJOH U COJNSTHBIM PacTBOPOM. 3aTEM €r0
BBICYUIMBAAH Hajd Cynb(daToOM MarHHS H KOHIEHTPHPOBAJH, MOJydas TpeOyeMblit
IpOIyKT B BuJe 6esioro TBepaoro Bemectra (0,90 r).

MC (ES) M": 279 nns C¢H,NCIs0O

IIpoMexyTouyHoe coenuHeHne 204

ytui 2-6pom[1.3tuazono[4.5-bluupuaun-7-kapOoKcunar

K 0 °C cmecu CuBr; (229 mr, 1,02 MMonp) B anleTOHHTpHIIE (3 MIT) MEIICHHO
no6asnsy t-bytust BuTpuT (0,15 M, 1,28 MMonb). PeakuuoHHYIO cMeCh
nepeMenruBaii B TeueHne 15 MUH 1 3aTeM qo0aBisiid [IpoMexyTouHoe CoeTHHEHHE
205 (250 wmr, 0,85 mMmonp). PeakiimoHHYIO cMech NepeMEIIHBAH B T€UEHHE 2 YacoB,
pacipenessan MEeXIy MPOCTHIM JTH3THIOBBIM 3UPOM H BOJOH, H QUIBTPOBANIH Yepes
OHaTOMOBYIO 3eMit0. OpraHuyeckuil cioil IpoMbIBaald BOJAOH U COJISHBIM pPacTBOPOM,
BBICYHIMBAIN HaJ CyJIb(PaToM HaTpus, GUIBTPOBAIH, H KOHICHTPUPOBAIIH [IPH
NOHWXXCHHOM JaBieHuu. [Ipu odncTke nyTeM KOJIOHOYHOH ¢sm-xpoMaTorpaduu
(anoxcua KkpemHuUs, 1:1 rekcanbl/3TUNIALETAT) HOIy4Yain TpeOyemblit npoaykT (38 mr,
16%).

MC (ES) MH": 174 nns CoH,BrN,0,S.

[IpoMexxyTouHOe coequHenue 205

ytua 2-amunoll.3]tnasonol4,5-blnupuaun-7-xkapboxcunar

K pactBopy IIpomexyrouHoro coequnerust 206 (944 mr, 4,20 mMoIb) B
yKkcycHOH kuciuore (12 mn) nobasnsnu Tpubpomu 6eH3uiaTpuMeTrs ammMonus (1,67
r, 4,28 MMonp). PeaknmmoHHYIO cMech epeMenIHBald IpY KOMHATHOM TeMIeparype B

TEUYCHHE 2 4acOB U TBECPAOC BCIICCTBO, KOTOPOC o6pa303anocr:, co6upam/1 NNYyTEM
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¢bunpTpanuu, nojiyyas tpebyeMoe coeUHEHHUE B BUJIE COJIM YKCYCHOM kuciots (1,20

r).
MC (ES) MH": 224 nns CoHoN;05S.

[IpoMexyTouHoe coeaunenue 206

a1 2-[(aMHHOKapOONOTHOMI )aMHUHO |H30HUKOTHHAT

PactBop Ilpomexxytounoro coenunenus 207 (2,10 r, 6,38 MmMoun) B 3TaHOIE
(20 M) m xapbonaTta kanus (882 mr, 6,38 Mmoins) HarpeBand 10 80 °C B TeyeHHE 2
yacoB. PeakIHOHHYIO CMeCh OXJIaXJadl 0 KOMHATHOW TeMIepaTyphl H TBEpPAOE
BEIIECTBO, KOTOpOe 06pa3oBagoChk, COOUpaNH NIyTeM QUIbTPALNH, HOJNydas
TpebyeMoe COeTUHEHHE .
MC (ES) MH": 226 nna CoH,1N;0,S;
SAMP (IMCO-dg): 1,17 (t, 3H), 4,18 (q, 2H), 7,29 (m, 1H), 7,59 (s, 1H), 8,25 (m, 1H),
8,87 (s, 1H), 10,24 (s, 1H), 10,63 (s, 1H).

IIpoMexyTouHoe coennuenue 207

31ua 2-{[(GeH30MIaMUHO)Kap0oNnoTHOWI ]aMUHO Y H3OHUKOTHHAT

K 0 °C pactBopy 6eH3un nu3ornounanara (1,25 i, 9,27 mmonp) B auetone (15
MJT) MEIUTCHHO JTOOaBISLIN 3TUN 2-aMHHOU30HUKOTHHAT (1,4 r, §,43 MMOB).
PeakimoHHYIO cCMeCh IepeMelndBaiu B TeyeHue | yaca u BnuBanu B neq. TBeproe
BEIECTBO, KOTOPOe 00pa3oBanochk, COOMpPANH MyTeM QIIBTPALlAHA H NPOMBIBATH
BOJIOH, mosyyas Tpebyemsbrit mpoaykT (2,10 r).

MC (ES) MH": 330 mnsa C6H;5N30;38.

IpoMexyTounoe coeanHenne 208

2-XJ0OP-5-HUTPOH3OHUKOTHHOBAS KHCJIOTA

PactBop 13,7 r (46 mmons) NayCr,O3 B 100 M koHneHTpupoBaHHo# Hy SOy
MeIeHHO nobasnsnu k pactBopy 3,0 r (17,4 MMmoib) 2-Xy0p-4-MeTHI-5-
HETponupuanHa pacTBopsuik B 100 Mma xoHnenTpuposanu HoSOy, B To Bpems kak
OXJIAKJIAJIH B CMECH BOJBI cO JIbIOM. [103BONSIN HarpeThbcsa 1o KOMHATHOM
TEMIIEPATYpPhl ¥ IIEPEMEIIIHBAIN B TeUeHUE HOUH. PacTBop BiuBanu B 600 My npaa u
JiBa pasa skctparupoBaind EtOAc, Kaxaplil 3KCTpaKT NPOMBIBAIA COJITHBIM

pactBopoM. OOBeNMHEHHBIE OPraHUYECKUEe SKCTPaKThl BhIicyuBairu (MgSOy) n

Crp.: 241
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KOHICHTPHUPOBAIH, I10JIydast IPOAYKT B BHJI€ Macjia ¢ BRBICOKUM COJACPIKAaHHEM

cmonucThix Bemects. MC (ES) MH™: 203 mns C¢H;CIN,O4.

IpoMexyToyHoe coennuenue 209

OTHJI 2-aMHHO-4-(THApOKCUMeTHI)-1,3-THa3on-5-kapbokcuaar

Pactsop 5,0 r (37 mmons) 3-xnopdypan-2,4(3H,5H)-quona u 3,3 r (43 MMoIIB)
trnoMoueBHHEI B 50 mu EtOH Harpepanu B k016e ¢ 06paTHEIM XOJ0AHILHUKOM B
TeueHHne 4 yacoB. PacTBOpHTEND yAaMsIN K OCTATOK PACTBOPSIIH B BOJE C
no6aenenueM 1 H. HCl. BoxHbli pacTBOp mojieauuBaiy ¢ MOMOIIEIO BOJHOTO
Na,COs3. Bsizkue TBepable BellecTBa, KOTOPbie 00pa30BhIBANKCEH, QUILTPOBAIH,
[POMBIBAJIM BOJOH M BRICYIIMBaNH B BakyyMe. AIMP: 1,2 (t, 3H), 4,2 (q, 2H), 4,6 (s,
2H), 4,9 (s, mupoxkuii, 1H), 7,8 (s, 2H).

IpoMmexyTouHoe coenqugenue 210

ot 2-aMuHO-4-({[mpem-6yTri( mumetui)cununjokcu tmetun)-1,3-tuazon-5-

Kapbokcunar

K pactBopy 2,0 r (9,8 MMonb) aTHn 2-aMuHO-4-(ruapokcumMeTun)-1,3-tnazon-
5-xapboxcuara (IIpoMexytounoe coenuuenune 209) u 1,3 r (19,4 Mmoinn) uMHIa301a
B 20 Mx IM®A no6asnsiau 1,6 r (10,6 MMOIB) mpem-0y TUIAMMETHIICHITUIT XJIOPH/A.
IMocie mepeMemInBaHus B TeUEHHE 2 YACOB, PACTBOPHUTEND YIAMSIA U OCTATOK
pecycnenupoBaii B Boje. HepacTBopHMBbIE TBep/bIE BeLIeCTBA coOMpany,
H3MeJBYaH, MPOMBIBAIHN BOJOM M BHICYIIMBAIU B BaKyyMe, oxy4as 2,95 T mpojayKTa.
MC (ES) (MH"): 317 s C;3H24N,03SSi; AAMP (d6-JIMCO): 0,03 (s, 6H), 0,86 (s,
9H), 1,2 (t, 3H), 4,1 (q, 2H), 4,8 (s, 2H), 7,8 (s, 2H).

TIpomexyToyHoe coequHenne 211

>THN 4-({[mpem-OyTrn( fuMeTHa )CHIHI |OKCH } MeTH)-2-x10p-1,3-THa301-5-

Kapbokcunar

Crp.: 242
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mpem-bytunautput (1,8 ma (14 MMonb) vemieHHo 100aBSIH K cMecH 2,9 T
(9,2 MMonB) 5TUN 2-aMUHO-4-({[mpem-Oy THI(AUMETHI)CUITHII JOKCH } MeTHII)-1,3-
THa30J-5-kapbokcunara (IIpoMexyrouHoe coequnenne 210) u 1,95 r (14 MmMoun)
CuCl,; B CH;CN. [locne nepeMelinBaHus IpH KOMHATHOHW TeMIepaType B TeYCHHE 2
4acOB, paCTBOPUTENE yAANAJIN U OCTAaTOK pecycnenauposanu B EtOAc, koTopsrit 2
pasa npombiBanu 1 H. HCl u onun pa3 consHeM pacteopoM. Ilpn ocyiiecTBiIeHHH
BeicymuBanusg (MgSO4) U ylaleHuH pacTBOPUTENS MOAydand 2,95 r npoaykTa B BHAE

macma. SIMP (CDCly): 0,1 (s, 6H), 0,9 (s, 9H), 1,35 (t, 3H), 4,3 (q, 2H), 5,0 (s, 2H).

IIpoMexyrou”oe coeannenune 212

Cnenyromee [TpoMexyTouHoe coenMHEHNE CHHTE3UPOBAM € MTOMOIIBIO
MeTOJa, aHAJIOTHYHOI'0 onucanHoMy 1uis Ilpomexytognoro coegunenus 211, u3

ncxonHbeIx BemecTB (MB), npuBeeHHBIX B TabJIuie HHXKe

ITp. CoennHEHHE JlaHHbIE VB

212 atua 4-anetuia-2- | AMP (CDCls): 2,6 (s, IIpoMexyToUuHOE
xinop-1,3-tuazon- | 3H), 3,9 (s, 3H) coeguHenune 222
5-kapOoKcHuIar

IIpoMexyTouHoe coeauaenuce 214

MeTHa 2-xaop-4-(1 -ruapokcu-1-MeTHI3THa)-1,3-THa3on-5S-kapOoKCHIIAT

PactBop 5,6 man (11,2 mmouns) 2 H. AlMes B Tonyoise go6asisiiu k 6ane cyxoi
nen-anetod 1,14 r (5,2 Mone) MeTHI 4-aneTun-2-xmaop-1,3-tuaszon-5-kapbokcuiara
(ITpomexyrouHoe coenunenue 212) B 20 mna 6e3poguoro CH,Cl,. CmecH no3Boisiin
MEJIJICHHO HarpeThesa 0 KOMHATHOH TeMIlepaTyphl, 3aTeM 3aKaJHBaJIH ¢ IOMOLIBIO
MeOH. Ilocne nepeMernuBaHus 1pd KOMHATHOM TeMIIepaType B TEUEHUE HOYH, CMECH
paszpoaunu 1 H. HCl n mepememuBanu 15 MuH, 3aTeM pa3sBOAMIN BOJOH U J(Ba pa3a
skcTparupoBanud EtOAc. EtOAc npoMbIBaIy CONAHBIM PacTBOPOM, BBICYIIUBAIH
(MgSO4) 1 KOHIEHTPUPOBAJIH, [TOJIyYast Maciio, KOTOPOE OUHIIANH C HOMOILBIO
xpomarorpadun (50% rexcansl B CH,Cl, ¢ amonpoBanuemM rpaguerToM ao 100%
CH,Cl,), monyuas 720 mr npoaykra B Buge Macina. SIMP (CDCl3): 1,5 (s, 6H), 3,8 (s,
3H), 5,7 (s, mmupoxuit, 1H).

IIpoMexkyToUYHOE coeanHenue 215

3T 2-xnop-4-(ruapoxkcumeTin)-1,3-Tuazon-5-kapboKcuaar

Crp.: 243
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PacrBop 17,7 r (53 mMmounb) atun 4-({{mpem-
OyTHJI(AMMETHI)CHIIMI |OKCH f METHIT)-2-XJ10p- 1,3-THa30i-5-kapbokcuiata
(Ilpomexytounoe coegunenue 211) u 53 mi (53 mmons) 1 1. HCI B quokcane
nepeMenInBali IpH KOMHATHOH TeMmepaType B Tedenue | yaca. Cmech 3 pasza
skcTparupoBain EtOAc, koTopslii BeicyminBanu (MgSO4) 1 KOHIIEHTPUPOBAIIH,
nonyd4as 11,3 r B Buje opanxeporo Macina. Ilpu ouncrke myrem xpomarorpaduu Ha
cunukarene noiny4danu teepaoe Bemectso. IMP (CDCls): 1,2 (t, 3H), 3,1 (s,
mupokui, 1H), 4,2 (q, 2H), 4,8 (s, 2H).

IIpoMexyrounoe coenunenue 216

4-{[4-({Impem-6yrun(nuMeTna)cuaniaokcu IMeTm )-2-xuop-1.3-tuazon-5-

wilkapoonuiaiMopdonun

PactBop 2 H. Me3Al B rekcanax (0,91 mi, 1,82 MmMouns) MeiieHHO qo6aBaAIN K
pactBopy 0,16 mu (1,8 mmoab) Mopdonuna B 4 ma CH;,Cl,. Ilocne nepemeninBanus B
teyenue 15 muH, nodasnsau pacteop 0,5 r (1,5 mmons) atun 4-({[ mpem-

Oy THI(AMMETHII)CHIIHI |OKCH } METHI )-2-XJ10p-1,3-THa3on-5-kapbokcunara
(ITlpomexyrounoe coenunernue 218) B 4 mi CH,Cl,. Pactrop narpesanu npu 80 °C B
MHKpPOBOJIHOBOM pEaKkTOpe B TeUeHUe | yaca, 3aTeM BIUBAIH B pa3BeCHHYIO BOJAHYIO
HCI. Cmecs 3 pasa skcrparupoBaiu CH;Clp, KOTOpEIR IPOMBIBalN CONSHBIM
pacTBopoM, BeIcymuBanu (MgSO4) u konnenTpuposant. OCTaTok O4YUILAIN IYyTEM
xpomatorpaduu Ha cunukarene (100% CH,Cl, ¢ nocinenyonmum 310HpoBaHAEM
rpaguentom no 30% EtOAc B CH,Cly, momyyas 315 mr nmpoaykra. MC (ES) (MH"):
377 nna CysH,5CIN,O3SSi; SIMP (dg-ZIMCO): 0,1 (s, 6H), 0,9 (s, 9H), 3,6 (m, 4H),
3,7 (m, 4H), 4,1 (q, 2H), 4,75 (s, 2H).

IIpoMexxyTouyHoe coepuHenue 217

CIIC)Iy}OH.[CC HpOMC)KyTO‘IHOC COCOAHHCHHUE CHHTE3UPOBAJIN C NIOMOUIBIO
METOAa, aHAJIOTUYHOTO OITHCAaHHOMY IJIA HpOMemyTquoro COCIHNHCHHUA 216, Hu3

HCXOHBIX BeulecTB (MB), npuBeneHHBIX B TabHIie HHKE.

Crp.: 244
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Ilp. | Coenunenue Hanubie 1B

217 | 4-({[mpem- AMP (de-ZIMCO): 0,04 | IIpomesxxyTodHOE
Oytun(aumerun)cunnnjoke | (s, 6H), 0,8 (s, 9H), 1,6 | coemunenne 211 u
upmMeTun)-2-xyop-N-(1- (s, 6H), 4,9 (s, 2H), 7,2 | KyMHJIaMUH
MeTHII-1-penunstuin)-1,3- (7, 1H), 7,3 (t, 2H), 7,4
THAa30JI-5-KapOoKcaM U (d, 2H), 8,6 (s, 1H).

IIpoMexyTouHoe coequnenue 218

2-xJg0p-5-(Mopdonnu-4-unkapbonuin)-1,3-Tuazon-4-kap6onosasg KHCIOTA

Pacteop 173 mr (1,7 mmoins) CrOs3 B 1 Mt 4:1 Boga/H>SO4 06aBnsau B BUIE
pactBopa 310 mr (0,82 mmons) 4-{[4-({[mpem-6yTun(aumeTrn)cunun|oKcH } METH -
2-xmop-1,3-tnazon-5-unjkapbonun jmMopdonuna (Ilpomexyrounoe coexunenue 216) B
3 MJI aueToHa, OXJaXJAEHHOTO Ha NeASHO-BOASHOH Oane. CMech IlepeMelIuBay IpU
HarpeBaHuM 10 KOMHATHOM TeMIlepaTypsl B Teuenue 90 MuH. J100aBIsyiM HECKOILKO
KaIreIb H30MpOonaHoJia, H CMECh pa3BOAMIN BOJOH U 2 pasa skcTparuposanu EtOAc.
EtOAc 3KCcTpakThl IpOMBIBaIY CONSTHEIM pacTBOpoM, BeicymnBand (MgSOy) u
KOHIEHTPHPOBaiH, moiay4das 190 mr 6esoro Teepaoro semectsa. MC (ES) (MH"): 277

s CoHgCIN,0,S; SIMP (ds-IMCO): 3,3 (m, 4H), 3,6 (m, 4H), 13,7 (s, 1H).

IIpoMexyTouHoe coeauHenue 219

Cnenyromee [IpoMexyTouHOoe coequHEHME CHHTE3UPOBAIH C IIOMOLIBIO
METO/1a, AHAJIOTUYHOTO OHCaHHOMY A IIpoMexyTouHnoro coenquneHus 218, us

ncxoaHbiX BemecTB (UB), mpuBseneusIx B TabnuLe HUXE.

[1p. CoenuHenune JlaHHBIC B

219 2-xnop-S-{[(1- MC (ES) (M-H"): 323 | [IpomexyTodHOE
MeTHJI-1- anst Ci4H13CIN,O,S coeguHeHue 217
GeHMIATHII)aMUH
o]kapbouun}-1,3-
THa30J1-4-
kap6oHoBas
KHCI0TA

IIpoMexyTouHoe coeanHeHue 220

A S-(aMuHOKapbonum)-2-x10p-1,3-tHazon-4-kapOoKCHIAT

Crp.: 245
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Pacrsop 210 mr atun 2-xmop-5-{[(1-meTun-1-pennnstun)amuuo]kapbonui}-1,3-
THa301-4-xapookcunata (Ilpomexyrounoe coeaunenue 233) B 5 mu TOK
nepeMelINBaIM IPH KOMHATHOH TeMIlepaType B TeueHHe Houd. PacTBopuTelnb
YAQISIH ¥ OCTAaTOK pacTBOpsad B 5 M1 MeOH. PacTBopurens cHOBa yaansiu u
OCTATOK PacTHPAIH B IOPOLIOK C IIPOCTHIM 3GHPOM, monyydas 57 Mr 6eoro TBEpaoro

emectsa. SIMP (dg-IMCO): 1,3 (t, 3H), 4,3 (q, 2H), 8,2 (s, 1H), 8,8 (s, 1H).

IIpoMexyTouHoe coeauuedue 221

MeTHA 2-Xx10p-4,4-TUMETOKCH-3-0KCOIIEHTAHOAT

SO,Cl1 (2,2 M1, 27 MMoaB) MemIeHHO 106aBiistiid kK pactBopy 5,0 r (26 MMoB)
MeTuia 4,4-nuMeToKcH-3-okconeHTadoara B 30 Myt CH,Cl,, oxnaxIeHHoro Ha jgeasHo-
BOJASHOH OaHe. PacTBOp HarpeBasy 10 KOMHATHOM TeMIIepaTypsl U epeMeINuBali B
TedeHHEe 1 yaca. PacTBopuTens ynansyii H octaTok pecycnenaupoBainn B EtOAc,
KOTOPBIA NMPOMBIBAJIM BOAOH U CONAHBIM pacTBopoM. IIpu ocymecTBieHHH
BoicymnBanusg (MgSOy) U ynanenuu pactBopurels noiyyann 6,1 r macia. SIMP:

(CDCl): 1,5 (s, 3H), 3,25 (25, 6H), 4,8 (s, 3H), 5,3 (s, 1H).

IIpoMexyTouHOE coequuernue 222

MeTHI 4-aleTHiI-2-aMuAHO-1,3-THa3ol-5-kapbokcuiaar

PacrtBop 4,37 r (19 MmMonp) MeTHs 2-x50p-4,4-1MMETOKCH-3-0KCONIEHTAHOaTa
(ITpomexyrounoe coenqunenue 221) u 1,8 r (24 mmons) TnomoueBuHE B 50 Mt EtOH
Harpepajii B Koj0e ¢ 00paTHBIM XOJNOANILHUKOM B TeueHHe 3 yacoB. PacTBopurens
yAaJIsaal U ocTaToK pacTBopsinu B 1:1 areron-5 . HCI u pacTBop HarpeBanu B Kojioe
¢ 06paTHBIM XOJIOAMIPHUKOM B TeUeHHE 4 4acoB. AIIETOH yAaJSsIH U BOJHBIH OCTaTOK
HelTpanuzoBanu 50% NaOH u 3atem noamenauynBaiu BoaHEIM Na,COs. OcaxaeHHEbIe
TBEpAbIE BellecTBa (PUIBTPOBANH, IPOMBIBAIIA BOJOM U BEICYIIMBAU B Bakyyme. SIMP

(dg-IIMCO): 2,4 (s, 3H), 3,7 (s, 3H), 8,0 (s, 2H).

IIpoMexyTouyHOEe coenuuerne 223

Crp.: 246
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H30IPONNIA 4-XJT0pHUpUANH-2-KapOoKcHIaT | -OKCHu

Pactrop 2,55 r (14 MMOJIB) H30MPONHKT 4-XJTOPIUPHAKH-2-KapboKkcunara
(ITpoMmexyTouroe coenunenne 232) u 1,4 r (26 mmons) m-CPBA B 30 M CH,CL,
TepeMeIIMBaliy IPH KOMHATHOH TeMIepaType B Teuenue 2 nHel. CMech 3aKanuBaiy
BonHEIM NaHSO3; n CH,Cl; ynansnu. BoaHslil octaTox noaeIaqydBany ¢ IOMONIBIO
sonuoro Na,COs, Hacsimanu NaCl u nosropHo sxtparupoBanu EtOAc. EtOAc
sricymmBanrd (MgSO4) u KoHIeHTpHpoBand. OCTaTOK pecyclieHIMpPOBalH B IPOCTOM
3hHpe 1 HEPACTBOPHMOE BELIECTBO OTGOUILTPOBAIH. PHIBTPAT KOHUCHTPHPOBAIH H
ocTaTok xpoMarorpaduposanu Ha cumakarese (100% CHyCl; ¢ amonpoBaHHeM
rpaxuenToM g0 100% EtOAc), monydas 2,1 r mpoaykra B Buae macna. SIMP (de-
JIMCO): 1,3 (d, 6H), 5,3 (centeT, 1H), 7,25 (m, 1H), 7,5 (d, 1H), 8,1 (d, 1H).

IIpoMexyTOYHOE coegHHeHue 224

HM3OMPONHI 4-XJI0D-6-1IHAHONUPHANH-2-KapOoKcuiaT

Pactsop 200 mr (0,86 MMOJIb) H30IIPONHI 4-XIOPIUPHAUH-2-Kapbokcunar 1-
oxcuaa (IIpomexyTounoe coeaunenne 223), 0,14 mx (1 mmons) Et3N u 0,36 mx (2,7
mMoxb) TpuMeTwicumminuanuga B 3 Mi CH3CN warpesanu npu 90 °C B TeyeHHe
HouH. PacTBOp passoaunu EtOAC u poMbIBal BOJOH B cONAHBIM pacTBopoM. Ilpn
ocymecTBIeHHH BpIcymHBaHuA (MgSO4) u yAaneHuu pacTBOPUTENS IIOIydIaH MacIo,
KOTOpOE OYHINAJH ¢ IOMOINBI0 XxpoMarorpaduu Ha cunukarens (100% CH,Cl, ¢
HoCHeRyIomUM dTouposanneM rpaguentoM xo 10% EtOAc 8 CH;Cl), mony4vas 130
M IPOAYKTa B BuIe Genoro TBepaoro BemecTsa. MC (ES) (MH"): 224 nnsa
Ci9HoCIN,02; SIMP (ds-IMCO): 1,35 (d, 6H), 5,2 (center, 1H), 8,4 (s, 1H), 8,6 (s,
1H).

I[IpoMexyTOYHOE COeAUHEHHE 225

3TUI 2-XJ0P-5-QOpMUITN30HHKOTUHAT

H 0]
Me %
S N
P
Cl

PactBop 51 mu (128 Mmons) 2,5 H. #-OyTHIUIMTHS B FEKCaHaX MEICHHO
no6asnsnu k. TI'® pactBopy 16 M (95 MMOINIB) TETpaMeTHIIIHIICPHARHA,

OXJIaXIEHHOTo Ha GaHe cyxoii nea-anetoH. Pacteop Harpesanu 10 -30 °C u
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oxJjaxnaanu go —60 °C, 3atem nopnusmu go6asnsmu 5,0 r (32 MMOJIB) 6-
XJIOPHAKOTHHOBOH KHciI0TEl. CMech HarpeBanu a0 —25 °C 1 nepeMeliuBaiy B TEUCHHE
30 munyT. 3aTem ee oxuaxganu 1o —70 °C u 6picTpo nobasnsanu 10 mi (129 MMous)
JIMO®A. Tlocne 3akanuBanus ¢ nomouieio 1 H. HCI, pactBop HarpeBamu 0 KOMHaTHOH
teMnepatypsl. pH noponunu npubnausurensHo no 4 nyrem qobasnenus 1 . HCl u
pacTBop HenpepblBHO 3kcTparuposainu EtOAc B Teuenne Houn. EtOAc BhICYyIIHBaIn
(MgSO04) u xoHueatpupoanu. Ocratok pactBopsii B 100 M EtOH u 2 M
koHuentpupoBanu H,SO4 nobasnsnu. PactBop HarpeBanu B xo0Jibe ¢ 06paTHEIM
XOJIOAWJIBHUKOM B TeueHHe 24 yacoB. CMmech noBoaunu npubnusurensHo go pH =4 ¢
nomouisio 50% NaOH u nBa paza skctparupoBaiu npocteiM 3gupoM. IIpocToii adup
BeicymuBam (MgSO4) 1 KOHHEHTPUPOBAJIH, IOJIydas Macio, KOTOpoe
xpomatorpadupoBairn Ha cuimkarene (50% rexcansl B CH,Cl, ¢ amonpoBanneM
rpaguerToM 1o 100% CH;Cl,), nonyyas 1 r npoaykTa B BHAE Macia, KOTOpOe
MeanenHo 3arsepaenano. SIMP (CDCl;): 1,4 (t, 3H), 4,5 (q, 2H), 7,7 (s, 1H), 9,1 (s,
1H), 10,7 (s, 1H).

[IpomexyToyHOe coenuHenue 226

ITHJ 2-XJIOP-5-HUTPOH30HHKOTHHAT

CMmech 2-x10p-5-HETpOH30HUKOTHHOBOM KucioTH (IIpoMexyTounoe
coenurenue 208) u 16 mn TpusTHnoproanerara B 100 M Tonyona HarpeBald B Kojibe
¢ 06paTHREIM XOJIOAUILHHKOM B TedeHHe 2 yacoB. CMmech mepeMemuBand ¢ | H. HCl B
tTeueHue 30 MUHYT, 3aTeM pacnpenensiau Mexay EtOAc u Bogoit. EtOAc oTaensiy,
IIPOMBIBAJTH BOJIOH M COJISIHBIM pacTBOpOM, BricyIuBainu (MgSOy) u
KOHIEeHTpHpoBand. XpoMmarorpadpuposanu Ha cuinkarene (100% rekcansl ¢
amoupoBanueM rpagueHToM a0 100% CH,Cl,, nomyqas npoxaykt B Bune macina. MC
(ES) (MH"): 231 nna CgH,CIN,O4; AMP (dg-IMCO): 1,3 (t, 3H), 4,4 (m, 2H), 8,1 (s,
1H), 9,2 (s, 1H).

I[IpoMexyTouHbBle coenuuenns 227-233

Cneny}omne COE€IHHCHHUS NOJyYalH ¢ MOMOINBIO METOAA, aHAIIOTUYHOTI'O

omucaHHoMYy s ITpoMexyTo4yHOro coeluHeHus 226, U3 yKa3aHHOI'0 HCXOJHOTO

BemectBa (MB).

Crp.: 248
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IMp. | CoenuHenue JlaHHbIE UB

227 | usomnpomnun 2-xuop-6- MC (ES) (MH"): 214 | 2-xJ10p-6-
METHJIH30HUKOTHHAT s CioH12CINOg; METHIH30HUKOTHHAT H

SMP (ds-IMCO): TPHU30IPONHIOPTOPOPMHAT
1,3 (d, 6H), 2,55 (s,

3H), 5,2 (cenrer,

1H), 7,65 (s, 1H), 7,7

(s, 1H)

228 | mzomponun 4- SIMP (CDCl3): 1,35 4-XTOpIUpUANH-2-
XJTOPIIUPUAHH-2- (d, 6H), 5,3 (center, | KapboKcHIAT H
KapOoKcuaT 1H), 7,4 (dd, 1H), TPH30NPONHIOPTOGOPMHAT

8,05 (d, 1H), 8,6 (d,
1H)

229 | uzonponun 4,5- SAMP (CDCls): 1,35 4,5-TuXJIOpIHPHUINH-2-
TUXJIOPIUPUANH-2- (d, 6H), 5,3 (cenrer, | xapboxcunar (Graf,R. J
kapOoKcHuiIaT 1H), 8,1 (s, 1H), 8,7 | fuer Prakt. Chem. (Leipzig)

(s, 1H) (1932), 133 36-50)n
TPHU30IPONHIOPTOHOPMHUAT
230 | m3omponui 2- SMP (CDCl3): 1,4 (d, | 2-GTOpPH30HUKOTHHOBAS
(OTOPU3OHUKOTHHAT 6H), 5,3 (centeT, KHCJIOTa ¥
0 3H), 7,5 (m, 1H), 7,7 | Tpu3onponmiopTroQopMHaT
0 (m, 1H), 8,35 (d, 1H)
__ >/Me
F—\ Me
N

231 | arun 2-xn0p-5- AMP: 1,3 (t, 3H), 3,3 | [IpomexyTouHOE
(Mopdonun-4- (m, 2H), 3,5 (m, 2H), | coenunenue 218
unkap6ouun)-1,3- 3,6 (m, 2H), 3,65 (m | TpU3THIOPTOANETAT
tra3oi-4-kap6okcunar | 2H), 4,3 (q, 2H)

232 | usonponun 4- SIMP (CDCls): 1,35 4-XTOpITHPUIUH-2 -
XJIOPIIHPUIUH-2- (d, 6H), 5,3 (cenrer, | kapb6oHOBas KHCIOTA H
kapboxcunar 1H), 7,4 (dd, 1H), TPH30MPONHIOPTOHOPMHUAT

8,05 (d, 1H), 8,6 (d,
1H)
233 | atun 2-xnop-5-{[(1- MC (ES) (MH+): [TpoMexxyTOdHOE

MeTHJI-1-
GeHunITUI)aMHUHO |Kaph
onmn}-1,3-tuazon-4-
KapOokcuiar

353 nas
C16H17C1N2025

coenuHenue 219
¥ TPUITHIJIOPTOALETAT

ITpoMexyToUYHOE coeauHeHue 234

1.3-Tra3o0a-2-HJIMETAaHOI

K nepeMemnpaeMoMY PacTBOPY KOMMEPYECKH JOCTyNHOro 1,3-THason-2-

kapGaneaeruna (5,36 r, 47 mMous) B GesponHoM MeTanoie (100 M), npu 0°Cus

atmocepe N,, nobapsnu Goporuapun Harpus (2,15 r, 57 MMOJIb) B BUAE TBEPAOTO

BellecTBa MPHOIU3UTENBHO B TedeHHe 20 MHHYT. PEeakIHOHHYIO CMEChH

Crp.: 249
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TIepeMeIIMBaNy B TeYeHHE Yaca IIPH TeMIIeparype OKpYXarolel cpepl, B atMocdepe
N,. ITonroe npeppamenue moxTBepxaany ¢ nomomeo TCX (50% srunanerar B
rekcanax; Rf ~ 0,23). PeakiuoHHyI0 cMeCh KOHIIEHTPHPOBaNH B Bakyyme. K ocratky
no6asisii 15 MJI BOJHOTO pacTBOpa XJI0pPHAA aMMOHHSA, U 15 MJI BOIHOTO pacTBOpa
XJIOpH/a HATPHUS; U3 ITOM CMECH IKCTPArHPOBAIH HEOUNICHHBIH MPOXYKT
stunaneratoM (4 X 50 mi). OpraHudyeckue clod 0OBEAMHSAIH, BRICYIIHBAIN Hal
cynb(aToM MarHus, ¥ KOHIEHTPHPOBaid. HeounineHHOE BEIIECTBO HCIIOIb30BAH
0e3 NOTMOTHUTEIEHON OUHCTKH.

MC (ES) MH": 116 ans C4HsNOS. 'H IMP (IMCO): 4,72 (d, 2H), 6,03 (t, 1H), 7,61
(d, 1H), 7,71 (d, 1H).

IIpoMmexxyTouHOe coenunenne 235

2-(6pomMeTnin)-1.3-THazon

T

OTo coelMHEHHE CHHTE3HPOBA/IN U3 BEIIICOITHCAHHOTO HpOMe)KYTO‘lHOI‘O

Br

coexuHeHHs 234, HCIOB3ys METOMKY, onucanuyo B Terpahedron 6/ (2005), c. 137.
HeouHmeHHOE BeIeCTBO OUHINAIA ¢ IOMOLIBIO KOJIOHOYHOH XpomaTtorpaduu
(cunukarens, 15% sTwnaneraT B rekcanax). llony4anu cBeT/io-OpaHXeBYIO XHAKOCTh
(BEIXOA 57%) MONYYaNd; 3TO BEMECTBO OLICTPO pa3araeTcs, U ero cpasy
HCIIOJIB30BANIM Ha CIEAYIOIIEH CTaaHH.

MC (ES) MH": 179 mns C4H4BrNS. 'H SIMP (CDCL): 4,75 (s, 2H), 7,37 (d, 1H),
7,74

(d, 1H).

[IpoMexyTouHoe coeauHenue 236

Sruna 2-xnop-4-meTa-1,3-THa3oi-5-kapOoKCHIaT

CHHTE3HUpOBAIH COTIACHO METOMHKE, onHcaHnoH 1ig [IpomexyTogHoro
coenunenns 17. MC (ES) MH": 206, 208 s C7HgCINO,S; "H-SIMP (300 MT'w;
IMCO-de) 8: 1,28 (t, 3H); 2,60 (s, 3H); 4,28 (q, 2 H).

ITpoMexyTOuHOE coeauHeHue 237

1-mpem-6yTia 3-MeTw1 4-THAPOKCH-5,6-TUTHIPOTHPUINH-1,3( 2 H)-nukapboKcHiaT

Crp.: 250
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Mertui 4-okconunepuaun-3-kapbokcunar ruapoxiaopun (13,0 r)
cycrnenaupoanu B Ge3somroMm XM (100 mi) B atmocepe aprona. DIEA (29,2 mn)
MeJJIEHHO N00aBIIATH ¢ IOMOMIBIO INTIPHIIA, IT0Jy4as clerka MyTHBIH pacTBOP.
PeakIuoHHYIO cMech oxyaxaam 10 0°C, u no6asnsaau au-mpem-OyTai
aukap6okcunar (16,1 1), moiy4as 95K30TEPMHUYECKYIO PEAKIHIO. PeaKiuOHHYIO CMECh
OCTaBJISTH [IEPEMEIIHBATLCA B TEUEHNE HOUYH, MEUICHHO Harpepas 10 KOMHATHOH
TeMreparypsl. Ilociie 3TOro peakIMOHHYIO CMECh KOHLICHTPHPOBAIIH B BAKYYME U
pacnpeneistin Mexay EtOAc (500 M) 1 HaCHIEHHBIM BOAHBIM NH,4ClI (350 mu).
EtOAc cloif IpOMBIBAIH CONAHBIM pacTBopoM (125 Mil), BHICYIIMBAH Hajl 6E3BOIHEIM
MgSOy U KOHIIEHTPUPOBATHA B BaKyyMe, IoJIydas xentoe Macio. IIpoayxT ounmann
myTeM xpoMartorpaduu Ha cunuxarene (1-25% EtOAc B rekcanax), monyyas
yKa3aHHOE B 3ariaBHH COEAHHEHHE B BHJE NIPO3PayHOro, 6ECLBETHOTO Macia (14,7 1,
85,1%). MC (ES)[(M-H)']: 256 ans C1,H19NOs; IMP (CDCl3): 1,46 (s, 9H), 2,36 (¢,
2H), 3,55 (t, 2H), 3,76 (s, 3H) 4,04 (s, 2H), 11,97 (s, 1H).

IIpomexyTouHoe coeaunenue 238

DU 4-a3un0-3-THADOKCHIIHIIEPHIHH- 1 -kapbokcunar

Stan 4-6pom-3-rHAPOKCUNHIEpHAKH-1-kapGokcunat (Iloixyyenue: [zamanishi,
T. u ap; 1982, Chem. Pharm. Bull., 30: 3617-3623) (5,1 r) pacTBopsinu B 6€3BOXHOM
JIM®A (20 M) B aTMocdepe aprosa, 3areM jgo6apnsnm 18-kpayn-6 (0,27 T) 4 a3uf
Hatpus (2,89 r). PeaknuonHyio cMech Harpesanu npe 90°C B TeueHHe IBaANaTH TpeX
4acoB, 3aTeM [epeMeITHBaIH B TeYeHHEe HOYH, MEAIEHHO OXJIaX ANy 10 KOMHATHOH
TemnepaTypsl. Ilocie 3TOTo peakIHOHHYIO CMeCh T0BaBIIANIH K IEHOHH3HPOBAHHOH
BoJie (150 M) i ee 3aKaNUBaHUs, HACBHINAIA TBEPABIM XJIOPHAOM HATpU4, U
sxctparupoBain EtOAc (2 x 200 mx). O6wvenunennsie EtOAC con mpoMbIBanu
consHBIM pacTopoM (100 M), BeicymmBany Haj G6e3ponabiM MgSO4 n
KOHIIEHTPHPOBAIH B BaKyyMe, [IoJydas yKa3aHHOE B 3arJlaBHH coefunenue (4,3 T,

100%). MC (X-ED[(M-N3)*]: 186 mst CgH 4BrN4Os.

IIpoMexyTouHOe coeguHenne 239

i 4-a3u710-3-(2-mpem-6yTOKCH-2-0KCOITOKCH)ITUIEPHUANH-1-Kapbokcuaar

1 4-a3uo-3-rHAPOKCUNIANEpHANH-1-kapbokcunar (IIpoMexyTouHOE

coenunenue 238, 1,71 r) pactBopsanu B 6e3poguoMm TT'® (15 mir) 1 oxnaxniany 1o

Crp.: 251
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0°C. I'mapun Harpus (60% B MunepansHoM Macie) (0,42 r) noGasnsid B BHIE
BIPHICKA, IEPEMEIIMBAIY B TeUEHHE ABanNaTH MUHYT npu 0°C, 3aTeM MEIIEHHO
no6aBnsny mpem-6yTtun 6pom aneraT (0,86 M) ¢ TOMOLIBIO INPHIA, U
IepeMeIHBaH JOTOIHATENBHO B TeYeHHE ABYX 4acoB Ipu 0°C. PeaknuorHyw0
cMech pacpeensan Mexay EtOAc (250 mi) u HachimesnbiM BoAHbIM NaHCO3 (200
M), ¥ BOIHEIH cioii npomeisanu EtOAc (200 mi). O6senunennsie EtOAc ciou
IIPOMBIBANIH CONSAHBIM PACTBOPOM (50 MiI), BEICYIMBaNK Hazl 6e3BOIHBIM MgSOy4n
KOHIIEHTPUPOBAH B BaKyyMe, IOJydas yKa3aHHOE B 3arjlaBiH COCIAHEHME B BH/IC
HeouHieHnoro npoaykra (1,78 r, 103%). MC (IX-ED[(M-N3)"]: 300 mns
C14H24N40s.

IIpoMexyTouHoe coeanHenne 240

Stan 4-aMuHO-3-(2-mpem-6yTOKCH-2-0KCO3TOKCH ) THIIEPHINH-1-kapboKcHIaT
O

HZN—QN—4

0] 0]

M
\_./<07< e
Me Me

o\
Me

Stun 4-a3uno-3-(2-mpem-6yTOKCH-2-0KCOITOKCH ) THIIEPUAMH- 1 -KapOoKcHIaT
(Ilpomexyrounoe coenunenue 239, 1,75 r) pactopsnu B TI'® (60 mi), 3aTem
106aBIAIH KeOHH3MpoBaHHyIo Boay (5 mu) u PS-rpudenundocdunoryio cmony (10,6
r), H IIepeMeINBalIy TP KOMHATHOM TEMIIEPATYpe B T€UECHUE BRIXOIHBIX.
PeakIHOHHYIO cMeCh GHILTPOBAIIH, H CMOJY HEOJHOKpaTHO nmpoMbiBann MeOH u
cMechio 1:5 MeOH:JIXM, u ¢puibTpaT KOHIEHTPHPOBAIM B BaKyyMe, MOJIydas
ykazaHHoe B 3arnasuu coequnene (1,20 r, 75%). MC (I'X-ED[(M)']: 302 mns
C14H26N20s.

[IpomexxyTouHOE coenunenue 241

tun 4-6poM-3-{[mpem-6yTHI(IUMETHII)CHUIMI |OKCH } THIEPUIMH-1-kKap6okcHuiar

Strn 4-6pom-3-ruapokcHnunepHaAnH-1-kapbokcunar (Ilonyuenne: Izamanishi,
T. u ap; 1982, Chem. Pharm. Bull,, 30: 3617-3623) (10,17 I') pacTBOPSJIM B
6essogaoM JIXM (100 ma) B atmocdepe aprona u oxnaxaanu 1o 0°C. Ilo kanisM
no6asisin mpem-ByrunaumeTaacunn Tpudropmeruicynrbponar (10,2 mi) ¢

TOMOIIBIO IITIPHIA, 3aTeM 2,6-1yTuanH (4,7 MI), Takxke 100aBJIAIH 110 KAILIAM C

Crp.: 252
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TIOMOIIBIO ITIPUIA. PeaKUOHHYIO CMECh ITepEMENINBAIH B TEYCHHE HOYH, MEJITIEHHO
Harpesas 10 KOMHATHOH TeMIlepaTypsl, 3aTeM paszpoauin JAXM (200 M) u
npomeiBany HackimeHHBM BoasbiH NaHCO3; (150 M), HacemeHHbM BoaHbIM NH,Cl
((150 mn), consusM pactBopoM (100 M), BEICymuBany Haj 6e3BogHEIM MgSO4 1
KOHIIEHTPHPOBAH B BaKyyMe, TOJyJas yKa3aHHOE B 3arJaBUH COSIHHCHHE B BHJE
HeouHmeHHoro npoaykra (15,1 r, 102%). MC ("'X-EI)[(M-C4H7)"]: 310, 312 mus
C14H,sBrNO;Si; IMP (CDCls): 0,10 (s, 3H), 0,12 (s, 3H), 0,88 (s, 9H), 1,24 (t, 3H),
1,87 (m, 1H), 2,34 (m, 1H), 2,84-3,40 (m, 2H), 3,69 (m, 2H), 3,93 (m, 2H), 4,13 (q,
2H).

I[IpoMmexyTouyHoe coenuHenue 242

Drun 4-a3uno-3-{{ mpem-6yTUN(AUMETHI ) CHIAI |OKCH } THITEPUIMH- 1 -KapOoKcHIaT

Vkas3aHHOE B 3arJlaBHH COEIMHEHHE FOTOBUIH CIIOCOOOM, aHAIOTHYHBIM
onucannomy mius (IIpoMexyrounoe coenuHeHne 238), HCIIONB3yS B KA4ECTBE
HCXOAHOTO BelecTna 3T 4-6poM-3-{[mpem-

Oy THII(AMMETHIT)CHIIAN |OKCH } THNIepUAMH- 1 -KapOokcunar (IIpomexyrodnoe

coenunenne 241). MC (I'X-ED)[(M-N2)*]: 300 ans C;4H2sN4O03Si.

IIpoMexyTouHoe coeandenne 243

O1HI 4-aMuHO-3- {[mpem-GyTAI(AUMETHI)CHIIHII JOKCH } TUIIEPHIHH- 1 -KapOOKCHIAT

YkazaHHOE B 3arjlaBUH COCIUHEHHUE NOTOBHIH CI[OCOGOM, aHAJIOrHYHBIM

onucannoMy ans (ITpomexyTtounoe coequHeHue 240), HCIONB3ys B KaYeCTBE
HCXOJHOTO BelecTBa 3THI 4-a3uno-3-{{mpem-
Oy THJI(AMMETHII )CHUITHI | OKCH } THIIEpUAMH- 1 -kapOokcunar (IlpoMexyTouHoe

coenunerue 242). MC (CX-ED[(M)*]: 302 mus Cy4H3N,038Si.

[IpoMexyTouHOE coeanHeHue 244
3.4-muxnop-N-(3-ruapoKCHIHIEPUANH-4-11)-5-MeTriI- 1 H-uppoi-2-kapboxcaMul

Artun 3-{[mpem-6yrun(aumeri)cunnn]okcu }-4- {[(3,4-auxnop-5-metui-1H-
NHPPOI-2-1i)KapOOHHT|aMiHO } nunepuanH-1-kapbokcunar (IIpomexyroyunoe
coenuHenue 114, 0,805 r) pacteopsuin B cmect MeOH (10 mn) u 1,4-nuoxcana (15
M), K KoTopoii mo6asnsuma 1 1. NaOH (10 M) u marpeBanu B konGe ¢ 06paTHBIM
XOJOIMIBHUKOM B TeyeHHe 24 wacoB. JlomonuutensHo goGaensnn 5 Ma 1 H. NaOH, ¢

5 i1 1,4-1HOKCaHa, H PEAKIHOHHYIO CMECH HATPEBAIIH JOMONTHUTENBHO B TeUeHHE 42

Crp.: 253
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wacoB, 3aTeM oxjaxaanu a0 0°C u moakucisnu 10 ~ pH 9 ¢ momomsio 2 H. HCI (6
mi). XONOLHYIO cMech GHMIBTPOBANH U IPOMBIBAIHN JCHOHM3MPOBAHHOM BOJIOH,
noay4as yKa3aHHOE B 3aryIlaBHH COCAMHEHHE B BHJE HEOUHUIEHHOT0 npoaykra. MC

(ES) MH": 292, 294 ana C;H;sCIN30;.

IIpoMexyTOYHOE coefuHeHne 245

Cnenyromee IIpoMexxyTouHOE COETHHEHHE TOTOBHIIM C IIOMOUIBIO METOAUKH,
onucanHo# 1 [IpoMexyTouHOTO coenuHeHUs 16, U3 yKa3aHHBIX MCXOJHBIX BELIECTB

(UB).

[Ip. | CoenrHenue Jlanurle VB
245 | atun 4-{[(1-meTnn-1- MC (ES) MH":397 nns [TpoMexyTo4yH
denunatun)amuno|kapbonnn} | Ci7H20N2058; oe
-2-(metuncynsponun)-1,3- SIMP: 1,24 - 1,32 (m, 3 H) COCIHHEHHE
THa30J-5-KapboKkcHiaT 1,66 (s, 6 H) 3,57 (s, 3 H) 246
o Me Me 4,36 (q, 2 H) 7,22 (t, 1 H)
\ N 7,34 (t,2 H) 7,41 - 7,50 (m, 2
H)891(, 1 H
A st
0o 0 o) Me

I[IpoMexyTouHOE coeanHeHHe 246

ytua 4-{[(1-Mermn-1-beHwI3THI)aMuH0 |JkapboumI } -2-(MeTHITHO)-1,3-THA301-5-

kapOokcuuar

JuuzonponuiamuH (5,3 M) pactBopsinu B 6e3sogaom TI'® (100 mur)
oxnaxaanu 10 -78°C u x HeMy MeIeHHO AoGasmsuiy #-6yTha auTtui (15 mi).
PacTBop MemnenHo narpesanu g0 0 °C u mocie 3Toro cHoBa oxnaxaanu 1o -78°C.
MemerHo nobapnsany pactBop N-(1-Metui-1-dbernnsTun)-2-(MeTHATHO)- 1,3 -THa301-
4-xapboxcamuna (IIpoMexyroyHoe coequnenue 13; 3,7 f) B 6e3sogHoM TI'D,
nonepxuBas Temueparypy Hmxe -70°C. Tlocne nepememuBanus B reuenue 30
MHHYT, OJIHO} MopIHel 106aBisiii pacTBOp STHINHaHOpopMuaTa (2,5 M) B
6essonoM TI'® u peaknuoHHYIO cMech nepeMemuBany npu -78°C B Teuenune 30
MHHYT, II0CJI€ 3TOr0 MEJUIEHHO HarpeBalu 0 KOMHATHOH TeMIIEpaTypsl.
PeakIHOHHYIO CMECh Pa3BOJHIIA BOAOM M 9KCTparupopanu sTunaneraToM (X3),
BRICymIHBaNY ¢ moMombo MgSOy4 ¥ KOHIIEHTPUPOBAIH, ITONy4as YEPHOE Maclio (0,84
r) IMP: 1,22 - 1,29 (m, 3 H) 1,63 (s, 6 H) 2,76 (s, 3 H) 4,28 (g, 2 H) 7,20 (t, 1 H)
7,32 (t,2 H) 7,46 (d, 2 H) 8,75 (s, 1 H)

Crp.: 254
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IIpoMexyToOYHOE coearnHenue 247

muATHI 2-xJ510p-1,3-THa301-4,5-1ukapbokcuaar

K pacTBopy mpem-Gytun uutprTa (3,4 M1, 28 MMonb) u xnopuaa Meau (II)
(3,7 1, 28 MMons) B aneTouTprie (50 M) J06aBNIAIH AHITHI 2-aMHUHO-1,3-THa301-
4,5-nukap6oxcunar (4,6 r, 19 mmons, [IpoMexyTodnoe coenuHeHHe 248) Bce OAHOH
nopuueit. Ha6monanu Beigenenne rasa. Ilocne repeMemuBaHus B Te4eHHe 45 MUH
npu KoMHaTHO# Temnepatype JXXMC yka3biBaja Ha 3aBepIueHHe 00pasoBaHus
npoaykrta. ITociie KOHIEHTPUPOBAHUS IS yJANIEHUA alleTOHUTPHIIA OCTATOK
pacrpenensnu ¢ xnopopopmom u 1 H. HCI (Fisher), npomeisanu x10popopMom,
BBICYINMBANH ¢ MoMomibo MgSOy4 M KOHIIEHTPHPOBAIIH, II0JIy4Yas OpaH)KeBoe Maclo.
TIpu ouncTke Ha (JIBLI-KOJOHKe MOJIyYaly CBETI0-xkenToe Macno (4,2, 85%). MC
(ES): 264; SIMP: 1,25-1,29 (t, 3H) 1,29 - 1,33 (t, 3H) 4,28 - 4,33 (q, 2 H) 4,33 -
4,39 (q, 2 H)

I[IpoMexyTouHoEe coenuueHue 248

nUATHA 2-amuHO-1,3-THa301-4,5-1uKapOOKCHIAT

PacrBop THOMOYeBHHHI (1,7 T, 22 MMOJIB) H AMATUI 2-XJIOP-3-0KCOCYKIHHATa
(5,0 T, 22 mmonb) B abcomoTHoM dTanone (50 M) Harpepanu B Konbe ¢ o6paTHBIM
XOJIOAWJILHUKOM B TeueHHe ofHOoro yaca. [locie oxnaxaeHud 10 KOMHATHOM
TeMIIEpaTyphl PACTBOPUTEID YAAIAIH, OCTaBlIsis 6ertoe TBepaoe BemecTBo. Trepaoe
BeIeCTBO pacTBOpsuid B Boze (100 M) ¥ mosrydeHHBIR 0cal0K QHILTPOBAIH U
BEICYIHBanu (4,6 T, 87%). MC (ES): 245; SIMP: 1,21 (t, 3 H) 1,26 (t, 3 H) 4,16 (q, 2
H) 4,26 (q, 2 H) 8,04 (s, 2 H)

IIpoMexyTogHoe coenuuenue 249

u3onponui 4-xuop-6-(MopdbonruH-4-unkapOoHHI) TUPHIHH-2-KapOOKCHIIAT

n-6ytunnutai (1,92 mi, 2,5M B rekcanax) mo KaniusM go6asysinu k —78°C

pactBopy Mopdonuna (0,42 M, 4,8 MMoins) B GessopHom TT'®, mocne aToro
MeIJIEHHO HarpeBaii 10 KOMHATHOM TeMIlepaTypsl. PacTBOp NEpeHOCHIIH B
JOTIONHUTENBHYIO BOPOHKY MYTEM KaHIOJIH3allMY U 3aTeM JA00aBISIA [0 KallIIM K
pacTBOpY AMMETHI 4-XJIOpIHPUNHH-2,6-1uKkapbokcunara (1,0 r, 4,4 MMOIB,
TIpomexyTouroe coenunenne 251) B 6esognoM TT'®. IIpu no6asnenny Habaronant

HE3HAYUTCIBHOC 06p830BaHI/Ie ocalnka. ITocne epeMEeIIHBaHUA B TEUCHUE ABYX YacCOB

Crp.: 255
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IIpM KOMHATHOM TeMIepaType K peakIIMOHHOH cMeCH JONOTHUTEeNbHO fo6asnsnn 0,5
3KBHBaJICHTa MOP(GOIHMHO-TUTUEBOIO peareHTa H IOCJE MePEMELIUBAHHUS
JNONOJHUTENBHO B TEYCHHE ABYX YacoB AoGaBisy eme 0,5 5KBHBaicHTa, 3aTEM
IiepeMeNIMBaIN B TeYSHHe OJHOIO Yaca JUIs 3aBepUICHHUs peakniuu. PactBoputens
YIAJISTH IPY IIOHH)KCHHOM JIaBJIEHHUH H OCTaTOK CyCIIEHAUPOBAIH B METHIICHXIIOPHIE
H IPOAYKT 9KCTPAardpoOBaid HAachIll. pacTBOpoM O6ukap6oHaTa HaTpusd (x3). Ilopuuio
GukapbonaTa HaTpus noAkucIsIH ¢ nomoursio koHL. HCl no pH 3 u nocne atoro
skcrparapoBanu EtOAc (x10), 3aTtem BrIcymHuBany ¢ noMmomseto MgSO,4 u
KOHIIEHTPUPOBAIH, IoTy4as Teepaoe BemecTso (0,8 r, 70%). MC (ES) MH":271 s
C11H11CIN,O4. TBepaoe BelecTBO CycneHAUpOBanH B 6€3BogHOM Toayoie (75 M) U
K HEMY MeNieHHo nobapnsny TpHu3onponuioprodpopmuar (1,97 mi, 8,9 MMos),
3aTeM HarpeBald B Koyibe ¢ oOpaTHEIM XOJOIMJIBHUKOM B TeueHue 12 gacos. Ilocne
OXJIAXJICHHSA 10 KOMHAaTHOH TeMIlepaTypbl paCTBOPHUTEND yAANSIH IPH MOHHXXEHHOM
JaBiaeHud U octatok cycnenaupoBanu B 1 H. HCl. Iloxmenaynsanu no pH8 ¢
IOMOINBIO HacHIIeHHoro OukapbonaTa HaTpHs, 3aTeM dKkcTparupoBand EtOAc (x3),
BBICYHIHBATH ¢ moMommbio MgSO4 1 yaansanu pacTBOpHTENb, IONyYas XKeITo-
KOpPHYHEBOE TBEpAOE BelmecTBO. [IpH OCYIECTBICHHH OYUCTKH Ha CHIIMKATelICBOM
¢gum-kononke (3mouposanue rpaguerToM 10 3:1 EtOAc:CH,Cl,) nonyyanu 6enoe
tBepnoe Berectro (0,23 r) MC (ES) MH":313 mus C14H;7CIN,O4; ASMP: 1,33 (s, 3 H)
1,35 (s, 3 H) 3,41 (s, 2 H) 3,44 (d, 2 H) 3,58 (d, 2 H) 3,68 (s, 4 H) 5,17 (dt, 1 H) 8,01
(d, 1H) 8,13 (d,1 H).

[IpomexyTouHoe coequnenue 250

Cnenytomee [IpoMeXyTOUHOE COEJUHEHHE TOTOBUIIH C IIOMONIBIO METOAMKH,
onucanHoi s [IpomexyTounoro coequHeHus 249, U3 yKa3aHHBIX HCXOJHBIX

semects (UB).

IIp. | CoenuneHue JlaHHBIE 1B

250 | usonponun 4-x10p-6- MC (ES) MH": 271 pns ITpoMexyTodH
[(mameTunamuno)kapborun]n | CioHisCIN2Os oe
HPHAMH-2-KapOoKcHiIaT SAMP: 1,35 (d, 6 H) 2,93 (s, 3 | coenuHeHHe

251m

cl H) 3,03 (s, 3 H) 5,18 (dt, 1 H)
MeYMe N e 7,96 (d, 1 H) 8,11 (d, 1 H) AMMETHIAMHH
© N N\Me
@] 0]
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I[TpoMmexyTouHoOe coenHenue 251

IUMETHI 4-XJIOPHUPUIHH-2,6-TUKapOOKCHIAT

Ientaxmopun pocdopa (45,5 r, 218 MMoJIb) B3BEIINBATH B 3aKpBITOH KoJIOE H
cycnenaupoBaiyu B ximopodopme. JobaBnsanu 4-rufpoKCUIIUPUINH-2,6-
aukap6onosyio kucaoty (10,0 r, S5 MMONB) U TTOC/IE YMEPEHHOTO HarpeBaHus B Kojbe
¢ 0OpaTHBEIM XOJIOJHIEHUKOM B TedeHHe 3 JHel peakuus 3asepianach (60%
npeBpamenne). Ilocne oxnaxaenus go 0°C mo kannsaMm go6asisny 6e3BOAHBIA
mMeTtaHoJ (150 mur). IlockonbKy BEIAECNCHHE TEIa YMEHbIIAIOCH, pACTBOPUTEND
yIalsid IPH MOHUIXKEHHOM JaBJICHMH B ocTaToK pacnpenensnu ¢ EtOAc u BojoH u
HepacTBOPUMOE BelecTBO puiIbTpoBanu, npomeiBanu EtOAc u BeicymuBand (6,7 r).
EtOAc cioit mpoMBIBaly BOJOH, BEICYyIIHBaIK ¢ noMousio MgSO4 n
KOHIIEHTpHpOBanu. [IpH mepeKpHCTAINIH3AHH U3 METAaHOIIa JOMOJHUTEIBHO
nonyganu 9ucThiit mponykt (0,64 r). MC (ES) MH™: 230 nns CoHgCINOy4; SIMP:
3,94 (s, 3 H) 8,32 (s, 1 H).

[IpoMeXyTOYHOE cCOoeJHHeHHe 252

2-x510p-5-(3ToKcuKkapbonun)-1.3-tuason-4-xkapboHoBag KHCIIOTa

K pacTBopy 3THN 2-XJI0p-4-(rHApPOKCUMETHN)-1,3-THa30n-5-KkapOokcuara (2,5
r, 11 Mmmons, [IpoMexyTrounoe coequneHne 215) B anetore npu 0°C MeaneHHO
no6aBisANH pacTBOP TPHOKCHIA XpoMa (2,26 1, 22 Mmoiis) B 20% KOHI. CEpHOH
kuciaoTH B Boae (20 ma). [Mocie mepeMemnBaHus MpH KOMHATHOH TeMIiepaTtype B
TeyeHHe 2 4acoB, J06GaBIIsIM H3omponaHou (1 M) niis yaaneHus
HepopearupoBaBIIET0 TPHOKCUa XpoMa. PeakIIMOHHYIO CMECh Pa3BOAMIIA BOJOH H
ameToH yaamsuti. Pacrpenensid ¢ METHIEHXIOPUAOM (X3), BEICYUIMBAIH € IIOMOIIBIO
MgSO4 n KOoHIIeHTpHUPOBaIH, ony4as 6enoe TBepaoe BemecTso (2,3 r, 90%). MC
(ES) MH": 236 mna C7HgCINO,4S; SIMP: 1,26 (t, 3 H) 4,31 (q, 2 H) 13,99 - 14,15 (m,
1 H).

[TpoMexyToyHOoe coeTHHEeHue 253

Arunosei 3bup 3.4-muxgop-5-xaopMmetuia-1 H-nuppon-2-kapO0HOBOH KHCIOTEI

B 4-x ropiyo KpyrioJoHHYIO Kol6y o6seMoM 22 11, 060pyHOBaHHYIO BEpXHEH
MelaNKoi, BOPOHKOH s 1oOaBIeHNUs KHUAKOCTEH, BXOOHBIM OTBEPCTHEM I a30Ta U
JAaTYMKOM BHYTpeHHeH Temneparyps 3arpyxanu (IIpoMexyrodnoe coenrnenune 254,

2000 r, 13,6 mMonb) u Terpaxyiopul yriepoja (12 x). PeakiuoHHyI0 CMECE OXTAXAAITH

Crp.: 257
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10 -5 °C u nob6asisinu cyapdypuI XJIOpUI IIPH TaKo# CKOPOCTH, 4TOOH TeMIeparypa
ne npepsimana 0 °C (1 yac). [Tonydyennas peakIMOHHas CMECh CTAHOBHIIACh OYEHD
ryctoif (Tak Kak ocaJka cTaHOBHJIOCh MHOTO, HabIIOAanl 3HAYUTEIBHOE BBIIEIECHUE
rasa) u eif mo3soysinu nepeMemmuBatses npu 0 °C B nenoM B TeueHue 4 4acoB I10ciie
no6asnenus. Ocalok GUABTPOBAIN U TBEPJOE BEUIECTBO a3€OTPONUPOBANH C
TOJIyONIOM IJIs ynajdeHus u30bITka cynsdypunxiopunaa. TBeproe BemeCTBO U
BLICYIIMBAIH B KOHBeKnHoHHO# meun mpu 50 °C, monyyas 3 (2077 1, 62 %) B Buge

TEMHO-IIyPILYPHOT'O TBEpAOro BeIlecTBa.

I[TpoMexyToyHOEe coeuHeHue 254

Stunoselil 23dup 5-Metun-1H-nuppon-2-kapOOHOBOMH KHCIOTEI

B 4-x ropiyro KpyriiogoHHyio koyify o6seMoM 22 1, 060py10BaHHYIO BEpXHEH
MeHIankoi, BOPOHKOH Ii1sl JoOaBIeHHs XKUAKOCTEH, BXOJHBIM OTBEPCTHEM AN a30Ta U
JAaTYHKOM BHYTpEeHHEH TeMIepaTyphl 3arpyxanu 3tui 3-okcobyranoar (1952 r, 15,0
MOJIB) H JIEASHYIO0 YKCYCHYIO KUcHoTy (5 1). ITonydyeHHsI# pacTBOp oxiaxzaany 1o 0
°C Ha JIeJsHO-BOAAHOMN 6aHe H MeUIEeHHO J100aBNsIM BOJHBIH PacCTBOp HUTPUTA
HaTpus (1242 r, 18,0 mons, 1,2 3xB, B 1875 mMn Boasr) (4,5 4aca), He O3BONIAA
HOBBIMATHECHA BHYTpeHHeR Temneparype Boinie 10 °C. 'oMoreHHOMy KpacHOMY
pacTBOpY MO3BOJISLIIM HArPEThCS 10 TEMIIEPATyphl OKPYKAIOIIEH Cpelbl K
nepeMeInuBany B TedeHue 48 yacos. LiBeT pacTBopa H3MEHSJICS CO CBETIIO-KPACHOTO
Ha XEJNThIA. 3aTeM peaKkIHOHHEIN cocya moMelaiy B KonboHarpeBarensb,
3aMoJHEHHBIH fedierMaTopoM U K00aBIsIH ONHOH mopiueil aneTunaneTalbIeruy
nuMmetunanerans (1982 r, 15,0 mons, 1 9kB) (Bepxymky aediierMaTopa OCTaBIAIH
OTKPBITOM /I BO3MOXXHOCTH OBICTPOTO BEIXOJla Ia3a NpH NOOABICHUH IIHHKA).
[Mopuusamu nobasnsnu MuHK (nopommok, 2156 r, 33 mMoms, 2,2 3kB) (¢ Tako#
CKOPOCTBIO, YTOOBI KOHTPOJHPOBAThH BhIICICHHE ra3a) B TeUCHHE 4 4acoB.
JloGaBiieHHe IUHKA JOBOJMIIO PEakuIo A0 (JerMsel ¥ nocie 1o0aBjIeHUs] TEMHO-
KpacHBIH pacTBOp HarpeBald B Konbe ¢ 0OpaTHHIM XOJNIOJAHIIBHUKOM JOMOJHATEIBHO B
teuenue 1,5 wacon. CozepxuMoe peakilii BIHBAJIN TOPSYNM B KOHTEHHEP 00BEMOM
50 1 ¢ 20 Xr J1pJa ¥ IO3BOJISIN IIepeMelTuBaTsC B Tedenne 16 gacos. [lonyuennyro
CyCIeH3uI0 (HIBTPOBAH, BEICYIIINBAIH B KOHBEKIIMOHHOM €M M
NICPCKPUCTAINIU3OBEIBAJIA U3 TOpA4Y€Ero reuTaHa, mojsy4das CBETIO-)XEJITOE€ TBEPAOLC

semectBo (312 1, 13,6% BBIXON).

Crp.: 258
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[IpomexyTounoe coenunenue 255

TUJ 3-THAPOKCH-4.4-TUMETOKCHIIMIIEpUANH-]-KapOoKkcHuIaT
l\|/1e I\Ille
0__0O

0

N

A

0"~ O

S

Me

K nepeMmenimBaeMoOMy pacTBOpY rHApoKcHaa Kanus (42 1, 752 MMOJIb) B
6e3poaaoM Metanone (100 mn), npu 0 °C u B atMocdepe Ny, 106aBIsIH pacTBOP ITHI
4-okconunepuaut-1-kapboxcunara (26,4 M, 29,96 r, 175 Mmmons) B 6€3BOAHOM
MeTaHoge (75 M) ¢ noMomsio mnpuna. IlonydeHHBIH pacTBOP NEpeMENTHBAIN
JOIIOJIHUTENLHO B TeyeHne 30 MunyT B atMocdepe N, ipu 0 °C. K Hemy,
HeGONBIIMMHY OPIHAME B TeUeHHe Mpuonu3uTensHo 90 MHHYT, 100aBIsIH
nonbenson nuanerar (84,6 r, 262 Mmons). B TeyeHHe 3TOro NEPHOJAa BpEMEHH
Temmneparypy noaaepxusain okono 0 °C. PeakIimOHHYIO CMeCh MEPEMELINBAIH B
TeyeHHe HouH B aTMochepe Ny, MOCTENEeHHO JOCTHIas KOMHATHOM TEMIIEPATYPHI.
ITonnoe npespamenune moaTBepxaand ¢ nomomsio TCX (50% sTunanerar B rekcaHax;
naTHo Hanessian; Rf ~ 0,25) yrpom. PeaknuoHHYIO cMeCh KOHIIEHTPHPOBAIIH B
BakyyMe. K ocratky no6aBnsinu npubrnusutensHo 50 M BOJBI; U3 3TOM CMeCH
SKCTpardpoBaiy HEOUYHIIEHHBIH npoayKT sTunaneraToM (3 X 200 ma). Opranunveckue
cJIou OOBEUHSATH, BRICYITHBAIN HAJ CyNb(paToM Maruus, 1 KOHIEHTPUPOBAIIH.
HeouHumeHHBIH NPOAYKT OYHIIAIM, HCIIONB3Ysl KOJIOHOYHYIO XpoMaTorpaduio
(cunuxarens; 10-65% sTunanerar B rekcaHax), noxydas 26,74 r (66%) cserio-
KEJITOro Macna.

MC (ESI) M: 233 mns C1oH;sNOs. 'H IMP (CDCl3): 1,22 (t, 3H), 1,69-1,86 (m, 2H),
2,20 (m, 2H), 2,86 (t, 1H), 3,22 (s, 3H), 3,23 (s, 3H), 3,74 (m, 1H), 3,95 (m, 2H), 4,11
(g, 2H).

IIpoMexyTO4YHBIE coequuenns 256-257

CJ'IGJI}’IOIIIHC HpOMe)I(yTO‘{HLIe CO€JUHCHHUS CHHTC3UPOBAJIN ¢ NOMOUIBIO

ME€TOAa, aHAJIOTHYHOI'0O OIMTUCAHHOMY IS HpOMC)KyTO‘IHOrO COCMHHCHUA 28 uim

Crp.: 259
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[IpomexyTodHoro coefMHeHUs 59, U3 ucxoaHbIX BeulecTB (VIB), MpUBEICHHEIX B

TabJIHIE HAXKE.

Ilp. | Coequnenne JlanHble 1B

256 | Quc(x)-5tun 4-aMuHO-3- MC (ESP): 227 (M+H) | IIpomexyrouyHoe
(mpon-2-un-1- s C11HisN20;3 coequHeHue 146
UJIOKCH )THIIePUAHH- 1 -
KapOokcunat

257 | Quc(x)-Orun (4-aMmuHO-3- MC (ES) MH™: 217 nns | ITpomesxyTouHOE

STOKCHITHIIEpUIUH- 1-
kapOoKcHIIaT

Ci0H20N203

coeaunenne 156

[IpoMexyTounrie coeaunenus 258-259

Canenyromue [IpoMexxyTOUHBIE COETUHEHHS CHHTE3HPOBAIH € ITOMOIIBIO

METOJda, aHAJIOTHYHOr 0 OITACAHHOMY )1 npOMe)KYTO‘IHOI‘O coenquHeHus 37 unm

ITpomexyTounoro coequHenus 83, u3 ucxonuwix Bemects (MB), npuBeneHHEIX B

Tabaune HUXeE.

IIp. | Coenunenue JlaHHBIE VB

258 | mpem-Bytun (35,4R)-4-{[(4-xn0p-5- MC (ES) MH": 360 | ITpomexyTounoe
MeTun- 1 H-nuppoi-2- ans coequHeHue 64 u
U1)KapOOHUI |aMUHO }-3- C16H23CIFN;03; IIpomexyTodHoe
¢TopnunepuuH-1-KapookcuIaT coequHeHUe 6

259 | mpem-6ytun (35,4R)-4-{[(4-x5n0p-3- MC (ESP): 530 IIpoMexxyTouHOE
¢rop-5-meTmi-1-{[2- (MNa") ans coelUHEHHE 263 U
(TpuMetriicunua)sTokcuMetun }-1H- | C2oH3sCIFaN304Si | IIpomexyTodynoe

NUppo-2-un)kapOoOHWI|aMHUHO }-3-
(¢ropnunepuinH-1-xKapbokcunar

coeMHeHue 64

IIpoMexyTouHEBle coequHenns 260-261

Cnenyloume HpOMe)KYTOLIHBIC COCAUHECHHSA CHHTEC3UPOBAIN C ITOMOINBIO

MeTOoda, aHAJIOTHYHOI'0O ONHCAHHOMY IJId HpOMe)KYTO‘-IHOFO coenunenus 50 unu

[TpomexyTouHoro coenuHeHus 74, u3 ucxonusix semects (MB), npuBeneHHEBIX B

Tabuie HUXe,

Crp.: 260
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ITp. | CoennHenue JlanHble VB
260 | 4-Xnop-N-[(35,4R)-3- MC (ES) MH": 260 nns IIpoMexyTouHOE
fluorokcununepuIuH-4- C11H;5CIFN3;O coenuHeHne 258

un|-5-merun-1H-nuppoin-
2-xapbokcaMu

Cl
MN""CN”
Me N o) F\\

H
261 | 4-xnop-3-¢pTop-N- MC (ESP): 278 (MH") mna | IIpomexyToutoe
[(3S,4R)-3- C11H14CIF,N5;0 coequHeHne 262

¢TopnunepuiuH-4-Hi]-5-
MeTHI- 1 H-muppoi-2-
KapOoKcaMu

IpoMexyTouHOE coefHHEHUE 262

mpem-0ytia (35.4R)-4-{[(4-xn0p-3-dTOp-5-MeTun-1H-nupposu-2-

ui)kapbonualaMuto }-3-bropnunepuauH-1-kapOokcuiat
mpem-6ytun (35,4R)-4-{[(4-xnop-3-bTop-5-meTni-1-{[2-

(TPUMETHJICHIIMI)ITOKCH|MeTH } - | H-IIHPPOI-2-UN)KapOOHHI|aMHHO } -3-

dbTopnunepuaus-1-kapbokcunar (Ilpomexyrounoe coenunenue 259, 80 mr, 0,16
MMoJb) pacTBopsanu B 6e3sogHoM TI'® (6 M), 3aTeM 106aBisnn GTOPUA TeTpa-OyTHI
amMoHHs (1 Mi, IM B TT'®) u sTuneHanaMuH ( 1 MMOJIB), 3aTEM CMECh
nepememuBain npu 500C B TeyeHue HOUH. [Tocne oxnaxaeHus 10 KOMHaTHOHA
TeMIIepaTypHl, PeaKMOHHYIO CMECh Pa3sBOIMIM 3THIaneTaToM (20 MII) ¥ IPOMBIBATH
HACBHICHHBIM BOJIHBIM OGukap6onaToM HaTpus (10 Mir) u consHeIM pacTBopoM (10
MJI), BEICYIIHBAIH Hall G€3BOJHEIM Cynb(paToM HAaTPHs, KOHIEHTPUPOBAIH H OYHIIAIH
IIyTeM KONOHO4HOM xpomarorpadun (100%~70%rexcanpl/aTHIAETAT), MOTyYas
TpebyempIii mpoayKT (55 Mr).

MC (ESP): 378 (MNa") st Ci6H22CIF2N30;3

'H-SIMP (CDCl3) O: 1,46 (s, 9H); 1,84 (m, 2H); 2,24 (s, 3H); 2,89 (m, 2H); 4,28 (m,
2H); 4,50 (m, 1H); 4,70 (m, br, 1H); 6,32 (m, 1H); 9,36 (br, 1H).

[IpoMexyTouHOE coefuHenue 263

4-x10p-3-dhTOp-5-MeTII-1- {[2-(TPUMETHICHIHI)3TOKCH ]MeTH } - 1 H-THppOI-2-

KaDGOHOBa}I KHCIIOTa

Crp.: 261
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mpem-0yTuin 4-xaop-3-¢drop-5-Metun-1-{[2-(TpUMETHUICUINI)ITOKCH [METHII } -
1 H-muppon-2-kapbokcunar (IIpomexyrounoe coenunenue 264, 100 Mr) pacTBopsiu B
N-meTun nuponuausore (10 mi), Harpesanu 10 200°C B TedeHue 30 MUHYT.
[Mony4yeHHBIH pacTBOP HCIIOJNB30BAIM Ha CIEAYOMER cTaiun 6€3 JONOTHUTENLHON

OYUCTKH.
MC (ESP): 307 (M) s C12H 9CIFNO;Si

[IpoMexyTouHOEe coeARHeHne 264

mpem-6yTuia 4-xnop-3-brop-5S-metui-1-{[2-(TpuMeTHICHINI)3TOKCH |MeTu } -1 H-

nuppo-2-KapOoOKCcHIIaT

mpem-6yTuin 3-6pomM-4-xy0p-5-MeTui-1-{[2-(TpUMETHICHINI)ITOKCH [METH I | -
1 H-nuppon-2-kap6okcunar (IIpoMexyrounoe coenunenune 265, 480 mr, 1,13 Mmorns)
pacteopsny B 6e3soanom TI'®(8 mir), oxnaxmanu o -78°C, mo KarisM goGaBIsiiy H-
BuLi (2,5M B I'ekcane, 3,39 MMOJIb) B CMECH ¢ IOMOUIIBIO IINPHIIA H CMECH
nepeMemusany npu -78°C B Teuenne 30 MunyT, 3atem GbicTpo H06aBasnu N-
®ropbensoncynsponumun(l,25 r, 3,96 mmons B 5 i TT®/Tonyona 1:1), nocne
3TOTO MONYYEHHYIO CMeCh TepeMenBany npH -78°C B Teuenne 30 MUHYT H
MeIJICHHO HArpeBaliy BIUIOTH O KOMHATHON TEMIIEpaTypsl B TeUeHHe 12 9acos.
PeakuuoHHyto cMech 3akanupaiu npu 0°C xamnsmu HacsimeHHoro pacrsopa NH4Cl u
3areM pasBoauiau EtOAc (50 mi). Opranudeckyio ¢a3y mpoMBIBaTH COISHBIM
pPacTBOPOM H BBHICYIIHBaJIH HaX 6e3BogHEIM MgSO,, KOHIIEHTpUPOBAIH, N10Ty4dast
MAacJIo ¥ OYHINAJIK MyTeM KOJOHOYHOM ¢uam-xpoMarorpadun, smoupys 10% EtOAc B
rekcanax. TpeGyeMsIii MpOAYKT IONydasid B BUJe Macna (125 mr).
MC (ESP): 364 (MH") nna C1sHy7CIFNO;Si
'H-SIMP (CDCIl5) O: 0,00 (s, 9H); 0,90 (t, 2H); 1,58 (s, 9H); 2,31 (s, 3H); 3,52 (t,
2H); 5,70 (s, 2H).
PF.SIMP (CDCls) O: -148,85

[IpoMexxyTOYHOE coequHeHue 265

mpem-0yTHI 3-6poM-4-xJ10p-5-MeTriI-1-{[2-(TpHMEeTHICHIH N )3TOKCH [MeTH } -1 H-

nuppoin-2-kapbokcunar

Crp.: 262
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Otun 3-6pom-4-x10p-5-MeTun-1- {{2-(TpHMETHIICHIHII)3TOKCH [MeTHIL } -1 H-
nuppon-2-kap6okcunar (IIpomexxyTouHoe coequHeHne 266, 564 mr, 1,42 MMOIB), t-
Byrunanerar (330 mr, 2,84 MmMonb) u kanuii t-6ytunar ( 0,14 MMoIb) CMEIIHBAH
BMECTE M IepeMelllnBaIyN IPH KOMHATHO TeMuepaType B TeueHHe 10 MUHYT,
KOHIIEHTPHPOBAJIH, [T0dy4as Maciio B Bakyyme. K peaklHOHHOM cMeCH CHOBA
no6asimsuta t-6yTunanerar (330 mr, 2,84 MMonb) u kanuii t-Gytunar ( 0,14 MMoIIB),
CHOBA IIOBTOPSS TAKYIO Xe MeTOAUKY. [lolydeHHyI0 HEOUYHIIIEHHYIO PEaKIHOHHYIO
cMech (PMIBTPOBAH Yepe3 HEOOJIBIIONH CIIOH CHIMKAred, IPOMBIBAIIH STHIIAIICTATOM,
00BeIMHEeHHEBIH (PUIBTPAT KOHIEHTPHPOBAIIH, IOJyYas Macja0 U OYUINAIH IyTEM
KOJIOHOYHOH XpomaTorpaduu (2% sThaleTaT B rekcaHax), moaydas TpeGyeMsbri
IpOAYKT B Buae Macia (485 Mr).
'H-SIMP (CDCls) O: 0,00 (s, 9H); 0,90 (t, 2H); 1,58 (s, 9H); 2,33 (s, 3H); 3,52 (t,
2H); 5,75 (s, 2H)

IIpoMeXyTOUYHOE coeqnHeHne 266

St 3-6poM-4-x710p-5-MeTri-1 - {[2-( TPUMETHICHIHI )ITOKCH | MeTHI } - | H-TUPPOJI-2-

kapOokcHnaT
K cycnensuu renpuaa Hatpus (76 Mr, 3,16 MMorns) B 6e3soguoM JIMDA (5

MIT), I0BaBIISAIH PacTBOP STHI 3-6poM-4-xJ0p-5-MeTHI- 1 H-muppoin-2-kap6okcuiara
(ITpomexyrounoe coexunenue 267, 420 mr, 1,58 Mr), mony4YeHHYIO CMECh
nepememusany npu 0°C B Tedenne 30 MEHYT 1O IpeKpalleHHs BeeNeHus rasa. llo
KaIuIsiM XOGABIIANH TPUMETHIICHIMI-eTornMeT) xaopun (315 mr, 1,89 Mmoib) 1
IEepPEMEIIUBAIE B TEYCHHE HOYH, IIPH OTOM PEaKIHOHHOH CMECH MTO3BOJIANIH HAarpeThCs
JI0 KOMHATHOM TeMIepaTyphl MeJUIeHHO. PeakIMOHHYIO CMECh 3aKaIuBalH C
IOMOLIBIO XOJIOJHOM BOJBI, Pa3BOAMIN NPOCTHM 3¢ upom (20 M), MPOMBIBANH BOJOH
¥ COJISHBIM PACTBOPOM, OPTAHMYECKHH CIIOM BBICYIIMBANK HaJl 6€3BOAHBIM CYIbhaTOM
HATPHA, KOHIEHTPHPOBATH ¥ OYHINAIY IIyTeM KONOHOUHOH XpomaTorpaduu (95%

reKkcaHbl B 9THJIAlETaTe), Honydas TpeGyeMEBIil IPOAYKT B BHAE Macna (624 mr).

Crp.: 263
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MC (ESP): 397 (MH") xna Ci4Hp3BrCINO;Si
'H-sIMP (CDCls) O: 0,00 (s, 9H); 0,90 (t, 2H); 1,43 (t, 3H); 2,38 (s, 3H); 3,55 (t,
2H); 4,34 (g, 2H); 5,75 (s, 2H).

ITpoMexyTo4yHOEe coenquuenue 267

Dtun 3-6poM-4-xa10p-5-meri-1H-nuppon-2-kapbokcuaar

Otun 4-xnop-5-metui-1 H-nuppon-2-kap6oxcunat (IIpomMexyrounoe
coexunenue 7, 300 mr, 1,6 MmMoip) pacTBopsid B 6e3BoiHOM auxiaopMerane (10 mi),
nobGasmsau N-6pomcyknunuMun (285 mr, 1,6 mmons) npu 0°C u moIydeHHYIO CMeCh
nepeMEIINBAIN IPH KOMHATHOM TeMIepaType B TeueHHe Ho4H. CMecCh BIIMBAJH B
XOJIOZHBIH BOAHBIN pacTBOpP rEApokcuaa HaTpus (2M) (20 M), aKCTparupoBanu
IPOCTHM AXUITHIOBEIM 3dHpoM (2x20 Mir). 3aTeM OpraHHYECKYIO a3y IPOMEIBAIH
BoJI0# (20 MJI) ¥ CONISHBIM pacTBOpoM (20 MiT), BEICYIIHBATH HaJ O€3BOHBIM
cyns(haroM HaTpHs, KOHIEHTPHPOBAIH M OYHINAIM HYTEM KOJOHOYHOM
xpoMarorpadun (reKcaHsl/3THIANETAT, TPAJNEHT), Modydas TpeOyeMbldl IPOIYKT B
BHJIE XKEJITOBATOr0 TBEPAOro BewecTBa.(424 mr).

MC (ESP): 266 (MH") ans CsHgBrCINO;
'H-SMP (CDCl3) O: 1,39 (t, 3H); 2,32 (s, 3H); 4,34 (q, 2H); 9,04 (s, br, 1H).

ITpoMexyTouyHOE coequHeHne 268

Tpanc(+)-mpem-6yTin-4-[(1ndbeHnIMeTHIEH )JaMHUHO | -3 -THIPOKCHITHIIEPUJIHH-1 -

kapOokcuiar
mpem-6yTHI-4-aMUHO-3-rHApOKCUNHIepUANH- 1 -Kap6okcmar (11,9 r; 55

MMoITh) 1 6eH3zodpenonumuH (10 r; 59 Mmoins; 1,05 3kB.) pacTBOpsIM B 6€3BONHOM
TOJIyOJle M HAarpeBajy B KojiGe ¢ oGpaTHEIM XONOXNIBHEKOM B TeueHde 18 yacos. 3a
peaknuueii Habmonanu ¢ nomomsio TCX (30% EtOAc / rexcansi ¢ 0,1%
TPUITHIaMHHOM). HeoyHnImeHnHyro peakIMOHHYI0 CMeCh KOHIIEHTPHPOBANN H
OYHIIANH MyTEM KONOHOYHOH d3m-xpoMaTorpaduu. IIpH BriIeICHHH [10JTy4alH
18,4 r yKa3aHHOTO B 3arJlaBHU COSJHHEHH ¢ BRIXonoM 86%. XKX/MC

(ESH[(M+H)"]: 381 ms Cp3HpsN,05.

poMexyTouHOe coenuHeHHe 269

Ctp.: 264
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Luc()-mpem-6yTa-3-azugo-4-[(nudeHnIMeTHIEH )JaMHHO |HIHITEpHAHH- 1 -

KapOoKcusIaT
B BricymeHHo# miameneM konbe Tpudpenundochun (3,86 r; 14,7 mmons; 2

5KB.) pactBopsiin B 6e3poguoM TT'® (15 mi) u oxnaxaanu g0 0 C. Memnenso no
kamasaMm go6asnsau DIAD (2,97 r; 14,7 mMons; 2 3kB.). [lpu nobaBienun
obpazoBeiBasics Oensiit ocanok. Hob6asnsnu TI'® pactBop, coaepxamui mpem-
OyTui-4-[(1udeHnIMeTHIICH )aMUHO | -3 -THAPOKCUTIHIIEPH AU H- 1 -Kap6oKcuIat
(TpoMexyTouHoe coeauneHue 268, 2,8 r; 7,36 Mmons) (xonudectso TI'® Geu10
TaKMM, YTOOBI KOHEYHAsA KOHIEHTPANMs CIIUPTa cocTaBisia okoyo 0,5 — 1M).
[Tony4yeHHyIO0 peakHOHHYIO B3Bech nepememusan npu 0 C B Teuenne 30 MHHYT.
IMocne storo nob6asnsanu (PhO),PON; (4,05 r; 14,7 MMonb; 2 3KB.) B pEaKIIHOHHOHR
CMECH TI03BOJISAIIM HArpeThcs 0 KOMHATHOM TeMIlepaTyphl U NepeMEIINBAIH B
teuyenue 12 yacoB. Habmromann ¢ momompo XX/MC. PeakunoHHYIO CMECh
KOHIIEHTPUPOBAIK M OYMINAIH MyTeM KOJOHOYHOH ¢uam-xpomarorpaduu (0 - 30%
EtOAc / rekcansl ¢ 0,1% tpustunamuaom). [Ipu Belaenenunu nony4ans 2,13 ¢
yKa3aHHOTO B 3arJIaBHH COEAHHEHHS ¢ BEIXogoM 71%. XX/MC (ESH[(M+H)']: 406
a1 C3Hz7N50,.

IIpoMeskyTouHOe coeaHenue 270

Huc(Fympem-6yTin-4-aMuH0-3-a3uJ0NUNEPUIHH-] -Kap6okcHIaT
NH

2

>0
N
O)\O
Me/{\ Me

Me

mpem-6yTui-3-a3uno-4-[(andeHuIMeTHIICH)aMUHO |nHNEpHAKMH- | -KapOoKcuIaT
(TlpomexyTounoe coenuHerue 269, 1,36 r; 3,3 MMonp) pacTBopsnu B 10 Mi BogHOTO
Tr® (5% H,0). Jo6asnsnu oot moprueit PPTS (850 mr; 3,4 mmons; 1,03 3KB.).
Yepes HECKOJIBKO MHHYT H3HAYAIbHO MYTHBIA PacTBOP CTAHOBUIICS NTPO3PAaYHBIM.
[ocre 3aBepureHus peakuu (4To onpegesin ¢ momonipio XKX/MC anannsa)
PEaKIMOHHYIO CMeCh KOHIEHTPUPOBAIIM H a3€0TPONUYECKA BEICYIIHBAIHA C IIOMOIIBIO

alleTOHUTpHIA. Bes mononHutensHo# ounctku. (KX/MC: nabmonann HCYE3HOBCHHUE

Ctp.: 265
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ucxoiHoro BeniecTna i o6pazoBanue Ph,C=0. [IpoaykT He HabnOMaNK BCIEACTBUE

OTCYTCTBHS XpoModopa).

IIpoMexyTouHOE coenuuenne 271

Huc(£)mpem-6yTun-3-asugo-4-{[(3.4-nuxnop-5-metui-1 H-uuppon-2-

wikapbonuilaMmuuo Y nunepuau-1-kapboxcuaar

Heouunmenuslt mpem-6yTun-4-aMuno0-3-azuionunepuiuH-1-kapbokcunar
(IIpomexytounoe coexunenue 270, 3,3 mmous) pacteopsnu B 6e3pogaom CH,Cl, (10
mia) u DIEA (1,27 r; 1,6 Mn; 9,9 MMonb; 3 3xB.). PactBop oxnaxmanu 10 0 C u
no6amnsnu 3,4-auxnop-5-merui-1H-nuppon-2-kap6orun xnopux (736 mr; 3,5 MMonb;
1,05 skB.). Peaknus 3aBepmanack B TeueHne 30 munyTt. Paspoamau CH,Cl, n
npombiBanu HyO (x2), cONSHEIM pacTBOpoM H BeIcylnuBaind Hag Na,SOy.
QunbTpOBaNd U KOHUEHTpUpoBany. OuHIIaIN NyTeM KONOHOYHOH G-
xpoMatorpapun (0 — 60% EtOAc / rexcansr). Ilpu Beigenenun nosydanu 967 Mr ¢
BBIXOJ0M 69% Mocie ocyIecTBIEHUs ABYXITalHOH mocaeaoBareapHocT. XKX/MC

(ES.)[(M-H)-]Z 415, 417 pIaj e C16H22C12N603.

IIpoMexyToyHOE coeIUHEHHE 272

uc(XIN-(-3-asugonunepuane-4-un)-3.4-quxiuop-S-metwi- 1 H-nupposa-2-

kapboKcaMHI THAPOXJIOPHL.

mpem-6yTun-3-asuno-4-{[(3,4-nuxyiop-5S-metmn-1 H-nuppo-2-
wn)kapbonunjaMuHo } nunepuauH- 1 -kapbokcunar (IIpomexyrounoe coenuaenue 271,
967 mr; 2,3 mmous) pactBopsanu B 4 H. HCI B quokcanax (20 mi) u metanose (10 mi).
PactBop mepeMemmuBany B TedeHue 2 yacoB ¥ Habmonanu ¢ noMomsio XXX/MC.
[ocne 3aBepmeHUs peakIIud PacCTBOPUTEINH YAASIN U HEOUHIIEHHYIO PEaKIIHOHHYIO
CMECh a3e0TPOINHPOBANH C MeTaHOoIOM Juts yaanenus u3oeitka HCIL. bes
JOTMOJMHUTENbHOH oyncTkH. XX/MC (ESH[(M+H)']: 317, 319 mnsa Ci,H;4C1NO.

[IpoMexyTouHOE coeauuenue 273

(2R)-2-MeTokcunponan-1-amud runpoxsopun (1725-162)

mpem-Bytun [(2R)-2-meToxcunponunjkapbamar (Ilpomexyrodnoe
coenunenue 277, 0,33 r, 1,74 mMons) u conguyio kuciaory (4 M, 1,5 mi) obveauHsanu

H NEepEMECIIUBAIA IIPpHU KOMHAaTHOH TEMIICPATYPE B TCUCHHUC JIBYX HACOB. 3areM CMeCh
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KOHIEHTPUPOBATK ¥ PACTHPATH B IIOPOIIOK C IIPOCTHIM AASTHIOBEIM 3HPOM,

nonyyas 6es10oe Kpuctajinyeckoe TBepaoe BemecTso (0,20 r) B kadecTBe NPOAYKTA.
AMP: 1,14 (d, 3H), 3,30 (s, 3H), 3,35- 3,45 (m, 2H), 7,99 (brs, 3H)

[IpoMexyToyHEBIE coequuenus 274-275

CJIClIYIOIJlI/Ie COCIHHECHHA ITOJIy4Yalikl COrjlaCHO METOAUKE IJIA HpOMC)KYTO‘IHOI‘O

coexnHeHUs 273 uian IIYTEM THAPHPOBAHHA, HCIIOJNB3YS HCXOAHEIC BCINECCTBA.

[Ip. | Coenunenue JlanHbIE 1B
274 | (25)-2-metokcunponan- | SAMP: 1,14 (d, 3H), 3,30 (s, | [IpomexyTouHoe
1-aMHH TUAPOXJIOPUI 3H), 3,35- 3,45 (m, 2H), coeJuHeHne 278

7,99 (brs, 3H)

275 | (2R)-1-Metoxcunpomnan- | SIMP: 1,14 (d, 3H), 3,29 (s, | IIpomexyrouHoe
2-aMHH THAPOXIOPUNI 3H), 8,07 (brs, 3H), coennHenue 276
OCTaJIbHBIC ITHKH CKPBITHI
MOJ1 3HAYUTENbHBIM THKOM
BO/Ibl

IIpoMexxyTouyHoe coequHeHne 276

Beusun [(1R)-2-MeTokcH-1-MeTHISTHI ] KapbaMaTt

K pacrBopy 6ensui [(1R)-2-ruapoxcu-1-metunstui]kapbamara (0,5 r, 2,38
MMOJIb) B anteToHuTpHie (20 Mn), nobarnsnn oxcun cepedpa ( 3,8 1, 13,09 Mmous),
3aTeM nobasisuma Metwinionun (1,94 mn, 23,8 mmons). [lonydenHyo cMech
NepeMENINBAIM B TeYEHUE HOUH IIPH KOMHATHOMU TeMmepatype. HepacTBopuMyro colb
OoTGUIBTPOBANH U QUIBTPAT KOHUEHTpHpoBanH. OcTaToK XpoMarorpaduporary,
UCIHIONB3YySd AUOKCUA KPEMHHUS U CUCTEMY BTI/I.TIaI_IeTaT/I‘eKCB.HLI B Ka4YeCTRBE 3MIOEHTAa, !
nony4anu TpebyeMbli MpoaAyKT B BuAe npo3paunoro macna (0,38 r).

MC (ES) MH+Na: 246 msa C;H;7NO;;
SMP: 1,01 (d, 3H), 3,12- 3,17 (m, 1H), 3,22 (s, 3H), 3,25-3,26 (m, 1H), 3,60-3,75 (m,
1H), 5,00 (s, 2H), 7,16 (d, 1H), 7,29-7,36 (m, 5H)

ITpoMexyTodHoe coejguHenue 277

mpem-byTui [(2R)-2-METOKCHIPOIHII |JkapbaMaT

K pactBopy mpem-6ytun [(2R)-2-ruapokcunponun]kapbamara (0,4 r, 2,28
mmous) B TT'® (5 mi), nob6asmsumn ruapug Harpus (0,06 r, 2,51 mmons) ipu 0°C .

Iony4eHHHIH pacTBOp MepeMelIuBaId B TedeHue 30 MUHYT NPHU 9TOH TeMIeparype U
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3aTteM nobaBisanu metuiiioaun (0,14 i, 2,28 MMons). PeaknuoHHYIO CMeCh
MEJIEHHO HarpeBaJid 1O KOMHAaTHOH TEMIEpPaTyphl B IO3BOJISIH MTepeMEIUBAThCS
JOITOTHUTEJIBLHO B TE€YEHHE ABYX 4acOB. PEaKIIHOHHYIO CMECh 3aKaluBalH IyTeM
n00aBIEHHS BOABI M OKCTParHpOBa/IH dTHIANETaTOM. JKCTPAKT IPOMbIBAJIM
pacTBOpoM OGukapboHaTa HaTpus, BOJOK U CONSHBIM pacTBopoM. Ero BrlcymuBanu
HaJ Cynb(paToM MarHusi 4 KOHHEHTpHUpoBaiu. TpeOyeMBblil IPOAYKT I10JIy4aH B BHJIE
npo3paunoro macia (0,31 r) 4 oH He HyX)X/aeTcs B JOIOJHHTEILHOH OUHCTKE.

JAMP (CDCl3): 1,15 (d, 3H), 1,43 (s, 9H), 3,31- 3,33 (m, 2H), 3,34 (s, 3H), 3,77-3,81
(m, 1H), 4,66 (brs, 1H)

IIpoMmexyTouHoe coenrHenue 278

mpem-byrun [(25)-2-MeTokcunponui Jkapbamar

YKa3zaHHOE B 3arjaBHU COCAMHEHHE CUHTE3HPOBAJIX C MOMOIIBIO METOAA,
anajoruysoro cuutesy Ilpomexyrounoro coequnenns 277, ucnonp3ys B Ka4ecTBe
HCXOAHOTO BelecTBa mpem-0yTui [(28)-2-ruapokcutiponun|kapbamMart 1 ankKmiIupys
€ro ¢ METHIHOJUIOM.

SMP (CDCl3): 1,15 (d, 3H), 1,43 (s, 9H), 3,31- 3,33 (m, 2H), 3,34 (s, 3H), 3,77-3,81
(m, 1H), 4,66 (brs, 1H)

Ilpumep 441

Caenyromuii IlpuMep roToBHIM ¢ MOMOIIBIO METOAUKH, onucanHoit B [Ipumepe

203, u3 yka3aHHBIX HCXOQHEIX BelecTB (UB)

IIp. | CoennHeHHE JlanHEIE VB

441 | stun 2-((35,4R)-4-{[(3.4- MC (ES) MH":605 nns | [lpumep 188 u [2-
auxnop-5S-merun-1H- Co4H33C1;N50O4S; METOKCH-1-
Uppon-2- (METOKCHMETHIT)3THII|aM
un)kapOoHuI|aMuHO }-3- uH (ChemPacific)

METOKCHUNUIIEPUIHH- 1 -HIT)-
4-({[2-MeTOKCH-1-
(METOKCHMETHII)3THII |aMHH
o}kapbonmn)-1,3-THazon-5-
kapGokcuiiar

IIpumep 442

Crnenyromuit [IprMep roTOBHIM ¢ IOMOIIBIO METOAMKH, onucanHol B IIpuMepe

383, u3 yka3zaHHBIX HCXOMHBIX BenecTr (UB)
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[Ip. | CoenuHenue JlaHHEIE VB
442 | 2-((35,4R)-4-{[(3,4-nuxnop-5- MC (ES) MH™: 578 s [Mpumep 441
MeTI/In-lH-III/IppOJ'I-z- C22H29C12N507S
H1)kapOOHMII|aMHHO }-3- AMP: 1,77 (s, 2 H) 2,19 (s,
METOKCUIIHIIEPUIAUH-1-1i)-4- 3 H) 3,24 (s, 3 H) 3,27 (s, 3
({[2-meTOKCH-1- H) 3,38 (s, 5H) 3,49 (s, 6
(MeTtoxcumetmn)aTun|amuuo}ka | H) 4,32 (s,2 H) 7,18 (s, 1
pbonun)-1,3-ruazon-5- H) 8,93 (s, 1 H) 12,16 (s, 1
kapboHOBas H) 16,17 (s, 1 H)
KHCIOTa
Ci Cl
i M. o
Me N e
oo o’ N\g/ / N/(/oyl
"Me OH
(e}
[Ipumep 443

Crenyromuii [Ipumep nosiydand ¢ IOMOIIBK0 METOIHKH, OITHCAHHOHN B IpUMepe

417, u3 ykasaHHBIX HCXONHBIX BemecTB (MB)

IIp. | Coenunenue Jlannsle VB
443 | matpuii 2-((35,4R)-4- {[(3,4- MC (ES) MH": 578 mna [Tpumep 442
auxaop-5-metun-1H-nuppon-2- | CpHy3CloNsO7SNa

un)kapboHHII]aMUHO }-3-
METOKCHIIHIIepUIUH-1-1i1)-4-
({[2-mMeTOKCH-1-
(METOKCUMETHII)3THII|aMHUHO } Ka
p6onmn)-1,3-Tuazon-5-
KapOOKcHIIAT

Cl Cl Me
Iy M. O o 4
Mefg\‘( N
LR N\f/ N’Co,we
e le}
0

AnayKr (core)
Na*

o’
M

SIMP: 1,70 (s, 2 H) 2,17 (s,
3 H) 3,21 - 3,26 (m, 6 H)
3,34 (s, 4 H) 3,35 - 3,38 (m,
6 H) 3,49 (s, 1 H) 3,86 (d, 1
H) 4,04 - 4,16 (m, 3 H) 4,22
(s, 1 H) 7,18 (d, 1 H) 12,17
(s, 1 H) 13,33 (d, 1 H)

®opmyia u300peTeHust

1. Coenunenue ¢popmyisl (1):

Rr1

N
W,

3

(1)

X
W
(RY)

B KOTOpOW R! BBIOpaH U3 BOAOpPOa, rajoreHa, C; _4ankumia;

R2 BBIOpAH U3 BoJopoaa, rajgoreHa, C, _4alkua;

R BBIOpaH U3 BOAOPOA, ralloreHa, aHo, C;_4alKuia;

W npezcrasiset co6oit -N(R)-;
X IpesicTaBiIseT co60i MPOCTYIO CBS3b;
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KOJIBIO A TIpeCTaBIIsIeT COOOM HEHACHIIIIEHHOE UJIH YaCTUYHO HACHIIIIEHHOE KOJIBIIO,
coaepxariee 5-6 aTOMOB, U3 KOTOPBIX OJIMH WM JBAa aTOMA HE3aBUCUMO BBIOPAHBI U3
a30Ta U CePbl; WM HEHACHIIIICHHOE WX YaCTUUHO HACBIIIEHHOE OUIMKIINIECKOE KOJIBIIO,
cozaepxkartiee 9-10 aToMOB, U3 KOTOPBIX OJIMH, IBA WIM TPU aTOMa BbIOpAHBI U3 a30Ta U
CEpBHI;

R* 1 R SBIISIOTCSA 3aMECTUTENISIMU HA aTOME YIIIepPO/Ia U He3aBUCUMO BBIOPAHBI U3
rajoreHa, HUTpo, IMaHoO, THIPOKCH, aMMHO, KapOOKcH, kKapOamowuiia, popMua,
ruapokcunMuHomMetuna, C; _jankokcummuHomMetuna, C, _jankuna, C; _4aJKoKCH,
C,_sankanouna, C,_jankanowramuHo, N-(C; _sankun)kapoamowna, N,N-

(Cy _4amxun),kapoamounna, N-(C; _jankokcu)kapbamonita, N-(C; _samkum)-N-

(C, _4ankokcn)kapbamouna, C_sankunS(0),, rae a paBHo 0-2, C;_4aIKOKCUKapOOHUIIA,
C,_sankokcukapooHuwTaMuao, Cy _4alKuiCyab(POHUTIAMUHO, (HACBIIIEHHOTO WU
HEHACBIIIEHHOTO YIIIePOJHOTO KOIbIA, copepamero 3-7 atomoB)-R - wmu
(HACBIIIEHHOTO, YaCTUIHO HACHIIIEHHOTO WM HEHACBIIIIEHHOTO KOJIbla, COAepKaIero 5-6
ATOMOB, U3 KOTOPBIX OJIMH WIX BA ATOMA BEIOPAHBI U3 430Ta, KHCIOpoaa u cepbl)-R'!-;
rae R* u R® He3aBucHMO Apyr OT Apyra HeoOs3aTeIbHO MOTYT OBITh 3aMEIIEHBI Y aTOMa
yrieposa ogHuM wii 6onee R'%;

R® npexncrapmnser co6oit BOIOPO;

n paBHO 1-4; Tie 3HaueHNs R* MOTyT GBITh OJMHAKOBBIMH WIN PA3HBIMH;

m paBHO 0-4; rie 3HaYeHust R> MOIyT GbITh OJMHAKOBBIMU MM PA3ZHBIMHU;

R!% BBIGpaH U3 43110, raIOreHa, HUAHO, TUAPOKCH, aMUHO, KapOokcH, C|_4alIKua,
C,_,ankenuna, C,_jankununa, C;_jankokeu, C;_sankanowna, N-(C; _sankum)amuno, N,N-
(C, _4anxun),amuno, C;_zankunS(0),, rae a paBHO 0-2, (HACBIIIEHHOTO WX
HEHACHIIIEHHOTO YIIIePOIHOTO KOJIbLA, CoAepX)amero 3-7 atoMoB)-R 14 nin
(HACBIIIEHHOTO, YaCTUIHO HACBHIIIEHHOTO WM HEHACKIIIIEHHOTO KOJIbIIA, COACPIKAIIETO 5
WM 6 aTOMOB, U3 KOTOPBIX OJIMH UJIU JIBa ATOMa BBIOPAHBI U3 a30Ta, KUCIOPO/1a U CePhI)-

R '5-; rre R!'? He3aBuCcHUMO APy OT Ipyra HEOOS3aTEILHO MOTYT OBITH 3aMEIIEHBI Y ATOMA
yrieposa ogHuM wii 6oee R16;

RO R!" Ry R nmezaBucumo BBIOpAHBI U3 TIPOCTOM CBsi3H, -C(O)-, —N(R19)C(O)—
WIN —C(O)N(RZO)—; rae R u R? nezasucumo BBIOpaHbI U3 Bojpopoaa umm C; _sanKkumia;

R!® BEIGpan U3 ranoreHa, QMaHo, THAPOKCH, KAPOOKCH, METHIIA U METOKCH;

WK eTo (papManeBTUUECKU TpUemMiIeMasi Cob.

2. CoenuHeHue 110 11.1 WK ero (apMaleBTUUECKH ITpUeMiIeMas CoJlb, KOTOPOe
MpeICTaBIISIET cOO0M coeaunenune hopmyisl (1A)

0 Ny
H (RS) o
Rl N
N

(IA)

3. CoenuHeHue 10 1.2 WK ero (hapMaleBTUUECKH ITpHeMiIeMas CoJlb, KOTOPOe
MpEeICTABIISIET cOOOM coeaunenue hopmyssl (IB)
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R? R3
(IB)

4. CoeauHeHue 110 1.3 uiy ero ¢papMaleBTHYECKH ITpUeMIIeMast CoJib, KOTOPOe
npeacraisier coboit coequaenue popmyisl (IC)

H o} N—@— ( RS)m
Rl N.
N
\ /) |
R6 R4
R? R3

(1c) |

5. CoeauHenue 10 1.4 Wi ero GpapMaleBTUIECKH ITpUeMIIeMas COJib, KOTOPOe

MpeaCTaBiIsieT cooou coeaunenue hopmyisl (IE)
Rb5a

Y
f e
R
N R5b
\ /]
R2 R3

(IE)
B KoTopoi Y npenacrasiseT cooort NH, N(C, _sankun) unm S;
rae R u R°° mpescraBnsior co6oit 3aMecTUTeIH, KaK OHH OTpeieNieHs! s R, wm
BMECTE C AaTOMaMH yIJIepoJa, K KOTOPbIM OHU IIPUCOEAUHEHBI, 00pa3yIoT 6-uJIeHHOE
KapOOLMKIUIIBHOE KOJIBLO, 3aMEIIIEHHOE OHOM WIIM IBYMS TPYIIIaMH, KOTOPBIE MOTYT
OBITH OJMHAKOBBIMU WM PA3HBIMU M KOTOPBIE BEIOPAHBI U3 R°.

6. CoeuHeHue 1O 11.5 WK ero (apMaleBTUUECKH ITpUeMiIeMas CoJlb, KOTOPOe
MpeACTaBiIsieT coooM coeaunenue hopmyasl (IF)

Rb5a
S
q 0 N—<\ |
R? N N
N RSb
/A
R2 R3
(IF),

7. CoemMHEHHe 10 1.6 WK ero (hapMaLeBTHIECKH IIPHEMIIEMas COJlb, B KOTOpoM R!
MPEICTABIISIET COOON METHIL.

8. CoeqMHEeHMe 110 11.7 WITH ero (GapManeBTUIECKH ITpHeMIIeMas CoJlb, B KOTOpoM R?
MPEICTABIISIET COOOM XITOP.

9. Coe/IMHEHHe 110 1.8 WK ero hapMaleBTUUIECKH IIPUEMIIEMAst COlTb, B KOTOpoM R>
MPEICTABIISIET COOOM XITIOP.

10. CoeqmHerMe 10 11.9 MK ero (papManeBTUYECKH ITpUeMIIeMas Collb, B KoTopoMm R*
SIBJISICTCSI 3aMECTUTEIIEM Ha aTOME YIJIEpPO/ia U BBIOPAH U3 METOKCH, THIIPOKCH,
MEeTOKCHKapOoOHUIa, propa, aJuTMITOKCH, Tpornokcy, N,N-1uMeTuiikapoamMounsa,
MopdonuHokapOonmna, N-atuikapoamonsa, N-(2-rugpokcusTiin)kapbaMonia,
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JuMeTUIaMuHoMeTUsa, N-MeTui-N-MeToKCUKapOaMouia, MeTOKCUMETHIIA,
METHIIAaMUHOMETHIIA U KapOOKCH.

11. Coemuenue o 1. 10 uiy ero hapManeBTHIeCKH ITpreMIeMast collb, B KOTOpoM R
SIBIISICTCS 3AMECTUTEIIEM Ha aTOME yTJIepoJia U BEIOpAH U3 rajioreHa, KapOokcw,
kapbamowuna, C; _sankuna, C;_sankokcu, N-(C, _ ankun)kapbamouna, N-

(Cy _gankokcn)kapbamouna umm C; _4aTKOKCUKapOOHUIIA; T/Ie R’ HEOBS3aTETBHO MOXKET
OBITH 3aMEIIEH y aTOMa Yriepoaa ogHuM i 6onee R'%; R 2 Bri6pan uz C;_4alkoKcy WiIm

kap6omukmi-R -; u R' npencrasnser co6oit mpocTyro cBs3b.

12. Coequnenue 110 1.1, KOTOpoe MpeACcTaBIsIeT cOOoH

2-((3S,4R)-4-{[(3,4- nmuxnop-5-metui- | H-muppo-2-uin)kapO oHwI |JaMUHO } -3-
bToprunepuans- 1-um)-1,3-Tuaszos-5-kapOooHOBYIO KUCIOTY;

2-((3S,4R)-4-{[(3,4- nmuxnop-5-metui- | H-muppo-2-uin)kapO oHwWI |JaMUHO } -3-
METOKCHUITUTIEPUAMH- 1 -1T)-4-{ [ (2-METOKCUI THIT)aMHMHO |[KapOOoHu } - 1,3-THa30.1-5-
KapOOHOBYIO KUCTIOTY;

2-((3S,4R)-4-{[(3,4- muxnop-5-metui- | H-muppoi-2-uin)kapO oHwWI |JaMUHO } -3-
MeTOKcUnuIepuanH- 1-um)-4-({[(1S)-2-meTokcu- 1 -Me T3 TWIT |aMuHO }KkapOoHun)-1,3-
THA30J1-5-KapOOHOBYIO KHUCIIOTY;

2-((3S,4R)-4-{[(3,4- nmuxnop-5-metui- | H-muppoi-2-uin)kapO oHwWI |JaMUHO } -3-
METOKCUIUIIEPUIMH- 1-1T)-4-[ (Me THIITAaMUHO )KapOoHMI |- 1,3-THa301-5-KapOOHOBYIO
KHUCIIOTY;

2-((3S,4R)-4-{[(3,4- nmuxnop-5-metui- | H-muppo-2-uin)kapO oHwI |JaMuHO } -3-
METOKCUTIUIIEPUIMH- 1-1i1)-4-MeTuI- 1,3-Thaz30i1-5-kapO OHOBYIO KUCIOTY;

2-((3S,4R)-4-{[(3,4- muxnop-5-metui- | H-muppo-2-uin)kapO oHwI |JaMuHO } -3-
METOKCUTIMIIEPUIUH- 1-11)- 1,3-THa3071-5-kKapOOHOBYIO KHUCIIOTY;

4-anetuin-2-((3S,4R)-4-{[(3,4-muxsop-5-metui- | H-muppot-2-uin)kapOoHMIT |aMUHO }-3-
METOKCUIIMITEPUIMH- 1-11)- 1,3-THa3071-5-kapOOHOBYIO KHUCIIOTY;

2-((3S,4R)-4-{[(3,4- nmuxnop-5-metui- | H-muppo-2-uin)kapO oHwI |JaMuHO } -3-
METOKCHIUTIEpUAUH- 1 -11)-4-({[(1R)-2-MeTOKCH- | -Me TUIIITHIT |aMUHO } KapOoHMT)-1,3-
THA30J1-5-KapOOHOBYIO KHUCIIOTY;

2-((3S,4R)-4-{[(3,4- nmuxnop-5-metui- | H-muppo-2-uin)kapOoHwI |JaMuHO } -3-
METOKCHIUTIEpUIUH- 1 -11)-4-({[(2S)-2-MeTOKCUIp OTuII |aMrHO JKapOoHnui)-1,3-Tra3o-5-
KapOOHOBYIO KUCJIOTY;

2-((3S,4R)-4-{[(3,4- nmuxnop-5-metui- | H-muppo-2-uin)kapO oHwI |JaMuHO } -3-
METOKCHUITUTIEPUIUH- 1 -11)-4-({[(2R)-2-MeTOKCUITpOTIUII |aMHHO } KapOoHuI)- 1,3-THa301-5-
KapOOHOBYIO KUCJIOTY;

2-((3S,4R)-4-{[(3,4- nmuxnop-5-metui- | H-muppo-2-uin)kapOoHwWI |JaMuHO } -3-
MeTOKCHIUIIepuavH- 1-mm)-4-({[(1R,2S)-2-pTopuukionpomnui]aMmuHo }kapooHwu)-1,3-
THA30J1-5-KapOOHOBYIO KHUCIIOTY;

uc(zx)2-(4-{[(3,4-muxnop-5-metwi- | H-muppoi-2-un)kapOoHWIT]aMUHO } - 3-
METOKCUTIUIIEPUIMH- 1-11)- 1,3-0eH30THA30.1-7-KapOOHOBYIO KUCIOTY;

uc(zx)2-(4-{[(3,4-muxnop-5-metwi- | H-nmuppoJ-2-un)kapOoHWIT]aMUHO } - 3-
METOKCUTIUITEPUIMH- 1-1IT)-4-(MEeTOKCUMETHI )- 1,3-THa301-5-KapOOHOBYIO KUCIOTY;

uc(x)2-(4-{[(3,4-muxnop-5-metwi- | H-muppo-2-un)kapOoHWIT]aMUHO } - 3-
METOKCUITUIIEPUJIUH- | -UT)UI30HUKOTUHOBYIO KUCIIOTY;

2-((3S,4R)-4-{[(4-xmmop-5-meTun- | H-muppo1-2-uim)kapOOHWUIT |]aMUHO } - 3-
METOKCUIUIIEPUIMH- 1-11)- 1,3-0eH30THA30.1-7-KapOOHOBYIO KUCIOTY;

Luc(+)-2-(3-xmop-4-{[(3,4-muxnop-5-meTui- | H-muppos-2-ui)kapO OHUIT ]aMUHO }
MUIEePUANH- 1-1i)-4-(MeTOKCUMETHI)- 1,3-THa3051-5-KapOOHOBYIO KUCIIOTY;
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2-((3S,4R)-4-{[(3,4- nuxnop-5-metui- | H-muppo-2-uin)kapO oHwI |JaMuHO } -3-
dbToprunepuanH- 1-un)-4-MeTiiI- 1,3-1a301-5-kapO0HOBYIO KUCIIOTY;

Huc(x)-2-[4-{[(3,4-nuxiop-5-metui- | H-nmuppo-2-un)kapOooHus JaMuHo }-3-(ripomn-2-
UH- | -WIOKCH)UIepuanH- 1-um]- 1,3-Tna3om-5-kapOOHOBYIO KHUCIIOTY;

Luc(+)2-((3S,4R)-4-{[(3,4-mux0op-5-MeTwit- | H-muppo:a-2-uin)kapOoHMI |aMuHO }-3-
dbroprmnepuans- 1-un)-1,3-tua3zoin-4-kapOooHOBYIO KUCIOTY; UK

2-((3S,4R)-4-{[(3,4- nmuxnop-5-metui- | H-muppo-2-uin)kapOoHwI |JaMuHO } -3-
METOKCHUITUTIEPUAUH- 1 -11)-4-({[2-MeTOKCH- | -(METOKCUMETHIT )3 THJT |]aMUHO }KapOoHM)-1,3-
THA30J1-5-KapOOHOBYIO KHCIIOTY;

Wi ee (hapMaleBTUUECKU IIPUEMIIEMYIO COJIb.

13. Coequnenue 1o 1.1, KOTOpoe MpeACcTaBIsIeT COOoMH

atun 2-((3S,4R)-4-{[(3,4-nuxnop-5-metun- | H-nuppon-2-un)kapOoHu |JaMuHo }-3-
METOKCHUITUTIEPUAUH- 1 -1i1)-4-({[2-MeTOKCH- | -(METOKCUMETHIT )3 THJT |]aMUHO }KapOoHM)-1,3-
THUA30J1-5-KapOOKCUIIAT;

Wi ee (hapMaleBTUUECKU MPUEMIIEMYIO COJIb.

14. ®@apmaneBTUYECKAs] KOMITO3UIMS, 00JIagarolias aHTHOAKTEpUaTbHOM aKTUBHOCTHIO,
cojepXalias B KaueCTBe aKTUBHOT'O MHT'PEIMEHTA COCIUHEHHME TT10 JT000My U3 11t 1-13 uu
ero (hapManeBTUUECKU MTPUEMIIEMYIO COJIb U (hapMalleBTUYECKH ITPUeMIIEMbIN pa30aBUTENb
WA HOCUTEIIb.

15. Coenunenue 1o a060My U3 mil. 1-13 wim ero hapManeBTUUECKU TPUEMIIEMbIE COJIH,
o0Oagarolee aHTUOAKTEPUATIBHOM AKTUBHOCTBIO, NTPEIHA3HAYCHHOE IS IPUMEHEHUS B
Ka4yeCTBE JIEKAPCTBEHHOI'O CPEACTBA.

16. ITpumenenue coenuneHus popmysl (I) umu ero papManeBTUYECKH TPUEMIIEM O
COJIM IO JIFOOOMY U3 il 1-13 1711 IpUroTOBJIEHUS JIEKAPCTBEHHOT'O CPEICTBA,
o0agaroIero aHTHOAKTEPUATIBHOM aKTUBHOCTHIO.

17. Cnoco6 nomyueHus coeauuernit popmyisl (1) uinm ux gpapmaneBTUIECKU
MIPUEMJIEMBIX COJIEH TI0 T1.1, BKITFOYAOIIHI B3aUMOAEUCTBUE coenuHeHust hopmyitbl (V):

N
5
RG\N (R%)
H

(RY)
(V)
¢ coemuaenreM Gopmyibl (IV) Win ero ak TMBUPOBAHHBIM MTPOU3BOHBIM KUCIIOTHI

H
R! N

\/ OH

R? R?
(IVv);

Y 3aTeM, IIPU HEOOXOJUMOCTH:

i) mpeBpatenue coearneHus popmyisl (I) B apyroe coeaunenue popmyisi (I);

i) yaajeHue JIoObIX 3aIUTHBIX [Py,

iii) oOpazoBaHue hapMaleBTUUECKU MTPUEMIIEMOM COJIH.

18. CoemunreHue, KOTOpOE MpeacTasiseT cooou 2-[(3S,4R)-4-[(3,4-quxiiop-5-metui- 1 H-
MMUPPOJI-2-KapOOHWIT )aMUHO | -3-MeTOKCH- | -Ttunie pusnn | -4-[ [ (1S)-2-MeTOKCH- | -MeTUIIITHIT |
KapOaMOWIT| THA30J1-5-KapOOHOBYIO KUCIOTY WIH €€ (hapMaleBTUUECKU TPUEMIIEMYIO COJIb.

19. Coequnrenue, KOTOPOE MPeACTaBIsIeT coook 4-anetui-2-[(3S,4R)-4-[(3,4-quxiop-5-
MeTuI- | H-muppoii-2-kapO0oHMIT)aMUHO | -3-METOKCH- | -TIMITe pUIII | THA30J1-5-KapOOHOBYIO
KHUCJIOTY WM ee (hapMaleBTUIECKU TPUEMIIEMYIO COJTb.
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20. CoeauiHeHUE, KOTOPOE MPeICTaBsIeT coool 2-[(2S,4R)-4-[(3,4-muxiiop-5-metui- 1 H-
MUPPOJI-2-KapOOHUIT ) aMUHO |-3-MeTOKCH- | -Tiure pumi |-4-(2-
METOKCUITUIKapOaMOMIT) TUA30JI-5-KapOOHOBYIO KUCTIOTY WK €€ (hapMaleBTUUECKU
MIPUEMIIEMYIO COJIb.

21. CoenuHenue 1o Jrodomy u3 nm.6-9,

rae R npencrasister co6oit KapGoKcH;

R>" npencrasisier co6oit N-(C _sankumn)kapbamonn wiu C; _4aKaHOWT, TAe Kaxabii R
Heo63aTeIHHO MOXKET OBITh 3aMeIleH OHuM Win 6oiee R'%: u

R!2 npencrasusier co6oit C;_4aTKOKCH.

22. Coequbenue 110 11.21, e R* MPEJCTABIISIET COOOM METOKCH.
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