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rae A nmpencraBiser coOOM  IHMPA30JIHIL,

3aMEIICHHBIN N-KOJIUYECTBOM 3aMECTUTEIICH Rl; R!
MpeACTaBIIsIeT COOO0M rajioreH, aHo, C1-C6 amkui,
HE3aMEIICHHBIN WK 3aMEICHHBIN 10 MEHBIIIEH Mepe
OOHUM 3aMECTUTEJIEM, BHIOPAHHBIM W3 TPYIIIIHI,
cocrosmen u3 rajoreda u C1-C6 amkokcu, C3-C7
IUKJIOAIKHUII, HE3aMEIIICHHbBIN UM 3aMEILCHHbIN 110
MEHbIIIeH Mepe OJTHUM 3aMECTUTEIEM, BBIOPAHHBIM
13 rpymnnsl, cocrosei nu3 C1-C6 ankumia v rajnoreHa,
C6 apoMaTHYECKuil YTIIEBOIOPO/T, 3aMEIIICHHBIN 10
MEHBIIIEH Mepe OTHAM 3aMECTUTEJIEM, BBIOpAHHBIM
W3 rpy1bl, cocrosiien u3 C1-C6 ankuiia v rajoresa;
um  C4 MOHONIUKIIMYECKYIO  HEHACHIIICHHYIO
TEeTEPOLMKINYECKYIO TpYIIy, coAepxaiyo 1
reTepoaToM, BBIOPAaHHBIM U3 KHUCIOpPOAA U CepBbl,
KOTOpas He 3aMellleHa WJIM 3aMellleHa TT0 MEHbIIeH
Mepe OJTHUM 3aMECTUTEJIEM, BRIOPAHHBIM U3 TPYIIIIHI,

cocrosmiert m3 C1-C6 amkuna M TrajaoreHa; R?
npeacrasisaeT codoit C1-C10 aakui, He3aMeIeHHBIN
WM 3aMELIECHHBIM IO MEHbIIeH Mepe OJHUM
3aMeCTUTEIIEM, BEIOPAHHBIM U3 TPYIIIIBI, COCTOSIIEH
n3 rajgorena, C1-C6 ankoxcu, C3-C7 IUKIIOAJIKAIIOM,
KOTOPBbIA MOXeT ObITh 3ameniéH C1-C4 ajkuiiom,
(benuom, OJIHOM C4 MOHOLMKJIMYECKON
HEHACBILIEHHON  I€TEPOLUKIMYECKON  I'PYIIIOHN,
cogepxamielt 1 reTrepoaToM, BHEIOPAaHHBIM W3
kucinopoga M cepbl, C3-C7  IMKIOAIKMII,
He3aMelIeHHbIM WM 3aMelleHHbIM 1-2 paza 1o

Crp.: 2

MEHbIIIeH Mepe OJTHUM 3aMECTUTEJIEM, BHIOPAHHBIM
u3 rpynsl, cocrosimer u3 C1-C6 ankuna, rajjorexa,
C1-C6 ranorenankuna, C3-C6 mukiaoanakuia, C2-C6
aJIKCHWJI, HE3aMEIICHHBIM WM  3aMEICHHBIN
rajioreHoM, C4-C12 cBsI3aHHBII MOCTUKOBOM CBS3BIO
LMKJI0AJIKUI, He3aMeIleHHBIN UK 3aMEIIeHHBIN 1-3
paza C1-C6 ankunom uinn C3-C10 MOHOLMKIIMUECKYIO
W OUIUKIIUYECKYIO HACBIIIEHHYIO W
HEHACHIINICHHYI0  TE€TePOIMKINYECKYI0  TPYIIy,
coAeprKallyo 1-3 OIMHAKOBBIX WM OTIIMYHBIX IPYT
OT JOpyra TeTepoaToMa, BBIOpaHHBIX M3 a30Ta,
KUCIIOpOZa M Cepbl, KOTOpas He 3aMellleHa WU
3amerneHa C1-C6 ankunom; X mpencTaBiseT coOok

N umm CR3, rie R3 npejacrasisier cobor BOJIOPO/,
rajgoreH, npaHo, C1-C6 ajakui1, He3aMeIIeHHbIN UiIn
3amenieHHbii C1-C6 amxokcu, C2-C6 aIKuHUI,
3aMELICHHBIA 110  MEHBLIEH  Mepe  OOHUM
3aMECTUTENIEM, BEIOPAHHBIM U3 TPYIIIEI, COCTOSIIEH
u3 C1-C6 ankuia, KOTOPBIA MOXKET OBITh 3aMEIIEH
ruapokcu, C1-C6 ankokcu, nupuaunuia, C3-C6
UKJIOAJIKWIIA, KOTOPBIM MOXET OBITh 3aMelIEH
runpokcu, N-C1-C6 anxunmupazonuia, N-C1-C6
AJKUIMMUIA30111a, MOpGOIMHUIIA,
TETPAruapoIMpaHUIIA "u nmuazo(1,2-b)
nupuaasuauia, C1-C6 aakokcy, He3aMeIeHHbIN UITH
3aMEIIECHHBIN TeTparuapo@ypaHoM,n IIPeICTaBIsACT
co0olf Lenoe Yucio, umeroniee 3HaueHue ot 0 1o 3.
16 1. 1 20 3.11. ¢-1161,4 Mo1., 19 Tab1., 90 1p.
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(54) CONDENSED PYRIMIDINE COMPOUND OR SALT THEREOF

(57) Abstract:
FIELD: medicine; pharmaceuticals.

SUBSTANCE: invention relates to a method for A
inhibiting RET, comprising administering to a patient o) l
a compound represented by formula (I) NH2 NH
N X \ @
| X
— N/
N \
RZ

where A is pyrazolyl, substituted with n-number of

substitutes R]; R! is halogen, cyano, C1-C6 alkyl,
Crp.: 3
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unsubstituted or substituted with at least one substitute
selected from a group consisting of halogen and C1-C6
alkoxy, C3-C7 cycloalkyl, unsubstituted or substituted
with at least one substitute selected from a group
consisting of C1-C6 alkyl and halogen, C6 aromatic
hydrocarbon substituted with at least one substitute
selected from a group consisting of C1-C6 alkyl and
halogen; or C4 monocyclic unsaturated heterocyclic
group containing 1 heteroatom selected from oxygen
and sulfur, which is unsubstituted or substituted with
at least one substitute selected from a group consisting

of C1-C6 alkyl and halogen; R’ is C1-C10 alkyl
unsubstituted or substituted with at least one substitute
selected from a group consisting of halogen, C1-C6
alkoxy, C3-C7 cycloalkyl, which can be substituted
with CI-C4 alkyl, phenyl, one C4 monocyclic
unsaturated heterocyclic group containing 1 heteroatom
selected from oxygen and sulfur, C3-C7 cycloalkyl,
unsubstituted or substituted with at least one substituent
1-2 times, selected from a group consisting of C1-C6
alkyl, halogen, C1-C6 haloalkyl, C3-C6 cycloalkyl, C2-

Crp.: 4

C6 alkenyl, unsubstituted or substituted with halogen,
C4-C12 bonded cycloalkyl, unsubstituted or substituted
1-3 times with C1-C6 alkyl or C3-C10 monocyclic or
bicyclic saturated or unsaturated heterocyclic group,
containing 1-3 identical or different heteroatoms
selected from nitrogen, oxygen and sulfur, which is
unsubstituted or substituted with C1-C6 alkyl; X is N

or CR?, where R? is hydrogen, halogen, cyano, C1-C6
alkyl, unsubstituted or substituted C1-C6 alkoxy, C2-
C6 alkynyl substituted with at least one substitute
selected from a group consisting of C1-C6 alkyl, which
can be substituted with hydroxy, C1-C6 alkoxy,
pyridinyl, C3-C6 cycloalkyl, which can be substituted
with hydroxy, N-C1-C6 alkylpyrazolyl, N-C1-C6 alkyl
imidazolyl, morpholinyl, tetrahydropyranyl and imidazo
(1,2-b)pyridazinyl, C1-C6 alkoxy, unsubstituted or
substituted with tetrahydrofuran, n is an integer ranging
from O to 3.

EFFECT: disclosed are a condensed pyrimidine
compound or salt thereof.

36 cl, 4 dwg, 19 tbl, 90 ex
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O6acTh TEXHUKH, K KOTOPOM OTHOCUTCS H300peTeHre

[0001]

ITepexpecTHas cChlIKa Ha POACTBEHHBIEC TATEHTHEIE 3asIBKH

Hacrosmas 3asiBka 3asiBJISIET IPUOPUTET COTTIACHO S NOHCKOM naTeHTHOM 3asiBKU Ne 2015-
177073, nonanHoi 8 ceHTsa0ps 2015 roga, KoTopas BKJIFOUEHa MOCPEICTBOM CChLIIKH BO BCEM
nonHoTe. HacTosiiiee nu3obpereHne OTHOCUTCS. K HOBOMY KOHJIEHCUPOBAHHOMY
MMPUMUIMHOBOMY COEAMHEHMIO, 00JIa1aI0leMy aKTUBHOCTbIO MHIMOUpoBaHus RET, unu
€ro COJIM U K (papMalneBTUUECKI KOMITO3UIIMU, COJIepIKalllel TaKOe COSMHEHUE WU COJTh.

ITpeamockUIKy co31aHUS H300pETEHUS

[0002]

Pasznuunbie NpOTEMHKMHA3BI IPUCYTCTBYIOT 71 VIVO, U U3BECTHO, YTO OHU BOBJICYCHBI B
Hesnbii psi1 GyHKIMoHAIBHBIX peryisuuil. RET nmpeacrasiser coboil peuenTopHyo
TUPO3UHKUHA3Y, HICHTU(PUIMPOBAHHYIO KaK OJIMH U3 MpoTooHKOoTeHOB. RET cBsI3pIBaeTcs
C TIIMaNTbHBIM HetipoTpoduueckum paxkropom (GDNF) u GDNF penenitopom ¢ 00pa3zoBaHuEM
KOMILJIEKCA, KOTOPBIN 1aeT BO3MOXHOCTh RET ocyiecTBisITh pusznogoruueckure GyHKIUU
Yyepe3 BHYTPUKIIETOUHYIO Iiepeaady curHana ¢pocopummponanus (HenateHTHas murepatypa
1). B oqHOM HccrienoBaHuM coo01aercs, YTo B HopManbHbIX TKaHsix RET cmocodcTByeT
PA3BUTHIO MIOYEK U HEWPOTEHE3Y B Mpolecce BHYTpUyTpoOHoTo pa3Butus (HemaTteHTHas
mrepatypa 2). HekoTopsle nccnenoBaHus OKA3bIBAIOT, YTO IIPU PAKE, TAKOM KaK pak
JIETKOTO, paK LIMTOBUIHOM XKeJe3bl, PAK MOJIOYHOM XKEJE3bl, paK MOIKEITYTOYHON KEJIE3bI
U PaK IPEACTATENILHOM JXKele3bl, TPAHCIIOKaLMs, MyTaluus WA upe3MepHas skcrpeccuss RET
reHa MOBBIIIAET €ro aKTUBALMIO, CTOCOOCTBYSI, TAKUM 00pa3oM, KJIETOUYHOMY POCTY,
00pa30BaHUIO OMyX0JIu uiau unpunbTpauu Tkanu (HematentHas nurepatypa 3, 4, 5, 6, 7,
u 8). Kpome Toro, RET u3BecTeH kak HEOIArONpUsITHBINA TPOTrHOCTUUECKUI (DAKTOP paka,
KaK yKa3bIBA€TCS B HEKOTOPBIX COOOIIEHUSX, uTO TpaHciaokanus RET u ypoBeHb ero
AKTUBALMH TAK)Ke 00PATHO KOPPEIUPYIOT € MPOrHo30oM Ipu pake (HenatentHas murepatypa
9,10, 11, u 12).

[0003]

[TosTOMY CUMTAIOT, UTO UHTUOUTOP, CTOCOOHBIN UHTMOMPOBATh aKTUBHOCTH RET, Oyner
MIOJIE3HBIM B KQUECTBE TEPANEBTUYECKOTO CPEICTBA 1Sl 3a00JI€BaHMM, aCCOLMMPOBAHHBIX C
AHOMAJIBHO YCWJIEHHBIMU CUTHAJIbHBIMU NIyTSIMU RET.

[0004]

OXuIaroT, HalpUMeEp, YTO IIPU PAKE C BOBJIEYEHUEM TPAHCIOUMPOBAHHBIX, MyTUPOBAHHBIX
Y ype3MepHo akcrpeccupyrommxcsd RET reHoB BBeieHHE JIEKaAPCTBEHHOI'O CPEICTBA,
CIOCOOHOT0, B YaCTHOCTU, UHTMOUpOBaTh RET, OyeT ceIeKTUBHO U MHTEHCUBHO MOIABIISTh
npoiaudepauio pakoBbIX KJIETOK U CHOCOOCTBOBATH JICUEHUIO, MIPOJITIEHUIO KU3HU U
YIIYUILIEHUIO KAUeCTBA )KU3HU PAKOBBIX IMAUEHTOB.

[0005]

B kauectBe mpuMmepa TakuX COeIMHEHUH, 00Ia1aI0IMX aKTUBHOCTBIO UHTUOUPOBAHUS
RET, usBecren PP1 (Henarentnas smrepartypa 13). PP1 u3zBecteH Kak 1eMOHCTPUPYIOLIUIA
BBICOKYIO MHTUOUTOPHYIO aKTUBHOCTB He TOJIbKO TpoTuB RET, Ho Takxke SRC (HenatentHas
mutepatypa 14), c-Kit, Ber-Abl (Henatentrnas nurepatypa 15 u 16) u apyrux. Hanpumep, B
KadecTBe MOOOUHBIX 3((hekToB, MHTHOMpoBaHue SRC MOXET MPUBECTH K AHOMAJIHHO
MOBBIIIEHHOMY KOoCcTeoOpa3oBaHuio, a uHruouposanue LCK moxet nmonasisats T-Ki1eTKu
(HematentHas nurepatypa 17 u 18). [IoCKOIBbKY HHTUOMTOPBI MYJIbTUKMHA3 UHTUOUPYIOT
He To1bko RET, HO Takke pa3uuyHble CUTHAJIbHbIE ITyTH, UHTUOUPYS KJIETOYHBIN POCT U
npyrue QyHKIMU, TAKWE MHTUOUTOPBI BHI3BIBAIOT OITACEHUS, CBSI3AHHbBIE C PA3IIMYHBIMU
BO3MOXHBIMU TOOOUYHBIMHU 3 (HEKTAMU, B CBSI3U C UEM MOXKET OTPEOOBATHCS] CHUKEHHE O3l
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WY JIEKAPCTBEHHbIE KAHUKYJIbI, IPUBOISIIUE, TAKUM 00PA30M, K HEIOCTATOUYHON aKTUBHOCTU
unruoupoBanust RET. C Touku 3peHHs] CHKEHHS TTOOOYHBIX 3 (HEKTOB, CYIIIECTBYET
notpe6HocTh B uHruourope RET, KOoTOpBIN 001a/1a€T BBICOKOM MHTUOUTOPHOM aKTUBHOCTHIO
npotuB RET ¥ KOTOPEIN TP 3TOM JIEMOHCTPUPYET HU3KYIO HHTUOUTOPHYIO AKTUBHOCTD
MPOTUB APYTUX KUHA3.

ITepeueHs CCHIIOYHBIX JOKYMEHTOB

ITaTtenTHas murepatypa

[0006]

[TatenTHas mutepatypa 1: [Tatent CIIA Ne 5665721

ITaTtenTHas nmurepatypa 2: WO96/40686A1

HenarenTHas nurepartypa

[0007]

Henarentnas nurepatypa 1: Lois M. Mulligan, Nature Rev., 14(3): pp. 173-186, (2014)

HenarentHas murepatypa 2: Carlos E Ibanez, Cold Spring Harb Perspect Biol., 5(2): pp. 1-
10, (2013)

HenarentHas nurepatypa 3: Takashi Kohno, Nature Med., 18(3): pp. 375-377, (2012)

Henarentnas murepatypa 4: Massimo Santoro, Eur J Endocrinol., 155: pp. 645-653, (2006)

Henarentnas nmutepatypa 5: Marjan Zarif Yeganeh, Asian Pac J Cancer Prev., 16(6): pp.
2107-2117, (2015)

Henarentnas nurepatypa 6: Albana Gattelli, EMBO Mol Med., 5: pp. 1335-1350, (2013)

HenarentHas murepatypa 7: Yoshinori Ito, Surgery, 138: pp. 788-794, (2005)

HenarentHas nutepatypa 8: Dawn M. Dawson, J Natl Cancer Inst., 90(7): pp. 519-523,
(1998)

HenarentHas nmurepatypa 9: Weijing Cai, Cancer, 119: pp. 1486-1494, (2013)

Henarentnas nurepatypa 10: Rossella Elisei, J Clin Endocrinol Metab., 93(3): pp. 682-687,
(2008)

HenarentHas nutepatypa 11: Albana Gattelli, EMBO Mol Med., 5: pp. 1335-1350, (2013)

Henarentnas nmurepartypa 12: Q Zeng, J. Int. Med. Res., 36: pp. 656-664, (2008)

Henarentnas nmurepatypa 13: Francesca Carlomagno, Cancer Res., 62(4): pp. 1077-1082,
(2002)

HenarentHas nurepatypa 14: Johannes Waltenberger, Circ Res., 85(1): pp. 12-22, (1999)

Henarentnas nurepatypa 15: Louise Tatton, J Biol Chem., 278(7): pp. 4847-4853, (2003)

HenarentHas nmurepartypa 16: Markus Warmuth, Blood. 101(2): pp. 664-672, (2003)

Henarentnas nmurepatypa 17: Carolyn Lowe, Proc Natl Acad Sci USA, 90(10): pp. 4485-
4489, (1993)

Henarentnas nmurepatypa 18: Thierry Molina, Nature, 357(6374): pp. 161-164, (1992)

CymHocTh n300peTeHus

TexHnueckas 3a1aya

[0008]

Llenpro HacTosIIEr0 U300peTeHUs SIBIIsieTCs oOecrieueHre HoBoro naruoutopa RET,
BKJIIOYAIOIIIET0, B KAY€CTBE aKTUBHOT'O UHTPEAUEHTA, COEIMHEHUE UIIH €r0 COJIb, KOTOPBIE
He OBLIM U3BECTHBI KaK 00JIaJatoIe aKkTUBHOCThIO HHruOupoBaunust RET, u Takke
obecrieueHre cpecTBa sl NTpOPUIAKTUKY WITH JIeUeHHUs 3a00JIeBaHUM (HampuMmep,
3JI0KQYECTBEHHBIX OMYXOJIEH), KOTOPbIE MOKHO MPEAOTBPATUTD WIIH JIEUUTh IOCPEACTBOM
akTUBHOCTH MHrMOMpoBaHus RET. [pyroii nenbio HaCTOSIIEro M300peTEHUS ABIISIETCS
obecrieyeHre HOBOTO COEAMHEHUS UJIU €0 COJIU, KOTOPBIE CEJIEKTUBHO U CUIIBHO UHTUOUPYIOT
RET.

Pemienne 3anaun
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[0009]

ABTOpPBI HACTOSIIIETO U300pETEHUSI TPOBEU OOIIUPHBIE UCCIIETIOBAHUS ISl JOCTUIKEHUS
YKa3aHHBIX BbIIIE LIEJIeH, U B PE3yIbTaTe OOHAPYKUIIM, UTO IPYIINA COETMHEHUH,
npencrasieHHbIx popmynamu (1) u (I'). mprBeIeHHBIMU HUXE, TTOKa3aJia OTIMYHYIO
MHTUOUTOPHYIO aKTUBHOCTH NMPOTUB RET M CeIeKTUBHOCTH B OTHOILIEHWU KWHA3 U ObLI1a
TMTOJIE3HOM B KauecTBe (hapMaleBTUIECKOro mpenapata s jieueHus: RET-cBsi3aHHBIX
3a00JI€BaHMI, TAKMX KAK 3JI0KAYeCTBEHHbIE OMYX0JIU. TakuM oOpa3om, ObLIIO OCYILIECTBIEHO
HacTosllee H300peTeHue.

[0010]

B yactHoCTH, HacTOsIIIEee H300peTeHNE 0OECTIEUNBAET COEIMHEHHE, IPEACTABICHHOE
dbopmynoii (I) HUXE, UK €TO COJTh:

[0011]

|
NH, Oy, —NH

NT X @
] X

N \
R2
[0012]
rac A Hpe):[CTaBJ'ISICT CO6OI>T HI/Ipa3OJ'II/IJ'I, 3aMeLL[€HHbel N-KOJIMUYECTBOM 3aMECTUTEJIEU Rl;

R! MpEACTABIISIET COOOM

rajoreH,

MaHo,

3aMelIeHHbIN Wik He3aMelneHHbIM C1-C6 ajixuil,

3aMelleHHbIN nir He3zaMelleHHbIN C3-C7 HMKI0aJIKuI,

3aMEIIEeHHbIN WK He3aMmenleHHbIH C6-C14 apomMaTUyecKuil yrileBOI0POI UITH

3aMELIECHHYIO WK He3aMeleHHY0 C3-C10 MOHOLMKIIMYECKYIO WK TTOJIMLUKIIAYECKYIO
HACBIIICHHYIO WM HEHACBIIEHHYIO TETEPOLMKIMUECKYIO TPYIITy, COAepKauyto 1-3
OJMHAKOBBIX UJIM OTJIMYHBIX JPYT OT Apyra rerepoaToma, BHIOpaHHBIX U3 a30Ta, KUCIOPOaa
Y CEPBI;

R2 MpeICTaBIISIET COOOM

3aMelleHHbIN i HeaMenieHHbI C1-C10 ankwn,

3aMelleHHbIN WK He3aMelleHHbIN C3-C7 HUKI0aIKUI,

3aMeIIeHHBIN UM He3aMenleHHbIN C2-C6 anKkeHu,

3aMeIlleHHbBIN MM He3aMeneHHbIN C3-C7 mUKIIOaIKeHUII,

3aMelleHHbIN WK He3aMelleHHbIN C4-C12 cBsI3aHHBIN MOCTUKOBOM CBSI3BIO IUKIOAIKUI,

3aMEIEHHBIN WK He3aMelleHHbIH C6-C14 apoMaTUYeCKuil yIiIeBOIOPOL WU

3aMeEIIEHHYI0 WK He3aMeleHHY0 C3-C10 MOHOUMKIMYECKYIO WA MOJTULMKIIMYECKY IO
HACBILICHHYIO WX HEHACBIIEHHYIO FETEPOLMKIMUECKYIO TPYIIILY, COAEpKALIyIo 1-3
OJIMHAKOBBIX UJIM OTJIMYHBIX JIPYT OT ApYyra rerepoaToma, BRIOpaHHBIX U3 a30Ta, KUCIOPO1a
Y CEpBHI;

X mpencrasisger cooom

N unu
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CR3 , TIE R’ MIPEeJICTABIISIET COOOI

BOAOPO,

rajiores,

MaHo,

3aMelIeHHbIN Wik He3aMelneHHbIM C1-C6 ajixuil,

3aMeIIeHHBIN MM He3aMenleHHbIN C2-C6 anKkeHun,

3aMellleHHbBIN WK He3aMenleHHbI C2-C6 anTKuHUI,

3aMeIIeHHBIN UM He3aMelleHHbIN C1-C6 anKoKkcH,

3aMEIICHHBIN WIW HE3aMEILCHHBIM aMHHO,

3aMelIeHHbIN WK He3aMmelleHHbIH C6-C14 apomMaTHyecKui yrileBOAOPO UIU

3aMeIIeHHYI0 WM He3ameleHHY0 C3-C10 MOHOUMKIIMYECKYIO WIN ITOJIMUUKIINYECKY IO
HEHACBIIEHHYO FETEPOUMKIMYECKYIO IPYIIITY, COAEPKAILYIO 1-3 OMHAKOBBIX UM OTJIMYHBIX
JIPYT OT Apyra rerepoatoma, BRIOpaHHBIX U3 a30Ta, KUCIIOPO/Ia U CePhI; U

n MpeacTaBiIsieT cOOOM 1eJIoe YUCIIo, MMeroliee 3HaueHue ot 0 10 3,

IIPU 3TOM, KOTJIa N UMEET 3HAUYCHUE 2 WU 3, R! MOTYT OBITh OJITMHAKOBBIMH WJIM OTJIMUHBIMU
JIpYT OT Apyra.

[0013]

Hacrosiee n3oopeTeHune Takxke oOecreunBaeT CoeIMHEHUE, TIPEICTaBIIEHHOE (GOPMYIION
(I') HUKe, UK ero CoJIb:

[0014]

0 |
NH, NH

(1’ )
NT XX
| M

N \
R2
[0015]
rae A mpeacTaBisieT coOOM MUPa30JIU, 3aMEIIEHHBIN N-KOJIMYECTBOM 3aMECTUTEIICH Rl;

R! MPEACTABIISIET COOOM

rajoreH,

MaHo,

3aMelIeHHbIN Wik He3aMmelneHHbIM C1-C6 ajixuil,

3aMeIIeHHbBIN UM He3aMemeHHbBIN C3-C7 MUKIIOaIKuII,

3aMEIIECHHbIN WK He3aMeleHHbIH C6-C14 apomMaTHuecKuil yriIeBOOPOI UITH

3aMELIECHHYIO WK He3aMeleHHY0 C3-C10 MOHOUMKIIMYECKYIO WK MTOJIMLUKIIAYECKY IO
HACBIIIEHHYIO WM HEHACBIIEHHYIO FETEPOLMKIMUECKYIO TPYIITy, COAepKaulyto 1-3
OMHAKOBBIX UJIM OTJIMYHBIX JPYT OT Apyra rerepoaToma, BHIOpaHHBIX U3 a30Ta, KUCIOPOaa
Y CEPBI;

R2 MpeICTaBIIsSIET cCOOOM

3aMenleHHbIN i HeaMenieHHb C1-C10 anknn,
3aMelleHHbIN Wi He3aMelleHHbIN C3-C4 muKI0aIKuiI,
3aMeIIeHHBIN UM He3aMenleHHbIN C2-C6 anKkeHuI,
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3aMelleHHbIN Wi He3aMelneHHbIH C3-C4 MuKI0aIKeHn,

3aMeIleHHBIN WK He3aMelleHHbIH C4-C12 cBSI3aHHBIM MOCTUKOBO CBSI3BIO ITUKIOAIKHII,

3aMEelIEeHHbIN WK He3aMmelleHHbIH C6-C14 apomMaTHyecKui yrileBOIOPO UITU

3aMEIIEHHYI0 WM He3ameleHHY0 C3-C10 MOHOUMKIIMYECKYIO WIN ITOJIMUUKIINYECKYIO
HACBIIIIEHHYIO WJIM HEHACBIIIEHHYIO FETEPOIMKIMUECKYIO TPYIITy, COAepKauyo 1-3
OAWHAKOBBIX UJIM OTJIMYHBIX JPYT OT APYyra rerepoaToma, BRIOpaHHBIX U3 a30Ta, KUCIOPOaa
Y CEPBI;

X mpeacTaBisieT coboit

N nnu

CR3 , TIe R3 MpeJICTaBIIsIeET cOOOM

BOAOPON,

rajiores,

1MaHo,

3aMelleHHbIN i He3aMenleHHbI C1-C6 anknn,

3aMeleHHbIN Wi He3aMelleHHbIN C2-C6 ajTkeHuI,

3aMeIleHHBIN WK He3aMenleHHbIN C2-C6 anKuHWI,

3aMeleHHbIN Wik He3aMelneHHbIN C1-C6 ajIkoKcH,

3aMEIICHHBIN WU HE3aMEILCHHBIM AMHHO,

3aMEIIECHHbIN WK He3aMelleHHbIH C6-C14 apomMaTUYecKui yriIeBOIOPO UITH

3aMELIECHHYIO WK He3aMeleHHY0 C3-C10 MOHOLMKIIMYECKYIO UK TTOJIMLUKIIAYECKY IO
HEHACBIIICHHYIO F€TEPOLMKIIMYECKYIO TPYIIITY, COAEPKAILYIO 1-3 OAMHAKOBBIX UJIN OTJIMYHBIX
JIPYT OT Apyra rerepoaToMa, BBIOpaHHBIX U3 a30Ta, KUCIOPO/a U CEPHI; U

N IMPeJCTaBISET COOOI 1eI0e YnCIIo, uMeroIee 3HaueHue ot 0 10 3,

P 3TOM, KOTJIa N UMEET 3HAUCHUE 2 UJIH 3, R! MOTYT OBITh OJTMHAKOBBIMU MJIH OTJIMUHBIMM
JIpYT OT Apyra.

[0016]

Hacrosiiee nzo0perenue taxxe odoecrieurBaet MHruontop RET, BKITIOUAIOIINI COSTUHEHUE,
npeacraBienHoe ¢popmysor (I) wm (I') BeIlIe, UM €ro COJIb B KAYECTBE aKTUBHOTO
HWHIPEIUCHTA.

[0017]

Hacrosiee nzobpetenue Takxke ooecrneunBaeT hapManeBTHISCKYI0 KOMITO3UIIMIO,
BKJTIOYAIOIYIO COeIMHEHHE, ITpeacTaBienHoe popmyro (I) umm (I') BeIIE, UM €ro COJIb.

[0018]

Hacrosiiiee n3o0perenue Takxe odecrieunBaeT papMaleBTUIECKYI0 KOMITO3UIIUIO,
BKJTIOYATOIYIO COSIMHEHHUE, peicTaBiaeHHOe (hopmynoi (I) umw (I') BeIiiie, Uit €ro CoJib, IpU
3TOM hapManeBTHUYECKass KOMITO3UIMS ITPEeAOTBpAIaeT UM JICUYUT 3a00JIeBaHKHe, KOTOPOE
MOJKHO JIEUUTh yTeM MHruonpoBanus RET.

[0019]

Hacrosiiee n3o0peTenue Takke o0ecrieunBaeT MPOTUBOOITYXOJIEBOE CPENICTBO,
BKJIFOYAIOIIIee COeIMHEHUE, TIpeaicTaBiieHHoe ¢popmysot (1) wu (I') BbllIe, WK €ro COJlb.

[0020]

Hacrosiiee nzodpeteHue Takxke ooecrnedyuBaeT MIPOTUBOOITYX0JIEBOE CPE/ICTBO,
BKJIIOYAIOIIEe COeAMHEHNE, TTpeacTaBieHHoe popmymoit (I) unu (I') BeIIIe, MU €70 COJIb, TPH
3TOM MMPOTUBOONYXOJIEBOE CPEJICTBO JICUUT 3JIOKAYECTBEHHYIO OIYXOJIb C TOBBIIIEHHON
aktuBanuei RET.

[0021]

Hacrosiee nzoopeTeHure Takxke oOecreurBaeT COeIMHEHUE, TIPEICTaBIIeHHOE (GOPMYIION
(D) wmu (I') BBIIIIE, UM €70 COJIb JJIs MPUMEHEHHUS B TpO(UIIaKTHKE WU JICUSHUN
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3JIOKAYECTBEHHOM OIYXOJIU.

[0022]

Hacrosimiee nzo0perenue Takxxe o0ecrieunBaeT COEqUHEHHUE, IIPEICTABIEHHOE (hOPMYJIION
(I) ummu (I') BBIIIE, UK €70 COJIB JIJIsI TPUMEHEHUS B TPO(PUIAKTUKE UITH JICYCHUU
3JI0Ka4Y€CTBEHHOM OIyXOJIH, I 37I0KaYeCTBEHHAS OMYXOJIb MPEICTABISAET COOOM
3JI0KQYECTBEHHYIO OITYXOJIb C ITOBBILLIEHHON akTuBauue RET.

[0023]

Hacrosiiee nzo6perenue Takxke o6ecrieuMBaeT IpUMEHEHUE COETMHEHUS], TPEACTABIEHHOTO
dbopmymnoii (1) vmm (I') BbILIe, WK €r0 COJIU IS TTOJIYYEeHHUSI TPOTUBOOITYXOJIEBOTO CPEICTBA.

[0024]

Hacrosiee nzo6perenue Takxke 06ecrednBaeT MpUMEHEHHE COETMHEHUS], TPEACTABIEHHOTO
dbopmynoii (I) umu (I') BblLe, WM €ro COJM IS TOIYUYEHUs] TPOTUBOOITYXOJIEBOTO CPEJICTBA,
I/1e MPOTHUBOOITYXO0JIEBOE CPEICTBO MPEJACTABIIAET COOOM MPOTUBOOITYXOJIEBOE CPEACTBO IS
JIEYEHM 3JI0KaYECTBEHHOW OIYyXOJIX € NMOBbIIEHHON akTuBauuen RET.

[0025]

Hacrosiiee nzo6perenue Takxe 00ecriednBaeT MpUMEHEHHE COETMHEHUS], TPEACTABICHHOTO
dbopmynoii (I) unu (I') BeIIIE, UK €r0 COJU IS TToTydueHust uHruoutopa RET.

[0026]

Hacrosmiee n3o6perenue Takxke o0ecrieyuBaeT croco0 171t MpopUITaAKTUKY WK JIEYCHHUS
3JI0KQYECTBEHHOM OITyXOJIM, BKIIOYAIOIIUI BBEIEHUE MIIEKOIIUTAIOIIEMY COEAUHEHNS,
npeacTtaBiieHHOTO Gopmyroit (I) umwm (I') BEIIIE, UK €r0 COJTH.

[0027]

Hacrosiiee n3o0perenue Takxe odecrieunBaeT crnocod st TpodUIaKTUKY UITH JICYCHUST
3JI0KAYECTBEHHOM OITyXOJIM, BKIIOYAIOIIWI BBEICHUE MIIEKOITUTAIOIIEMY COCIUHEHNUS,
npeacraBiaeHHoro opmyiroii (I) uu (I') BeIe, UK €ro COJIH, TIe 3I0KaYeCTBEeHHAS OITYX0JTh
MPEACTABIISIET COOOM 3]TOKAUYECTBEHHYIO OIyXOJIb C MOBbIIEHHON akTuBauue RET.

[0028]

Hacrosiuee nzo0perenue takxke odecrnieunBaet criocod uHruonposanus RET, Bkirouaronmia
BBE/ICHUE MIJIEKOMUTAIOIIEMY COEAUHEHMS], TpeacTaBieHHoro Gpopmyioi (1) nm (I') Bblue,
WJIU €T0 COJIU.

[0029]

[TaTenTHas murepatypa 1 u 2 He mpenoiaaraeT akTUBHOCTb UHrMOUpoBanust RET mu
MIPOTUBOOIYX0JIEBbIE 3(P(PEKTHI.

[0030]

PP1, yka3aHHBIi BbIIIIe, U3BECTEH KaK COeIMHEHUE, 00J1a1aroniee aKTUBHOCTHIO
uHru6upoBanust RET. B PP1 ni-tosyunbHas rpyIina cBs3aHa ¢ KOHJIEHCUPOBAHHBIM KOJIbLEBBIM
IIMPUMUIMHOBBIM CKEJIETOM; OJJHAKO, €TI0 CTPYKTYPa CYLIECTBEHHO OTJIMYAETCS OT HACTOSILETO
n300peTeHus TeM, uTo PP1 He coepKUT MUPA30IUIBHYIO IPYIILY, IOCIEA0BATEIHHO
COEAUHEHHYIO C aMUIHOM CBA3bI0, KOTOPAs ABJISAETCA XapAKTEPHBIM IIPU3HAKOM COCIUHEHUS
1o HacTosieMmy u3obperenuto. Kpome Toro, kak nmokaszano B [Ipumepax ucnplTanu,
MPEACTABIIEHHBIX HUKE, COEAMHEHNE UIIA €r0 COJIb 10 HACTOAILEMY U300 pETEHHIO 001agaeT
cBoricTBOM BbICOKOM RET celleKTMBHOCTH, UTO SIBJISIETCS OTIMYHBLIM OT PP1.

Beirogusre 3¢pekTH H300peTeHUA

[0031]

Hacrosiee nzodperenue MmoxeT odecrneunuTb HOBbIN MHrMouTOp RET U cpencrBo ast
MPO(UITAKTUKY WK JIeUeHHS 3a00J1€BaHUI (HAIIPUMED, 37I0KAYECTBEHHBIX OITyXOJIel ), KOTOPbIE
MOYXHO MPEAOTBPATUTH WIIM JIEYUTH ITOCPEACTBOM aKTUBHOCTU MHrMOUpoBanus RET, ¢
VCIIOJIB30BAHUEM, B KAUECTBE X AKTUBHBIX UHTPEIUEHTOB, COCIMHEHUN, ITPEICTABICHHBIX
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dhopmynamu (I) u (I'), vau UX coiel, KOTOpPbIE HEe OBLIIM M3BECTHHI KaK 00J1a/1at0IIHe
AKTUBHOCTHIO UHTHOUpoBaHus RET. B yacTHOCTH, HOBOE COeIMHEHUE, TPEICTABICHHOE
dhopmynoii (I'), WK ero coib U T.J. SBIASIOTCS MPEANOUYTUTETbHBIMHU.

[0032]

Bru10 06HApYXEHO, YTO COETMHEHHUE UITH €70 COJIb IT0 HACTOSIIEMY U300PETEHUIO 001a1aeT
oTinuHoM RET-cenekTHBHOM MHTMOUTOPHON aKTUBHOCTBIO U 3(D(PEeKTOM UHTUOMPOBAHUS
pOCTa PaKOBBIX KJIETOK.

[0033]

RET usBecTeH B KaueCTBE OHKOI'EHA U, KAK U3BECTHO, aKTUBUPYETCS TPAHCIIOKALMEN,
MyTauuen um uypesmepHoi skcnpeccuert RET rena Bo MHorux tunax paka (HenatentHas
mutepartypa 3,4, 5, 6,7 u 8). Takum 00pa3zoM, COeTMHEHUE UITU €T0 COJIb IO HACTOSIIEMY
HU300pETEHNI0, KOTOPBIE 00a 00J1aJal0T BRICOKOM aKTUBHOCThIO MHTMOMpOoBaHus RET,
SIBJISIFOTCSI TIOJIE3HBIMU B KAYECTBE CPEACTBA ISl MPOPUIAKTUKY U/WIIH JICYSHUS paKa.

[0034]

KpomMme Toro, coeauHeHue Wiv ero cojib Mo HACTOSIIIEMY U300 PETEHUIO CEIEKTUBHO U
cuwibHO MHruoupyet RET, a He agpyrue kuHasbl, Takue kak SRC u LCK; mosTroMy nobouHsbie
3(PEKTH MOKHO YMEHBIIIUTh U MOKHO OKHJIaTh MOBBIIICHUS OE30MaCHOCTH.

[0035]

Kpowme Toro, coeiuHeHNe UK €ro COJIb 10 HACTOSIIIEMY U300PETEHUIO SIBIISETCS
MPEANOYTUTENbHBIM, TOCKOJIBKY 00J1a/1a€T OTIIMYHON CTAOMIIBHOCTBIO B MUKPOCOMAX MEUEHH,
MOHO OXHJIATh OTJIMYHBIX YPOBHEMN €T0 COJIEPKAaHUS B KPOBH, U HET OMIACEHUI, CBI3aHHBIX
¢ unrubuponanuem Cyp.

KpaTtkoe onmcanue ueprexeit

[0036]

@ur. 1 WUTIOCTPUPYET U3MEHEHUSI OTHOCUTEIIBHOTO 00beMa OMyXOJIM IPU UCTIBITAHWUU B
ITpumepe ucnbiTanus 5.

@ur. 2 WUTIOCTPUPYET U3MEHEHUSI OTHOCUTENIBHOT'O 00beMa OIYyXOJIM MPU UCTIBITAHWUU B
ITpumepe ucnbrranus 5

®ur. 3 WUTIOCTPUPYET UBMEHEHUST MACCHI TEJa MPU UCHIbITAaHUU B [IpuMepe uctibiTanus 5.

@ur. 4 WIUTIOCTPUPYET UBMEHEHUSI MACChI TeJa MPU UCTIbITaHUM B [ IprMmepe ucribiTanus 5.

Onucanne BapuaHTOB OCYIIECTBICHHS

[0037]

CoenuHeHus IO HACTOSIIIEMY H300peTeHmIo, mpeacTaBieHHbIe hopmyaamu (1) u (I') Beiie,
MPEACTABIISIIOT COOON COeIMHEHMS], COAEPKAIIME KOHACHCUPOBAHHbBIN LIMKJIUYECKUMN
MMMPUMUIMHOBBIN CKEJIeT C MMPA30JIMILHOMN TPYIIION Yepe3 aMUHYIO CBSI3b, U OHU He ObLIH
W3BECTHBI KaK 00J1agaroniyMe akTMBHOCThIO MHruoupoBanusi RET. B uacTHocTH, coeTMHeHue,
npeacrasieHHOe popmyJion (I') BeIlie, WK €ro COJb U T.J. SIBJISIOTCS HOBBIMU COSTMHEHUSIMM,
KOTOPBIE HE PACKPBITHI HA B OJJTHOM U3 IIEPEUYUCIIEHHBIX BBIIIE JOKYMEHTOB ITPE/IIIECTBYIOIIETO
YPOBHSI TEXHUKH.

[0038]

B HacTosiem uzo0peteHun coeMHenus, npeacrapieHHbie hopmyinamu (1) u (I'), Taxxke
npocto yka3anbl kak "Coequaenue (I)" u "Coequnenue (I')", COOTBETCTBEHHO.

[0039]

B nacrosimem onvcanuu, eciiv He yKazaHO UHOE, TPUMEPHI "3aMecTUTeNIsl" BKIIOUatoT
raJIOTeH, TUIPOKCH, UUAHO, HUTPO, AIIKUII, TAIIOTE€HOAJIKWIT, TUIPOKCUAITKWII, AIIKOKCHUAJIKHII,
LUKJTOATKWIL, IUKJIOAJIKUTI-AJIKWII, CBSI3aHHBIA MOCTUKOBOM CBSI3bIO LIMKJIOAJIKWJI, APAJTKUIL,
QAJIKEHWJI, AJIKUHUJI, AJIKOKCH, FAJIOT€HOATIKOKCH, IUKIIOATIKOKCH, LIMKIIOAJIKUII-AJIKOKCH,
APAIKWIOKCH, AJTKWITHO, IUKIIOAJIKUIT-ATKWITHO, AMUHO, MOHO- WX JTUAJTKWUIAMUHO,
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[UKJIOATIKWIT-AJIKUIIAMUHO, allul, allUJIOKCH, OKCO, KapOOKCHII, AJIKOKCUKAPOOHWII,
APATKUIOKCUKAPOOHMIT, KapOAMOWII, HACHIIIIEHHYIO WJIK HEHACHIIIIEHHYIO FETEPOLMKITUNIECKYIO
CpyIIly, apOMATUYECKUI YIIIEBOJOPO/I, HACBIIIEHHYIO FETEPOUUKINUECKYI0 OKCHU TPYIIILY U
T.1. (DTH 3aMECTUTENM TAKXKe yKa3aHbl Kak "3amecturenu B.") Korma mpucyrcrByer
3aMECTUTEIh U3 IEPEUUCTIEHHBIX BBIIIIE, €M0 KOJIMYECTBO TUIIMYHO COCTABJISET OJIUH, /IBA, WU
TPU.
[0040]

B HacTosmmem onucanuu puMepsl "rajgoreHa” BKIIrouaroT GTop, XJI0p, OpoM U UO/I.

[0041]

B HacTosiem onucaHuu "aaKkuI" MOXKET ObITh IMHEMHBIM WK Pa3BETBICHHBIM. [IpuMepbl
BKJTIOUAIOT METUJI, 3TUJI, H-IIPOTIWJII, U30TIPOIIUJI, H-OyTHII, U300y THII, TPET-OyTH, 1-
METWIIPOIIWJI, H-TIEHTWJI, U30MIEHTHII, N-TeKcul, 1,1-qumerunnponui, 1,1,2,2-TeTpaMeTUIIITUI,
H-renTwul, 1,1,2,2-TeTpaMeTUIIIPOIINII, H-OKTHJI, H-HOHWII, H-AEUMWI U T.[1.; U, B YACTHOCTH,
Brirouarotr C1-C10 axxui, C1-C6 ankuiI v T.1.

[0042]

B nacrosimem ornvcanny mpumeps "rajoreHoankuia” BkodaroT C1-C10 TuHeHbINM Win
Pa3BETBJICHHBIN AJIKUII, COAEPKAIIMNA OJIMH U1 HECKOJIBKO (Hampumep, 1-10, 1-7 uim 1-5)
atomoB rajorena (rajjoreHo C1-C10 ankum). [TpuMepbl BKIIOUAOT PTOPMETHI, TUDTOPMETHII,
TPUPTOPMETHII, TPUXITOPMETHIT, PTOPITUI, 1,1,1-TpUdTOPITHIT, MOHOPTOP-H-TIPOTIHII,
nepTop-H-TPONuII, MepPTOPU3OIIPOIHII, MOHODTOP-H-OYTHIT, MOHO(DTOP-H-TICHTHUI,
MOHO(TOP-H-TEKCHUJI U T.JI.; U, B YACTHOCTH, BKITFOYAOT TajoreHo C1-C6 ajakuil, TaIoTeHO
Cl1-C4 aaxun u T.1.

[0043]

B HacrosimeM onmucanuu mpuMeps! "ruapokcuankmia” BkirrodaroT C1-C10 TuHeRHBIN Wi
Pa3BETBJICHHBIN AJIKWJI, COAEPKAIIMIA OJIHY WIM HECKOJIbKO (Harpumep, 1-5, 1-3 umm 1)
ruapokcu rpymi (ruapokcu C1-C10 ankwnir). IIpumeps! BKIIOYAOT THAPOKCUMETHII,
TUAPOKCUAITUI (1-TUIPOKCUITUIT WK 2-TUIPOKCUITUIT), TUAPOKCUTTPOIINI, TUAPOKCUOYTUIT,
TUAPOKCUTICHTWIT, TUIPOKCUT€KCUII U T.[1.; U, B YACTHOCTH, BKIIFOUAIOT ruapokcu C1-C6 ankui,
rugpoxken C1-C4 ankumn u T.4.

[0044]

B HacrosIem onucaHuM MpyUMepPhI "aTKOKCHAITKUIIA" BKITIOYAIOT AJTIKOKCUAIKHII, B KOTOPOM
aJIKOKCH TpyIia npeacrasiser coooit C1-C6 TUHEHHbIN UM PA3BETBIICHHBIN alIKOKCH, U
alkuIbHas rpynna npeacrasiset cooort C1-C10 nuHerHbIN Wiin pa3BeTBIeHHBIN ankui (C1-
C6 ankokcu C1-C10 ankumn). [Tpumepst C1-C6 TMHERHOTO WM Pa3BETBICHHOTO AJIKOKCH
BKJIIOYAIOT TaKUE, B KOTOPBIX aJIKWIbHAS rpynmna npeacrasisier codoit C1-C6 ankokcH, u3
Yyuclia IPUMEPOB AJIKUJIA, MMPEICTABICHHBIX BBINIE. [IprUMephl aTKOKCHAIKWIIA BKIIOYAIOT
METOKCUMETHII, STOKCUMETHUJI, H-IIPOTIOKCUMETHII, H-OYTOKCUMETHII, 2-METOKCUITUIL, 1-
METOKCH-H-TTPOTIUII, 3-METOKCU-H-TTPOTIUII, 2-9TOKCU-H-OyTUIT, 4-METOKCU-H-OYTHII, 5-METOKCH-
H-IIEHTWI, 6-METOKCU-H-TEKCUI U T.1.; U, B YacTHOCTH, BKIOUYaroT C1-C4 ankokcu C1-C6
ankui, C1-C4 anxoxcu C1-C4 amkui v T.4.

[0045]

B HacrosieM onvcaHuu KOHKPETHBIE IIPUMEPHI "IIMKITOANIKWIIA" BKITFOUAIOT UKJIOTIPOTIUIL,
UKJTOOYTUJI, IMKJIOTIEHTUT, IUKJIOTEKCUIT, IIMKJIOTENTUIT U T.[1.; U, B YACTHOCTH, BKJIIOUAIOT
C3-C7 muxmnoankui, C3-C5 muknoankuil, C3-C4 nyukiroankui U T.1. B HacTosIeM nzodpereHun
"IUKITOATKUI" CTIEAYET ONIPENCIIATh HE3aBUCUMO OT "CBSI3aHHOT'O MOCTHKOBOM CBSI3bIO
UKJIOAIKUIIA," ontMcaHHOTO HWke. [1oaToMy B HacTosIIeM U300pEeTeHUHU "CBSI3aHHBIM
MOCTHKOBOM CBS3BIO IIUKIOAJIKWI" UCKITIOYAETCS U3 "IUKIoaIKuiIa".

[0046]
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B HacTos111eM OnMcaHUM TPUMEPHI "IUKIIOATKMIT-aJIKMIIA" BKIIOYAIOT HUKJIOTPOITMIMETHI,
UKJIOOYTUIIMETUIT, IMKJIOTIEH TUJIMETUIT, IUKJIOTEKCUJIMETHIT, IUKJIOTENTUIIMETUIT U T.11.; U, B
yacTHOCTH, BKiItodaroT C3-C7 nukiaoankui-3aMenieHHbIN C1-C10 ankui, C3-C5 nukioaaku-
3aMelneHHbIN C1-C6 ajnKuiI U T.1.

[0047]

B Hacrosmem onmvcaHuM "CBSI3aHHBIA MOCTUKOBOM CBSI3bIO IIUKJIOAIKUI" OTHOCUTCS K
CBSI3AHHOMY MOCTHMKOBOM CBSI3bI0 IIUKJIMYECKOMY YTIJIEBOAOPO/Y, B KOTOPOM
KapOOIUKINIECKOE KOJIbI0, 00pa3ylolee CBI3aHHBIM MOCTUKOBOM CBSI3bIO IUKIIMUECKHIA
YIJIEBOJIOPO/T, UMEET HACKIIIIEHHYIO CTPYKTYPY. B HacTOsIIIIEM OMMcaHuy TPUMEPHI "CB3aHHOTO
MOCTHMKOBOM CBSI3bIO IMKJIOATKWIIA" BKITFOUArOT Ouukiio[ 1.1.0]6ytun (ourukio[1.1.0]6yTaH-
1-v1 wimm ourukito[ 1.1.0]0yTan-2-wi), ounukno[1.1.1]neaTun (oumukiro[1.1.1]merTan-1-ur
vy ovukro[ 1.1.1menTan-2-mn), ounukiao[3.1.0]rexcu (ommkiro[3.1.0]rekcan- 1-1mi, OUIUKIIO
[3.1.0]rexcan-2-ui, ounukiro[3.1.0]rekcan-3-un, win ounukiao[3.1.0Jrekcan-6-m), OULMKIIO
[2.2.1]renTui (Ounukiro[2.2.1]renran-1-mi, Onnukiro[2.2.1]rernras-2-ui, wim onnukiro[2.2.1]
renTaH-7-uin), oumukino(3.1.1] rentui (6uukiao[3.1.1]rentas-1-mi1, ounukio[3.1.1]renraH-2-
ui1, ounukiro[3.1.1]renran-3-un wim ounukio[3.1.1]rentan-6-ui1), agaMaHTUII (agJaMaHTaH-
1-wn vy agaMaHTaH-2-Wil) U T.1.; U, B YaCTHOCTH, BKIII0OYaroT C4-C12 cBI3aHHBINM MOCTUKOBOM
CBSI3bIO IIUKJIOAIKWI U T.].

[0048]

B HacTos11eM onMcaHuu puMepsl "apakuia” BKIIFOYaroT OeH3W, PeHeTUT, HapTUIIMETHI,
(hIyOpEeHUIMETHIT U T.J1.; ¥, B 4aCTHOCTH, BKItouaroT C7-C14 apajKui u T.1I.

[0049]

B nacrosimmem onucanuu "aakeHWT" MOXET OBITh JIMHEWHBIM WA PA3BETBICHHBIM U
OTHOCHTCS K HCHACBIIIICHHOMY alTi(haTUIeCKOMY YTIIEBOIOPOTY, COACPIKAIIEMY 11O MEHBIIIEH
Mepe oaHy (HampuMmep, 1 uim 2 uiu 1) 1BorHy1o cBs3b. [IpuMepbl BKIIIOUAIOT BUHUII, aJlJIWI,
1-riporieHu, 2-MeTUII-2-MPOTIEHUIT, U30TIPOTEHUN, 1-, 2- uinu 3-0yTeHun, 2-, 3- uiu 4-neHTeHUII,
2-MeTUIT-2-0yTeHU1, 3-MeTUJT-2-0yTEeHUI, S-TEKCeHUJI, 1-IMKITOMEHTEHW, 1-IUMKIOTEKCeHMIT,
3-MeTw1-3-0yTEeHUII U T.[1.; U, B YaCTHOCTH, BKTtouatoT C2-C6 ankenust, C2-C4 ajIKeHW!1 U T.1.

[0050]

B Hacrosiiiem onvcaHum "lMKIIOATKEHUT" OTHOCUTCS K HEHACHITICHHOMY aJTMIUKIIMYECKOMY
YTIJIEBOAOPOY, COAEPKALIEMY 110 MEHBIIIEN Mepe OAHY (HanmpuMmep, 1 wim 2 unu 1) ABOWHYIO
cBsi3b. [IpuMepbl BKIIOYAIOT HUKJIONPONEHU (HATTPUMED, 2-UUMKIIONPOIIeH- 1-1i),
LMKJIOOYTEHWIT (HAIIpUMED, 2-LIMKII00YTEH- 1 -1iT), IMKJIONIEHTEHWIT (HAIIPUMED, 2-IIMKIIONIEHTEH-
1-11 ¥ 3-UMKJTOTIEHTEH- | -UJT), UUKJIONIEHTAUEHWIT (HATIpUMED, 2,4-1IUKJIOTIEHTAAUEH- 1 -1I1),
UKJIOT€KCEHUIT (HAITPUMED, 3-IIUKJIOTE€KCEH- 1 -WIT), IMKIIOTENTEHWII (HapyuMep, 3-IUKJIOTeNTEeH-
1-un) U T.4.; ¥, B YacTHOCTH, BKIouaioT C3-C7 mukiaoankenui, C3-C5 nuknoankenun, C3-C4
HUKJIOAJIKEHWI U T. 1.

[0051]

B HacTosmem onucaHuu "aTKUHUIT" MOXKET OBITh JTUHEHHBIM, Pa3BETBIICHHBIM WU
UKJIMYECKUM U OTHOCUTCS K HEHACBIIIIEHHOMY YTIJIEBOJAOPOY, COAEPKAIIEMY 10 MEHbIIIEH
Mepe OJIHY TPOVHYIO cBsA3b. [IpuMepsl BKiItouaroT aTuHWI, 1- wiu 2-nponusui, 1-, 2- uim 3-
OyTUHUI, 1-METUI-2-TIPONMHMII U T.[.; U, B YaCTHOCTH, BKIto4aroT C2-C6 ankuami, C2-C4
AJIKUHWI U T.JI.

[0052]

B Hacrosiem onvicanny "akokcu" MOXeT OBbITh TMHEMHBIM WM pa3BeTBICHHBIM. [Ipumepbl
BKJTIIOYAIOT METOKCH, ITOKCH, IIPOTIOKCH, U30TTPOITIOKCH, OYTOKCH, M300YTOKCH, TPET-OYTOKCH,
NEeHTUIOKCH, U30IIEHTWIIOKCH, TeKCUJIOKCH U T.JI.; U, B YaCTHOCTH, BKITIo4aroT C1-C6 ankokcy,
C1-C4 anxoxcu u T.1.
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[0053]

B nacrosimem onucanum "ranoreHoankokcu" otHocuTcs K C1-C6 muHeHHOMY WITH
Pa3BETBJICHHOMY QJIKOKCH, COAEPKAIIEMY OJIMH UJIM HECKOJIBKO (Harpumep, 1-10, 1-7 unu 1-
5) atomoB ranorena (rasoreHo C1-C6 ankokcu). [Ipumeps! BKITIOYAIOT PTOPMETOKCH,
TMOTOPMETOKCH, TPUDTOPMETOKCH, TPUXJIOPMETOKCH, GTOPITOKCH, 1,1,1-TpudTopaTokcy,
MOHO(DTOP-H-TIPONIOKCH, TEPHTOP-H-TTPOTIOKCH, IEPPTOP-U3OMPOIIOKCH U T.1.; U, B UACTHOCTH,
BKiIrouarot rajjoreto C1-C6 ankokcu, rajoredHo C1-C4 ajJkoxcH U T.1.

[0054]

B HacTosmem onMcaHuM KOHKPETHBIE TPUMEPHI "IIMKI0ATKOKCH" BKITFOYAIOT
[UKJIOMTPOIIOKCH, IUKIIOOYTOKCH, IIUKJIOTIEHTUIIOKCH, IIUKIOTEKCUITOKCH, IMKJIOTENTUIIOKCH
U T.J1.; ¥, B YaCTHOCTH, BKItoUaroT C3-C7 IUKII0OAIKOKCH.

[0055]

B HacTosmem onucaHuu MpUMepPsI "UKIIOATKHI-ATKOKCH" BKITFOYAFOT
UKJIOTTPOTTUIMETOKCH, HUKIIOOYTUIIMETOKCH, IMKJIOTIEHTUIIMETOKCH, IUKJIOTEKCUIIMETOKCH,
HUKJIOTENTHIMETOKCH U T.J.; M, B YaCTHOCTH, BKItodaroT C3-C7 nukinoankuia-3ameineHH Cl-
C4 ajnKoKcHU U T.1.

[0056]

B HacTosImem oncaHuM mpuMephl "apajKUIOKCH" BKITFOUAIOT OCH3UITOKCH, (PeHETUITOKCH,
Ha(TUIIMETHIIOKCH, (PITyOPESHUIIMETUITOKCH U T.JI.; M, B YaCTHOCTH, BKiTtouaroT C7-C14
apaJIKUIIOKCH U T.]I.

[0057]

B HacTosmem onucanuu "ankuiaTHO" MOXKET OBITh TUHEHHBIM WU PA3BETBIICHHBIM.
[Tpumepsl BKITIOUAIOT METUIITUO, ITWIITUO, H-IIPOTIUIITUO, U30TIPOIUIITHO, H-OYTHUIITHO,
U300y TUIITHO, TPET-OYTUIITHO, N-TIEHTUJITUO, U3OTIEHTUJITUO, TEKCUIITHO U T.]I.; U, B YACTHOCTH,
BriarouaroT C1-C6 ankuintuo, C1-C4 alaKuiITHO U T.1.

[0058]

B HacTosmem onucaHuu MpUMEPHI "IUKIIOATKUI-ATKUITHO" BKITIOUAIOT
IUKJIOTIPOTTUIIMETHUIITHO, IIUKJIIOOY TUIIMETHUIITHO, IIUKJIOTICHTUIIMETUIITHO,
HUKJIOTEKCUIIMETUIITHO, IMKIIOTENTUIMETUIITUO U T.J.; U, B YaCTHOCTH, BKItoyaroT C3-C7
nuKiIoankun-3amenieHHbi C1-C4 aaKuiaTHO U T.1.

[0059]

B HacTosmmem onucanuu MpuMepsl "MOHOATKMIIAMUHO" BKITIOUAIOT METHUIIAMHUHO,
3TUJIIAMUHO, H-TIPOTIMIIAMUHO, U30TIPOITMIIAMUHO, H-OYTUIIAMUHO, U300y THIIAMUHO, TPET-
OyTWIIAMMHO, H-TIEHTUJIAMUHO, U30TIEHTUIIAMUHO, TeKCUIIAMMHO U T.[I.; U, B YaCTHOCTH,
BKJIFOUAIOT aMUHO, MOHO-3aMEIIEHHbIN JIMHEWHBIM WK pa3BeTBIEHHBIM C1-C6 ajKUIIoM.

[0060]

B HacTosmem onucanuu MpUMeEpPHI " THATKUIIaMUHO" BKITFOYAIOT JUMETHUIIAMUHO,
STUIMETUIIAMUHO, TUITUIAMUHO, TU(H-IIPOTUIT)aMUHO, TUU30TPONUIAMUHO, JU(H-OYyTHUT)
aMMHO, TUU300yTUIIAMUHO, IU(TPET-0yTHIT)aMMHO, TA(H-TIEHTUIT)aMMHO, TMU30TIEHTUJIAMUHO,
JUT€KCUIIAMMHO U T.J.; ¥, B YaCTHOCTH, BKJIIOUAIOT AMUHO, IM-3aMEIICHHbBIN JIMHEWHBIM WUIIN
pasBeTBiieHHBbIM C1-C6 ankuiiom.

[0061]

B HacTosiem onvcaHuy puMepsl "IUKI0ATKAI-AIKUIIAMUHO" BKITIOYAIOT
[UKJIOMTPOITMIMETUIIAMUHO, IIMKJIO0YTUIMETUIIAMUHO, IIUKJIOTIEHTUIIMETHUIIAMUHO,
[IUKJIOTE€KCUIIMETUIIAMUHO, UKJIOTEIITUIMETUIIAMUHO U T.JI.; ¥, B YACTHOCTH, BKIoUaroT C3-
C7 muknoankuin-3amenieHHbIn C1-C4 aakuiIaMyuHO U T.1.

[0062]

B Hacrosmem onurcanuu "anpir" OTHOCUTCS K aJIKMITKAPOOHUITY WUITH apUIKapOOHUITY.
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[0063]

B HacTosmiem onucanuy mpuMepsl "aIKUIKapOOHWIA" BKITIOYAIOT METUIKaPOOHMIT,
ATUIKAPOOHUI, H-ITPOMUIKAPOOHUII, U30TIPOTMIIKAPOOHMII, H-OyTUIIKApOOHMIT,

U300y TUIIKapOOHWII, TPET-OyTUIIKAPOOHUJI, H-ITIEHTUIIKAPOOHUI, U30TICHTUIIKAPOOHUIT,
TeKCUITKapOOHWIT U T.JI.; ¥, B YaCTHOCTH, BKJIIOUAIOT JIMHEHHBIN WU pa3BeTBieHHbIH (C1-C6
aJIKWJI)KapOOHMII U T.1.

[0064]

B HacTosmem onucanuu mpuMepsl "apuiakapooHuna” BKIIOYAOT (PeHUTKapOOHMIT,
HapTUITKApOOHWI, (DITyOPEHUITKAPOOHUII, aHTPUITKAPOOHWIT, OUEeHUITHITKapOOHMIT,
TeTparuapoHadTUIKapOOHUIT, XpOMAaHUIKAPOOHMIT, 2,3-Turuapo-1,4-
TMoKcaHa(TaTeHUITKapOOHWT, UHAAHUIKAPOOHW, (PeHAaHTPUIKAPOOHUI U T.1.; U, B
4acTHOCTH, BKItouaroT (C6-C14 apuin)kapOOHWI U T.A.

[0065]

B Hacrosmem onucanuu "aniIoKCH" OTHOCUTCS K aTKMIIKApOOHUITOKCH UITH
apUIKapOOHUIIOKCH.

[0066]

B nacrosiiieM onucanuu mpyuMepbl "aTKWIKApOOHUIIOKCH" BKITIOYAIOT METUIIKAPOOHUIIOKCH,
STUITKAaPOOHUIOKCH, H-TTPOMMUIKAPOOHUITIOKCH, U30TTPOTTUIKAPOOHUIIOKCH, H-
OyTWIIKApOOHUIIOKCH, U300y TUIIKAPOOHUIIOKCH, TPET-0yTUIIKapPOOHUIIOKCH, H-
MEHTUIIKaPOOHMITOKCH, U30TIEH TUIIKAPOOHUIIOKCH, TEKCHIIKAPOOHUIOKCH U T.J1.; U, B YACTHOCTH,
BKJIIOYAIOT JIMHEHHBIN WK pa3BeTBieHHbIN (C1-C6 ankuin)kapOOHUIOKCH U T. 1.

[0067]

B Hacrosiem onvicanuy mpuMeps! "apruiIkapOOHWTOKCH" BKITFOUAIOT (DEHUITKAPOOHUIIOKCH,
HaQTUIKAaPOOHWIOKCH, (PITyOPEeHUITKAPOOHUIIOKCH, aHTPUITKAPOOHUITOKCH,
OnbeHUTMIKApOOHUITOKCH, TeTParuaApoHa(TUIKaPOOHUIOKCH, XPOMaHUIIKapOOHUIOKCH,
2,3-murunpo-1,4-quokcanadraaeHUITKapOOHMITOKCH, WHAAHUIKAPOOHUIIOKCH,
(heHaHTPUITKAaPOOHUIIOKCH M T.[I.; ¥, B YaCTHOCTH, BKITtouaroT (C6-C14 apuin)kapOOHUTIOKCH
U T.II.

[0068]

B Hacrosiiiiem onvcaHum "aTKOKCUKApOOHWT" MOYKET OBbITh JIMHEHHBIM WU PA3BETBIICHHBIM.
[Tpumepsl BKITIOYAIOT METOKCUKAPOOHMII, 3TOKCUKAaPOOHUIT, TPOITOKCUKAPOOHUIT,
M30MPOIIOKCUKAaPOOHUIT, Oy TOKCMKaPOOHKIT, U300y TOKCUKAapOOHMII, TPET-0yTOKCUKApOOHMIT,
MIEHTHUJTIOKCUKAPOOHWIT, U30TIEH TUITOKCUKAPOOHUIT, TeKCHIIOKCUKAPOOHWIT U T.JI.; U, B YACTHOCTH,
BKJII0O4AIOT (C1-C6 aIKOKCH)KapOOHWIT U T. 1.

[0069]

B Hacrosmmem onrcaHuu MpuMepsl "apaJTKUIOKCUKapOOHWIT" BKITFOYAIOT
OEH3WIOKCUKAapPOOHWI, (PeHETUIIOKCUKAPOOHMIT, HA() TUIIMETUIIOKCUKAPOOHUT,
(hIyOpEeHUIMETUITOKCUKAPOOHU | T.[.; U, B YaCTHOCTH, BKITFoUatoT (C7-C14 apaikui)
OKCUKApOOHMI U T.I.

[0070]

B Hacrosimem onrcaHuu "HACHIIIEHHAS TeTEPOIMKINYecKast rpynmna” OTHOCUTCS K
MOHOUMKINYECKON WU ITOJTMUUKINYECKON HACBIILIEHHON IeTEPOLUKIMYECKON IPYIIIIE,
cojieprKalie reTepoaToM, BRBIOpaHHBIN U3 a30Ta, KUCIIOPo1a ¥ cepbl. KOHKpeTHBIE IpuMepbl
BKJTIOUAIOT MOP(OJIMHO, 1-MTUPPOIUIANHUIL, TMIIEPUIUHO, TTUTIEPASUHUIT, 4-METHII- 1 -
MUIIEpa3uHUII, TETPAruapodypaHui, TETPATUIPOTTMPAHIUII, TETPATUAPOTUODEHNUT,
THA30JIMIUHWI, OKCA30JIUIUHWI, 7-a3a0uiuKiIo[2.2.1]renT-2-um, 2,6-quoxkcadunmkio[3.2.1]
OKT-7-Wj U T.7I. B HacTosIeM n300peTeHnu MpUMepbl HACBIIIIEHHOW TeTePOLUKINIECKON
rpymibl BKII04aroT "C3-C10 MOHOIMKIIMYECKYIO WITA TTOJTUIUKIIMYECKYIO HACHIIICHHYIO
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TETEPOLUKINYECKYIO TPYIIITY, COAEPKAIIYIO 1-3 OAMHAKOBBIX WIIM OTJIMYHBIX APYT OT Apyra
reTepoaToMa, BEBIOpaHHBIX M3 a30Ta, Kuciaopoaa u cepbl', "C3-C6 MOHOUMKITUIECKYIO
HACBILIEHHYIO TeTEPOLUKINYECKYIO I'PYIIITY, COAEPKAIIYIO 1-3 OAMHAKOBBIX UM OTIUYHBIX
JpYT OT Ipyra rerepoaroma, BBIOpaHHBIX U3 a30Ta, KUCIopoaa u cepsl”, u "C4-C5
MOHOIMKJIMYECKYIO HACBIIIIEHHYIO TeTEPOIMKITMIESCKYIO TPYIIITY, COJIEPKAIIYIO 1-3 OMHAKOBBIX
WK OTJIMYHBIX APYT OT JIpyra rerepoaToMa, BRBIOpaHHBIX U3 a30Ta U KUCIIopoaa”.

[0071]

B nacrosiem onucanuu "HeHACHIIIIEHHAS T€TEPOIMKIMUECKas TpyImna" OTHOCUTCS K
MOHOIMKIIMYECKON WU TIOJIUIMKINYECKOM IMTOJTHOCTHIO WIIM YACTUIHO HEHACHIIIICHHOM
TFETEPOLMKIMYECKOMN I'PYIIIIE, COIepIKalllel TeTepoaToOM, BBIOPAHHBIN U3 a30Ta, KUCIOPOaa U
cepbl. KOHKpeTHBIE MPpUMEPHI BKITIOYAIOT UMUIA30JIWIT, TACHU, (ypaHUII, TUPPOIIHII,
OKCa30JIUJI, U30KCA30JIUIT, THA3OJIWIT, U30THA3OJIVII, TUATMA30JINII, TTUPA3O0IIUII, TPHUA3OIIHII,
TETPA30JIWI, TUPUANUIT, TUPAZUIT, TUPUMUTUHUIL, TTUPUTAZUHII, UHIOIWIT, U30UHIOJINI,
WHAA30JIWJI, TPUA30JIONUPUINI, OEH30MMUIA30JIMII, OEH30KCa30J 11, OEH30THA30JIN,
OeH30THEHUIT, OEH30(YPAHWII, Ty PUHUIT, XUHOJTUIT, U30XUHOJIUII, XHHA3OJIUHUII, XMHOKCAJTUHUIL,
METUJICHIMOKCU(EHWIT, dTUIICHIMOKCU(DeHU 1, Turuapooden3odypaHui u T.4. B HacTosem
M300pEeTEeHNH TPUMEPHI HEHACHIILIEHHON TeTePOUMKINYECKOM rpynmbl BKiIovyaoT "C3-C10
MOHOIMKIIMYECKYIO WM TTOTMIUKIIMYECKYI0 HEHACBHIIIICHHYIO TeTePOIMKINYECKYIO TPYIIITY,
coepkaIyro 1-3 0JMHAKOBBIX WU OTIIMYHBIX APYT OT JIpyra rerepoaTomMa, BEIOpaHHBIX U3
a30Ta, kuciaopoaa u cepsbl,” "C3-C6 MOHOUMKIIMYECKYIO HEHACBIIIIEHHYIO T€TEPOLUKINYECKYIO
TPYIIILY, COAEpXkaIyto 1-3 0OMHAKOBBIX WK OTJIIMUHBIX JIPYT OT ApYyra rerepoaroma,
BBIOpPAHHBIX U3 a30Ta, KUCIIopoaa U cepsl', "C4-C5 MOHOUMKINYECKYIO HEHACBIIIIEHHYIO
TeTEPONUKINYECKYIO TPYIIITY, COJAEPKAITYIO | WK 2 OAUHAKOBBIX UM OTIIMYHBIX APYT OT
Jpyra rerepoaToMa, BEIOpaHHBIX U3 a30Ta, Kuciaopomaa v cepsol”, "C4-C5 MOHOIMKIIMUECKYIO
HEHACBHIIIEHHYIO TeTePOLUKINYECKYIO T'PYIIITY, COAEPKAIIYIO OJIUH aTOM a30Ta, OJMH aTOM
KHUCIIOPO/Ia WIIA OJTUH aTOM cepbl', "C4-CS5 MOHOIMKIIMYECKYIO HEHACHIIIICHHY IO
FETEPOLUKIMNYECKYIO TPYIIITY, COACPKAIILYIO OAUH aTOM KUCIOPO/Ia UTU OJIMH aTOM Cepbl”, U
"C3-C6 MOHOIMKITUYECKYIO HEHACHIIIIEHHYIO TeTEPOIMKIMUECKYIO TPYIIITY, CoIepxKanyo 1-3
aToma azota".

[0072]

B HacTosemM onMcaHnu "apoMaTHIECKHI yTiIeBo1opo1" (apyil) BKITFOYaeT (DeHUII, TOJIHII,
KCWJTWIT, HATUII, aHTpaUeHW!1, heHAHTPUI, GIIyOpeHu, TeTparuapoHad Tl U T.1.; 4, B
YACTHOCTH, BKIIIOUaroT C6-C14 apoMaTUueCcKui yIiIeBOJIOPOI U T.A.

[0073]

B HacTosmem onucaHny "HACBIIICHHBIN T€TEPOIMKINISCKUNA OKCH" OTHOCUTCS K OKCH, C
KOTOPBIM CBSI3aHO HACHIIIEHHOE TETEPOLMKIMUECKOE KOJIBIIO, COACPIKAIIEEe TETEPOaTOM,
BBIOpAHHBIN U3 a30Ta, KUCIOpoaa U cepbl. KOHKpeTHBIE TPUMEPHI BKITIOUAIOT
MOP(OIMHUIOKCH, |-TIMPPOITUTUHUITOKCH, ITUTIEPUAMHOOKCH, TIMITEPA3UHUIIOKCH, 4-METHIT- 1 -
MUIEPA3UHUIIOKCH, TETPATUIPOPYPAHUIIOKCH, TETPATUAPOITUPAHUITIOKCH,
TETPAruIPOTUODEHUITOKCH, TUA3OIUIUHUIOKCH U OKCA30JIUANHUITOKCH.

[0074]

Tepmun "Ca-Cb", B OTHOIIICHHH 3aMECTUTEIISI B HACTOSIIIEM OIIMCAHUM, YKAa3bIBAET Ha TO,
YTO 3aMECTUTEITh COJEPKUT KOJIMUECTBO aTOMOB yIuiepojia ot a o b. Hampumep, "C1-C6
aJIKWIT" OTHOCHUTCS K aJIKMITy, coJiepkaliieMy 1-6 aToMmoB yriepoa, u "C6-C14 apoMaTHdecKuit
YTIEBOJAOPOJ OKCH" OTHOCHUTCS K OKCH, C KOTOPBIM cBsizaH C6-C14 apomaTudeckuit
yraeBonopod. Kpome Toro, TepMuH "a- b-ujieHHBIN" yKa3bIBaeT Ha TO, YTO KOJIMYECTBO ATOMOB
(KOJTMYECTBO KOJIBIEBBIX YIEHOB), KOTOPbIE 00Pa3yIOT KOJbIO, COCTABIISET OT a J0 b.
Hampumep, "4-10-ujieHHAs] HACBIIIIEHHAS TETEPONUKIIMYCCKAs TPyIIa" OTHOCUTCS K
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HACBIIEHHOU Te€TePOLUKINYECKOUN TpyIme ¢ 4-10-4JI€HHBIM KOJIBLOM.
[0075]
B dopmynax (I) u (I'), A mpencrapisieT coOo¥ MUPa30In, 3aMEIIEHHBIN N-KOJIUYECTBOM

samecturereit R [Tprmepsl mupa3oauiia, TpeaCTaBIEHHOTO KaK A, BKJIIIOYAIOT MUPA30JI-1-
W1, IMPa30J1-3-Uil, TMPa30i1-4-ruil ¥ upa3oit-S-wi. [ITupazomn-3-un sBiseTcs npearnoyTUTEIbHbIM
B HACTOSILLIEM U300PETEHUMU.

[0076]

B popmymnax (I) u (I'), mpumepsl "ranorena"”, mpencTaBIeHHOTO KaK R!, Biouator Taxue,
KOTOpBIE yKa3aHbl BBIIIE, IPEATIOUYTUTEIBHO XJIOp M OpoM, U OoJiee MPeAIIoYTUTEIBHO OPOM.

[0077]

B dpopmynax (I) u (I') mpumepst "C1-C6 ankuna" B "3amenieHHOM wiin HezameteHHoM Cl-

C6 ankuie", MpeaIcTaBIICHHOM Kak Rl, BKJIIOUAIOT TaKHe, KOTOPBIE YKa3aHBI BBIIIE, U
npeanoutuTeabHo C1-C4 ankun. KoHkpeTHbIE TpUMeEPbI BKIIOYAIOT METUIL, 3TUJI, H-IIPOTIWI,
U30TIPOIUII U T.1.; O0JIee MPEAMOUTUTEIILHO METHIT U 3TUJT; U eIlle 0oJjiee MPeAIOUTUTEIIHFHO
METUIL.

[0078]

[Tpumeps! "3amecturens” B "3amerieHHOM win HezamelieHHoM C1-C6 ankue",

IIPEACTABIICHHOM KaK R!, Bkmouaror Taxue, KOTOPBIE YKa3aHBbI BBILIE, U IIPEAIIOUYTUTEIIBHO
rajoreH u C1-C4 ankokcu. KoHKpeTHBIE TPUMEpHI BKIIIOYAIOT (PTOP, METOKCH U T.[.; OoJiee
MPEINOYTUTENBHO TAJIOTeH; U ellle 0oJiee MPeAnoYTUTEIBHO (GTOP.

[0079]

Korga C1-C6 ankun SBiIsieTcs 3aMEIEHHBIM, KOJTMYECTBO 3aMECTUTENIEH KOHKPETHO HE
OI'PAaHUYMBAETCS, HO IIPEANIOYTUTENIBHO cocTasiseT 1-3. Koraa 3amMecTuTens npencTapiser
cO0O¥i rajyIoreH, KOJIMYECTBO 3aMECTUTENIEH TPEAIIOUTUTENIBHO cocTaBisieT 2 uim 3. Korna
3amecTuTenb npeacrasiseT cooor C1-C4 aaKkoKcH, KOJIMYECTBO 3aMECTUTENEH
MIPEANIOYTUTEIIBHO COCTABIIAET 1.

[0080]

"3amerneHHbIN Wiy He3aMemeHHbIH C1-C6 ankui", mpeacTaBICHHBIN KaK Rl,
MPEANOYTUTEIBLHO mpeacTaBisieT coooit C1-C6 aakuil, KOTOPBIM MOXKET OBITh 3aMeEIeH
rasioreHoM win C1-C4 ankokcu. KoHKpeTHBIE TpUMEPBI BKIIFOYAIOT METWJT, 3TUJI, H-IIPOIIUJI,
U3OIPOTIHIT, TPUPTOPMETU, TUHTOPMETHIT, METOKCUMETHIT U T.J1.; 00JIee TPEAIIOYTUTEIIHHO
C1-C6 ankui1, KOTOPBIM MOKET OBbITh 3aMElIEH TaJIOT€HOM; e1lle OoJiee MPEATOYTUTETHHO
C1-C4 ankui1, KOTOPBIM MOKET OBITh 3aMEIIIeH TaJIOTEHOM; U eIlle 0oJjIee MPeaIOYTUTEITHHO
C1-C4 ankuit, KOTOPBI MOXeET OBITh 3aMeleH GTopowm; ere 0osee mpeamnoytureabHo Cl-
C4 ankui; v ere 0oJjiee MPeAOYTUTEIIHHO METHII.

[0081]

B dopmymnax (I) u (I'), mpumepsl "C3-C7 mpkoankuia” B "3aMelieHHOM WM He3aMeIIEHHOM

C3-C7 muknoankuiie", mpeacTaBIeHHBIM KaK Rl, BKJIIOUAIOT TAKHUE, KOTOPBIEC YKA3aHbI BHIIIIE;
MPEAMOYTUTETLHO HUKIIOTIPOITUJI, IUKIOOYTHIT U IUKJIOTIEHTHIT; M 00Jiee IPeAOUTUTEIIbHO
UKJIOTTPOTIUIIL.

[0082]

[Tpumepsr "3amectutens” B "3amerieHHOM uin He3aMmereHHOM C3-C7 nukoankur”,

IPCACTABJICHHBIM KaK Rl, BKITIOYAIOT TAKHUEC, KOTOPBIC YKA3daHbI BBIIIC.
[0083]

"3amereHHbIN WK He3aMeleHHbIN C3-C7 MUKI0aIKUI", TpeACTaBICHHbBIN KaK Rl,
MPEANOYTUTENBHO TIpeacTaBiiseT coooit C3-C7 mukmoankuit. KoHKpeTHbIe TpUMephI
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BKJTFOUAIOT UKJIOMPOTIMII, IMKI00YTHII, IMKIOTEHTHII U T.[1.; 00j1ee mpeArnouTuTeapHo C3-
C5 UMKJIOQJIKWUIT; | ellle 0oJiee MPeIMOYTHTEIHHO IUKIOTPOITUIL.

[0084]

B dopmynax (I) u (I') mpumepst "C6-C14 apomMaTHIEcKOro yrieBogopoaa” B "3aMeeHHOM

uiu HezameleHHoM C6-C14 apoMaTHYeCKOM YIJIeBOI0poie”, TpeCTaBIEHHOM KaK Rl,
BKJTIOYAIOT TaKKe, KOTOPhIE YKA3aHbI BBIIIE, U MTPEAITOYTUTEIIHHO (hDEHWUIT.

[0085]

[Tpumepsr "3amectutens” B "3amenieHHOM Uiin HezaMmeleHHOMC6-C 14 apoMaTUYecKOM

YIIIeBOZOPO/IE”, IPECTABICHHOM KaK R!, BKIIOUAIOT Takue, KOTOPbIC YKA3aHBbI BBILIE.
[0086]
"3amereHHbIN WM HezaMelleHHbIN C6-C14 apoMaTHYEeCKHit yTIIeBOIOpOT”,

MpEeACTABIICHHBIN KaK R/, MPEANIOYTUTEIIFHO TIPEICTABIISIET COOOM (PeHUIT.

[0087]

B dopmymax (I) u (I'), "C3-C10 MOHOUMKIMYECKas UIIA MTOJIUIUKIINYECKasI HAChIIIIEHHAS
WX HEHACBIIIICHHAS TeTePOLMKIIMYECKasi Tpymia, cojaepkaiias 1-3 oJMHAKOBBIX WM OTJIUUHBIX
JIPYT OT ApyTra rerepoaTomMa, BBIOpaHHBIX U3 a30Ta, KUCIIOPOJa U CEPBI" B "3aMeIIeHHON WITH
HezaMenleHHon C3-C10 MOHOUUMKIIMYSCKON UM TTOIULIUKIIMYECKON HACBIIIIEHHON UIU
HEHACBIIIEHHOM FeTePOLMKIIMYECKOM IpyIIIie, coaepkaliei 1-3 0lMHaKOBBIX WUJIU OTJIUYHBIX
JIPYT OT Apyra rerepoaToMa, BBIOpaHHBIX M3 a30Ta, KUCIOPO/Ia M CEPhI", IPeACTaBICHHOM

Kak Rl, MPEAMOYTUTEIBHO MpeacTaBisieT coooit C3-C6 MOHOIMKIMUECKYIO HEHACHIIIIEHHYO
FeTePOLMKIIMUECKYIO TPYIITY, COAEPIKAITYIO OJIMH aTOM KUCIIOPOa UK OJIMH aTOM CEPblI;
6onee npeaAnoYTUTEIbHO C4-C5 MOHOIMKIMUECKYIO HEHACBIILIEHHYIO FETEPOLMKINYECKYIO
TPYIITy, COAEPIKAIIYIO OAUH aTOM KMCIIOPO/Ia WIM OJIMH aTOM Cephl; ele boee
MPEANIOYTUTEIILHO TUSHWT U (PypaHUIT; ertle 0oJiee MPEITOUYTUTEILHO CIeIYIONYIO:

[0088]

[0089]

rae * mpeacTaBisieT coOOO0M MOI0KEHUE CBI3bIBAaHUS (J1alIee TO XKe)
U eme 0oJiee MPEANOUYTHTEITBHO CIIEAYIONIYIO:

[0090]

[0091]

[0092]

ITpumeps! "3amectutens” B "3amenieHHom iy HezamelieHHoM C3-C10 MOHOIMKINYECKOM
WJIU TTOJTMLUKIINYECKON HACBIIEHHOM UM HEHACBIIIEHHOW I'€TEPOLUKINUECKON I'PYIIIIE,
coaepxariiei 1-3 oIMHAKOBBIX WJIM OTJIMYHBIX APYT OT Apyra rerepoatomMa, BBIOpaHHBIX U3

a30Ta, KUCTIOPO/Ia U CEePhI", TPEICTABIEHHON KaK R!, Brmouator Taxue, KOTOPBIE YKa3aHbI
BBIIIIE.
[0093]
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"3amemennas uin HezamenleHHas C3-C10 MOHOIMKIIMYECKAst WU TTOJIUMIUKIINYeCKast
HACBIIEHHAS UJIM HEHACBIIIIEHHAS T€TEPOLMKIMYECKAs TPYIIaA, coaepkamas 1-3 0JIMHAKOBBIX
WJIM OTJIMYHBIX JPYT OT Apyra rerepoatomMa, BEBIOpaHHBIX U3 a30Ta, KUCIOPO/Ia U CEPHI ',

MPEACTABIICHHAS KaK R, MPENOUTUTEILHO NTpeAcTaBiseT coooit C3-C6 MOHONUKIMYECKYIO
HEHACBHIIIEHHYIO TeTePOLUKIMYECKYIO TPYIIITY, COAEPXKAIIYIO OJIMH ATOM KUCIOPO1a UK
OJIMH aTOM cepbl; OoJiee nmpeAnouTuTeTbHO C4-C5 MOHOUMKIMYECKYIO HEHACBIIEHHYIO
FeTEPOLMKIIMYECKYIO TPYIIY, COAEPKAIIYIO OJIMH ATOM KUCIOPO/1a UIIK OJIMH aTOM CEPHI;
erie 6oJee MPeanOYTUTEIbHO TUCHUIT WK (DypaHUIT; ele 0oJjiee MPeAOYTUTEIIFHO
CIEeIYIOLYIO:

[0094]

[0095]

U ele 6oJiee MPeANOUYTUTENIBHO CIIEAYIONIYIO:
[0096]

[Popmyna 6]

[0097]
[0098]

B dopmynax (I) u (I') R! MPENOUYTUTEILHO MPEICTABISET COOOM

raJoreH,

qUAHO,

3aMelleHHbIN Wik He3aMelneHHbIH C1-C6 ajikuil,

3aMelleHHbIN Wiy He3aMelleHHbIN C3-C7 mMKI0aJIKuI,

3aMEIlEHHBIN UK He3aMellleHHbIH C6-C14 apoMaTUUeCKUil yIJIeBOIOPOI WU

3aMEIIEeHHYI0 WM He3amelleHHY0 C3-C10 MOHOUMKIIMYECKYIO WIN OJIMUUKIINYECKYIO
HACBIIIEHHYIO WJIM HEHACBIIIEHHYIO TETEPOLUMKIIMYECKYIO TPYIINY, COAEpXKalyto 1-3
OJIMHAKOBBIX WJIM OTIIMYHBIX IPYT OT JIpyra rerepoatoma, BBIOpaHHBIX U3 a30Ta, KUCIIOPO1a
Y CEPBL.

R! Gonee MPEANIOYTUTEIIFHO TIPEICTABIISIET COOOM

rajoreH;

[[MAHO;

C1-C6 ankuii, KOTOPBIM MOXKET OBITh 3amelieH rajorenom wiu C1-C4 ankokcu;

C3-C7 uuKiI0aIKuiI,

dbeHu; uum

C3-C6 MOHOUMKIIMYECKYIO HEHACKIIIIEHHYIO IeTePOLUKIMUECKYIO TPYIITY, COJEPKAIIYIO
OJIMH aTOM KHMCIIOPO/a WJIU OJIMH aTOM CEpPBHI.

R! enie 6oJee MPeanoYTUTEIbHO MPEeACTaBIsIeT COOOM
rajioreH;
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UAHO;
C1-C6 ankui1, KOTOPBIM MOKET OBITh 3aMEIIEH T'aJIOT€HOM;
C3-C7 uuKI0aIKWuiI,
dbeHu; um
C3-C6 MOHOIMKIIMYECKYIO HEHACKIIIIEHHYIO IeTePOLUKIMUECKYIO TPYIITY, COJEPIKAIIYIO
OJIMH aTOM KHUCJIOpO/Ja WU OJIMH aTOM CEPBHI.

R! enie 6oJee MPeanoYTUTEIbHO MPEACTaBIsIeT COOOM
rajiores,

UAHOMWIIA

C1-C4 ankui1, KOTOPBIM MOXKET OBITH 3aMEIIEH TaJIOT€HOM.

R! emme 6omee MPENOUTUTEBLHO MpeIcTaBsieT cooot rajoreH uiu C1-C4 anku.

R! eme Gornee MIPEIMOYTUTEIILHO MMPEICTABISET COOOM METHIL.
[0099]
B popmynax (I) u (I') mpumepsl "C1-C10 ankuna" B "3aMereHHOM Wi He3amelrieHHoM C1-

C10 anmkuire", mpeacTaBIeHHOM KaK Rz, BKJIIOYAIOT TAKHE, KOTOPBIE YKA3AHBI BBIIIIE;
MpearnouYTuTeIbHO TuHelHb C1-C6 aakw uiau pa3BeTBieHHbIN C3-C8 ankui; 6oee
npeanouTuTenbHo JuHernbii C1-C4 ankui uiaum pa3setrBieHHbIN C3-C8 anku; ete 6osee
npearnouTuTenbHo JuHerHbIN C1-C4 ankuit unm pa3BeTBieHHbIN C3-C6 ankui; U ele 0oJjiee
IIPEAIIOYTUTENILHO pa3BeTBiIeHHbIN C3-C6 ankuil.

[0100]

Jluneiinbiii C1-C4 ajakui, MPeanoYTUTEILHO MPEACTaBIsAET COOOM METHIT, 3THJI MUIIU H-
MPONWIT; U 00Jiee MPEANOUTUTEIHLHO METUIL.

[0101]

PasBerBnennsiit C3-C8 ankui, NpeanoYTUTEIbHO TPEACTABISET COOOM U300y TUIL,
U30TPOIUJI, BTOP-OYTUII, TpeT-OyTHI, TpeT-TieHTu, 1,1,2,2,-Trerpamerunnponui, 1,1,2,2,-
TeTPAMETHIIITHII WK 1,1-TUITUIMETHIT; U O0JIee MPEATOUYTHUTEIBHO U30ITPOITHI UIIH TPET-
OyTHII.

[0102]

B dpopmynax (I) u (I') mpumepst "3amectutens” B "3amenieHHOM WK He3amerneHHOM C1-

C10 anxume", mpeacTaBIeHHOM Kak Rz, BKJIIOYAIOT TaKHUe, KOTOPbIE YKa3aHBbI BBIIIIE.
3aMecTUTesb MPEeANOUYTUTENIHHO MPeCTaBIsAeT coOot rasoreH, C3-C7 UMKIIOATKUI, KOTOPBIN
MoxeT ObITh 3aMerieH C1-C4 ankuiaoM, pernst, C1-C6 aTKOKCH UM OJTHY WJIH HECKOJIBKO
C3-C10 MOHOUMKJIMYECKUX WU TTOJIULUMKINYECKUX HEHACBIIEHHBIX I€TEPOUUKINIECKUX
TPYIII, coiepkKalux 1-3 0JJMHAKOBBIX UJIM OTJIMYHBIX APYT OT Apyra rerepoatoma, BRIOpaHHBIX
13 a30Ta, KUCIIOPO/ia U CEPHI;

0oJee mpeAnouyTUTeNbHO rajioreH, C3-C7 QUMKIOAJIKUI, KOTOPBIA MOXKET ObITh 3aMelIeH
C1-C4 anxunowm, ¢permnnx, C1-C4 aIKOKCH WK OJTHY UM HECKOJIBbKO C3-C6 MOHOUMKIIMYECKUX
HEHACBIIIEHHBIX F€TEPOLMKIMUYECKUX TPYIIIL, COACPKAIIUX OAUH ATOM KUCIIOPOIa WIN OJUH
aTOM CEpBI; U

erie 6oJee mpeanoYTuTeTbHO hrop, C3-C7 MUKI0AIKUII, KOTOPBIM MOXKET OBITh 3aMEIICH
C1-C4 ankuiiom, (heHUII, METOKCH WJTH OJTHY WJTH HECKOJIbKO C3-C6 MOHOIMKIIMUECKUX
HEHACBIIIEHHBIX I€TEPOIMKIMUECKUX TPYIII, COJAEPKAIIUX OJUH aTOM KMCIIOPO/1a WU OJUH
aTOM CEPBHI.

KonkpeTHble mpuMepbl BKIIIOYAIOT PTOP, HUKIOMPOIIHIT, HUKIIOTPOIINI, 3aMEIEHHBIH
METHJIOM, MKJIOOY TUJT, IUKITOTICHTUJI, (PEHUIT, METOKCH, TUEHWJT U T.11.; 00JIee MPEATIOUTUTETEHO
$bTOP, UMKIIOTPOITUJT, IUKIOOYTHIT, HUKIIOTIEHTHII, METOKCH U CIIEAYIOUTYIO TPYIIIY:

[0103]
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[0104]

U erie 0oJiee MPeAIOUTUTEIIFHO (PTOP M HUKIIOIPOITHIL.

[0105]

Korpa C1-C10 ankui siBJISIETCS 3aMEIIEHHbIM, KOJTMYECTBO 3aMECTUTEIIEH KOHKPETHO HE
OrPAaHUYMBAETCS, HO IIPEAIIOUYTUTEIILHO COCTABIISET 1-3.

Korma C1-C10 anakuit 3aMeliieH "TajJoreHoM", KOJIMYeCTBO 3aMECTUTENIEH TPEAMOUTUTETBHO
cocrasiseT 1-3; korma C1-C10 anxuit 3amerieH "C3-C7 MUKI0AIKUIIOM, KOTOPBIA MOXET
obITh 3aMertieH C1-C4 ankuiaoM", KOJTMYECTBO 3aMECTUTENIEH IMPEITOUYTUTEILHO COCTABIISCT
1; korga C1-C10 amkui 3aMelnieH "peHu1oM", KOJTUYECTBO 3aMECTUTENCH MPEeAMOYTUTETLHO
cocrasiseT 1; korma C1-C10 anxun 3aMmertied "C1-C6 atkokcH", KOJIMYECTBO 3aMECTUTENIEN
MpeanouYTUTeTbHO cocTaBisieT 1; u koraa C1-C10 ankun 3amertieH "C3-C10 MOHOIMKIIMYECKON
WJIY TTOJIMLIMKIIMYECKON HEHACBIIIIEHHON IeTEPOUUKIMYECKON TPYIIION, coepxartient 1-3
OJMHAKOBBIX WJIM OTJIMYHBIX JIPYT OT ApYyra rerepoaToma, BBIOpaHHBIX U3 a30Ta, KUCIIOPOI1a
Y CephI", KOJIUIECTBO 3aMECTUTEIICH MPEAMOYTUTEILHO COCTABIISET 1.

[0106]

"3amemeHHbId wiy HezaMmereHHbIH C1-C10 aakun", mpeacTaBIeHHBIN Kak Rz,
MpeanouTuTeIbHO npeacrapiset cooort C1-C10 ankui, KOTOPbIA MOXKET ObITh 3aMelleH
rajoreHoM, C3-C7 IMKIIOAJIKUIIOM, KOTOPBIN MOXKeET ObITh 3amertieH C1-C4 aakuioM, GeHUIOM,
C1-C6 ankoxkcu uiand ogHon win HecKoJIbKuMu C3-C10 MOHOLMKINYECKUMU UIIU
MOJIMIUKIMYECKUMU HEHACBIIIIEHHBIMU F€TEPOLMKIMUYECKUMU TPYIIIaMHU, CoJIepKaimumu 1-3
OJIMHAKOBBIX WM OTJIMYHBIX APYT OT JApyra rerepoaTroMa, BbIOpaHHBIX U3 a30Ta, KUCIIOPO1a
Y CEPBI;

0oJ1ee mpeAnouYTUTebHO NUHENHBIN C1-C6 ankuia uim pa3BeTBiIeHHbIH C3-C8 anku,
KOTOPBIN MOXKET OBITh 3aMmeltieH rajoreHom, C3-C7 HUKI0aIKUIIOM, KOTOPBIM MOXKET OBIThH
3amerieH C1-C4 ankuiaoM, pernsiom, C1-C4 alKOKCH WM OHOM UK HecKoJIbkuMu C3-C6
MOHOUMKIIMYECKUMU HEHACBIIIIEHHBIMU I'€TEPOLMKINYECKUMHU I'PYIIIIAMU, COAEPKAIMMU OOUH
aTOM KHCJIOPOJIA WM OJIMH ATOM CEPBbI;

erre 0osiee MpeanoYTUTENbHO JMHeNWHbIN C1-C4 akui, KOTOpbIX 3aMelieH GTopom wiu
C3-C7 uMKIJI0aJIKUIOM, KOTOPBIN MOXKeT ObITh 3aMeltieH C1-C4 anKuioM; uiu

pa3BeTBiIeHHBIN C3-C8 ankuj, KOTOPbIA MOXKeT ObITh 3aMeltieH propom, C3-C7
HUKJIOAIKHUIOM, OJJTHOM MK HeCKONbKUMH C3-C6 MOHOIIMKIIMUECKUMH HEHACHIIIICHHBIMH
reTePOLUMKIMUYECKUMH I'PYIIIIAMHU, COJIEPKAIMMHI OJIMH ATOM KUCIIOPOAA WX OJIUH ATOM CEPHI,
dhenuiom uimn C1-C4 aKkoKcu.

KonkpeTHble TpUMepbI BKITIOYAIOT CIIETYIOIIHE:

[0107]
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[0108]
Y TIOJIOOHBIE.
[0109]
20 "3amernieHHbIN WM HedaMeeHHbIH C1-C10 amkur”, mpeIcTaBiIeHHbIN KakK R?, 6onee

MPEAMOYTUTEIBLHO MpeacTaBisieT codoi muuetinbpii C1-C4 ankui, KoTopsli 3amerteH C3-C7
IUKJIOAJIKUIIOM, UJIN
pa3BeTBieHHBIN C3-C6 ankui, KOTOPbIA MOXKET ObITh 3aMellieH rajoreHom, C3-C7
HUKJIO0AIKUIOM, OJJHOM MU HeCKONBbKUMH C3-C6 MOHOIMKIIMUECKUMHM HEHACBIIIICHHBIMHU
25 TeTepOUUKIIMYCCKUMU TPYIIIIaMH, COACPIKAIMMH OJUH aToM cepbl uin C1-C4 aikokcH; u
erie 6oree rpearnouTUTeNbHO TuHerHbIN C1-C4 ankui, koTopsiii 3ameriedH C3-C7
UKJIOAJIKUIIOM, WJIN
pa3BeTBiIeHHBIN C3-C6 ankuj, KOTOPbIA MOXKET ObITh 3aMeltieH propom, C3-C7
HUKJIOAIKUIOM, OJTHOM MU HeCKONbKUMH C3-C6 MOHOIMKIIMUECKMMHM HEHACHIIIICHHBIMH
F0  reTepOUUKIMUYECKUMU T'PYyMIIaMu, COJIepKAIMMU OAuH aToM cephl Wik C1-C4 aKoKCH.
KonkpeTrHble IpuMepbl BKITIOYAIOT CIIEIYIOIIHE:
[0110]

R T SR R UN

k]

0

[0111]
U ITOJOOHBIE.
[0112]

"3amermeHHbId uin HeaMmereHHbIH C1-C10 ankun", mpeacTaBIeHHbBIN Kak R2, OoJtee
MPEANOYTUTEIBHO MPEICTABIsAET cOOOM pa3BeTBIeHHbIN C3-C6 akuil, KOTOPbI MOXKET ObITh
45 3aMelreH rajgoreHoM mim C3-C5 MUKIIOAIKHAIOM;
erre 0oJiee MPeAOYTUTENLHO pa3BeTBIIeHHbIN C3-C6 aaKuil, KOTOPBI MOXKET OBITh
3aMerttieH propoM mim C3-C5 MUKIIOaTKUIOM; U
erie OoJiee MPeANOYTUTEIHHO U30TIPOTTUIT UITH TPET-OyTHIT, KOTOPBIA MOKET OBITH 3aMeIIeH

40
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(bTOPOM MITM LUKIIOTIPOIIHAIIOM.
KoHKpeTHbIe MpUMepPbI BKITIOYAIOT CIIEAYIOIIHME:

[0113]
5 * e ®»
S T <
[0114]
U IIOJOOHEBIE.
10 [0115]

B dopmyne (I) mpumepst "C3-C7 nukiioankuia” B "3aMenieHHOM WK He3amerieHHoM C3-

C7 uukaoankuie", mpeAcTaBICHHOM KakK R2, BKJIIOYAIOT TaKUe, KOTOPhIE YKa3aHBI BBIIIIE.

KoHkpeTHbIE ITpUMeEPhI BKITFOYAIOT HUKIOTPOITHII, IAKIIOOY THJI, IUKIOTICHTHIT, IAKJIOTSKCHIT
U T.1.; mpeanouturesbHo C3-C5 nukinoankui; 6osee npeanouyturebHO C3-C4 HUKI0AKUIT;
U erie 0oJiee MPeMOUYTUTEIILHO UKIIOTTPOITUIL.

[0116]

B dopmyne (I') mpumeps! "C3-C4 nuknoankuia” B "3aMellieHHOM WM He3aMeleHHOM C3-

5

C4 mukroankune”, mpeIcTaBIeHHBIM Kak R?, BKIIIOUAIOT Takwe, KOTOPBIE YKa3aHBI BHIIIIE.
20 KoHkpeTHBIe TpUMephI BKITIOUAIOT HUKJIOTIPOITHI, TIMKIIOOYTHIT U T.1I.; U TPEAITOYTUTETHHO
IIUKJTOTIPOTIHIL.
[0117]
B dopmynax (I) u (I') mpumeps! "3amecturtens” B "3aMelieHHOM WK He3aMerieHHoM C3-

C7 uukioankusie", mpecTaBIEHHOM KakK R2, BKJIIOYAIOT TaKWe, KOTOPhIE YKa3aHBI BBIIIE; U
25 mpeanoytuTesbHO ranored, C1-C4 ankui, ragoreHo C1-C4 anxui u C3-C5 nquKI0aJIKWUIIL.

KoHKpeTHBIE MprMepBhI BKITIOYAIOT (PTOP, METUII, 3TUIT, PTOPMETHII, TUHTOPMETHIT,
IUKJIOTIPOTIMII U T.J.; U O0Jiee mpeanouTuTenbHo rajgore, C1-C4 ankui u C3-C5 qUKITOATKUIL.

KonkpeTHbIe TprMeEphI BKITIOYAIOT (DTOP, METUIT U IUKJIOTIPOITUIT; U O0JIee TPEAIOUYTUTETEHO
METHUII.

30 [0118]

Korna yka3zannsiii Boiiie C3-C7 nqukinoankust Wik C3-C4 qUKI0AIKWIT SIBJISIETCS
3aMEIIEHHBIM, KOJIMYECTBO 3aMECTUTEIEH KOHKPETHO HE OIPaHUYMBAETCS, HO
MPEANOYTUTEIIBHO COCTABIACT | uu 2.

[0119]

35 Korma C3-C7 uuMKIIOaJIKWI 3aMelleH "TajoreHoM", KOJIMYECTBO 3aMECTUTENIEH
MPEMOYTUTETLHO COCTaBIseT 1 Uu 2.

Korna C3-C7 nuxkioankun 3amenied "C1-C4 ankuioM" KOJIMYECTBO 3aMECTUTENEH
MPEIMOYTUTETLHO cOoCcTaBsieT 1 umu 2.

Korna C3-C7 mukioainkui 3ameltieH "rajgoreno C1-C4 anxuiom", KOJIMYECTBO 3aMECTUTEIIEN

40 TIPEeaIOYTUTEIIBHO COCTABIISET 1.

Korna C3-C7 mukimoankui 3amenieH "C3-C5 qUKIOaIKWIOM", KOJIMUECTBO 3aMECTUTEIIEN
MPEANOUTUTEIbHO COCTABIIsET 1.

[0120]

B dopmyne (1), "3amernieHHbIN unu HezaMeleHHbIM C3-C7 MUKI0aIKUI", TpecTaBIeHHBIM

Kak Rz, MPEANOYTUTENBHO MpeacTaBisieT coooi C3-C7 MUKI0ATKUI, KOTOPBIA MOXET OBITh
3amenleH rajgoreHoM, C1-C4 ankunoMm, rajgoreto C1-C4 ankunom uinn C3-C5 UKIIOATKUIIOM.
KonkpeTHble mpuMepbl BKIIIOYAIOT CIEAYIOIIHUE:
[0121]
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[0122]
U ITIOJOOHBIE.
[0123]

"3amerieHHbIN WK He3aMmelleHHbIN C3-C7 HUKIOAIKUI", TPeACTaBIeHHBIN KaK R2, OoJtee
MPEeANOYTUTEIBHO TTpeacTaBisieT co0oi C3-C7 UMKI0aIKUI, KOTOPBIA MOKET OBITH 3aMEIICH
ranoreHoM, C1-C4 ankunom ninu C3-C5 mUKITIOAJIKUIOM; U

etrie 6otee npeanouTuTeaTbHO C3-C7 MUKIIOATIKUI, KOTOPBIN MOXKET OBITh 3aMelleH PTOpOM,
C1-C4 anxuiriom ninr C3-C5 DUKI0AIKAIOM.

KonkpeTrHble IpuMepbl BKITIOYAIOT CIIEIYIOIIHE:

[0124]

PSR ol S S
[0125]

Y IOTOOHBIE.

[0126]

"3amernieHHbIN WK He3aMmeleHHbIN C3-C7 IUKIOaIKuI", IpeCTaBICHHbBIN KaK RZ, Ooiee
MPEANOUYTUTEIBHO NMpeAcTaBisieT coOo C3-C5 UMKIIOAIKUII, KOTOPBII MOXKET ObITh 3aMeIleH
C1-C4 aaxunowm;

emie 6osiee npeanouTuTeTbHo C3-C5 HUKI0AKUI, KOTOPBIA MOKET ObITh 3aMEIlIEeH
METHIIOM;

erie 6oJiee MPEAMOYTUTEIILHO UKIIOTPOITUII, KOTOPBIA MOXKET OBITh 3aMEIIeH METHIIOM;
U

ere 6oJree MPEAMOYTUTETLHO CIIEAYIOIINHI:

[0127]

o~
[0128]

[0129]
B dopmye (I'), "3ameniennslit i HezamenieHHbIM C3-C4 UKIT0aTKUT", TTPEICTABICHHBIN

Kak Rz, MPEANOUTUTENBHO MpeacTaBseT coooi C3-C4 nUKI0aIKU, KOTOPBIA MOXET OBITh
3amerieH raigoreHoM, C1-C4 ankunowm, rajgoreto C1-C4 ankunom uinn C3-C5 UKITOAITKUIIOM.
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KonkpeTHble mpuMepbl BKIIIOYAIOT CIEAYIOIUE:

[0130]

* & & F * % *
ed * F ‘ #* i ;

b o N - B N W

[0131]

U ITIOJOOHBIE.

[0132]

"3amerieHHbIN WK He3ameleHHbIN C3-C4 HUMKI0aKWI', IPeICTaBICHHBIN KaK R2, OoJtee
MPEANOUTUTENIBHO IIpeacTaBisieT coooi C3-C4 uMKI10aIKWII, KOTOPbIM MOXKET OBITh 3aMEIIeH
ranoreHoM, C1-C4 ankunom nnu C3-C5 mUKIIOATIKUIOM; U

erte 6osee mpeanoYTuTebHO C3-C4 MKI0aIKKUII, KOTOPBIA MOXKET OBITH 3aMeEIIeH (GTOpPOM,
C1-C4 anxuiiom ninu C3-C5 DUKI0AIKAIOM.

KonkpeTHbIe mpuMepbl BKIIIOYAIOT CEAYIOIIHUE:

[0133]

*, *
[0134]

U ITO0OHBIE.
[0135]

"3amereHHbIN WK He3aMmeleHHbIN C3-C4 MUKIIoaaKuI", IpeaCcTaBIeHHBIN KaK Rz, OoJtee
MPEANOYTUTEIBHO NpeAcTaBisieT coOoi C3-C4 HMKIIOANIKUII, KOTOPBII MOXKET ObITh 3aMeIlEeH
C1-C4 anxuinowMm,

emie 6osiee npeanouTuTeTbHo C3-C4 HUKI0AIKUI, KOTOPBIA MOKET ObITh 3aMEIlIeH
METHIIOM,

erie 6oJree MPEAMOYTUTEIILHO UKIIOTPOITUII, KOTOPBINA MOXKET OBITh 3aMEIIEH METHIIOM,
U

ere 6oJiee MPEAMOYTUTETLHO CIIAYIOIINHMI:

[0136]

*3
[0137]

[0138]
B dopmymax (I) u (I') mpumepsr "C2-C6 ankeHuna" B "3aMeIeHHOM WIIM He3aMEIIICHHOM

C2-C6 ankeHuse", mpeCcTaBICHHOM KaK R?, BKIIIOYAIOT TaKHe, KOTOPBIE YKa3aHBbI BbIIIIE,
npeamnouTuTenbHo C2-C4 ankeHus, U 0oJiee IPeAIIOUTHTEIIbHO U30TTPOIICHUIT.

[0139]

B dopmymax (I) u (I'), mpumepsl "3aMmecTuTeNns" B "3aMellIeHHOM WM He3aMmelieHHoM C2-

C6 ankeHuse", MpeACTaBIICHHOM KaK Rz, BKJIIOYAIOT TAKHE, KOTOPBIE YKA3AHBI BHIIIIE,
MPEAMOYTUTEILHO rajloreH, U 0oJiee MPeAIOUTUTEILHO (PTOP.

[0140]

Korpa C2-C6 ankeHuUs sIBIsIETCS 3aMEIIEHHBIM, KOJIMYECTBO 3aMECTUTENIEH KOHKPETHO HE
OrPaHUYMBAETCS, HO IIPEANIOUTUTENIbHO cocTaBiseT 1-3. Koraa 3amecturens npencraBiisieT
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co0oli TayioreH, KOJIMYECTBO 3aMECTUTEIeH MTPEAMOYTUTEIIBHO COCTABIISET 1.
[0141]
B dopmynax (I) u (I') "3amerieHHbIH WM He3aMellleHHbIH C2-C6 aTKeHW', TpeICTaBICHHBIM

Kak R2, MPENOUTUTENILHO NpeacTaBiisieT cooor C2-C6 aKeHW, KOTOPbI MOXKET OBITh
3aMEIIEH IaJIOr€HOM;
6ouee npeanoututenbHO C2-C6 aIKeHUII, KOTOPBIA MOKET OBITh 3aMeIIeH (TOPOM; U
erie 6osiee MPeAOYTUTEIBHO CIIETYFOITHIA:
[0142]

£

~

¥
[0143]
[0144]
B dopmynax (I) u (I') npumepsr "C3-C7 nukinoankenuna” u "C3-C4 nukinoanakeHuna" B
"samereHHOM Wi He3aMeleHHoM C3-C7 mukioankeHuwie" 1 "3aMeleHHOM Wik

HezaMmerneHHoM C3-C4 rukiioajkeHuse", mpeacTaBIeHHOM Kak Rz, BKJIFOUAIOT TAKHE, KOTOPBIE
yKa3aHbl BbIIIE, MpeAnodTuTenbHo C3-C4 nuMKIIoaaKkeHuI, u 00jee MpearnoyTUTeIbHO
UKJIOOYTEeHMUIT.

[0145]

B dpopmynax (I) u (I') mpumepst "3amectutens” B "3aMeneHHOM WK He3ameleHHOM C3-
C7 nukiioankeHuwie" u "3aMeleHHoM WK HezaMmenmeHHoM C3-C4 mukioakeHnuie",

MPEACTABIICHHOM KaK R2, BKJIFOYAIOT TaKUE, KOTOPBIE YKA3aHBI BBIIIE, TPEATOYTUTEIIHHO
rajioreH, u 6oJjee mpeAnoYTUTETbHO (QTOP.

[0146]

Korma C3-C7 mukioankennn uim C3-C4 mUKII0aIKeHU SIBIISIETCS 3aMEIIeHHBIM, KOJIMYECTBO
3aMECTUTEIIEH KOHKPETHO HE OTPAaHUYMBACTCS, HO MPEANOUYTUTENIbHO cocTaBisieT 1-3. Korna
3aMECTUTEIh MIPEJCTABIISIET COOOM rajoreH, KOJIMUECTBO 3aMeCTUTeNeH TPEAIIOUTUTEIIHHO
cocraBiseT 1.

[0147]

B dopmyie (I) "3amernienHbIi i He3amelieHHbIM C3-C7 MUKI0aTIKeHU ', ITPeICTaBICHHBIM

kak R?, IPe/IOUTUTENBHO IPeCTABISIET co60i C3-C7 UMKIOATKEHIT, KOTOPBI MOYKET ObITh
3aMEIICH TraJIOTeHOM, U

6onee mpeanoyTuTenbHO C3-C4 MUKITOAIKEHU, KOTOPBIA MOXET ObITh 3aMeIleH
rajJoreHOM.

[0148]

B ¢popmyie (I') "3amenieHHbIi v He3ameeHHbIN C3-C4 MKITOATKeHWT , TTPEICTaBIICHHBIN

Kak RZ, MIPEANIOYTUTEIBLHO peacTaBiseT codoi C3-C4 MMKIIOATKEeHU, KOTOPBII MOXKET OBITh
3aMeEIIEH raJIOFCHOM.

[0149]

B dpopmynax (I) u (I') mpumepst "C4-C12 cBSI3aHHOTO MOCTUKOBOM CBSI3bIO UKJIOATKMIA"
B "3aMellieHHOM WU He3aMmeleHHOM C4-C12 cBI3aHHOM MOCTUKOBOM CBS3BIO LIMKJIOAJIKWIE",

MPEACTABIIECHHOM KaK Rz, BKJIIOYAIOT TAKKE, KOTOPBIE YKA3AHBI BBIIIIE;

MPEAMOUYTUTETbHO OUIMKIO[1.1.1]nenTan-1-mi, Ounukio[2.2.1]rentaH-2-ui, afaMmaHTaH-
2-un u ounukiao[3.1.1]rentan-3-um;

0oJ1ee mpeAnoUYTUTENbHO OUIMKIIO[1.1.1]nenTaHn-1-ui, ounukino[2.2.1]rentan-2-ui u
aJaMaHTaH-2-Ull;
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erie 6oJree MpeanmouTUTETbHO Ouukito[ 1.1.1]menran-1-un u ounukino[2.2.1]rentad-2-ur;
"

ere 6oJiee MPEAMOYTUTETLHO OMIIMKITO[2.2. 1 |renTaH-2-uil.

[0150]

B dopmynax (I) u (I') mpumeps! "3amecturens” B "3aMelIEeHHOM WIHM He3aMenleHHOM C4-

C12 cBsI3aHHBIN MOCTUKOBO CBSI3bIO UKIIOATKUIIE", TIPEACTABIICHHOM KaK R2, BKJIIOYAIOT
Takue, KOTOpbIe YKa3aHbl BhIIIE, MpeanoyTuTeibHo C1-C4 anku, u 60s1ee NpernouYTUTeIbHO
METUII.

[0151]

Korma C4-C12 cBs13aHHBII MOCTUKOBOM CBS3BIO MUKJIOAJIKWI SIBIISIETCS 3aMEIIEHHBIM,
KOJIMYECTBO 3aMECTUTENIEN KOHKPETHO HE OTPAHUYMBAETCS, HO IIPEANOYTUTETBHO COCTABIISIET
1-3. Korpaa 3amectutens npeactasiset codoit C1-C4 ankui, KOJIWYECTBO 3aMeCTUTEN e
MPEANOUTUTEIbHO coCcTaBisgeT 1-3, u 0oJiee MpeaAIIOYTUTENIHHO 3.

[0152]

B dpopmynax (I) u (I') "3amerenHbIi uiau He3amereHHbIA C4-C12 cBS3aHHBIM MOCTUKOBOM

CBSI3BIO0 IUKJIOAJIKWI ", TPEACTAaBICHHBIN KaK R2, MPEANOYTUTEILHO TTpeACTaBseT cooom C4-
C12 cBsI3aHHBIA MOCTHKOBOM CBSI3BIO IIUKJIOAIKUII, KOTOPBINA MOXKeT ObITh 3aMereH C1-C4
AJIKUJIOM; U

0oee nmpeanoututenbHo C4-C12 cBI3aHHBINM MOCTUKOBOM CBS3BIO IMKIOATKUIT, KOTOPBIi
MOJKET OBITh 3aMEIIeH METUJIOM, U BEIOpaHHbINM U3 Ounukio[1.1.1]nenran-1-una, OUIUKIO
[2.2.1]renTaH-2-wna, agaMaHTaH-2-uia ¥ ounukiio[3.1.1]rentan-3-mia.

KonkpeTrHbIe mpuMepbl BKITIoUaroT ounukino[ 1.1.1]merran-1-ui, ourukio[2.2.1]rentad-2-
Wi, afaMaHTaH-2-ui, 2,6,6-tpuMmeTuyionukiio[3.1.1]renran-3-ui u T.1.

"3amMereHHbIN WK He3aMellleHHBIN C4-C12 cBA3aHHBINM MOCTUKOBOM CBS3BIO IUKIOAIKUIT

IIPEACTABIICHHBIN KaK R2, 0oJ1ee MpeaoUTUTENILHO IIpeAcTaBiseT coooi C4-C12 cBsi3aHHBIN
MOCTUKOBOW CBSI3bIO LUKJIOATIKUII;

erie OoJiee mpeanouTuTeTbHO Oulukiio[1.1.1]nentan-1-wi uinm ounukiio[2.2.1]renran-2-
WiI; U

emie 0oJiee MPeANnOYTUTEILHO OULMKIIO[2.2. 1 [renTaH-2-uil.

[0153]

B dpopmynax (I) u (I') mpumepsl "C6-C14 apoMaTHUIECKOTO YIJIEBO0po1a" B "3aMeIIeHHOM

uiu HezamereHHoM C6-C14 apoMaTUUeCKOM YIJIeBOI0poie”, TPeCTaBIEHHOM KakK R2,
BKJTIIOYAIOT TaKKWe, KOTOPhIE YKA3aHbBI BBIIIIE, U MIPEAITOYTUTEIILHO (hEHWUIT.

[0154]

[Tpumepsl "3amectutens” B "3aMmerieHHOM Wiiu HezaMellieHHOM C6-C14 apoMaTHYECKOM

yIIeBOAOPOe", TPEeICTABIEHHOM KaK R?, BKIIIOUAIOT TaKwe, KOTOPBIE YKa3aHBbI BBIIIIE.
[0155]
n ~ ~ ~ "
3amenieHHbIN Wi HezamelneHHbIn C6-C14 apomaTuieckuil yrieBoaopos. ,

MpEACTaBIICHHbIN KaK R2, MPEAMOYTUTEIHLHO MPEACTABISAET COOOM (heHMUIT.

[0156]

B dopmynax (I) u (I'), "C3-C10 MOHOUMKIMYECKAs UIIA MOJIUIUKIIMYECKasI HAChIIIIEHHAS
WJIM HEHACBIIIIEHHAS TETEPOLMKIIMYECKAsi TPYIIIA, cojiepskaiias 1-3 0JIMHAKOBBIX UM OTJIMYHBIX
JIpYT OT IpyTa reTepoaToMa, BRIOPAHHBIX M3 a30Ta, KUCIIOPO/Ia U CEPhl” B "3aMeIIeHHOM W
He3amenleHHon C3-C10 MOHOIMKINYECKON MIIH MOJIULMKIMYECKON HACBIIIICHHON UITH
HEHACBIIIEHHON IreTEPOLUUKIMYECKOMN TPYIIIIE, coaepalien 1-3 OMHAKOBBIX WIIM OTJIMYHBIX
JIPYT OT Apyra rerepoatoMa, BBIOPaHHBIX U3 a30Ta, KUCJIOPO/Ia U CEPhI", TPeACTaBIECHHOM
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KakK RZ, MPEANOYTUTENBHO IpencTaBiseT codoit C3-C6 MOHONMKIMYECKYIO HEHACHIIICHHYTO
FETEPOLUUKIIMYECKYIO TPYIIY, COAEPKAILYIO OJIMH ATOM a30Ta, OJIMH aTOM KHCIOPOAa WU
OJVH aTOM CEPBHI;

6onee npeanouTuTeabHO C4-C5 MOHOUMKIMUECKYIO HEHACBIIIEHHYIO T'€TEPOLUKINYECKYIO
CpYIILy, COAEPKAIIYI0 OAUH aTOM a30Ta, OJIMH aTOM KHUCIIOPO/Ia UK OJIMH aTOM CEPBI; U

ere 60Jiee MPeANOUYTUTEIHHO TUEHWT WK (PypPaHKII.

[0157]

[Tpumepsr "3amecturens” B "3amerieHHOM nin HezamereHHoM C3-C 10 MOHOIMKIIMUECKOM
WJIU TIOJTMLMKIINYECKON HACBIIEHHOM UM HEHACBIIIEHHOW I'€TEPOLUKINYECKON I'PYIIIIE,
cojepkaiel 1-3 0OqMHAKOBBIX UM OTJIMYHBIX JPYT OT ApYyra rerepoatoma, BHIOpaHHBIX U3

a30Ta, KUCIIOPOa U Cephl', MPEICTaBICHHOMN KaK Rz, BKJIIOUAIOT TAKHUE, KOTOPBIE YKa3aHbI
BBIIIIE.

[0158]

"Samenientas uin HesaMelneHHas C3-C10 MOHOLMKIINYECKAS WU ITOJIULUKIINYECKas
HACBILIEHHAS UJIM HCHACBILLIEHHAS '€ TEPOLMKIMYECKAs TPYIIIA, coAepKaias 1-3 0IMHaKOBBIX
WJIM OTJIMYHBIX JPYT OT Apyra rerepoatomMa, BEBIOpAHHBIX U3 a30Ta, KUCIOPO/Ia U CEPHI ',

MPEACTABIICHHAS KaK Rz, MPeANnOoYTUTEIBHO MpeacTanisieT cooor C3-C6 MOHOMKITMYECKYIO
HEHACBHIIIEHHYIO Te€TEPOLMKIMYECKYIO I'PYIIITY, COAEPKAILYIO OJIMH aTOM a30Ta, OJAMH aTOM
KHMCJIOPO/Ia WIIA OJIMH aTOM CEpBI;

6onee npeanouTuTeabHO C4-C5 MOHOUMKIMUECKYIO HEHACBILIEHHYIO '€ TEPOLUKINYECKYIO
CPYIIY, COAEPKAILYIO0 OJMH ATOM a30Ta, OJIMH aTOM KUCIOPOJa WM OJIMH aTOM CEpbI; U

ere 60Jee MPeANOUTUTEIHHO TUEHWT WK (PypPaHKII.

[0159]

R’s dbopmyie (I) mpearnoYTUTENTbHO MPEICTABIISIET COOOM

3aMellleHHBIN Wiu He3aMelleHHbIN C1-C10 ankui,

3aMeIIeHHBIN UM He3aMeleHHBIN C3-C7 MUKII0aIKuII,

3aMeIleHHBIN MM He3aMeneHHbIN C2-C6 anKeHW WIIn

3aMeleHHbIN WK He3aMellleHHbIN C4-C12 cBsI3aHHBINA MOCTUKOBOM CBSI3BIO IUKIOATIKUIL.

R? Goutee MPEANIOYTUTEIIBHO IIPEACTABIIAET COOOM

muHelHb C1-C6 ankui uiau pa3BeTBieHHbIN C3-C8 aakuil, KOTOPbIN MOXKET OBITh 3aMeIleH
rajoreHoM, C3-C7 IUKIIOATTKUIIOM, KOTOPbI MOXKeET ObITh 3amertieH C1-C4 ankuiioM, GeHUIoMm,
C1-C4 anxokcH Uiy ogHOM WM HeCKONbKUMH C3-C6 MOHOIMKINYECKUMU HEHACHIIIIEHHBIMHU
reTEPOLUMKIMUYECKUMU I'PYIIIIAMHU, COAEPKAIMMU OJIMH ATOM KUCIIOPOAA UM OJIMH ATOM CEPBI;

C3-C7 1MKIJIOAIKUI, KOTOPBIH MOXKET OBITh 3aMeltieH rajioreHoM, C1-C4 aTkuioM, TajToreHo
C1-C4 anxunoMm unu C3-C5 HUKIOAIKUIOM;

C2-C6 ankeHW1, KOTOPBIM MOXKET OBITh 3aMEIIEH TaJIOTeHOM; WU

C4-C12 cBsI3aHHBIN MOCTUKOBOM CBSI3BIO UKIIOAJIKUII, KOTOPBIA MOXET OBITh 3aMellleH
C1-C4 anxumnoMm.

R? ere 6oJee MPeanoYTUTEILHO MPEACTaBIsSIeT COOOM

munHenHbii C1-C6 ankui unm pa3BeTBieHHbIN C3-C8 aakuil, KOTOPbIN MOKET ObITh 3aMEIlEH
rajoreHoM, C3-C7 IMKIJIOAJIKUIIOM, KOTOPBIN MOXKET OBITh 3amertieH C1-C4 aakuiaoM, GeHUIOM,
C1-C4 anxoKcH UM OJHOM UM HeCKOIBbKUMU C3-C6 MOHOUMKINYECKUMH HEHACHIIIIEHHbIMHU
reTEPOLUMKIMUYECKUMU T'PYIIIIAMHU, COAEPKAIMMU OJIMH ATOM KUCIIOPOJA U OJIMH ATOM CEPBI;

C3-C7 1MKIJIOATKWI, KOTOPBIA MOXKET OBITh 3aMeItieH rajjoreHoM, C1-C4 akuiaoM, TaloreHo
C1-C4 anxuiom ninu C3-C5 MUKI0AIKAIOM;

C2-C6 ankeHWI, KOTOPBIM MOXKET OBITH 3aMEIIeH TaJOTeHOM; WU
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C4-C12 cBsi3aHHBIM MOCTUKOBOM CBSI3bIO IUKJIOAIKUII.

R? enie 6oJee MPeanoYTUTEIbHO MPEACTaBIsIET COOOM

JmHerHbId C1-C4 ankui, koTopbiid 3aMenieH C3-C7 HMKITI0aIKUIOM;

pa3BeTBiIeHHBIN C3-C6 ankui, KOTOPbIA MOXKET ObITh 3aMellleH rajoreHom, C3-C7
IUKJIOAJIKWIOM, OJHON MM HecKOJILKUMH C3-C6 MOHOLMKINYECKMMH HEHACBIILICHHBIMU
FeTePOLMKIMUYECKUMU T'PYIIIAMHU, COACPKALIUMU OAUH aToM cepbl, win C1-C4 ankoxcu;

C3-C7 uMKI0aIKWI, KOTOPbIN MOXKET OBITh 3aMellieH rajjoreHoM, C1-C4 ankuinom uinu C3-
C5 HIMKI0aJIKUIOM;

C2-C6 ankeHW1, KOTOPBIM MOXKET OBITH 3aMEIIEH TaJIOTeHOM; WU

C4-C12 cBSI3aHHBIM MOCTUKOBOM CBSI3bI0 IUKIIOAIKHUII, BEBIOpaHHBIN U3 OUIMKiIo[1.1.1]
neHTaH-1-mi1a u onnukio[2.2.1]renran-2-uia.

R? ere 6oJee MPeanoYTUTEILHO IPEACTaBIsSIeT COOOM

pa3BeTBiieHHBIN C3-C6 ankui, KOTOPbIA MOXKET ObITh 3aMellleH rajjoreHoM uim C3-C5
UKJIOAJIKUIIOM;

C3-C5 uukI10aJIKuiI, KOTOPBIA MOXET ObITh 3amenieH C1-C4 ankuiiom, uiu

ounukio[2.2.1]rentaH-2-Mil.

R eme Gotee IPEIIOYTUTENIBHO IPEACTABIISIET COOOI

W3OTIPOITUIT WJTH TPET-OYTHJI, KOTOPBIN MOKET OBITh 3aMeIeH (PTOPOM MITH IUKJIOTTPOTIUIIOM,
WIn

IUKJIOTIPOITMII, KOTOPBIA MOXKET OBITH 3aMEIIEH METHIIOM.

[0160]

Kpowme Toro, R’B dopmyre (I') mpeanoYTUTETLHO IPEACTABIISIET COOOI

3aMelleHHBIN WK He3aMelleHHBIN C1-C10 amkui,

3aMelleHHbIN win He3aMelleHHbIN C3-C4 nMKI0aJIKuI,

3aMeleHHbIN W He3aMelneHHbI C2-C6 aJIKkeHWI Wik

3aMeIIeHHBIN WM He3aMellleHHbIH C4-C12 cBSI3aHHBIM MOCTUKOBO CBSI3bIO IIUKIOAIKHUII.

R? 6onee MPEMOUYTUTEIBLHO MPEICTABISIET COOOM

niHerHbIN C1-C6 ajkut uid pa3BeTBIIeHHbIN C3-C8 ankui, KOTOPbIA MOKET OBITh 3aMeIleH
rajoreHoM, C3-C7 IMKIJIOAJIKUIIOM, KOTOPbIN MOXKET ObITh 3ameltieH C1-C4 aakuioM, GeHUIoM,
C1-C4 ankoxcu Wiv oJHOH Uir HecKOIbKUMU C3-C6 MOHOLMKIINYSCKUMU HEHACBHIIIEHHBIMU
rETEPOLUMKIMUYECKUMU T'PYIIIIAMHU, COAEPKAIMMU OJIMH ATOM KUCIIOPOAA U OJIMH ATOM CEPBI;

C3-C4 1yKII0aIKWII, KOTOPBIA MOXKET OBITh 3aMeltieH rajioreHoM, C1-C4 aTkuaoM, TaloreHo
C1-C4 anxunoMm unu C3-C5 MUKIIOAIKUIOM;

C2-C6 ankeHW], KOTOPBIM MOXKET OBITH 3aMEIIeH TaJIOTeHOM; WU

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3bIO UKIIOAJIKUII, KOTOPBIA MOXET OBITh 3aMellleH
C1-C4 anxumnom.

R2 erie 6oJee MpeanoYTUTEIbHO TpeAcTaBiseT codoit muHerHpI C1-C6 ankuir uim
pa3BeTBiIeHHBIN C3-C8 ankui, KOTOPbIA MOXKET ObITh 3aMellleH rajoreHom, C3-C7
[UKJIOAIKUIIOM, KOTOPBIN MOXkeT ObITh 3aMertieH C1-C4 ankunoM, perunom, C1-C4 ankokcu
WJIM OJHOM Ui HecKOabKUMHU C3-C6 MOHOUUKIIMYSCKUMM HEHACHIIIEHHBIMU
reTEPOLUUKIMUYECKUMH I'PYIIIIAMHU, COAEPKAIMMU OJIMH ATOM KUCIIOPOAa UM OJIMH ATOM CEPBI;

C3-C4 nyKII0aJIK1II, KOTOPBIM MOXKET OBITH 3aMellieH rajioreHom, C1-C4 anKuioM, rajJoreHo
C1-C4 anxuiiom ninu C3-C5 MUKIO0ATKHAIOM;

C2-C6 ankeHUII, KOTOPBIM MOXKET OBITH 3aMEIIeH TaJJOTeHOM; U

C4-C12 cBsi3aHHBIN MOCTUKOBOM CBSI3bI0 IIUKJIOATIKHUII.

R? erie 6oJee MPeanoYTUTEILHO MPEACTaBIsSIeT COOOM
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JmHerHbId C1-C4 ankwi, koTopbiid 3aMenieH C3-C7 HMKITI0aIKUIOM;

pa3BeTBiieHHBIN C3-C6 anKkui, KOTOPbIA MOXKET ObITh 3aMellleH rajoreHom, C3-C7
IUKJIOAJIKWIOM, OJHOM MM HeCcKOJILKUMH C3-C6 MOHOLMKINYECKMMH HEHACHIILICHHBIMU
FeTePOLMKIMYECKUMU TPYIIIAMHU, COACPKAILIUMU OAUH aToM cepbl, win C1-C4 ankoxcu;

C3-C4 uukI0anKuiI, KOTOPbIN MOXKET OBITh 3aMellieH rajjoreHoM, C1-C4 ankuinom uinu C3-
C5 HNUKI0aJIKUIOM;

C2-C6 ankeHW1, KOTOPBIM MOXKET OBITH 3aMEIIEH TaJIOTeHOM; WU

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3bIO IUKIIOAJIKHUII, BEIOpAaHHBIN U3 OuIMKiIo[1.1.1]
HeHTaH-1-m1a u onnykino[2.2.1]renran-2-uia.

R? ere 6oJee MPeanoYTUTEILHO MPEACTaBIsSIeT COOOM

pa3BeTBiieHHBIN C3-C6 alKkui, KOTOPbIA MOXKET ObITh 3aMellleH rajioreHoM uiu C3-C5
UKJIOAJIKUIIOM;

C3-C4 nukI10aIKuII, KOTOPBIH MOXkeT ObITh 3ameltieH C1-C4 aaKuiaoM; uiu

ounukio[2.2.1]rentaH-2-Mil.

R eme Goutee IPEIIOYTUTENIBHO IPEACTABIISIET COOOI

W3OTIPOITUIT WJTH TPET-OYTHJI, KOTOPBIN MOKET OBITh 3aMeIeH (PTOPOM MITH UKJIOTTPOTIUIIOM,
WIn

IUKJIOTIPOITMII, KOTOPBIA MOXKET OBITH 3aMEIIIEeH METHIIOM.

[0161]

B dpopmynax (I) u (I') X mpencrasmnser coboit N i CR>, u MIPEATIOYTUTEIBHO CR’.
[0162]

B dpopmynax (I) u (I') mpumeps! "ramorena”, mpeacTaBIeHHOTO KaK R®, BKIIIOYAIOT TaKwe,
KOTOPBIE YKa3aHBI BBIIIE, U MPEATOUYTUTEITHHO OPOM U XJIOP.

[0163]

B dopmynax (I) u (I') mpumepst "C1-C6 ankuna" B "3ameriieHHOM Ui He3aMeleHHoM Cl-

C6 anxume", mpeacTaBICHHOM KakK R? , BKJIFOUAIOT TAKUE, KOTOPbIE YKA3aHbI BBILIIE,
npeamnoutuTenbHo C1-C4 ankui, u 60ojiee IpeArnoYTUTEIbHO METUIL.

[0164]

[Tpumeps! "3amecturens” B "3amerieHHOM wim HezamerieHHoM C1-C6 ankue",

IIPEACTABIEHHOM KaK R®, BKIIOUYAIOT TaKHMe, KOTOPBIE YKa3aHBbI BBILIIE.
[0165]

"3amerneHHbIN Wiy He3aMemeHHbIH C1-C6 ankui", mpeacTaBICHHBIN KaK R3,
MPEANOYTUTENBHO MpescTaBsieT coooit C1-C6 ankui, 6omee npeanoutureabHo C1-C4 aakui,
U erie 0oJiee MPeMOUYTUTEIILHO METHIL.

[0166]

B dopmymax (I) u (I') mpumepst "C2-C6 ankenuna" B "3aMenieHHOM WM He3aMEIIeHHOM

C2-C6 anmkeHwuse", mpeacTaBICHHOM KaK R3, BKJIIOUAIOT TAKHE, KOTOPBIE YKA3aHBI BBIIIIE, U
MPEAMOYTUTETLHO BUHUI M U30TIPOTICHUIT.

[0167]

ITpumeps! "3aMecTuTens" B "3amenieHHOM Uik He3ameleHHoM C2-C6 ankenuie",

MPEACTABIICHHOM KaK R®, BKIIIOYAIOT TaKwe, KOTOPBIE YKa3aHBI BHIIIIE.
[0168]
B dbopmynax (I) u (I') "3ameriennbIit nnm HezameteHHbIM C2-C6 ajkeHuT", mpecTaBIeHHbBIN

KaK R3, MNPCAINNOYTUTCIIBHO ITPEACTABIISACT co0o0l BUHWIT MJTU HU3O0IIPOIICHUII.
[0169]
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[Tpumepsr "C2-C6 ankuamia" B "3aMernmieHHOM UiId HezaMerneHHoM C2-C6 ankuHue",

MPEICTABICHHOM KaK R’ , BKITFOUAIOT TaKWe, KOTOPBIC YKa3aHbI BBIIIE, TPEATIOYTUTEIIHHO
C2-C4 ankunHui, 1 00j1ee MPEANOYTUTEIBHO STUHMII UIIH TTPOTTMHUIIL.

[0170]

KomudecTBo TpoitHbIX cBs3eit B "C2-C6 ankuHUIIE", MPEANOUTUTEILHO MPECTABISET COOOM
1, u TpoliHas CBA3b MPEANOYTUTEIBHO PACIIONIOKEHA MEXAY aTOMOM YIJIEPOAA, CBSI3AHHBIM
¢ 7TH-nuppoiio[2,3-d|miMpuMHUIMHOBBIM CKEJIETOM, U aTOMOM YIJIEPO/1a, CMEKHBIM C 3TUM
aTOMOM yIJIepo/ia.

[0171]

[Tpumepsl "3amectutens” B "3aMereHHOM Win He3aMeleHHOM C2-C6 ankuaue”,

MPEICTABICHHOM KaK R’ , BKITIOUAIOT TaKKe, KOTOPbIE YKAa3aHBbI BBIIIIE; U

MPEANOUYTUTEIBHO

C1-C6 ankui1, KOTOPBIM MOXKET OBITh 3aMEIICH THUIPOKCH,

C3-C7 uMKIIOAJIKUII, KOTOPBIA MOXKET OBITh 3aMEIIEH THIPOKCH,

OAHY Uin HeCKOJIBKO C3-C10 MOHOLMKIIMYECKHUX HACBIIEHHBIX N€TEPOLMKINYECKUX IPYIIIL,
coaepxaiumx 1-3 0IMHAKOBBIX WM OTJIMUHBIX APYT OT Jpyra rerepoaTroMma, BbIOpaHHBIX U3
a30Ta, KUCI0pOoaa U CEPbl, WU

oZHY Uir HeCKOJIbKO C3-C10 MOHOUMKIIMYECKUX WM MOJTUIUKINYECKUX HEHACBIIIICHHBIX
reTePOIUKIMYECKUX TPYII, KOTOPbIe MOTYT OBbITh 3ameltieHbl C1-C6 aIKUIIOM M coJiepKaT
1-3 OIMHAKOBBIX WM OTJIMYHBIX APYT OT Apyra rerepoatoma, BBIOpAHHBIX U3 a30Ta,
KHUCJI0pO/ia U CEPHI.

KonkpeTHble TpUMeEPbI BKITIOYAIOT

TUAPOKCUU3OIIPOTIUII,

TUAPOKCULIMKIIOTIEHTUII,

TUIPOKCULIMKIIOOYTHIL,

MOPGhOJIMHO,

TeTparuaponupaHu,

MUPA30JIUII, KOTOPBIH MOXKET OBITh 3aMEIIEH METUIIOM,

nMmuaasol 1,2-bnupuaazunu,

MMUJIa30JI4J1, KOTOPBIA MOXKET ObITh 3aMeIleH METUIIOM, U

MUPUAVHUIL.

"3amecTtuTens", 0oJee MPeanoYTUTETLHO MTPEACTABIISIET COOOM

C1-C6 ankui1, KOTOPBIM MOKET OBITh 3aMEIeH THIPOKCH,

C3-C7 mMKII0AJIKUI, KOTOPBIA MOXKET OBITh 3aMEICH THIPOKCH,

OIHY WK HECKOJIbKO C3-C6 MOHOUMKIIMYECKUX HACBIIIIEHHBIX T€TEPOIUKINYECKUX TPYIII,
coaepkKaiumx 1-3 0lMHAKOBBIX WJIM OTJIMUHBIX APYT OT JApyra rerepoaTroMma, BBIOpaHHBIX U3
a30Ta, KACIIOPOAA U CEpbl, UK

oJIHY Wiu HecKoJIbKO C3-C10 MOHOIMKIIMYECKUX WIIU MOJTUIMKIMYECKUX HEHACBIIIICHHBIX
reTePOLUKINYECKHUX TPYIII, KOTOPbIe MOTYT ObITh 3ametieHbl C1-C6 aaKuiIoM U CoaepKaT
1-3 OIMHAKOBBIX WJIM OTJIMUHBIX APYT OT JIpyra rerepoatoma, BRBIOpaHHBIX U3 a30Ta,
KHUCJIOpO/ia U CEPHI.

"3amectuTens" emie OoJiee MPEANOYTUTETHFHO MTPEACTABIIIET COOOH

C1-C6 ankui1, KOTOPBIM MOKET OBITh 3aMEIeH THIPOKCH,

C3-C7 uMKIJI0aJIKUI, KOTOPBIA MOXKET ObITh 3aMEIIEH TUIPOKCH,

OJTHY UM HECKOJIbKO C3-C6 MOHOUMKIMYECKUX HACBIIIIEHHBIX T€TEPOIMKINYECKUX TPYIIII,
coaepKaIumx 1-3 0JMHAKOBBIX WJIM OTJIMUHBIX APYT OT JApyra rerepoaTroMma, BRIOpaHHBIX U3
a30Ta, KUCIIOPOJa U CEPBI, WU

OJIHY WU HeCcKOJIbKO C3-C6 MOHOUMKIMYECKUX HEHACBIIIIEHHBIX T€TEPOLUKIMYECKUX
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rpyIi, KOTOpbIe MOTYT ObITh 3amelieHbl C1-C4 ankuiiom u coaepkat 1-3 0JMHAKOBBIX WU
OTJIMYHBIX IPYT OT Apyra reTepoaTtoMa, BBIOpAHHBIX U3 a30Ta, KUCIIOPOAa U CEPBHI.
"3amecTuTens" emie 0oJiee MPeaAMOUYTUTEILHO MPEACTABISET COOOM
C1-C4 ankui1, KOTOPBII MOKET OBITh 3aMELLIEH THIPOKCH,

C3-C5 uMKII0AJIKUI, KOTOPBI MOXKET OBITh 3aMEIIEH THIPOKCH,

OJIHY WUJIM HECKOJIBKO C3-C6 MOHOUMKIMYECKUX HACBILLIEHHBIX I€TEPOLMKINYECKUX TPYIIIL,
coaepxaiux 1-3 0IMHAKOBBIX WIM OTJIMUHBIX APYT OT JIpyra rerepoaTroMma, BbIOpaHHBIX U3

a30Ta U KUCI0poaa, Uin
W30TPOIUII, KOTOPBINM MOXKET OBITh 3aMEIIeH THIPOKCH,
C3-C5 mMKII0aJIKUI, KOTOPBIA MOXKET OBITh 3aMEIIeH THIPOKCH,

OZIHY WY HECKOJIBKO C3-C6 MOHOUMKIMYECKUX HEHACBIIIEHHBIX I€TEPOUUKIMIECKUX
15 coaepkanux 1-3 oAMHAKOBBIX UM OTIWYHBIX IPYT OT Apyra reTepoaToMa, BEIOpaHHBIX U3

I'PYIIII, KOTOPbIE MOTYT OBITh 3aMEIleHbl METUIIOM U COJIep)KaT 1-3 aToma a3ora.
"3amecTtuTens" eme 60Jiee MPEANOUYTUTENIBHO MPEICTABIISET COOOi

0
OJHY WIN HECKOJIBKO C4-C5 MOHOUMKIIMYECKUX HACBIIIIEHHBIX T€TEPOLUKINYECKHX I'PYIIIL,

OJIHY WU HeCKOJIbKO C3-C6 MOHOUMKIMYECKUX HEHACBIIIIEHHBIX T€TEPOIUKIMIECKUX

TPYIII, KOTOPBIE MOTYT OBITh 3aMeIlIeHbl METUIIOM U cojiepKaTt 1-3 aToma a3oTa.

[0172]
CpyNIaMy, CoaepKaluMu 1-3 OAMHAKOBBIX WM OTIIMYHBIX APYT OT APYyra rerepoaToma,

a30Ta U KUCI0pOAa, Uilv
20 "3amMerneHHbIN Wiy He3aMeneHHbIN C2-C6 alKuHu", TpeACTaBICHHbBIN KaK R’ ,
MPEANOUYTUTEIBLHO MpeacTaBisieT cooor C2-C4 aTKUHUII, KOTOPBIM MOXKET OBITh 3aMEIeH

C1-C6 ankuiioMm, KOTOPBIA MOXKET OBITh 3aMEILIeH THAPOKCH,
C3-C7 uMKJI0aJIKUIOM, KOTOPbIN MOXKET OBITh 3aMEIIIeH TUIPOKCH,
oaHOM Wi HeCKOJIbKUMU C3-C 10 MOHOUMKIIMYECKMMU HACBIIIIEHHBIMU F€TEPOLMKIMUECKUMU

25
BI)I6paHHLIX N3 a30Ta, KUCJIopoda U CCPbl, UIINU

OJdHOM MM HeCKOJIbKUMH C3-C10 MOHOIMKINYECKMMH WIIH HOJIUIUKINIECKUMU
AJIKWJIOM U cofiepKaT 1-3 OIMHAKOBBIX WJIM OTJIMUYHBIX IPYT OT Apyra rerepoaromMa,

HEHACBIILIEHHBIMU F€TEPOLMKINYECKUMHU IPyNIIaMU, KOTOPbIE MOTYT OBITh 3aMereHbl C1-C6

BBIOPAHHBIX U3 a30Ta, KUCIIOPO/IA U CEPBL.
KoHkpeTHbIe mpUMepbl BKITIOYAIOT CIEAYIOIIHUE:

30
[0173]
0,
ﬁ“ XF
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S
40 Hﬂm - y :;:NWQNN
* S i i % -y & i%
N N N~
M e ?)
45 L éi*‘{ w«% H O
* W\ ), ¥ _h
Crp.: 32



10

5

20

25

30

35

40

45

RU 2729636 C2

"3amMerneHHbIN Wiy He3aMeneHHbIN C2-C6 alKuHUIT", TPeACTaBICHHbBIN KaK R3, OoJtee
MPEAMOUYTUTEBLHO MpeacTaBisieT cooor C2-C4 aTKUHUII, KOTOPBIM MOXKET OBITh 3aMeEIeH

C1-C6 ankuiioMm, KOTOPBIHA MOXKET OBITh 3aMEIleH TUAPOKCH,

C3-C7 uMKIJI0aJIKUIOM, KOTOPbIN MOXKET OBITh 3aMEIIIEH TUIPOKCH,

OJIHOM WM HECKOJIbKMMU C3-C6 MOHOUMKIIMYECKUMU HACBIIIIEHHBIMHU TE€TEPOLMKINYECKUMHU
CpymIiamMu, CoiepkauMu 1-3 OIMHAKOBBIX WM OTJIMUHBIX APYT OT Ipyra rerepoatoma,
BBIOpPAHHBIX U3 230Ta, KUCIIOPOJIa U CEPBI, UITH

oaHo Ui HecKoJIbKUMU C3-C10 MOHOUUKIIMYECKUMU WU MOJIUIUKIMYSCKUMU
HEHACBIIEHHBIMU T€TEPOILUKINIECKUMHU TPYIIIAMU, KOTOPbIE MOTYT OBITh 3amerieHbl C1-C6
AJIKWJIOM U cofiepKaT 1-3 OIMHAKOBBIX WJIM OTJIMYHBIX IPYT OT Apyra rerepoatromMa,
BBIOpPAHHBIX U3 230Ta, KUCIOPOJa U CEPHI.

"3amMereHHbIN WK He3aMmeleHHbIN C2-C6 alKUHWI'", TpeACTaBICHHbBIN KaK R3, ewle 6oiee
MPEANIOYTUTENIBHO TIpeacTaBisgeT coooi C2-C4 ankuHuI, KOTOPBIN 3aMelleH

C1-C6 ankuiiom, KOTOPbIHA MOXKET ObITh 3aMEIlIeH THAPOKCH,

C3-C7 uMKJIOQTKUIIOM, KOTOPBI MOKET OBITh 3aMeIleH TUIPOKCH,

OJTHOM MITM HECKOJIBKUMH C3-C6 MOHONMKITMISCKUMH HACBIIIIEHHBIMH FeTEPOIMKITIMICCKUMU
CpyIIIaMu, COJIepKaluMuU 1-3 OIMHAKOBBIX UJIM OTJIIMYHBIX APYT OT Ipyra rerepoaTtoma,
BBIOPAHHBIX U3 a30Ta, KUCIIOPOJIa U CEPBI, UITH

OJIHOM WK HecKOJIbKUMU C3-C6 MOHOIMKIIMYECKUMH HEHACBIIIIEHHBIMU
TFeTEPONUKINIECKUMU TPYIIIIaMU, KOTOPbIE MOTYT OBbITh 3aMetieHbl C1-C4 ankuiom u
comepxat 1-3 0JIMHAKOBBIX WJIM OTJIMYHBIX APYT OT Jpyra rerepoaTroMa, BBIOpaHHBIX U3
a30Ta, KUCJIOPOaa U Cephl.

"3amMereHHbIN WK He3ameneHHbIN C2-C6 aJKuHUI", TpeACTaBICHHbIN KaK R3, ewre 6oiee
MPEAMOYTUTEIILHO MPEACTABISET COOOM 3TUHUII UITH IIPOIIMHUI, KOTOPBIN 3aMelleH

C1-C4 ankuiiom, KOTOPbIA MOXKET ObITh 3aMEIlIeH TUAPOKCH,

C3-C5 mMKII0aJIKUIOM, KOTOPBI MOXKET OBITh 3aMEIIeH THIPOKCH,

OJHOW WU HECKOJIBKUMU C3-C6 MOHOUMKIIMYECKUMU HACBIIIIEHHBIMU TE€TEPOLMKITNYECKUMHU
rpyImnamu, COAEPKaMMHU 1-3 0IMHAKOBBIX WM OTJIMYHBIX IPYT OT Apyra rerepoaroma,
BBIOPAHHBIX U3 a30Ta U KUCTIOPOa, WU

OTHOM WIHN HECKOIBKNUMH C3-C6 MOHOIMKINYECKUMHU HEHACBIIIIEHHBIMU
reTePOIMKIMUYECKUMHU I'PYIIIIaMM, KOTOPbIE MOTYT OBITh 3aMEIIEHbI METUIIOM U cojJiepkat 1-3
aToMa a3oTa.

"3amMereHHbIN WK He3aMmeleHHbIN C2-C6 aKUHWI", TpeACTaBICHHbBIN KaK R3, ewre 6olee
MPEANOYTUTEILHO MPEACTABISET COOON ITUHUIT WM MPOTIMHUII, KOTOPBIN 3aMelleH

H30TPOIUIIOM, KOTOPBIA MOXET OBITh 3aMeIleH THAPOKCH,

C3-C5 uMKI0aJIKUIOM, KOTOPbIN MOXKET OBITh 3aMEILIEH TUIPOKCH,

OJTHOW WJIM HECKOJIbKUMU C4-CS5 MOHOUMKIIMYECKUMU HACBIIIIEHHBIMHU TE€TEPOLMKINYECKUMHU
rpyImnamu, COAepKaiMu 1-3 oIMHAKOBBIX WM OTJIMUHBIX IPYT OT Apyra rerepoaTroma,
BBIOpPAHHBIX U3 230Ta U KUCIOPOA, UITU

OJHOM MM HECKOJIBKUMH C3-C6 MOHOIMKINYECKMMH HeHAChIILIEHHBIMU
FEeTEPOLUUKINYECKUMU IPYNIIaMU, KOTOPbIE MOTYT ObITh 3aMEIIEHbI METHUJIOM U coJiepKaT 1-3
aToMa a3orTa.

[0175]

ITpumepst "C1-C6 ankokcu" B "3amerieHHOM win HezamenieHHoM C1-C6 ankoken”,

MPEACTABIIEHHOM KaK R3, BKJIIOYAIOT TAKKE, KOTOPBIE YKA3aHBI BBIIIE, IPEAIIOUYTUTEIIBHO
C1-C4 ankoxkcu, u 60Jee MpearnoYTUTEIbHO METOKCH.
[0176]
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ITpumepsl "3amectutens” B "3aMmemmeHHOM Wiu HezameleHHoM C1-C6 ankokcu”,

MPEACTABIICHHOM KaK R’ , BKJIFOYAIOT TAKWE, KOTOPbIEC YKA3aHBI BBIIIIE;

MPEANOYTUTEIILHO OJIHY WJIM HECKOJIbKO C3-C10 MOHOUMKIMYECKUX HACBIIIEHHBIX
FETePOLMKIIMYECKUX TPYIIII, COJCpKAIUX 1-3 OMMHAKOBBIX WM OTJIMYHBIX APYT OT Jpyra
reTepoaTomMa, BHIOpaHHBIX U3 a30Ta, KUCIIOPOa U CePhI; U

0oJ1ee MPeANOYTUTENIBHO OAHY UM HECKOJIBbKO C3-C6 MOHOUMKIIMYECKUX HACBIIIIEHHBIX
FETEPOLMKIIMUECKUX TPYII, COJICPKAIIUX OJIMH ATOM KUCIOPO/Ia.

[0177]

"3amerieHHbIN WK He3aMeleHHbIH C1-C6 ankokcu", mpeACcTaBICHHbIN KaK R3,
npeacraisieT coooit C1-C4 arKoKcH, KOTOPBIA MOXKET OBITh 3aMEIIeH OTHOM UJTn
HeckoIbKUMHU C3-C10 MOHOIMKIMYECKUMU HACBIIIICHHBIMU I€TePOLUUKINYECKUMU TPYITITIAMU,
CoZIepXKAIIMMHU 1-3 OMHAKOBBIX WM OTJIMYHBIX APYT OT Apyra rerepoaToMa, BBIOpaHHBIX
Y3 a30Ta, KUCIIOPpO1a U CEPBI, WU

C1-C4 ankoKcH, KOTOPBIM MOKET OBITh 3aMeIlleH OJHOM WK HecKoJbKuMu C3-C6
MOHOIMKJIMYECKUMU HACBIIIEHHBIMU I'€TEPOLUMKINUECKUMU TPYMIIIAMU, COJIEPKAIMMU OJUH
aTOM KHUCJIOPOJA;

0osee npeanouturenbHo C1-C4 anKkokcu; U

emie 0oJiee MPeaNOUYTUTETLHO METOKCH.

[0178]

B dopmymnax (I) u (I'), mpumepst "3aMecTuTens” B "3aMEIIEHHOM WK HE3aMEIIIeHHOM

aMUHO", TIPE/ICTaBIICHHOM KaK R®, BKIIOYAIOT TaKwe, KOTOPBIE YKa3aHbI BHIIIIE.
[0179]
B dopmynax (I) u (I') "C6-C14 apomaTuiecKuit yriaeBoOPOA" B "3aMEIIEHHOM WU

He3zamereHHOM C6-C14 apoMaTHUECKOM yTIIEBOA0PO/Ie", TPEICTaBICHHOM KaK R® , BKJIIFOUAET
TaKue, KOTOpPbIE YKA3aHbI BbIIIE, U IPEATOYTUTEIILHO (HEHUII.

[0180]

[Tpumepsr "3amecturens” B "3amerieHHOM Wi HezamelieHHOM C6-C14 apoMaTrueckoM

yIIeBoA0po/e”, MpeICTABIEHHOM KaK R3, BKJIIOUAOT TaKKE, KOTOPBIE YKA3aHBI BBIIIIE.
[0181]
B dopmymax (I) u (I') "3aMerneHHbIi uan HezaMeleHHbIN C6-C14 apoMaTUUeCKUi

yTIIEBOIOPO", TIPEICTABICHHBIN KaK R?, MPEANOYTUTENIBHO MIPEICTABIIAET COOOH PEeHMIT.

[0182]

B dopmynax (I) u (I') "C3-C10 MOHOIMKIIMYECKAS WITH TTOJTMIUKIINYECKAsi HAChIIIICHHAS
WJIM HEHACBIITIEHHAs TeTePOIMKIIMYEeCcKasi Tpymma, cojepkarias 1-3 oJMHAKOBBIX WM OTJIUYHBIX
JPyT OT JIpyTa rerepoaToma, BBIOPAHHBIX U3 a30Ta, KUCIIOPOJa U Cephl" B "3aMEIIEHHOMN WU
He3ameneHHon C3-C10 MOHOIMKINYECKON MIH MOJIUIMKINYECKON HACBIIIIEHHON UITH
HEHACBIIIEHHOM FeTEPOIMKIINYECKOM IpyIIIIe, coaepkaliei 1-3 oJMHaKOBBIX MJIU OTIMYHBIX
JPyT OT Apyra rerepoaToma, BRIOpaHHBIX U3 a30Ta, KUCIIOPOJIa U CePhI", MMPEICTaBICHHON

KakK R3, MPEAMOYTUTEIBHO MpeacTaBisieT coooit C3-C6 MOHOIMKIIMUECKYIO HEHACBIIIIEHHYO
FETEPOLUUKIINYECKYIO TPYIIIY, COAEPKAIILYIO OIMH ATOM KUCIOPOIa WIA OJIMH aTOM CEPBI, U
6oJiee MPeANOYTUTEIHHO TUEHUT WK (QypaHuUI.

[0183]

ITpumeps! "3amectutens” B "3amenieHHoM uin HezamereHHOM C3-C10 MOHOIMKITMYECKOM
WJIUA TOJIMLMKIIMYECKON HACBIIEHHON WM HEHACBIILEHHON T€TEPOLMKINUECKOMN TpYIIIIe,
coaepxariiei 1-3 0IMHAKOBBIX WJIM OTJIMYHBIX APYT OT Apyra rerepoatoma, BEBIOpAHHBIX U3

a30Ta, KUCIIOPOa U CephI", MPEJACTABICHHOMN KaK R®, BKITIOUAIOT TaKwe, KOTOPbIC YKa3aHbI
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BBIIIIE.
[0184]
"Sameniennas uin HesaMelneHHas C3-C10 MOHOLMKIINYECKAS WU ITOJTULIUKIINYECKas
HACBILIEHHAS UJIM HCHACBILIEHHAS T'€TEPOLMKIMYECKAs TPYIIA, coAaepKaias 1-3 0IMHaAaKOBBIX
WJIM OTJIMYHBIX JPYT OT Apyra rerepoatomMa, BEBIOpaHHBIX U3 a30Ta, KUCIIOPO/Ia U CEPHI ',

MPEACTABIICHHAS KaK R3, MPEANOUTUTENILHO ITpeAcTaBiseT coooi C3-C6 MOHOIUKINYECKYIO
HEHACBHIIIEHHYIO Te€TEPOLMKIMYECKYIO T'PYIIITY, COAEPXKAIIYIO OJIMH ATOM KUCIOPOaa UK
OJIMH aTOM Cepbl, U O0JIee MPEANOUTUTETLHO TUEHWIT WU (PypaHUIL.

[0185]

R® MPEANOYTUTENIFHO TIPEICTABIISIET COOOM

BOAOPO,

rajiores,

3aMeIleHHbBIN M He3aMenleHHbIN C1-C6 anku,
3aMeleHHbIN WK He3aMelneHHbI C2-C6 aJIKeHWI Wik
3aMeIIeHHBIN UK He3aMenleHHbIN C1-C6 aaKoKCH.

R? 6onee MPEMOYTUTETBLHO MMPEICTABISIET COOOM

BOJIOPOJ;

rajioreH;

C1-C6 anxuir;

C2-C4 ankuHWI, KOTOPBIM MOXKET OBITH 3aMEICH

C1-C6 ankuiioMm, KOTOPBIHA MOXKET ObITh 3aMEIIIeH THAPOKCH,

C3-C7 uMKJI0aJIKUIOM, KOTOPbIN MOXKET OBITh 3aMEILIEH TUIPOKCH,

OJIHOW WM HECKOJIbKUMU C3-C6 MOHOUMKIIMYECKUMU HACBIIIIEHHBIMU TE€TEPOLMKINYECKUMHU
rpynIiaMu, CoJiepkamuymu 1-3 0IMHAKOBBIX WJIM OTJIMYHBIX APYT OT Apyra rerepoaromMa,
BBIOpPAHHBIX U3 230Ta, KUCIIOPOJIA U CEPBI, WU

OJdHOM MM HeCKOIbKUMH C3-C10 MOHOIMKINYECKMMH WK HOJIUIUKINISCKUMU
HEHACBILLEHHBIMU F€TEPOLMKIMYECKUMH IPyIIIaMU, KOTOPbIE MOTYT OBITh 3aMereHbl C1-C6
QAJIKMJIOM U COJIepXkaT 1-3 OAMHAKOBBIX WIM OTJIIMYHBIX IPYT OT Apyra rerepoaroma,
BBIOPAHHBIX U3 a30Ta, KUCIIOPO/IA U CEPhI; WU

C1-C4 ankoKcu, KOTOPbI MOXKET OBITh 3aMEIIeH OJTHON WU HeCKOJIbKUMU C3-C6
MOHOUMKJIMYECKUMHU HACBIIIEHHBIMU I€TEPOLUKIMYECKUMU T'PYIIIIAMU, COAEP)KAIIMUMU 1-3
OJMHAKOBBIX WJIM OTJIMYHBIX JPYT OT ApYyra rerepoaToma, BBIOpaHHBIX U3 a30Ta, KUCIIOPOIa
Y CEpBHI.

R ewwe Goutee MPEANIOYTUTENIBHO IIPEICTABIIAET COOOM

BOJOPO/I;

raJjiore;

C1-C4 anxur;

C2-C4 ankuHuWI, KOTOPBIA MOXKET OBITh 3aMEIleH

C1-C6 ankuiiom, KOTOPbIA MOXKET ObITh 3aMEIlIeH TUAPOKCH,

C3-C7 mMKIIOAJIKUIOM, KOTOPBI MOXKET OBITh 3aMEIIeH THIPOKCH,

OJHOW WM HECKOJIbKUMU C3-C6 MOHOUMKIIMYECKUMU HACBIIIIEHHBIMU TE€TEPOLMKITNYECKUMHU
rpyInmnamu, COAEPKaMMHU 1-3 0IMHAKOBBIX WM OTJIMYHBIX IPYT OT Apyra rerepoaroma,
BBIOPAHHBIX U3 a30Ta, KUCIIOPOJIa U CEPhI, UITU

ogHOU i HeCKOIbKUMH C3-C10 MOHOIUKINYECKMMH WIN HOJIUIUKINIECKUMU
HEHACBIIIEHHBIMH T€TEPOIMKINISCKUMHM TPYIIIIaMH, KOTOPBIE MOTYT ObITh 3amertieHbl C1-C6
AJIKWIOM U COAepKaT 1-3 OIMHAKOBBIX WM OTJIMYHBIX JIPYT OT Apyra rerepoaromMa,
BBIOpPAHHBIX U3 a30Ta, KUCIIOPOAa U CEPhI; UK
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C1-C4 anxoxcu.

& enie 6oJee MPeanoYTUTEIbHO MPEACTaBIsIET COOOM

BOJOPO/I; UIIU

C2-C4 ankuHuWi, KOTOPBIN 3aMEIIEH

C1-C6 ankuiiom, KOTOPbIH MOXKET ObITh 3aMEILIeH THAPOKCH,

C3-C7 uMKJI0aJIKUIOM, KOTOPbIN MOXKET OBITh 3aMEILIEH TUIPOKCH,

OJTHOW WU HECKOJIbKUMU C3-C6 MOHOUMKIIMYECKUMU HACBIIIIEHHBIMU TETEPOLMKITNYECKUMHU
rpynIiaMu, CoJiepkamumMu 1-3 0IMHAKOBBIX WJIM OTJIMYHBIX APYT OT Apyra rerepoaromMa,
BBIOpPAHHBIX U3 230Ta, KUCIIOPOJIA U CEPBI, WU

OJHOM MM HECKOJIBKUMH C3-C6 MOHOUMKINYECKMMH HEHAChIILIEHHBIMU
FEeTEPOUUKINYECKUMU TPYIIAMU, KOTOPbIE MOTYT ObITh 3aMellieHbl C1-C4 ankuioM u
coaepxat 1-3 0JIMHAKOBBIX WJIM OTJIMYHBIX APYT OT Jpyra rerepoaTroMa, BBIOpaHHBIX U3
a30Ta, KUCJIOPO/ia U CEPBhI.

R? enie 6oJee MPeanoYTUTEIbHO MPeACTaBIsSIeT COOOM

BOAOPOA; WIH

STUHWJI WIM OPONUHUI, KOTOPBIN 3aMEIIeH

C1-C4 ankuiioMm, KOTOPBIA MOXKET OBITh 3aMEIleH THAPOKCH,

C3-C5 uMKI0aJIKUIOM, KOTOPbIN MOXKET OBITh 3aMEIIIeH TUIPOKCH,

OJIHOM WM HECKOJIbKMMU C3-C6 MOHOUMKIIMYECKUMU HACBIIIIEHHBIMU TE€TEPOLMKINYECKUMHU
rpyInmnamMu, COAEPKAMMHU 1-3 OIMHAKOBBIX WM OTJIMYHBIX IPYT OT Apyra rerepoaTroma,
BBIOpPAHHBIX U3 230Ta U KUCIOPOa, UITH

oJHOH UM HecKOJIbKUMU C3-C6 MOHOLMKINYECKMMHU HEHACBIILIEHHBIMU
reTePOUMKIMYECKUMU IPYMIIIaMU, KOTOPbIE MOTYT ObITh 3aMEIIEHbI METHUJIOM U coJiepKaT 1-3
aToMma a3oTa.

R eime Gosiee IPENIOYTHTENBHO IPEACTABIISET COBOM BOIOPOLL.

[0186]

B popmymnax (I) u (I'), n mpeacrasisier coOoM nemoe 9ucio, uMmeroliee 3Hauenue ot 0 10 3,
npeanoyTuTensHo ot 0 10 2, 6osee MpeArnovYTUTEIbHO 1 uiu 2, U ertie 6oJiee IPeArnoYTUTETbHO
L.

[0187]

Koraa n paBen 2 unum 3, R! MOTYT OBITh OJJUHAKOBBIMU WJIM OTIIMYHBIMU JIPYT OT APYra, U
IIPEANIOYTUTEIBHO SABIISIOTCA OJJUHAKOBBIMU.

[0188]

B dpopmynax (I) u (I') momoskeHue CBSI3bIBAHUS MEXTy AMUTHON CTPYKTYpOH U
MU Pa30JIWIIbHON IPYIIION MPEANOUYTUTEIBHO MPEACTABIIAET COOON TaKOe, KaK OKA3aHO B
dbopmymnax (I1) u (II') Huxe.

[0189]
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[0190]

Kpome Toro, koraa n paBeH 1, MoioxeHue CB3bIBAHUS MEXIY 3aMECTUTEIEM R'u
MUPA3Z0JIWIIBHON TPYNIION MPEANIOUTUTENIHLHO MPEICTABIISIET COOOM TaKoe, KaK MOKa3aHo B

dhopmynax (VII) u (VIIT') HIXKE.

[0191]

[0192]

Kor/a n paseH 1, mojoxeHue cBs3bIBaHMs Mex1y 3amectutenem R! 1 mupasominpHoit
rpynmoi 6osee IPeANOYTUTEIBHO MTPEICTABIISET COOOM TaKkoe, Kak oKa3aHo B (popMmyrax

(IX) u (IX") Huxe:
[0193]

T

i
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ap ar)

VIID (VIID)
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R a0 ax”)

[0194]

[0195]

[1] Hacrosiee nzoopereHre obecneumBaeT COeTMHEHME, TIpecTaBiieHHoe ¢popmyaok (1)

HUKE, WIH €T0 COJIb:
[0196]

A

NH, Oy —NH

N7 X (D
]

N
\R2
[0197]

rae A peaACTaBIACT coboit IMUPa30JInl, 3aMEIICHHBIN N-KOJIUYECTBOM 3aMECTUTEIICH Rl;

R! MPEACTABIISIET COOOM

rajoreH,

UaHO,

3aMelIeHHbIN Wik He3aMelneHHbIM C1-C6 ajixuil,

3aMelleHHbIN uiy He3aMelleHHbIN C3-C7 HMKI0aJIKuI,

3aMEIIECHHBIN WK He3aMmelleHHbIH C6-C14 apomMaTUuecKuit yriieBOI0PO WU

3aMeIIEHHYI0 WK He3aMeeHHY0 C3-C10 MOHOUMKIMYECKYIO WA MOJTULMKIINYECKYIO
HACBIIICHHYIO WX HEHACBIIIEHHYIO FETEPOLMKIMUECKYIO TPYIITy, COAepKaIyto 1-3
OJMHAKOBBIX UJIM OTJIMYHBIX IPYT OT Apyra rerepoaToma, BHIOpaHHBIX U3 a30Ta, KUCIOPOaa
Y CEPBI;

R? MpeICTaBIISIET COOOM

3aMenleHHbIN i He3aMenieHHbI C1-C10 ankwn,
3aMelleHHbIN WK He3aMelleHHbINH C3-C7 HUKI0aIKUI,
3aMeEIIeHHBIN UM He3aMelleHHBIN C2-C6 ankeHM,
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3aMelleHHbIN Wik He3aMelneHHbIH C3-C7 MUKI0aIKEeHU,

3aMeIleHHBIN WK He3aMelleHHbIH C4-C12 cBSI3aHHBIM MOCTUKOBO CBSI3BIO ITUKIOAIKHII,

3aMEelIEeHHbIN WK He3aMmelleHHbIH C6-C14 apomMaTHyecKui yrileBOIOPO UITU

3aMEIIEHHYI0 WM He3ameleHHY0 C3-C10 MOHOUMKIIMYECKYIO WIN ITOJIMUUKIINYECKYIO
HACBIIIIEHHYIO WJIM HEHACBIIIEHHYIO FETEPOIMKIMUECKYIO TPYIITy, COAepKauyo 1-3
OAWHAKOBBIX UJIM OTJIMYHBIX JPYT OT APYyra rerepoaToma, BRIOpaHHBIX U3 a30Ta, KUCIOPOaa
Y CEPBI;

X mpeacTaBisieT coboit

N nnu

CR3 , TIe R3 MpeJICTaBIIsIeET cOOOM

BOAOPON,

rajiores,

1MaHo,

3aMelleHHbIN i He3aMenleHHbI C1-C6 anknn,

3aMeleHHbIN Wi He3aMelleHHbIN C2-C6 ajTkeHuI,

3aMeIleHHBIN WK He3aMenleHHbIN C2-C6 anKuHWI,

3aMeleHHbIN Wik He3aMelneHHbIN C1-C6 ajIkoKcH,

3aMEIICHHBIN WU HE3aMEILCHHBIM AMHHO,

3aMEIIECHHbIN WK He3aMelleHHbIH C6-C14 apomMaTUYecKui yriIeBOIOPO UITH

3aMELIECHHYIO WK He3aMeleHHY0 C3-C10 MOHOLMKIIMYECKYIO UK TTOJIMLUKIIAYECKY IO
HEHACBIIICHHYIO F€TEPOLMKIIMYECKYIO TPYIIITY, COAEPKAILYIO 1-3 OAMHAKOBBIX UJIN OTJIMYHBIX
JIPYT OT Apyra rerepoaToMa, BBIOpaHHBIX U3 a30Ta, KUCIOPO/a U CEPHI; U

N IMPeJCTaBISET COOOI 1eI0e YnCIIo, uMeroIee 3HaueHue ot 0 10 3,

IIPH 3TOM, KOIJIA N MMeeT 3Hauerne 2 win 3, R MOryT GbITh 0MHAKOBBIMU WK OTIMYHBIME
JpYT OT JIpyra.

[0198]

[2] B popmymne (1)

A IIpeanoYTUTETFHO TPECTABIIIET COOOM MMPA30IUI, 3aMEIICHHBIN N-KOJIMYECTBOM

3aMECTUTEJIEN Rl;

R! MPEMOYTUTETBLHO MMPEICTABISIET COOOM

rajorex,

IUAHO,

3aMelleHHbIN Wiu He3aMelneHHbIN C1-C6 amkuil,

3aMeIleHHbBIN Wiy He3aMelleHHbIN C3-C7 mMKI0aIKu,

3aMelIeHHbIN WK He3aMmelleHHbIH C6-C14 apoMaTHYecKui yrileBOIOPOI UITH

3aMeIIEeHHYI0 WM He3ameleHHY0 C3-C10 MOHOUMKIIMYECKYIO WIN IOJIMUUKIINYECKYIO
HACBIILIEHHYIO WX HEHACBIIIEHHYIO F€TEPOLMKIMUECKYIO TPYIITy, COAepKaulyo 1-3
OJIMHAKOBBIX WM OTJIMYHBIX APYT OT JApyra rerepoaToMa, BbIOpaHHBIX U3 a30Ta, KUCIIOPOa
U CepBl;

R? MPEANIOYTUTEIIFHO TIPEICTABIISIET COOOM

3aMelleHHbIN i HezaMenieHHb C1-C10 ankwnn,

3aMelleHHbIN Wi He3aMelleHHbIN C3-C7 MUKI0aIKUII,

3aMeIIeHHBIN WM He3aMeleHHbIN C2-C6 anKeHWI WITH

3aMelleHHbIN WK He3aMelleHHBIN C4-C12 cBA3aHHBIA MOCTUKOBOM CBS3bIO [IUKIOATIKHUIT;
X IpearnoYTUTEIbHO IPECTaBIISIeT OO0

N unu
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CR?, re R? MIPEeJICTABIISIET COOOI

BOAOPO,

rajiores,

3aMeIleHHbBIN M He3aMenleHHbI C1-C6 ankni,

3aMelIeHHbIN WK He3aMelneHHbIM C2-C6 aJIKUHWIT WIA

3aMeIIeHHBIN ik He3aMeneHHbIN C1-C6 anKoKCH; U

n MPEeANOYTUTEIbHO TTPEACTaBIIsIeT COOOM 1IEI0e YnCiIo, UMerolee 3HaueHue 1-3,

IIPY 5TOM, KOT/1a N MMeeT 3HaueHue 2 win 3, R' MOryT 6bITh OIMHAKOBBIMK I O T/IMYHBIMA
JIPYT OT JIpyTa.

[0199]

[3] B dbopmymne (I)

A OoJtee MPeOYTUTENTBHO MPEICTABIISIET COOOM MUPA30JINIT, 3aMEIICHHBIH N-KOJIUYECTBOM

3aMECTUTEIIEN Rl;

R! Gonee MPEAIOYTUTENIFHO TIPEICTABIISIET COOOMN

rajoreH;

MaHO;

C1-C6 ankui1, KOTOPBIM MOXKET OBITH 3amelieH rajorenom wiu C1-C4 ankokcu;

C3-C7 uuKiI0aIKumI,

dbeHu; uu

C3-C6 MOHOUMKIIMYECKYIO HEHACKIIIIEHHYIO IeTePOLUKIMUECKYIO TPYIITY, COJAEPIKAIIYIO
OJIMH aTOM KHUCJIOpO/ia WX OJIMH aTOM CEPHI;

R? 6onee MPEMOUYTUTETHLHO MTPEICTABIISIET COOOM

muHerHb C1-C6 anku uiau pa3BeTBieHHbIN C3-C8 ajkuil, KOTOPIN MOYKET OBITh 3aMeIleH
rajoreHoM, C3-C7 UKIIOATTKUIIOM, KOTOPBII MOKeT ObITh 3amertieH C1-C4 ankuiioM, GeHUIoMm,
C1-C4 ankokcH Uiy ogHol Wi HeCKOIbKUMH C3-C6 MOHOIMKINYESCKUMU HEHACHIIIIEHHBIMHU
reTePOLMKIMUYECKUMU T'PYIIIIAMHU, COAEPKAIMMU OJIMH ATOM KUCIIOPOAA U OJIMH ATOM CEPBI;

C3-C7 1MKIJIOAIKWI, KOTOPBIH MOXKET OBITh 3aMeltieH rajioreHoM, C1-C4 akuiaoM, TaioreHo
C1-C4 anxunoMm unu C3-C5 MUKIOAIKUIOM;

C2-C6 ankeHW1, KOTOPBIM MOXKET OBIThH 3aMEIIEH TaJIOTeHOM; WU

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3bIO IUKIIOAJIKUII, KOTOPBIA MOXET OBITh 3aMelleH
C1-C4 amxuiiom;

X 0oJiee mpeAnOYTUTENIBHO TIPEICTaBIISIET COO0

N unu

CR’ , e R’ MpeJICTaBIIsIeT cCOOOM

BOAOPOJ;

raJjioreH;

C1-C6 anxuir;

C2-C4 ankuHWI, KOTOPBIM MOXKET OBITH 3aMEIeH

C1-C6 ankuiiom, KOTOPbIHA MOXKET ObITh 3aMEIleH THAPOKCH,

C3-C7 uMKJI0aJIKUIOM, KOTOPbIN MOXKET OBITh 3aMEIIIEH TUIPOKCH,

OJHOW WM HECKOJIBKUMU C3-C6 MOHOUMKIIMYECKUMU HACBIIIIEHHBIMU TETEPOLMKINYECKUMHU
rpynIiaMu, CoJiepkamuymu 1-3 0IMHAKOBBIX WM OTJIMYHBIX APYT OT Apyra rerepoaromMa,
BBIOpPAHHBIX U3 230Ta, KUCIIOPOJIA U CEPBI, WU

OoJdHOM MM HeCKOJIbKUMH C3-C10 MOHOIMKINYECKMMH WIH HOJIUIUKINIECKUMU
HEHACBIILIEHHBIMU F€TEPOLMKINYECKUMH IPyNIIaMU, KOTOPbIE MOTYT OBITh 3aMereHbl C1-C6
AJIKWJIOM U cofiepKaT 1-3 OIMHAKOBBIX WJIM OTJIMYHBIX JIPYT OT Apyra rerepoatromMa,
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BBIOPAHHBIX U3 A30Ta, KUCIIOPOAA U CePbl; TN

C1-C4 ankokcu, KOTOPbI MOXKET OBITh 3aMEIIEH OJITHOW WK HeCcKOJbKUMU C3-C6
MOHOIMKIIMYECKMMHU HACBIIIEHHBIMU FE€TEPOLMKIMYECKUMHU IPYIIIIAMU, COAEPKaIIMMU 1-3
OJIMHAKOBBIX WM OTJIMYHBIX IPYT OT Ipyra rerepoaTtoma, BBIOpaHHbBIX U3 a30Ta, KUCIIOPOIa
U CephI; U

n 6oJree MPEAMOYTUTEILHO MPEACTABISET OO0 1 Ui 2,

IIPYU 3TOM, KOTJIa N UMEET 3HAUEHHUE 2, R! MOTYT OBbITh OJJMHAKOBBIMHU WJIM OTIMUHBIMU
JIpyr OT Apyra.

[0200]

B npyrom BapuaHTe OCyIIECTBICHUS HACTOSIIEr0 U300peTeHus coenuuenue hpopmyisi (1),
1€ MMPA30JIUII CBSI3aH C AMUIHOW CTPYKTYPOI B 3-1I0JI0KEHNH, SIBIIIETCS IPEIITOYTUTEIIbHBIM.
KpomMme Toro, npearnouTuTenbHbl BAPUAHT OCYLIECTBIECHUS coeuHeHust popmyibl (1), rae
MM PA30JIUII CBA3AH C AMUIHOM CTPYKTYPOU B 3-TIOJIOKEHHUH, B HACTOSIIIIEM U300 PETEHUH
MPEACTABIISIET COOOM

[4] coequnenue, mpeactapiaeHHoe hopmyitoit (1) HUXe, UK €eTOo COJIb:

[0201]

Rﬁn

0
NH, NH

(1 1)
NT X
\\x

= N/
N
R2
[0202]
rae R1 MpeICTaBIIsSIET COOOM
rajoreH,
IMaHO,

3aMeIIeHHbBIN UM He3aMelleHHbIN C1-C6 anku,

3aMeIleHHbBIN MM He3aMeneHHBIN C3-C7 MUKIIOaIKuII,

3aMEIIEHHBIN Wi He3amelleHHbIn C6-C14 apoMaTUYECKUi yIIeBOI0POI WU

3aMeIIeHHYI0 WM He3amenleHHY0 C3-C10 MOHOUMKIIMYECKYIO WIH ITOJIMIUKIINYECKYIO
HACBIILIEHHYIO WJIM HEHACBIIIIEHHYIO FeTePOIMKIMUECKYIO TPYIITy, coAep Kamlyo 1-3
OJMHAKOBBIX WM OTJIMYHBIX JPYT OT ApYyra rerepoaToma, BBIOpaHHbBIX U3 a30Ta, KUCIOPOIa
Y CEPBI;

R® MIPEACTABIISIET COOOM

3aMelleHHbIN nin He3aMmelneHHbIn C1-C10 ankui,
3aMelleHHbIN Wwin He3aMelneHHbINH C3-C7 MUKI0aIKUII,
3aMeIIeHHBIN WM He3aMeneHHbIN C2-C6 anKeHW WITH
3aMelleHHbIN WK He3aMelleHHBIN C4-C12 cBA3aHHBIA MOCTUKOBOM CBSI3bIO IIUKJIOAIKHUIT;
X mpencraBisieT cobor
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N i

CR? , TIe R? MpeJICTaBIISIET COOOM

BOZOPO/I,

rajiores,

3aMelIeHHbIN Wik He3aMelneHHbIM C1-C6 ajixuil,
3aMeIIeHHBIN UM He3aMeleHHbIN C2-C6 anKeHWI WIIH
3aMeleHHbIN WIh He3aMeleHHbIN C1-C6 ajIkoKCH; U

n IpeACTaBIseT COOOM IeJI0e YUCIIO, UMEIoIIee 3HaUeHue 1-3,

IIPY 3TOM, KOTJa N UMEET 3HAYEHUE 2 WIIH 3, R! MOTYT ObITh OJIMHAKOBBIMH WJIK OTJIMYHBIMHU
JIpyT OT Apyra.

[0203]

B nacrosiiem u3o6peTeHnu coelMHeHue, rpeacTaBieHHoe popmysoit (I1I) Belie, Takxke
npocto yka3aHo kak Coeaunenue (II).

[0204]

[5] B popmyie (II)

R! Gosee MPEANIOYTUTENIBHO IIPEICTABIISIET COOOMN

raJiorex;

IMAHO;

C1-C6 ankuit, KOTOPBIM MOXKET OBITH 3ameltieH rajorenom i C1-C4 aakokcu;

C3-C7 nuKI0aJIKNI,

heHusT; uim

C3-C6 MOHOUMKIIMYECKYIO HEHACBIIIEHHYIO TETEPOLMKIIMUECKYIO TPYIITY, COAEPKALLYIO
OJWH aTOM KHMCIIOPOJA WU OJIUH ATOM CEPBI;

R? Gouee MPEINOUYTUTEILHO MTPEICTABIISIET COOOM

muHerHb C1-C6 anku uimu pa3BeTBieHHbIN C3-C8 akuil, KOTOPbIN MOXKET ObITh 3aMeIleH
rajoreHoM, C3-C7 IUKIIOAJIKWUIIOM, KOTOPBIN MOXKET ObITh 3amertieH C1-C4 aakuiaoM, GeHUIIOM,
C1-C4 anxokcu Ui OgHOM UM HeCKOJIbKUMU C3-C6 MOHOIMKINYECKMMHU HEHACBIIIICHHLIMU
reTepOLUMKIMUECKUMU I'PYIIIIaAMU, COAEPIKAIIMMU OJIMH aTOM KMCIIOPOAA UM OJIMH aTOM CEPBI;

C3-C7 1MKIJIOAIKUI, KOTOPBIH MOXKET OBITh 3aMeltieH rajioreHoM, C1-C4 aTkuioM, rajloreHo
C1-C4 anxunoM unu C3-C5 nUKI0aJIKUIOM;

C2-C6 ankeHW1, KOTOPBI MOXKET OBITh 3aMEIIeH TaJIOTEeHOM; UJTH

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3BIO LIUKJIOAJIKUII, KOTOPBIA MOXET ObITh 3aMelleH
C1-C4 aaxunow;

X 6oJiee TpeANnOUYTUTENIBHO MPEICTABISIET COOOM

N umm

CR?, rze R? MpeJICTABIISIET COOOM

BOJZIOPO/I;

rajoreH;

C1-C6 anxui;

C2-C4 ankuHuI, KOTOPBIA MOXKET OBITh 3aMEIICH

C1-C6 ankuiioMm, KOTOPBIA MOKET ObITh 3aMEILEH TUIPOKCH,

C3-C7 uMKIOAJIKUIOM, KOTOPBIH MOXKET OBITh 3aMEIIeH THIPOKCH,

OJHOW WU HECKOJIBKUMU C3-C6 MOHOUMKIIMYECKUMU HACBIIIIEHHBIMU TETEPOLUKIINYECKUMHU
rpynIiaMu, CoJepKamumu 1-3 0IMHAKOBBIX WJIM OTJIMYHBIX APYT OT Apyra rerepoaromMa,
BBIOPAHHBIX U3 a30Ta, KUCIIOPOJIa U CEPhI, UIIU

ogHOU K HeCKOIbKUMH C3-C10 MOHOIUKINYECKMMH WIH HOJIUIUKINIECKUMU
HEHACBIIIEHHBIMH T€TEPOIMKINISCKUMHM TPYIIIAMH, KOTOPBIE MOTYT OBITh 3amertieHbl C1-C6
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AJIKUJIOM U cofiepKaT 1-3 OIMHAKOBBIX WJIM OTJIMUYHBIX IPYT OT Apyra rerepoaromMa,
BBIOpPAHHBIX U3 230Ta, KUCIOPOJa U CEPBI; UITU

C1-C4 ankoKcH, KOTOPBIM MOKET OBITh 3aMeIleH OJHOM WK HecKoJIbKuMu C3-C6
MOHOLMKJIMYECKUMH HACBIIIIEHHBIMU T€TEPOLUKIIMYECKUMHU I'PYIIIIAMU, COAEP)KAIIMUMHU 1-3
OJIMHAKOBBIX UJIM OTJIMYHBIX JIPYT OT Apyra rerepoaToma, BBIOpaHHBIX U3 a30Ta, KUCIOPOIa
Y CEpBbI; U

n OoJiee MPeANMOYTUTEILHO MPEACTABISAET COOOM 1 U 2,

MIPpU 3TOM, KOTJIa N UMEET 3HAUCHHUE 2, R! MOTYT OBbITh OJJUHAKOBBIMHU WM OTJIMYHBIMU
JIpyT OT Apyra.

[0205]

[6] B hbopmymne (I1),

R! Gornee MPEANIOYTUTENIHLHO MIPEICTABIISIET COOOM

raJioreH;

IMAHO;

C1-C6 ankui1, KOTOPBIM MOXKET OBITh 3aMEIIEH TaJIOT€HOM;

C3-C7 uuKiI0aIKuiI,

dheHusT; uim

C3-C6 MOHOUMKJIMYECKYIO HEHACBHIIIEHHYIO TETEPOLMKIMUECKYIO TPYIITY, COAEPKAUTYIO
OJWH aTOM KHUCIIOPOJA WM OJIUH ATOM CEPBI;

R? Gouee MPEANIOYTUTEIBHO IIPEACTABIIAET COOOM

muHerHb C1-C6 ankui uiau pa3BeTBieHHbIN C3-C8 aakuil, KOTOPBIN MOXKET OBITh 3aMeIleH
rajoreHoM, C3-C7 UKIIOATTKUIIOM, KOTOPbI MOXKeT ObITh 3amertieH C1-C4 ankuiioM, heHUIoMm,
C1-C4 anxokcH Uiy ogHoM Ui HeCKONbKUMH C3-C6 MOHOIMKINYECKUMHU HEHACHIIIIEHHBIMHU
reTePOLUKIMYECKUMU I'PYIIIIAMU, COJICPKAILMMU OJIMH ATOM KHUCIIOPOAA WU OJIMH ATOM CEPBI;

C3-C7 1MKIJIOAIKUI, KOTOPBIH MOXKET OBITh 3aMeltieH rajioreHoM, C1-C4 aTkuioM, TajioreHo
C1-C4 anxunoM unu C3-C5 HUKIOAIKUIOM;

C2-C6 ankeHWs1, KOTOPBIM MOXKET OBITH 3aMEIIEH TaJIOTeHOM; WIH

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3bI0 IUKIIOAIKUI,

X Goiee MpeANOYTUTENIHFHO TIPEICTABIIIET COOOM

N unu

CR?, rpe R MpEACTABIISIET COOOM

BOJOPOJ;

rajgoreH;

C1-C4 anxun;

C2-C4 ankuHUI, KOTOPBIN MOXKET OBITH 3aMEIleH

C1-C6 ankuiioMm, KOTOPBIHA MOXKET ObITh 3aMEILEH FMIPOKCH,

C3-C7 uMKIOAJIKUIOM, KOTOPBIN MOXKET OBITh 3aMEIIeH THIPOKCH,

OJHOW MU HECKOJIbKUMU C3-C6 MOHOUMKIIMYECKMMU HACBILLIEHHBIMU TETEPOLMKIINYECKUMU
rpyImnamMu, COAEPKAMUMHU 1-3 OIMHAKOBBIX WM OTJIMYHBIX IPYT OT Apyra rerepoaroma,
BBIOpPAHHBIX U3 a30Ta, KUCIOPOa U CEPBI, U

ogHo UM HecKOoJIbKUMU C3-C10 MOHOUMKIIMYECKUMU WJIU MOJIUIUKIMISCKUMU
HEHACBIIIEHHBIMH T€TEPOIMKINIECKUMHU TPYIIIAMH, KOTOPbIE MOTYT OBITh 3amerieHbl C1-C6
AJIIKWIIOM U coAepKaT 1-3 OIMHAKOBBIX WM OTJIMYHBIX IPYT OT Apyra rerepoaromMa,
BBIOpPAHHBIX U3 230Ta, KUCIOPOJa U CEPBI; UITU

C1-C4 anxoxkcu; u

n 0oJiee MPeANnOYTUTEILHO MPEACTABISAET COOOM 1 uu 2,

1
IIPHU 3TOM, KOI'Ja n UMECT 3HAYCHUC 2, R MOTI'YT OBITH OAWHAaKOBBIMHU HUJIN OTJINYHBIMUA
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JPYT OT Jpyra.
[0206]
[7]1 B popmyme (II)

R! Gonee MPEINOUYTUTEIBLHO MMPEICTABIISIET COOOM
rajiores,

HMAaHO WUJIU

C1-C4 ankui1, KOTOPBIM MOKET OBITH 3aMEIIeH TaJJOreHOM;

R? Gouee MPENOUYTUTEILHO MMPEICTABIISIET COOOM

smHerHbI C1-C4 ankwi, koTopsiid 3aMenieH C3-C7 UMKITOAIKUIOM;

pa3BeTBiIeHHBIN C3-C6 alKui, KOTOPBIA MOXKET ObITh 3aMellleH raorenom, C3-C7
HUKJIOAIKAIOM, OJJTHOM MU HeCKONBKUMH C3-C6 MOHOIMKIINUECKUMHA HEHACHIIIIEHHBIMHA
reTePOLMKIMUECKUMU T'PYMHIIaMHU, COJIepKAILUMHU OOUH aToM cepbl Wiin C1-C4 ankoxcu;

C3-C7 uMKI0aJIKWI, KOTOPbIN MOXKET OBITh 3aMellieH rajjoreHoM, C1-C4 ankunom unu C3-
C5 IUKI0aJIKUIOM;

C2-C6 ankeHW1, KOTOPBIM MOXKET OBITh 3aMeIIeH TaJIOTEHOM; WU

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3bIO LIUKJIOATIKUII, BEBIOpAHHBIN U3 OUMKiIo[1.1.1]
neHTaH-1-wia u ounukiio[2.2.1]renran-2-una;

X 6oJiee MpeANnOUYTUTENIBHO MPEICTaBIISIET COOOM

N unm

CR?, rze R? MPeJICTABIISIET COOOM

BOJOPO/T; WU

C2-C4 ankuHui, KOTOPBIN 3aMEIIEH

C1-C6 ankuiiom, KOTOPbIH MOXKET ObITh 3aMEIlIeH THAPOKCH,

C3-C7 UMKJIOQTKUIIOM, KOTOPBIM MOKET OBITh 3aMeIleH TUIPOKCH,

OJHOW WM HECKOJIbKUMU C3-C6 MOHOUMKIIMYECKUMU HACBIIIIEHHBIMU TETEPOLMKITNYECKUMHU
rpyImnamu, COAEpKauMu 1-3 0IMHAKOBBIX WM OTJIMUHBIX IPYT OT Apyra rerepoaTroma,
BBIOpPAHHBIX U3 230Ta, KUCIOPOJA U CEPBI, WU

OJTHOM WJIKM HECKOJIBKUMU C3-C6 MOHOUMKIMYECKUMHU HEHACHIIIIEHHBIMU
FeTePOUUKIMYECKUMU TPYIIAaMU, KOTOPbIE MOTYT ObITh 3aMellieHbl C1-C4 ankuioM u
comepxat 1-3 0JIMHAKOBBIX WJIK OTJIMYHBIX APYT OT Jpyra rerepoaroMa, BHIOpaHHBIX U3
a30Ta, KUCJIOPOJa U CEPhI; U

n 0oJiee MPEeANOYTUTEILHO MPEACTABISET COOOM 1EJI0e YUCIIO, UMEIoIIee 3HaUeHH e 1.

[0207]

[TpeanouTutenbHbIM B IPYTrOM BapUAHTE OCYIIECTBIIEHUS] HACTOSIIETO U300pETEHUS
SIBJISIETCSA

[8] coemunenue, mpeacraBiaeHHoe hopmyiroit (IX) HKe, MU €ro COJIb:

[0208]
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[0209]

rae R! MpEACTABIISIET COOON

rajoreH;

IMAHO;

C1-C6 ankui1, KOTOPBIM MOXKET OBITh 3aMEIIEH TaJIOTEHOM;

C3-C7 uuKI0aJIKuiI,

dheHuT; uIm

C3-C6 MOHOUMKIIMYECKYIO HEHACKIIIIEHHYIO IeTePOLUKIMUECKYIO TPYIITY, COJEPIKAIIYIO
OJIMH aTOM KHUCJIOpO/ia WX OJIMH aTOM CEPHI;

R? MPEACTABIISIET COOOM

muHerHb C1-C6 anku uiau pa3BeTBiaeHHbIN C3-C8 aakuil, KOTOPIN MOXKET OBITh 3aMeIleH
rajoreHoM, C3-C7 UKIIOATTKUIIOM, KOTOPBI MOKeT ObITh 3amertieH C1-C4 ankuiioM, heHUIoMm,
C1-C4 ankokcu Uiy oaHoM Wik HeCKOIbKUMH C3-C6 MOHOIMKINYESCKUMU HEHACHIIIIEHHBIMHU
reTEPOLUMKIMUECKUMU T'PYIIIIAMHU, COAEPKAIMMU OJIMH ATOM KUCIIOPOAA U OJIMH ATOM CEPBI;

C3-C7 1MKIJIOATKUI, KOTOPBIA MOXKET OBITh 3aMeltieH raioreHoM, C1-C4 aTkuioM, TaioreHo
C1-C4 anxunoMm unu C3-C5 MUKIOAIKUIOM;

C2-C6 ankeHWI, KOTOPBIM MOXKET OBITH 3aMEIIEH TaJIOTeHOM; WU

C4-C12 cBsi3aHHBIM MOCTHMKOBOM CBS3BIO IIUKJIOAIKUIT;

X mpencraBisieT cobor

N unm

CR?, rze R? MPEJICTABIISIET COOOM

BOJOPO/I;

raJiore;

C1-C4 anxun;

C2-C4 ankuHUII, KOTOPBIN MOXKET OBITH 3aMeEITeH

C1-C6 ankuiiom, KOTOPbIH MOKET ObITh 3aMEIIeH TUAPOKCH,

C3-C7 uMKI0AJIKUIOM, KOTOPBIH MOXKET OBITh 3aMEIIeH THIPOKCH,

OJHOW WU HECKOJIbKUMU C3-C6 MOHOUMKIIMYECKMMU HACBIILIEHHBIMU FE€TEPOLUKIINYECKUMHU
rpyInmnamu, COAEPKAIUMHU 1-3 OIMHAKOBBIX WM OTJIMUHBIX IPYT OT Apyra rerepoaTroma,
BBIOpPAHHBIX U3 230Ta, KUCIOPOJIa U CEPBI, UITH

ogHol UM HecKOoJIbKUMU C3-C10 MOHOUMKIIMYECKUMMU WJIU MOJIMIUKIMYSCKUMU
HEHACBIIIEHHBIMH T€TEPOIMKINISCKUMHU TPYIIIAMH, KOTOPbIE MOTYT ObITh 3amertieHbl C1-C6
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AJIKWIIOM U coAepKaT 1-3 OIMHAKOBBIX WJIM OTJIMYHBIX APYT OT Apyra rerepoaromMa,
BBIOpPAHHBIX U3 230Ta, KUCIOPOJa U CEPBI; UITU

C1-C4 ankokcwu.

[0210]

B HacTosmem uzo0peteHun coeuHeHue, mpeactaBieHHoe popmynoit (IX) BeIie, Takxke
npocto yka3zaHo kak Coenunenue (I1X).

[0211]

[9] B popmye (IX)

R! Gouee MPEANIOYTUTEIIBHO IIPEACTABIIAET COOOM
rajioreH,

IUAHO WJIN

C1-C4 ankui1, KOTOPBIM MOKET OBITH 3aMEIIeH TaJIOreHOM;

R? Gouee MPEANIOYTUTEIIBHO IIPEACTABIIAET COOOM

smHerHbI C1-C4 ankwi, koTopbiid 3aMenieH C3-C7 UMKIIOaIKUIOM;

pa3BeTBiieHHBIN C3-C6 anKuiI, KOTOPBIM MOKET OBITh 3aMellieH rajgorenom, C3-C7
MUKJIOAIKAIOM, OJJHOM NI HeCKONbKUMH C3-C6 MOHOIMKIINUECKUMHA HEHACBIIIIEHHBIMHA
FeTEPOLUKIIMYECKUMHU TPYIIIAMU, COAEPKAIIMMU OAUH aTOM cepbl Uik C1-C4 ankokcu;

C3-C7 uMKI0aJIKWI, KOTOPbIN MOXKET OBITh 3aMellieH rajjoreHoM, C1-C4 ankuinom uinu C3-
C5 IUKII0AJIKUIOM;

C2-C6 anmkeHWT, KOTOPBIM MOXKET OBITh 3aMEIeH TaJIOTeHOM; UJTH

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3bIO IMKJIOATIKUII, BEIOpAHHBIN U3 OUIMKiIo[1.1.1]
MeHTaH-1-wia u ounukiro[2.2.1renran-2-una; u

X 6oJiee TPeANnOUYTUTENIBHO MPECTaBISIET COOOM

N uiu

CR?, rze R? MPeJICTABIISIET COOOM

BOJOPO/T; UIIU

C2-C4 ankuHWI, KOTOPBIM MOXKET OBITH 3aMEICH

C1-C6 ankuiiom, KOTOPBIHA MOXKET ObITh 3aMEIlIeH THAPOKCH,

C3-C7 UMKJIOQTKUIIOM, KOTOPBI MOKET OBITh 3aMeIleH TUIPOKCH,

oHOM UK HeCKOIbKUMU C3-C6 MOHOIMKIMUECKUMHU HACHIIIIEHHBIMHU € TePOLMKINISCKUMU
rpyImnamu, COAepKaMu 1-3 oIMHAKOBBIX WM OTJIMUHBIX IPYT OT Apyra rerepoaroma,
BBIOpPAHHBIX U3 230Ta, KUCIOPOJIa U CEPBI, UIIH

oJIHOM UM HecKOJILKUMH C3-C6 MOHOUMKINYECKMMH HEHACBIILICHHBIMU
FETEPOUUKIMYECKUMU T'PYIIAMU, KOTOPbIE MOTYT ObITh 3aMellieHbl C1-C4 ankuioM u
coaepxat 1-3 0JIMHAKOBBIX UJIM OTJIMYHBIX APYT OT JApyra rerepoaTroMa, BHIOpaHHBIX U3
a30Ta, KUCJIOPOaa U CepBhl.

[0212]

[10] B dopmyne (IX)

R! Gouee MPEANIOYTUTEIIBHO IIPEACTABIIAET COOOM
Oopowm,

IUAHO WK

C1-C4 ankui1, KOTOPBIM MOXKET OBITh 3aMeIleH (TOPOM;

R? Gouee MPEANOYTUTEIIBHO IIPEACTABIIAET COOOM

smHerHbI C1-C4 ankwi, koTopbiid 3aMenieH C3-C7 UMKITOAIKUIOM;

pa3BerBiIeHHBIN C3-C6 anKuiI, KOTOPBIA MOXKeET ObITh 3aMelieH ¢propom, C3-C7
MUKJIOAIKAIOM, OJJHOM NI HeCKONbKUMH C3-C6 MOHOIMKIINUECKUMHA HEHACBIIIIEHHBIMHA
FeTEPOLUKIIMYECKUMHU T'PYIIIIAMHU, COAEPKAIIMMU OAUH aTOM cepbl, Ui C1-C4 ankokcu;
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C3-C7 uMKII0aJIKuUI, KOTOPBIA MOXKET OBITH 3ameltieH ¢ropoM, C1-C4 ankuiom uiu C3-
C5 IMKI0aIKUIOM;

C2-C6 ankeHuUIT, KOTOPBIM MOXKET OBITH 3aMelieH (TOPOM; UITH

C4-C12 cBsi3aHHBIM MOCTUKOBOM CBSI3bIO IIUKJIOATIKWII, BEIOPAHHBINM U3 Ounukiio[1.1.1]
neHTaH-1-wia u ounukiro[2.2.1]renran-2-una; u

X 6osee MpeANOYTUTENIHFHO TIPEICTABIIIET COOOM

N v

CR?, rze R? MIpeJICTaBIISIET COOOM

BOJOPO/; WU

C2-C4 ankuHWI, KOTOPBINA 3aMEIIEH

C1-C6 ankuiioM, KOTOPBIHA MOXKET ObITh 3aMEILEH TUIPOKCH,

C3-C7 uMKIOAJIKUIOM, KOTOPBIN MOXKET OBITh 3aMEIIeH THIPOKCH,

OJTHOM WK HECKOJIbKUMU C3-C6 MOHOIMKINYECKMMHU HACBIIIICHHBIMU FETEPOLUKITAYECKUMU
rpyImnamMu, COAEPKAMMMHU 1-3 OIMHAKOBBIX WM OTJIMYHBIX IPYT OT Apyra rerepoaTroma,
BBIOpPAHHBIX U3 230Ta, KUCIOPOJIa U CEPBI, UITH

oJHOM UM HeCKOJIbKUMU C3-C6 MOHOLUMKIMNYECKMMH HEHACBIILIEHHBIMU
FeTePOIUKINYECKMMU TPYIIIAaMH, KOTOPbIEe MOTYT ObITh 3aMeleHbl C1-C4 aJKuioM u
coaepkat 1-3 OAMHAKOBBIX WM OTIIMYHBIX APYT OT Apyra rerepoaToMa, BBIOPAHHBIX U3
a30Ta, KUCJIOPOAa U CEPBHI.

[0213]

Kpowme Toro, B Apyrom BapuaHTe OCYIIECTBJICHUSI HACTOSIIETO U300 pETEHUS

[11] B hopmyie (IX)

R! Gouee MPEANIOYTUTENIBHO IIpeACTaBigeT co0ol rajorex uiu C1-C4 anku;

R? Gouee MPEAIOYTUTENIFHO TIPEICTABIISIET COOOM

pa3BeTBiieHHBIN C3-C6 aKkuil, KOTOPbIA MOXKET ObITh 3aMellleH rajoreHom uim C3-C5
LUKJIOATIKUIIOM,

C3-C5 uuKII0aJIKuI, KOTOPBIA MOXKET ObITh 3amenieH C1-C4 ankuiiom, uiu

ounmkio[2.2.1)renran-2-ui;, U

X Goiee MpeANOYTUTENIHFHO TIPEICTABIIIET COOOM

N wim

CR?, rpe R MpEACTABIISIET COOOM

BOJOPO/; WU

STUHUWII WIM IPONUHUII, KOTOPBIN 3aMeIleH

C1-C4 ankuiiom, KOTOPbIHA MOKET ObITh 3aMEIlIeH TUAPOKCH,

C3-C5 uMKI0AJIKUIOM, KOTOPBIH MOXKET OBITh 3aMEIIeH TUIPOKCH,

OJHOW UM HECKOJIbKUMU C3-C6 MOHOUMKIIMYECKMMU HACBIILIIEHHBIMU FE€TEPOLMKIINYECKUMHU
rpyInmnamu, COAEPKAIMMHU 1-3 OIMHAKOBBIX WM OTJIMYHBIX IPYT OT Apyra rerepoaTroma,
BBIOpPAHHBIX U3 230Ta M KUCIOPOa, WU

OoJJHOM UM HeCKOJILKUMU C3-C6 MOHOLMKIMYECKMMH HEHACBIILIEHHBIMU
reTePOIMKIMYECKUMHU I'PYMHIIaMH, KOTOPbIE MOTYT OBITh 3aMEIICHBI METUIIOM M coJiepKaT 1-3
aToMa a3oTa.

[0214]

[12] B dpopmyme (IX)

R! Gotee MPEMOUYTUTETLHO MPEICTABISAET COOOM OPOM WIIM METHUIT;

R? Gouee MPEANOYTUTEIIBHO IIPEACTABIIAET COOOM
pa3BeTBieHHbINH C3-C6 ankuj, KOTOPbIA MOXeT ObITh 3aMeltieH propom unu C3-C5
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HUKJIOAJIKUIOM, WU
C3-C5 uuKI0aJIKUI, KOTOPBIM MOXKET OBITh 3aMEIIEH METUIIOM; U
X 0oJjiee mpeAnoYTUTENIBHO TIPEJCTaBIIsIeT coO0
N wnu

CR3 , e R’ MIpeJICTaBIISIET COOOM BOIOPO/I.
[0215]
[13] B dopmyne (IX)

R! Gouee MPEANOYTUTEIIBHO IIPEACTABIIAECT COOON METUIT;

R? Gouee MPEANOYTUTENIHLHO MIPEICTABIISAET COOOM

W30ITPOTIVII WJTH TPET-OYTHIT, KOTOPBIN MOXKET OBITh 3aMeIIeH (PTOPOM UITH IUKJIOTIPOTTAIIOM,
WIN

IUKJIOTIPOTINII, KOTOPBIA MOXKET OBITh 3aMEIlleH METUIIOM; U

X 6oJ1ee MpeAnoOYTUTENIBHO TIPEJICTABIISIET COOOM

N unu

CR? , Te R? MpeACTaBIISIET COOON BOJOPOA.

[0216]

Kpowme Toro,

[14] B dopmymax (I), (I1) u (IX) HacTosIIeTO U300pETeHMS, Korja X MpeIcTaBiIsieT coOom
N,

R! MPEMOYTUTEBLHO MMPEICTABISIET COOOM

rajoreH,

UaHO,

3aMelleHHbIN Wiu He3aMelneHHbId C1-C6 ajikuil,

3aMeIeHHbBIN wir HezaMenleHHbIN C3-C7 mMKI0aIKu,

3aMelIeHHbIN WK He3aMmelleHHbIH C6-C14 apomMaTHyecKui yrileBOIOPOI UITH

3aMeIIEeHHYI0 WM He3ameleHHY0 C3-C10 MOHOUMKIIMYECKYIO WIN ITOJIUUUKIINYECKYIO
HACBIILIEHHYIO WJIM HEHACBIIIEHHYIO FETEPOLMKIMUECKYIO TPYIITy, COAep Kaulyo 1-3
OJIMHAKOBBIX WX OTJIMYHBIX APYT OT JApyra rerepoaToMa, BbIOpaHHBIX U3 a30Ta, KUCIIOPO1a
U CEepBI; U

R? MPEANIOYTUTENIFHO TIPEICTABIISIET COOOM

3aMelleHHbIN i HezaMenieHHb C1-C10 ankwnn,

3aMelleHHbIN WiKu He3aMelleHHbIN C3-C7 MUKI0aIKUII,

3aMeIIeHHBIN WM He3aMeleHHbIN C2-C6 anKeHWI WITH

3aMelleHHbIN uinn He3aMelleHHbIN C4-C12 cBsI3aHHBINA MOCTUKOBOM CBSI3BIO IUKIOATIKUIL.
[0217]

Kpowme Toro,

[15] B dpopmymax (I), (I) u (IX) HacTosIIeTO M300pEeTeHMS, Korjaa X MpeICcTaBiIsieT coOom

CR3 (R3 HWMEET 3HAUYEHUE, OTIPEICIIEHHOE BBIIIIE),

R! npeanournrensHo npeacrasiser coboit

rajioreH,

3aMelleHHbIN WK He3aMellneHHbIN C1-C6 ankuil uim

3aMEIIeHHYI0 WM He3amelleHHY0 C3-C10 MOHOUMKIIMYECKYIO WIH MOJIUIUKIINYECKYIO
HACBILEHHYIO WIA HEHACBILIEHHYIO T€TEPOLUUKINYECKYIO TPYIIY, CoAepKallyo 1-3
OJIMHAKOBBIX WM OTJIMYHBIX IPYT OT JIpyra rerepoaTtoma, BBIOpaHHbBIX U3 a30Ta, KUCIOPO1a
Y CEpBI; U
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R? MPEANIOYTUTEIIHFHO TIPEICTABIISIET COOOM

3aMelleHHbIN nin He3aMmelneHHbIn C1-C10 ankui,

3aMelleHHbIN Wi He3aMelleHHbIH C3-C7 MUKIOAIKWI WIN

3aMeIleHHBIN WK He3aMellneHHbIN C4-C12 cBSI3aHHBIM MOCTUKOBO CBSI3BIO ITUKIOAIKHII.

[0218]

KoHkpeTHbIE mprMephl COETMHEHUS 110 HACTOSIIIIEMY NW300pETEHUIO BKITFOYAIOT, HO HE
OTrPAaHUUUBAIOTCS 3TUM, COEIMHEHMS, TTIOJIYyUEHHBIE B TPUMEPAX, ONMMUCAHHBIX HUXKE.

[0219]

KonkperHbiMu nipeinoyTuTeIbHbIMU TpuMepamMu Coeaunenus (1) SsBIISIIOTCS Clie1yIolme:

[16]

(1) 4-amunO- 1 -tuKITOTIEHTUIT-N-(5-3TIIT- 1 H-mupazosn-3-win)- 1 H-mupa3zono[ 3,4-d Jmupumu ans-
3-kapbokcamu (coeMHeHUe mpumepa 1);

(2) 4-amuno- 1 -nukiioneHTH-N-(5-(dpypan-2-wn)- 1 H-nupazosn-3-um)- 1 H-mupazosno[ 3,4-d]
MUPUMMIUH-3-KapOokcamMu (CoeuHeHre IpuMepa 2);

(3) 4-amunO-1-1MKI0IeHTUI-N-(5-(dhypan-3-un)-1H-mupazoin-3-un)-1H-nupa3zono[3,4-d]
MMPUMUINH-3-KapOoKkcaMul (CoequHeHUe rpumMepa 3);

(4) 4-amunHo- 1 -1pKITIOoMeHTHII-N-(5-(THOdeH-2-1n)- | H-tupaso:1-3-um)- 1 H-mupazono[ 3,4-d]
MMPUMUIMH-3-KapOoKcaMul (COeIMHEHUE ITpuMepa 4);

(5) 4-amunO- 1 -1uKI0neHTUI-N-(5-benun- 1 H-nmupazo-3-wi)- 1 H-mupazono[3,4-d]
MMPUMUIMH-3-KapOoKcaMul (CoeTMHEHUE TTpuMepa S);

(6) 4-amuHO- 1 -nukoneHTUI-N-(5-mukinonenTui- | H-nupa3zon-3-wn)- 1 H-upazonol[3,4-d]
MMUPUMMIUH-3-KapOokcaMu (CoeauHeHre pumMepa 6);

(7) 4-amuHO- 1 -nukoneHTUII-N-(S-uukinonponui- | H-nmupazon-3-un)- 1H-mpa3sosno[ 3,4-d]
MUPUMMIUH-3-KapOokcamMu (CoeauHeHre mpumMepa 7);

(8) 4-amuno- 1 -ukstoneHTUI-N-(3-iponui- 1 H-mupazon-5-un)- 1 H-nupazoso[ 3,4-d]
MMPUMUINH-3-KapOokcaMul (coequHeHue rpumMepa 8);

(9) 4-amuno- 1 -tpkiioneHTwiI-N-(1,3-gumerwii- | H-nupazos-5-un)- 1 H-mupasono| 3,4-d]
MMPUMUINH-3-KapOokcaMul (CoeTuHeHUe rpumMepa 9);

(10) 4-amuHoO- 1 -nukITonIeHTUI-N-(S-u3onponui- 1 H-mupazon-3-un)- 1 H-nmupazoso[ 3,4-d]
MMPUMUINH-3-KapOokcaMul (coeauHenue rpumepa 10);

(11) 4-amuno- 1 -uMk100yTHII-N-(5-MeTuii- | H-mupazon-3-un)- 1 H-nmupazono[ 3,4-d]
MMPUMUINH-3-KapOokcaMul (coequHeHue pumepa 11);

(12) 4-amuno-N-(5-metuii- 1 H-iupa3oi-3-wui)- 1-((1-metunmuukionponui)Mmetun)- 1 H-
nupaszonio| 3,4-d JmupumuauH-3-kapobokcaMul (CoeTMHeHUe mpumepa 12);

(13) 4-amuno-N-(5-metunn- 1 H-mupazon-3-umn)-1-(2,2,2-tpudropatun)- | H-nmupasomno|3,4-d]
MUPUMMIMH-3-KapOokcaMul (coequHeHue mpumepa 13);

(14) 4-amuno-N-(5-meTuit- 1 H-nmupazo:n-3-um)-1-(3,3,3-rpudroprponun)- | H-mupazono|[3,4-
d]mupumuann-3-kapbokcamu (coequHeHue npumepa 14);

(15) 4-amuno-1-(BTop-0yTun)-N-(5-metui- 1 H-mupazoin-3-ui)-1H-upa3zono[3,4-d]
MMPUMUINH-3-KapOoKcaMul (CoeauHeHue rpumepa 15);

(16) 4-amuno- 1-(ukno0yTHIMeTHIT)-N-(5-MeTuiI- 1 H-tupazon-3-un)- 1 H-upa3zono[3,4-d]
MMPUMUINH-3-KapOoKcaMuI (coeauHeHue rpumepa 16);

(17) 4-amuno-N-(5-6pom-1H-ntupazon-3-un)- 1 -(uknodytunmetn)- | H-mupazono[3,4-d]
MMPUMUINH-3-KapOokcaMul (coequHeHue pumepa 17);

(18) 4-amuno- 1 -(nuxronponunMeTn )-N-(5-metui- | H-nmupazon-3-un)- 1 H-nupasoso| 3,4-
dmupumuanH-3-kapookcamMu (coearHenue mpumepa 18);

(19) 4-amunO- 1 -(nuKIToneHTUIIMETUIT)-N-(5-MeTri- | H-upaszon-3-un)- 1 H-mpa3sosno[ 3,4-
dmupumuanH-3-kapookcamMu (coearHeHue npumepa 19);
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(20) 4-ammrHO-N-(5-06pom-1H-ttupazo:1-3-un)- 1 -(mukaoneHTuaMeThn)- | H-mupazoio[ 3,4-d]
MMPUMUINH-3-KapOokcaMu (coeaquHenue rpumepa 20);

(21) 4-amuno- 1-u3onponui-N-(5-(tpudropmernin)- 1 H-mupazon-3-un)-1H-nmupazono[ 3,4-
d]mupumuana-3-kapookcamuy (coequHeHne npumepa 21);

(22) 4-amuH0-N-(5-6pom- 1 H-nupazoin-3-un)- 1 -uzonponui- 1 H-nupaszono| 3,4-dJmupumuun-
3-kapOokcaMuj (coeMHEHUE Tpumepa 22);

(23) 4-amuno-N-(5-metwii-1H-tupazon-3-ui)-1-((1R,2R)-2-meTunmkiiorekcu)- 1 H-
nupaszonio| 3,4-d JnupumuauH-3-kapookcaMul (CoeTMHeHUe mpumepa 23);

(24) 4-amuno-1-(4,4-mumetwiuukiorekcun )-N-(5-metui- | H-nupa3zon-3-wn)- 1 H-iupazosno
[3,4-d]mupumMuMH-3-kapOokcaMul (CoequHeHre TpuMepa 24);

(25) 4-amuno-N-(5-6pom-1H-nupazoin-3-un)-1-(4,4-numeTuiukiorekcun)- 1 H-nmupa3oio
[3,4-d]mupuMuauH-3-Kapbokcamua (CoeIMHEHUE mpuMepa 25);

(26) 4-amuno-1-(3,3-aumMeTUIIMKI00yTHI )-N-(5-Metuit- 1 H-mupazon-3-um)- 1 H-mupazono
[3,4-d]nmupuMuauH-3-kapbokcamua (CoeIMHEHre mpuMmepa 26);

(27) 4-ammnO-1-(0MuKiI0[2.2.1renran-2-un)-N-(5-metui- 1 H-upa3zon-3-ui)- 1 H-mupa3zosio
[3,4-d]mupuMuauH-3-kapbokcamu (CoeMHeHue npumepa 27);

(28) 4-amunHo-1-(Ouiuk0[2.2.1]rentad-2-un)-N-(5-6pom- 1 H-niupazosn-3-mm)- 1 H-nupaszoso
[3,4-d]mupumMuanH-3-KapOokcaMu (CoequHeHre mpuMepa 28);

(29) 1-(amamanTaH-2-Ui1)-4-aMrUHO-N-(5-MeTun- 1 H-nupaszon-3-wn)- 1 H-upazono[3,4-d]
MUPUMUINH-3-KapOoKcaMul (CoeuHeHue pumepa 29);

(30) 4-amuno-N-(5-metwuii- 1 H-nupazon-3-un)-1-((2S,3R)-2,6,6-Tpumetunounuxio[3.1.1]
rentaH-3-ui)- 1 H-mupasosol3,4-d[mupuMmuans-3-kapookcamu (coeamuenue nmpumepa 30);

(31) 4-amuno-1-(3-¢proprnpon-1-en-2-um)-N-(5-metus- 1 H-nmupazon-3-um)- | H-mupazono
[3,4-d]mupumuivH-3-kapOokcamu (coequHeHre mpumepa 31);

(32) 4-amuno-N-(5-6pom-1H-ttupa3zon-3-un)- 1 -nukinorexkcui- 1 H-mupazomno[ 3,4-d]
MMPUMUINH-3-KapOoKcaMHl (COequHEHUe IpuMepa 32);

(33) 4-amuHO- 1 -tiukI0reKcui-N-(5-(mudropmerni)- 1 H-mupazon-3-uin)- 1 H-nupazono[ 3,4-
d]mupumuane-3-kapbokcamu (coequHeHre mpumMepa 33);

(34) 4-amuno-1-(TpeT-6yTni)-N-(5-metun- 1 H-mupa3zon-3-un)- 1 H-nmupasosol 3,4-d]
MMMPUMUINH-3-KapOoKcaMul (CoeuHeHue ipumMepa 34);

(35) 4-amuno-N-(5-6pom-1H-ntupazon-3-un)-1-(tpet-6yTui)- 1 H-nupaszono[ 3,4-d]
MMUPUMMIUH-3-KapOoKkcaMul (CoequHeHre mpumepa 35);

(36) 4-amuHO- 1-(TpeT-0yTHin)-N-(5-(TprdTopmeTHn)- | H-mupazon-3-wun)- 1 H-mupazomo|3,4-
d]mupumuanH-3-kapookcamMu (coearHenue npumepa 36);

(37) 4-amuno- 1-(TpeT-6yTri)-N-(5-(bypan-2-un)- 1 H-upazon-3-un)- 1 H-mupazono[ 3,4-d]
MMPUMUINH-3-KapOoKkcaMul (coeauHeHue rpumepa 37);

(38) 4-amuno-1-(TpeT-0yTHin)-N-(5-mmano- 1 H-mupa3zon-3-un)- 1H-mupaszosol[ 3,4-d]
MMPUMUINH-3-KapOoKcaMul (CoeauHeHue rpumepa 38);

(39) 4-amunO- 1-(TpeT-6yTIi)-N-(5-3T171- | H-tupazoii-3-um)- 1 H-mapazono| 3,4-d Jmupyumu iuH-
3-kapbokcaMul (coenruHeHue npumepa 39);

(40) 4-amuno-1-(TpeT-6yTHi)-N-(5-uzonponui- 1 H-nmupa3zon-3-um)- 1 H-nupazosno[ 3,4-d]
MMPUMUINH-3-KapOokcaMul (coequHeHue pumepa 40);

(41) 4-amuno-1-(Tpet-0yTrin)-N-(5-uuknonpomui- 1 H-nupazorn-3-un)- 1 H-nupazono[ 3,4-d]
MMUPUMMIUH-3-KapOokcaMu (coequHeHre mpumepa 41);

(42) 4-amuno-1-(TpeT-0yTuit)-N-(5-uukiiooyTus- 1 H-nupazon-3-wn)- | H-nupazono[3,4-d]
MUPUMMIUH-3-KapOoKkcaMul (CoequHeHre mpumepa 42);

(43) 4-amuno- 1-(4,4-mudroprmkinorexcun)-N-(5-metun- | H-mupa3zon-3-uin)- | H-nupazoo
[3,4-d]mupumuivH-3-kapOokcamMu (coequHeHre mpumepa 43);
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(44) 4-amuno-N-(5-6pom-1H-ttupazon-3-un)-1-(4,4-qudropurkinorekcun)- 1 H-upa3zoio
[3,4-d]mupuMuauH-3-kapbokcamu (CoeMHeHre npuMmepa 44);

(45) 4-amuno-7-uzonponun-N-(5-metun- 1 H-mupazon-3-umn)-7H-nupporio| 2,3-d Jnupumuavs-
5-kapbokcaMul (coeTMHEeHUe nmpumepa 45);

(46) 4-amuno-7-(1-propnpomnan-2-um)-N-(5-metun- 1 H-nmupazon-3-un)-7H-iupposno[2,3-d]
MMMUPUMUIMH-5-KapOoKcaMul (CoequHeHue pumMepa 46);

(47) 4-amuno-7-(4,4-mumeTriinukIIorekcui)-N-(5-metun- 1 H-nmpa3oit-3-wi)- 7H-niupposio
[2,3-d]mupumMuanH-5-kapOokcamMu (coequHeHre mpumepa 47);

(48) 4-amuno-7-(TpeT-0yTui)-N-(5-metui- 1 H-upaszon-3-un)-7H-nupposo[2,3-d]
MMUPUMMIUH-5-KapOokcaMul (CoequHeHre mpumepa 48);

(49) 4-amuno-7-(TpeT-0yTHi)-N-(5-(dbypan-2-un)- 1 H-mupazon-3-un)-7H-nmupposo[2,3-d]
MMPUMUIMH-5-KapOoKcaMul (CoeauHeHue rpumepa 49);

(50) 4-amuno-7-(1-prop-2-MeTunmnponaH-2-ui)-N-(5-metuii- 1 H-mupazon-3-un)-7H-mupporio
[2,3-d]mupuMuauH-5-kapbokcamua (coenruenue npumepa 50);

(51) 4-amuno-N-(5-metui- 1 H-mupaszon-3-ui)-7-(1-metunuuksionponun)-7H-miupposno[ 2, 3-
d]mupumuane-S-kapbokcamuy (coequHeHue nmpumepa S1);

(52) 4-amuno-7-(2-uukiionponuinponaH-2-ui)-N-(5-metun- 1 H-mupazos-3-wn)-7H-upposio
[2,3-d]mupumMuanH-5-KapOokcaMua (CoeqUHEHME TpuMepa 52);

(53) 4-amuHO-7-(1-MeTOKCHU-2-MeTUIITpoIiaH-2-ui)-N-(5-metuit- | H-nmupazon-3-umn)-7H-
nuppoio[2,3-djnupumMuauH-5-kapbokcaMul (CoeTMHeHUe mpumepa 53);

(54) 4-amuno-7-(1-(pTopmerrm)uuktonporn)-N-(5-metnii- | H-nupazon-3-um)-7H-mupposio
[2,3-d]mupumMunH-5-kapOokcaMu (CoequHEHHe TpuMepa 54);

(55) 4-amuno-7-(1-(mudTopMeTrin)MKIOIPOHI )-N-(5-metui- 1 H-mupazon-3-uim)-7H-
nuppoJio[2,3-dJnupumMuauH-5-kapbokcaMul (CoeTMHEHUE mpumepa 55);

(56) 4-amun0-N-(5-MeTui- 1 H-mupazon-3-un)-7-(2-(tuodeH-2-umnponan-2-ui)-7H-muppoiio
[2,3-d]nmupumMuvH-5-kapOokcamMu (CoequHEHUE TpuMepa 56);

(57) 4-amuno-7-(3,3-gudTopurkinoneHTi)-N-(5-metun- 1 H-mupa3zon-3-un)-7H-mupposio
[2,3-d]nupumMuivH-5-kapOokcamMu (CoequHEHUe mpumMepa 57);

(58) 4-amuno-7-(ounukiiol[ 1.1.1]nentan- 1-um)-N-(5-metus- 1 H-nmupazon-3-un)-7H-nupposio
[2,3-d]mupumMuanH-5-KapOokcaMu (CoequHeHre mpuMepa 58);

(59) 4-amun0-N-(5-MmeTmi- 1 H-nupasoii-3-w)-7-(1-metunuukinoneH Twi)- 7H-nuppoiio[ 2,3-
d|mupumuanH-5-kapOokcamMu (coearHenue mpumepa 59);

(60) 4-amuno-N-(5-metui- 1 H-mupazon-3-um)-7-(2-penunmnponan-2-un)-7H-muppono[2,3-
dmupumuanH-5-kapOokcamMu (coearHeHue mpumepa 60);

(61) 4-ammuo-N-(5-MeTun- 1 H-tupazosn-3-um)-7-(2,3,3-Tpume oy tan-2-ui)-7H-nupposio
[2,3-d]mupumMuuH-5-kapOokcamMu (coequHeHre mpumepa 61);

(62) 4-amuno-7-(2,3-qumeTrunoyTan-2-ui)-N-(5-metun- 1 H-mupa3zon-3-un)-7H-mupposio
[2,3-d]mupumuuH-5-kapOokcamu (coequHeHre mpumepa 62);

(63) 4-amuHO-N-(5-6pom-1H-tmpazo:m-3-un)-7-(tpet-0yTun)-7H-mmuppoito[ 2,3-d JmuprumMu iuH-
5-kapbokcaMul (coenuHeHue npumepa 63);

(64) 4-amuHO-7-(TpeT-0yTIiN)-N-(5-(MeTokcumeTHN)- | H-upazo:-3-um)-7H-nupposio| 2,3-
d]mupumuann-5-kapbokcamu (coequHeHue mpumepa 64);

(65) 4-amuHO0-N-(5-0pom-1H-nupazo:1-3-un)-7-uzonponusi-7H-nmupposio[ 2,3-d JnupumMuiuH-
5-kapbokcaMu (CoeTMHEHUE mpuMepa 65);

(66) 4-amrHO-N-(5-0pom- 1 H-rtupazo:1-3-ui)-7-(1-prop-2-metunmpomnan-2-um)-7H-mupposio
[2,3-d]mupumMuanH-5-kapOokcaMu (CoequHeHre mpuMepa 66);

(67) 4-amuno-N-(5-6pom-1H-ttupaszon-3-umn)-7-(1-meTuanukiaonponun)-7H-mupposo| 2,3-
dmupumuanH-5-kapOokcamMu (coeMHeHue pumepa 67);
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(68) 4-amuno-N-(5-metui- 1 H-mupazon-3-um)-7-(1-metunukiiooytui)-7H-muppoiio[2,3-
d]mupumuanH-5-kapOokcamMus (coeIMHeHue pumepa 68);

(69) 4-amunO-7-1KI100y TUIT-N-(5-MeTwi- | H-nmupazon-3-un)-7H-mpposio[ 2,3-d [mupruMuIuH-
5-kapbokcaMul (coenuHeHue npumepa 69);

(70) 4-amuno-N-(5-metui- 1 H-tupa3on-3-ui)-7-(tper-nientun)-7H-mupposo[2,3-d]
MMPUMUINH-5-KapOokcamul (coeauHeHue pumepa 70);

(71) 4-amuno-7-(6uukio[2.2. 1 rentan-2-ui)-N-(5-metui- 1 H-mpazon-3-um)-7H-iupposio
[2,3-d]mupumMuanH-5-kapOokcamMua (coequHeHre mpumepa 71);

(72) 4-amuno-7-uukiioneHTUI-N-(5-metui- 1 H-mmpa3oi-3-wi)-7H-niupposio[ 2,3-d]
MUPUMMIMH-5-KapOokcaMul (CoequHeHre mpumepa 72);

(73) 4-amuno-7-(TpeT-0yTui)-6-metuii-N-(3-metui- 1 H-nupazon-5-un)-7H-nupporo[2,3-
d]mupumuanH-5-kapOokcamMu (coearHenue npumepa 73);

(74) 7-([1,1'-6u(uukaonponan) |- 1-um)-4-amuao-N-(5-MeTuit- 1 H-nmupa3zoi-3-um)-7H-tmmpporio
[2,3-d]mupuMuanH-5-kapbokcamua (coenMHeHue npuMmepa 74);

(75) 4-amuHO-6-x110p-N-(5-MeTui- | H-mupazon-3-u)-7-( 1 -MeTunuykiionponui)-7H-mipposio
[2,3-d]mupuMuanH-5-kapObokcamua (CoeIMHEHUE mpuMepa 75);

(76) 4-amuno0-6-6poM-N-(5-meTui- 1 H-upazon-3-ui)-7-(1-meTuaukaonponun)-7H-
nupposio[2,3-dmupumMuanH-S-kapbokcamu (coequHeHue pumepa 76);

(77) 4-amuno0-6-MeTOKCU-N-(5-MeTun- 1 H-nupa3zoi-3-wi)-7-(1-meTuwiiuukaonponut)-7H-
nuppoio[2,3-dJmupumMuauH-5-kapbokcaMul (CoeTMHEeHUe mpumepa 77);

(78) 4-ammuO-6-x510p-7-(1-pTOP-2-MeTUMTIpOTIaH-2-1T)-N-(5-MeThi- 1 H-impa3o:1-3-ui)-
7H-mupposo[2,3-d]nupuMuivH-5-kapookcaMu (coequHeHue mpumepa 78);

(79) 4-amuHO-6-(3-TUAPOKCHU-3-MeTUJI- 1 -0y TUH- 1 -1i1)-N-(5-MeTuit- | H-tupazon-3-um)-7-(1-
METWIILMKIIONponni)-7H-imppoio[2,3-d [nupuMuanH-5-kapookcamMu i (COeMHEHHE TpUMepa
79);

(80) 4-amuuO-N-(5-metuii- 1 H-iupa3071-3-uit)-7-( 1 -METUITIUK IO TP O ) -6-(MUPUANH-3-
WiIdTUHWN)-7H-ttupposo[2,3-d |mupuMuanH-5-kapookcamu (coeauHeHre mpumMepa 80);

(81) 4-amMmuHO-6-((1-ruAPOKCULMKIONIEHTUIT)3TUHWI )-N-(5-meTtwit- | H-tupazon-3-umn)-7-(1-
METWIILMKIIONponui)-7H-iuppoino[2,3-d[nmupumMuanH-5-kapookcamMu i (COeIMHEHHE TpUMepa
81);

(82) 4-amuuo0-6-((1-metmn-1H-nupa3zosn-4-wi)stunuin)-N-(5-metun- 1 H-nmpa3oin-3-wui)-7-
(1-meTummkIonporvi)-7H-mmppo:io| 2,3-d [mipuMuauH-5-kapOoKcaMu/I (COeTMHEHHUE TTPUMepa
82);

(83) 4-amunH0-6-((1-meTri- 1 H-umuaazon-5-wi)atunui)-N-(5-metwi- 1 H-niupazoi-3-ui)-7-
(1-meTummknonponun)-7H-imppo:no| 2,3-d [nupuMuanH-5-kapOokcaMu/I (COeTMHEHUE TTPUMEPA
83);

(84) 4-amuno-N-(5-MeTui- 1 H-tupazo:-3-ui)-7-(1-Me TUIIMKIOI POk )-6-(3-MOph OJTUHO-
1-nnponuH- 1-ui)-7H-tupposno[2,3-dJnmupumuaus-S-kapOokcaMul (coeMHeHue mpumepa 84);

(85) 4-amuH0-6-(3-(1-TUAPOKCUIIMKITIOOYTHN)- 1 -propyne)-N-(5-meTmit- 1 H-mupa3o-3-um)-
7-(1-meTwnuukionponun)-7H-nuppoiio[ 2,3-d JnupumuauH-5-kapobokcaMul (COeTMHEHUE
npumepa 85);

(86) 4-amuHO-N-(5-Metuit- 1 H-riupa30:1-3-uit)-7-( 1 -MeTUITUUMKIIO PO )-6-((TeTparuapo-
2H-nupan-4-uin)atvHui)-7H-mupposio[ 2,3-d JnupumMuinH-5-kapOokcaMu i (COeTMHEHUE TpPUMEpPA
86);

(87) 4-amunO-N-(5-metuii- 1 H-iupa3oi-3-uin)-6-((1-metui- | H-nmupazon-3-un)3TuHWI)- 7 -
(1-meTummkIonpornui)-7H-mmpposio| 2,3-d mupuMuanH-5-kapOoKkcaMu/I (COeTMHEHHUE TTPUMepPa
87);

(88) 4-amunH0-6-(MMu1a30[ 1,2-blmuprgazun-3-umstuaun )-N-(5-metuit- | H-nmupazon-3-un)-
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7-(1-metunuukiaonponun)-7H-mupposo[2,3-d JnupuMuauH-5-kapOokcaMu (COeIMHEHNE
npumepa 88);

(89) 4-amuHO0-6-3TOKCU-N-(5-MeTui- | H-mupazon-3-umn)-7-(1-MeTuanukIonpomnui)-7H-
nuppo:o|2,3-d[mupuMuanH-5-kapookcamu (coequHenue npumMepa 89); u

(90) (R)-4-amuno-N-(5-metuii- 1 H-tupazo1-3-uit)-7-(1-MeTUITIUK IO PO )-6-(
(TerparuapodypaH-2-uin)MeTokcu)-7H-uppoito[2,3-dJnupuMuanH-5-kapOokcaMug
(coequnenue nmpumepa 90).

[0220]

Bbonee npeanoututensHbiMu npuMepamu Coenunenus (1) sIBISIOTCS ClIeAyIOIIME:

[17]

(27) 4-ammHO- 1 -(OMuK10[2.2.1 Jrenrran-2-ui)-N-(5-metwi- | H-upazon-3-ui)- 1 H-mupa3zosno
[3,4-d]mupumMuauH-3-kapbokcamu (coenuHeHue npumepa 27);

(34) 4-amuno-1-(tpeT-0yTHin)-N-(5-metun- 1 H-mupa3zon-3-un)- 1 H-upazoso[ 3,4-d]
MMPUMUINH-3-KapOoKcaMHl (COeaMHEHHUE ITpuMepa 34);

(45) 4-amunHo-7-uzonponun-N-(5-metuin- 1 H-mupazon-3-un)-7H-nupporio| 2,3-d Jnupumuavs-
5-kapbokcaMul (coeIMHEeHUe nmpumepa 45);

(48) 4-amuno-7-(TpeT-0yTni)-N-(5-metun- 1 H-mupaszon-3-un)-7H-mupposo[2,3-d]
MMMPUMUINH-5-KapOoKcaMul (CoequHeHue pumepa 48);

(50) 4-amun0-7-(1-prop-2-MeTrponaH-2-ui)-N-(5-metuit- 1 H-mupa3zon-3-wi)-7H-mupposio
[2,3-d]mupumMuauH-5-kapOokcamua (coeaquHeHre mpumepa 50);

(51) 4-amunO-N-(5-meTrn- 1 H-nupa3oi-3-ui)-7-(1-metunuuknonpornwi)-7H-nupposo[2,3-
dmupumuanH-5-kapOokcamMu (coearHeHue mpumepa S1);

(52) 4-amunHO-7-(2-umkItonponuinponaH-2-ui)-N-(5-metun- 1 H-ipa3zosn-3-wn)-7H-upposo
[2,3-d]mupumMuuH-5-kapOokcaMu (CoeqMHEHHE TpuMepa 52);

(65) 4-ammrHO-N-(5-0pom- 1 H-mupa3o:1-3-umi)-7-uzonponui-7H-muppoiro[ 2,3-d jnupumuaiH-
5-kapbokcaMul (CoeTMHEeHUe mpumepa 65);

(68) 4-amuno-N-(5-metuii- 1 H-mupazon-3-ui)-7-(1-metunukiio6ytui)-7H-upporo[2,3-
d]mupumuane-5-kapbokcamu (coequHeHre mpumMepa 68);

(71) 4-amuno-7-(6uukio[2.2. 1 rentan-2-ui)-N-(5-metun- 1 H-mupazon-3-um)-7H-iupposio
[2,3-d]mupumMuanH-5-KapOokcamMu (coequHeHre mpumepa 71);

(72) 4-amuno-7-uukiioneHTUI-N-(5-metui- 1 H-mmpa3oi-3-wi)-7H-niupposio[ 2,3-d]
MMUPUMMIUH-5-KapOoKkcaMu1 (CoequHeHre mpumepa 72);

(79) 4-amuHO-6-(3-ruapokcu-3-Metui- 1 -0y Tun- 1-ui)-N-(5-metun- | H-nmupazon-3-um)-7-(1-
MEeTWIMKJIONIponui)-7H-tupposio[2,3-d JnupumMuanH-5-kapookcaMu/l (CoeIMHeHre TpuMepa
79);

(80) 4-amuno-N-(5-metuii- 1 H-iupa30:1-3-uit)-7-( 1 -MEeTUIIIUK IO TP O ) -6-(MUPU AU H-3-
WiIdTUHWN)-7H-ttupposo[2,3-d |mupuMuanH-5-kapookcamu (coeauHeHre mpumMepa 80);

(81) 4-amMuHO-6-((1-rUAPOKCULMKIONEHTWI)3TUHUNI )-N-(5-metwii- | H-tupazon-3-um)-7-(1-
MEeTWIMKJIONIponui)-7H-tupposo[2,3-d jnupumMuanH-5-kapookcaMu/l (CoeIMHEeHHE TpuMepa
81);

(82) 4-amuno0-6-((1-metun-1H-nupa3zoin-4-wi)atunuin)-N-(5-metun- 1 H-nmpazon-3-ui)-7-
(1-meTrnuukonponun)-7H-mupposio[ 2,3-d JmupumuauH-5-kapookcamu I (COeqMHEHHUE TIPUMEpPa
82);

(83) 4-amun0-6-((1-meTuii- 1 H-umuaazon-5-un)atunuin)-N-(5-metun- 1 H-tupa3zoi-3-ui)-7-
(1-meTrnumknonponun)-7H-muppo:o[ 2,3-dJnupuMuanH-5-kapOooKcamMuI (COEAMHEHHE IIPUMEPA
83);

(84) 4-amuno-N-(5-MeTui- 1 H-tupazo:-3-ui)-7-( 1 -Me TUIIIMKIOITP Ok )-6-(3-MOph OJTUHO-
1-niponuH- 1-un)-7H-muppoiio[2,3-dJnupumuaus-S-kapOokcaMu (coeuHeHue mpumepa 84);
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U

(85) 4-amun0-6-(3-(1-ruipoKCUMKITIO0YTHN)- 1 -propyne)-N-(5-meTmi- 1 H-nupa3zo-3-um)-
7-(1-meTunuukionponun)-7H-muppoio[2,3-d JnupumMuauH-5-kapookcaMul (COeTMHEHUE
npumepa 85).

Ewe 60see nmpeanouturenbHbiMu ipuMmepaMu Coenruenus (1) sIBISIIOTCS clieyomuye:

[18]

(34) 4-amuno-1-(TpeT-06yTuit)-N-(5-metui- 1 H-mupa3zon-3-un)- 1 H-nmupasosol 3,4-d]
MMUPUMMIUH-3-KapOoKcaMu I (CoequHeHre mpuMepa 34);

(48) 4-amuno-7-(TpeT-0yTui)-N-(5-metui- 1 H-upaszon-3-un)-7H-nupposo[2,3-d]
MMUPUMMIUH-5-KapOokcaMul (CoequHeHre mpumepa 48);

(50) 4-amun0-7-(1-prop-2-meTrmponaH-2-ui)-N-(5-metun- | H-nupazon-3-wi)-7H-mupposio
[2,3-d]mupumMuauH-5-kapbokcamua (coenuuenue npumepa 50);

(51) 4-amuno-N-(5-metuit- 1 H-mmpa3zon-3-ui)-7-(1-metunuukonponun)-7H-mupposno[ 2, 3-
d]nmupumuanH-5-kapobokcamu (coequHeHue npumepa S51); u

(52) 4-amuHO-7-(2-uMKIIonporwInponan-2-ui)-N-(5-metui- 1 H-riupaszo-3-wui)-7H-riupposio
[2,3-d]mupuMuanH-5-KapObokcamu (CoeaMHEHUE TpUumMepa 52).

[0221]

Kpowme Toro, Hacrosiee n3oodpererue odecreurBaeT HruouTop RET, BKIroUaromui
COEMHEHHUE UJIU €r0 COJIb B COOTBETCTBUM C JIIOOBIM U3 MYHKTOB [1] - [18] B kauecTBe
AKTUBHOT'O MHI'PEJIMEHTA.

[0222]

Kpome Toro, HacTosiee u3oopeteHre ooecreurnBaeT papMaleBTUIECKYI0 KOMIIO3HUIIHUIO,
BKJTIOYATOIIYIO COSIMHEHUE UJTU €T0 COJIb B COOTBETCTBUM C JIOOBIM U3 MMyHKTOB [1] - [18].

[0223]

Kpowme Toro, Hacrosiee n3o0pereHue odbecrneurBaeT papManeBTUUSCKYIO0 KOMITO3ZUIUIO,
BKJIFOYAIOIIYIO COE€IMHEHUE WIIK €Tr0 COJIb B COOTBETCTBHUU C JIFOOBIM M3 MYHKTOB [1] - [18],
MIpY 3TOM (papMaLeBTUUECKAS] KOMITO3ULIMS ITPEIOTBPAIIIACT UJIH JICUUT 3a00JIeBaHUE, KOTOPOE
MOJKHO JIEUUTh yTeM MHruonpoBanus RET.

[0224]

Kpome Toro, HacTosiee u3oopeTeHre 00ecreunBaeT MPOTUBOOITYXOJIEBOE CPENICTBO,
BKJIFOYAIOIIIEE COEIMHEHUE UJTU €0 COJIb B COOTBETCTBUM C JIIOOBIM U3 IMTyHKTOB [1] - [18].

[0225]

Kpome Toro, HacTosee 300 peTeHre 00ecieunBaeT MIPOTUBOOITYXOJIEBOE CPENICTBO,
BKJTIOYAIOIIEE COEMHEHHUE UITU €TI0 COJIb B COOTBETCTBUM C JIFOOBIM M3 MyHKTOB [1] - [18], mpu
3TOM IMPOTUBOONYXOJIEBOE CPEJICTBO JICUUT 3JIOKAYECTBEHHYIO OIYXOJIb C TOBBILICHHON
aktuBanuer RET.

[0226]

Kpome Toro, HacTosiee U306 peTeHre 00eCreunBaeT COEIMHEHUE UIIU €r0 COJIb B
COOTBETCTBMH C JTIOOBIM 13 TyHKTOB [ 1] - [ 18] 1715t mprMeHeHus B MporIaKTUKE UITH JICUEHUH
3JI0KQYE€CTBEHHOMN OITyXOJIN.

[0227]

Kpome Toro, HacTosiee u3oopeTeHre 00ecreunBaeT COeIMHEHUE UITU €T0 COJIb B
COOTBETCTBHH C JTFOOBIM M3 IYHKTOB [ 1] - [18] mitst mpuMeHeHus B TpO(PUIaKTHKE UITH JICUCHUH
3JI0Ka4Y€CTBEHHOM OIyXOJIH, I 37I0KaYeCTBEHHAS OMYXOJIb MPEICTABISET COOO
3JI0KQUYECTBEHHYIO OITYXOJIb C MOBBILLIEHHON akTuBauue RET.

[0228]

Kpowme Toro, Hacrosiee n3o0pereHre odecreurBaeT MPUMEHEHUE COSTUHEHMS ITH €T0
COJIM B COOTBETCTBUM C JIFOOBIM U3 MYHKTOB [1] - [18] m1st mostyyeHust mpOTUBOOITYXOJIEBOTO
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cpelcraa.

[0229]

Kpome Toro, HacTosiee u3oopeTeHre o0ecreurBaeT MpUMEHEHUE COSIMHEHUS WIIU €T0
COJIM B COOTBETCTBUM C JIFOOBIM U3 IYHKTOB [1] - [18] a1st mosryyeHust ipOTUBOOITYXOJIEBOTO
Cpe/ACTBa, TJie MPOTUBOOMYXOJIEBOE CPEJCTBO MPEACTABIAECT COOOM MPOTUBOOIYXOJIEBOE
CPEACTBO IS JICUYEHUS 3JI0KAYECTBEHHOM OITYXO0JIU € MOBBIIEHHOM akTuBanuei RET.

[0230]

Kpome Toro, HacTosiiee u3oopeTeHre o0ecreunBaeT MpUMEHEHUE COSIMHEHHS] UIIU €T
COJIM B COOTBETCTBUH C JTIOOBIM U3 ITyHKTOB [1] - [18] 11 nmostyuenus uaruouropa RET.

[0231]

Kpome Toro, HacTosee u3oopeTeHre ooecneurnBaeT crnocod it TpodUIaKTUKK UITH
JIEYEHU 3]T0KAYE€CTBEHHOU OTYXO0JIY, BKITFOYAIOIIMI BBEAEHUE MJIEKOITUTAIOIIEMY COCTMHEHUS
WJIM €0 COJIM B COOTBETCTBUH C JTIOOBIM U3 ITyHKTOB [1] - [18].

[0232]

Kpome Toro, HacTosiee u3oobpeTeHre ooecneurnBaeT cnocod 1ist TpodUIaKTUKU WK
JIEYEHU 3]I0KAYECTBEHHOU OIyXO0JIY, BKIIFOUYAIOIIMI BBEAEHUE MJIEKOITUTAOIIEMY COCTMHEHUS
WJIM €70 COJIM B COOTBETCTBUU C JIFOOBIM U3 MYHKTOB [ 1] - [18], rae 3mokayecTBeHHAs OIyX0JIh
MpeACTABIISIET COOOM 3]TOKAUECTBEHHYIO OITyXOJIb C OBbIIIIEHHON akTuBanuei RET.

[0233]

Kpome Toro, HacTosiiee usobpererue odecneunBaeT cnocod nurubuposanus RET,
BKJIIOYAIOIIMNA BBEJICHUE MJIEKOIIUTAIOIIEMY COEAMHEHUS WM €TO COJIM B COOTBETCTBUM C
JIFOOBIM M3 MYHKTOB [1] - [18].

[0234]

Kpowme Toro, HacTosiee u3o0peTeHre odecreurBaeT

[19] coequnenue, mpencrasiaeHHoe hopmyiioii (I') HUKE, UK €T0 COJIb:

[0235]

Nl N \ (1°)

[0236]
rae A mpeacTaBisieT coOOM MUPa30JIU, 3aMEIEHHBIN N-KOJIMYECTBOM 3aMECTUTEIICH Rl;

R! MPEACTABIISIET COOOM

rajiores,

IMaHo,

3aMeleHHbIN Wik He3aMelneHHbIM C1-C6 ajixuil,

3aMeIleHHbBIN UM He3aMeneHHbIN C3-C7 MUKIIOaIKuII,

3aMEIIECHHbIN WK He3aMmeleHHbIH C6-C14 apomMaTHyecKuil yrileBOOPOI UITU

3aMELICHHYIO WK He3aMelleHHY0 C3-C10 MOHOLMKIIMYECKYIO WK TTOJIMLUKIIAYECKYIO
HACBIILIEHHYIO WX HEHACBIIEHHYIO FETEPOLMKIMUECKYIO TPYIITy, COAepKauyto 1-3
OJMHAKOBBIX UJIM OTJIMYHBIX IPYT OT Apyra rerepoaToma, BHIOpaHHBIX U3 a30Ta, KUCIOPOaa
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U CEpBbl;

R? MPEACTABIISIET COOOM

3aMelleHHbIN win He3aMmelneHHbI C1-C10 amkui,

3aMeIIeHHbBIN Wir He3aMenleHHbIN C3-C4 mMKI0aIKui,

3aMeIIeHHBIN WK He3aMelleHHbBIN C2-C6 ajIKeHuT,

3aMelleHHbIN WK He3aMelleHHbIN C3-C4 mUKI0aJIKEeHUII,

3aMelIeHHbIN unn He3aMelleHHbIN C4-C12 cBI3aHHBIA MOCTUKOBOM CBSI3bIO HUKIOAIKUI,

3aMeIIEeHHbIN Wi He3amelleHHbIn C6-C14 apoMaTUYeCKui yIiIeBOI0POI WU

3aMeIeHHYI0 WM He3amenleHHY0 C3-C10 MOHOUMKIIMYECKYIO WIH MOJIMIUKIINYECKY IO
HACBIIIEHHYIO WM HEHACBIIICHHYIO T€TEPOIMKIMYECKYIO TPYIIIY, coJaepxaiyto 1-3
OJMHAKOBBIX WJIM OTJIMYHBIX JPYT OT ApYyra rerepoaToma, BBIOpaHHbBIX U3 a30Ta, KUCIIOPOa
Y CEpBHI;

X mpeacTaBisieT coOor

N unm

CR?, rpe R MpEeACTABIISIET COOOM

BOAOPO,

rajiores,

IMaHo,

3aMelIeHHbIN Wik He3aMelneHHbIM C1-C6 ajikuil,

3aMeIIeHHBIN MM He3aMenleHHbIN C2-C6 ankeHun,

3aMeIIeHHbBIN WK He3aMelleHHbIN C2-C6 aJIKuHW,

3aMeIIeHHBIN UM He3aMelleHHBIN C1-C6 ankoKkcH,

3aMEIICHHBIN WIW HE3aMEILCHHBIM aMHHO,

3aMelIeHHbIN WK He3aMmelleHHbIH C6-C14 apomMaTHyecKui yrileBOIOPOI UIH

3aMEIIEHHYI0 WM He3ameleHHY0 C3-C10 MOHOUMKIIMYECKYIO WIN ITOJIMIUKIINYECKYIO
HEHACBIIIIEHHYIO '€ TEPOLMKIIMUECKYIO TPYIITY, COAEPKAILYIO 1-3 OAMHAKOBBIX UJIM OTJIMUHBIX
JPyT OT Apyra rerepoatoma, BEIOpaHHBIX U3 a30Ta, KUCIIOPO/Ia U CePhI; U

n MpeacTaBiIsieT cOOOM 1eJToe YUCIIo, uMerolee 3HaueHue ot 0 10 3,

IIPU 3TOM, KOT'/1a N UMEET 3HAUCHUE 2 WITH 3, R' MOTYT OBITh OJJMHAKOBBIMH WJTM OTIIMUHBIMU
JPYT OT Jpyra.

[0237]

[20] B dpopmyme (I')

A TIpennovYTUTENIFHO MPEACTABISET COOOM MUPA30INI, 3aMEUICHHBIN N-KOJIMYeCTBOM

3aMECTUTEIIEN Rl;

R1 MPEAMOYTUTEIILHO MMPEICTABISET COOOM

rajiores,

IMaHo,

3aMeIleHHbBIN UM He3aMenleHHbI C1-C6 anku,

3aMelleHHbIN WK He3aMelleHHbINH C3-C7 HUKI0aIKWI,

3aMeIIeHHbIN Wi He3amelleHHbIn C6-C14 apoMaTUYeCKui yIiIeBOI0PO1 WU

3aMEIIEeHHYI0 WK He3amelleHHY0 C3-C10 MOHOUMKIIMYECKYIO WIH MOJIUIUKIINYECKYIO
HACBIILIEHHYIO UJIM HEHACBIIIIEHHYIO FeTePOIMKIMUECKYIO TPYIITy, coaep Kamyo 1-3
OJMHAKOBBIX WJIM OTJIMYHBIX JPYT OT ApYyra rerepoaToma, BBIOpaHHBIX U3 a30Ta, KUCIOPOIa
Y CEPBI;

R? MPEANOYTUTEIIBHO IIPEACTABIIAET COOOM
3aMelleHHBIN WK He3aMelleHHbIN C1-C10 ankui,
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3aMelleHHbIN WiKu He3aMelleHHbINH C3-C4 MUKI0aIKuiI,

3aMeIleHHBIN MM He3aMeneHHbIN C2-C6 anKeHn WITH

3aMeleHHbIN WK He3aMellleHHbIN C4-C12 cBsI3aHHBII MOCTUKOBOM CBSI3BIO IUKIOAIKUI,
X IpearnoYTUTEIbHO IPECTABIISIET cCOOOM

N unu

CR?, rpe R MpEACTABIISIET COOOM

BOJOPO/,

rajiores,

3aMeIleHHbBIN 1M He3aMenleHHbI C1-C6 ankn,

3aMelIeHHbIN Wik He3aMelneHHbI C2-C6 aJIKeHWI Wik

3aMeIleHHBIN 1K He3aMenleHHbIN C1-C6 aaIKoKCH; U

n, MPeANOYTUTEILHO MPEACTABISET COOOM IeJI0e YUCIIO, UMEIolIee 3HaueHue 1-3,

IIPY 9TOM, KOT/Ia N MIMeeT 3HaueHue 2 win 3, R! MOryT GbITh OMHAKOBBIMH M OTIMYHBIMHU
JpYT OT Apyra.

[0238]

[21] B dopmyme (I')

A nmpencrasisieT coOOON MUPA30JIUI, 3aMEIICHHBIN N-KOJIMYECTBOM 3aMECTUTENIEH R

R! 6onee MPEMOYTUTETBLHO MMPEICTABISIET COOOM

rajaoreH;

[[UAHO;

C1-C6 ankuit, KOTOPBIM MOXKET OBITH 3aMmeltieH rajorenom i C1-C4 aakokcu;

C3-C7 nMKI0aJIKNI,

heHusT; uim

C3-C6 MOHOUMKIIMYECKYIO HEHACBIIIEHHYIO TETEPOLMKIIMYECKYIO TPYIITY, COAEPKALLYIO
OJIMH ATOM KHUCJIOpO/ia WX OJIMH aTOM CEPBI;

R? Gouee MPENOUYTUTEILHO MMPEICTABIISIET COOOM

muHerHb C1-C6 ankui uimu pa3BeTBieHHbIN C3-C8 aakuil, KOTOPbIN MOXKET ObITh 3aMeIleH
rajoreHoM, C3-C7 IUKIIOAJIKWUIIOM, KOTOPBIN MOXKET OBITh 3amertieH C1-C4 aaxkuaoM, GeHUIOM,
C1-C4 ankokcu Ui OgHOM UM HecKOJIbKUMU C3-C6 MOHOLMKINYECKMMHI HEHACBIIIICHHLIMU
reTepOLUMKIMUYECKUMH I'PYIIIIAMU, COAEPIKAIIMMU OJIMH aTOM KMCIIOPOAa UM OJIMH aTOM CEPBI;

C3-C4 1uKI10aJIKUI, KOTOPBIHA MOXKET OBITh 3aMeltieH rajioreHoM, C1-C4 akuioM, TajloreHo
C1-C4 anxunoM unu C3-C5 nUKI0aJIKUIOM;

C2-C6 ankeHWT, KOTOPBIM MOXKET OBITh 3aMEIIIeH TaJIOTeHOM; UJTH

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3bIO LIUKJIOAJIKUII, KOTOPBIA MOXET ObITh 3aMelleH
C1-C4 anxunowm;

X 6oJiee TpeANnOUYTUTENBHO MPEICTABIISIET COOOM

N umm

CR’ , TIe R’ MpeJICTABIISIET COOOM

BOJOPO/I;

raJjiores;

C1-C6 anxui;

C2-C4 ankuHuI, KOTOPBIA MOXKET OBITh 3aMEIICH

C1-C6 ankuiiom, KOTOPbIA MOXKET ObITh 3aMEIlleH TUAPOKCH,

C3-C7 mMKIIOAJIKUIOM, KOTOPBI MOXKET OBITh 3aMEIIeH THIPOKCH,

OJHOW WU HECKOJIBKUMU C3-C6 MOHOUMKIIMYECKUMU HACBIIIIEHHBIMU TETEPOLMKITNYECKUMHU
rpynmnamu, COAEPKaIMMHU 1-3 0IMHAKOBBIX WM OTJIMYHBIX IPYT OT Apyra rerepoaTroma,
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BBIOpPAHHBIX U3 a30Ta, KUCIOPOIa U CEPBI, WU

ogHo umy HecKOoJIbKUMU C3-C10 MOHOUMKIIMYECKUMU WJIA MOJIUIUKIMNISCKUMU
HEHACBIIEHHBIMH T€TEPOIUKINIECKUMHU TPYIIIAMH, KOTOPbIE MOTYT OBITh 3amertieHbl C1-C6
AJIKWJIOM U COAEpKAT 1-3 OIMHAKOBBIX WM OTJIMYHBIX IPYT OT Apyra rerepoaromMa,
BBIOpPAHHBIX U3 230Ta, KUCIOPOJIa U CEPBI; UITU

C1-C4 ankokcu, KOTOPBIN MOXKET OBITh 3aMeIIeH OJTHOM WK HecKoJIbkuMu C3-C6
MOHOLMKJINYECKUMHU HACBIIIIEHHBIMU T€TEPOLUKIMYECKUMHU I'PYIIIIAMU, COAEP)KAIIUMHU 1-3
OJMHAKOBBIX UJIM OTJIMYHBIX JIPYT OT Apyra rerepoaToma, BHIOpaHHBIX U3 a30Ta, KUCIOPOaa
Y CEPBI; U

n, 0oJiee MPeANOUTUTETBLHO MPEICTaBIIsET coOoM 1 miu 2,

IIPU 3TOM, KOT/1a N UMEET 3HAUYEHHUE 2, R! MOTYT OBbITh OJJUHAKOBBIMHU WM OTJIMUHBIMU
Jpyr OT Apyra.

[0239]

B npyrom BapuaHTe OCYIIECTBIICHUSI HACTOSIIETO W300pETEHUsT COSTMHEHNE (POPMYITBI
(I'), r1e mupa30JIUII CBSI3aH C AMUJIHOU CTPYKTYPOM B 3-IIOJIOKEHUHU, SIBIISIETCS
MPpeAnoYTUTEIbHBIM. KpoMme TOro, MpeInmouTUTETbHBIN BApUAHT OCYILIECTBIICHUS COSAUHEHUS
dhopmynsl (I'), rae mMpa30Iui CBSI3aH C aMUTHOM CTPYKTYPOM B 3-MOJT0KEHUH, B HACTOSIIIEM
M300pETEHNHU TPEACTABISAET COOOM

[22] coenunenue, npeacrasiaenHoe popmyor (II') HUXe, WM ero cob:

[0240]

R,

I

[0241]

rae R! MpEeACTABIISIET COOON

raJIOTEH,

IMAHO,

3aMeIleHHbBIN 1M He3aMenleHHbIN C1-C6 anku,

3aMelleHHbIN Wi He3aMelleHHbINH C3-C7 HUKI0aIKUII,

3aMELICHHbIN WK He3aMmelleHHbId C6-C14 apomMaThyecKuit yriieBOJOPOI WU

3aMEIIEeHHYI0 WM He3ameleHHY0 C3-C10 MOHOUMKIIMYECKYIO WIIH OJIUIUKIINYECKY IO
HACBIIIEHHYIO WJIM HEHACBIIIEHHYIO TETEPOLUUKIIMYECKYIO TPYIINY, COAepKalyto 1-3
OJVMHAKOBBIX WJIM OTJIMYHBIX JPYT OT ApYyra rerepoaToma, BBIOpaHHBIX U3 a30Ta, KUCIIOPOIa
Y CEpPBI;

R? MPEACTABIISIET COOOM
3aMelleHHBIN Win He3aMelleHHbIN C1-C10 amkui,
3aMelleHHbIN niy He3aMelleHHbIN C3-C4 nMKI0aJIKu,
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3aMelleHHbIN Wik He3aMelneHHbIH C2-C6 ajIkeHW, WiIn

3aMeIleHHbBIN UK He3aMeleHHbIN C4-C12 cBsI3aHHBIM MOCTHKOBOM CBA3BIO ITUKIIOAITKHIT,
X mpeacTaBisieT coboit

N wnu

CR3 , e R’ MpeJICTaBIIsIET cCOOOM

BOAOPON,

rajiores,

3aMeIIeHHbBIN UM He3aMelleHHbIN C1-C6 ankui,
3aMeIleHHBIN MM He3aMenleHHbIN C2-C6 anKuHWI WITH
3aMellleHHbIN uin HedaMeleHHbI C1-C6 aaKoKcH; U

n IMPeCTaBIsET COOOI TeTT0e YMCIIO0, UMEroIee 3HaYeHue 1-3,

IIPU 3TOM, KOTJIa N UMEET 3HAUCHUE 2 WU 3, R! MOTYT ObITh OJIMHAKOBBIMH WJIK OTJIMYHBIMHU
JIpyr OT Apyra.

[0242]

B Hacrosimem u3oopeTeHnu coeiMHeHue, peacTaBieHHoe popmyoi (I1') BeIme, Takxke
npocro yka3aHo kak Coeaunenue (II').

[0243]

[23] B dopmyme (IT')

R! Gomnee MIPEAMOYTUTEILHO MMPEICTABISET COOOM

rajgoreH;

[[MAHO;

C1-C6 ankuii, KOTOPBIN MOXKET OBITh 3amelieH rajorenom wiu C1-C4 ankokcu;

C3-C7 uuKiI0aIKuiI,

heHuIT; uIu

C3-C6 MOHOUMKIIMYECKYIO HEHACBIIIEHHYIO FETEPOLMKIMUECKYIO TPYIITY, COAEPKALLYIO
OJWH aTOM KHMCIIOPO/a UJIM OJIUH aTOM CEPBHI;

R? Goutee MPEANIOYTUTENIBHO IIPEACTABIIAET COOOM

muHerHb C1-C6 ankui uiau pa3BeTBieHHbIN C3-C8 aakuil, KOTOPBIN MOYKET OBITh 3aMeIleH
rajoreHoM, C3-C7 UKIIOATTKUIIOM, KOTOPBI MOXKeT ObITh 3amertieH C1-C4 ankuiioM, GeHUIoMm,
C1-C4 anxokcH Uiy ogHoM Uik HeCKONbKUMH C3-C6 MOHOIMKINYECKUMHU HEHACHIIIIEHHBIMHU
reTePOLMKIMUYECKUMU I'PYIIIIAMHU, COAEPKAIIMMU OJIMH ATOM KUCIIOPOAA U OJIMH ATOM CEPBI;

C3-C4 1yKII0aJIKWI, KOTOPBIA MOXKET OBITh 3aMeltieH rajioreHoM, C1-C4 aTkuioM, TaloreHo
C1-C4 anxunoMm unu C3-C5 HUKIOAIKUIOM;

C2-C6 ankeHWs1, KOTOPBIM MOXKET OBITh 3aMEIIEH TaJIOTeHOM; WU

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3BIO UKIIOAJIKUII, KOTOPBIA MOXET OBITh 3aMelleH
C1-C4 anxuiom;

X 0oJ1ee mpeAnoUYTUTENIBHO TIPEJCTaBIISIET cOO0

N wnu

CR? , e R’ MpeJICTaBIIsSIET COOOM

BOJIOPOJ;

raJjioreH;

C1-C6 anxuir;

C2-C4 ankuHWI, KOTOPBIM MOXKET OBITH 3aMEICH

C1-C6 ankuiiom, KOTOPbIHA MOXKET ObITh 3aMEIlIeH THAPOKCH,

C3-C7 nMKJIOQTKUIIOM, KOTOPBIM MOKET OBITh 3aMeIleH TUIPOKCH,

OJHOW TN HECKOJIbKUMU C3-C6 MOHOUMKIIMYECKUMU HACBIIIIEHHBIMU TE€TEPOLMKINYECKUMHU
rpyImnamu, COAepKaMu 1-3 0IMHAKOBBIX WM OTJIMUHBIX IPYT OT Apyra rerepoaroma,
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BBIOpPAHHBIX U3 a30Ta, KUCIOPOIa U CEPBI, WU

ogHo umy HecKOoJIbKUMU C3-C10 MOHOUMKIIMYECKUMU WJIA MOJIUIUKIMNISCKUMU
HEHACBIIEHHBIMH T€TEPOIUKINIECKUMHU TPYIIIAMH, KOTOPbIE MOTYT OBITh 3amertieHbl C1-C6
AJIKWJIOM U COAEpKAT 1-3 OIMHAKOBBIX WM OTJIMYHBIX IPYT OT Apyra rerepoaromMa,
BBIOpPAHHBIX U3 230Ta, KUCIOPOJIa U CEPBI; UITU

C1-C4 ankokcu, KOTOPBIN MOXKET OBITh 3aMeIIeH OJTHOM WK HecKoJIbkuMu C3-C6
MOHOLMKJINYECKUMHU HACBIIIIEHHBIMU T€TEPOLUKIMYECKUMHU I'PYIIIIAMU, COAEP)KAIIUMHU 1-3
OJMHAKOBBIX UJIM OTJIMYHBIX JIPYT OT Apyra rerepoaToma, BHIOpaHHBIX U3 a30Ta, KUCIOPOaa
Y CEPBI; U

n, 0oJiee MPeANOUTUTETBLHO MPEICTaBIIsET coOoM 1 miu 2,

IIPU TOM, KOT/1a n MMeeT 3HaueHue 2, R! MOryT GbITh OIMHAKOBBIMH WM OTIMYHBIMHA
JpYT OT Apyra.

[0244]

[24] B dopmyme (IT')

R! Gonee MPEANIOYTUTEIIFHO TIPEICTABIISIET COOOM

rajorex;

[[MAHO;

C1-C6 ankui1, KOTOPBIM MOKET OBITh 3aMEIIEH T'aJIOT€HOM;

C3-C7 1uKI0aJIKWUI,

dbenun; umm

C3-C6 MOHOUMKIIMYECKYIO HEHACKIIIIEHHYIO IeTePOLUKIMUECKYIO TPYIITY, COJAEPIKAIIYIO
OIWH aTOM KHUCIIOPO/a UJIM OJIUH aTOM CEPBHI;

R? 6onee MPEMOUYTUTEIHLHO MPEICTABISIET COOOM

muHennbii C1-C6 ankwui uinm pa3BeTBiIeHHbIN C3-C8 aakuil, KOTOPbIN MOKET ObITh 3aMEILIEH
rajoreHoM, C3-C7 IMKIJIOAJIKWUIIOM, KOTOPbIN MOXKET ObITh 3ameltieH C1-C4 aakuioM, GeHUIoM,
C1-C4 ankoxcu Wi oJHOH Ui HecKOoIbKUMU C3-C6 MOHOLMKIINYSCKUMU HEHACBHIIIEHHBIMU
FETEPOLUMKIMYECKUMU I'PYIIIIAMHU, COAEPKAIMMU OJIMH ATOM KUCIIOPOAA UK OJIMH ATOM CEPBI;

C3-C4 1yKII0aIKWI, KOTOPBIH MOXKET OBITh 3aMeltieH rajioreHoM, C1-C4 aTkuaoM, TaloreHo
C1-C4 anxunoMm uinu C3-C5 MUKIIOAIKUIOM;

C2-C6 ankeHW, KOTOPBIM MOXKET OBITH 3aMEIEH TaJIOTeHOM; WU

C4-C12 cBsi3aHHBIM MOCTUKOBOM CBSI3bIO IUKJIOAIKUIT; U

X 6oJee TpeAnoYTUTENIBHO TIPEJCTABIISIET COOOM

N unm

CR?, rze R? MPeJICTABIISIET COOOM

BOJZIOPO/I;

rajoreH;

C1-C4 anxuin,

C2-C4 ankuHuWI, KOTOPBIA MOXKET OBITh 3aMEIleH

C1-C6 ankuiioM, KOTOPbIA MOXET ObITh 3aMEILEH TMIPOKCH;

C3-C7 mMKIIOAJIKUIOM, KOTOPBI MOXKET OBITh 3aMEIIeH THIPOKCH,

OJHOW WM HECKOJIbKUMU C3-C6 MOHOUMKIIMYECKUMU HACBIIIIEHHBIMU TE€TEPOLMKITNYECKUMHU
rpynIiaMu, CoJepKamumu 1-3 OIMHAKOBBIX WUJIM OTJIMYHBIX APYT OT Apyra rerepoaromMa,
BBIOPAHHBIX U3 a30Ta, KUCIIOPOJIa U CEPhI, UITU

ogHOU i HeCKOIbKUMH C3-C10 MOHOIUKINYECKMMH WIN HOJIUIUKINIECKUMU
HEHACBIIIEHHBIMH T€TEPOIMKINISCKUMHM TPYIIIIaMH, KOTOPBIE MOTYT ObITh 3amertieHbl C1-C6
AJIKWIOM U COAepKaT 1-3 OIMHAKOBBIX WM OTJIMYHBIX JIPYT OT Apyra rerepoaromMa,
BBIOpPAHHBIX U3 a30Ta, KUCIIOPOAa U CEPhI; UK
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C1-C4 anxoxkcu; u
n 0oJiee MPeANMOYTUTEILHO MPEACTABISAET COOOM 1 Uu 2,

IIpH 3TOM, KOT/Ia N MMeeT 3HaueHue 2, R! MOryT GbITh OIMHAKOBBIMY MM OTIMYHBIMHU
JpYT OT JIpyra.

[0245]

[25] B dopmyme (IT')

R! 6onee MPEMOYTUTEIHLHO MPEICTABISET COOOM
rajiores,

HMaHO WU

C1-C4 ankui1, KOTOPBIM MOKET OBITh 3aMEIIICH T'aJJOTeHOM;

R? 6onee MPEMOUYTUTEIHLHO MPEICTABISIET COOOM

smHerHbId C1-C4 ankui, koTopbiid 3aMenieH C3-C7 HMKITOAIKUIOM;

pa3BeTBiieHHBIN C3-C6 aKkui, KOTOPbIA MOXKET ObITh 3aMellieH rajoreHom, C3-C7
HUKJIOAJIKWIOM, OJHOMN MM HecKOJILKUMH C3-C6 MOHOLMKINYECKMMHU HEHACHIILIECHHBIMU
FETePOLMKIIMYECKUMU T'PYIIIAMHU, COJICPKAIMUMU OAUH aToM cepbl win C1-C4 ankoxcu;

C3-C4 uuk0ankuiI, KOTOPbI MOXKET OBITh 3aMellieH rajjoreHoM, C1-C4 ankuinoM uinu C3-
C5 UNMKI0aJIKUIOM;

C2-C6 ankeHWI, KOTOPBIM MOXKET OBITH 3aMEIeH TaJIOTeHOM; WU

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3bIO UKIIOAJIKHUII, BEIOpAaHHBIN U3 OuIMKiIo[1.1.1]
neHTaH-1-mia u ounykiro[2.2.1]renran-2-una;

X 0oJjiee MpeAnOYTUTENIBHO TIPEJCTaBIIsIeT cOO0i

N nnu

CR3 , e R’ MpeJICTaBIIsIeT cCOOOM

BOAOPO; WIN

C2-C4 ankuHWiI, KOTOPBIN 3aMEIIEH

C1-C6 ankuiioM, KOTOPBINA MOXKET OBITh 3aMEIIEH TUAPOKCH,

C3-C7 uMKIJI0aJIKUIOM, KOTOPbIN MOXKET OBITh 3aMEIIIeH TUIPOKCH,

OTHOM WJIM HECKOJIBKMMU C3-C6 MOHOUMKIIMYECKUMU HACBIIIIEHHBIMHU TE€TEPOIMKINYECKUMHU
rpyImamMu, COAEPKAUMHU 1-3 OIMHAKOBBIX WM OTJIMYHBIX IPYT OT Apyra rerepoaTroma,
BBIOpPAHHBIX U3 a30Ta, KUCIIOPOa U CEPhI, WU

oiHOH UM HecKOJIbKUMU C3-C6 MOHOLMKINYECKMMHU HEHACKIILIEHHBIMU
FeTePOLMKINYECKUMU TPYIIaMH, KOTOPbIE MOTYT ObITh 3aMelieHbl C1-C4 aKuioM 1
coaepxat 1-3 0JIMHAKOBBIX MM OTJIIMYHBIX APYT OT JApyra rerepoaTroMa, BRIOpaHHBIX U3
a30Ta, KUCIIOPOAa U CEPBI; U

n 6oJiee MPEAMOUYTUTEIHLHO MMPEACTABISET COOOM 1eJT0e YUCIIO, UMEIoIIee 3HaUeHHUE OT 1.

[0246]

[TpeanouTUTeNnbHBIM B IPYTOM BapHaHTE OCYIIIECTBIICHUS] HACTOSIIET0 U300peTeHUS
SIBIISICTCSI

[26] coenurenue, mpeacTaBiaeHHOe popmyitoi (IX') HUXKe, WU €ro COJIb:

[0247]
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[0248]

rae R MPEACTABIISIET COOOM

rajgoreH;

I[UaHO;

C1-C6 ankui1, KOTOPBIM MOKET OBITH 3aMEIIEH TaJIOT€HOM;

C3-C7 uuKiaoanKuiI,

dbeHu; um

C3-C6 MOHOUMKJIMYECKYIO HEHACBIIIIEHHYIO FETePOLMKIMUECKYIO TPYIITY, COAEPKALLYIO
OJVH aTOM KUCJIOPOJa WUJIU OJIUH ATOM CEpBbI;

R? MpeICTaBIIsSIET cCOOOM

muHenHbii C1-C6 ankwui uinm pa3BeTBieHHbIN C3-C8 aakuil, KOTOPbIN MOKET ObITh 3aMEILEH
rajoreHoM, C3-C7 IMKIJIOAJIKUIIOM, KOTOPBIN MOXKET OBITh 3ameltieH C1-C4 aakuioM, GeHUIOM,
C1-C4 ankoxcu Wid oJHOM UM HecKOIbKUMU C3-C6 MOHOLMKIINYECKUMU HEHACBHIIEHHBIMU
reTEPOLUMKIMUYECKUMU I'PYIIIIAMHU, COAEPKAIMMU OJIMH ATOM KUCIIOPOAA WY OJIMH ATOM CEPBI;

C3-C4 1yKII0AIKWII, KOTOPBIA MOXKET OBITh 3aMeltieH rajioreHoM, C1-C4 aTkuiaoM, TaoreHo
C1-C4 anxunoMm mimu C3-C5 MUKIIOAIKAIOM;

C2-C6 ankeHWI, KOTOPBIM MOXKET OBITH 3aMEIIeH TaJIOTeHOM; WU

C4-C12 cBsi3aHHBII MOCTUKOBOM CBSI3bI0O IIUKJIOAIKWIT; U

X mpencrasiser coooi

N uiu

CR?, rze R? MpeJICTABIISIET COOOM

BOJOPO;

raJjioreH;

C1-C4 anxur;

C2-C4 ankuHWI, KOTOPBIN MOXKET OBITh 3aMEIIEH

C1-C6 ankuiioMm, KOTOPbIH MOXKET ObITh 3aMEIlIeH THAPOKCH,

C3-C7 mMKII0aJIKUIOM, KOTOPBIM MOXKET OBITh 3aMEIIeH THIPOKCH,

OJHOW WU HECKOJIBKUMU C3-C6 MOHOUMKIIMYECKUMU HACBIIIIEHHBIMU TETEPOLMKITNYECKUMHU
rpyInmnamu, COAEpPKauMHU 1-3 0IMHAKOBBIX WM OTJIMYHBIX IPYT OT Apyra rerepoaTroma,
BBIOpPAHHBIX U3 230Ta, KUCIIOPOJIA U CEPBI, WU

ogHOU K HeCKOIbKUMH C3-C10 MOHOIUKINYECKMMH WIN HOJIUIUKINIECKUMU
HEHACHIIIIEHHBIMHU FE€TEPOIMKINYECKUMU IPYTIIIaMU, KOTOPBIE MOTYT OBITh 3aMerieHbl C1-C6
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AJIKWIIOM U coAepKaT 1-3 OIMHAKOBBIX WJIM OTJIMYHBIX APYT OT Apyra rerepoaromMa,
BBIOpPAHHBIX U3 230Ta, KUCIOPOJa U CEPBI; UITU

C1-C4 ankokcwu.

[0249]

B HacTosmem u3o0peteHun coeiuHeHure, npeactaBieHHoe hopmynoii (IX') Beiile, Takxke
npocto yka3zaHo kak Coenunenue (IX').

[0250]

[27] B dopmyne (IX")

R! Gouee MPEANIOYTUTEIIBHO IIPEACTABIIAET COOOM
rajioreH,

IUAHO WJIN

C1-C4 ankui1, KOTOPBIM MOKET OBITH 3aMEIIeH TaJIOreHOM;

R? Gouee MPEANIOYTUTEIIBHO IIPEACTABIIAET COOOM

smHerHbI C1-C4 ankwi, koTopbiid 3aMenieH C3-C7 UMKIIOaIKUIOM;

pa3BeTBiieHHBIN C3-C6 anKuiI, KOTOPBIM MOKET OBITh 3aMellieH rajgorenom, C3-C7
MUKJIOAIKAIOM, OJJHOM NI HeCKONbKUMH C3-C6 MOHOIMKIINUECKUMHA HEHACBIIIIEHHBIMHA
FeTEPOLUKIIMYECKUMHU TPYIIIIAMHU, COAEPKAIIMMU OAUH aTOM cepbl, Ui C1-C4 ankokcu;

C3-C4 uuKI0aIKuiI, KOTOPbIN MOXKET OBITh 3aMellieH rajjoreHoM, C1-C4 ankuinom uinu C3-
C5 IUKII0AJIKUIOM;

C2-C6 anmkeHWT, KOTOPBIM MOXKET OBITh 3aMEIeH TaJIOTeHOM; UJTH

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3bIO IMKJIOATIKUII, BEIOpAHHBIN U3 OUIMKiIo[1.1.1]
MeHTaH-1-wia u ounukiro[2.2.1renran-2-una; u

X 6oJiee TPeANnOUYTUTENIBHO MPECTaBISIET COOOM

N uiu

CR?, rze R? MPeJICTABIISIET COOOM

BOJIOPOJI; UJTH

C2-C4 ankuHuWi, KOTOPBIN 3aMEIIEH

C1-C6 ankuiiom, KOTOPBIHA MOXKET ObITh 3aMEIlIeH THAPOKCH,

C3-C7 UMKJIOQTKUIIOM, KOTOPBI MOKET OBITh 3aMeIleH TUIPOKCH,

oHOM UK HeCKOIbKUMU C3-C6 MOHOIMKIMUECKUMHU HACHIIIIEHHBIMHU € TePOLMKINISCKUMU
CpyIIaMu, CoJIepKaiuMu 1-3 OIMHAKOBBIX UJIM OTJIIMYHBIX APYT OT JIpyra rerepoatoma,
BBIOpPAHHBIX U3 230Ta, KUCIOPOJIa U CEPBI, UIIH

OJIHOM WK HecKOJIbKUMU C3-C6 MOHOIMKIIMYECKUMH HEHACBIIIIEHHBIMU
FETEPOUUKIMYECKUMU T'PYIIAMU, KOTOPbIE MOTYT ObITh 3aMellieHbl C1-C4 ankuioM u
coaepxat 1-3 0JIMHAKOBBIX UJIM OTJIMYHBIX APYT OT JApyra rerepoaTroMa, BHIOpaHHBIX U3
a30Ta, KUCJIOPOaa U CepBhl.

[0251]

[28] B popmyrne (IX")

R! Gouee MPEANIOYTUTEIIBHO IIPEACTABIIAET COOOM
Oopowm,

IUAHO WK

C1-C4 ankui1, KOTOPBIM MOXKET OBITh 3aMeIleH (TOPOM;

R? Gouee MPEANOYTUTEIIBHO IIPEACTABIIAET COOOM

smHerHbI C1-C4 ankwi, koTopbiid 3aMenieH C3-C7 UMKITOAIKUIOM;

pa3BerBiIeHHBIN C3-C6 anKuiI, KOTOPBIA MOXKeET ObITh 3aMelieH ¢propom, C3-C7
MUKJIOAIKAIOM, OJJHOM NI HeCKONbKUMH C3-C6 MOHOIMKIINUECKUMHA HEHACBIIIIEHHBIMHA
FeTEPOLUKIIMYECKUMHU T'PYIIIIAMHU, COAEPKAIIMMU OAUH aTOM cepbl, Ui C1-C4 ankokcu;
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C3-C4 muKIT0aJaKuI, KOTOPBIA MOXKET OBITH 3ameltieH ¢ropoM, C1-C4 ankuimom uiu C3-
C5 IMKI0aIKUIOM;

C2-C6 ankeHuUIT, KOTOPBIM MOXKET OBITH 3aMelieH (TOPOM; UITH

C4-C12 cBsi3aHHBIM MOCTUKOBOM CBSI3bIO IIUKJIOATIKWII, BEIOPAHHBINM U3 Ounukiio[1.1.1]
neHTaH-1-wia u ounukiro[2.2.1]renran-2-una; u

X 6osee MpeANOYTUTENIHFHO TIPEICTABIIIET COOOM

N v

CR?, rze R? MIpeJICTaBIISIET COOOM

BOJOPO/; WU

C2-C4 ankuHWI, KOTOPBINA 3aMEIIEH

C1-C6 ankuiioM, KOTOPBIHA MOXKET ObITh 3aMEILEH TUIPOKCH,

C3-C7 uMKIOAJIKUIOM, KOTOPBIN MOXKET OBITh 3aMEIIeH THIPOKCH,

OJTHOM WK HECKOJIbKUMU C3-C6 MOHOIMKINYECKMMHU HACBIIIICHHBIMU FETEPOLUKITAYECKUMU
rpyImnamMu, COAEPKAMMMHU 1-3 OIMHAKOBBIX WM OTJIMYHBIX IPYT OT Apyra rerepoaTroma,
BBIOpPAHHBIX U3 230Ta, KUCIOPOJIa U CEPBI, UITH

oJHOM UM HeCKOJIbKUMU C3-C6 MOHOLUMKIMNYECKMMH HEHACBIILIEHHBIMU
FeTePOIUKINYECKMMU TPYIIIAaMH, KOTOPbIEe MOTYT ObITh 3aMeleHbl C1-C4 aJKuioM u
coaepkat 1-3 OAMHAKOBBIX WM OTIIMYHBIX APYT OT Apyra rerepoaToMa, BBIOPAHHBIX U3
a30Ta, KUCJIOPOAa U CEPBHI.

[0252]

Kpowme Toro, B Apyrom BapuaHTe OCYIIECTBJICHUSI HACTOSIIETO U300 pETEHUS

[29] B bopmyie (IX")

R! Gouee MPEANIOYTUTENIBHO IIpeACTaBigeT co0ol rajorex uiu C1-C4 anku;

R? Gouee MPEAIOYTUTENIFHO TIPEICTABIISIET COOOM

pa3BeTBiieHHBIN C3-C6 aKkuil, KOTOPbIA MOXKET ObITh 3aMellleH rajoreHom uim C3-C5
LUKJIOATIKUIIOM,

C3-C4 uukI10aaKui, KOTOPhIA MOXET ObITh 3amenieH C1-C4 ankuiiom, uiu

ounmkio[2.2.1)renran-2-ui;, U

X Goiee MpeANOYTUTENIHFHO TIPEICTABIIIET COOOM

N wim

CR?, rpe R MpEACTABIISIET COOOM

BOJOPO/; WU

STUHUWII WIM IPONUHUII, KOTOPBIN 3aMeIleH

C1-C4 ankuiiom, KOTOPbIHA MOKET ObITh 3aMEIlIeH TUAPOKCH,

C3-C5 uMKI0AJIKUIOM, KOTOPBIH MOXKET OBITh 3aMEIIeH TUIPOKCH,

OJHOW UM HECKOJIbKUMU C3-C6 MOHOUMKIIMYECKMMU HACBIILIIEHHBIMU FE€TEPOLMKIINYECKUMHU
rpyInmnamu, COAEPKAIMMHU 1-3 OIMHAKOBBIX WM OTJIMYHBIX IPYT OT Apyra rerepoaTroma,
BBIOpPAHHBIX U3 230Ta M KUCIOPOa, WU

OoJJHOM UM HeCKOJILKUMU C3-C6 MOHOLMKIMYECKMMH HEHACBIILIEHHBIMU
reTePOIMKIMYECKUMHU I'PYMHIIaMH, KOTOPbIE MOTYT OBITh 3aMEIICHBI METUIIOM M coJiepKaT 1-3
aToMa a3oTa.

[0253]

[30] B dpopmyme (IX')

R! Gotee MPEMOUYTUTETLHO MPEICTABISAET COOOM OPOM WIIM METHUIT;

R? Gouee MPEANOYTUTEIIBHO IIPEACTABIIAET COOOM
pa3BeTBieHHbINH C3-C6 ankuj, KOTOPbIA MOXeT ObITh 3aMeltieH propom unu C3-C5
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HUKJIOAJIKUIOM, WU
C3-C4 uukIJ10aJKUI, KOTOPBIM MOXKET OBITh 3aMEIIEH METUIIOM; U
X 0oJjiee mpeAnoYTUTENIBHO TIPEJCTaBIIsIeT coO0
N wnu

CR3 , e R’ MIpeJICTaBIISIET COOOM BOIOPO/I.
[0254]
[31] B popmyne (IX")

R! Gouee MPEANOYTUTEIIBHO IIPEACTABIIAECT COOON METUIT;

R? Gouee MPEANOYTUTENIHLHO MIPEICTABIISAET COOOM

W30ITPOTIVII WJTH TPET-OYTHIT, KOTOPBIN MOXKET OBITh 3aMeIIeH (PTOPOM UITH IUKJIOTIPOTTAIIOM,
WIN

IUKJIOTIPOTINII, KOTOPBIA MOXKET OBITh 3aMEIlleH METUIIOM; U

X 6oJ1ee MpeAnoOYTUTENIBHO TIPEJICTABIISIET COOOM

N unu

CR? , Te R? MpeACTaBIISIET COOON BOJOPOA.

[0255]

Kpowme Toro,

[32] B bopmynax (I'), (I') u (IX") HacTos1Iero u3oopeTeHus, koraa X mpeacTaBiseT cooom
N,

R! MPEMOYTUTEBLHO MMPEICTABISIET COOOM

rajoreH,

UaHO,

3aMelleHHbIN Wiu He3aMelneHHbId C1-C6 ajikuil,

3aMeIeHHbBIN wir HezaMenleHHbIN C3-C7 mMKI0aIKu,

3aMelIeHHbIN WK He3aMmelleHHbIH C6-C14 apomMaTHyecKui yrileBOIOPOI UITH

3aMeIIEeHHYI0 WM He3ameleHHY0 C3-C10 MOHOUMKIIMYECKYIO WIN ITOJIUUUKIINYECKYIO
HACBIILIEHHYIO WJIM HEHACBIIIEHHYIO FETEPOLMKIMUECKYIO TPYIITy, COAep Kaulyo 1-3
OJIMHAKOBBIX WX OTJIMYHBIX APYT OT JApyra rerepoaToMa, BbIOpaHHBIX U3 a30Ta, KUCIIOPO1a
U CEepBI; U

R? MPEANIOYTUTENIFHO TIPEICTABIISIET COOOM

3aMelleHHbIN i HezaMenieHHb C1-C10 ankwnn,

3aMelleHHbIN Wi He3aMelleHHbIN C3-C4 nMUKI0aIKuiI,

3aMeIIeHHBIN WM He3aMeleHHbIN C2-C6 anKeHWI WITH

3aMelleHHbIN uinn He3aMelleHHbIN C4-C12 cBsI3aHHBINA MOCTUKOBOM CBSI3BIO IUKIOATIKUIL.
[0256]

Kpowme Toro,

[33] B bopmymax (I'), (II') u (IX") HacTosIero u3oodperenms, koraa X mpeacTaBiseT cooom

CR3 (R3 HWMEET 3HAUYEHUE, OTIPEICIIEHHOE BBIIIIE),

R! npeanournrensHo npeacrasiser coboit

rajioreH,

3aMelleHHbIN WK He3aMellneHHbIN C1-C6 ankuil uim

3aMEIIeHHYI0 WM He3amelleHHY0 C3-C10 MOHOUMKIIMYECKYIO WIH MOJIUIUKIINYECKYIO
HACBILEHHYIO WIA HEHACBILIEHHYIO T€TEPOLUUKINYECKYIO TPYIIY, CoAepKallyo 1-3
OJIMHAKOBBIX WM OTJIMYHBIX IPYT OT JIpyra rerepoaTtoma, BBIOpaHHbBIX U3 a30Ta, KUCIOPO1a
Y CEpBI; U
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R? MPEANIOYTUTEIIHFHO TIPEICTABIISIET COOOM

3aMelleHHbIN nin He3aMmelneHHbIn C1-C10 ankui,

3aMelleHHbIN Wi He3aMelleHHbIN C3-C4 MuKII0aJIKWI Wik

3aMeIleHHBIN WK He3aMellneHHbIN C4-C12 cBSI3aHHBIM MOCTUKOBO CBSI3BIO ITUKIOAIKHII.

[0257]

KoHkpeTHbIE mprMephl COETMHEHUS 110 HACTOSIIIIEMY NW300pETEHUIO BKITFOYAIOT, HO HE
OTrPAaHUUUBAIOTCS 3TUM, COEIMHEHMS, TTIOJIYyUEHHBIE B TPUMEPAX, ONMMUCAHHBIX HUXKE.

[0258]

KonkpetrHbsimu nipeanoutureabHbiMu puMepamu Coeaunenus (I') SBIstoTCS CleAyOIIMe:

[34]

(11) 4-amuno- 1-uukno6yTHiI-N-(5-Metusi- | H-nupazon-3-un)- 1 H-nupazosno[ 3,4-d]
MUPUMMIMH-3-KapOokcaMul (coequHeHue mpumepa 11);

(12) 4-amuno-N-(5-metun- 1 H-tupa3zoin-3-ui)- 1-((1-MeTuiukIiionponuin)MeTun )- 1 H-
nupa3zoio| 3,4-d JnupumuauH-3-kapookcaMul (coeTMHeHue mpumepa 12);

(13) 4-amuuO-N-(5-MeTui-1H-mupazon-3-um)-1-(2,2,2-tpucdropatun)- 1 H-mupazoino[ 3,4-d]
MMPUMUINH-3-KapOoKcaMu (coeauHeHue rpumepa 13);

(14) 4-amuno-N-(5-metun-1H-mupa3zon-3-un)-1-(3,3,3-tpudroprnponun)- | H-nmupazonol 3,4-
d]mupumuana-3-kapbokcamu (coequHeHne mpumMepa 14);

(15) 4-amuno-1-(BTop-0yTun)-N-(5-metui- 1 H-nmupazoin-3-un)- 1 H-nupazono[3,4-d]
MMPUMUINH-3-KapOoKkcaMul (CoequHeHue pumepa 15);

(16) 4-amuno- 1-(uks100yTUIMeTHIT)-N-(5-MeTuI- | H-tupaszon-3-ui)- 1 H-iupaszosio[ 3,4-d]
MUPUMMIUH-3-KapOokcaMul (CoequHeHre mpumepa 16);

(17) 4-amuno-N-(5-6pom-1H-ntupazon-3-un)- 1 -(qukinooytunmetn)- | H-mupazosno[3,4-d]
MUPUMMIMH-3-KapOokcaMul (coequHeHue mpumepa 17);

(18) 4-amuno- 1 -(uukmonporiamMeTrn)-N-(5-metuin- 1 H-nupa3oii-3-umn)- 1 H-impaszonol 3,4-
d]mupumuans-3-kapookcamMu (coearHenue npumepa 18);

(19) 4-amuno- 1 -(uukmoneHTusMeTnn )-N-(5-metuii- 1 H-nupazos-3-umn)- 1 H-niupasono| 3,4-
d]mupumuans-3-kapookcamus (coearHenue npumepa 19);

(20) 4-ammrHO-N-(5-6pom-1H-ttupazo:-3-un)- 1 -(mukaoneHTunaMeThn)- 1 H-mupazono[ 3,4-d]
MMPUMUINH-3-KapOokcaMul (coeauHenue rpumepa 20);

(21) 4-amuHo- 1-uzonponuii-N-(5-(tTpudpropmernn)- 1 H-nupazon-3-un)- 1 H-nmupazool 3,4-
dmupumuanH-3-kapOokcamMu (coearHenue mpumepa 21);

(22) 4-amuHO-N-(5-6pom- 1 H-nupazoin-3-un)- 1 -uzonponui- 1 H-nupaszono| 3,4-dJnupumuaus-
3-kapbokcaMu (CoeTMHEHUE mpuMepa 22);

(26) 4-amuno-1-(3,3-gumeTunukI00yTHN)-N-(5-Metwuii- | H-nupazon-3-wn)- | H-nupazosno
[3,4-d]mupumunH-3-kapOokcamMu (CoequHeHre mpuMepa 26);

(27) 4-ammHO- 1 -(OMuK10[2.2.1 Jrenrran-2-ui)-N-(5-metuit- | H-upazon-3-ui)- 1 H-mupa3zosno
[3,4-d]mupumMuauH-3-Kapbokcamua (coenuHeHue npumepa 27);

(28) 4-amuno-1-(OumkI0[2.2. 1 rentad-2-un)-N-(5-6pom- 1 H-tupazoi-3-um)- 1 H-upaszosno
[3,4-d]mupumMuauH-3-kapbokcamua (coenrHeHue npuMmepa 28);

(29) 1-(amamanTaH-2-uin)-4-amMmuHO-N-(5-meTun- 1 H-iupa3zosn-3-ui)- 1 H-nmpazono[3,4-d]
MMPUMUINH-3-KapOoKcaMuI (COeauHEHUE IpuMepa 29);

(30) 4-amuno-N-(5-metui- 1 H-mupazon-3-um)-1-((2S,3R)-2,6,6-TpumeTriaounmkio[3.1.1]
renrtaH-3-un)- 1H-mupasoinol3,4-d[mupuMmuane-3-kapookcamus (coeauuenue mpumepa 30);

(31) 4-ammuO-1-(3-pToprpon-1-en-2-um)-N-(5-metni- 1 H-nmupazoin-3-um)- | H-mupazono
[3,4-d]mupumuauH-3-kapOokcamMua (coequHeHre mpumepa 31);

(34) 4-amuno-1-(tpeT-0yTui)-N-(5-metun- 1 H-mupaszon-3-un)- 1 H-nmupazosol[ 3,4-d]
MUPUMMIMH-3-KapOokcaMul (CoequHeHre mpumepa 34);
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(35) 4-amuno-N-(5-6pom-1H-ttupazon-3-umn)-1-(rpeT-6yTni)- 1 H-mupazono[3,4-d]
MMPUMUINH-3-KapOoKcaMul (CoeauHeHue rpumepa 35);

(36) 4-amunHo-1-(TpeT-0yTHi)-N-(5-(TpudTopmeTii)- 1 H-mupazon-3-umn)- 1 H-mupazorol 3,4-
d]mupumuane-3-kapbokcamu (coequHeHre mpumMepa 36);

(37) 4-amuHo-1-(Tpet-0yTrin)-N-(5-(bypan-2-un)-1H-nupazon-3-uin)- 1 H-nupazono[3,4-d]
MMPUMUINH-3-KapOokcaMul (coequHeHue pumepa 37);

(38) 4-amuno-1-(tpeT-6yTuin)-N-(5-uuano- 1 H-upa3zoin-3-un)- 1 H-nmupasosol 3,4-d]
MMUPUMMIUH-3-KapOoKkcaMu1 (coequHeHre mpumepa 38);

(39) 4-amuno- 1-(TpeT-0yTIi)-N-(5-31ui- 1 H-nmupazos-3-un)- 1 H-nupazosio[ 3,4-d Jnuprumu iuH-
3-kapOokcaMuf (coearHeHue mpumepa 39);

(40) 4-amuno-1-(tpet-0yTui)-N-(5-uzonponui- 1 H-nmupa3zon-3-un)- 1 H-nupazono[3,4-d]
MUPUMMIUH-3-KapOokcamul (coequHeHue mpumepa 40);

(41) 4-amuno- 1-(TpeT-0yTrn)-N-(5-nuknonpormui- 1 H-nupa3zon-3-um)- 1 H-mupazono[ 3,4-d]
MMPUMUINH-3-KapOoKcaMul (CoeauHeHue rpumepa 41);

(42) 4-amuno-1-(TpeT-0yTHi)-N-(5-uukinooytui- 1 H-mupasomn-3-um)- 1 H-mupazono[3,4-d]
MMPUMUINH-3-KapOoKcaMuI (COeaMHEHHUE ITpuMepa 42);

(45) 4-amuHO-7-n30onponuii-N-(5-metui- 1 H-nupazon-3-un)-7H-muppoito[ 2,3-d mupumu inH-
5-kapbokcaMu (CoOeTMHEHHUE ITpuMepa 45);

(46) 4-ammuoO-7-(1-pToprponan-2-un)-N-(5-metmi- 1 H-mupazoin-3-um)-7H-uppoio[2,3-d]
MMUPUMMIUH-5-KapOoKkcaMu1 (CoequHeHre mpumepa 46);

(48) 4-amuno-7-(tpeT-0yTui)-N-(5-metun- 1 H-upaszon-3-un)-7H-nupposo[2,3-d]
MUPUMMIUH-5-KapOokcaMul (coequHeHre mpumepa 48);

(49) 4-amuno-7-(TpeT-0yTH)-N-(5-(dbypan-2-un)- 1 H-mupazon-3-un)-7H-nmupposo[2,3-d]
MMPUMUIMH-5-KapOoKcaMul (CoeauHeHue rpumepa 49);

(50) 4-amuno-7-(1-prop-2-MeTunmponaH-2-ui)-N-(5-metui- 1 H-mupazon-3-un)-7H-mupporio
[2,3-d]nmupumuuH-5-kapookcamu (coequHenue npumepa 50);

(51) 4-amuno-N-(5-metui- 1 H-mmpaszon-3-ui)-7-(1-metunuuksionponun)-7H-iupposno[ 2, 3-
d]mupumuane-S-kapbokcamuy (coequHeHue nmpumepa S1);

(52) 4-amuno-7-(2-uukiionponuinponaH-2-ui)-N-(5-metun- 1 H-mupazos-3-wn)-7H-upposio
[2,3-d]mupumMuanH-5-KapOokcaMu (CoequHEHME TpuMepa 52);

(53) 4-amuHO-7-(1-MeTOKCHU-2-MeTUITpoIiaH-2-ui)-N-(5-metuit- | H-nmupazon-3-umn)-7H-
nuppoio[2,3-dJnupumMuauH-5-kapbokcaMul (CoeTMHeHUe mpumepa 53);

(54) 4-amuno-7-(1-(pTopmerrm)uuktonporn)-N-(5-metnii- | H-nupazon-3-um)-7H-mupposio
[2,3-d]mupumMunH-5-kapOokcaMu (CoequHEHHe TpuMepa 54);

(55) 4-amuno-7-(1-(mudTopMeTrin)MKIOIPOHI )-N-(5-metui- 1 H-mupazon-3-uim)-7H-
nupposo[2,3-d[mupuMuanH-5-kapOokcamu (CoeTuHEHUe IpuMepa 55);

(56) 4-amun0-N-(5-MeTui- 1 H-mupazon-3-uin)-7-(2-(tnodeH-2-umnponan-2-ui)-7H-muppoiio
[2,3-d]nupuMuanH-5-kapbokcamua (CoeIMHEHUE TpuMepa 56);

(58) 4-amuno-7-(Ounukiol[ 1.1.1]nentan- 1-um)-N-(5-metui- 1 H-tupazon-3-un)-7H-upposio
[2,3-d]mupuMuanH-5-kapobokcamua (CoelMHEHMe mpuMepa 58);

(60) 4-amuno-N-(5-meTui- 1 H-upazon-3-un)-7-(2-benunmnponan-2-umn))-7H-nmuppoio[ 2,3-
d]mupumuann-5-kapbokcamun (coeaquHeHue mpumepa 60);

(61) 4-amuno-N-(5-metuin- 1 H-iupazon-3-ui)-7-(2,3,3-TpuMeTiiioyTas-2-ui)-7H-upposio
[2,3-d]mupumMuanH-5-kapOokcamMua (coequHeHre mpumMepa 61);

(62) 4-amuno-7-(2,3-qumeTunoyTan-2-ui)-N-(5-metun- 1 H-nupaszon-3-un)-7H-nupposio
[2,3-d]mupumMunH-5-kapOokcamMu (CoequHeHre mpumMepa 62);

(63) 4-amunHO-N-(5-6pom- 1 H-rupazon-3-un)-7-(tper-0ytumn)-7H-mupposto[ 2,3-d |muprumMuIuH-
5-kapbokcaMul (coeTMHeHue nmpumepa 63);
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(64) 4-amuHO-7-(TpeT-0yTHIT)-N-(5-(MeToKCMMe TN )- | H-rtupa3o:1-3-un)-7H-mupposo| 2,3-
d]mupumuanH-5-kapOokcamMus (CoeIlMHeHne puMmepa 64);

(65) 4-amrHO-N-(5-6pom- 1 H-nupazo:1-3-umn)-7-uzonponuii-7H-muppoio[ 2,3-d jnupuMuaiH-
5-kapbokcaMul (coeTMHEeHUe nmpumepa 65);

(66) 4-amuHO-N-(5-6pom-1H-mmupa3zo:mi-3-um)-7-(1-prop-2-mMetunmnponan-2-un)-7H-mupposio
[2,3-d]mupumMuanH-5-KapOokcaMu (CoequHeHHe TpuMepa 66);

(67) 4-amuno-N-(5-6pom-1H-ntupazon-3-un)-7-(1-metunuukiaonponuni)-7H-upposo[2,3-
dmupumuanH-5-kapOokcamMu (coearHeHue mpumepa 67);

(68) 4-amuno-N-(5-metusi- | H-mupazon-3-u)-7-(1-metunuukiio0ytui)-7H-iupporio[2,3-
dmupumuanH-5-kapOokcaMu (CoeIMHeHne TpuMepa 68);

(69) 4-amunO-7-1KII00Y TUIT-N-(5-MeTwi- | H-nupazon-3-un)-7H-mppoiio[ 2,3-d [muprumMunH-
5-kapbokcaMul (coeTMHEeHUe mpumepa 69);

(70) 4-amuno-N-(5-metui- 1 H-tupa3zoii-3-ui)-7-(TpeT-neHTuin)-7H-nupposo[ 2,3-d]
MMPUMUINH-5-KapOokcaMu (coeaquHenue rpumepa 70);

(71) 4-amuno-7-(6uiukio[2.2. 1 rentan-2-ui)-N-(5-meTui- 1 H-mupazon-3-um)-7H-iupposio
[2,3-d]nupumuivH-5-kapookcamu (coeauHeHue npumepa 71);

(73) 4-amuno-7-(TpeT-0yTIi)-6-MeTUi-N-(3-MeTui- 1 H-nupazon-5-umn)-7H-muppoio[2,3-
d]mupumuann-5-kapbokcamu (coequHeHue mpumepa 73);

(74) 7-([1,1'-6u(uuksionpornan) |- 1-ui)-4-amuHo-N-(5-meTuit- | H-nupazos-3-un)-7H-nimpporio
[2,3-d]mupumMuanH-5-kapOokcaMua (CoequHeHre puMepa 74);

(75) 4-ammHO-6-x310p-N-(5-MeTmit- | H-upazoin-3-ui)-7-( 1 -metunuukiionponui)-7H-nmupposo
[2,3-d]mupumMunH-5-kapOokcamMu (coequHeHre mpumepa 75);

(76) 4-amuno0-6-6poM-N-(5-meTui- 1 H-upa3zoir-3-ui)-7-(1-MeTuamKIomponn)-7H-
nupposo[2,3-d[mupumMuanH-5-kapObokcamu (coequHeHue npumMepa 76);

(77) 4-amuHo-6-MeTOKCU-N-(5-MeTui- 1 H-rmpazon-3-un)-7-(1-metunuukinonponui)-7H-
nuppoJio2,3-dJnupumMuauH-5-kapbokcaMul (CoeTMHeHue nmpumepa 77);

(78) 4-amuno-6-x10p-7-(1-pTOp-2-MeTHIIPOTIaH-2-1)-N-(5-MeTui- 1 H-nmupazon-3-u)-
TH-nuppoino[2,3-d[nupuMuanH-5-kapOokcamMul (coeauHeHue rpumepa 78);

(79) 4-amuHO-6-(3-ruapOKCU-3-MeTUI- 1 -0y ThH- 1 -1i1)-N-(5-Metui- 1 H-mupazon-3-um)-7-(1-
METUIIIMKITIONTponn)-7H-tmupporo[ 2,3-d [mupumMuanH-5-kapookcamMu (CoeTMHEHHE TpuMepa
79);

(80) 4-amuno-N-(5-metui- 1 H-tupazoi1-3-uit)-7-(1-MeTUIIUK IO TP OITNAIT ) -6-(MUPUAUH-3-
WI3TUHWN)-7H-tupposo[2,3-dmupuMuinn-5-kapookcamu (coeauHenre nmpumepa 80);

(81) 4-amMmuHO-6-((1-ruAPOKCULIMKIONEHTUIT)3TUHMI )-N-(5-MmeTtuii- | H-iupazon-3-umn)-7-(1-
METWILUKJIONponui)-7H-tuppoo[2,3-dJnupumuann-5-kapookcaMu/l (COeIMHEHUE ITpUMepa
81);

(82) 4-amuno-6-((1-meTui- 1 H-mmpazon-4-ui)3tuaun )-N-(5-metui- 1 H-nupa3oii-3-umn)-7-
(1-meTrnumkinonponun)-7H-muppo:o[ 2,3-dJnupuMuanH-5-kapOooKkcamMuI (COEAUHEHHE ITPUMEPA
82);

(83) 4-amnHO-6-((1-meTrn- 1 H-umuaa3zoi-5-wi)3tunui)-N-(5-metwi- 1 H-impa3oi-3-wui)-7-
(1-meTrnumknonponuin)-7H-muppo:o[2,3-dJnupuMuanH-5-kapOookcamMuI (COeAUHEHHE ITPUMEpPA
83);

(84) 4-amuHO-N-(5-meTwi1- 1 H-mupazoir-3-uin)-7-( 1 -MeTHIIIMKI0T poTiviT)-6-(3-MOph OTMHO-
1-iponuH-1-un)-7H-ttupposo[2,3-d |mupumMuanH-5-kapookcamu (CoeTMHEHUE TpuMepa 84);

(85) 4-ammrHO-6-(3-(1-TUIPOKCUIMKITIOOY THIT)- | -propyne)-N-(5-metuin- | H-nupazon-3-u)-
7-(1-meTunuukionponun)-7H-muppoio[2,3-d JnupumMuauH-5-kapookcaMul (COeTMHEHUE
nmpumepa 85);

(86) 4-amuHO-N-(5-metuii- 1 H-iupa3o:1-3-ui1)-7-( 1 -MeTUIIIUMK IO PO ) -6-((TeTparuapo-
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2H-mmmpan-4-un)3tuaun)-7H-mupposio[ 2,3-d [mupuMuauH-5-kapOokcaMu 1 (CoeAMHEHUE TTpUMepa
86);

(87) 4-amuno-N-(5-metuii- 1 H-iupazoi-3-ui)-6-((1-metun- | H-nmupazon-3-umn)3TUHWI)- 7 -
(1-meTrnumknonponuin)-7H-muppo:no[2,3-dJnupuMuanH-5-kapOooKcamMu I (COEAMHEHHUE IIPUMEPA
87);

(88) 4-amuHO-6-(MMU1a30[ 1,2-b]mpuaaszu-3-widTuHUI)-N-(5-metui- 1 H-nupazoii-3-umn)-
7-(1-meTwnuukionponun)-7H-nmuppoiio[ 2,3-dJnupumMuauH-5-kapbokcaMul (COeTMHEHUE
nmpumepa 88);

(89) 4-amuHO0-6-3T0KCHU-N-(5-MeTuiT- | H-tupazon-3-umn)-7-(1-metungukiionponun)-7H-
nuppoio[2,3-dJnupumMuauH-5-kapbokcaMu (CoeTuHeHue mpumepa 89); u

(90) (R)-4-amuno-N-(5-metun- 1 H-impa3zoun-3-uin)-7-(1-MeTHIIUKIO PO )-6-(
(TerparuapodypaH-2-un)MeTokcn)-7H-nuppoiio[2,3-dJnupuMuanH-5-kapOokcaMug
(coequnenue npumepa 90).

[0259]

Bbonee npeanouturensubiMu npuMepamu Coenunenus (I') sIBISIOTCS ClieayoIIMe:

[35]

(27) 4-amuHo-1-(6uuk0[2.2.1renran-2-un)-N-(5-metus- | H-nmupazon-3-un)- 1 H-mupaszosio
[3,4-d]mupumMuanH-3-KapOokcaMu (CoequHeHre TpuMepa 27);

(34) 4-amuno-1-(tpeT-6yTuin)-N-(5-metui- 1 H-mupa3zon-3-un)- 1 H-nmupazosol 3,4-d]
MMUPUMMIUH-3-KapOoKcaMul (CoequHeHre mpumMepa 34);

(45) 4-amuHO-7-nu30onponui-N-(5-metuit- 1 H-nupaszon-3-un)-7H-nmupposto[ 2,3-d mupumu ivH-
5-kapbokcaMul (CoeTMHEHUE mpumepa 45);

(48) 4-amuno-7-(TpeT-0yTui)-N-(5-metui- 1 H-upaszon-3-un)-7H-nmuppoo[2,3-d]
MMPUMUIMH-5-KapOoKcaMul (CoequHEHUe IpuMepa 48);

(50) 4-amuno-7-(1-prop-2-MeTunmponaH-2-ui)-N-(5-metui- 1 H-mupazon-3-un)-7H-mupporio
[2,3-d]nmupumuuH-5-kapookcamu (coequHenue npumepa 50);

(51) 4-amuno-N-(5-metui- 1 H-mmpaszon-3-ui)-7-(1-metunuuksionponun)-7H-iupposno[ 2, 3-
d]mupumuane-S-kapbokcamuy (coequHeHue nmpumepa S1);

(52) 4-amuno-7-(2-uukiionponuinponaH-2-ui)-N-(5-metun- 1 H-mupazos-3-wn)-7H-upposio
[2,3-d]mupumMuanH-5-KapOokcaMu (CoequHEHME TpuMepa 52);

(65) 4-amunH0-N-(5-0pom-1H-nupazo:1-3-un)-7-uzonponusi-7H-nuppoiio[ 2,3-d JnupumMuiuH-
5-kapbokcaMu (CoeTMHEHUE mpuMepa 65);

(68) 4-amuno-N-(5-metusi- | H-mupazon-3-u)-7-(1-metunuukiio0ytui)-7H-iupporio[2,3-
dmupumuanH-5-kapOokcaMu (CoeIMHeHne puMepa 68);

(71) 4-amuno-7-(0unukIio[2.2. 1 renran-2-ui)-N-(5-metui- 1 H-nupazon-3-un)-7H-nmupposio
[2,3-d]mupumuuH-5-kapOokcamu (coequHeHre mpumepa 71);

(79) 4-amuHO-6-(3-ruApPOKCU-3-MeTUI- 1 -0y THH- 1 -111)-N-(5-MeTui- 1 H-mupazon-3-um)-7-(1-
METWILMKIIONTponni)-7H-mmppoio[2,3-d [nupumMuanH-5-kapookcamMu i (COeMHEHHUE TpUMepa
79);

(80) 4-amuHO-N-(5-metuit- 1 H-iupa30:1-3-uit)-7-( 1 -ME TUIIHUMKIIO PO ) -6- (MU PU AU H-3-
WidTUHWN)-7H-ttupposo[2,3-d mupumMuaun-5-kapookcamu (coeauHeHre mpumMepa 80);

(81) 4-amuHO-6-((1-rUAPOKCULMKITOTIEHTHIT)3TUHIIT )-N-(5-MeTu1- | H-mupazos-3-umn)-7-(1-
METWILMKIIONponni)-7H-mmppodo[2,3-d [nupuMuanH-5-kapookcamMul (COeMHEHHE ITpUMepa
81);

(82) 4-amuuO0-6-((1-metmn-1H-nmupaszoin-4-wi)3tunnin)-N-(5-metun- 1 H-mpa3oi-3-wi)-7-
(1-meTummkIonpornui)-7H-mmpposio| 2,3-d mupuMuanH-5-kapOoKkcaMu/I (COeTMHEHHUE TTPUMepPa
82);

(83) 4-amunHO0-6-((1-meTrn- 1 H-umuaazon-5-wi)3tunuin)-N-(5-metwi- 1 H-iupa3o-3-ui)-7-
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(1-meTummksonporui)-7H-iuppo:no[ 2,3-dJmupumMuanH-5-kapOokcaMu/l (COeAMHEHHUE ITpUMepa
83);

(84) 4-amuno-N-(5-MeTui- 1 H-tupazo:-3-ui)-7-(1-Me TUIIMKIOPOTIHII )-6-(3-MO P OJTMHO-
1-niponuH- 1-u)-7H-tupposo[2,3-dJmupumuaus-S-kapOokcaMul (CoeaMHeHue npumepa 84);
"

(85) 4-amuHO-6-(3-(1-TUIPOKCUIMKITIOOY THIT)- | -propyne)-N-(5-metuin- | H-upazon-3-ui)-
7-(1-meTwnuukionponun)-7H-nmuppoiio[ 2,3-dJnupumMuauH-5-kapbokcaMul (COeTMHEHUE
npumepa 85).

Ewe 60mee npeanouturenbHbiMu ipuMmepamu Coenuuenust (1) ssBIsSItoTCS clieayromue:

[36]

(34) 4-amuno-1-(tpeT-0yTui)-N-(5-metun- 1 H-upa3zon-3-un)- 1 H-nmupazosol 3,4-d]
MUPUMMIUH-3-KapOoKkcaMul (CoequHEHUe mpuMepa 34);

(48) 4-amuno-7-(tpeT-0yTHi)-N-(5-metun- 1 H-mupa3zon-3-un)-7H-mupposao[2,3-d]
MMPUMUIMH-5-KapOoKcaMul (COeaMHEHUE ITpuMepa 48);

(50) 4-amuno-7-(1-prop-2-MeTunmponaH-2-un)-N-(5-metui- 1 H-nupazon-3-un)-7H-mupporio
[2,3-d]mupuMuauH-5-kapobokcamua (coenruenue npumepa 50);

(51) 4-amuno-N-(5-metun- 1 H-nmupazoi-3-umn)-7-(1-metunuukaonponui)-7H-nmuppoio[2,3-
dmupumuanH-5-kapOokcamMu (coeuHeHue mpumepa 51); u

(52) 4-amunHo-7-(2-umkItonponuinponaH-2-ui)-N-(5-metun- 1 H-mupazos-3-wn)-7H-upposo
[2,3-d]mupuMuanH-5-kapOokcaMu 1 (COeAMHEHUE TpuMepa 52).

[0260]

Kpowme Toro, HacTosiee nu3oopereHue odecrneurnBaeT MHruouTop RET, BrItoUaronui
COE/IMHEHHUE UJTH €TO COJIb B COOTBETCTBHH C JIFOOBIM M3 YHKTOB [19] - [36] B kauecTBe
AKTUBHOI'O MHIPEAUCHTA.

[0261]

Kpome Toro, HacTosee n3oopeTeHre odecreunBaeT hapMareBTUIECKY0 KOMITO3HUIIUIO,
BKJTFOYAIOIIYIO COSIMHEHUE UITH €T'0 COJIb B COOTBETCTBUM C JTIOOBIM U3 IMYHKTOB [19] - [36].

[0262]

Kpowme Toro, HacTosiee u3o0pereHue odbecrneunBaeT papMalneBTUUECKYI0 KOMITO3ZUIUIO,
BKJTFOYATOIIYIO COSIUHEHNE UIIK €T0 COJIb B COOTBETCTBHUH C JIFOOBIM U3 MYHKTOB [19] - [36],
IIPY 3TOM (papMaleBTUUECKA st KOMITO3UIUS ITPEIOTBPAIIACT WJIH JICUUT 3a00JIeBaHUE, KOTOPOE
MOJKHO JICUUTh ITyTeM HHruoupoBanus RET.

[0263]

Kpowme Toro, HacTosiee n3o0peTeHre odecrneurBaeT MPOTUBOOITYXOJIEBOE CPEICTRBO,
BKJTIOUAIOIIIEE COESIMHEHUE UITU €T0 COJIb B COOTBETCTBUU C JIIOOBIM M3 ITYHKTOB [19] - [36].

[0264]

Kpowme Toro, Hacrosiee n3o0peTeHre odecrneurBaeT MPOTUBOOITYX0JIEBOE CPEICTRBO,
BKJIFOYAIOIIIEE COEIMHEHUE WUJTU €T0 COJIb B COOTBETCTBUU C JIFOOBIM U3 TyHKTOB [19] - [36],
IIPU 3TOM IIPOTUBOOIYXOJIEBOE CPEACTBO JICUUT 3JTOKAYECTBEHHYIO OITYXO0JIb C MOBBIIIEHHOMN
aktuBauuen RET.

[0265]

Kpowme Toro, HacTosIee n3o0peTeHre odecreurnBaeT COeAUHEHNE UITH €r0 COJIb B
COOTBETCTBHH C JTFOOBIM U3 ITyHKTOB [ 19] - [36] 115 MpuMeHeHUsT B TPO(PMITAKTHKE UITH JICUCHUH
3JI0KA4E€CTBEHHOM OIYyXOJIU.

[0266]

Kpowme Toro, HacTosiee n3o0pereHre odecreurnBaeT COeMHEHNE UITU €r0 COJTh B
COOTBETCTBUH C JTIOOBIM U3 ITyHKTOB [19] - [36] 17151 mpuMeHeHUst B TPO(PUIIAKTHKE WU JICUSHUN
3JI0KAYECTBEHHOM OITyXOJIH, /i€ 3JI0KAUeCTBEHHAs OIyXOJIb IIPEACTaBIsIeT COOOM
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3JIOKAYECTBEHHYIO OITYXOJIb C IOBBIIIEHHON akTuBanuen RET.

[0267]

Kpowme Toro, HacTos1ee n3o0peTeHre odecreurBaeT MPUMEHEHHUE COCTUHEHMS UITH €r0
COJIY B COOTBETCTBUH C JIIOOBIM U3 ITYHKTOB [19] - [36] 1151 11OJIy4eHUs: HPOTUBOOITYXOJIEBOTO
cpeJcTBa.

[0268]

Kpowme Toro, HacTositiee u3o0OpereHre odecrneurBaeT NPUMEHEHUE COSTMHEHUS UITU €r0
COJIM B COOTBETCTBHH C JTFOOBIM M3 ITYHKTOB [19] - [36] 1115 1TOJTyYeHUsI TPOTUBOOITYXOJIEBOTO
CpEICTBA, IIPU 3TOM ITPOTHUBOOITYXOJIEBOE CPEICTBO MPEICTABISET COOOI MPOTUBOOITYXOJIEBOE
CPEeJICTBO JIJIs1 JICUEHUS 3JI0KAYECTBEHHOM OITyXOJIM C MOBBIIIEHHON akTuBanueil RET.

[0269]

Kpowme Toro, HacTosiiee u3o0peTeHre odecrneurnBaeT MPUMEHEHUE COSTMHEHUS UITU €ro
COJIM B COOTBETCTBHH C JTIOOBIM U3 ITYHKTOB [19] - [36] mis moamydyerus: uaruoutopa RET.

[0270]

Kpowme Toro, HacTosiee n3oopereHre odecrneurBaeT crocod a1t mpodUuIakTUKUA WU
JIEYEHU 3]I0KAYECTBEHHOU OIyXO0JIY, BKIIFOUYAIOIIMI BBEAEHUE MJIEKOITUTAOIIEMY COCTMHEHUS
WJIM €T0 COJIM B COOTBETCTBUM C JTIOOBIM U3 MyHKTOB [19] - [36].

[0271]

Kpowme Toro, Hactosimee n3o0peteHre odbecreunBaeT crnocod st mpoGUIaKTUKU UITH
JIeUEHHs 3]T0KaYeCTBEHHOM OTyXO0JI1, BKIIOYAIOIIMH BBEAECHUE MJIEKOIIUTAIOIIEMY COSTUMHEHUS
WJIM €70 COJIM B COOTBETCTBUH C JIIOOBIM U3 TyHKTOB [19] - [36], r1ie 3110KayecTBEHHAS OITyXO0J1b
MPEICTABIISIET COOOM 37T0KAYECTBEHHYIO OMyXO0JIb C MOBBIINIeHHOM akTuBanyed RET.

[0272]

Kpowme Toro, HacTosiee u3oopereHue odecrneunBaet crocod nHrubuponsanus RET,
BKJIIOYAIOIIMI BBEJIEHUE MJIEKOITUTAIOIIEMY COSAMHEHUS UIIU €TO COJIM B COOTBETCTBUM C
JIIOOBIM 13 MYHKTOB [19] - [36].

[0273]

Janee OyneT onmucaH crocod MOJIy4eHUsI COEAMHEHUS 10 HACTOSIIEMY U300 PETEHHUIO.

[0274]

Coenunenue (I) mo HacTosIIIeMy U300PETEHUIO MOXKHO MOJIYYUTh, HATIPUMED, CIOCOOaMU
MOJTyYeHUs], TPEICTABICHHBIMU HUXKE, UM CTIOCOOAMU, OTTMCAHHBIMU B ITpuMepax. CoeMHeHre
(I') mo HacTosIIeMY U300PETEHUIO TAKKE MOXKHO TTOIYUYHMTh TAKHUM K€ CITOCOOOM, KaK CIIoco0,
onuvcanHbid 11 nonyuenus: Coenunenus (I). Oqnako cnoco6 miist monyuenus: CoeTMHEHUM
(I) u (I') HE OorpaHUUMBAETCA 3TUMU IIPUMEPAMU PEAKLIUNA.

[0275]
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Cnoco6 nony4veHus 1

R? Ct o
Ly
¢ O RZNH, (RE1)
N NN\ _gs
NS — RY ——— | R
"\ Z Ctaans 1 kN/ N Cranusa 2 NZ TN
N" Cl R?
(AA) (BB) (CC)
NH
NH3 NN
l P N RS
Cragua 3 N TN
R2
(DD)
[0276]
rne L npencrasiser cobol yaaisieMyro rpyIimy, u R? uR> nmeror 3Hauenys, onpe/IeIICHHbIC
BBIIIIC.
[0277]
Cragus 1

Ha 3Toi1 cragum ocyIecTBIISIOT CUHTE3 COSAMHEHUS, TTpeAcTaBiIeHHOTO hopmyoit (BB),
U3 COCIMHEHUS, TIPEICTaBIIEHHOTO (hopMynoit (AA).

[0278]

Cranuio 1 ocylIecTBISIIOT € UCIIOJIb30BAHUEM AaMUHO-COE/IMHEHMUS, TPEICTABICHHOT O
dbopmynoii (RE1), wim ero conu B komuectse 0,5-5 Mok, ipeanoutuTenbHo 0,9-1,5 Mob,
Ha MOJIb COeIMHEHMUSI, MPEJICTaBICHHOTO opMmyioli (AA).

[0279]

[Tpumepbl OCHOBaHMI BKITIOUAIOT HEOPraHUYECKUE OCHOBAHMUSI, TAKUE KaK THAPOKapOOHAT
HaTpusl, KapOOHAT HATPUs, KapOOHAT Kajusl, KapOOHAT LE3Usl, TUAPOKCU]T IE3UsI, TUIAPU
HATPUSA U TUAPU KAJIUsl; U OPraHUYECKUE AMUHBI, TAKKUE KaK TPUMETUIAMUH, TPUITUIIAMUH,
TPUIPONUIIAMUH, TUM30TTPONIITUIAMUH, N-MeTuIMopdouH, nupuaut, 4-(N,N-
JIUMETUIIAMUHO ) TUPUJIMH, TYTUJIUH U KOJUTUIUH. KOJIMYeCcTBO UCIOIBb3yeMOTO0 OCHOBAHUS
cocraBiisieT 1-100 Mok, mpeAnoYTUTENIbHO 1-10 MOJIb, HA MOJIb COEIMHEHUS, ITPEACTABIIECHHOT' O
dbopmynoit (AA). AMUHO-COETMHEHUE MOKHO TTOJIYIUTh OT KOMMEPUECKHUX MOCTABIIUKOB
WJIA MO>KHO TMOJTYUUTh U3BECTHBIM cloco0oM. Kpome Toro, peaxiuio MOKHO TPOMOTUPOBATh
IyTeM J00aBJIEHUS] KUCTIOTHI B TPOLECCE PEAKIUU, €CIIU HE0OXoauMo. [TpuMepsl KUCIoT
BKJIIOYAIOT MYyPaBbUHYIO KUCIIOTY, YKCYCHYIO KHUCIIOTY, XJIOPUCTOBOLOPOIHYIO KUCIIOTY,
dhochopHyro kucnoTy u T.11. Mcronp3yeMoe KOIU4ecTBO KUCIIOTHI cocTaBiseT 1-100 MoJb,
MPEAITOYTUTEIIBHO 1-5 MOJIb, HA MOJIb COEAMHEHMSI, TIPEACTABICHHOTO (hopmyitoit (AA).

[0280]

B kaudectBe pacTBOpUTEIS, UCIIOJIB3YEMOI'0 B PEAKIIMU, MOXKHO UCIIOJIb30BATh JTI000
PACTBOPUTEIND, KOTOPBIA HE OKA3bIBAET HEFATUBHOTO BIMSHUS Ha peakuuto. [Ipumepsl
PACTBOPUTEISA BKIIFOUAIOT CIIMPTHI (HAIIPUMEP, METAHOJI M ITAHOIT), YTIIEBOIOPO/IbI (HATIPUMED,
OEH30J1, TOJIYOJI U KCUJIOJ ), TAaJIOT€HUPOBAHHBIE YTIIEBOAOPOABI (HAIPUMED, METUIICHXIOPUI,
xjmopodopM U 1,2-AuxXJI0p3TaH), HUTPUIIBI (HAITPUMED, alleTOHUTPUIT), TPOCTHIE 3(UPHI
(HaTpuMep, TMMETOKCUATAH U TeTparuapodypaH), arpoTOHHBIE TOJISIPHBIC PACTBOPUTEITH
(manpumep, N,N-nmumeTunpopMamu, IMMETUICYIbPOKCU U rekcameTuiipochopamun),
BOAY U UX CMECH.

[0281]
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Bpewms peakiuu Bapsupyetces B mpeaenax 0,1-100 yacos, npeanoututenbHo 0,5-48 yacos.
Temnepatypa peakuuu Bappupyercs B npenenax 0-120°C, npennoururensHo 50-120°C.

[0282]

[TomyyenHoe TakuM 0O6pa30M coeMHEHHE, TIpeacTaBiieHHOe hopmyoii (BB), MoxHO
MOJIBEPTHYTH CIEAYIOIEH CTaIuu TOCIEe, UK 06€3, BbIJIEJICHUS U OYMCTKU U3BECTHBIMU
crocobaMu pas3esieHus U OYUCTKH, TAKUMU KaK KOHIEHTPUPOBAHUE, KOHIIEHTPUPOBAHHUE B
BaKyyMe, KpUCTAJUIM3aLusl, SKCTPAKIUSI pACTBOPUTEIIEM, IOBTOPHOE OCAXKICHUE U
xpoMmaTorpadus.

[0283]

Cranus 2

Ha sToit craanu ocyiecTBIsSIOT CUHTE3 COeAUHEHMS], TIpeAcTaBieHHoTo (hopmyioi (CC),
U3 COeJIMHEHUS, MpeIcTaBlIeHHOro hopmyoii (BB).

[0284]

Craauio 2 OCyHIECTBIISIIOT C UCTIOJIb30BAHUEM TaJIOTEHUPYIOIIETO PeareHTa B KOJIMYECTBE
1-10 MOJIb, MPEAMOYTUTEIBHO 1-5 MOJIb, HA MOJIb COEIMHEHUS, MTPEICTABIIEHHOTO (hopMyIoi
(BB).

[0285]

[TpuMepbl raIorTeHUPYIONIMX PEATEHTOB BKIIOUAIOT N-UOJICYKIUMHUMU/I, N-
OpOMCYKIIMHUMUT, N-XJIOPCYKIIMHUMUI, U0, OpoM U T.11. IcoIb3yeMblil B peakiuu
PaCTBOPUTEIIb KOHKPETHO HE OT PAHUYMBAETCSI, U MOYKHO HUCIIOJIb30BATh JIFOOOM PACTBOPUTEID,
KOTOPBIN HE OKA3bIBAE€T HEFATUBHOT'O BIIMSHUS Ha peakuuto. [Ipumepsr pactBopurens
BKJIIOUAIOT TOJIYOJI, O€H3071, TeTparuapodypat, 1,4-nuokcan, iuMeTuiipopmMaMu,
TuMeTuIaneTaMu, N-MEeTUIMUPPOTIUANHOH, TUMETUIICYTL(OKCUIT U UX CMECH.

[0286]

[Tpumeps! ynansieMmol TpyIiibl, MpeacTaBIeHHON Kak L, BKIIIOYAIOT XJIOp, OpOoM, U0 U

T.IL.

[0287]

Temnepatypa peakuuu, Kak IpaBUIIO, BAPbUPYETCs B Iipeaenax oT -78 go 200°C,
npeanoutuTenbHo 0-50°C. Bpems peakuuu, Kak IpaBWIo, BAPBUPYETCS B Ipeaeaax oT 5
MMHYT A0 6 THEH, NPEANOYTUTEIbHO OT 10 MUHYT 00 3 THEH.

[0288]

[TomryueHHoOE TakuM 00pa3oM coeMHeHue, peacTaBieHHoe hopmyroit (CC), MOKHO
MOJIBEPTHYTH CIIEIYIOIEH CTaIuu TOCIe, UK O€3, BBIIEIECHUS! U OUUCTKU U3BECTHBIMU
crioco0aMu pas3fieJIeHUs U OYUCTKU, TAKUMHU KaK KOHIEHTPUPOBAHUE, KOHIEHTPUPOBAHUE B
BAKyyMe, KpUCTAJIIM3alUsl, SKCTPAKIUS pAaCTBOPUTEIIEM, IIOBTOPHOE OCAKIAEHUE U
xpomartorpadusi.

[0289]

Cranus 3

Ha sToii cTagny moydaroT coequHenune, mpencraBieHnoe Ggopmysoii (DD), mytem
B3aMMO/ICHCTBUS COeIMHEH U, ITpeicTaBiaeHHOoro ¢popmyitoit (CC), c aMMHUAKOM WJTK €T0
conbto. KonmuecTBo aMMUaKka Uil €ro COJIM, UCIIOJIb3YEMbIX Ha 3TON CTaAUU, KaK IIPaBUJIO,
COCTABJISIET OT 3KBUMOJISIPHOT'O J10 U30BITOYHOTO MOJIIPHOTO KOJIMUECTBA HA MOJIb
coeMHeHus, TipecTaBiieHHoro hopmysioi (CC).

[0290]

Hcnonb3yemblil B peakiuu pacTBOPUTEIb KOHKPETHO HE OTPAHUYMBAETCS, U MOKHO
UCTIONIb30BAThH JII0OOOM PACTBOPHUTENb, KOTOPBIN HE OKA3BIBAET HETATUBHOTO BIUSHUS HA
peaxkuuto. [ IpuMepsl pacTBOPUTEIS BKITFOYAIOT BOAY, METAHOJI, 3TAHOJ, U30IIPONIAHOJ, TPET-
OyTUJIOBBIN CIIUPT, TeTparuapodypan, 1,4-muokcan, numetunpopmamu, N-
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METUITTUPPOJIUIOH, 1,2-AMMETOKCUITAH, TUMETHIICYIH(GOKCHUIT U UX CMECH.

[0291]

TemnepaTypa peakuuu, Kak IpaBuio, Bapbupyercs B ipeaenax 0-200°C, mpeanoYTUTEIbHO
OT KOMHaTHOM Temriepatypsl 10 150°C. Bpems peakuyu, Kak IpaBUiIo, BAPbUPYETCS B
npeaenax oT S MUHYT 10 7 JTHEH, MPpeAnouTUTeIbHO OT 30 MUHYT 10 48 4acoB.

[0292]

[ToryueHHOE TakUM 00pa3OM CoeTMHEHKE, TpeAcTaBiIeHHoe hopmyioit (DD), MoXHO
MOJIBEPTHYTH CIIEIYIOIIEH CTaIUu TOCIIe, UK 0€3, BBIIEIEHUS! U OUUCTKU U3BECTHBIMU
crocobaMu pas3fesieHrs U OYUCTKH, TAKUMHU KaK KOHUEHTPUPOBAHUE, KOHLIEHTPUPOBAHHUE B
BaKyyMe, KpUCTAJUIM3aLUs, SKCTPAKLUS PACTBOPUTEIIEM, IIOBTOPHOE OCAXKIECHUE U
xpomaTtorpadusi.

[0293]

Cnocob nonyyeHuns 2

RZL 1
cl Ly wnm2 w h L1 NHz
NI R2OH (V) N&\ N\ NH3 N‘k\ N
L NTTN, NT N
N u Cranus 4 R2 Craana 5 R2
(EE) (FF) (GG)
[0294]

rae Ly u L, kaxaslil nmpeacTaBisieT coOoit yaaisieMyro rpymiy, u R? nmeer 3HAYECHUE,

OIIPEJIEIICHHOE BBILIIE.

[0295]

Cranus 4

Ha sToit craguu moydaroT coeiMHeHue, mpeacrasieHHoe Gpopmynoit (FF), ¢
UCIOJIb30BAHUEM COEIMHEHUS, TIpeicTaBiieHHOoro ¢popmynoit (EE), u coennHenus,
npeactasieHHoro Gopmyron (1) umu (IV).

[0296]

Korpaa coenunenue, npeacrasienHoe popmysnoit (1), ucnonb3yroT B KauecTBe
AJKWIMPYIOIIETO peareHTa, CoeIMHeHNe, mpeacTaBieHnoe popmyoii (FF), MOXHO MOTyIuTh
B MpUCYTCTBUM ocHOBaHUs. B ¢popmyne (III) L, mpencrasiser coboit yaaiaseMyto rpyIiy,

TaKyIo KakK XJiop, 0pom, uoj1, 3pup MeTaHCYIb(POHOBOMN KUCIOTHI WU PUP TI-
TOJIYOJICYIH(OHOBOM KUCIOTHI; U €€ MOXKHO MOIYYUTHh OT KOMMEPUECKUX MTOCTABIIUKOB UJIH
MO>KHO MOJIYYUTh U3BECTHBIM cIOCOOOM. KOJIMYECTBO UCTIONIB3YEMOT'O COEAUHEHMS,
npeactasiieHHoro Gopmyioit (IIT), cocrapmsieT 1-10 MOJIb, IPEANOYTUTENBHO 1-5 MOJIb, HA
MOJIb COEIMHEHUS, TIpeAcTaBlieHHOTO (hopmyoii (EE).

[0297]

ITpumepbl oCHOBaHWH BKIIOUAIOT HEOPraHUUECKUE OCHOBAHUSI, TAKUE KaK TUAPOKApOOHAT
HATpUsl, KapOOHAT HATPUS, KAPOOHAT Kallus, KapOOHAT LEe3Usl, TUIPOKCU]T LIE3Usl, TUIAPH]L
HATPUS U TUAPUI KAJIWs; U OPTaHUYECKUE AMUHbI, TAKME KAaK TPUMETWIAMUH, TPUITUIIAMUH,
TPUITPOTIUIIAMUH, TUA30MTPONMIIITUIIAMUH, N-MeTUIMO PG OJIMH, TUPUAUH, 4-(N,N-
JMMETWIAMUHO )[IMPUJIMH, TyTUIUH U KOJUTMANH. KoJIMuecTBO NCIIOIb3yeMOr0 OCHOBAHUS
cocrassieT 1-100 MoJIb, MpearnouTUTeTbHO 2-10 MOJTb, HA MOJIb CO€JTMHEHUS, ITPEACTABICHHOTO
dbopmynoii (EE).

[0298]

[Tpumepsr pactBopurens BkirodaroT N,N-qumerundopmamun, N,N-1umeTraneraMmui,
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JUMeTHIICYIb(oKcua, TeTparuapodypan, 1,4-quokcaH, N-MEeTUITUPPOIUIUH-2-0H,
AUETOHUTPWII U T.I. DTU PACTBOPUTEIN MOKHO UCIIOIB30BATh OTAEIIBHO UIIM B CMECH.

[0299]

Bpewms peakunu Bappupyercs B npeaenax 0,1-100 wacos, npeanoururensHo 0,5-24 yacos.
Temnepatypa peakuuu Bapbupyercs B npeaenax ot 0°C 1o teMnepaTtypsbl KUIIEHUS
pactBopuTend, npeanouyturesbHo oT 0 go 100°C.

[0300]

Korpaa coenunenue gpopmyisl (IV) UCIIONTB3YIOT B KAYECTBE ATKUIMPYIOIIETO peareHTa,
coeMHeHue, peacTaBiieHHoe (hopmynoii (FF), MOKHO ITOJTydUTh Yyepe3 peakiuo MuiyHoOy.
DTy CTaiuI0, KaK MPaBUII0, MOKHO OCYIIIECTBUTH U3BECTHBIM CITIOCOOOM, HAITPUMED, CITOCOOOM,
packpbITeiM B Chemical Reviews, Vol. 109, p. 2551 (2009). Hanpumep, 3Ty CTaJ IO MOXHO
OCYIIECTBUTH B IPUCYTCTBUU peareHTa MuiyHoOy 1 (pochmHOBOr0 peareHTa B pacTBOpUTEIE,
KOTOPBIN HE OKA3bIBAET HETATUBHOI'O BIIMSIHUSI HA PEAKLUIO. DTY CTA/IMIO, KaK IIPaBUIIO,
OCYIIECTBIISIOT C UCITOIB30BAHUEM COETMHEHMSI, TIpeicTaBIeHHoro Gpopmynoii (IV), B
KonmuecTBe 1-10 MOJIb, IPEANOYTUTENBHO 1-5 MOJIb, HA MOJIb COEAUHEHUS, TPEACTABIEHHOTO
dbopmynoii (EE).

[0301]

[Tpumeps! peareHTOoB MuUilyHOOy BKIIIOUAIOT IUATUIA30IMKApOOKCHIIAT,
JUU30IPONUIIa30AMKapOoKcHiIaT 1 T.11. KojimyecTBo UCob3yeMoro pearenta MuiyHoOy
cocrasiseT 1-10 MoJb, IPEANOYTUTENBHO 1-5 MOJIb, HA MOJIb COE/IMHEHHUS], TPEACTABIEHHOTO
dbopmynoii (EE).

[0302]

[Tpumepst pochrHOBBIX peareHTOB BKIIOYAIOT TpUdeHwIpochuH u TpudyTuidochuH.
KomnunuectBo ncnonb3yeMoro ¢pochruHOBOTO pearenra cocrasiser 1-10 MoJb,
MPEAMOYTUTEIBLHO 1-5 MOJIb, HA MOJIb COETMHEHMSI, ITpeAcTaBiaeHHOro popmynoit (EE).

[0303]

Hcnonb3yemblii B peakuu pacTBOPUTEIb KOHKPETHO HE OTPAHUYMBAETCS, U MOKHO
UCTIONIb30BATh JII0OOOM PACTBOPHUTENb, KOTOPBIN HE OKA3BIBAET HETATUBHOTO BIUSHUS HA
peakuuio. [Ipumepsl pacTBOpUTENS BKIIOUAIOT TOJYOII, O€H3011, TeTparuapodypa, 1,4-
JTIMOKCaH, TUMETUIhOpMaMU/I, TUMETHIIaeTaMu 1, N-MeTUIIIMUPPOTUANHOH,
JTMMETUJICYTH(OKCH/T U UX CMECH.

[0304]

Temnepatypa peakuuu, Kak IIpaBUIIo, BApbUpPYeETCs B Iipeaenax ot -78 mo 200°C,
npeanoutuTenbHo oT 0 1o 50°C. Bpems peakuuu, Kak MpaBUIO, BAPbUPYETCS B IIPEJEIaX OT
S MUHYT 110 3 AHEH, npeanoyTuTeabHo oT 10 munyT 10 10 yacos.

[0305]

[TonyuenHoe TakuMm o6pa3oM coeauHeHue, mpeacTaBieHHoe popmynoit (FF), MoxxHO
MOJIBEPTHYTh CIIEYIOLIEH CTaIUu MOCIIe, UK 0€3, BBIIETIEHUS! U OUUCTKU U3BECTHBIMU
crocob6aMu pas3fesieHus U OUUCTKH, TAKUMU KaK KOHLIEHTPUPOBAHUE, KOHIIEHTPUPOBAHHUE B
BaKyyMe, KpUCTAJIN3ALMS, IKCTPAKLUS PACTBOPUTEIIEM, IIOBTOPHOE OCAKICHUE U
xpoMmaTorpadus.

[0306]

Craaus 5

Ha sTott craguu nonydarot coeiMHeHue, npeacraBieHHoe popmyioii (GG), mytem
B3aUMOJICHCTBUS COEIMHEHUS, TTpeicTaBIeHHOTo hopmyrtoii (FF), c aMMUaKOM WJTH €T0 COJTBIO.
Hcnonp3yeMoe Ha 3TOi cTaAuK KOJIMYECTBO aMMHAKa WU €r0 COJIU, KaK IPaBUJIO, COCTABIISIET
OT 3KBUMOJISIPHOTO 710 U30BITOYHOTO MOJISIPHOTO KOJIMYECTBA HA MOJIb COETUHEHUS,
npeacTaBieHHOTO hopmyitoit (FF).
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[0307]

Hcnonb3yemblii B peakiii paCTBOPUTEIIb KOHKPETHO HE OTPAHUYMBAETCS, U MOKHO
UCIOJIb30BATh JIIOOON pacCTBOPUTENIb, KOTOPBINM HE OKA3bIBAET HErATUBHOTO BIIMSIHUS HA
peakuuto. [ IpuMepsl paCTBOPUTENIS BKJIIOUYAKOT BOLY, METAHOJI, 3TAHOJI, U30IIPOTNIAHOJI, TPET-
OyTUJIOBBIM CITUPT, TeTparuapodypaH, 1,4-AMokcaH, TumeTuIhpopMamu, 1,2-TMMETOKCUITAH,
N-MEeTUIIUPPOTUAOH, TUMETHUICYIH(OKCHUIT U UX CMECH.

[0308]

Temnepatypa peakiuu, Kak mpaBuio, Bapbupyercs B ipeaenax 0-200°C, mpeanoYTUTETLHO
OT KOMHaTHOM Temriepatypsl 10 150°C. Bpems peakumu, Kak IpaBUiIo, BAPbUPYETCS B
npeaenax oT S MUHYT 10 7 JTHEH, MPeAnouTUTeIbHO OT 30 MUHYT 10 24 4acoB.

[0309]

ITonyuenHoe TakuMm o6pa3oM coeuHeHue, mpeacTaBieHHoe popmyoit (GG), MOKHO
TOJIBEPTHYTH CIIEYIOIIEH CTaIUu TIOCIIe, UK 0€3, BhIIEIEHUS! 1 OUUCTKU U3BECTHBIMU
criocobaMu pasz/ieJIeHUs U OYUCTKU, TAKUMHU KaK KOHIEHTPUPOBAHUE, KOHIEHTPUPOBAHUE B
BAKyyMe, KpUCTAJIIU3alusl, 3KCTPAKIUS pAaCTBOPUTEIIEM, IOBTOPHOE OCAKIAEHUE U
xpomaTtorpadusi.

[0310]

Cnocob nony4eHusa 3

2.
Ry () )
NHp ) i 1
NS RZOH (V) NTYy
Il\ > N LN/ Nj
N H Ctagusa 6 R2
Q@ (WW)

[0311]
rae Ly u L, kaxaslil mpeacTaBisieT coOoit yaansieMyto rpymniy, u R? nmeer 3HAYEHUE,

OIIPEAEIIEHHOE BBIIIIE.

[0312]

Craaus 6

Ha sToit craguu moydaroT coeiMHeHue, mpeacraBieHHoe popmyront (WW), ¢
HCIIOJIb30BAHUEM COEIMHEHMS, ITpeicTaBiIeHHOTO popMmyoit (QQ), U coeauHEHNS,
npeacrasiaeHHoro ghopmyioi (III) umu (IV).

[0313]

Korna coenunenue, npeacrasieHHoe popmysnoi (I11), MCONMB3yIOT B KAYeCTBE
ATKWIIMPYIOIIETrO peareHTa, CoeAMHeHre, mpeacTasieHHoe popmyroii (WW), MOKHO OITyYHUTh
B NpucyTcTBUM ocHoBaHus. B popmyie (I1I) L, npeacraisier coOol yaanseMyro rpymnimy,

TaKyIo KakK XJiop, 0pom, o1, 3pup MeTaHCYIb(POHOBOMN KUCIOTHI WU U TI-
TOJTYOJICYTb()OHOBOM KUCIIOTHI; U €€ MOKHO TTOJIYYUTh OT KOMMEPUYECKUX TTOCTABIIMKOB WU
MOJHO TOJIYUUTh U3BECTHBIM crtocoboM. Mcrosnb3yemoe KOIMuecTBO COeAMHEHUS,
npeacraBieHHoro gopmyioi (III) cocrapmsieT 1-10 MOJIb, MPEANOYTUTENIBHO 1-5 MO, HA
MOJIb COEIMHEHUS, TIPpEACTaBIIEHHOTO hopmyroit (QQ).

[0314]

[Tpumepbl OCHOBaHMI BKITIOYAIOT HEOPTaHUUECKUE OCHOBAHUS, TAKUE KaK TUIPOKapOOHAT
HaTpusl, KapOoOHAT HATPUs, KapOOHAT KajIusl, KapOOHAT LE3Usl, TUAPOKCHU]T IE3UsI, TUIAPHUT
HATpUs Y TUIPUJI KaJlvs; U OPraHUUECKUE aMUHbI, TAKHE KaK TPUMETWIIAMUH, TPUITUIIAMUH,
TPUITPOITUIIAMHH, JUU30TIPONTMIATHIIAMUH, N-MeTUIMO P OoIuH, mupuauH, 4-(N,N-
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JMMETWIAMUHO )[IMPUJIMH, TyTUIUH U KOJUIMAUH. KoJIMuecTBO NCIOIb3yeMOro OCHOBAHUS
cocrasieT 1-100 MoJIb, pearnouTUTeTbHO 2-10 MOJTb, HA MOJIb CO€JTMHEHUS, ITPEACTABICHHOTO
dhopmynoit (QQ). ITpumepst pacTBopuTens BkiIroyaroT N,N-mumetruindopmamu, N,N-
JTUMETUIIANeTAMU]T, TUMETHIICYTB(OKCHT, TeTparuapodypaH, 1,4-nmuokcan, N-
METWJIMTMPPOIUINH-2-0H, AHETOHUTPUIT U T.II. DTU PACTBOPUTEIM MOXKHO UCITOJIb30BATh
OTJIEJIbHO WJIK B CMECH.

[0315]

Bpewms peakiuu Bapsupyetcs B mpeaenax 0,1-100 yacos, npeanoytutenbHo 0,5-24 yacos.
Temneparypa peakuyu Bapbupyetcs B mpenenax 0°C 1o TeMriepaTtypbl KUIIEHUS pACTBOPUTEIIS,
npeanoyturesibHo ot 0 1o 100°C.

[0316]

Korpna coenmunenue gpopmyitbel (IV) UCITOTB3YIOT B KAUECTBE ATKUIUPYIOIIETO pearcHTa,
coelMHeHue, TIpeacTaBiaeHHOe hopmyitoi (WW), MOJKHO ITOJTyUUTh Yyepe3 peakiyo MuUiyHooy.
DTy CTa/I1I0, KaK IMTPABUIIO, MOXKHO OCYIIECTBUTH U3BECTHBIM CITIOCOOOM, HAITPUMED, CIIOCOO0OM,
packpeIThiM B Chemical Reviews, Vol. 109, p. 2551 (2009). Hannpumep, 3Ty cTaauio MOKHO
OCYIIIECTBUTH B IIPUCYTCTBUU peareHTa MuiyHoOy u (pochHOBOTO peareHTa B paCTBOPUTEIIE,
KOTOPBIN HE OKa3bIBA€T HETATUBHOI'O BIIMSHUS HA PEaKIUI0. DTy CTA/IMIO, KaK ITPaBUIIO,
OCYIIECTBJISIOT C UCIIOJIb30BAHUEM COEIMHEHUS, TIpeAcTaBiieHHOro hopmyoit (IV), B
KosmyecTBe 1-10 MOJIb, MPEAITOUYTUTENBHO 1-5 MOJIb, HA MOJIb COEIMHEHUS, IPEACTABIEHHOTO
(opmyioit (QQ).

[0317]

[Tpumeps! peareHToB MuUIyHOOY BKIIIOYAIOT IUITUIIA30IUKAPOOKCHIIAT,
JTUU30TIPOTUIIA30AUKapOOKcHiIaT 1 T.11. KonyecTBO UCONb3yeMoro pearenta MuiyHoOy
cocraBisieT 1-10 MoJIb, MPEANIOUYTUTENBHO 1-5 MOJIb, HA MOJIb COEIMHEHMUS, TTPEICTABIIEHHOTO
dhopmynoit (QQ). ITpumeps! pochUHOBBIX peareHTOB BKIOUAIOT TpuderundochuH 1
TpubyTuindochun. KommaectBo ucnonaszyemMoro GochruHOBOTO peareHTa cocrasisier 1-10
MOJIb, PEAMOYTUTENIHHO 1-5 MOJIb, Ha MOJIb COeIMHEHUS, TIpeACcCTaBiIeHHOT0 (hopmyitor (QQ).

[0318]

HMcnonb3yemblii B peakiiii pacCTBOPUTENIb KOHKPETHO HE OTPAHUYMBAETCS, U MOKHO
UCIIOJIb30BATh JIFOOON PaCTBOPUTENIb, KOTOPBIM HE OKA3hIBAET HETATUBHOTO BIIMSIHUS HA
peakuro. [TpumMepsl pacTBOpUTEIS BKIIOUAIOT TOJYOII, OEH30J1, TeTparuapodypa, 1,4-
JIMOKCaH, TUMETUIhOpMaMu, TUMETHIIaleTaMu1, N-MeTUIIITUPPOTUAUHOH,
JTIUMETHUIICYTH(OKCHIT U UX CMECH.

[0319]

Temneparypa peakuuu, Kak IpaBUIIo, BAPbUPYETC B mipeaenax oT -78 go 200°C,
npeanoutuTeabHo oT 0 1o 50°C. BpeMmst peakuyu, Kak MpaBUiio, BAPbUPYETCA B IIPEAEIax OT
5 MUHYT 10 3 aHeu, npeanouTuresibHo oT 10 munyT 10 10 yacos.

[0320]

[ToyyeHHoe TakuM 06pa3oM coelMHeHue, ITpeAcTaBiieHHoe (hopmynoit (WW), MOXKHO
MOJIBEPTHYTh CIEAYIOUIEH CTa UK MOCIE, UK 0€3, BbIJIEICHUS U OUYUMCTKU U3BECTHBIMU
criocobaMu paszfieJieHHs U OYUMCTKU, TAKUMHU KaK KOHIIEHTPUPOBAHME, KOHIIECHTPUPOBAHUE B
BaKyyMe, KpUCTAJUIM3aLMsl, SKCTPAKLUUS PACTBOPUTEIIEM, IIOBTOPHOE OCAXKICHUE U
XpomaTtorpadusi.

[0321]
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Cnocob nonyyeHus 4

N NH2  coon
N7
le \/ \/X cnupT rMaponus l):(sx

gl > N ]
N N‘Rz Ctagua 7 R2
(HH) J)
[0322]
rae L mpeacrasisier coboM yaansieMyro TpyiLy, U R? 1 X UMeIOT 3HAYCHMS, OTIpe/IcTICHHbIE
BBIIIIC.
[0323]
Cragusg 7

Ha atoit cragum nomy4yaroT coeaMHeHue, peacTasieHHoe popmysioi (1)), myrem
B3aMMO/ICUCTBUS COEIMHEHUS, TIpeicTaBiieHHoro ¢hopmynoit (HH), B atmocdepe okcuma
yIJIEPOJIa, B IPUCYTCTBUU CIIUPTA, C UCIIOJIB30BAHUEM, HAIIPUMED, TTIEPEXOTHOTO METAILIA U,
HE00s3aTeIbHO, OCHOBAHUS, B PACTBOPUTEIIE, KOTOPBIN HE OKA3bIBA€T HETATUBHOT'O BIIUSHUS
Ha PEAKIHIO.

[0324]

Coenunenue, mpeacraBiaeHHoe popmyitoi (HH), MOXKHO TTOTYyYUTB ITyTEM OCYIIIECTBIICHUS
craauit 1-3, craauii 4 v 5 unM craauu 6 crocoda MoJIydeHusl, pACKPBITOTO B HACTOSIIIEH 3asBKe.

[0325]

Ha stoii craguu naBieHure okcuaa yriiepojia CoOCTaBiseT, Kak mpaBuiio, ot 1 at™ mo 10
aT™, IPEAIOYTUTENIBHO OT 1 aT™ 10 7 aTMm.

[0326]

KomnuecTBo HUCIOIB3yeMOro CIMPTOBOIO COSTMHEHMS COCTABIISET OT 1 10 M3OBITOUYHOTO
MOJISIPHOTO KOJIMYECTBA, MpeaAnoYTUTENbHO 1-200 MOJIb, HA MOJIb COCIMHEHUS,
npeacrasieHHoro ¢hopmyior (HH). ITpuMepsl cCHMPTOBBIX COEAMHEHUIM BKIIOUAIOT METAHOJ,
3TAHOJI, TPOMNAHOJ, U30IIPOIUIOBBIN CIIUPT, IUITUIAMUHOAITAHOJI, M300yTaHoJI, 4-(2-
THIPOKCUITHIT)MOP(DOIIHH, 3-MOPDOIMHOIIPOITAHO, U THIAMUHOIIPOIIAHO M T.II.

[0327]

[TpuMepsl kKaTamIM3aTOPOB HA OCHOBE MEPEXOIHBIX METAJIIOB, UCIIOJIb3YEMbIX Ha ITOU
CTaJIMH, BKJIIOUYAIOT MaJJIaJIMeBble KaTAIM3aTOPhI (HAIIPUMED, alleTaT Najuiajausi, TPUC
(OGeH3uTMIeHALIETOH )IuTnasuIaauii, ouc(Tpudenundocdun)namiaauii(ll) TUMxIopuI, KOMIUIEKC
1, 1-6uc(mudenmndocduno)deppoueH-namiaauii(ll) TMXITOpUI-TUXIIOPMETaH, YIIEPO
naJuiajui Ha yriepoje v T.1.). [Ipu Heo6XoaumMocCTH, 1OOABISIOT JIMTaH Il (HAIpUuMep,
TpudernndocduH, xantphos, Tpu-TpeT-OyTridochuH u T.4.). KommyectBo kaTtammsaropa Ha
OCHOBE [TIEPEX0/IHOTO METAJIJIa BAPbUPYETCS B 3aBUCUMOCTH OT TUIA KaTajau3zatopa. Hampumep,
KOJIMYECTBO UCIIOJIB3YEMOTO KaTaJIn3aTOpa HA OCHOBE MEPEXOJHOTO METAIIA COCTABIISIET,
kak npasuiio, 0,0001-1 mons, npeanouyturenbHo 0,001-0,5 MosIb, HA MOJIb COETMHEHUS,
npeacrasieHHoro gopmyioi (HH). KomuecTBo MCONIb3yeMOTo IMraHaa COCTABIISIET, KaK
npasuio, 0,000 1-4 monb, npeanoutuTeabHo 0,01-2 MOIb, HA MOJIb COEIMHEHUS],
npeacraBieHHoro ¢gopmyioi (HH).

[0328]

Kpowme Toro, MoxHO 100aBUTH OCHOBAHME B MIPOIIECCE PEAKIMH, TIPU HEOOXOTUMOCTH.
[TpuMepbl OCHOBaHMII BKJIIOUAIOT OPraHUUECKUE OCHOBAHUS, TAKUE KaK TPUITWIAMUH,
JIMU30TIPONUIIATUIIAMUH, TTIMPUIWH, JIYTUJIMH, KOJUIMIUH, 4-TUMETUJIAMUHOTIMPUINH, N-
MeTUIMOP()OIIH, TPeT-OyTUpAT KaJusl, TPET-OyTUpAT HATPUSI, METOKCUI HATPUSI, STOKCU/T
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HATpUsl, TEKCAMETUIIIUCUIIA3UL JIMTHS, TEKCAMETUIIANCUIIA3U]] HATPHUSI, TeKCAMETUIIAUCUITIA3U]]
Kajusl U OyTWIUIMTUH; U HEOPraHUYECKHME OCHOBAHMUSI, TAKUE KAK TMAPOKAPOOHAT HATPUS,
KapOOHAT HATPpHUsI, KapOOHAT Kallus, KapOOHAT LEe3usl, TUAPOKCU HATPUS U TUAPUJT HATPUS.
KomnuruecTBo UCIIONIb3yeEMOT0 OCHOBAHUS COCTABIISIET, KaK mpasuio, 0,1-50 MoJib,
MpearnouYTUTeNbHO 1-20 MOJIb, HA MOJIb COEMHEHMS, TIpeicTaBIeHHoro ¢hopmyioi (HH).

[0329]

Hcnonb3yemblii B peakuu pacTBOPUTEIb KOHKPETHO HE OTPAHUYMBAETCS, U MOKHO
UCIIOJIb30BATh JIIOOOW paCTBOPUTESIb, KOTOPBINM HE OKA3bIBAET HEFATUBHOTO BJIIMSIHUS HA
peakuuio. [Ipumepsl pacTBOpUTENSE BKIIOUAIOT YIII€BOJOPObI (HAIIPUMED, OEH30J1, TOIYOJI
Y KCUJIOJ ), HUTPWJIbI (HATIPUMED, AalleTOHUTPUI), TPOCThIE 3UPHI (HAITPUMED, IMMETOKCUITAH,
teTparuapodypan u 1,4-AM0KCaH), COUPTHI (HATTPUMED, METAHOJ U ATAHOJT), ATPOTOHHbBIE
MOJISIPHBIE PACTBOPUTENHN (HATIPUMED, TUMETUI(HOPMaMUI, TUMEeTUIaeTaMuI, N-
METUITTUPPOIMIMHOH, TUMETUIICYIb(POoKCcH U rekcameTuiipochopamut), BOIy U UX CMECH.
Bpewms peaknum Bapsupyercs B nipenenax 0,1-100 yacos, npeanouturensHo 0,5-24 gacos.
Temnepartypa peakuuu coctasisieT ot 0°C go 200°C, npeanouturenbHo ot 0 1o 150°C.

[0330]

Korna nocrne 3Toi peakiyy noiayyaroT CMeCh CII0KHOIPUPHON (hOPMbI, COOTBETCTBYIOIIEH
UCTIOJIb3YEMOMY CIHUPTY, U KapOOHOBOKHUCIOTHOT'O coeMHeHUsI (JJ), MOXKHO OCYyILIECTBUTh
peaKUMIo TUAPONIN3a U1l IPeoOPa30BAHUS ITOM CMECH B COEAUHEHME, ITPE/ICTABIEHHOE
dbopmynoit (JJ). T'uaponns ocyecTBIsIIOT ¢ UCTIOJIb30BaHUEM OCHOBaHUs. [1pumMepsl
OCHOBAHMI BKJIIOUAIOT OPTaHUYECKUE OCHOBAHUS, TAKUE KAK JUITUIIAMUH, JTUM30ITPOITMIIAMUH,
TpeT-0yTUpAT KaJusl, TPET-OyTUPAT HATPUSI, METOKCHU]T HATPUSI, ITOKCUJT HATPUS,
FEKCAaMETWIAUCUIIA3U] JINTHS], TEKCAMETUIILIMCUTIA3U HATPUS, TEKCAMETUIIIMCUIIA3U]L KAJIASL
Y Oy TUJUTUTHIA; U HEOPTaHUYECKUE OCHOBAHMSI, TAKUE KAK TUIPOKAPOOHAT HATPpHUS, KApOOHAT
HaTpUsl, KApOOHAT Kayusl, KApOOHAT LE3Usl, TUIPOKCU] HATPUSL, TUIPOKCU] KAJIHSI, TUIPOKCH]T
JIATUSL U TUAPOKCHUT KAJTbLIUSI.

[0331]

Hcnonp3yemblil B peakiuu pacTBOPUTEIb KOHKPETHO HE OIPAHUYMBAETCS, U MOKHO
UCIOJIb30BATh JIIOOON pacCTBOPUTENb, KOTOPBINM HE OKA3BIBAET HEFATUBHOTO BIIMSIHUS HA
peakuuro. [Tpumepsl pacTBOpUTENs BKIIOUAIOT YIIIEBOJOPObI (HAIPUMED, OEH30J1, TOIYOJI
Y KCWJIOJT), HUTPUITBI (HATIPUMED, AlleTOHUTPUIT), TPOCTHIE 3DUPHI (HATTpUMED, AMMETOKCHITAH,
terparuapodypan u 1,4-1M0KcaH), CHUPTHI (HAITpUMep, METaHOJI U 3TAHOJ), AalTPOTOHHBIE
MOJISIPHBIE PACTBOPUTENN (HATIPUMED, TUMETUI(HOPMAMU, TUMEeTUIAeTaMuI, N-
METUITUPPOJIMIMHOH, TUMETUIICYTIb(POKCUA U rekcameTuiipochopaMu), BOLy U UX CMECH.

[0332]

Bpewms peakuuu Bapeupyetcs B npeaenax 0,1-100 wacos, npeanoururensHo 0,5-24 yacos.
Temnepartypa peakuuu Bapbupyetcs B mpejeiaax ot 0°C 1o TeMnepaTypbl KUTIEHUS
pactBoputens, npeanodytutenbHo ot 0 go 150°C.

[0333]

[TomyueHHOE TakKUM 0OPa30M COeTMHEHUE, MTpeACcTaBIeHHOe hopmyioit (JJ), MOXKHO
MOJIBEPTHYTh CIIEIYIOLIEH CTaIuu MOCIie, UK 0€3, BBIIETIEHUS! U OUUCTKU U3BECTHBIMU
croco0amu pas/ieeHus U OUYUCTKHU, TAKUMU KaK KOHIEHTPUPOBAHUE, KOHIEHTPUPOBAHHUE B
BaKyyMe, KpUCTAJIM3ALMs, IKCTPAKLUS PACTBOPUTEIIEM, IIOBTOPHOE OCAXKIECHUE U
xpoMmaTorpadus.

[0334]

Crnioco0 nonyyeHus 5
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[0335]
rae L mpencrasnsier coboit yaanasemyro rpyiiy; E mpeacrasiseT coOoit CIIoXKHBIM 2¢up,

IMaHO UJIN Kap6OHOBOKHCHOTHBIﬁ 3KBUBAJICHT, TAKOM KaK Kap6OKC3MI/II[; Z OpeacTaBIIsACT

co0o0i1 rajIorey; U RZuR3> MMEIOT 3HAUYEHUS, OTIPEICIIEHHBIC BBIIIIE.

[0336]

Cragus 8

Ha sTott cragum moaydaroT CiioXHO3(UPHOE MPOU3BOTHOE WITH IIMAHO-TIPOU3BOTHOE,
npeacrasieHHoe ¢popmyori (KK), myTeM B3auMOJeHCTBUS COCTUHEHMS, ITPEACTABICHHOTO
dbopmynoit (GG), B aTMocdepe OKCHIa yriieposia, B MPUCYTCTBUM CITUPTA WU C
WCIIOJIb30BAHUEM IMAHO COCAUHEHMUS, TAKOTO KaK IUaHW MEIU WIM MaHU IIMHKA, C
WCII0JIb30BAHUEM, HAIIPUMEDP, KaTaIu3aTopa Ha OCHOBE NIEPEXOTHOT0 MeTallia |,
HeoOs13aTeIbHO, OCHOBAHUS, B PACTBOPUTENIE, KOTOPBIN HE OKA3bIBAET HETATUBHOTO BIIUSIHUS
Ha PeaKIUIO.

[0337]

Coenunenue, nmpeacrapieHHoe popmynoit (GG), MOKHO MOTYUUTh TyTEM OCYIIECTBICHHUS
cranuit 1-3, craguii 4 U 5 cnoco6a MoIyYeHus!, pAaCKPBITOTO B HACTOSIIEH 3asiBKE.

[0338]

ITpu moaydeHnn c10kKHO3(PUPHOTO MPOU3BOTHOTO AABJICHUE OKCHIA yIJIepoaa, Kak
MpaBwWIo, cocTaBisieT OT 1 at™ 10 10 aT™, npeanodyTuTeabHo oT 1 at™ 10 7 atM. KosruectBo
CIIUPTOBOTO COETMHEHMSI, UCTTOJIb3YEMOI'0 B KAUeCTBE peareHTa, COCTaBIsieT 1 - u30BITOUHOE
MOJISIPHOE KOJIMYECTBO, NPEANOUYTUTENIbHO 1-200 MOJIb, HA MOJIb COEIMHEHUS,
npeacrasiieHHoTo hopmyiiort (GG). I1puMepsl CHUPTOBBIX COEAMHEHUHM BKIIOUAIOT METAHOJ,
3TaHOJI, TPOIMAHOJI, U30TPOIUIIOBBIN CIIUPT, TUITUIIAMHUHOITAHOII, U300yTaHOIT, 4-(2-
THIPOKCUITUIT)MOP(]OIIHH, 3-MOPDOTMHOIIPOITAHO, TUITHIAMUHOIIPOITIAHO U T.IT.

[0339]

Yo Kacaercs IMaHO-TPOU3BOJHOTO, IPUMEPHI IUAHO COEAUHEHMS], UCTIOJIb3YEMOTO B
KauyecTBE peareHTa, BKIIOYAIOT IUAHU ME/TH, [IMaHU/I [IMHKA, TPU-H-OYTUIIIMaHOOIOBO U T.I1.
KomnruecTBo imaHo CoeIMHEHMS, UCTIONIB3YEMOI'0 B KAUECTBE areHTa, KaK MPaBUIIO, COCTABIISIET
1-100 MoTB, TPeANTOUTUTEITBHO 1-10 MOITB, Ha MOJTb COSTUHEHMS, TTPEICTABIIEHHOTO (POPMYITON
(GG).

[0340]

[Tpumepbl KaTAIM3aTOPOB HA OCHOBE MEPEXOIHBIX METAJIIIOB, UCIIOJIB3YEMbBIX HA 3TOU
CTaJINM, KaK JJIsI TOJTyUEHUSI CII0KHOI(UPHOTO MTPOU3BOIHOTO, TAK U JUISI TOJTyYEeHHUS IUAHO-
MMPOU3BOIHOT O, BKJIIOYAIOT NAJUIAMEBBIE KATAIU3ATOPbI (HAITPUMED, ALETAT MaJIa NS,
TeTpakuc TpudeHundochuHIaLIaIMN, TPUC(OSH3UIUICHAIICTOH ) IUTIaIIa 1, Orc
(tpudenunndochun)mamamuii(Il) muxaopumn, komriekce 1,1-ouc(mudernndocduno)hepporeH-
nayaaui(1l) Iuxnopua-IuxiaopMeTaH, mauiaaui Ha yriaepoe v T.1.). [Tpu Heo0xoaumMocTH,
n00aBIIoNUrany (Hampumep, Tpubenuidochut, xantphos, Tpu-TpeT-0yTHI(HOCHUH U T.11.).
KonnuecTBo kaTanu3aTopa Ha OCHOBE NMEPEXOJHOTO METAIIA BAPbUPYETCS B 3aBUCUMOCTHU
OT TUNa Kataauzatopa. Hanmpumep, KoJIM4ecTBO UCIIOJIL3YEMOTr 0 KaTaau3aTopa Ha OCHOBE
MEePEXOTHOTO METAJIA COCTABIISIET, Kak mpasuio, 0,0001-1 moms, npeanouturensHo 0,001-
0,5 MoJb, Ha MOJIb COEJIMHEHUSI, ITpeicTaBIeHHOro hopmynoit (GG). KomuecTBo
WCITOJIB3YEMOT O JIMTaH 1A COCTABIISIET, KaK mpasuio, 0,000 1-4 Mok, npeanouyturenbHo 0,01-2
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MOJTb, HA MOJIb COCIMHEHUS, TpeAcTaBiaeHHOTo Gpopmynoi (GG).

[0341]

Kpome Toro, MoxHO 100aBUTh OCHOBAHHUE B MPOLIECCE PEAKIUU ITPU HEOOXOIUMOCTH.
[Tpumepbl OCHOBaAaHMI BKIIFOYAKOT OPraHUYECKUE OCHOBAHUS, TAKUE KAK TPUITUIIAMMUH,
JIUA30TTPONWIIITUIIAMUH, IUPUAWH, TYTUAWH, KOJUTUAWH, 4-TUMETUITAMUHONUPUANH, N-
MeTUIMOP(DOIIUH, TPeT-OyTUpAT Kajusi, TPET-OyTUpaT HATPUs, METOKCUI HATPUSI, STOKCU/T
HATPUsl, TEKCAMETWIIUCUIIA3U]T JIATUSL, TeKCAMETWIIUCUIIA3U HATPHUSI, TEKCAMETWIIIUCUIIA3U]T
KaJusi U OyTWUIMTUI; U HEOPTAaHUYECKHUE OCHOBAHMUSI, TAKUE KaK THAPOKAPOOHAT HATPUS,
KapOOHAT HATPUS, KAPOOHAT KaJivs, KapOOHAT LE3Usl, TUAPOKCU]T HATPHUS U TUJIPUI] HATPUSL.
KomruecTBo UCIob3yeMOro OCHOBaHUs COCTABIISIET, KaK mpasuio, 0,1-50 MoJb,
MPEANOYTUTENBHO 1-20 MOJTb, HA MOJIb COEIMHEHUS, TIpeicTaBIeHHOro hopmyoit (GG).

[0342]

Hcnonb3yemblil B peakluu pacTBOPUTEIb KOHKPETHO HE OTPAHUYMUBAETCS, U MOKHO
UCIIOJIb30BATh JII000M paCTBOPUTENIb, KOTOPBIM HE OKA3bIBA€T HETATUBHOI'O BIIUSIHUSI HA
peakuuio. [Tpumepsl pacTBOpUTENSE BKIIOUAIOT YIIIEBOIOPOIbI (HAIIPUMED, OEH30J1, TOIYOJI
Y KCUJIOJ), HUTPWJIBI (HATIpUMEP, AallETOHUTPUIT), TPOCThIE 3UPHI (HAITPUMED, IMMETOKCUITAH,
terparuapodypan u 1,4-1uoKcaH), COUPTHI (HAITPUMEDP, METAHOJ M 3TAHOJT), AlTPOTOHHBIE
MOJISIPHBIE PACTBOPUTEINHN (HATIpUMED, TUMETUI(HOPMaMU, TUMeTHIaneTamuI, N-
METHIITMPPOJIMANHOH, TUMETHIICYITb(POKCHT 1 TekcaMeTuiipochopamMu), BOAY M UX CMECH.
Bpewms peakuuu Bapbupyetcs B nipenenax 0,1-100 yacos, npeamnouyturenbHo 0,5-24 yacos.
Temnepatypa peakuuu cocrasiisieT oT 0°C no 200°C, npeanoururensHo ot 0 1o 150°C.
[TonyyenHoe Takum ob6pa3om coeuHeHue, ipeactapiieHHoe hopmyoit (KK), MoxHO
MOJIBEPTHYTh CIEAYIOUIEH CTa UK MOCIE, UK 0€3, BbIJIEICHUS U OUYMCTKU U3BECTHBIMU
criocobaMu paszfiesieHHs U OYUCTKU, TAKUMHU KaK KOHIEHTPUPOBaHKUE, KOHIEHTPUPOBAHUE B
BaKyyMe, KpUCTAJIM3aLUsl, IKCTPAKLUS PACTBOPUTEIIEM, IOBTOPHOE OCAKIEHUE U
XxpomaTtorpadusi.

[0343]

Craaus 9

Ha sToit craguu nonyyarot rajioreHupoBaHHoe coeauHenue (LL) mytem o6paboTku
CcoeauHEHUs, TIpeacTaBiIeHHOTo hopmydoi (KK), raJoreHupyrommM areHToM.

[0344]

DTy CcTa/IMI0, KaK IMTPaBUIIO, OCYLIECTBIISIIOT C UCIIOJIb30BAHUEM I'aJIOT€HUPYIOLIETO peareHTa
B KoJiuecTBe 1-10 MOJIb, IPEANOUTUTENTBHO 1-5 MOJIb, HA MOJIb COEIMHEHUS, TPEICTABIIEHHOTO
dbopmynoii (KK).

[0345]

[TpuMepbl raIoOTeHUPYIONIUMX PEareHTOB BKITIOUAIOT 1-xj1opMeTui-4-¢grop-1,4-
JMa30HMa0ouIMKII0[2.2.2]okTan ouc(rerpadropdopar), N-moacykuuuumu, N-
OpOMCYKIIMHUMUT, N-XJIOPCYKIIMHUMUI, U0, OpoM U T.11. Icob3yeMblil B peakiuu
PACTBOPUTENTb KOHKPETHO HE OT PAHUYMBAETCSI, U MOYKHO UCIIOJIb30BATH JIFOOOM PACTBOPUTEID,
KOTOPBIN HE OKA3bIBAE€T HEFAaTUBHOI'O BIIMSHUS Ha peakuuto. [Ipumepsr pactBopurens
BKJIFOYAIOT JIMXJIOPMETAaH, XJI0podopM, TOJIyos, OeH301, TeTparuapodypaH, 1,4-1MokcaH,
TUMETUI(HOPMAMUIL, TUMETHIIANIETAMUT, N-METUIITUPPOIUAUHOH, TUMETUIICYTIb(MOKCUI U UX
CMECH.

[0346]

ITpumeps! ramoreHa, MpeACTaBIEHHOTO KakK Z, BKIIIOUAIOT (GTOp, XJI0p, OPOM, HOT U T.II.

[0347]

Temnepatypa peakuuu, Kak IpaBUIIoO, BAPbUPYETCs B mipeaenax oT -78 go 200°C,
npeanoutuTeabHo oT 0 1o 50°C. BpeMmst peakuyu, Kak MpaBUiio, BAPbUPYETCA B MIPEAeIax OT
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5 MUHYT 10 6 AHEH, TPeanoUYTUTENbHO OT 10 MUHYT 10 3 AHEMH.

[0348]

[TonyyenHoe TakuM 06pa3oM coeMHEHUe, ITpeacTaBiieHHoe opmynoit (LL), MOXHO
MOJIBEPTHYTh CIEAYIOUIEH CTa UK MOCIE, UiIu 0€3, BbIJIEICHUS U OUYUCTKU U3BECTHBIMU
criocobaMu paszfiesieHUs U OYUMCTKU, TAKUMHU KaK KOHIIEHTPUPOBaHHE, KOHIIEHTPUPOBAHUE B
BAKyyMe€, KpUCTAJUIM3aLUsl, SKCTPAKLUS PACTBOPUTEIIEM, IIOBTOPHOE OCAXACHUE U
XpomaTtorpadusi.

[0349]

Kpome Toro, E MmoxHO peoOpazoBaTh B Apyro# E, kak TpedyeTcsi, U3BBECTHBIM CIIOCO00M,
TaKUM KaK TMJIPOJIU3 WK cotbBoiM3. Hampumep, unano MmoxxHo npeodbpa3oBaTh B
KapOOKCaMMI IIyTEM TUAPOIIN3A, U UAHO WIM KapOOKCAMHUI MOKHO ITpeoOpa3oBaTh B
CJIOKHBIN 3(Up MYTEM COTbBOJIM3A.

[0350]

Craaus 10

Ha sToit craguu noaydaroT coeIMHEeHUe, mpeacTaBieHHoe popmyiiot (MM), moasepras
coeMHEeHHe, TpeicTaBiieHH (popmysioit (LL), peaknyu coueTanus ¢ 00paTHBIM IPOU3BOHBIM,
MPOU3BOHBIM OOPHOM KUCIOTHI, TPOU3BOHBIM OJIOBA, AllETUIIECHOBBIM ITPOU3BOIHBIM WIIU

AJIKOKCUAHBIM IMPOU3BOAHBIM, KOTOPOC COACPIKUT R3, C UCITOJIb3OBAHHUEM, HAIIPUMED,
IICPEXOAHOTO METAJIJIa U, HCO6$[33.T6J'ILHO, OCHOBAHUA, B paCTBOPUTCIIC, KOTOprfI HC OKa3bIBACT
HCTAaTUBHOI'O BJIMSAHUSA HA PCAKIHIO.

[0351]

KonuuectBo HCIIOJIBb3YEMOI'O 60paTHOFO IIPOU3BOJHOI'O, ITPOU3BOAHOI'O 60pH0171 KUCJIOTHI,
IMPOU3BOAHOI'O OJIOBA, AlICTUICHOBOT'O IIPOU3BOJHOI'O MJIIW AJIKOKCUIHOI'O IMTPOU3BOAHOTO,

KOTOPOE COJIEPKUT R3, cocraiseT 1-100 Moub, ipeanoutuTebHo 1-20 Mmoib. [TpumMepst
KaTaJIM3aTOPOB Ha OCHOBE MEPEXO/THBIX METAJUIOB, UCTIOJIb3YEMBIX Ha 3TOM CTaTUH, BKITFOUAIOT
NaJulaiueBble KaTaIu3aToOPhl (HAIIpUMep, aleTaT Najljiaaus, TETPAKUC
TpudeHwIpochuHIAIIAINIM, TPUC(OSH3WITHUACHANICTOH ) AUTaLTaui, ouc(TpudeHundochun)
namtaauii(Il) muxmopua, komrutekc 1,1-6uc(mudenundochuno)deppouen-namraaui(Il)
JTUXJIOPUA-TUXIIOPMETaH U T.1.). [1pr He00X0IMMOCTH, 100ABIIAIOT JIMTaH 1 (HAIpUMep,
TpudernndocduH, xantphos, 2-munukiorekcuidochuno-2',4',6'-Tpur3onponuaIoudeHun, 2-
JTUIUKITOreKcuiIpochuHo-2',6'-IMMeTOKCUOUDEHUIT, TPUIMKITOTeKCHII(OChHUH, TPU-TPET-
oytundochun u 1.1.). [IpumMepsl METHBIX KaTAaIU3aTOPOB BKITFOYAIOT UOTUI METH, OpOMM/T
Meau U xjopua Meau. KonruecTBo kaTanuzaTopa Ha OCHOBE MEPEXOTHOrO MeTallIa
BapbUPYETCS B 3aBUCUMOCTH OT TUIIA KaTanu3aTtopa. Hampumep, KOIUYeCTBO UCTIOIB3yeMOTO
KaTaJIu3aTopa Ha OCHOBE MEPEXOTHOT0 METaJlJIa COCTABIIsAET, Kak mpasuio, 0,0001-1 mob,
npeamoutuTeabHo 0,001-0,5 MoTb, Ha MOJIb COETMHEHMS, TTpeACcCTaBIeHHOTO hopmyJor (LL).
KaranuzaTopsl Ha OCHOBE TIEPEXOAHBIX METAIIOB MOKHO HUCITOJIb30BaTh B KOMOWHAIUH,
Mpy He0O6XoIMMOCTH. KoJIM4ecTBO UCTIOIb3yeMOT O JIMTaH/a COCTaBIISIET, Kak mpaBuio, 0,000
1-4 Monb, ipenmnouTuTenbHo 0,01-2 MOJIb, HA MOJIb COSTMHEHMSI, TPEACTABICHHOTO (popMyIToii
(LL).

[0352]

Kpome Toro, mpu HEOOXOIMMOCTH MOXKHO T00aBUTh OCHOBAHHE B IIPOIECCE PEAKIHH.
[Tpumepsl OCHOBaHUI BKIIIOYAIOT OPTaHUYECKUE OCHOBAHUS, TAKUE KaK TPUITUIIAMUH,
JTUU3OTIPOTIUIITUIIAMUH, TTMPUJIAH, Ty THIUH, KOJUTUAWH, 4-TUMETUIAMUHOTTMPUINH, N-
METUIMOP()OIIMH, TPeT-OyTUPAT KaJusl, TPET-OyTUpAT HATPUS, METOKCU HATPHUSI, STOKCUT
HATPUsl, FeKCAMETUIAMCUITA3U]T JIMTHS, TeKCAMETUIIMCUITA3U T HATPUSI, TeKCAMETHITTUCUIIA3H]T
KaJusl ¥ OyTHIUTMTHIN; U HEOPTaHUYECKHE OCHOBAHMSI, TaKUe KaK TUAPOKApOOHAT HATPUS,
KapOoHAT HATpus, KapOoHAT Kaaus, KapOoHaT 1e3us, pocdaT Kaaus, THIPOKCU HATPUS U
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ruapua HaTpus. KomdyecTBo UCIIOJIb3yeMOro OCHOBaHMSI COCTABIISIET, KakK IpaBuiio, 0,1-50
MOJIb, TIPEANOYTUTENHHO 1-20 MOJIh, HA MOJIb COETMHEHUS, TIPEICTABICHHOTO (hOPMYIIOi
(LL).

[0353]

Hcnonb3yemblil B peakuu pacTBOPUTEIb KOHKPETHO HE OTPAHUYMBAETCS, U MOKHO
UCIIOJNIb30BATh JII0OOON PACTBOPUTENb, KOTOPBIM HE OKA3bIBAET HETATUBHOTO BIUSHUS HA
peakuuro. [Ipumepsl pacTBOpUTENSt BKIIOUAIOT YIII€BOJOPObI (HAIIPUMED, OEH30J1, TOIYOJ
Y KCUJIOJ ), HUTPUWJIBI (HATTPUMED, AllETOHUTPUIT), TPOCThIE 3UPHI (HATPUMED, IMMETOKCUITAH,
TeTparuapodypat u 1,4-1MoKcaH), CIUPTHI (HAIPUMEDP, METAHOJI, 3TAHOJI U ATUIICHTJIMKOJIb),
AMpPOTOHHBIE MOJISIPHBIE PACTBOPUTENH (HAIIpUMED, AMMETUIIPOpMaMUI, IMMETUTIALETAMMU/I,
N-MeTUIMPPOIUANHOH, TUMETUIICYIb(POKCHU U reKcaMmeTuiigochopaMus), BOAY U KX CMECH.

[0354]

Bpewms peakiuu Bapsupyetcs B mpeaenax 0,1-100 yacos, npeanoututenbHo 0,5-24 yacos.
Temneparypa peakuuu Bapbeupyercs B mpeaenax oT 0°C 10 TeMnepaTypbl KUTIEHUS
pacTtBopuTens, npeanoutureabHo oT 0 go 160°C. Kpome Toro, peakiyio MOKHO OCYIIIECTBUTD,
OCYIIECTBJISIS ITPU 3TOM MOAXOASIIYIO 3aIIUTY COSIMHEHUS, TPEICTABIEHHOTO (POpMYyIIOii
(LL), 3ammTHOM rpynmnou, Takoi kak Boc (TpeT-0yTOKCUKapOOHUIT), U 3aTEM 3AIUTHYIO
TPYIIILY MOXHO YJIAJIUTh.

[0355]

[TomyyenHnoe Takum o6pa3oM coelMHEHUe, IIpeAcTaBiieHHoe hopmynoit (MM), MOXKHO
IOJIBEPTHYTh CIIEAYIOLIEH CTaIuu MOCIIe, UK 0€3, BBIIEJIEHUS! U OUUCTKU U3BECTHBIMU
crocobaMu pas3aesieHus U OUUCTKH, TAKUMU KaK KOHUEHTPUPOBAHUE, KOHLIEHTPUPOBAHHUE B
BaKyyMe, KpUCTAJIM3ALMS, SIKCTPAKLUS PACTBOPUTEIIEM, IIOBTOPHOE OCAXKIECHUE U
XpomaTtorpadusi.

[0356]

Cnocob nonyyeHnsa 6
NHz E NHZO OH

N™

&/ ; R® Ctapus 11 [\i\ b R®
=

N N

N
R? i?z
MM NN
[0357]
rae E, R? u R> umeror 3HAYEHUs, ONPEIEIICHHBIE BHIIIIE.
[0358]
Cragua 11

Ha sToii ctaguy nonyuaroT kKapOOHOBOKUCIIOTHOE COEMHEHUE, ITPEACTABICHHOE (POPMYIION
(NN), myTeM ruIposiu3a COeIMHEHUS, MpeIcTaBiIeHHOTo opmyiioi (MM).

[0359]

I'unponus ocyecTBIAIOT ¢ UCMIOIb30BAHUEM OCHOBAHUSA WM KUCTOTHL. [IprumMepsl
OCHOBAHUM BKITFOYAIOT OPTaHUYECKUE OCHOBAHUS, TAKUE KAK IMAITUIIAMUH, IMM30TTPOIATIAMUH,
TpeT-0yTUpAT KaJusl, TPET-OyTUPAT HATPUSI, METOKCHU]T HATPUSI, ITOKCUJT HATPUS,
FeKCAMETWIIMCWIIA3U]] JIMTHUS, TEKCAMETWIIMCWIA3U HATPUSI, TEKCAMETUIIAUCUIIA3U] KAJIUS
Y Oy TUIUTUTHIA; U HEOPTAaHUUECKUE OCHOBAHUS, TAKUE KaK TMIPOKapOOHAT HATPUs, KapOoHAT
HaTpUsl, KApOOHAT KaJusl, KApOOHAT 1E3Usl, TUIPOKCU] HATPUS, TUIPOKCU] KAJIHSI, TUIPOKCH/T
JIATUS U TUIPOKCU KAJTbLUS. [ [pUMEpBI KUCIIOTHI BKITFOYAIOT XJIOPUCTOBOIOPOIHYIO KUCIIOTY,
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CEPHYIO KUCIIOTY, (POChHOPHYIO KUCTIOTY U T.I1.

[0360]

Hcnonb3yemblil B peakuu pacTBOPUTEIb KOHKPETHO HE OTPAHUYMBAETCS, U MOKHO
UCTIONIb30BATh JII0OOOM PACTBOPUTENb, KOTOPBIN HE OKA3BIBAET HETATUBHOTO BIUSHUS HA
peakuuio. [Tpumepsl pacTBOpUTENSE BKIIOUAIOT YIII€BOOPOIbI (HATTPUMED, OEH30J1, TOIYOJ
Y KCUJIOJ), HUTPWJIBI (HATIpUMED, AllETOHUTPUIT), TPOCThIE 3UPHI (HATTpUMED, IMMETOKCUITAH,
TeTparuapodypat u 1,4-1MoKcaH), CIUPTHI (HAIPUMED, METAHOJT, 9TAHOJI U ATUIICHTJIMKOJIb),
AMpPOTOHHBIE MOJISIPHBIE PACTBOPUTENH (HAIIpUMED, AMMETUIIPOpMaMUI, TMMETUTALIETAMMU/I,
N-MeTUIIUPPOIMANHOH, TUMETHIICYTH(OKCUT U TeKcameTUIhochopaMuT), BOLY U KX CMECH.

[0361]

Bpewms peakuuu Bappupyetes B npeaenax 0,1-100 yacos, npeanoututenbHo 0,5-24 yacos.
Temnepatypa peakuuu Bappupyercs B npenenax ot 0°C 1o teMnepaTypbl KAIIEHUS
pactBopuUTENd, NpeanouyTuresbHo oT 0 1o 160°C.

[0362]

[TonyyenHoe Takum o6pa3oM coeuHeHHe, ipeacTaBiieHHoe hopmynoit (NN), MOXKHO
IOJIBEPTHYTh CIIEYIOLIEH CTaIuu MOCIIe, UK 0€3, BBIIEIEHUS! U OUUCTKU U3BECTHBIMU
crocobaMu pas3fesieHrs U OUUCTKH, TAKUMU KaK KOHUEHTPUPOBAHUE, KOHLIEHTPUPOBAHHUE B
BaKyyMe, KpUCTAJIM3ALMS, SIKCTPAKLUS PACTBOPUTEIIEM, IIOBTOPHOE OCAXKIECHUE U
XpomaTtorpadusi.

[0363]

Cnocob nonyyeHus 7

o A
NH2  cooH HN/A M) NH, .
2

L DR
N/ N Cragua 12 k “~N
N 2 N X
R R2

{J) 0]
[0364]

rae A, R? u X uMeror 3HAYEHUS, OIIPEIAECTIEHHBIE BBIIIIE.

[0365]

Craaug 12

Ha sTott craguu nmoy4daroT coeIMHeHue, mpeactaBieHHoe Gpopmyiiori (1), ocyiecTBisist
PEaKIUI0 aMUIMPOBAHUS C UCTIOJIb30BAHUEM COSAUHEHMSI, TIPeICTaBIeHHOTO (hopmyoit (JJ),
Y COeIMHEeHMUs], peacTaBiieHHoe opmyitoit (VII). DTy cTainio ocyecTBISIOT B MPUCYTCTBUU
MOAXOJSIIETrO areHTa KOHAEHCALMU WM AKTUBUPYIOIIIETO areHTa B KAYECTBE Ar€HTAa
aMUJIMPOBAHUS, C UCTIOIb30BaHKEM coeauHeHus popmyisl (VII) B komuuectse 0,5-10 MOJIb,
MPEAMOYTUTEIHLHO 1-3 MOJIb, HA MOJIb COEIMHEHMS, TIpeACTaBiIeHHOTO (hopmymoi (JJ).

[0366]

Hcnonb3yemblil B peakuu pacTBOPUTEIb KOHKPETHO HE OTPAHUYMBAETCS, U MOKHO
UCTIOJTb30BATh JIFOOON PAaCTBOPUTEIIb, KOTOPBINM HE OKA3BIBAET HETATUBHOTO BIIMSIHUS HA
peakuuio. [Tpumepsl pacTBOpUTENS BKIIOUAIOT U30MPONAHOJ, TPET-OYTUIOBBIN CIIUPT,
TOJTyOJ1, OEH30J1, METUIIEHXJIOPU]T, XJ10podopM, TeTparuapodypat, 1,4-aMoKcaH,
JTUMETUII(GOPMAMUT, AUMETHIIalEeTaMU T, N-METUITTUPPOIUIUHOH, JUMETHIICYTB(OKCHT,
ALETOHUTPUII U UX CMECH.

[0367]

Temnepatypa peakuuu, Kak IpaBUIIoO, BApbUPYETCs B Iipeaenax oT -78 go 200°C,
npeanoututeabHo ot 0 1o 100°C. Bpems peakuuu, Kak IIpaBuiio, BAPbUPYETCA B IIpeIeiiax
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OT 5 MUHYT 110 7 THEH, MPEANOYTUTEIILHO OT 5 MUHYT 110 3 JTHEeH, OoJiee MpearouYTUTETLHO
OT 5 MUHYT 110 1 JHS.

[0368]

[TpuMepbl areHTOB KOHACHCAUUU U AKTUBUPYIOLIMX AT€HTOB BKIIOYAIOT
nudenunpochopunazua, N,N'-IMIUKIOTEKCUIKapOOAMUMU, OEH30TPUA30I- 1 -UITOKCH-
TpUCAUMETUIIAMUHOGOCHOHUEBYIO COITh, 4-(4,6-mMMeTOKCH-1,3,5-Tpra3uH-2-ui)-4-
METUIMOP(DOTUHUIAXITTOPHT, 1-3THIT-3-(3-TUMeTUIIAMUHOTIPOTIHIT)KapOOIMUMIT, KOMOMHAIIUIO
1-3T151-3-(3-IMMe TUIIAMUHOIIPOTII ) KapOOAMMMHUIA U 1-TUIPOKCUOEH30TprUa301a, 2-XJI0p-
1,3-IMMETUIMMHUIAZ0IMHUIXTOpUT, (AuMeTUIamMuHO)-N,N-mumetin(3H-[1,2,3]tpuaszomnol4,5-
bnupuanH-3-unokcu)MeTaHaMuHul rekcagropdocdar, 1,1-kapOOHUITIUUMUIA30IT, UMUT
N-OKCUSIHTApHOU KUCIIOTHI U T.II.

[0369]

Kpome Toro, mpu He0OX0IMMOCTH MOXHO 100aBUTH OCHOBAHUE B IIPOIIECCE PEAKIHH.
[TpuMepbl OCHOBAaHMI BKITIOUAIOT OPraHUUEeCKUE OCHOBAHUS, TAKUE KaK TPUITUIIAMUH,
JMU30TPONUIIATUIIAMUH, TMPUAWH, JIYTUIWH, KOJUIUIWH, 4-TUMETUIIAMUHOTIUPUIUH, TPET-
OyTupaT Kajius, TPET-0yTUpAT HATPUS, METOKCU] HATPUSI, ITOKCU]T HATPUSI,
reKCaMeTHUIIIUCUIIA3U/] JIMTHUSI, TeKCAMEeTUILIMCUIIA31 ] HATPUS, TeKCaMETUIIMCUITA3U/T KajIus,
JTMA3a0UIUKIIOYH/ICIeH, TUa3a0UIIMKIIOHOHEH U Oy TUJITMTHIL;, U HEOpTaHUYeCKHe OCHOBAHUS,
TAaKUe KaK TMAPOKapOOHAT HATPHUS, KApOOHAT HATPHUsI, KApOOHAT Kajusl, KapOOHAT Le3us,
TUJIPOKCU]T HATPUS U TuApu HaTpusi. KonmryecTBO 106aBIsIeMOTO OCHOBAHHUS COCTABIISIET
1-100 MoTB, TPeATTOUTUTENTBHO 1-10 MOJTB, Ha MOJIb COSTMHEHMS, TTPEICTABIIEHHOTO (POPMYITON
).

[0370]

ITocne 3aBepiiieHUs peakiyi, OCHOBAaHHE, TAKOE KaK PACTBOP 'MAPOKCHIA HATPUS, MOKHO
J00ABUTH ISl OCYIIECTBJICHHUS ITOCIIeyIONIel 00padOTKU.

[0371]

[TonyyenHoe TakuM 0O6pa3oM coeMHEHHe, ITpeacTaBiieHHoe hopMmytoi (1), MOKHO
BBIJIEJIUTh U OUUCTUTH U3BECTHBIMU CITIOCOOAMU PA3IETICHUS U OYUCTKU, TAKUMHU KaK
KOHIEHTPUPOBAHUE, KOHLIEHTPUPOBAHUE B BAKYyMe, KPUCTAJIIIU3AIMS, SKCTPAKIIUS
pacTBOPUTENIEM, TIOBTOPHOE OCAXKICHUE U XpoMaToTrpadusi.

[0372]

Cnocob nony4yeHuna 8

O
NHz A NH, 2
§ HN" (VI N
I]\II\ \/X N AN \X H
N/ N Ctapus 13 m <N
R2 N 3
RZ
(HH) 0)
[0373]

rae Ly nmpeacrasisier coOoM yaansgeMyto rpynmy, v A, R? u X nmerot 3HAYEHU,

OIIPE/EIIEHHBIE BBILLIE.

[0374]

Crajus 13

Ha stoii craauu nonyyaroT coequHeHue, npeacrabienHoe gopmyoii (1), myrem
B3aMMOJIENCTBUS COeTMHEHMs], TpeacTaBiieHHOro (popmysior (HH), B mpucytcTBrm CoemuHeHus
(VII) B aTMOChepe okcuaa yriaepoa ¢ UCIOIb30BaHUEM, HAIIPUMED, IEPEXOTHOIO METAIIIa
U, He00s3aTeIbHO, OCHOBAHMUSI, B PACTBOPUTETIE, KOTOPHIN HE OKA3bIBAET HETATUBHOT'O BIIMSTHUS
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Ha peakiuIo.

[0375]

Ha aroii cragum, naBineHue okcuaa yriaepoja cocrabisieT oT 1 atm no 10 atM,
MPEANIOYTUTENBHO OT 1 aT™M J10 7 aTM.

[0376]

[TpuMepsl KaTaIM3aTOPOB HA OCHOBE MEPEXOIHBIX METAJIOB, UCIIOJIb3YEMBbIX Ha 3TON
CTaJIM¥, BKITFOYAIOT MAJUIAJIMEBbIE KATAIM3ATOPHI (HAIIPUMED, alleTaT NaJUIaaus, TPUC
(mubeH3wWITMIeHalle TOH ) AuTTasIia i, onc(tpudenundochun)mamiaaui(Il) muxmopum, KOMIUIEKC
1,1-6uc(mudenundochuno)peppoueH-naaaui(ll) AMXIopua-IMXI0pMETaH, MaJUIa Ui Ha
yriepoje u T.4.). [Tpu Heo6X0aMMOCTH, 100aBISIOT IMraH (Hampumep, TpudenundochuH,
xantphos, Tpu-TpeT-0yTrndochut u T.1.). KonmndyecTBo kataimMzaTopa Ha OCHOBE ITEPEXOTHOTO
MeTaJlla BApbUPYETCS B 3aBUCUMOCTHU OT THUIIA KaTanmu3atopa. Hanpumep, KoauuecTBO
UCIIOJIb3YEMOI0 KaTAIM3aTOPa Ha OCHOBE NIEPEXOTHOTO METAJIIIA COCTABIISIET, KAK ITPABUIIO,
0,0001-1 moms, npeanouturesbHo 0,001-0,5 MOJIb, HA MOJIb COEAUHEHUS, TIPEICTABIEHHOTO
dhopmynoit (HH). KoanyecTBo UCIOIb3yeMOro JIMraH1a COCTaBIISIET, Kak mpasuito, 0,0001-4
MOJIb, TIpeAno4YTUTeNbHO 0,01-2 MOJTB, HA MOJIb COETMHEHUS, TIPEICTABIIEHHOTO (hOPMYJIOit
(HH).

[0377]

Kpowme Toro, mpu HE0OX0IMMOCTH MOXKHO 100aBUTh OCHOBAHHUE B IIPOLIECCE PEAKIUM.
[TpuMepbl OCHOBaHMII BKIIIOUAIOT OPraHUUECKME OCHOBAHUS, TAKUE KaK TPUITUIIAMUH,
JIMU30TPONUIIATUIIAMUH, IMPUAWH, JIYTUJIMH, KOJUIMIUH, 4-TUMETWIAMUHOTUPUANH, N-
MeTUIMOP(DOIIMH, TPeT-OyTUpAT KaJusi, TPET-OyTUpAT HATPUS, METOKCUI HATPHUSI, STOKCUT
HATpUsl, FeKCAMETWIIUCUIA3U JINTUS, TeKCAMETUIIAUCUIIA3UT HaTpu4, 1,8-11azabuiuxiio
[5.4.0]ynaen-7-eH, TeKCaMeTUIIMCUITA3U KaJIus M Oy TUIUTUTHI; U HEOPTraHUUECKHUE OCHOBAHMSI,
TaKWe Kak TUApoOKapOoOHAT HATpus, KapOoHAT HATpHs, KapOOHAT Kaus, KapOOHAT Le3us,
TUAPOKCUIT HATPUS U TUApUA HATpusl. KOJIMYECTBO UCIIONIb3yEMOTO OCHOBAHUSI COCTABJISIET,
Kak 1npasuiio, 0,1-50 MmoJib, ipeanoyTuTeabHo 1-20 MOJIb, HA MOJIb COCIUHEHUS,
npeacTrasieHHoro Gopmyron (HH).

[0378]

Hcnonb3yemblii B peakiuu pacTBOPUTEIb KOHKPETHO HE OTPAHUYUBAETCS, U MOKHO
HCIIOJIb30BATh JII000M paCTBOPUTENIb, KOTOPHIM HE OKAa3bIBA€T HETATUBHOI'O BIIUSIHUSI HA
peakuuio. [Tpumepsl pacTBOpUTENSE BKIIOUAIOT YIIIEBOIOPOIbI (HATTPUMED, OEH30JI, TOTYOJI
Y KCUJIOJT), HUTPUITBI (HATIPUMED, ALIETOHUTPUIT), POCTHIE 3(DUPHI (HATTpUMED, AMMETOKCHITAH,
terparuapodypan u 1,4-1M0KCaH), CHUPTHI (HAITpUMEP, METAHOJI U 3TAHOJ), AlTPOTOHHBIE
MOJIIPHBIE PACTBOPUTEINHN (HATIpUMED, TUMETUI(HOPMaMU, TUMeTHIaneTamusl, N-
METHITUPPOJIMIMHOH, TUMETHIICYTb(POKCH U TeKcameTHIIpochopaMu;t), BOTY U UX CMECH.
Bpewmst peakuuu Bapsupyetcs B nipenenax 0,1-100 yacos, npeamnouyturenbHo 0,5-24 4acos.
Temnepatypa peakuuu cocrasiisieT oT 0°C no 250°C, npeanoururensHo ot 0 1o 200°C.

[0379]

[TomyuenHoe TakuM 00pa3oM coeMHEHHE, TpeAcTaBiIeHHoe hopmyioi (I), MOKHO
BBIJIEJIUTH U OUUCTUTH U3BECTHBIMU CITIOCOOAMU pa3/iejIeHUs U OYUMCTKU, TAKUMHU KaK
KOHLIEHTPUPOBAHKE, KOHLIEHTPUPOBAHUE B BAKYYME, KPUCTAIUIM3ALMS, IKCTPAKLIUS
pPacTBOPUTEIIEM, TIOBTOPHOE OCAXKICHUE M XpoMaToTpadusl.

[0380]
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Cnoco6 nonyyeHuns 9

NH, S N/A NH; S H/A
N‘KN\/ r: Br N’K\/ '\? R3
\Rz Crtagua 14 N \Rz
(RR) (S9)

[0381]

rae A, R? u R> umeror 3HAYEHUs, ONPEIECIIEHHBIE BBIIIIE.

Ha artoii cragumn momy4yaroT coeMuHeHue, peacTaBieHHoe popmynoit (SS), moasepras
COoeIMHEHUe, mpescTaBieHHoe Gpopmyroit (RR), peaknuu coueTanusi ¢ 00paTHBIM
MPOU3BOIHBIM, TPOU3BOTHBIM OOPHOM KUCIOTHI, TPOU3BOIHBIM OJIOBA WJIM AllETUJIEHOBBIM

MTPOU3BOJTHBIM, KOTOPOE COACPIKUT R®, c ncionp3osanueM, HaIrpuMep, IEPEXOTHOTO MeTallIa
U, He00s13aTeIbHO, OCHOBAHUS, B PACTBOPUTEIIE, KOTOPBIM HE OKA3bIBAET HETATUBHOTO BIIMSIHUS
Ha peaKIuIo.

[0382]

KommuectBo ncnonb3yeMoro 60paTHOro mpou3BOIHOTO, TPOU3BOIHOTO OOPHOM KUCIOTHI,

MMPOU3BOJHOTO OJIOBA WM AlIETUWJIEHOBOT'O ITPOU3BOIHOTO, KOTOPOE COJIEPIKUT R?, cocraBnser
1-100 monb, npeanoyTuTenbHo 1-20 Mok, [IpuMepbl kKaTaamM3aTopoB HA OCHOBE NMEPEXOIHBIX
METAJUIOB, UCIIOJIb3YEMBIX HA 3TOW CTAJIMH, BKITFOYAIOT MAJIAJIUEBbIE KATAIU3ATOPHI
(HampuMep, aleTaT najuiaaus, TeTpakucTpudeHupochuHIAIIIAIUN, TPUC(OSH3UIUIECHALIETOH)
munaanui, ouc(rpudernndochun)nammamui(Il) muxmopua, komrieke 1,1-6uc
(mudpenundochuno)depponer-namnaauin(ll) guxaopua-guxiopmeTad u T.1.). [lpu
HEO0XO0IMMOCTH, T00ABIIAIOT IUraH (Hanpumep, TpudenundochuH, xantphos, 2-
munykiorekcuiipochuno-2',4',6'-Tprun3onponuinong eI, 2- IMIUKIoreKcunpochuHo-2',6'-
nuMeToKkcuouderut, Tpunukiorekcuiahochus, Tpu-TpeT-oyrundocduH u T.4.). [Tpumepsl
MEJIHBIX KaTaJIM3aTOPOB BKIIOUAIOT MOAUI MEAU, OpoMuUa Mev U xJjtiopua meau. KonruectBo
KaTajlv3aTopa Ha OCHOBE IEPEXOJHOTO METAJIJIA BAPbUPYETCS B 3aBUCMMOCTHU OT TUIIA
Katanu3artopa. Hanmpumep, KOJIMUECTBO UCIIOIB3YEMOTO KATAJIM3aTOPA HA OCHOBE
IEPEXOTHOIO METAJIa COCTABJISET, KaK npasuiio, 0,0001-1 monb, npeanoururenbHo 0,001-
0,5 MOJIb, HA MOJIb COETMHEHMS, TIpeicTaBieHHoro hopmyioit (RR). Katanuzatopsl Ha ocHOBe
MEePEeXOAHBIX METAJJIOB MOKHO UCIIOJIb30BATh B KOMOWHAIUU, TP HEOOXOAUMOCTH.
KonnuecTBO MCNIOIB3YyEMOT0 JIMTaHa COCTABIISET, Kak mpasuiio, 0,000 1-4 moJb,
npeanouytutenbHo 0,01-2 MOIb, HA MOJIb COEIMHEHUS, TIpeAcTaBIIeHHOTO (hopmyoit (RR).

[0383]

Kpome Toro, mpu He0OXOIMMOCTH MOXKHO T00aBUTH OCHOBAHUE B TIPOIIECCE PEAKIHH.
[Tpumepbl OCHOBaHMI BKIIOYAIOT OPraHUYECKUE OCHOBAHUS, TAKUE KAK TPUITUIIAMUH,
JIMU30TPONUIIATUIIAMUH, TMPUAWH, JIYTUIMH, KOJUIMJIUH, 4-TUMETWIAMAHONUPUINH, N-
MeTUIMOP()OIIMH, TPeT-OyTUPAT KaJlusl, TPET-OyTUpAT HATPUSI, METOKCUI HATPHUSI, STOKCH/T
HATpUsl, FEKCAMETUIIIUCUIIA3U]L JIMTUS, TEKCAMETUIIANCUIIA3U]] HATPHUSI, TEKCAMETUIIAMCUIIA3U]]
KaJusl ¥ OyTWUIMTUIN; U HEOPTAaHUYECKHUE OCHOBAHMUSI, TAKUE KaK TUAPOKAPOOHAT HATPUS,
KapOoHAT HATpHs, KapOoOHAT Kajusl, KapOoHaT uesus, pocdaT Kaaus, THIPOKCU HATPHUS U
ruapua HaTpusi. KoamuecTBoO MCIONIb3yeMOro OCHOBAHUSI COCTABIISAET, Kak mpasuiio, 0,1-50
MOJIb, IPEANOYTUTENNHHO 1-20 MOJTh, HA MOJIb COCTMHEHUS, TIPEICTABICHHOTO (hOPMYIION
(RR).

[0384]
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Hcnonb3yemblil B peakluy pacTBOPUTEIb KOHKPETHO HE OTPAHUYMBAETCS, U MOKHO
UCIOJIb30BATh JIIOOOH paCTBOPUTENb, KOTOPBIM HE OKA3bIBAET HErATUBHOTO BIIMSIHUS HA
peakuuio. [Tpumepsl pacTBOpUTENSl BKIIOUAIOT YIIIEBOOPOIbI (HATIPUMED, OEH30J1, TOIYOJ
Y KCUJIOJT), HUTPWIIBI (HATIPUMED, ALIETOHUTPUII), POCTHIE 3(PUPBI (HATTpUMED, AMMETOKCHITAH,
teTparuapodypan u 1,4-1MoKcaH), CIUPTHI (HAITPUMEDP, METAHOJ, 3TAHOJI U 3TUJIEHTJIMKOM),
AIpOTOHHBIE MOJIIPHBIE PACTBOPUTEIH (HAIIPUMED, TUMETHII(HOPMAMU/I, TUMETHIIALETAMUI,
N-MeTUIMPPOTMANHOH, TUMETUIICYIBPOKCHT U TeKcaMmeTHiIpochopaMu), BOAY U UX CMECH.

[0385]

Bpewms peakuuu Bapeupyercs B npeaenax 0,1-100 wacos, npeanoururensHo 0,5-24 gacos.
Temnepatypa peakuuu Bapbupyercs B npenenax ot 0°C 1o teMnepatypbl KUIIEHUS
pactBOpuUTENS, NpeanouyTurenbHo oT 0 1o 160°C.

[0386]

ITonyuyenHoe TakuMm 0O6pa3oM coeauHeHue, IpeAacTaBieHHoe popmynoit (SS), MOKHO
BBIJIEJIUTh U OYUCTUTH U3BECTHBIMU CIOCOOAMHU PA3IEIIEHUS U OUUCTKU, TAKUMHU KaK
KOHLUEHTPUPOBAHUE, KOHUEHTPUPOBAHUE B BAKYYME, KPUCTAJIIM3ALMS, SKCTPAKLIHUS
pacTBOpUTENIEM, ITOBTOPHOE OCAXIEHUE U XpoMaTorpadusi.

[0387]

Korna coenuuenue no HacTosmeMy H300pETEeHUIO COAECPKUT U30MEPHI, TAKUE KaK
OINITUYECKUE U30MEPBI, CTEPEOU3OMEPHI, PETMOM30MEPHI U POTALMOHHbBIE U30MEPBI, CMECH
JIOOBIX U3 YKA3aHHBIX U30MEPOB BKIIIOYEHBI B 00bEM COEIMHEHUS 10 HACTOSIIEMY
n3zo0perenuto. Hampumep, Korna COeAMHEHHUE M0 HACTOSIIIEMY U300PETEHUIO COAEPIKUT
OITHUYECKUE U30MEPBI, ONITUUECKUI U30MED, BBIIEIICHHBIN U3 PALEMUYECKON CMECH, TAKKE
BKJIIOYEH B 00bEM COEAMHEHUS 110 HACTOosIIeMY U300peTeHuto. Kaxaplii U3 TaKuX U30MEPOB
MOKHO TOJIYYUTh B BUJI€ OTJEIBHOIO COEIMHEHUS] U3BECTHBIMU CITIOCOOAMU CUHTE3a U
paszneneHus (HanpyuMep, KOHUEHTPUPOBAHUE, SKCTPAKLMS PACTBOPUTEIIEM, KOJIOHOYHAS
xpoMaTorpadusi, MEPEKPUCTATITAZANUS U T.J1.).

[0388]

CoearHeHre WK €To COJIb 110 HACTOSIIEMY U300 PETEHUIO MOXKET OBITh B hopMe
KpUCTAUI0B. MOHOKPUCTAIIBI U TOJIUMOP(PHBIE CMECH BKITIOUEHBI B 00bEM COSAMHEHUSI UITU
€ro COJIM IO HACTOsIIEMY N300peTeHHI0. Takue KpUCTaIIbl MOXKHO MOJIYUYUTh ITyTeM
KpUCTAJUIM3AUUU B COOTBETCTBUM CO CIIOCOOOM KPUCTAIIM3ALMHY, U3BECTHBIM per se B JaHHOM
o6actu TexHUKU. COeIMHEHUE UJTK €T0 COJIb M0 HACTOSIIEMY U300PETEHUIO MOXKET
MPEACTABIISITh COOOM COJIBBAT (HAIIPUMED, TUJIPAT) UIIM MOXKET OBITh B HECOJIbBATUPOBAHHOM
dbopme. JIroObIe u3 TakuX (HOPM BKITIOUEHBI B 0OBEM COETMHEHUSI UJTU €T'0 COJIU 10 HACTOSIIIIEMY

n300perenuto. CoelMHeHUs, MEUEHHBIE U30TOIOM (HaIIpuMep, 2H, 3H, 13C, 14C, 3 S, 1251y

T.1.), TAKX€ BKJIIOYEHbI B 00bEM COEMHEHUS UJIU €T0 COJIM IO HACTOSIIEMY U300PETEHUIO.

[0389]

ITponekapcTBO COEIMHEHUS UIIA €TO COJIM IO HACTOSIIEMY U300PETEHUIO OTHOCUTCS K
COEJIMHEHHUIO, KOTOPOE MOXKET ObITh MPeoOPa30BAHO B COSTUMHEHHUE UIIU €TI0 COJIb 10
HACTOSAIIEMY U300PETEHHUIO Yepe3 PeaKuio ¢ (hepMEHTOM, KEITyTOUYHON KUCTOTOM WA T.1I.
B (PU3MOJIOTMUECKUX YCTIOBUSIX i1 VIVO, T.€. COETMHEHHE, KOTOPOE MOXKET OBITh TPeoOpa3oBaHO
B COEIMHEHUE WJTH €TO COJTh TI0 HACTOSIIEMY U300PETEHUIO ITyTeM (pepMEHTATUBHOTO
OKMCIICHMSI, BOCCTAHOBIICHMSI, TUJIPOJIM3a UJIH T.11.; COeIMHEHUEe, KOTOPOE MOXKET OBITh
MpeoOpa30BaHO B COEIMHEHHE UITK €T0 COJIb I10 HACTOALIEMY U300 PETEHUIO ITyTEM I'MIPOJIN3a
101 IeVCTBUEM XKEJTYTOUHOM KUCTOTHI WK T.11. KpoMe Toro, mpoJiekapcTBO COSTMHEHUS WU
€ro COJIM MO HACTOSIIIIEMY U300PETEHUIO MOYKET MPEACTABIISATh COOOM COeIMHEHHsI, KOTOPbIE
MOTYT OBITh TPEOOPA30BAHBI B COCTMHEHUE U €TO COJIb 110 HACTOSIIEMY U300 PETEHHUIO B
(hY3MOIOTMUECKHUX YCIOBUSIX, TaKKMe, KOTOphIe onucaHbl B "Iyakuhin no Kaihatsu [Development
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of Pharmaceuticals]," Vol. 7, Molecular Design, onmy6iukoBan B 1990 rony Hirokawa Shoten
Co., pp. 163-198.

[0390]

Conb coeguHeHUs 10 HACTOSIIEMY U300PETEHUIO OTHOCUTCSL K OOBIYHOM COJIH,
UCMOJIb3YeMOl B 00J1aCTH opraHuyeckor xumu. [Tpumepsl Takux cojielt BKITI0UatoT OCHOBHO-
aJITUTUBHBIE COJIU, 0O0pa30BaHHBIE C KAPOOKCUITLHOM FPYIIIO, KOT/1a COSTMHEHUE COJIEPKUT
KapOOKCWIbHYIO IPYIITY, U KUCIIOTHO-AI/IMTUBHBIE COJIM, OOpa30BAHHbBIE C AMUHO WIIU
LIEJIOYHON FETEPOLMKIIMYECKOM TPYIIION, KOTAA COETMHEHUE COJIEPKUT aMUHO WU LIETTOYHYIO
FETePOLMKIMYECKYIO TPYIIILY.

[0391]

[Tprmepbl OCHOBHO-aJAUTUBHBIX COJIEH BKIIIOUAOT COJIM LIEIOYHBIX METAJIOB, TAKUE KAK
HATPUEBBIE COJIM U KAJIMEBBIE COJIN; COJIM IIEIIOYHO-3EMEJIbHBIX METAJNIOB, TAKUE KAK
KaJIbLIUEBBIE COJIM U MATHUEBBIE COJIU; COJIM AMMOHMS; U COJIM OPraHUYECKUX AMUHOB, TAKUE
KaK COJIM TPUMETUIIAMUHA, COJIM TPUITUIIAMUHA, COTU JUIUKIIOTEKCUJIAMUHA, COJIA
3TaHOJIAMHUHA, COJIM AUITAHOJIAMUHA, COJIM TPUITAHOIAMUHA, COJIM TpOoKanHa U coyv N,N'-
IUOEH3UIIDTUICHIUaMHUHA.

[0392]

ITpuMepbl KUCITOTHO-AITMTUBHBIX COJIEN BKITFOYAIOT COJIM HEOPTaHUYECKUX KUCIIOT, TAKUE
KaK THIPOXIIOPU]L, CYIIb(haT, HUTPAT, pocdat 1 mepxjaopar; COJIM OpraHUUECKUX KUCIIOT,
TaKue KaK alerat, popmuar, Masieat, pymapar, TapTpaT, IUTPAT, aCKOpOaT U TpudTOpaneTar;
U cyIb()OHATHI, TAKKE KaK METaHCYJIb(OHAT, U3ETHOHAT, OCH30JICYIb(POHAT U TI-
TOJyOJICYJIb(OHAT.

[0393]

CoeauHeHue UK €ro COJIb IO HACTOSIIEMY H300peTEeHHIO 001a/1aeT TPEBOCXOTHOM
AKTUBHOCTHIO UHTMOMpoBaHUs RET U sIBIIsIeTCs TOJIE3HBIM B KA4e€CTBE IIPOTUBOOITYXOJIEBOTO
cpencrsa. [IpeanoyTurebHbIMU MTPOTUBOOITYXOJIEBBIMU CPEJICTBAMM SIBJISTFOTCS
IIPOTUBOOITYXOJIEBBIE CPEACTBA JJISl JIEUEHUS 3]TOKAUECTBEHHBIX OITyXOJIEW C TIOBBIILIEHHOMN
aktuBanueit RET. CoequHeHue WM ero CojIb 10 HACTOSIIEMY U300peTeHUI0 001a1aeT
OTJIMYHOM CEJIEKTUBHOCTBIO B OTHOIIEHUUA RET 1 nMeeT mpenmyIecTBo, Takoe Kak
HE3HAYUTENIbHbIE T0OOUHBIE 3 (DEKTHI, BEI3bIBAEMbIE UHTUOMPOBAHUEM JIPYTUX KUHA3.

[0394]

B nacrosimmem omucanuu, "RET" o3navaet RET (rearranged during transfection
(peapaHXUPOBAHHYIO BO BpeMsl TpaHCHEKIUK)) TUPO3UHKUHA3Y U BKitouaeT RET yenoBeka
v RET OT/IMYHBIX OT YyemoBeKa MJIEKONUMTAIOMNX, peanoyTutenbHo RET yenoseka. Kpome
toro, TepmuH "RET" BkitouaeT n30(popMsl.

[0395]

Kpowme Toro, 6imarogapst OTIMYHOM aKTUBHOCTH uHruOupoBanusi RET, coenvHenue uimm
€T0 COJIb IT0 HACTOSIIEMY U300 PETEHHMIO SIBJISIETCS ITOJIE3HBIM B KauecTBe (hapMarieBTHUECKOTO
npenapata ajis npodunakTuku 1 gedeHus: RET-cBsa3anubix 3a6oneBanuid. [Ipumeps "RET-
CBSI3aHHBIX 3200JICBaHMI", BKITFOYAIOT 3a00JIEBaHHUS, YUCIIO CITy4aeB KOTOPBIX MOXKET OBITh
YMEHBIIIEHO U CHMIITOMBI KOTOPBIX MOTYT ObITh YCTPAHEHBI, OCIA0JI€HBI U/UJTH TTOJTHOCTHIO
W3JICUYEHBI ITyTeM JIeTIEUH, Cympeccud u/uimi uHruouposanus pyukimu RET. "RET-cBs3anHbIC
3a001eBaHMS", IPEAITOYTUTEIILHO IIPEICTABIISIIOT COOOM 3a00JIeBaHUS, KOTOPBIE MOXHO
neynTh myteM uHruouposanusi RET. I1pumMepsl Takux 3a001€BaHMil BKIIIOUAIOT, HO HE
OTPAaHUYMBAIOTCS 3TUM, 3JIOKAUYECTBEHHbIC ONMYXO0Jv U T.A. [IpuMmepamu 310kauecTBEHHOM
OITyXOJIM SIBJISIFOTCS OTYXOJIU € MOBbIIeHHOM akTuBauuer RET. 3iokauecTBeHHAsI OIMyXOJib
¢ noBbIlIeHHON akTMBauuer RET OTHOCUTCS K 3710KaU€CTBEHHOM OMYXOJIM C ITOBBILIEHHOMN
axktuBauueit RET B pe3ynbTrate TpaHCIOKaUUK, MyTalyy (BKJIIOYAsl TOYEYHYIO MYTALMIO U
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MYTALUIO CIIUSIHUSI TEHOB) U U30BITOYHOM 9KCIIPECCHU (BKJTIOUASI COCTOSIHUS, B KOTOPBIX
yBenmmuuBaeTcs konmmdectBo konwii reHa RET, uadgopmanmonnass PHK RET
CBepXxaKcnpeccupyercs, koaudecTBo RET OenkoB yBenuuuBaetcs, U 6enku RET mocTostHHO
axktuBupyrorcs) resa RET.

[0396]

Tur 310KaueCTBEHHOMW OIYXOJIH, ITOIJIEXKALIEH JIEUEHUIO COEIMHEHNUEM UJTU €r0 COJIBIO 110
HACTOSIIEMY U300PETEHHIO, KOHKPETHO HE OrpaHUuMBaeTcs. [IpuMepbl 3T0KaUeCTBEHHbBIX
OITYXOJIEH BKIIFOUAIOT SIUTEIMAIIbHBIE PAKU (PAKU IbIXATEIIbHOW CUCTEMBI, PAKU
MUIIEBAPUTEIILHON CUCTEMBI, PAKU PEMTPOAYKTUBHON CUCTEMBI, pAKH CUCTEMBI CEKPELUU U
T.J.), CAPKOMBI, FEMOIIO3TUYECKUE OIYXOJIU, OIIYXOJIU LEHTPAIILHON HEPBHOW CUCTEMBI U
OTTyXOJIH MepuepUIECKUX HEPBOB.

[0397]

KonkpeTHble mpuMepbl TUIIA paKa BKIOYAIOT PAK FOJIOBBI U 11I€U, PAK IIMTOBUIHON
JKEJE3bl, PaK MUILIEBOAA, PAK KEITYIKA, PAK IBEHAAUATUIIEPCTHON KUIIIKU, PAK IEYEHH, PAK
JKEJTYHBIX IYTEeHW (KETYHBIN My3bIPb, XOJIAHTMOKAPLUUHOMA U T.[.), PaK IMOIXKEITYT0OYHOU
JKeJe3bl, KOJJOPEKTAIBHBINA paK (PaK TOJICTOM KUILIKH, paK IPSIMOW KUIIKH U T.J.), PAK JIETKUX
(HEMEIKOKIIETOUHBIN PaK JIETKOTO, MEJIKOKJIETOUHBIN PaK JIETKOr0, ME3OTEIMOMA U T. 1.),
PaK MOJIOYHOW KeJIe3bl, PAK IMYHUKOB, PAK MATKU (pPaK LIEHKA MATKU, paK SHIOMETPUS U
T.J1.), PAK MMOYEK, PaK MOYEYHBIX JJOXAaHOK-YPETPbI, PAK MOUEBOTO MY3bIPS, PAK
MpeACTATEIbHOM Kelle3bl, TECTUKYJISIPHYIO OIyXO0JIb, JIEHKO3, 37T0KAYECTBEHHYIO JTUMGPOMY,
MHOXECTBEHHYIO MUEIIOMY, OCTEOCAPKOMY, CADKOMY MSTKUX TKAHEH, paK KOXKHU, OIyXOJIb
FOJIOBHOT'O MO3Tr'a, OMYX0JIb HAAIIOYEUHUKOB, HEHPOOIACTOMY U T.II.

[0398]

LleneBoit pak MpeANnOUYTUTENBHO MPEACTABISET COOOM paK JIErKOro (HEMEJIKOKJIETOUHbIN
pPAaK JIErKOr'0, MEJIKOKJIETOYHBIN paK JIETKOT0, ME30TEIIMOMA U T.[I.), KOJIOPEKTAJIbHbINA pak
(pak TOJICTOM KHILIKU, paK MIPAMOU KUIIKHU U T.[.), PAK IIMTOBUAHOM KEJIE3BI, PAK MOJIOYHOM
JKEJIe3bl, OIyXOJIb TOJIOBHOTO MO3Ta U JIEMK03; 60J1ee MPEANOUYTUTEIbHO HEMEIKOKJIETOUHbIN
PaK JIETKOTO U PaK IMTOBUIHOMN KeJe3bl; U 00JIee MPEANOUYTUTEIbHO HEMEITKOKIETOUHBII
paK JIETKOTO U PaK IIUTOBUTHOM JKeJIe3bl C MOBBIIIeHHOM akTHBaluel RET. 3nauenue dpassl
"nmoBeImieHHas akThBanus RET" onpeeneHo Bolle.

[0399]

dapManeBTUYECKAST KOMITO3ULMS, BKIIIOYAIOIIASI COEAUHEHUE WU €T0 COJIb 10 HACTOSIIEMY
U300PETEHUIO, TPENTOYTUTENIBHO MIPEICTABIISIET COO0M (hapMaleBTUIECKYI0 KOMITO3UIMIO
JU1s1 TPOUIAKTUKY WM JIeYeHUsI 3a00JIeBaHUI, KOTOPbIE MOKHO JIEYUTH ITyTEM
unrubupoBanus RET. [lpeanoututensHbie (hapManeBTUUECKUE KOMITO3UIMHU SIBIISIFOTCS
IIPOTUBOOIIYXOJIEBBIMU CpelcTBaMu. Korna coeMHEHUE UK €TO COJIb IO HACTOSILEMY
N300pETEeHUIO UCTIOIB3YIOT B KauecTBe (hapMaleBTUUECKOTO Mpernapara, MOKHO 100aBUTH
(hapmaneBTHUECKUI HOCUTEIT, €CITA HEOOX0IMMO, TAKUM 00pa3oM, hopMYIUPYs TIOIXO/ISIITY IO
JIEKaPCTBEHHYIO (POPMY B COOTBETCTBUM C MTPODUIAKTUYECKUMU U JICUEOHBIMU LIETSIMU.
[Tpumepsl TekapcTBEHHOM (HOPMBI BKITIOUAIOT MEPOPATBHBIE IIPEenapaThl, IpernapaThl 11
WHBEKIUH, CYITIIO3UTOPUH, Ma3H, IUIACTBIPHU U T.1. Takue TekapcTBeHHbIE (hOPMBI MOXKHO
MOJIYYUTh CITIOCOOaMU, OOBIYHO U3BECTHBIMU CIIEUATIUCTAM B JAHHOM OOJIaCTH.

[0400]

B kauectBe apmaneBTUHUECKOTO HOCUTES, PA3IMYHbIE TPATUIMOHHBIE OPTaHUYECKHUE
WJIA HEOPTAaHUUYECKHUE BEILIECTBA-HOCUTEIIHN, UCITOJIb3YEMbIE B KAUECTBE COCTABIISIOIIMX ITpEnapaT
BEIIECTB, MOT'YT ObITh CMEIIAHBI B KAUECTBE IKCUUITMEHTA, CBSI3YIOIIET0, Pa3phIXJIUTEN I,
CMAa3bIBAIOIIETO BEIIECTBA WIM Ar€HTA MOKPBITUSL B TBEPABIX IPENapaTax; Wik B KAYECTBE
PaCTBOPUTEIIS], COMIOOUIU3UPYIOLIETO areHTa, CYyCIeHIUPYIOLIEro areHTa, K30TOHUYECKOTO
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arenta, pH perynsaropa/Oydepa M yCrioKauBaroIiero CpeicTBa B AUIKUX Mpernaparax.
Kpome Toro, mo6aBku 1151 hapManeBTUIECKUX MTPENapaToB, TAKUE KaK aHTUCETITHKH,
AHTUOKCUIAHTBI, KPACUTEIIH, MOCIACTUTENIN U CTAOUIM3ATOPBI, TAK)KE MOXKHO MCIIOJIH30BATh,
€CJI1 He0OXO0IMMO.

[0401]

[Tpumepsl SKCUUMITMEHTOB BKJIIOUAIOT JJAKTO3Y, caxapo3y, D-MaHHUT, KpaxMmall,
KPUCTAJUIMYECKYIO LEJUTI0JIO3Y, CUIIMKAT KAJIBIUS U T.I1.

[0402]

[TpuMepsbl CBSA3YIONIMX BKIIFOYAIOT TUAPOKCUTTPONWILEILTION03Y, METUILEIUIION03Y,
MOJIMBUHWITTUPPOJIUIOH, KOHAUTEPCKUN TOPOIIOK, TUIPOKCUITPONTAIMETUIILEIITIONO03Y U T.1I1.

[0403]

[Tpumepsl pa3phIXIIUTENICH BKIIOYAIOT HATPUN KPaXMaJITIIMKOJIST, KAPMEIIO3y KaJlbIus,
KPOCKapMeno3y HaTpHsl, KPOCIIOBUIOH, HU3KO3AMEILIEHHYIO THIPOKCUITPOITUIILEILIION03Y,
JaCTUYHO MPEeKeTaTHHU3UPOBAHHBIN KpaxMall U T.1.

[0404]

[Tpumeps cMa3bIBAIOIIMX BEIIECTB BKIIFOYAIOT TaJbK, CTeapaT MarHus, CJIOXKHBIN 3up
caxapo3bl U )KHPHOM KUCIIOTHI, CTEAPUHOBYIO KHCIIOTY, cTeapuiidymapaT HATPHS U T.I1.

[0405]

[Tpumepsl areHTOB IMOKPHITHI BKITIOUAIOT STHIIIEILIIONIO3Y, aMUHOATKUIIMETAK PUTATHBIN
conoiumep RS, ruipoKCUNIpOnUIMETUIILEIUTIONO03Y, CaXapo3y U T.II.

[0406]

[Tpumepsl pacTBopuUTEIIel BKIIIOUAIOT BOY, TPOIUICHIJIMKOJIb, (PU3UOTIOTMUECKHUI COIEBOM
pacTBOP U T.II.

[0407]

[Tpumeps! COMOOUTM3UPYIOIIUX AT€HTOB BKIIIOYAIOT MOJIUITUIICHTIUKOJIb, 3TAHOJ, O
UKJIOJIEKCTPpUH, Makporo 400, momucopdat 80 u T.11.

[0408]

[TpumepsI CyCrIeHTUPYIOIIMX areHTOB BKITIOUAIOT KappareHaH, KPUCTAIUTMYECKYIO
HEJUTI0I03Y/KapMeI03y HaTPUsl, MTOJTMOKCUITUIICH- TUAPUPOBAHHOE KACTOPOBOE MACIIO U T.II1.

[0409]

[TpuMepbl K30TOHUUYECKUX ar€HTOB BKITFOUAIOT XJIOPU HATPUS, TIUIEPHH, XJTOPUI KaJTus
U T.I.

[0410]

[Tpumepst pH peryisaTopoB/0ydepoB BKIIOUAIOT UMTPAT HATPUS, XJIOPUCTOBOIOPOTHYIO
KHUCIIOTY, MOJIOUHYIO KHCTIOTY, (pochopHyIOo KUCITOTY, muruapodocdat HATPHs U T.11.

[0411]

[Tpumeps! yCcrioKauBaromKX CPEICTB BKITIOUAIOT TPOKAWH TUAPOXIOPUI, TUAOKAUH U T.I1.

[0412]

[Tpumepsl aHTUCENTTUKOB BKIIIOYAIOT 3TUJT TAParuIpoOKCUOEH30aT, KPe3ol,
OEH3IKOHUMXIIOPUA U T.I1.

[0413]

[Tpumepbl aHTHOKCUAAHTOB BKITIOUAIOT CYJIb(PUT HATPUSI, ACKOPOUHOBYIO KUCIIOTY,
MIPUPOAHBIN BUTAaMUH E 1 T.11.

[0414]

[Tpumepsl KpacuTesnen BKIIIOYAOT OKCUJT TUTAHA, CECKBUOKCH]L JKEJIe3a, MTUIEBONA CUHUAN
Ne 1, MeIHBIN KOMIUIEKC XJI0poduilia U T.11.

[0415]

[Tpumepsl mojicnacTUTENEH BKIIFOYAIOT acapTaM, CaXapuH, CyKpasio3y, I-MeHTOJI, MITHYIO
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OTIYLIKY U T.II.

[0416]

[TpuMepbl cTaOMIM3aTOPOB BKIIOYAIOT MUPOCYIHLMOUT HATPUS, TUHATPUI dAETaT,
3PUTOPOUHOBYIO KUCIIOTY, OKCHT MaTHUS, TUOY TUIITHIPOKCUTOIYOI U T.II.

[0417]

Korpaa nmonydaroT TBepIblii mpernapart Jj1sl IEpopajibHOTO BBEACHUS, SKCLIUITUEHT,
HE00s3aTENIbHO KCIUITUEHT, CBA3YIOIIIEE, PA3PhIXJIUTENb, CMA3bIBAIOIIIEE BEIIIECTBO, KPACUTEITD,
MOJICTIACTUTEND U T.I1., MOXKHO JOOAaBUTh K COSMHEHHUIO TI0 HACTOSIIEMY U300 PETEHHUIO; U
MTOJTYYEHHYIO CMECh MOXKHO COPMYITMPOBATH B TAOJIETKU, TAOJIETKH C ITOKPBITHEM, TPAHYJIBI,
MMOPOIIKH, KATICYJIbI U T.]I., B COOTBETCTBUM C OOBIYHBIM CIIOCOOOM.

[0418]

Korpaa nonyuarot npenapat mist uHbekMi, pH perynstop, 0ydep, crabunuzatop,
M30TOHUYECKHI areHT, MECTHBINM aHECTETHK U T.IT. MOKHO T00ABUTh K COSTMHEHUIO I1O
HACTOSIIEMY U300 PETEHUIO; U IOJTyUYEHHYIO0 CMECh MOYKHO C(hOPMYJIMPOBATH B BHJIE IIperiapaTa
JUUIS TIOJIKOKHBIX, BHYTPUMBIIIICUHBIX U BHYTPUBEHHBIX MHBEKIIMH B COOTBETCTBUM C OOBIYHBIM
CIocoooM.

[0419]

KomuyecTBo coeIMHEeHMS IO HACTOSIIEMY U300 PETEHHUIO JIJTSI BKITIOUCHMS B KaXKIYIO U3
TaKUX CTaHAAPTHBIX JIEKAPCTBEHHBIX (DOPM 3aBHCUT OT COCTOSTHUS TALMEHTa, KOTOPOMY
BBOJIAT COEIMHEHME, JJIeKapcTBeHHOM (hopMbl U T.11. Kak mpaBuio, B ciryyae rnmepopajbHOr0O
CPEIICTBA, UHBEKIUHU M CYTIIIO3UTOPUSI, KOJIMIECTBO COSTUHEHHMSI IO HACTOSIIIIEMY H300PETEHUIO
npeanoututeabHo cocrapiget 0,05-1000 mr, 0,01-500 mr u 1-1000 Mr, COOTBETCTBEHHO, Ha
CTAHIAPTHYIO JIEKaPCTBEHHYIO (hopMmy.

[0420]

CyTouHas 103a JIEKapCTBEHHOT'O CPEACTBA B TAKOM JIEKAPCTBEHHOM (hOpPME 3aBUCUT OT
COCTOSIHUSI, MACChI TeJla, BO3pAacTa, MoJjia U T.J. HAlMEHTa U HE MOJJIEKUT 0000IIEHHUIO.
Hanpumep, cyTounas 1o3a coeTMHEHHUS IO HACTOSIIEMY U300 PETEHUIO JIJII B3POCIIOro (Macca
tesa: 50 Kr) MOKET COCTaBJIATh, Kak nmpasuiio, 0,05-5000 mr, u npeanoururensbHo 0,1-1000
MT'; ¥ IPEATIOUYTUTENIBHO €€ BBOJISIT B BUIE OJTHOM JT03bI UJIU ABYX-TPEX IPOOHBIX /103 B ICHb.

[0421]

B HacTosem n3o00peTeHu mpuMepbl MIIEKOITMTAIONINX, KOTOPBIM BBOJST CoeqMHEHUE
(I) wnmu ero cob, BKIIOYAOT YeIOBEKa, 00€3bsiH, MBIIIIEH, KPbIC, KPOJMKOB, COOAK, KOIIIEK,
KOPOB, JIOIIaJAeH, CBUHEN, OBEI U T.II.

[Tpumepsnr

[0422]

Jlanee HacTosiee M300peTeHUE OMMChIBAETCs O0Jiee MOAPOOHO CO cChUIKoM Ha [Tpumephl.
OpnHako HacTosIIee H300peTeHre HE OTPAHMUYMBACTCS ITUMHU ITPUMEPAMHU.

[0423]

B npuMepax ucrnosib30Bajid KOMMEPUYECKU JOCTYIHbIE pEareHThI, €CJIM HE YKa3aHO UHOE.
JI71 KOJIOHOYHOM XpoMaTorpaduu Ha CUJTUKATelIe UCTIOJIH30BaJIU CIIEAYIOIINE KOJIOHKH:
Purif-Pack (3apeructpupoBannas Toprosasi Mmapka) SI, usrorosurenb Moritex Corp., KP-Sil
(3aperucTpupoBaHHas TOProBasi MapKa) 3al0JTHEHHAS TMOKCUIOM KPEMHMS KOJIOHKA,
usrorosurelnb Biotage, HP-Sphere (3aperucrpupoBaHHast Toproast Mapka) 3ariOJIHEHHAs
JIMOKCHUJIOM KPEMHHUs KOJIOHKA, U3rotoBuTelb Biotage, uiu HP-Sil (3apeructpupoBaHHas
TOProBasi MapKa) 3aIr0JIHEHHAS! JMOKCUIOM KPEMHHUS KOJIOHKA, U3rOTOBUTEIb Biotage. [ls
KOJIOHOYHOM XpoMaTorpaduu Ha IIEJIOYHOM CUJIMKArese ucroib3oBaiu Purif-Pack
(3apeructpupoBaHHasa Toproasi Mapka) NH, uzrorosurens Moritex Corp., unmu KP-NH
(3aperucTpupoBaHHas TOProBasi Mapka) 3alI0JTHEHHYIO KOJIOHKY, U3TOTOBUTENb Biotage. {i1st
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MpernapaTuBHON TOHKOCIONHOM XxpomaTorpaduu ucroib3oBanu Kieselgel TM 60F 254, Art.
5744, wzrorosutesib Merck, wiu miactuny ¢ NH, cunukarenem 60F254, usrorosurens Wako.

SIMP criekTpbl U3MEPSIIN C UCTIONIB30BaHKEM criekTpomeTpa moaenu AL400 (400 MI.;,
uzrotoBurennb JEOL), Mercury 400 (400 MI'u; usrorosutens Agilent Technologies, Inc.) unu
criekrpomeTpa moaenu Inova 400 (400 MI'w;, usrorosurens Agilent Technologies, Inc.),
cHabxeHHoro OMNMR 3oH110M (Protasis). MI3MepeHue ocyIiecTBIISUIN ¢ UCIIOIb30BaHUEM
TeTpaMeTUJICUIIaHA B KAYeCTBE BHYTPEHHETO CTaH1apTa, KOrJa TeTpaMETHIICUIIaH COAepIKaICs
B JIENTEpUPOBAHHOM PaCTBOpUTEE; B ApyTrUx ciryudasx AMP pacTBopuTens UCIIOIb30BaIU
B KauecTBE BHYTPEHHETO cTaHaapTa. Bee & 3HaUueHMs moka3aHbl B M.JI. Peaknyu B yCIIOBUSIX
MUKPOBOJIHOBOI'O OOJTy4eHUS] OCYILIECTBIISIU C UCIIOJIb30BaHUEM Initiator, USTOTOBUTEIH
Biotage.

[0424]

KXMC crnekTpbl U3MEPSUIU C UCTIOIb30BaHUEM Acquity SQD (KBaapyIOIbHbIN),
uzrorosurellb Waters Corporation B CIEAYIOLIMX YCIOBUSIX.

Komnounka: Acquity UPLC (toprosast Mmapka) BEH C18, 2,1 x 50 MM, 1,7 MKM (M3TOTOBUTEIH
Waters Corporation)

MC nerexuusi: ESI B pexxume mOI0KUTEIbHBIX HOHOB

YO perexmms: 254 u 210 aMm

CkopocTbh OTOKa B KoJIoHKe: 0,5 MI/MUH

[MonBuwxHas dasza: Boga/anetonurpun (0,1% MypaBbUHOMN KUCIOTHI)

O6BeM BBOAUMMON TTPOOBI: 1 MKJI TpajIueHT

Bpewms (MuH) Bopa AUETOHUTPUIT
0 95 5
0,1 95 5
2,1 5 95
3,0 CTOIl

OuncTKy npenapaTuBHOM oOpartieHHO-(pa3zoBo BAYKX ocyiiecTBiisiii ¢ UCTIOIb30BaHUEM
CUCTEMBI MPENapaTUBHOTO pa3fieieHus, 1ocTynHo# ot Gilson, Inc.

Komnonka: CombiPrep Pro C18, 50 x 30 MM B.A., S-5 MkM (u3rotoButeib YMC)

Y® perexuus: 254 HM

CkopocTh NOTOKA B KOJIOHKE: 40 MJI/MUH

[MonBwxHas dasza: Boga/anetonurpun (0,1% MypaBbUHOMN KHUCIOTHI)

O61wem BBOAMMOIN TTpoObI: 0,1-1 Mt

Jlasiee mpencTaBiIeHbl UCIIOIb3yeMble a00pEBUATYPBI M UX 3HAUECHHUS.

S: CHHIJIET

d: my6aer

t: TpUILIET

q: KBapTeT

dd: nBoitHOM nyOIeT

dt: ABOMHOM TPUILIET

td: TpoitHOIt AyOeT

tt: TPOMHON TPUILIIET

ddd: nBoriHOM ABOMHOM Ty0IeT

ddt: IBOMHOM IBOMHOW TPUILIIET

dtd: nBoOMHOM TpoMHOM ay0OIIeT

tdd: TpotiHOM 1BOWMHOM TyOIeT

m: MYJIbTUILIET

br: mmpoxum
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brs: MIUPOKUIA CUHTJIET
CDI: xapboHWIIMMMUAA30IT
DMSO-dg: aeritepupoBaHHBIN TUMETUIICYTb()OKCUT

CDClj5: neriTepupoBaHHBIN XJI0pOohOpM
CD30D: neiteppOBaHHBINA METAHOJI

TT'®: Terparuapodypan

DMF: N, N-mumeTtundopMamus

DMA: N,N-quMeTunaneTaMul

NMP: 1-MeTuiI-2-nuppoIMIMHOH

DMSO: mumeTricymbhOoKCHT

HATU: (mumetuinamuuo)- N, N-numetuin(3H-[1,2,3]tpuaszoino[4,5-b]nupuana-3-uiokcu)
MeTaHUMUHMIA rekcadTopdochat

DIAD: nuu3ornponuia3oguKkapOoKcuiIaT

DIPEA: nun30nponuisTUIaMUH

DME: 1,2-muMeTOKCHU3TaH

[0425]

Ccoutounsbiii ipuMep 1: CunTtes 4-amuHo- 1 -nmkiionedTw- 1 H-nupaszosno(3,4-d Jnupumu iuH-
3-kapOOHOBOM KUCTIOTHI

Cranus 1: Cunres 1-nukinonenTun-3-uoa-1H-nupaszono|3,4-dnupumuinn-4-amMuna

Cycnensuio 3,0 r 3-uoa-1H-nupazono[3,4-d|nupumMuanH-4-aMuHa, CAHTE3UPOBAHHOTO B
COOTBETCTBUH C ITPOIIEAY PO, orucaHHOM B MexmyHapoaHou myosmkanmu Ne WO2007/126841,
3,4 r voquukiioneHTana v 4,8 r kapoonara xanus B 30 Myt DMF nHarpesanu 1o 80°C u
nepemMeniuBav B TeueHue 18 yacos. [1ocie oxnaxaeHus MOIy4eHHOM CMECH 10 KOMHATHOM
TeMIepaTypbl K cMecu 100aBisii 200 MIT BOJBI, C MTOCIEAYIOMIUM (QUIHbTPOBAHUEM
o0pa3oBasIerocs TBEPAOIro BellecTBa. TBepa0e BEIeCTBO MPOMBIBAIM BOJAOM U CYIIINIIH,
TaKUM 00pa3oM noityyas 3,7 T yKa3aHHOTO B 3arOJIOBKE COEJIMHEHUS B BUJIE XKEJITOTO TBEPIOTO
BEIIIECTBA.

dusnyeckue cBoiictBa: m/z[M+H]" 330,1.

[0426]

Cramus 2: CunaTte3 4-aMuHO- 1 -1KIoneHTHI- | H-mupasonol 3,4-d [mupumuanH-3-kapOOHOBOM
KHUCJIOTBI

21 r 1-uuknonenTun-3-uoa- 1 H-mpaszosnol3,4-dJnupumuini-4-aMyuHa, MOJIYYEHHOTO HA
craauu 1, 42 mut 2-nuaTriiaMuHo3Tanona u 2,24 r Pd(PPhs),Cl, pactBopsiiu B 120 M NMP

¥ aTMOCcdepy B CUCTEME 3aMEHSIIA OKCUIIOM YTJIepo/ia, C MOCIEAYIOIMUM HArPEeBAHUEM J10
120°C. Ilocne nepemenIMBaHus B TEUEHHUE 2 YACOB MOJIYYEHHYIO CMECh OXJIAXKAAJU 10
KOMHATHOM TeMIIEpaTypbl U K cMecH 100aBsuid 50 M1 MeTaHoJIa. 3aTeM K CMecH J0OaBIIsIIN
19 M1 SN BOgHOT 0O pacTBopa ruAPOKCUIA HATPUS U IIEpEMEIIMBAIM B TeueHue 30 MUHYT.
[Tocne no6aBneHust BOAbI BOAHBIN CIIOH MPOMBIBAIM ITUJIALETATOM U IIPOMBITBIN BOIHBII
CJIOM TOBOJIMJIU XJIOPUCTOBOJOPOIHOM KrcinoTol 10 pH 3. OcaxaeHHOe TBEp0e BEIIeCTBO
cobupanu GUIBTPOBAaHUEM, TPOMBIBAJIM BOJIOM U CYIIMIM, TAKUM 00pa3oM noiydas 9,8
YKa3aHHOT'O B 3ar0JIOBKE COETMHEHHUS B BUE OJIETHO-KEITOTO TBEPAOTO BEIIECTBA.

dusudeckue cBoiictBa: m/z[M+H]" 248.3.

[0427]

Ccputounsiit mpumep 2: CunTes 4-aMuHO- 1-(4,4-quMeTUIuKIorekcun)- 1 H-nmupasosno| 3,4-
d]mupuMuIrH-3-KapOOHOBOM KUCITIOTHI

Cranus 1: Cunres 1-(4,4-nuMeTUIIIUKIIOTeKCHN)-3-1o1- 1 H-nupazosno|3,4-d | nupumMuina-
4-amMuHa
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6,08 MJT IMU30MIPONUIa30AMKapOOKCcHIaTa 100aBIIsId K pacTBopy 4 r 3-uoa-1H-mupaszosno
[3.4-d]Jmupumuann-4-amuHa, 5,89 r 4,4- numeTummkiIorekcanosna u 8,0 T tpudernndochuna
B 30 Ms1 TT'® nipu KOMHATHOM TEMIIEPATYPE, C MOCIEAYIOIIUM MIEPEMEIINBAHUEM B TEUEHUE
HouH. [Tocre KOHIEHTPUPOBAHUS OCTATOK OUMINIATIM XpoMaTorpadueli Ha cUuIMKarese (reKCaH
— rekcan/atunaneratr=1/1), Takum o0pa3zom nojydas 3,9 T yka3aHHOTO B 3ar'0JIOBKE
COEIMHEHHS B BUJIE OEJIOr0 TBEPIOro BELIECTBA.

dusudeckue coiictBa: m/z[M+H]" 373,1.

[0428]

Cranus 2: Cunres 4-amuHo- 1-(4,4-qumeTuiuKIIorekcun)- | H-nupazoinol 3,4-d Jnupumu inH-
3-kapOOHOBOM KUCTIOTHI

3,14 r 1-(4,4-mumeTunuukinorekcun)-3-uoa- | H-nupaszono(3,4-dJnupumuine-4-aMuHa,
MOJIy4YEeHHOr 0 Ha ctaauu 1, 5,61 M 2-nuatunamuaostanona v 297 mr Pd(PPhs),Cl, pactBopsiinu

B 15 Mi1 NMP u atmocdepy B cUCTeEME 3aMEHSIIM OKCHUIOM YIJIepoa, C MOCIIEeIYIOIMM
HarpeBanueM 110 120°C. T1ocne nepeMelMBaHus B TEUEHUE 2 YACOB MOJYYEHHYIO CMECh
OXJIAXIAJIM JO KOMHATHOM TeMIlepaTyphl U K CMECH 100aBIIsUIM 15 M1 MeTaHoIa. 3aTeM K
cMecH 100aBIsn 6,9 M1 SN BOJTHOT'O pacTBOpa THMAPOKCUIA HATPHS U IIEPEMEITUBAIIH B
teuenue 30 muHyT. [locne nobaBiieHrs BOIbI BOJIHBIN CJIOW TPOMBIBAJIM 3TUIALETATOM U
MIPOMBITHIN BOAHBIN CJIOM TOBOIWIM XJIOPUCTOBOIOPOIHOM KuciioToi 10 pH 3. OcaxxaeHHoe
TBEPI0€ BEIIECTBO COOMpaH (PMITbTPOBAHUEM, TPOMBIBAJIU BOJOM U CYIIUITH, TAKUM 00pa3oM
nojiydasi 2,2 T yKa3aHHOTO B 3aI0JIOBKE COEIMHEHHUS B BUIE OJIETHO-)KEITOTO TBEPIOTO
BEIIIECTBA.

dusuueckue cBoiictBa: m/z[M+H]" 290,3.

[0429]

Ccbuiounsiii mpumep 3: CunTes 4-aMmuHo- 1-(TpeT-0yTIi)- 1 H-nupasono[3,4-dJnupuMuava-
3-kapOOHOBOM KUCIIOTHI

Cranus 1: CunTe3 MeTtun 4-aMuHO- 1 -(TpeT-0yTrn)- 1 H-nupasono[3,4-d[nupumuans-3-
KkapOoKcuiaTa

3,33 r rpudTMiamMuHa U 1,35 T komrutekca 1,1'-6uc(mudenundocdrno)deppoueH-namuiaami
(IT) uxopuA-IUXJIOpMETaH JOOABIISIU K cycrieH3uu 4,45 T 3-6poM-1-(Tpet-0yTui)-1H-
nupasolio| 3,4-d|mupumunun-4-amMmuHa B 45 Mt MmetaHos1a. CMech riepeMelBaiiy B atmocdepe
okcuaa yraepoaa B aBToknase npu 0,5 MIla u ipu 100°C B Teuenune 3 yacos. [1ocne
OXJIAXICHHUSI CMECh PACTBOPSUIU B XJIOpO(OpMeE, MPOMBIBAIIM BOJION U CYIITUIIA HAJT O€3BOTHBIM
cyiabhatom HaTpus. BeicymenHyto cMech 3aTeM (PUIBTPOBAIA U KOHIEHTPUPOBAIIH.
[Tony4yeHHBIN OCTATOK OUMIIATIM KOJIOHOYHOM XpoMaTorpaduel Ha cuiMkarene (reKcaH-
3TUJIALETAT) U ITOJIyYEHHOE TBEPAOE BELIECTBO CYCIIEHAMPOBAIIN U IIPOMBIBAJIA CMECHIO
rekcaH-aTuianerat. [locre pumbTpoBaHus TBEpaoe BemecTBo cymin mpu 70°C mpu
MMOHMW)XEHHOM JaBJIEHUH, TAKUM 00pa3oM mnoJjiyyasi 2,37 I yKa3aHHOTO B 3ar0JI0BKE COSTUHEHUS
B BUJIE OJIeTHO-Orange TBEpJOro BEIIECTBA.

duznueckue cBoiicrBa: m/z[M+H]* 250,1.

[0430]

Cramus 2: Cuntes 4-amuHo- 1-(TpeT-0yTIi)- 1 H-mupasono[ 3,4-d JnupumMuaus-3-kapOOHOBOIM
KHUCIIOTBI

2,23 r Mmetus 4-aMuHO- 1-(TpeT-0yTrn)- 1 H-nupaszomno[3,4-d[mupumuann-3-kapobokcunara,
1oJiydyeHHoro Ha ctaauu 1 CcbliouyHOro npumepa 3, CyCreHaMpoBaliy B 33 M1 MeTaHoJIa U
K cMecu 100aBmsiu 3,58 mu1 SM BOIHOTO pacTBOpa ruapokcuaa HaTpus. CMech HarpeBaju
MPY KUITSTYEHUU C OOPATHBIM XOJOAUIBHUKOM MPU MepeMEIIMBAHUY B TeueHHe 30 MUHYT.
ITocne oxnaxxaeHus: peaKqMOHHBINA PACTBOP HEUTPATIM30BAJIM IIPU IOMOIIXA SM BOAHOTO
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pacTBOpa XJIOPUCTOBOJAOPOIHOM KUCIOTHI M pa30aBIIsuiId BOJOM, coOOMpas ocax/IeHHOe
TBepoe BemecTBO punbTpoBanueM. [TomydeHHoe TBepaoOe BeecTBO cymiu mpu 60°C mpu
MTOHWKEHHOM JaBJIEHUU, TAKUM 00pa3oM rosrydas 2,05 T yKa3aHHOT'O B 3ar0JIOBKE COETMHEHUSI
B BUJIE OECBETHOI'O TBEPJAOIO BELIECTBA.

dusudeckue cBoiictBa: m/z[M+H]" 236,3.

[0431]

Ccoutounsiit mpumep 4: Cunrte3 4-amuHo-1-(4,4-nudTopiukiorekcun)- 1 H-mupazosno|3,4-
d]mupumuanH-3-kapOOHOBOM KUCTOTHI

Cranus 1: Cunres 1-(4,4-qudTopuukiorekcun)-3-uoa- 1 H-nmupaszosol 3,4-d [ nupumMuana-4-
aMHHa

1,6 M1 AUU3OIpONMIa30AUKapOOKCHIaTa JOOABIISUIU K pacTBopy 1,6 r 3-uoa- 1H-nupaszoso
[3,4-d]mupumuuH-4-amuHa, 1,0 r 4,4-nudropiukiiorekcaona u 2,1 r tpudenundochuna B
50 M TT'®D npy KOMHATHON TeMIIEpaType, ¢ NOCIEAYIOLUM IIEPEMEIIMBAHUEM B TEUCHUE
HOuM. [Tocne KOHUEHTPUPOBAHUS CMECH CYCIIEHIMPOBAJIA U IPOMBIBAIM METAHOJIOM U
dunsTpoBai. ITomydyeHHoe TBepaoe BerecTBO cyui Ipy 60°C mpy TOHMKEHHOM J1aBJICHUH,
TaKUM 00pa3zom mojyuas 1,5 r yka3aHHOTO B 3ar0JIOBKE COSIMHEHUS B BUJI€ OECIIBETHOTO
TBEPAOIO BEILIECTBA.

dusnueckue ceoiicTBa: m/z[M+H]* 380,2.

[0432]

Cramus 2: Cunte3 Metui 4-aMuHo- 1-(4,4-mudroprmkiorekcun)- 1| H-mupasono[3,4-d]
MMPUMUINH-3-KapOOKcHiIaTa

Cwmerannbiii pactBop 1,5 T 1-(4,4-mudroprukiaorekcui)-3-uoa- 1 H-mupa3zono[3,4-d]
MMPUMUIMH-4-aMUHA, ITOJIy4yeHHOTo Ha cTtauu 1 CebltouHoro npumepa 4, 330 Mr KoMIuiekca
1,1'-6uc(mudpenundochuno)depponen-namiaaui(ll) IMXT0pUA-IUXIIOPMETAH U 3 MIT
N,N-nymzonponuaTiiiaMuHa B 30 MJI METaHOJIa TIEpeMEIIMBAIIA B aTMOchepe OKcuaa
yriepojaa B aBTokjase npu 0,45 MIla u mpu 100°C B Teuenue 2 yacos. [Tocne oxmaxaeHus
CMECh KOHIIEHTPUPOBAJIM U OUUIIAJTIM KOJIOHOUHOM XpoMaTorpaduelt Ha cummkaree (reKCcaH-
stunanetart). [Tociie KOHIEHTPUPOBAHUS TTOTYYSHHBINM HEOUMITICHHBIN ITPOAYKT CHOBA OUUIIAITN
XxpomaTtorpadueii Ha 1EeT0YHOM CUIMKareie (TeKCaH-3TUIANETaT) U TTOJyuYeHHOEe TBEp10e
BEIIIECTBO CYCIIEHAUPOBAIIM U IPOMBIBAIM CMECHIO T'€KCAH-3TUIIALETAT, C TTOCIEAYIOIIUM
(GUIBTPOBAHUEM U CYIIKOMN MPU MOHWKEHHOM JIaBJICHUU, TAKUM 00pa3oM noyyasi 650 mr
YKa3aHHOTO B 3ar0JIOBKE COE/IMHEHUSI B BUJIE OECLIBETHOTO TBEPAOIrO BEIIECTBA.

dusudeckue cBoiictBa: m/z[M+H]" 312,1.

[0433]

Cranus 3: Cunres 4-amuHo- 1-(4,4-mudToprukiaorekcun)- | H-mupazono[ 3,4-d [ mupyumMu iuH-
3-kapOOHOBOMN KUCTIOTHI

B cootBeTcTBUM ¢ nipoueaypoit cuHTe3a ctaguu 2 B Ccb10YHOM mpumepe 3, ¢
UCIIOJIb30BaHUEM 653 MI MeTHII-4-aMUHO- 1-(4,4-nudTopuukinorekcun)- 1 H-mupa3zool[3,4-d]
MUPUMUJIUH-3-KapOOKcuIaTa, MOJIy4eHHOT0 Ha CTauu 2 Bblllle, BMECTO METUI 4-aMUHO- 1 -
(TpeT-0yTrin)- 1 H-mupazomno[3,4-d]nmupumMuinH-3-kapOoKkcuiaTa, UCIoJIb3yeMOT O Ha CTaIuu
2 CebumouHoro nmpumepa 3, nonydanu 605 Mr yka3aHHOTO B 3arOJIOBKE COECIMHEHUS B BUJIE
OECIBETHOTO TBEPAOIO BEIIECTBA.

dusnyeckue cBoiictBa: m/z[M+H]" 298,1.

[0434]

Ccbutounstii mpumMep 5: CunTes TpeT-0yTui S-amuHo-3-metuit- | H-nupa3zon-1-kapbokcunaTa

75 r 5-metun- 1 H-mupason-3-amuHa pactBopsiiu B 800 M1 IUXJIOPMETAHA U K CMECH
nobasism 750 M SN BogHoro pactBopa NaOH. K pactBopy nobasisnu 184,5 r nu-TpeT-
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OyTUIAMKapOOHATA U CMECh MIEPEMEIIMBAIIM IPU KOMHATHOM TEMIIEPATYPE B TEUEHUE 3 THEH.
K pactBopy mo06aBmisiim BOIy, € MOCIEAYIOMNM KCTPATUPOBAHUEM XJIOPO(HOPMOM.
Opranuueckuii cJIol TPOMbIBAIM BOJAOM U CYIIWIIM HaJl 0€3BOIHBIM CYJIb(AaTOM MarHusl.
Oprannueckuii pacTBOP KOHUEHTPUPOBAJIM IIPU MOHW>KEHHOM JIABJIEHUM U TIOJIyYEHHOE
TBEP/10€ BEUIECTBO TPOMBIBAJIM I'€KCAHOM, TAKUM 00pa30M MoJjyuas 68 r yka3zaHHOTO B
3aroJIOBKE COEIMHEHUS B BUJIE OETI0T0 TBEPIOIO BEIECTBA.

dusuueckue cBoiicta: m/z[M+H]" 198,1

SAMP (DMSO-d6) 6 m.a. 1,51(c, 9H), 1,98(c, 3H), 5,13(c, 1H), 6,23(c, 2H).

[0435]

Ccouiounsiil npumep 6: CuHTe3 4-aMUHO-7-u30nponui-7H-nupposo[2,3-d | nupumMuanH-5-
KapOOHOBOU KUCTIOTHI

Craaus 1: Cunres 4-x510p-5-uoa-7-uzonponui-7H-nmupposo[2,3-d|mupuMuanHa

5,79 mn DIAD no6asnsim k pactBopy 4,0 r 4-x0p-5-uoa-7H-muppoio[2,3-dmupumuuHa,
2,58 r mpoman-2-ona u 7,51 r rpudennndochuna B 30 M rerparunpodypana. PeakmoHHbIi
pacTBOp NepeMeIMBaIi B TeueHue 18 yacoB. PeakiMOHHBIN pacTBOP KOHUEHTPUPOBAIIU U
MOJTYYSHHBIA OCTATOK OYMIIATIM XpoMaTorpadueli Ha cuiIMKarene (reKcal — reKcan/
stunanerat=1/1), Takum obpazom nomnyuas 4,0 T yka3aHHOT'O B 3arOJIOBKE COCTMHECHMS B
BU/JIE OJIEAHO-KEITOrO TBEPIAOr0 BELIECTBA.

dusudeckue cBoiictBa: m/z[M+H]" 322.0.

[0436]

Cranus 2: Cunte3 5-uoa-7-uzonponui-7H-nmuppoio[2,3-dJnupumMuauH-4-amMmuHa

30 mu 1,2-gumeTtokcustana u 30 Myt 28% BOJITHOTO pacTBOpa aMMUaKa J00ABISIIM K 3 T 4-
XJI0p-5-uoa-7-uzonponwi-7H-mupposo[2,3-d[nupumuanHa, HoJIy4eHHOr O Ha CTaauu | BhIIE,
Y CMECh IIepeMeIlMBajid B CTOMKOM K TaBIICHUIO TPYOKe U3 Hep KaBerolen ctamu npu 115°C
B TeueHue 18 yacoB. K peakumonnomy pactBopy n106aBiisu 300 MJT BOJBI U ITOJTyYEHHOE
TBEPA0E BEIIECTBO MMPOMBIBAJIM BOJIOM, TAKUM 00pa3oM noityyasi 2,0 T yKa3aHHOIO B 3ar0JI0BKE
COEIMHEHUS B BUJIE OEJIOr0 TBEPIOro BELIECTBA.

dusuueckue cBoiictBa: m/z[M+H]" 303,1.

[0437]

Cranus 3: Cunres 4-aMHHO-7-u3omnponui-7H-nuppo:no|2,3-d[mupuMuanH-5-kapOooHOBOM
KHUCIIOTBI

3,8 r 5-non-7-uzonpomui-7H-muppoiio[2,3-dmupumuarH-4-aMyHa, ITOIYyYEHHOT O Ha CTaIUU
2 BhlLIE, 8,3 MII 2-auaTMinaMuHosTanona v 0,44 r Pd(PPh3),Cl, pactBopsui B 10 Mit NMP u

aTMocdepy B CUCTEME 3aMEHSITM OKCUIOM YTJIEPO/Ia, C TOCIIEAYIOMM HarpeBanueM 10 120°C.
[Tocne nepemenMBaHus B TeYCHKE 2 YACOB PEAKIIMOHHYIO CMECh OXJIAXKIAJIM 10 KOMHATHON
TEMIIEPATYPbl U K CMECU JOOABIISUIM 7 MJT METaHOJIa. 3aTeEM K cMecH 00aBiIsiiu 3,5 mit SN
BOJIHOTO PacTBOpa r'MAPOKCUIA HATPUSI U CMECh IepeMeruBay B TeueHue 30 munyT. [Tocre
J00aBJICHUS BOABI BOJAHBIN CIIOM IMMPOMBIBAJIA ATHIIANETATOM M JIOBOJIUJIN ITPH TTOMOIIIN
XJIOPUCTOBOIOPOJIHOM KUCIOTHI 10 pH 3, ¢ mocneayronmm GuibTPOBAHUEM OCAXKIEHHOTO
TBeporo BemiecTBa. [loayueHHOE TBEp10€ BEMIECTBO MPOMBIBAIIM BOJIOW M CYIIIUJIN, TAKUM
o6paszoM noxyuas 0,670 T yka3aHHOT'O B 3ar0OJIOBKE COEIMHEHUS B BUE OJIETHO-KEITOrO
TBEPJIOTO BEIIECTBA.

duznueckue ceolictea: m/z[M+H]" 221,2.

[0438]

Ccbutounblit mpumep 7: CunTes 4-aMuHO-7-(TpeT-0yTiin)-7H-tupposio[2,3-dJnupumuaus-
5-kapOOHOBOM KUCTIOTHI

Cranus 1: Cunres 7-(TpeT-0yTun)-4-xmnop-7H-nuppo:o[2,3-dJnupumuauHa
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CMmemmanHbli pactBop 29,3 r 2-(4,6-AUXJIIOpIUPUMUIMH-5-WT)aueTanbaeruaa, 13,4 r tpet-
oytunamuna v 29,7 r N,N-nuuzonponuwidtuiamMuaa B 200 MJ1 3TaHOJIA IEPEMELIUBAIIN C
HarpeBaHUEM IIPU KUIISTUEHUHU C OOPATHBIM XOJIOAWIBHUKOM B TeueHue 2 yacoB. [Tocie
OXJIAXKIAEHUS PEAKIMOHHYIO CMECh KOHLUEHTPUPOBAIU. OCcTaTOK pa30aBIIsLIM 3TUIALIETATOM,
MIPOMBIBAJIM BOJIOM M 3aTEM HACBIIIIEHHBIM BOJHBIM PACTBOPOM XJIopuia HaTpus. [1omyueHHbIN
OPraHUYECKUH CJION CYIIUIIU HaJl O€3BOIHBIM CYJIb(haTOM HATPUS, (GUIBTPOBAIIU U
KOHIIEHTpUpOBaJi. [To1ydeHHBIM OCTATOK OUYMINAIIA XpoMaToTpaduei Ha CUIIMKarese, TaKuM
o6paszom nosyyas 21,5 r yka3aHHOTO B 3ar0JIOBKE COEIMHEHHS B BUJI€ OECIIBETHOTO TBEP/IOTO
BEIIIECTBA.

duznueckue cBoiicrBa: m/z[M+H]* 210,0.

[0439]

Craaus 2: Cunre3 7-(TpeT-0yTun)-4-xinop-5-uoa-7H-nuppono[2,3-dJnupumuauHa

46,7 T N-MOACYKIMHUMU/ T0OABIISIIN K pacTBOPY 36 T 7-(TpeT-0yTui)-4-xmop-7H-mupposio
[2,3-d]mupyuMuarHa, monyyeHHOTO Ha ctaauu 1, B 360 mn DMF u cMech nepemenmBaiiy npu
KOMHATHOM TemnepaTtype B TeueHue 3 naert. Cmech pa30aBiIsiii TUIIALETATOM U ITPOMBIBAIIU
BOJOM 3 pasa, ¢ MOCIEAYIOLIEH TPOMBIBKON HACBIIIIEHHBIM BOJHBIM PACTBOPOM XJIOpUIA
HaTpus. [1oydeHHbIN OpraHUYecKUil CJI0M CYIIUIU HaJl 6€3BOIHBIM CYJIb(aTOM HATPUS,
buIbTpOBaIM U KOHIEHTpUpoBaiu. [loyueHHOE TBEpIOE BEIIECTBO CYCIIEHAMPOBAIH U
MIPOMBIBAJIM CMECHIO T€KCAH-3TUIALETAT U (PUIBTPOBAIIU, C MOCIEAYIONIEH CYIIIKOW ITPU
TTOHKEHHOM JIaBJICHUHM, TAKMM 00pa30M Iojaydasi 45,5 T yka3aHHOT'O B 3ar0JI0BKE COSTUHCHUS
B BUJIe OJIeTHO-Oorange TBEpJOro BEIIECTBA.

dusnueckue cBoiictBa: m/z[M+H]* 335.9.

[0440]

Cramus 3: Cunre3 7-(TpeT-0yThin)-5-uoa-7H-muppoito[2,3-d jnupumMuauH-4-aMmuHa

Cycnensuo 52 r 7-(tpet-0yTuin)-4-xmop-5-uoa-7H-nmuppono[2,3-d[nupumuanza,
noyiyueHHoro Ha crajguu 2, B 180 M1 TT'® u 180 mu1 28% BOAHOTO pacTBOpa aMMHUAKa
nepememmmBaiy npu 120°C B Teyenue 14 yacos B aBTokiase. [Tocie oxitaxaeHus cMech
pa30aBIIsIM BOIOM, COOMpast OCaKIEHHOE TBEPOE BEIIECTBO (PUITHTPOBAHUEM, C TTOCTICAYIOIICH
cymkoi mpu 60°C mpy MTOHMKEHHOM JIaBJIeHHWH, TAKUM 00pa3oM Iojrydasi 52 T yka3aHHOI'O
B 3ar0JIOBKE COEIMHEHUS B BUJI€ OECIIBETHOTO TBEP/IOTO BEILIECTBA.

dusnyeckue cBoiictBa: m/z[M+H]" 317,3.

[0441]

Cranus 4: Cunrte3 MeTul 4-aMmuHO-7-(TpeT-0yTun)-7H-muppoio[2,3-d [ mupuMuana-5-
KapOokcuiiaTa

Cycnensuto 15 r 7-(tpeT-06yTui)-5-uoa-7H-nmuppoio[2,3-d[mupumMuanH-4-aMuHa,
IOJTyYEeHHOT 0 Ha cTaum 3, 1,94 r komimiekca 1,1'-ouc(mudennndochuno)depporeH-naiiaaii
(II) muxnopun-auxiopmerad u 13,2 Mi1 TpuaTHIIaMuHA B 150 MIT METaHOJIA IEPEMELLIMBAIIU B
atMocdepe okcuaa yrieposa B apTokiase rmpu 100°C u 0,45 MIla B Teuenue 1,5 yaca. ITocie
OXJIQXK/ICHUST PEaKIIMOHHBIA PACTBOP KOHICHTPUPOBAIIA M OUUIIIAIN XpoMaTorpadueit Ha
cuIMKarese (rekcaH-stunaunerar). [TomyyeHHoe TBEpAOE BEMIECTBO CYCIIEHAMPOBAIIN U
MIPOMBIBAJIM CMECHIO TeKCaH-ITUIIAIETAT, (PUIIHTPOBAIIU U CYIIIUIIM ITPU TOHWKEHHOM JTaBJICHUH,
TakuM 06pa3om noitydast 9,70 r ykazaHHOTO B 3ar0JI0BKE COEIMHEHMSI B BUIE TEMHO-KPACHOTO
TBEPAOIO BEILIECTBA.

dusuueckue cBoiictBa: m/z[M+H]" 249,3.

[0442]

Craaus 5: 4-amuHO-7-(TpeT-0yTiin)-7H-nuppoiio[ 2,3-d JnupumunH-5-kapOoHOBas KUCIOTa
23,4 M1 5SM BOJTHOTO pacTBOpa TMAPOKCHIA HATPUSI JOOABIISIIIA K CyCIieH3uu 9,70 T MeTHIT
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4-aMuHO-7-(TpeT-0yTHi)-7H-muppoio[2,3-d | mupuMuanH-5-KkapOoKcunaTa, ojy4deHHOro Ha
craauu 4, B 97 M1 MetaHona. CMech epeMelIMBalId C HarpeBaHUEM MPU KUITSTYEHUU C
0OpaTHBIM XOJIOJIMIILHUKOM B TeueHue 2 yacoB. [1ocie oxiaxx/1eHus: cMech HEUTpaIu30BaIn
IIpY oMo SM BOJHOI'O pacTBOPA XJIOPUCTOBOJOPOIHON KUCIOTHI C OCAKICHUEM
KOPUUYHEBOT'O TBEPAOTO BellecTBa. [Tocie pazdbaBneHust BOJIoN TBEPAOE BEIIECTBO
dbunbTpoBau u cymwm rpy 60°C py NOHWKEHHOM JIaBJIEHUH, TAKUM 00pa30M IoJTydast
8,0 I yKa3aHHOTO B 3ar0JIOBKE COECIMHEHHUS B BUJE KOPUUHEBOTO TBEPAOIO BEILIECTBA.

dusnyeckue cBoiictBa: m/z[M+H]" 235,2.

[0443]

Ccputounsiit mpumep 8: Cunrtes 7-(Tpet-0yTui)-5-uoa-6-metun-7H-muppoio[2,3-d]
MMUPUMUJIMH-4-aMUHA

Craaus 1: Cunres 1-(4,6-1UXJIOPIUPUMUIUH-S5-HT)TPOIIaH-2-0J1a

1 r 2-(4,6-IMXJTOPIUPUMUINH-S-U)aneTaibaeruaa pacrsopsiiiy B 20 M TT'® u peaktop
oxnaxaanu g0 -78°C. K pacTtBopy MeJIeHHO MO KaruisiM Jo0aBisuiu 4,36 MJ1 pacTBopa
METUIMAarHUOpoMuaa B TUITUIIOBOM 3dupe (3 Mosb/i). [1pu 3Toit ke TemmnepaType cMech
repeMeIrBalid B TeueHue 1 yaca u MejIeHHO JOOaBIISUIM HACBIIIIEHHbINM BOIHBIN PacTBOP
XJIOpUIa aMMOHMUS IJIs1 OCTAHOBKHU peakiuuu. PeakMoHHYI0 cMeCh EPEMENIUBAIIN IPU
KOMHATHOM TeMnepaTtype B TeueHre 10 MUHYT M TOMEIAJIM B AEJIUTEIbHYIO BOPOHKY, C
MOCJEeIYIOIMM SKCTPAarupoBaHUeM dTunaneraToM. OpraHudeckuii ol MPOMbIBAIU
HACBIIIIEHHBIM BOJTHBIM PACTBOPOM XJIOPHU/IA HATPUS U 3aTEM CYIITUIIA HAJT CyJIb(paTOM HATPUS
JUTSL yoajieHus pacTBopuTesiss. OCTaTOK OUMINIAIM XpoMaTorpaduelt Ha IeIIOYHOM CHITUKaree
(rexcan/atunanerat=1/0 — 3/1), Takum oOpa3zom nojydas 446 MI yKa3aHHOTO B 3ar0JIOBKE
COEMHEHUS B BUE OECIBETHOT'O Macla.

duznueckue cBoiicrBa: m/z[M+H]* 207.0.

[0444]

Craaus 2: Cunre3 1-(4,6-TUXJIOPIUPUMUIUMH-S5-UT)TPOIIaH-2-0Ha

246 mr 1-(4,6-1UXJIIOPIUPUMUINH-S5-UIT)IPOIIAH-2-0J1a, IIOJIyYEHHOTO Ha CTaauu 1,
pacTBOPSIM B 2,5 MJI IMXJIOpMETaHa U K cMecu noo6asisiid 1,0 r pearenta [lecca-MaptuHa,
C IOCJIEAYIOIIMM MIEpEMENIMBAHUEM TP KOMHATHOM TeMneparype B Teuenue 1 yaca. K
peakuMoHHOMY pacTBOpy H00aBmsiin 10% BOAHBIN paCTBOP THOCYIb(aTa HATPHUS U
HACBILIEHHBIN BOJAHBIN pacTBOp OMKapOOHATa HATPUS U CMECh MPOJIOIKAIIU ITEPEMEITUBATH
B TeueHue 30 MuHyT. PeakioHHYyI0 CMeCh 9KCTPArupoBaIU XJIOPO(POPMOM 1 OPTaHUUECKHIA
CJIOM IPOMBIBAJIM BOJAOM U HACBILIEHHBIM BOJHBIM PACTBOPOM XJIOpUIA HATPHS, C
MOCIIEAYIOIMM J00aBlIeHUeM cylibdaTa HaTpus Juis cykd. [Tocre yaneHust pacTBOpUTeENs
OCTAaTOK OYMINIAJIA XpoMaTorpaduelt Ha cuiukarese (rekcan/stunanerat=1/0 — 3/1), Takum
o6pa3oM nosyuasi 198 Mr yka3aHHOTO B 3arOJIOBKE COCTMHEHUS B BUJIE JKEIITOT'O TBEPAOTO
BEILIECTBA.

duznueckue cBoiicrBa: m/z[M+H]* 205,0.

[0445]

Cranus 3: Cunre3 1-(4-(TpeT-0yTHIIAMUHO )-6-XI0 PITMPUMUIUH-5-UIT)ITPOTIaH-2-0Ha

198 mr 1-(4,6-AUXIIOPIUPUMUIANH-5-WIT)IIPOIIAH-2-0HA, [IOJIyYEHHOTO Ha CTaauu 2, 122
MKJI TpeT-OyTUIaMUHA U 252 MKJT TUM30TIPONMIIATUIIAMUHA PACTBOPSUIM B 2 MJT 3TaHOJIA U
pactBop nepeMemmmBaiu npu 90°C B TeueHre HOUM.

PeaximmmoHHy10 cMech KOHIEHTPUPOBAIIY, 3ATEM OCTATOK OUYMINAIIM XpoMaTorpaduei Ha
cunukarene (rekcan/atunanerar=1/0 — 3/1), Takum ob6pa3oM moryyast 64 Mr yKa3aHHOTO B
3aroJI0BKE COEAUHEHMS B BUIE OECLIBETHOT'O Maca.

dusudeckue cBoiictBa: m/z[M+H]" 242.1.
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[0446]

Cranus 4: Cunres 7-(TpeT-0yTun)-4-xsop-6-metusn-7H-mmppoiio[2,3-dJnupumuiraa

64 mr 1-(4-(TpeT-0yTHUIaMHUHO )-6-XJTOPIUPUMUINH-5-WIT)ITPOTIaH-2-0Ha, TTOJIyYeHHOT' O Ha
craauu 3, U 42 MKJI YKCYCHOM KMCIIOTBI PACTBOPSUIM B 5,5 MJI 3TAHOJIA U PACTBOP OCTABIISIIIN
JUUTS B3AUMOJIENCTBUSL B MUKPOBOJIHOBOM peakTope npu 120°C B Teuenue 1 uaca. [Tocne
yJaJIeHUs] pACTBOPUTENSI OCTATOK OUMILATIM XpoMaTorpadueit Ha cuiukarese (rekcas/
stunanerat =1/0 — 4/1), Takum o6pa3oM 1oJjrydasi 54 Mr yka3aHHOTO B 3aT'0JIOBKE COSUHEHUS
B BUjIe OECIIBETHOTO MacJa.

dusnueckue coiicTBa: m/z[M+H]* 224.1.

[0447]

Cramus 5: Cunare3 7-(Tpet-0yTrn)-4-xaop-5-noa-6-metun-7H-mupporto[ 2,3-d | mupumuiuHa

7-(TpeT-0yTun)-4-xmop-6-meTui-7H-mupposio| 2,3-d | mupuMHUIMH, TTOJTYYEHHBIN HA CTaIUU
4, pactBopsuty B 1,5 mit DME K cmecu no6aBisum 64 Mmr N-MOICYKIMHUMUIA U CMECH
MepeMENIMBAIIM TPY KOMHATHOM TeMIepaType B TeueHue Houd. K peakquoHHOMY pacTBOpy
nobasisiv 10% BOHBIN pacTBOP THOCYJIbgaTa HATPUS IJISI OCTAHOBKHU PEAKIMH 1
PEaKUMOHHBIN PACTBOP IKCTPArMpoBaliv dTUIaeTaTOM. OpraHuyecKuil CJIou MPOMbIBAIU
BOJIOM U HACBIILIEHHBIM BOJIHBIM PACTBOPOM XJIOPH/IA HATPUS U CYIIUIIU HAJ CYJIb(aToM
HATpHs, C TOCIEYIONIUM yIalleHueM pacTtBoputesiss. OcTaTOK OurIaiym XxpoMaTorpaduei
Ha cuiukaresne (rekcan/atunanerat=1/0 — 4/1), Takum obpa3oM mojrydasi 69 Mr ykazaHHOTO
B 3ar0JIOBKE COCIMHEHUS B BUE O€JI0TO TBEPAOTO BEIECTBA.

dusudeckue cBoiictBa: m/z[M+H]" 349,9.

[0448]

Cranus 6: 7-(TpeT-0yTrn)-5-uoa-6-metui-7H-nuppoino[2,3-dnupumuans-4-aMuH

60 mr 7-(TpeT-0yTr)-4-XJ10p-5-uoa-6-MeTuin-7H-tmpposio[ 2,3-d [mupuMuIuHa, TOJTyYeHHOTO
Ha cTaauu S5, noasepraiv Bzaumoneructsuro ¢ 600 mxst DME u 600 MKJI BOJTHOTO pacTBoOpa
aMMHMaKa B CTOMKOM K JaBjieHuIo TpyOke ripu 115°C B Teuenue 12 yacos. [Tocre oxiaxaeHus
BO3yXOM K pEaKMOHHOM cMecH 100aBisiiim Boay. IloyueHHOe Oenoe TBEpIoe BEILECTBO
(UITBTPOBAIIU U CYIIIWIIH, TAKUM OOpa30M MoJTydasi 45 MT YKa3aHHOT'O B 3ar0JIOBKE COE/TUHEHUSI.

dusnueckue cBoiictBa: m/z[M+H]* 331,0.

[0449]

ITpumep 1: Cunres 4-amuno- 1 -uuknoneHTui-N-(5-3tuin- 1H-nupaszon-3-un)- 1 H-nupazosno
[3,4-d]mupumMuMH-3-kapbokcaMmuia

30 Mr 4-amuHO- 1 -ukToneHTHII- | H-rtupasosno| 3,4-d JmupumMuauH-3-kapOOHOBOM KUCITOTHI,
MoJIy4eHHoM Ha ctajuu 2 CcputouHoro npumepa 1, 16 mr 5-3tui- 1H-nupason-3-amuHa u 55
mr HATU pactBopsuiv B 1 Mi1 DMF u k cMecu 100aBiIsin 62 MKJI TUA30ITPONUIIITUIIAMUHA.
CMech nepeMenIMBaiu pyu KOMHATHOW TEMIIEPATYPE B TeUEHUE 18 4aCOB U K peaKIIMOHHOMY
pacTBOpy 100ABIISITH BOLY, C MOCIEIYIONIMM IKCTPArupOBAHUEM XII0PO(POPMOM.
Opranuueckuti CJIO¥ TPOMbBIBAJIM BOJIOM U CYIIMIIM HaJl O€3BOIHBIM CYJIb(aTOM MarHus, ¢
MTOCTIEAYIOIIUM KOHLIEHTPUPOBAHUEM OPTraHUYECKOTO PACTBOPA IIPY IIOHMKEHHOM J1ABIICHUU.
OcraTok ouniiaiyu xpomaTtorpadueii Ha cuukarese (xjaopodopm — xitopopopm/MeTaHOI=
10/1), Takum oOpa3oM nosrydasi 29 Mr yKa3aHHOT'O B 3aI0JIOBKE COEAMHEHUS B BUJIE OEIOro
TBEPAOIO BEILIECTBA.

[0450]

[Tpumep 2: Cunres 4-aMuHO- 1 -tukoneHTHI-N-(5-(hypan-2-un)- 1 H-mupazon-3-mm)- 1 H-
nupaszonio| 3,4-dJnupumuauH-3-kapbokcaMuaa

B cootBercTBuM ¢ ipoueaypoii cunresa [Ipumepa 1, ¢ ucronp3oBanueM S5-(hypaH-2-ui)-
1H-mpa3zosn-3-amuHa BMeCTO 5-3TWi- | H-mupazoin-3-aMuHa 1oJryyaid yKa3aHHOE B 3ar0JIOBKE
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coenuHeHue (55%) B BUI€ KOPUUHEBATOI'O TBEP/IOTO BEIIECTBA.

[0451]

ITpumep 3: Cunres 4-amuHo- 1 -nukiaoneHTHI-N-(5-(dpypan-3-un)- 1 H-mupa3zon-3-umn)- 1H-
nipa3oio[3,4-d|mupumuana-3-kapOokcamMuia

B cootBeTcTBUM ¢ nipoueaypoit cuaTe3a [Ipumepa 1, ¢ ucnonap3zoBanueM 5-(pypaH-3-ui)-
1H-ntupazoin-3-amuHa BMecTo S5-3Tuil- 1 H-riupa3o:1-3-aMruHa nosayJalid yKa3aHHOE B 3ar0JIOBKE
coenuHeHue (76%) B BUAE KOPUUHEBATOTO TBEPAOrO BEIIECTBA.

[0452]

[Tpumep 4: Cunres 4-amMuHO- 1 -1ukI0nIeHTUI-N-(5-(THOdeH-2-m)- | H-tupazoin-3-um)- 1 H-
nupaszoio| 3,4-dJnupumuauH-3-kapbokcaMuaa

B cooTBercTBUU ¢ mpoueaypot cunte3a [Ipumepa 1, ¢ ucnonb3oBanveM S-(TuodeH-2-1i1)
-1H-nupazon-3-amuHa BMecTo 5-3Tuii- 1 H-nmupazosi-3-amuHa nosryyaiv yKa3aHHOE B 3aTOJIOBKE
coenuHenue (60%) B BUI€ KOPUUHEBATOI'O TBEP/IOTO BEIIECTBA.

[0453]

ITpumep 5: Cunres 4-amuHo- 1 -1ukoneHTUI-N-(5-perun- 1 H-mupaszon-3-un)- 1 H-mupaszosno
[3,4-d]nupumMuivH-3-kapbokcaMmuia

B cootBeTcTBUM ¢ Tipoueaypoit cunTe3a [Ipumepa 1, ¢ ucnoiap3zoBanuveM S5-heHui-1H-
MUpa30J-3-aMrMHa BMECTO 5-3TuiI- | H-tupa3oin-3-aMuHa 1mojaydyaiu yKa3aHHOE B 3aTOJIOBKE
coenuHeHue (77%) B BUAE KOPUUHEBATOTO TBEPAOrO BEIIECTBA.

[0454]

ITpumep 6: Cunres 4-aMuHO- | -uknoneHTUII-N-(5-muKaoneHTui- | H-nmupazon-3-un)-1H-
nupaszoio| 3,4-dnupumuauH-3-kapbokcaMuaa

B cooTBeTcTBUM ¢ poueaypori cuatesa [Ipumepa 1, ¢ ucrosib30BaHUEM S-LUKIIOTIEHTUII-
1 H-iupazon-3-amuuaa BMecTo S5-3Tuil- | H-nupazoni-3-aMuHa 1ostyyasiyv yKa3aHHOE B 3ar0JIOBKE
coenuHeHue (63%) B BUI€ KOPUUHEBATOIO TBEPIOTO BEIIECTBA.

[0455]

[Tpumep 7: Cuntes 4-aMuHO- 1 -niukI0nIeHTHIT-N-(5-1ukaonponui- 1 H-nmupa3on-3-um)-1H-
nipa3oio[3,4-d|mupumuane-3-kapOokcamMuia

B cootBeTcTBUMM ¢ iponienypoit cuntesa [Ipumepa 1, ¢ MCrob30BaHUEM S-IUKIOTPOIMII-
1H-ntupazoin-3-amuHa BMecTo S5-3Tuil- 1 H-riupa3o:1-3-aMruHa nosyJalid yKa3aHHOE B 3ar0JIOBKE
coenuHeHue (68%) B BUAE KOPUUHEBATOTO TBEPAOrO BEIIECTBA.

[0456]

ITpumep 8: Cunres 4-amuno- 1 -tukiioneHTun-N-(3-nponui- 1 H-nmupazosn-5-un)- | H-nmupazoso
[3,4-d]mupumunH-3-kapOokcamMuaa

B cooTBeTcTBUM ¢ poueaypoi cuatesa [Ipumepa 1, ¢ ucriosibzoBanuem S-nponuii-1H-
NUPa30JI-3-aMUHA BMECTO 5-3TuiI- 1 H-mupa3oi-3-aMmuHa moJjiydyaiau YKa3aHHOE B 3ar0JIOBKE
coenuHenue (70%) B BUII€ KOPUUHEBATOTO TBEP/IOTO BEIIECTBA.

[0457]

[Tpumep 9: Cunres 4-amuHo- 1 -tuknoneHTUI-N-(1,3-mumetus- | H-nupazon-5-um)- 1 H-
nipa3oio[3,4-dmupumuane-3-kapOokcamMuia

B cootBetcTBUMM ¢ Tpouenypoii cuntesa [Ipumepa 1, c ucnonbzoBanueM 1,3-aumeTtun-1H-
MUPa30J-5-aMrUHa BMECTO 5-3TuiI- | H-ntupa3oin-3-amMuHa 1mojaydyaiu yKa3aHHOE B 3aTOJIOBKE
coeauHeHue (28%) B Buze O6€J10T0 TBEPJOro BEIEeCTBA.

[0458]

ITpumep 10: Cunre3 4-amuno- 1 -ukiioneHTUI-N-(5-u3onponui- 1 H-nupa3zomn-3-mm)- 1 H-
nupaszoio| 3,4-dJnupumuauH-3-kapbokcaMuaa

B cooTBercTBuu ¢ mpoueaypor cuaresa Ilpumepa 1, ¢ ucrionibzoBanuem S-uzonponui-1H-
NUPa30JI-3-aMUHA BMECTO 5-3Tui- 1 H-mupa3oi-3-aMmuHa mojiydyaiau YKa3aHHOE B 3ar0JIOBKE
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coenuHeHue (89%) B BUIe KOPUUHEBATOI'O TBEPIOTO BELIECTBA.

[0459]

ITpumep 11: Cunres 4-amuHo- 1 -1iuk100yTHII-N-(5-MeTuI- | H-tmpazon-3-um)- 1 H-upa3zosno
[3,4-d]nupumMuivH-3-kapbokcaMmuia

B cooTBercTBUMM ¢ mpoueaypamMu cuHTe3a ctaauil 1 u 2 B CcbutouHoM npumepe 1, ¢
UCTIOJIb30BAHUEM OPOMIMKIOOYTaHA BMECTO MOILMKIIONIEHTAHA TTOIydasu 4-aMUHO- 1-
uKI100yTUII- 1 H-nupaszosno| 3,4-dJnupumMuanH-3-kapOOHOBYIO KUCIIOTY B BUJIE€ KOPUUHEBATOTO
TBEPAOTO BellecTBa. B coorBercTBuM ¢ nnpouenypoi [Ipumepa 1, c ucronbzoBanueM 4-aMHUHO-
1-umkino0ytui- 1 H-mupazono|3,4-dJmupuMuana-3-kapOoOHOBOM KUCIOTHI BMECTO 4-aMHUHO- 1 -
ukJonenTu- 1 H-nupaszornol 3,4-d | mupumMuinH-3-kapOOHOBOM KUCIIOTHI M C UCTTOJIb30BAHUEM
S-metui- 1 H-nupaszon-3-amunua BMecTo 5-3twii- 1 H-niupa3on-3-aMuHa noiaydaiid yKa3aHHOE
B 3aroJioBKe coennuHeHue (50%) B BUIe KOPUYHEBATOTO TBEPJAOTO BEILIECTBA.

[0460]

[Tpumep 12: Cunres 4-amuHo-N-(5-meTui- 1 H-upazon-3-ui)- 1-((1-MeTUIIUKIOPOTINIT)
Metui)-1H-rupaszono[3,4-dJnupumuauH-3-kapbokcaMuaa

B cooTBercTBUM ¢ mpoueaypamu cuHTe3a ctaauil 1 u 2 B CcpuiouHoM npumepe 1, ¢
UCTIOJIb30BaHUEM ( 1-METUIILMKIIOT PO )METHII METAHCYIb(DOHATA BMECTO MOALMKIIOTIEHTaHA
noayyanu 4-amuHo-7-((1-meTunuukionponuia)MeTu)-7H-nupazoo| 3,4-d jJmupuMuauH-5-
KapOOHOBYIO KUCJIOTY B BUJI€ KOPUYHEBATOI'O TBEPAOIO BellecTBa. B cooTBETCTBUM C
nporueaypoi Ilpumepa 1, c ucnoabzoBanueM 4-aMmuHO-7-((1-METUIMKIIONPOIWIT)METHIT)-7H-
nupa3odio|3,4-d | mupuMuanH-5-KapOOHOBOM KMCIOTHI BMECTO 4-aMUHO- | -IiuKIToneHTr- 1 H-
nupa3zoio| 3,4-d JnupumMuauH-3-kapOOHOBOM KUCIOTHI U C UCTIOJIb30BaHUEM S-MeTuII-1H-
MUPa30JI-3-aMUHA BMECTO S5-3Tu- 1 H-nupa3zoi-3-amuHa moJiy4yanu YKa3aHHOE B 3ar0JIOBKE
coenuHeHue (38%) B BUAE KOPUUHEBATOTO TBEPAOrO BEIIECTBA.

[0461]

[Tpumep 13: Cunres 4-amuHO-N-(5-meTui- 1 H-mupazon-3-um)-1-(2,2,2-tpudropatun)- 1 H-
nupaszonio| 3,4-dJnupumuauH-3-kapbokcaMuaa

B cooTBercTBUM ¢ mpoueaypamu cuHTe3a ctaauil 1 u 2 B CcpuiouHoM npumepe 1, ¢
UCTIOJIb30BAHUEM 2,2,2-TpUTOPITUII METAHCYIb(POHATA BMECTO MOIMKIIONIEHTAHA TTOTYYallu
4-amuno-1-(2,2,2-Tpudtopatun)- 1 H-nupaszosno|3,4-d | mupuMuauH-3-kapOOHOBYIO KUCIIOTY B
BHJI€ KOPMYHEBATOTO TBEPAOIO BellecTBa. B cooTBercTBrM ¢ nmpoueaypoi [Ipumepa 1, ¢
UCIIOJIb30BaHUEM 4-aMUHO-1-(2,2,2-TpudTopatun)- 1 H-nmupazoo|3,4-d | mupumuina-3-
KapOOHOBOM KUCTIOThI BMECTO 4-aMUHO- | -iukiioneHTW1- | H-mupazono[3,4-dJnupumMuius-3-
KapOOHOBOM KUCIIOTHI U C UCIIOJIb30BaHUEM S-MeTwI- | H-niupa3oii-3-aMmuHa BMECTO 5-3THII-
1H-inpaz3o:1-3-aMuHa MoJyyaiy yKa3aHHOE B 3arojioBke coeaunenue (51%) B Buae 6e1oro
TBEPAOIO BEILIECTBA.

[0462]

[Tpumep 14: Cunres 4-amuno-N-(5-metun- 1 H-mmpason-3-un)-1-(3,3,3-tpudropmpomnmn)-
1H-mupa3zomno[3,4-d|nmupumMuauH-3-kapbokcaMua

B cooTBercTBUMM ¢ mpoueaypamu cuHTe3a ctaauil 1 u 2 B CcpuiouHoM npumepe 1, ¢
UCIOJIb30BaHUeM 3-0poMm-1,1,1-TpudToprnpornaHa BMECTO UOMKIIONIEHTaHa MOJTy4Yaiu 4-
amuHo-1-(3,3,3-tpudropnponun)- 1 H-nupazono[3,4-d|niupumuanH-3-kapOOHOBYIO KUCIOTY
B BUJIe Oestoro TBepaoro Beuiecrsa. B coorBerctBum ¢ mpoueaypot [pumepa 1, ¢
UCIOJIb30BaHueM 4-amuHO-1-(3,3,3-Tpudropnponun)-1H-mupazono|3,4-dJnupumMuauH-3-
KapOOHOBOM KUCTIOTHI BMECTO 4-aMUHO- | -iukiioneHTU1- | H-mupazono[3,4-dJnupumMuius-3-
KapOOHOBOM KUCIIOTHI U C UCIIOJIb30BaHUEM S-MeTwI- | H-niupa3osi-3-aMmuHa BMECTO 5-3THII-
1H-impa3o:-3-aMuHa MoJyyaiy yKa3aHHOE B 3arojioBke coeaunenue (84%) B Buae 6e10ro
TBEPAOIO BEILIECTBA.
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[0463]

ITpumep 15: Cunres 4-amuno- 1-(BTop-0yTHiN)-N-(5-MeTui- 1 H-nupazon-3-un)- 1 H-nupazosno
[3,4-d]mupumuanH-3-KapOokcaMuaa

B cooTBercTBUM ¢ mpoueaypamu cuHTe3a ctaauil 1 u 2 B CcbuiouHoM npumepe 1, ¢
UCIOJIb30BaHUEM 2-OpoMOyTaHa BMECTO MOIUMKIIONIEHTaAHA TTOIydaiu 4-aMUHO-7-(BTOP-
O0yTun)-7H-nupazono[2,3-d | nupuMuuH-5-KapOOHOBYIO KUCIIOTY B BUE O€JI0T0 TBEPAOTO
BeecTBa. B coorsercrBuu ¢ npouenypoi [Ipumepa 1, c ucnonpzoBanuem 4-aMuHoO-7-(BTOp-
OoyTu)-7H-mupazono|2,3-d ] mupuMuIuH-5-KapOOHOBOM KUCITIOTHI BMECTO 4-aMHUHO- 1 -
uukJonenTwi- | H-nupaszosnol 3,4-d | nupumMuinH-3-kapOOHOBOM KUCIOTHI U C UCTIOJIb30BAHUEM
5-metui- 1 H-nmupazon-3-amyuua BMecTo 5-3tuii- 1 H-niupazon-3-aMuHa noiaydajid yKa3aHHOE
B 3arojIoBKe coequHeHue (62%) B BUIe KOPUUYHEBATOTO TBEP/IOTO BEILIECTBA.

[0464]

[Tpumep 16: Cunres 4-amuno- 1-(1uxi00yTunameTun)-N-(5-metus- | H-nmupazon-3-um)- 1 H-
nupa3zoio| 3,4-dJnupumuauH-3-kapbokcaMuaa

B cooTBercTBUMM ¢ mpoueaypamMu cuHTe3a ctaauil 1 u 2 B CcbutouHoM npumepe 1, ¢
UCIOJIb30BaHUEM (OpOMMETUI)IIMKI0O0yTaHa BMECTO MOAMUKIIONIEHTAHA [10JTy4asiy 4-aMUHO-
1-(uxno6yTunmeTn)- 1 H-mupazoro| 3,4-d | mupumMuinH-3-kapOOHOBYIO KUCIIOTY B BUIE 6€10T0
TBEpAOTO BemlecTBa. B coorBeTcTBUM ¢ ipouenypor [Ipumepa 1, c ucronbzoBanueM 4-aMUHO-
1-(uuksioOyTunmeTi)- 1 H-nmmpaszoiio[ 3,4-dJnupuMuinH-3-kapOOHOBOM KUCIIOTHI BMECTO 4-
aMuHO- 1 -1iKoneHTuI- 1 H-mupasool 3,4-d [mupuMuanH-3-kapOOHOBOM KUCIOTHI U C
UCIIOJIb30BaHueM 5-MeTui- 1 H-upason-3-amuna Bmecto S-3tui-1H-nmpason-3-amMmuna
M0JIyYalld YKa3aHHOE B 3ar0JIOBKE COEIMHEHUE B BUJIE KOPUUHEBATOI O TBEPAOIO BEILIECTBA
(63%).

[0465]

[Tpumep 17: Cunres 4-amuno-N-(5-6pom- 1 H-nimpazos-3-uin)- 1 -(qukino0ytunmerun)- 1 H-
nupa3zoio| 3,4-dnupumuauH-3-kapbokcaMuaa

B cooTBercTBUMM ¢ mpoueaypamu cuHTe3a ctaauil 1 u 2 B CcbutouHoM npumepe 1, ¢
UCIOJIb30BaHUEM (OpOMMETUI)IIMKII00yTaHa BMECTO MOAMKIIONIEHTAHA [10JTy4asiy 4-aMUHO-
1-(uxo6yTunmeTn)- 1 H-mupazoro| 3,4-dJmupumMuinH-3-kapOOHOBYIO KUCIIOTY B BUIE 6€10T0
TBEpAOI0 BemecTBa. B coorBeTcTBUM ¢ mporeaypoi [Ipumepa 1, ¢ ucronb3oBaHueM 5-6pom-
1H-mupa3zon-3-ammuHa BmMecTo S5-3Tuil- | H-mupason-3-amMuHa M ¢ UCIIOJIb30BAHUEM 4-aMUHO-
1-(mukmo0yTunMeTun)- 1 H-mupaszono[ 3,4-d | mupuMuanH-3-kapOOHOBOM KUCIOTHI BMECTO 4-
aMuHO- | -ukoneHTun- 1 H-nmupaszornol3,4-d [nupuMuant-3-kapOOHOBOM KUCIOTHI TOJTydaan
YKa3aHHOE B 3ar0JIOBKE COEAMHEHWE B BUJIE KOPUUHEBATOTO TBEPAOTO BellecTBa (42%).

[0466]

ITpumep 18: Cunres 4-amuHo- 1 -(KIonponunaMeTun)-N-(5-metus- 1 H-nmupazon-3-umn)- 1H-
nupa3zoiio| 3,4-d jnupumMuauH-3-kapOookcaMu/I

B cooTBercTBUMM ¢ mpoueaypamu cuHTe3a ctajauil 1 u 2 B CcbuiouHoM npumepe 1, ¢
UCTIOJIb30BaHUEM (OPOMMETUIT) IMKJIOIPOIIaHA BMECTO MOIIMKIIONIEHTAHA TOTyYaliy 4-aMUHO-
1-(uukstonponunmetun)- 1 H-nupa3zono|3,4-dJnupuMuanH-3-kapOOHOBYIO KUCIIOTY B BUAE
Oernoro TBeporo BellecTBa. B cooTBeTcTBMM C npoueaypoit [Ipumepa 1, ¢ ucrosab3oBaHUEM
4-aMuHO- 1 -(mukTonpormaMeTin)- 1 H-mupazono[ 3,4-d JmupumMuauH-3-kapOOHOBON KUCIOTHI
BMECTO 4-aMUHO- | -uukiioneHTwi- | H-nupasosno[3,4-dJmupumuans-3-kapOOHOBOM KUCIIOTHI
Y C UCII0JIb30BaHuEM S-meTuil- 1 H-ntupa3on-3-amuna BMecTo 5-3tuii- 1 H-nmupasos-3-amuna
MOJIy4ajv YKa3aHHOE B 3arOJIOBKE COCIMHEHUE B BUAE KOPUUHEBATOTO TBEPAOTO BELIECTBA
(71%).

[0467]

ITpumep 19: Cunres 4-amuHo- 1 -(1UKI0TIeHTUIMETHIT)-N-(5-MeTri1- 1 H-nupazon-3-ui)- 1 H-
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nupa3zoiio| 3,4-dJnupumuauH-3-kapobokcaMuaa

B cooTBercTBUMM ¢ mpoueaypamu cuHTe3a ctajauil 1 u 2 B CcbutouHoM npumepe 1, ¢
UCTIOJIb30BaHUEM (OpOMMETHIT)IMKJIOTIEHTaHA BMECTO MOIMKIIOTIEHTaHA MOTyYasIu 4-aMUHO-
1-(umkiionenTunMeTun)- 1 H-nupaszono|3,4-dJnupuMuanH-3-KapOOHOBYIO KUCIIOTY B BUAE
KOPUYHEBATOTO TBEPJOTO BellecTBa. B cooTBercTBUM ¢ mpouenypor [Ipumepa 1, ¢
WCIIOJIb30BaHUEM 4-aMUHO- | -(uKIoneHTUIMeTH)- 1 H-nupazoso| 3,4-d JniupumMu - 3-
KapOOHOBOM KUCIIOTHI BMECTO 4-aMUHO- | -1iuKJIoneHTu- | H-mupasoro [3,4-dJnupumuauH-3-
KapOOHOBOM KUCIIOTHI U C UCIIOJIb30BaHUEM S-MeTuI- | H-niupazon-3-aMmuHa BMECTO 5-3THII-
IH-nmupa3o-3-aMuHa MoJydyaiu yKa3aHHOE B 3ar0JIOBKe coeuHeHue (53%) B Buze 0enoro
TBEPAOIO BEILIECTBA.

[0468]

[Tpumep 20: Cunres 4-amuno-N-(5-6pom-1H-nimpazosn-3-un)- 1 -(uukinonenTuaMeTvn)- 1 H-
nupa3zoiio| 3,4-dJnupumuauH-3-kapobokcaMuaa

B cooTBercTBUMM ¢ mpoueaypamu cuHTe3a ctaauil 1 u 2 B CcbuiouHoM npumepe 1, ¢
UCTIOJIb30BaHUEM (OpOMMETHIT)IUKJIOTIEHTaHA BMECTO MOIMKIIOTIEHTAHA MTOTYYasIu 4-aMUHO-
1-(umkiionenTunMeTun)- 1 H-nupaszono|3,4-dJnupuMuanH-3-KkapOOHOBYIO KUCIIOTY B BUAE
KOPUYHEBATOTO TBEPJOTO BelecTBa. B cooTBercTBUM ¢ mpouenypo [Ipumepa 1, ¢
UCIIOJIb30BaHUEM 5-0poM-1H-tupa3on-3-amuna BMecTo 5-3Tuin-1H-tupas3on-3-amuHa u ¢
WCIIOJIb30BaHUEM 4-aMUHO- | -(uuKIoneHTuiIMeTui)- 1 H-nupa3zono(3,4-d Jnupumuing-3-
KapOOHOBOM KUCIOTHI BMECTO 4-aMUHO- | -iukitonieHTUI- 1 H-mupazono[3,4-dJnupumMuiuH-3-
KapOOHOBOM KMCIIOTBI IOJIy4aIu YKa3aHHOE B 3aroJIoBKe coeAuHeHue (61%) B Buae
KOPUYHEBATOTO TBEPJIOTO BEIIECTBA.

[0469]

[Tpumep 21: CunTes 4-amuHO- 1 -u3onponuit-N-(5-(tpudropmernn)- | H-mupazon-3-wm)-1H-
nupa3zoio| 3,4-dJnupumuauH-3-kapobokcaMuaa

B cooTBercTBUMM ¢ mpoueaypamu cuHTe3a ctaauil 1 u 2 B CcbutouHoM npumepe 1, ¢
UCIOJIb30BaHUEM 2-0pOMITPOTIIaHa BMECTO MOIUMKIIONEHTAHA MOTydaid 4-aMUHO- 1-
uzonponuii- | H-mipazono|3,4-d JnupumuinH-3-KapOOHOBYO KUCIIOTY B BUJIE OSIIOT0 TBEPIOTO
BelecTBa. B coorBercTBUM € ipouenypoit [Ipumepa 1, c ucnonbzoBaHueM S-(TpUPTOPMETHIT)
-1H-nmupa3oJi-3-amuHa BMecTo S5-3Tuil- | H-nmpa3on-3-amyHa ¥ ¢ UCIOJIb30BAHUEM 4-aMUHO-
1-uzonponui-1H-nupasosno[3,4-dnupumuanH-3-kapOOHOBOM KUCIOTHI BMECTO 4-aMUHO- 1 -
uKIoneHTrI- 1 H-mupaszoso| 3,4-d JmupuMunH-3-KapOOHOBOM KUCIIOTHI ITOTyYalld YKa3aHHOE
B 3ar0JIOBKE coeMHEeHUE (22%) B BUAE KOPUUYHEBATOIO TBEPAOrO BEIIECTBA.

[0470]

[Tpumep 22: Cunres 4-amuHo-N-(5-6pom- 1 H-impazon-3-un)- 1 -uzonpomui- 1 H-nmupasoio
[3,4-d]nmupumuvH-3-kapOokcamuaa

B cootBeTrcTBUM ¢ nipoueaypamu cuHTe3a craauii 1 u 2 B CcbuiouHoM npumepe 1, ¢
UCIOJIb30BAHUEM 2-0pOMIIPONIaHa BMECTO MOIUMKIIONEHTAHA MOTydaIn 4-aMUHO- 1 -
nzonponui-1H-mupazonol 3,4-d ] mupuMuauH-3-kapOOHOBYIO KMCIIOTY B BUIE OEJIOT0 TBEPIOTO
BeniecTBa. B coorBercTBuu ¢ npouenypoit [Tpumepa 1, c ucrionpzoBanuem 5-6pom-1H-nupazon-
3-amMuHa BMeCTO 5-3Twil- 1 H-ntupa3omn-3-aMuHa ¥ ¢ UCIIOIb30BAHMEM 4-aMUHO- 1 -U30TIpONIUII-
1H-ttupazono[3,4-d|nupumMunH-3-KapOOHOBON KUCIOTHI BMECTO 4-aMUHO- | -IIUKITOTIEHTHII-
1H-nmupazomno[3,4-d|nupuMuanH-3-KapOOHOBON KMCIIOTHI MOJIy4YaIu YKa3aHHOE B 3ar0JIOBKE
coenuHenue (50%) B BUIe KOPUUHEBATOIO TBEPIOTO BELIECTBA.

[0471]

ITpumep 23: Cunre3 4-amuHo-N-(5-meTui- 1 H-upazon-3-umn)-1-((1R,2R)-2-
MeTwinukIiiorekcun)- 1 H-nupazono(3,4-dnupumuina-3-kapookcamuia

B cooTBercTBUMM ¢ mpoueaypamMu cuHTe3a ctaauil 1 u 2 B CcbuiouHoM npumepe 1, ¢
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ucnosb3oBaHueM [(1S,2R)-2-MeTHUITIMKIOTeKCHII |METaHCYIh(hOHATA BMECTO HOAUMKIIOTICHTaHA
nosydany 4-aMuHo- 1-((1R,2R)-2-meTunukiiorekcui)- 1 H-nmupazonol 3,4-d Jmiupumuaun-3-
KapOOHOBYIO KUCJIOTY B BUJIe KOPUUHEBATOI'O TBEPJOIO BellecTBa. B cooTBeTCcTBMMU C
npouenypoi Ilpumepa 1, c ucnonv3osanuem 4-amuno-1-((1R,2R)-2-metnimmkirorekcuin)- 1 H-
nupa3o:0[3,4-d[mupuMuanH-3-KapOOHOBOW KUCIOTHI BMECTO 4-aMHUHO- | -IUKII0neHTrI- 1 H-
nupa3osio[3,4-dmupuMuanH-3-KapOOHOBOM KUCIOTHI U C UCTIONIb30BaHUEM S-MeTuil-1H-
UPa30Ji-3-aMruHA BMECTO 5-3TuiI- 1 H-nmupa3zoii-3-aMmuHa moJjiydyaiu YKa3aHHOE B 3ar0JIOBKE
coequHenue (35%) B Buze 6€10T0 TBEPJOro BEIIEeCTBA.

[0472]

[Tpumep 24: Cunre3 4-amuHo-1-(4,4-numeTrinnukiorekcui)-N-(5-metui- 1 H-nupazo:-3-
wn)- 1 H-tupazono[3,4-d|mupumuann-3-kapOokcamuia

35 mr 4-amuHo-1-(4,4-mumeTunuukiorekcun)- 1 H-mpa3zosno[ 3,4-d | mupumu aua-3-
KapOOHOBOM KUCIIOTHI, TTOJyueHHOM Ha cTauu 2 B CChbUTOYHOM IpuMepe 2, 14 Mr 5-MeTui-
1H-nmupason-3-amuna u 55 Mr HATU pactBopsuin B 1 Mi1t DMF u k cmecu 106aBiisiid 63 MK
JIMU30TNpoNUIdTUIIaMUHA. [locre nepeMeMBanus Ipy¥ KOMHATHOM TEMIIEPATYPE B TEUEHUE
18 4acoB K peakMOHHOMY PACTBOPY 100aBJISLIIU BOAY, C TOCIEAYIOUIUM 3KCTPAaripOBaHUEM
xsiopodopmom. OpraHudeckuit CJiod MpoMBbIBAIA BOJIOM U CYIIIWIIU Ha1 0€3BOHBIM CYJIb(haTOM
MAarHus, ¢ MOCJIeAY UM KOHIEHTPUPOBAHUEM OPTAHUYECKOT O PACTBOPA ITPU IOHUKEHHOM
naBieHnd. OCTaTOK OYMINAIIM XpoMaTorpaduelt Ha cuimkaree (XjaopohopM — Xjaopodopm/
MetaHos1=10/1), Takum 0Opa3om moJjiydas 27 MT yKa3aHHOTO B 3arOJIOBKE COSTMHEHUS B BUIE
0e1oro TBEpI0TO BEIIECTBA.

[0473]

[Tpumep 25: Cunres 4-amuno-N-(5-6pom- 1 H-tupazon-3-un)-1-(4,4- TMMe TUWIIUKITOTEKCH )
-1H-ntupazonol[3,4-d[mupumuans-3-kapOokcamuaa

B cootBeTcTBUM ¢ nipoueaypoit [Ipumepa 24, ¢ ucronszoBanueM S5-0pom-1H-nmupazon-3-
aMUHA BMECTO 5-MeTwi- | H-upa3zoi-3-aMuHa nojry4yalid yKa3aHHOE B 3aT0JIOBKE COCTMHEHUE
(53%) B BUJIe KOPUUHEBATOI'O TBEPIOTO BEIIECTBA.

[0474]

[Tpumep 26: Cunres 4-amuHo- 1-(3,3-1uMeTUIIMKI00y THIT)-N-(5-MeTu- | H-tupazon-3-um)
-1H-iupazomno|3,4-dJnupumuuH-3-kapookcamuaa

B cootBeTcTBUM ¢ npoueaypaMu cuHTe3a ctaauil 1 u 2 B CcbI0YHOM mpumepe 2, ¢
UCIIOJIb30BaHKEM 3,3-TUMETHIIIMKIIOOYTaHOJIA BMECTO 4,4-TMMETUIIIUKIIOT€KCAHOJIa MOTyvau
4-amuHO-1-(3,3-qumeTunukiio0yTun)- 1 H-nmupaszornol 3,4-d Jnupumuans-3-kapOOHOBYIO
KHUCIIOTY B BUjie 0€10T0 TBEPAOTO BellecTBa. B coorBeTcTBUM ¢ nipouenypoit [Ipumepa 24, ¢
UCIIOJIb30BaHUEM 4-aMUHO-1-(3,3-muMeTriukiI00yTHiT)- 1 H-upa3zono[ 3,4-d jnupumugua-3-
KapOOHOBOM KUCIOTHI BMECTO 4-aMUHO- 1-(4,4-auMeTuIukIorekcui)- 1 H-nmupaszono[3,4-d]
MMMPUMMIUH-3-KapOOHOBOM KMCIIOTHI IOJIyYaIu YKa3aHHOE B 3arojIoBKe coeauHenue (47%)
B BUJIE KOPUUHEBATOTO TBEPAOTO BELIECTBA.

[0475]

ITpumep 27: Cunrtes 4-amuno- 1-(Ouukiio[2.2. 1] rentan-2-ui)-N-(5-metwi- 1 H-nupazon-3-
wi)- 1 H-mupazono[3,4-dJnupumuaun-3-kapOokcamMmuia

B cootBeTcTBUM ¢ nipoueaypamu cuHTe3a craauil 1 u 2 B Ccbu10YHOM IpuMepe 2, ¢
UCIOJIb30BaHUEM OUIIMKIIO[2.2.1]renTaH-2-01a BMeCTO 4,4- IMMETUIILMKIIOTeKCAHOJIA MOTyYalii
4-amuHo-1-(6uukio[2.2.1]rentan)- 1 H-mupa3zoro| 3,4-d JnupuMuanH-3-kapOOHOBYIO KUCIIOTY
B BUJIE KOPUYHEBATOTO TBEPAOTO BemecTBa. B coorBercTBUM ¢ mpoueaypon [Ipumepa 24, ¢
UCIIOJIb30BaHUeM 4-aMUHO-1-(6unukio[2.2.1]rentan)- 1 H-nmupasosno|3,4-d | mupumuaua-3-
KapOOHOBOM KUCIIOTHI BMECTO 4-aMUHO-1-(4,4-quMeTunnukiiorekcui)- 1 H-nmupazono(3,4-d]
MMPUMUINH-3-KapOOHOBOM KHUCIOTHI MOJIy4Yaad YKa3aHHOE B 3ar0JI0BKe coequHenue (57%)
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B BUJIE KOPUUHEBATOI'O TBEPAOTO BEUIECTBA.

[0476]

ITpumep 28: Cunres 4-amuHo-1-(6unukino[2.2.1]renran-2-un)-N-(5-6pom- 1 H-mupazon-3-
un)-1H-niupazono|3,4-dnupumuann-3-kapookcamuaa

B cooTtBeTcTBUM ¢ nIponeaypaMu cuHTe3a ctaauil 1 u 2 B CcbIOYHOM mpuMepe 2, ¢
WCIOJIb30BaHUEeM OMIIMKITO[2.2.1]renTaH-2-051a BMeCTO 4,4- IMMETUIIIUKIIOT€KCaHOI1a MOJTydasIn
4-amuHO- 1-(6uukiio[2.2.1]rentan)- 1 H-mupazosol 3,4-d Jnupumuana-3-kapOOHOBYIO KUCIIOTY
B BUJIE KOPUYHEBATOTO TBEPJIOTO BemecTBa. B cooTBercTBUM ¢ mpouenypor [Tpumepa 24, ¢
UCIOJIb30BaHUEM 4-aMUHO- | -(6unukino[2.2.1]rentan)- 1 H-nupazono|3,4-d]nupumuiua-3-
KapOOHOBOM KUCIOTHI BMECTO 4-aMUHO- 1-(4,4-muMeTuInukiIorekcui)- 1 H-nmupaszono[3,4-d]
MMPUMUIUH-3-KapOOHOBOMN KUCIOTHI U C UCTIOJIb30BaHUEeM 3-0pom- 1 H-upa3zon-5-amuna
BMecCTO S5-MeTuiI- | H-nupaszon-3-aMyHa nmoiaydasiy yKa3aHHOE B 3ar0JI0BKe coeauHenue (61%)
B BUJIE KOPUUHEBATOI'O TBEPAOTO BEUIECTBA.

[0477]

[Tpumep 29: Cunres 1-(amamanTan-2-un)-4-aMuHo-N-(5-metuii- 1 H-mupazon-3-um)-1H-
nipa3oio[3,4-d|mupumuane-3-kapOokcamMuia

B cootBeTcTBUM ¢ nIponeaypaMu cuHTe3a ctaauil 1 u 2 B CcbIOYHOM mpumepe 2, ¢
WCIIOJIb30BAHUEM aJJaMAHTAH-2-0J1a BMECTO 4,4- TMMETWILHUKIIOTEKCAHOJIA IToJIydanu 1-
(amamanTaH-2-un)-4-aMuHO-N-(5-meTri- 1 H-mupazon-3-wn)- 1 H-nmupazosno| 3,4-d [ mupumu guH-
3-kapOOHOBYIO KUCIIOTY B BUJIE KOPUYHEBATOT'O TBEPAOTO BellecTBa. B cOOTBETCTBUM C
npouenypovi [ Ipumepa 24, c ucnonv3oBanuem 1-(agamantas-2-wi)-4-aMmuHo-N-(5-metuit- 1 H-
nipa3zoi-3-un)- 1 H-nmupazono[ 3,4-d JnupumuanH-3-KapOOHOBOM KUCIIOTHI BMECTO 4-aMUHO- 1 -
(4,4-mumetnmmkiorekcnn)- 1 H-nupazorno[ 3,4-d JmupuMmuns-3-kapOoHOBOM KUCTIOTHI MOTy4Yalid
YKa3aHHOE B 3aroJIOBKe coeiMHeHrE (69%) B BUJIe KOPUUHEBATOTO TBEPAOTO BEIIECTBA.

[0478]

[Tpumep 30: Cunres 4-amuno-N-(5-metui- 1 H-nupazon-3-umn)-1-((2S,3R)-2,6,6-
TpuMeTunounukio[3,1,1]renran-3-un)-1H-mupazono[3,4-dJnupumuauH-3-kapbokcaMuaa

B cooTBercTBUM ¢ mpoueaypamu cuHTe3a ctaauil 1 u 2 B CCbUIOYHOM IpUMeEpE 2, C
UCIOJIb30BaHUEM (2S,3S)-2,6,6-TpUMETUIHOPIIUHAH-3-0J1a BMECTO 4,4-
JMMETHIIIUKIIOTeKCcaHoIa morydaiau 4-amunao-1-((2S,3R)-2,6,6-TpuMetninounukiio[3,1,1]
rentaH-3-u)- 1 H-nupa3zonol[3,4-dJnuprumMuivH-3-KapOOHOBYIO KUCIIOTY B BUJIE KOPUUHEBATOTO
TBEpAOrO BellecTBa. B coorBeTcTBUM € pouenypoit Ilpumepa 24, ¢ ucronb3oBaHueM 4-
aMuHO- 1-((2S,3R)-2,6,6-TpuMeTrinonmkio| 3, 1,1 ]rerrran-3-mm)- 1 H-mupa3zonol 3,4-d [mupumuina-
3-kapOOHOBOI KUCIIOTHI BMECTO 4-aMUHO- 1-(4,4-qumeTunnukiorekcui)- 1 H-nmupasosno|3,4-d]
MMPUMUIMH-3-KapOOHOBOM KUCIOTHI MOJIyYaId YKa3aHHOE B 3ar0JI0BKe coeauHenue (61%)
B BUJIE KOPUUHEBATOTO TBEPAOTO BEIIECTBA.

[0479]

[Tpumep 31: Cunres 4-amuno- 1-(3-propmnporn- 1-eH-2-um)-N-(5-metnn- 1 H-mupazomn-3-um)
-1H-nmupasonol3,4-d|mupumuans-3-kapOokcamuaa

B cooTBercTBUM ¢ mpoueaypamu cuHTe3a ctaauil 1 u 2 B CCbUIOYHOM IpUMeEpE 2, C
UCMOJIb30BaHUeEM 1,3-1udToprponaH-2-ojia BMECTO 4,4-TMMETUIILMKIIOTeKCaHOIa MOTyJYallu
4-amunHo-1-(3-propnpon-1-eH-2-un)- 1 H-mupa3zoso( 3,4-d |mupumuuH-3-KapOOHOBYIO KUCIIOTY
B BUJIE KOPUUHEBATOTO TBEPAOTrO BemecTBa. B coorBercTBuM ¢ mpouenaypo [Ipumepa 24, ¢
UCIOJIb30BaHUeM 4-aMuHO-1-(3-pTopnpon-1-eH-2-um)- 1 H-mupazono[3,4-dJmupumMuauH-3-
KapOOHOBOM KUCTIOTHI BMECTO 4-aMUHO- 1-(4,4-aumeTunnukiorekcui)- 1 H-nupaszono[3,4-d]
MMUPUMMJIUH-3-KapOOHOBOM KUCIIOTHI MOJIyYaIv YKa3aHHOE B 3ar0JIOBKE coelMHeHue (65%)
B BUJIE KOPUUHEBATOT'O TBEPAOTO BELIECTBA.

[0480]
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[Tpumep 32: Cunres 4-amuHo-N-(5-0poM- 1 H-tipazo:1-3-um)- 1 -uukiorexcusi- | H-mpaszosno
[3,4-d]mupumMuivH-3-kapbokcaMmuia

B cooTBercTBUMM ¢ mpoueaypamMu cuHTe3a cTaauil 1 u 2 B CCbUIOYHOM IpUMepe 2, ¢
VCIIOJIb30BAHUEM LIUKJIOT€KCAHOIIA BMECTO 4,4- TMMETUIILMKIIOTEKCAHOJIA ITOTyYaJIH 4-aMHUHO-
1-umkinorekcuit- 1 H-nupasosno[3,4-dnupumuans-3-kapOOHOBYIO KUCIOTY B BUJIE
KOPUYHEBATOr'O TBEPIOro BellecTBa. B cooTBercTBuM ¢ mpouenypon [Tpumepa 24, ¢
UCIOJIb30BaHUEM 4-aMUHO- | -mkitorekcui- 1 H-nupaszoinol 3,4-dJnupumuinH-3-kapOoHOBOIA
KHCJIOTBI BMECTO 4-aMUHO- 1-(4,4-qumMeTuitumkiiorekcun)- | H-nupasosnol 3,4-d Jnupumuaina-3-
KapOOHOBOM KUCIIOTBI M C UCIIOJIb30BaHUEM 3-OpoM-1H-n1pazon-5-aMmrHa BMECTO 5-METHII-
1H-timpa3os1-3-aMuHa Mojayvyaiy yKa3aHHOE B 3ar0JIOBKE coequHeHue (23%) B BUIE
KOPUYHEBATOTO TBEPIOTO BEIIECTBA.

[0481]

[Tpumep 33: Cuntes 4-amuHo- 1 -mukIiorekcui-N-(5-(mupropmernn)- | H-nupazon-3-ui)-
1H-nmupa3zomno|3,4-d[nupumuans-3-kapObokcamuaa

B cooTBercTBUMM ¢ mpoueaypamMu cuHTe3a cTaauil 1 u 2 B CCbUIOYHOM IpUMepe 2, C
VCIIOJIb30BAHUEM LIUKJIOTEKCAHOIIA BMECTO 4,4- TMMETUIILMKIIOTEKCAHOJIA ITOTyYaJI 4-aMHUHO-
1-umkinorekcust- 1 H-nupasosno[3,4-dnmupumuann-3-kapOOHOBYIO KUCIOTY B BUJIE
KOPUYHEBATOr'O TBEPIOro BellecTBa. B cooTBercTBuM ¢ mpouenyponi [Tpumepa 24, ¢
UCIOJIb30BaHUEM 4-aMUHO- | -LmkItorekcui- 1 H-nupaszoinol 3,4-dJnupumuanH-3-kapOoHOBOIA
KHCJIOTBI BMECTO 4-aMUHO- 1-(4,4-quMeTuitumkiiorekcun)- 1 H-nupasosol 3,4-d [nupumuana-3-
KapOOHOBOM KUCIIOTHI U C UCTIOJTb30BaHUEM S-(mudTopmernn)- | H-mpa3on-3-amruaa BMECTo
5-metui- 1 H-nmupazon-3-aMyHa mojiy4aiv yKa3aHHOE B 3arojioBke coequHenue (41%) B Buae
KOPUYHEBATOTO TBEPIOTO BEIIECTBA.

[0482]

[Tpumep 34: Cunrtes 4-amuHo- 1-(TpeT-0yTri)-N-(5-metwit- 1 H-impazon-3-un)- 1 H-nmupazosno
[3,4-d]mupumMuivH-3-kapbokcamMuia

429 mr HATU no6aBisiiu k cycrieH3uu 177 mr 4-amuHo-1-(Tpet-0yTun)- 1 H-nupaszono(3,4-
d]mupumuanH-3-kapOOHOBOM KMCIOTHI, OIYYeHHOM Ha cTaaud 2 CchUIOuHOTO mpuMepa 3,
109 mr o5-meTuit- 1 H-iupasoii-3-amuna v 0,393 mut N, N-npunzonponuindtuiamyia B 4 Mt DMF
Y CMECh NIEpEMEIIMBAIIM IIPU KOMHATHOW TeMIlepaType B TeueHne HouM. K peakuroHHOMY
pactBopy nob6asisuid 100 M1 SM BOAHOTO pacTBOpa IMAPOKCUIA HATPUS U TEpEMELIUBAIIN
B TeueHue | yaca. 3aTeM cMech HEUTPAIM30BAJIM IIPY MTOMOIIM SM BOJTHOTO pacTBOpa
XJIOPUCTOBOIOPOIHOM KUCIOTHI. [Tocie skcTparupoBanus XJ10pohopMOM IKCTPAKT CYIIUIIH
HaJ1 0e3BOAHBIM CyIb(aToM HATPUS, PUIBTPOBAIM U KOHUEHTPUpOBAIU. [ToTydeHHBIM
OCTATOK CYCIIEHIMPOBAJIM U IIPOMBIBAIIA METAHOJIOM, (PUIIBTPOBAJU U cyuiu rpu 60°C ipu
MMOHM)KEHHOM JABJIEHUU, TAKUM 00pa30oM nosrydast 97 Mr yKka3aHHOTO B 3ar0JIOBKE COETUHEHUS
B BUJie OECUBETHOI'O TBEPIOTO BEUIECTBA.

[0483]

ITpumep 35: Cuntes 4-amuHo-N-(5-0pom- 1 H-mupa3zon-3-um)-1-(tpeT-0yTrn)- 1 H-upaszoso
[3,4-d]nupumMuivH-3-kapbokcamMuia

B cooTBercTBUu ¢ mpoueaypoi [1pumepa 34, c ucnonp3oBanuem 3-6pom-1H-nupazon-5-
aMMHa BMeCTO 5-MeTWI- 1 H-mupa3oi1-3-amMuHa nonydaiv yKa3aHHOE B 3ar0JIOBKE COCIMHEHUE
B Bujie 0JIeTHO-KOPUUHEBATOT'O TBEP10TO BemecTBa (25%).

[0484]

[Tpumep 36: Cunres 4-amuHO- 1-(TpeT-0yTHin)-N-(5-(TpudTopmernn)- | H-nmupazomn-3-mm)-
1H-mupa3zono[3,4-d]nmupumuauH-3-kapbokcaMuia

B cooTBercTBuu ¢ mpoueaypoi [pumepa 34, ¢ ucrionb3zoBanuem S-(tpudropmeru)-1H-
MMpPA30JI-3-aMHUHA BMeCTO 5-MeTuil- | H-nmupazon-3-aMuHa nonydanu yKa3aHHOE B 3arOJIOBKE
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coequHenue (72%) B Buae OJIETHO-KOPUUHEBATOI'O TBEPIOTO BEIIECTBA.

[0485]

ITpumep 37: Cunre3 4-amuHo-1-(TpeT-0yTrin)-N-(5-(dhypan-2-un)-1H-nmupazoin-3-umn)-1H-
nipa3oio[3,4-d|mupumuana-3-kapOokcamMuia

B cooTBercTBuu ¢ mpoueaypoi [pumepa 34, ¢ ucrionb3zoBanuem 3-(pypan-2-umn)-1H-
MUPa30J-5-aMrUHa BMECTO S-MeTWJI- | H-nmupazosr-3-aMyHa 1osyqalim yKa3aHHOE B 3aTOJIOBKE
coenuHenue (32%) B Buje 0J€IHO-KOPUUHEBATOTO TBEPAOTO BEILIECTBA.

[0486]

ITpumep 38: Cunrtes 4-amuHo-1-(TpeT-0yTrin)-N-(5-umano- | H-npa3zon-3-uin)- 1 H-nupazono
[3,4-d]mupumunH-3-KapOokcamMuaa

B coorBercTBuM ¢ mpoueaypo Ipumepa 34, c ucnonbpzoBanuem S-amuHo- 1 H-riupasoon-3-
KapOOHUTpUJIA BMECTO S-MeTwII- | H-tupa3oii-3-amMuHa mojyyaid yKa3aHHOE B 3ar0JIOBKE
coenuHeHue (22%) B BUI€ KOPUUYHEBATOIO TBEPIOTO BELIECTBA.

[0487]

[Tpumep 39: Cunres 4-amMuHO- 1 -(TpeT-0yTIi)-N-(5-31ui- | H-mupazon-3-un)- 1 H-nupaszosnno
[3,4-d]nupumMuivH-3-kapbokcaMmuia

B cooTBeTcTBUM ¢ poueaypoi cuntesa [Ipumepa 34, ¢ ucnonpzoBanueM 3-31tuii-1H-
MUpPa30J-5-aMrMHa BMECTO S-MeTwiI- 1 H-nmupasos-3-amuHa, ¢ mocieayromen O4uCTKON
npenapaTuBHOM oOpateHHO-(pa3oBoit BOYKX, moyyann ykazaHHOE B 3aT0JIOBKE COETMHEHHE
(55%) B BUJIe KOPUUHEBATOI'O TBEPIOTO BEIIECTBA.

[0488]

[Tpumep 40: Cunre3 4-amuHo-1-(TpeT-0yTHi)-N-(5-uzonpomui- 1 H-mupazon-3-um)-1H-
rmupa3zoio| 3,4-d jnupumuauH-3-kapookcaMuaa

B cooTBeTcTBUM ¢ ipoueaypoii cuatesa [Ipumepa 34, ¢ HICoab30BaHUEM 3-U30IIPOIIUTI-
1H-tupaszon-5-amuHa BMeCTO S-MeTWiI- 1 H-nupazos-3-amuHa, ¢ mocaeayoen OYuCTKOM
MpernapaTuBHOM oOparnieHHO-(azoBoit BIYKX, momydanm ykazaHHOE B 3aT0OJIOBKE COEIMHEHUE
(81%) B BUJIe KOPUUHEBATOI'O TBEPIOTO BEIIECTBA.

[0489]

[Tpumep 41: Cunres 4-amuno- 1-(Tpet-6yTui)-N-(5-uukinonponui- 1 H-nupasosn-3-um)-1H-
nipa3zoiio| 3,4-d jnupumuauH-3-kapookcaMuaa

B cooTBeTrcTBUM ¢ mpouenypoi cunte3a [ Ipumepa 34, c ucrosib3oBaHUEM 3-LUKIOTPOIMII-
1H-tiupaszon-5-amuHa BMeCTO S-MeTWI- 1 H-nupazos-3-amuHa, ¢ mocaeayoed OYUCTKON
npenapaTuBHOM oOpateHHO-(a3oBoit BOYKX, momyyanm ykazaHHOE B 3aT0JIOBKE COETMHEHHE
(69%) B BHJIe KOPUUHEBATOT'O TBEPAOTO BEIIECTBA.

[0490]

ITpumep 42: Cunres 4-amunHo- 1-(Tpet-0yTii)-N-(5-uukinoOytui-1H-nupa3on-3-un)-1H-
nupa3zoiio| 3,4-dJnupumuauH-3-kapookcaMuaa

B cootBeTrcTBUM ¢ nipoueaypoit [1pumepa 34, ¢ ucnonb3oBanueM 3-uki1o0yTus-1H-
MUPa30J-5-aMUHa BMECTO S-MeTWII- | H-nupasos-3-aMmuHa, ¢ mocieayomen OYuCTKOM
npenapaTuBHOM oOpareHHO-(a3zoBoit BOXKX, momyuyanm ykazaHHOE B 3aT0JIOBKE COETMHEHHE
(33%) B BUIe KOPUUYHEBATOI'O TBEPIOTO BEIIECTBA.

[0491]

[Tpumep 43: Cunres 4-amuHo- 1-(4,4-mudropuukiorekcu)-N-(5-metui- 1 H-mupazo:-3-u)
-1H-nmupasonol3,4-d|mupumuana-3-kapOokcamuaa

B cootBercTBUM ¢ mpoueaypor cuntesa [Ipumepa 34, ¢ uicnonpzoBanueM 4-amuHo-1-(4,4-
nudTopuukiiorekcun)- 1 H-nmupa3zosno[ 3,4-d | mupumMuauH-3-KapOOHOBOM KMCITIOTHI, ITOJIyUYEeHHOM
Ha ctajuu 3 CchUTOYHOTO TipuMepa 4, BMecTo 4-aMUHO- 1 -(TpeT-0yTun)- 1 H-mupasono[3,4-d]
MMUPUMMIUH-3-KapOOoHOBOM KUCITOTHI [Ipumepa 34 moyyanu ykazaHHOE B 3arOJIOBKE
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coeauHenue (21%) B Buae 6€CIIBETHOI'O TBEPIOTO BEIIECTBA.

[0492]

ITpumep 44: Cunres 4-amuHo-N-(5-6pom-1H-mmupazon-3-um)-1-(4,4-1ubTOPUUKIOTEKCH)
-1H-ntupazosnol3,4-dJnupumuann-3-kapOokcamuaa

B cootBercTBUM ¢ mpoueaypor cuntesa [Ipumepa 34, ¢ uicnonpzoBanueM 4-amuHo-1-(4,4-
mudTopuukiiorekcun)- 1 H-mupazosno[ 3,4-d Jmupumunni-3-kapOOHOBOM KUCIOTHI, TOTYYEHHOM
Ha ctajuu 3 CcblIOUHOTO NpumMepa 4, BMeCTO 4-aMUHO- 1 -(TpeT-0yTmin)- 1 H-mupazosno[3,4-d]
MMMPUMUIUH-3-KapOoHoBOM KUCTTOTHI [ IprMepa 34 v ¢ ucnonb3oBanueM 3-0poM- 1 H-mmupa3zor-
S-amuHa BMeCTO S-MeTWI- | H-upa3oi1-3-aMuHa noJryyasiv yKa3aHHOE B 3ar0JIOBKE COC/IMHEHUE
(33%) B BUjE OECLBETHOI'O TBEPAOTO BEIECTBA.

[0493]

[Tpumep 45: Cunres 4-amuHO-7-u3onponuii-N-(5-metui- 1 H-nupa3zon-3-um)-7H-iupporio
[2,3-d]mupuMuarH-5-KapOoKkcaMuIa

121 mr 5-non-7-uzonponun-7H-mupposo[2,3-d[mupuMuanHe-4-aMrHa, TOJTYyYEHHOT'O HA
craauu 2 CeputoyHoro npumepa 6, 197 mr tpet-0yTuin S-amuHo-3-metui-1H-nupa3zosn-1-
kapbokcuiaTa, nojaydeHHoro B CcbuiouHoM nipumepe S, u 120 mkit 1,8-n1uazadunukiol5.4.0]
yHIel-7-eHa pacTBOpsid B 2 Mi1 DMA. 3aTtem k cMmecu 100aBisiiiu 33 Mr komiuiekca 1,1'-6uc
(mudenundochuno)depponen-namiaaui(ll) IMXIopua-IUXIIOpMETaH U CMECh TIEPEMEIIIMBATIH
B atMocdepe okcuaa yriaepoaa npu 110°C B Teuenue 4 yacoB. OCTaTOK, MOJTyYSHHBIM
KOHLEHTPUPOBAHUEM PEAKIMOHHON CMECH, OUMILIATIU XpoMaTorpadueit Ha cunukarese (rekcas/
stunanerat=1/1 — stunanerat/meranon=10/1), Takum oOpa3om moayyast 52 Mr yKa3aHHOTO
B 3ar0JIOBKE COEAMHEHMSI B BUJI€ 0JI€IHO-KOPUUHEBOT'O TBEPAOIO BEIIECTBA.

[0494]

[Tpumep 46: Cunres 4-amuHo-7-(1-propnponan-2-uin)-N-(5-metui- 1 H-nupazon-3-um)-7H-
muppoJio[2,3-d JmupuMuauH-5-kapookcaMuia

B cooTBercTBUMM ¢ mpoueaypamu cuHTe3a ctaauil 1 u 2 B CcbUIOYHOM IpUMepe 6, ¢
UCIIOJIb30BaHUeM 1-ToprponaH-2-oj1a BMECTO IMpoIaH-2-0Ja noixydanu 7-(1-¢propnpormnaH-
2-un)-5-uoa-7H-nuppoo[2,3-d|nupumMuanH-4-aMuH B BUjie O€JIOTO TBEPIOTO BellecTBa. B
COOTBETCTBUM ¢ mpoueayport [Tpumepa 45, ¢ ucrionb3zoanuem 7-(1-propnponan-2-umn)-5-
noa-7H-nmuppoino|2,3-dJnupuMuanH-4-aMruHa BMECTO S-Uo1-7-uzonponui-7H-mupporo[2,3-
d]mupumMuanH-4-aMUHA OTYyYaIM YKA3aHHOE B 3arOJIOBKE COCIMHEHUE B BUJIE KOPUUHEBATOTO
TBepaoro semecrsa (90%).

[0495]

[Tpumep 47: Cunres 4-amuHo-7-(4,4-nuMeTHIIIMKIIOTeKCH)-N-(5-MeTuii- 1 H-mupazo:-3-
un)-7H-iuppo:no|[2,3-d]nupumuina-5-kapookcamuia

B cootBeTcTBUM ¢ nTpoueaypaMu cuHTe3a ctaauil 1 u 2 B CcbI0YHOM mpumepe 6, ¢
HCIIOJIb30BaHUEM 4,4-TAMETWILMKION€KCAHOJIa BMECTO MPOMNaH-2-0ja mojrydyaiu 7-(4,4-
JIMMETWILMKIIOTEKCHI)-5-no1-7H-upposno|2,3-d JnmpuMuinH-4-aMyH B BUJIE KEJITOTO TBEPIOTO
BemiecTBa. B cooTBeTcTBUM ¢ poueaypoit [Ipumepa 45, ¢ ucnonpzoBanuem 7-(4,4-
JAMETUIIUKIIOTEKCUI)-5-uoa-7H-upposio[ 2,3-d |nupuMuInH-4-aMUHA BMECTO 5-MOA-7-
usornponui-7H-muppoino|2,3-dJnupuMuanH-4-aMuHa 1oaydaid yKa3aHHOE B 3arOJIOBKE
coenuHenue (31%) B BUI€ KOPUUHEBATOTO TBEP/IOTO BEIIECTBA.

[0496]

ITpumep 48: Cunres 4-amuHo-7-(TpeT-0yThi)-N-(5-meTun- 1 H-mupazon-3-um)-7H-upposio
[2,3-d]nmupuMuMH-5-kapbokcamMuia

PactBop 6,0 r 7-(TpeT-0yTI)-S5-uoa-7H-mupposio[ 2,3-dJnupuMuavH-4-aMUHa, TTIOJyYEeHHOTO
Ha ctaguu 3 CcputouHoro npumepa 7, 7,48 T TpeT-0yTHIT S-aMUHO-3-MeTHIT-TTUpa3oi-1-
KkapbokcuiiaTa, moyydyeHHoro B CcbIouHOM Mpumepe 5, 5,67 mi 1,8-nuazadunukio[5.4.0]
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yHAen-7-eHa v 1,55 r komriekca 1,1'-6uc(mudenundochuno)peppoueH-namtaaui(Il)
muxiopua-auxiaopMerad B 200 mn DMA niepemervBaiy B aTMochepe okcuia yriepoaa mpu
100°C B TedyeHue 3 yacoB. PeakIMOHHBIN pacTBOP KOHUEHTPUPOBAJIM U 3aTEM OUMIIIAIIU
XxpomaTtorpadueit Ha CUITMKaree (reKCaH-3THIANETaT-MeTaHOJI), C TTIOCIIeTYIONIEH OUYUCTKOM
XxpoMaTorpaduel Ha 1eJIOYHOM CUJIMKarese, TakuM obpa3oM mosrydas 3,24 © yKa3aHHOTO
B 3ar0JIOBKE COEIMHEHUS B BUJIE KOPUUHEBATOI'O TBEPAOTO BEILIECTBA.

[0497]

[Tpumep 49: Cunres 4-amuno-7-(Tpet-0yTui)-N-(5-(pypan-2-un)-1H-nupa3zon-3-um)-7H-
nuppoJio[2,3-dJnupumMuauH-5-kapobokcaMuia

B cootBeTcTBUM ¢ nipoueaypoit [1pumepa 48, ¢ ucronszoBanuem S-(¢pypan-2-ui)-1H-
MUPa30JI-3-aMUHA BMECTO TPET-OyTUIT 5-aMUHO-3-MeTWI-NTUPa30JI-1-KapOokcunara,
ycnonp3yemoro B IIpumepe 48, monyyann yKa3zaHHOE B 3ar0JIOBKE COeIMHEHUE (42%) B BUAE
0JIeTHO-KOPUYHEBATOT O TBEPIOTO BEIIECTBA.

[0498]

ITpumep 50: Cunrtes 4-amuHO-7-(1-pTOp-2-MeTHIIponan-2-un)-N-(5-metun- 1 H-mupaso-
3-un)-7H-iuppo:no|[2,3-d]nupumuina-5-kapobokcamuia

B cooTtBeTcTBUM ¢ nIpoLieaypaMu cuHTe3a ctaauil 1, 2 u 3 B CcbutouyHOM mpumepe 7, ¢
UCTIOJIb30BaHUEM 1-(PTOP-2-METUITIPOIIaH-2-aMUH TUAPOXIOPHIA BMECTO TPET-OyTUIIaMUHA
nonyyanu 7-(1-¢prop-2-MeTunnponan-2-un)-5-uoa-7H-nupposno[2,3-d|niupumMuinH-4-aMUH B
Buie Oe10ro TBEpAOTO BellecTBa. B coorBeTcTBUM € nipouenypoit [Ipumepa 48, ¢
ucroab3oBaHueM 7-(1-¢pTop-2-MeTunnponan-2-un)-5-noa-7H-mupposo[2,3-dmupumuann-4-
aMuHa BMecTO 7-(TpeT-0yTun)-5-uoa-7H-nupposo[2,3-d|mupuMuanH-4-aMuHa TTOJIydaain
YKa3aHHOE B 3aroyioBke coenqrHeHue (70%) B BUJIe KOPUUHEBATOT'O TBEPAOTO BELIECTBA.

[0499]

ITpumep 51: Cunres 4-amuno-N-(5-metuii- 1H-iupa3oi1-3-uit)-7-(1-Me TUIIHHMKIOITPOITIT) -
TH-nuppo:no[2,3-d[mupuMuanH-5-kapObokcamMuia

B cooTBercTBMU C mpoueaypamMu cuHTe3a craauii 1, 2 u 3 B CcbutouHOM npumepe 7, ¢
UCIIOJIb30BAHUEM |-METUIUKIIONPONIAHAMUH TUAPOXIJIOPUIA BMECTO TPET-OyTUIIAMUHA
noJtyyaiu S-uofa-7-(1-merunuukiionponun)-7H-nuppomno[2,3-d[mupuMuinH-4-aMUH B BUIE
Oenoro TBepaoro BemecTa. B coorBercTBru ¢ iponeaypoii [Ipumepa 48, ¢ ucronbp3oBaHuemM
5-non-7-(1-merummkiionponun)-7H-nuppono[2,3-dmupumuanne-4-amMuHa BMECTO 7-(TpeT-
OyTwin)-5-uoa-7H-muppoino[2,3-dJnupuMuauH-4-aMruHa MOTyYaIM YKa3aHHOE B 3ar0JIOBKE
coenuHeHue (37%) B BUAE KOPUUHEBATOTO TBEPAOrO BEIIECTBA.

[0500]

[Tpumep 52: Cunres 4-aMuHO-7-(2-IMKIOIpOonMInponan-2-ui)-N-(5-metui- 1 H-nupazon-
3-un)-7H-niupposo[2,3-d]nupumMuana-5-kapookcamuia

B cootBeTrcTBUM ¢ nipoueaypaMu cuHTe3a craauii 1, 2 u 3 B CcbutouHoM npumepe 7, ¢
UCIOJIb30BAHUEM 2-IIUKJIOTTPOMUIIPONAH-2-aMUH TUAPOXIIOPUIA BMECTO TPET-OyTUTAMUHA
MOJYyYaJIH 7-(2-UMKIIOTIPOIIWIIIPOIIaH-2-1i1)-5-uo-7H-tmpposio[ 2,3-d [nupuMuiMH-4-aMUH B
BUJE Oesroro TBepaoro Bemecrsa. B coorBercTBuu ¢ npouenypoi Ipumepa 48, ¢
WCITOJIb30BAHUEM 7-(2-IMKIIOTPONUIIPOTIaH-2-Uj1)-5-uo1-7H-mupposno| 2,3-dJnupumuini-4-
aMHHa BMeCTO 7-(TpeT-0yTmin)-5-uoa-7H-nupposo[2,3-d|mupuMuanH-4-aMUHA TTOTyYau
YKa3aHHOE B 3arojioBke coeauHeHue (60%) B BUAE KOPUUHEBATOIO TBEPAOTO BELIECTBA.

[0501]

[Tpumep 53: Cunres 4-amuHO-7-(1-METOKCU-2-MeTUIIPOIaH-2-ui)-N-(5-metui- | H-nupaszon-
3-un)-7H-niupposo[2,3-d]mupumMuanH-5-kapookcamMuia

B cootBeTcTBUM ¢ nipoueaypaMu cuHTe3a craauii 1, 2 u 3 B CcbutouyHoOM npumepe 7, ¢
HCITOJIb30BAHUEM 2-METOKCH-2-METUIITTPOTNaH-2-aMUHA BMECTO TPeT-OyTHUIIaMUHA TTOTydaIu
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5-non-7-(1-MeTOKCU-2-METUIITTPOIIaH-2-ui1)-7H-timpposo| 2,3-d [nupumMuiuH-4-aMUH B BUIE
6enoro TBepaoro Beuectsa. B coorBercTuu ¢ mpoueaypoit [pumepa 48, ¢ ucronp3zoBaHuemM
5-non-7-(1-MeToKCU-2-MeTuIIponaH-2-ui)-7H-nmupposio[ 2,3-d | niupuMuauH-4-aMrUHa BMECTO
7-(Tper-0yTrn)-S-uoa-7H-nmuppoio[2,3-dJnupuMuanH-4-aMrUHa OJIy4Yaad YKa3aHHOE B
3aroyioBke coenquHeHue (50%) B BUIe KOPUUHEBATOTO TBEPAOTO BEIIECTBA.

[0502]

[Tpumep 54: Cunres 4-amuno-7-(1-(propmernm)muxonponun)-N-(5-metus- | H-nupazos-
3-un)-7H-iupposo|[2,3-d|mupumMuanH-5-kapookcamMuia

B cooTBercTBHMM ¢ mpoueaypamu cuHTe3a craguii 1, 2 u 3 B CcputouHoM npumepe 7, ¢
UCTIOJIb30BaHUEM | -(PTOPMETHIT)IMKIIONTPOTIaHAMUH THAPOXJIOPUIA BMECTO TPET-OyTUIIaMUHA
noydai 7-(1-(hTopMeTus) IMKIIomponui)-5-uoa-7H-muppoio[ 2,3-dJmupumuna-4-aMuH B
BUJIe Oeroro TBepaoro BemecTsa. B coorBercTBru ¢ npoueaypoi Ipumepa 48, ¢
ucrnojb3oBaHueM 7-(1-(pTopMeTHI)IMKIONPpOIn)-5-noa-7H-mupposo[2,3-dJmupumMuauH-4-
aMHMHa BMecTO 7-(TpeT-OyTui)-5-uoa-7H-nuppono[2,3-d[nupuMuanH-4-aMyuHa OTydaIn
yKa3aHHOE B 3arojioBke coequHeHue (60%) B BUAE KOPUUHEBATOIO TBEPAOTO BELIECTBA.

[0503]

[Tpumep 55: Cunres 4-amuno-7-(1-(audropmern)upkinonponun)-N-(5-metui- 1 H-nupaszon-
3-un)-7H-mupposo|2,3-d|mupumMuanH-5-kapookcaMuia

B cooTBercTBMM ¢ mpoueaypamu cuHTe3a craauii 1, 2 u 3 B CcputouHoM npumepe 7, ¢
UCMOJIb30BaHUEM 1-(TUPTOPMETHIT)IUKIONPOITAHAMUH THAPOXJIOPUIA BMECTO TPET-
Oytuamuna nosrydanu 7-(1-(mudropMeTuin)uukIIonponun)-5-uoa-7H-muppoo[2,3-d]
NAPUMMIMH-4-aMUH B BUJE JKEJITOT'O TBEPJIOTO BEIECTBA. B cOOTBETCTBMHU € Tpouenypom
[Tpumepa 48, c ucrionbzoBanueM 7-(1-(TUGTOPMETHIT)IUKIIONPOITN)-S-no1-7H-iupporo[2,3-
d]mupumunrH-4-amrHa BMecTo 7-(TpeT-0yTuin)-5-uoa-7H-nuppoio[2,3-dJmupumuana-4-aMuHa
MOJIy4YaJIM YKa3aHHOE B 3arojloBKe coeaquHeHue (40%) B BUI€ KOPUUHEBATOTO TBEPIOTO
BEILIECTBA.

[0504]

[Tpumep 56: Cuntes 4-amuHo-N-(5-meTui- 1 H-nupazon-3-mm)-7-(2-(tuodeH-2-un)nponaH-
2-un)-7H-niupposo|2,3-d]mupumMuanH-5-kapookcamuia

B cootBeTcTBUM ¢ nipoueaypaMu cuHTe3a craguii 1, 2 u 3 B CcbutouyHOM npumepe 7, ¢
UCTIOJIb30BAHUEM 2-(THO(EH-2-WIT)TPOTIaH-2-aMUHA BMECTO TPET-OyTUIaMUHA TTOTydau S-
noa-7-(2-(tuoen-2-unmnponan-2-un)-7H-muppoio| 2,3-d mupuMuaMH-4-aMUH B BUJIE )KETITOTO
TBEpIOTO BemecTBa. B coorBercTBun ¢ npouenypoit [lpumepa 48, ¢ UCIOIb30BaHUEM 5-UO/T-
7-(2-(Troden-2-un)nponan-2-ui)-7H-muppono[2,3-dJnupumMuuH-4-aMuHa BMECTO 7-(TpeT-
OyTun)-5-uoa-7H-muppoio[2,3-dJnupuMuarnH-4-aMrHA TIOTy4Yalid YKa3aHHOE B 3arOJIOBKE
coenuHenue (70%) B BUAE KOPUUHEBATOTO TBEPAOrO BEIIECTBA.

[0505]

[Tpumep 57: Cunres 4-amuno-7-(3,3-qudTopuukaoneHT)-N-(5-metui- 1 H-mupa3zon-3-
un)-7H-mupposo2,3-d]mupumMuanH-5-kapookcaMuaa

B cooTBercTBUMM ¢ mpoueaypamu cuHTe3a craguii 1, 2 u 3 B CcputouHoM npumepe 7, ¢
UCMOJIb30BaHUEM 3,3-TUTOPUMKIIONIEHTAHAMUH THAPOXIOPUAA BMECTO TPET-OyTUIIAMUHA
nosy4aiu 7-(3,3-1upTopurKIoNneHTrI)-5-1noa-7H-mupposno[2,3-d JnupuMuavH-4-aMUH B BUJIE
JKEJITOTO TBEPAOTO BenlecTBa. B coorBeTcTBuM ¢ npouenypoit [Ipumepa 48, ¢ ucrionp3zoBanuem
7-(3,3-auTOPIMKIIONIEHTH )-5-uo1-7H-muppono[ 2,3-d | mupumMuauH-4-aMriHa BMECTO 7-(TpeT-
O0yTun)-5-uoa-7H-nuppoiio[2,3-dJnupuMuIMH-4-aMHHA TTOJTY4Yald YKa3aHHOE B 3ar0JIOBKE
coeauHenue (50%) B BUAe KOPUUHEBATOIO TBEPAOTO BEUIECTBA.

[0506]

[Tpumep 58: Cunre3 4-amuno-7-(0unukio[1,1,1]nenran-1-un)-N-(5-metuin-1H-nupazon-
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3-un)-7H-tmupposo|2,3-d|mupumMuanH-5-kapookcaMuia

B cooTBercTBMUM ¢ mpoueaypamu cuHTe3a craauii 1, 2 u 3 B CcputouHoM npumepe 7, ¢
UCIOJIb30BaHUeM OunMKIo[1,1,1]neHTan-1-aMuH THAPOXIIOpUIA BMECTO TPET-OyTUIIaMUHA
nojtyyanu 7-(6unukino[1,1,1]nentan- 1-un)-4-xaop-5-uoa-7H-nuppoiio[2,3-d Jnupumuaud. B
COOTBETCTBUM ¢ Npoueaypoit [1pumepa 48, c ucronszoBanuem 7-(ounukio[1,1,1]nenran-1-
ui)-4-xop-5-uoa-7H-mupporio[2,3-dmupumuarina BMecTo 7-(TpeT-0yTui)-S-uoa-7H-upposio
[2,3-d]nupuMuInH-4-aMHUHA TOJTyYalid YKa3aHHOE B 3aroJIOBKe coenrHeHue (36%) B BUe
OecIBETHOTO TBEP/IOTO BEIIECTBA.

[0507]

[Tpumep 59: Cunres 4-amuHo-N-(5-meTui- 1 H-iupazon-3-ui)-7-(1-MeTUIUKITOTIEH T )-
7TH-niupposno[2,3-d]nupumMuina-5-kapbokcamuaa

B cooTBercTBMU ¢ poueaypamMu cuHTe3a craauii 1, 2 u 3 B CcputouHoM npumepe 7, ¢
UCIOJIb30BAHUEM |-METUJIIMKIOTIEHTAHAMUH THIPOXJIOPHIA BMECTO TPET-OyTUIaMUHA
noJryqyai S-uon-7-(1-mertnmukiionentvn)-7H-nmuppono[2,3-dJmupumnuinH-4-aMuH B BUIE
Genoro TBepaoro Beiecta. B coorBercTBru ¢ mpoueaypoii [Ipumepa 48, c ucronb3zoBaHuemM
5-non-7-(1-metnnmuukitonenTvn)-7H-nuppono[2,3-dmmpuMmuann-4-amMuHa BMECTO 7-(TpeT-
O0yTun)-5-uoa-7H-nuppoiio[2,3-dJnupuMuInH-4-aMiHA TTOJTYYalld YKa3aHHOE B 3ar0JIOBKE
coenuHenue (20%) B BUI€ KOPUUHEBATOIO TBEP/IOTO BEIIECTBA.

[0508]

ITpumep 60: Cunre3 4-amuno-N-(5-meTui- 1 H-iupazon-3-um)-7-(2-heHuarnponan-2-1ui)-
TH-nuppo:no[2,3-d[mupuMuanH-5-kapOokcamMuia

B cooTBercTBUMM ¢ mpoueaypamMu cuHTe3a craauii 1, 2 u 3 B CcbutouHoM npumepe 7, ¢
UCTIOJIb30BaHUEM 2-(DEHUIIITPOTIaH-2-aMUHA BMECTO TPET-OyTHUIIAMUHA MTOJTydasid 5S-uoa-7-(2-
dbenunnponan-2-un)-7H-nuppono([2,3-d[mupuMUANH-4-aMUH B BUJIE JKEJITOrO TBEPAOTO
BelecTBa. B coorBeTcTBUM € nIporeaypoit ITpumepa 48, ¢ ucronb3zoBaHueM S5-uoa-7-(2-
bernnmponan-2-un)-7H-mupporo|2,3-dmupumMuana-4-aMuHa BMeCTO 7-(TpeT-0yThil)-5-1uo-
TH-tiupposio[2,3-d[nupumMuInH-4-aMyUHA TMOJYYaJIM YKA3aHHOE B 3aT0JIOBKE COEMHEHHUE
(41%) B BUJIE KOPUUHEBATOTO TBEPAOTO BEIIECTBA.

[0509]

[Tpumep 61: Cuntes 4-amuno-N-(5-metuit- 1 H-mupazon-3-um)-7-(2,3,3-TpuMeTuiIoyTaH-2-
un)-7H-niupposo[2,3-d]nupumuina-5-kapookcamuia

B cootBeTrcTBUM ¢ nipoueaypaMu cuHTe3a craauii 1, 2 u 3 B CcbutouyHoM npumepe 7, ¢
UCMOJIb30BaHUEM 2,3,3-TpUMETUIIOYTaH-2-aMUHA BMECTO TPET-OyTUIIAMUHA TTOJTy4aIu 5-U0/1-
7-(2,3,3-TpumeTniOyTaH-2-un)-7H-mupposno[ 2,3-d mupuMuIMH-4-aMUH B BUJIE O€JTOro TBEPIOTO
BewecTa. B coorBercrBuu ¢ nipouenypoit Ipumepa 48, ¢ ucronbzoBanuem S-noa-7-(2,3,3-
TpUMETUIOyTaH-2-ui)-7H-tuppoiio[2,3-dJnupuMuanH-4-aMruHa BMeCTO 7-(TpeT-OyTui)-5-
rnon-7H-nuppono[2,3-d[nupuMuIMH-4-aMUHA TTOJIy4YaJIM YKa3aHHOE B 3ar0JIOBKE COCIMHEHUE
(60%) B BUJI€ KOPUUHEBATOTO TBEPAOTO BEIIECTBA.

[0510]

ITpumep 62: Cunres 4-amuHO-7-(2,3-qumeTniiOyTan-2-ui)-N-(5-metuit- | H-nupasosn-3-mm)
-7TH-niuppodio[2,3-d]JnupumMuanH-5-kapOokcaMuaa

B cootBeTcTBUM ¢ nipoueaypaMu cuHTe3a craguii 1, 2 u 3 B CcbutouyHOM npumepe 7, ¢
UCIOJIb30BaHUEM 2,3-TUMETUIOyTaH-2-aMUH TUIPOXIIOPUJT BMECTO TPeT-OyTHUIIaMUHA
nojrydanu 7-(2,3-auMeTunoyTan-2-ui)-5-uoa-7H-muppoio[2,3-d |mupuMuanH-4-aMUH B BUE
Oenoro TBepaoro Bemectsa. B coorBercTuu ¢ mpoueaypoi [pumepa 48, ¢ ucronp3zoBanuemM
7-(2,3-mumeTr0OyTaH-2-un)-5-uoa-7H-mupposno(2,3-dJnupumMuauH-4-aMmuHa BMeCTO 7-(TpeT-
OyTun)-5-uoa-7H-muppoio[2,3-dJnupuMuanH-4-aMrHA TIOJTy4Yalid YKa3aHHOE B 3ar0JIOBKE
coeauHenue (50%) B BUAE KOPUUHEBATOI'O TBEPIOTO BELIECTBA.
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[0511]

ITpumep 63: Cuntes 4-amuno-N-(5-6poMm- 1 H-nupazon-3-un)-7-(tpeT-0ytui)-7H-mupposio
[2,3-d]mupumMuanH-5-KapOokcamMuaa

40 mr 4-amMuHO-7-(TpeT-0yTri)-7H-tuppoino[2,3-d|nupuMuarH-5-KapOOHOBON KUCIOTHI,
MoJjydyeHHoM Ha ctaauu 5 Ccbu1ouHOTO NMpuMepa 7, cycrienaupoBaiu B 2 Mit DMF u k cmecu
nobasisiu 33 mr 3-6poM-1H-impason-5-amuna, 89 MK AUM3OMPOIMIITHIAMUHA U 78 MT
HATU, ¢ nocnenyrommm nepeMerimBaHueM IIpU KOMHATHOM TEMIIEpAType B TEYEHUE HOYM.
K peaknuoHHOM cMecr 100aBIsM 2 MJT BOJHOTO pacTBopa ruapokcuaa HaTpus (1 MOJIb/7)
Y CMECh ITepeMEIINBAIM IPU KOMHATHOM TeMIiepaType B TeueHue 1 yaca. 3aTeM peakiMOHHYIO
CMECh paCIPEACTISIIM MEXTY ITUIIALETATOM U BO10M. OpraHuuecKuil CJIoN TPOMBIBAJIM BOJIOM
Y HACBIIIEHHBIM BOJIHBIM PACTBOPOM XJIOPUIA HATPUS U CYLIWIIM HaJ CyIb(aTom HATPUSI.
ITocrne KOHUEHTPUPOBAHMSI OCTATOK OUMIIATIM XpoMaTorpadueit Ha cuimkaresne (3Tuiagerat/
MetaHol=1/0 — 10/1), Takum o6pa3om nojaydas 6,5 MT yKa3aHHOTO B 3ar0JIOBKE COSTMHEHMS
B Bujie O€JIOro TBEPJOro BEIEeCTBA.

[0512]

ITpumep 64: Cunres 4-amuHO-7-(TpeT-0yTIi)-N-(5-(MeTokcumeTun)- | H-nupaszon-3-mmn)-
TH-nuppo:no[2,3-dmupuMuanH-5-kapObokcamuia

B cooTBeTcTBUM ¢ ipoueaypoit [Ipumepa 63, ¢ ucnosibzoBaHueM S-(MeTOKcUMeTHI)-1H-
nMpas3os-3-aMuHa BMecTo 3-6pom-1H-nimpazosi-5-aMuHa nmoayyaliyd YKa3aHHOE B 3ar0JIOBKE
coenuHenue (24%) B Buze 6€10T0 TBEPJOro BEIIEeCTBA.

[0513]

[Tpumep 65: Cunres 4-amuHo-N-(5-6poM-1H-niupazo:1-3-um)-7-uzonponui-7H-nupposio
[2,3-d]mupuMuanH-5-KapOoKkcaMuIa

B cooTBeTcTBUM ¢ poueaypoit [Ipumepa 63, ¢ ucoab30BaHUEM 4-aMUHO-7-U30IIPOITUII-
7H-mmuppono[2,3-d]mupuMuInH-5-KapOOHOBOM KUCIOTHI, ITOJIyYEHHOM Ha CTaauu 3
CcblmoyHoro npumepa 6, BMecto 4-aMuHO-7-(TpeT-0yTui)-7H-nupposo|2,3-dJnupuMuaus-
5-kapOOHOBOM KUCTIOTHI IMOIYyYalI YKa3aHHOE B 3arojioBke coeauHenue (20%) B Bue
KOPUYHEBATOTO TBEPIOTO BEIIECTBA.

[0514]

[Tpumep 66: Cuntes 4-amuHo-N-(5-6pom-1H-mupazon-3-un)-7-(1-gTop-2-MeTunmnponan-
2-un)-7H-niupposo[2,3-d]nupumuana-5-kapookcamuia

B cootBeTcTBUM ¢ ipoleaypoii ctaauu 3 B CChbITIOYHOM MTpUMeEpe 6, C UCMIOJIb30BAHUEM 7-
(1-prop-2-meTrnmponaH-2-un)-5-uoa-7H-mmupporo[ 2,3-d [mupruMuinH-4-aMUHA, KCIOTIB3YEMOTO
B [Ipumepe 50, BMmecTo 7-(TpeT-0yTHin)-5-uoa-7H-mupposo[2,3-d]nupumuara-4-aMuHa
nojydanmu 4-amMmuHo-7-(1-prop-2-metunmponan-2-un)-7H-mupposio[2,3-d | mupumuamus-5-
KapOOHOBYIO KUCIOTY. B cooTBeTcTBMU € mpoueaypoi [1pumepa 63, ¢ ucroab30BaHUEM 4-
amMuHO-7-(1-pTop-2-MeTuimponan-2-un)-7H-muppono|2,3-d | mupuMuinH-5-KapOOHOBOM
KHUCIIOTBI BMECTO 4-aMUHO-7-(TpeT-0yTui)-7H-nuppoio[2,3-d]JnupuMuanH-5-kapOoHOBOM
KUCIIOTHI TTOJTy4Yalld YKa3aHHOE B 3arojioBKe coeiuHeHue (29%) B Bujie 0€10To TBEPAOTO
BEILIECTBA.

[0515]

[Tpumep 67: Cuntes 4-amuHo-N-(5-6pom- 1 H-ntupazoi1-3-ui)-7-(1-MeTUITIUKITOTTPOTINIT )-
TH-ntuppo:no[2,3-d[nmupuMuanH-5-kapObokcamuia

B cootBeTcTBUM ¢ ipoleaypoii cTaguu 3 B CChbITIOYHOM MTpUMeEpE 6, C UCMIOTb30BAHUEM S-
non-7-(1-metnmumkiionponun)-7H-mupporo[2,3-d[mupuMunns-4-aMrHa, UCIIOIB3yEMOTO B
[Tpumepe 51, BMecTo 7-(TpeT-0yTIi)-5-uoa-7H-mupporio[ 2,3-d | mupuMuIMH-4-aMUHA TTOTyYaiIn
4-amuHO-7-(1-MeTunuukionponul)-7H-nmuppoio[2,3-dJnupuMuanH-5-kapOOHOBYIO KUCIOTY.
B cooTBeTcTBUM ¢ ipouenypoi [Ipumepa 63, ¢ ucnonbzoBanrem 4-aMuHoO-7-(1-
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METHIIIUKIIONpoImi)-7H-tuppoiio[2,3-d [mupuMuauH-5-kapOOHOBOM KUCIOTHI BMECTO 4-
aMHHO-7-(TpeT-0yTun)-7H-nuppo:no[2,3-d[mupuMuanH-5-KapOOHOBOW KUCIOTHI OIYYaln
yKa3aHHOE B 3arojioBke coeauHeHue (19%) B Buae 6e1oro TBEpOTo BEIIeCTBA.

[0516]

ITpumep 68: Cuntes 4-amuno-N-(5-metusi- 1 H-upazo:-3-ui)-7-(1-MeTuimmka00y i )-7H-
muppoiio[2,3-d jmupuMuauH-5-kapookcaMuia

B cooTBercTBUMM ¢ mpoLeaypaMu cuHTe3a cTaauil 1-5 B CcbllIoUHOM IpuMepe 7, ¢
UCIOJIb30BAHUEM |-METUIIMKIOOYTaH-aMUH THIPOXJIOPUIA BMECTO TPET-OyTUIIaMUHA
MoJiy4yalu 4-aMUHO-7-(MeTWI HUKII00yTrN)-7H-ttupposo[2,3-d [ mupuMuanH-5-kapOOHOBYIO
KHUCIIOTY B BUjie 0e10T0 TBEPAOTO BellecTBa. B coorBeTcTBUM € nipouenypoit [Ipumepa 63, ¢
UCTIOJIb30BaHUEM 4-aMUHO-7-(MeTUJI IUMKII00yTHT)-7H-Ttuppoiio[2,3-d]Jmupumuaus-5S-
KapOOHOBOM KUCIIOTBI BMECTO 4-aMUHO-7-(TpeT-0yTuin)-7H-tupposo[2,3-dJnupumuaus-5S-
KapOOHOBOM KHUCIOTHI M C UCIIOJIb30BaHMeM S-MeTuil- 1 H-tupa3zon-3-amruHa BMecTo 3-6poM-
1H-mnpa3on-5-amMrHa MoJIy4yaliy yKa3aHHOE B 3arojloBKe coequHenue (15%) B Buae
KOPUYHEBATOTO TBEPJIOTO BEIIECTBA.

[0517]

ITpumep 69: Cunres 4-amMmuHo-7-1uKI100yTUI-N-(5-MeTui- 1 H-mupazon-3-um)-7H-mupposio
[2,3-d]mupuMuarH-5-KapOoKkcaMuIa

B cooTBercTBUMM ¢ mpoLeaypaMu cuHTe3a cTaauil 1-5 B CcbllI0UHOM IpuMepe 7, ¢
UCIOJIb30BAHUEM IIUKII00yTaHAMUHA BMECTO TPET-OyTUIIAMUHA TTOJTydasid 4-aMUHO-7-
MKI100yTUI-7H-tnppoiio[2,3-dJnupuMuivH-5-kapOOHOBYIO KUCIOTY. B cooTBeTCTBMMU C
npoueaypoit [pumepa 63, ¢ ucrnonb3oBaHueM 4-aMUHO-7-1MKI100yTUIT-7H-mupposo[2,3-d]
MMPUMUIMH-5-KapOOHOBOMN KUCIOTHI BMECTO 4-aMUHO-7-(TpeT-0yTui)-7H-mupposno[2,3-d]
MMMPUMUIMH-5-KapOOHOBOMN KHUCIOTHI U C UCMIOIB30BAHUEM S-MeTW- | H-tupason-3-amuHa
BMecTO 3-Opom-1H-mupa3oi-5-aMuHa mojiydyajiyd yKa3aHHOE B 3aT0JIOBKe coeuHeHue (8%)
B BUJIE KOPUYHEBATOI'O TBEPAOTO BEUIECTBA.

[0518]

ITpumep 70: Cunres 4-amuno-N-(5-metuin- 1 H-iupasoi-3-umn)-7-(Tper-nentui)-7H-nmupposio
[2,3-d]mupumuuH-5-kapOokcamua

B cooTBercTBMHM ¢ mpoueaypamMu cuHTe3a craguii 1-5 B CcbuiouHOM nipumepe 7, ¢
UCIOJIb30BAHUEM 2-METUJIOYTaH-2-aMMHA BMECTO TPET-OyTUIaMHHA TTOTyYaliv 4-aMUHO-7-
(TpeT-nienTui)-7H-uppono[2,3-dJnupumMuauH-5-kapOOHOBYIO KUCIIOTY B BUEe O€10ro
TBepIOoTO BemecTBa. B coorBeTcTBum ¢ mpoueaypou [pumepa 63, ¢ ucnonp3oBaHueMm 4-
aMuHO-7-(TpeT-nienTi)-7H-muppoio[2,3-d JnupuMuauH-5-kapOOHOBON KUCIOTHI BMECTO 4-
aMHHO-7-(TpeT-0yTuin)-7H-nupposo(2,3-d | mupuMuauH-5-kapOOHOBOM KUCIOTHI U C
UCIOJIb30BaHUEM S-MeTulI- | H-nnpazon-3-amuna BMecTo 3-0poM- 1 H-nupason-5-amuna
MOJIy4YaJIM YKa3aHHOE B 3ar0JI0OBKe coeaquHeHue (16%) B BUIE KOPUUHEBATOTO TBEPIOTO
BEILIECTBA.

[0519]

ITpumep 71: Cunres 4-amuno-7-(0unukiio[2.2.1]rentan-2-ui)-N-(5-metwi- 1 H-nupazon-3-
un)-7H-iupposo|[2,3-d]mupumuina-5-kapOokcamuia

B cooTBercTBMHM ¢ mpoueaypamMu cuHTe3a craguii 1-5 B CcbuiouHOM nipumepe 7, ¢
UCIOJIb30BaHUEM OULMKIIO[2.2.1]renTaH-2-aMiMHa BMECTO TPET-OyTUIIaMUHA TTOTy4YaIy 4-
aMUHO-7-(0nukIo[2.2.1]rentan-2-un)-7H-mupposio| 2,3-d [ mupuMuInH-5-kapOOHOBYO KUCIIOTY
B Bujie Oelloro TBEpAOro BeulecTBa. B coorBeTcTBUM € poueaypoit [Ipumepa 63, ¢
UCIOJIb30BaHUeM 4-aMUHO-7-(0unukiio[2.2.1]rentan-2-un)-7H-muppoiio[2,3-d JnupuMuuH-
5-kapOOHOBOU KUCIOTHI BMECTO 4-aMUHO-7-(TpeT-0yTi)-7H-tmupposo[2,3-dJmupumunus-5S-
KapOOHOBOM KHUCIOTHI M C UCIIOJIb30BaHUeM S-MeTuil- 1 H-ntupa3zor-3-amruHa BMecTo 3-6poM-
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1H-tpaszo-5-aMuHa Mojyyaiay yKa3aHHOE B 3ar0JIOBKE coequHeHue (8%) B BULIE
KOPUYHEBATOTO TBEPJIOTO BEIIECTBA.

[0520]

ITpumep 72: Cunre3 4-aMuHO-7-uukIoneHTUII-N-(5-metui- 1 H-nupazon-3-un)-7H-npposio
[2,3-d]mupumuuH-5-kapOokcamuaa

B cootBeTcTBUM ¢ nTpoueaypaMu cuHTe3a craauil 1-3 B CcbliouHOM npuMepe 6, ¢
WCIIOJIb30BAHUEM IIUKJIOTIEHTAHOJIA BMECTO ITPOIIaH-2-0J1a MOJIydaiu 4-aMUHO-7-UUKIIOTIEHTUIT-
7TH-tiuppo:o[2,3-d|mupuMuauH-5-KapOOHOBYIO KUCIIOTY B BUJIE OEJIOTO TBEPAOTO BEIIECTBA.
B cooTBeTrcTBuM ¢ mpoueaypo [Ipumepa 63, ¢ ucnonb3oBaHUEM 4-aMUHO-7-UUKJIOTICHTHII-
7H-iuppono[2,3-d]mupuMuinH-5-KapOOHOBOM KUCITOTHI BMECTO 4-aMUHO-7-(TPeT-0yTHII)-
7TH-niuppono[2,3-d]nupuMuInH-5-KapOOHOBOM KUCTIOTHI U C UCTIOJIb30BaHUEM S-MeTui- 1 H-
MMpa3oJi-3-aMuHa BMecTo 3-0pom-1H-niupa3os-5-aMmruHa mojydaiu yKa3aHHOE B 3ar0JIOBKE
coeauHenue (15%) B Buae 6e10ro TBEPAOro BEIIEeCTBA.

[0521]

ITpumep 73: Cuntes 4-amMuHo-7-(TpeT-0yTHi)-6-MeTHII-N-(3-MeTui- 1 H-iupa3zo-5-uim)-7H-
nuppoJio[2,3-dJnupumMuauH-5-kapobokcaMuia

B cooTBeTcTBMU ¢ ipoueaypoit [Tpumepa 48, c ucnosab3zoBanueM 7-(TpeT-0yTui)-5-uoa-6-
Metwi-7H-niuppoino[2,3-d]nupuMuivH-4-aMrUHa, OJIYy4YeHHOT0 Ha cTaguu 6 CchUIOUHOTO
npuMmepa 8, BMecto 7-(TpeT-0yTun)-5-uoa-7H-nuppoiio[2,3-dJnupuMuanH-4-aMuHa 1715
OCYIIIECTBJICHUSI PEAKIMHY MTOJTyYaIk YKa3aHHOE B 3arojIoBKe coeiuHeHue (6,7%) B Bujie 0eoro
TBEPJIOTO BEIIECTBA.

[0522]

ITpumep 74: Cunres 7-([1,1'-Ou(uukionporman) |- 1-ui)-4-amuao-N-(5-meTun- | H-tupaso-
3-un)-7H-niupposo[2,3-d]nupumMuanH-5-kapookcamMmuia

B cootBeTrcTBUM ¢ nipoueaypaMu cuHTe3a craguii 1, 2 u 3 B CcbuiouyHOM npumepe 7, ¢
WCIIOJIb30BAHUEM |-LUKJIOMPONWI HMKIOMPONIAaHAMUH THAPOXJIOPHUIA BMECTO TPET-
OyTuinamuHa noydanu 7-([ 1,1'-ou(upknonponan) |- 1-um)-5-uoa-7H-mpposno[ 2,3-d | mupuMu iuH-
4-aMUH B BUJIEe KOPUUHEBATOI' O TBEPIOTO BeliecTBa. B cooTrBercTBUM ¢ mpouenypoit [Ipumepa
48, c ucnonb3zoBanueM 7-([1,1'-ou(ipxinonponan)]-1-um)-5-uoa-7H-mmpposo[2,3-d JnupuMuavH-
4-amuHa BMecTO 7-(TpeT-0yTui)-5-uoa-7H-nupporio[2,3-dJnupuMuanH-4-aMuHa OTydain
YKa3aHHOE B 3arojioBKe coeiMHeHue (59%) B BUIe KOPUUHEBATOTO TBEPAOTO BEIIECTBA.

[0523]

[Tpumep 75: Cunres 4-amuHo-6-x510p-N-(5-MeTun- 1 H-mupaszon-3-um)-7-(1-
MeTUIIIUKIIOTporui)-7H-mupporo[2,3-d[mupuMuanH-5-kapOokcamMuaa

Cranus 1: Cunre3 meTuit 4-amMuHo-7-(1-MeTunuukaonponun)-7H-upposio[2,3-d]
MMPUMUIMH-5-KapOOKCcHiIaTa

12,1 r TpusTHIamMuHa u 2,25 T koMmiuiekca [ 1,1'-6uc(mdennndochuno)dpepporneH|naiiaaui
(IT) nuxJsTopUa-TUXJIOPMETAH 100aBIISUTU K cycrieH3uu 18,85 r 5-uoa-7-(1-MeTUITIUKIOTPOTTIT)
-TH-ttuppoJio[2,3-dJmupuMuanH-4-aMrHa, IOJIY4EHHOT'O B KAYECTBE MPOMEKYTOYHOTO
coenunenus B [Ipumepe 51, B 180 mit metanona. CMmech nepemMenmBaiy B aTMochepe OKCHIa
yriepoja B aBTokiase npu 0,5 MITa u mpu 100°C B Teuenue 1,5 yaca. [Tocne oxnaxaeHus
PACTBOPUTEINH YIAISIN U OCTaTOK pacTBopsuik B 300 Myt ximopodopma. K cmecu mobapisiian
20 r LlenuTa, ¢ mocieayommuM NepeMEIMBAHUEM ITPU KOMHATHOW TEMIIEPATYPE B TEUEHUE |
yaca. HepactBopumoe BelecTBO yaaiasiid GUiIbTpoBaHUEM U GUIBTPAT MTPOMBIBAJIM BOJIOM
Y HACBIIIIEHHBIM BOJTHBIM PACTBOPOM XJIOPHIA HATPHS, CYIITHIIA HaJT 0€3BOTHBIM CYIIb(HaTOM
MarHus ¥ GUIbTPOBAIIH, C MOCIEAYIOUMM KOHLIEHTpUpOBaHUeM. [1oyueHHbIN OCTATOK
OYMIIIAJIA KOJIOHOYHOM XpomaTtorpadueii Ha cumukarese (xjaopopopm/meranon=100/1 — 20/
1) v pacTBOpUTENb yaaasuin. [loydeHHOE TBEpA0OE BEMIECTBO CYCIIEHANPOBAIIA U TPOMBIBAIU
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3TUJIANETATOM, TAKUM 00pa3om mojydas 11,6 T yka3aHHOT'O B 3arOJIOBKE COCTMHEHMS.

[0524]

Craaus 2: CuHTe3 MeTHIT 4-aMUHO-6-XJ10p-7-(1-MeTuIIuKIIonpomui)-7H-mupporo[2,3-d]
MMPUMUJIMH-S5-KapOOKCUIIATM

1,71 r metun 4-amuHo-7-(1-mMeTunuukinonponun)-7H-muppoino[2,3-d]JnupumMuauH-5-
KapOOKCUIIATM, MOJIydeHHOT0 Ha cTaauu 1, pactBopsui B 17 it DMF u x cmecu no6aBiisiiia
1,39 r N-XJIOpCYKUMHUMUA, C ITOCTIEAYIOLIMM ITepeMernBanieM pu 50°C B TeueHue 2 4acos.
K peaknnonnomMy pactBopy mobdapnisiau 80 mi 10% BoIHOTO pacTBOpa THOCYIb(aTa HATPUS
v 120 MJ1 BOABI U CMECH MIEPEMELIMBAIIM ITPU OXJIAXKICHUU JIbIOM B TEYEHUE 3 YACOB, C
MOCJIeIYIOIIMM NIEpEMEIIMBAHUEM TP KOMHATHOM TeMIlepaType B TedeHre Houu. Ocanok
cobupanm GpUITbTPOBAHUEM U ITPOMBIBAJIA BOJIOM, TAKUM 00pa3om noy4das 1,13 r ykazaHHOTO
B 3ar0JIOBKE COECIMHEHMUS.

[0525]

Cranus 3: Cunres 4-aMmuHO-6-x510p-7-(1-MeTunukiionponui)-7H-mupposo[2,3-d]
MUPUMUINH-5-KapOOHOBON KUCTOTHI

272 mr metun 4-aMmuHO-6-x110p-7-(1-MeTnnuuknonponun)-7H-muppoito[ 2,3-d mupumMu iuH-
5-kapboxkcuiarta, oJy4eHHOT0 Ha CTaiuu 2, pacTBopsuiu B 2,7 M1 TT'®D u k cMecu 1o6aBIsIn
2,7 mn MeTaHosa v 1,45 M1 BOTHOTO pacTBOPA TMAPOKCUIA JTUTHS (4 MOJIB/IT), C HOCIEAYIOIUM
IIepeEMELIMBAHUEM ITPM KOMHATHOM TEMIIEPATYPE B TEUEHHUE HOUM. K peakiIMOHHOMY pacTBOpy
no6aBsiiiu 20 MJT BOJIbI ¥ 2N BOJIHBINM PACTBOP XJIOPUCTOBOJOPOIHON KUCIOTHI JIJIs
MTOJKUCIIEHUSI PACTBOPA C MOJIydYeHHEM ocajika. OpraHudecKkuil paCTBOPUTEIb YAAISIN U
OCTATOK NEPEMELIMBAIIM IIPU OXJIAXKICHUM JIBIOM B TeueHue 1 yaca, ¢ Mocieayomum
(buIbTpOBaHUEM, TAKUM 00pa30M Toryyasi 248 MT yKa3aHHOTO B 3ar0OJIOBKE COCUHEHMUSI.

[0526]

Cranus 4: Cunrtes 4-amuHo-6-x110p-N-(5-Metuin-1H-mupazon-3-um)-7-(1-
MeTWILMKIonponui)-7H-muppoiio[2,3-dJnupumuans-S-kapOokcamMuia

2,5 mi1 DMF no6aBisiiu k 48 Mr 4-aMuHO-6-XJ10P-7-(1-MeTUIIMKIIOMponni)-7H-tupposio
[2,3-d]mupuMUANH-5-KapOOHOBOW KUCIOTBI, IOJIyYEHHOM Ha cTaauu 3, M 3aTEM K CMECH
nobasnsiu 33 mMr 1-TuapokcubeH3Tpuazona v 38 mMr 1-(3-IMMeTUIIAMUHOTIPOTINIT)-3-
TUIKAPOOAMUMHU TUIPOXIIOPUA, C ITOCIEAYIOIIMM ITIEPEMELIMBAHUEM ITIPU KOMHATHOMN
TeMmnepartype B TeueHue 1,5 yaca. K peakumonnomy pactBopy n1o06asisui 106 Mr TpeT-0yTui
5-amuHO-3-meTui- | H-nmupason-1-kapOokcunarta, CHHTE3UpOBaHHOTO B CChUIOUHOM MpUMEpe
5, u emech oxnaxaanu go 0°C. 3atem k cMecu go6asisii 0,45 Mi1 pactBopa
rekcametwincuiiazuaa autust (1M TTI'®D), ¢ nocnenyromum nepemermanvem mpu 0°C B
teuenue 30 muHyT. K peakumonHomy pactBopy no06aBisum S Mit 1N BOJTHOTO pacTBopa
TUAPOKCHUIA HATPHUS U CMECH ITIEPEMEIIIMBAIIY ITPU KOMHATHOM TEMIIEpATYpe B TeUeHue 1 Jaca.
PeakiroHHBIN pacTBOp pacHpenesisiiii MeXAY 3TUIALETATOM U BOoW. OpraHMuecKuil ciion
IIPOMBIBAJIM BOJOW TPU pa3a U MPOMBIBAJIM HACBIIIIEHHBIM BOJAHBIM PACTBOPOM XJIOpUAA
HaTpUsl, C MOCIIeYIONIEH CyIIKOM HaJl 0€3BOIHBIM cylibaToM HaTpus. [locne punbTpoBanus
MOJIY4YE€HHBI pacTBOP KOHLUEHTPUPOBaIU. OCTATOK OUHMINAIIM KOJIOHOUHOM XpoMaTorpaduei
Ha cuukaresne (atunagerat/metanon=1/0 — 8/1), Takum o6pa3om nosyydas 15 Mr ykazaHHOTO
B 3ar0JIOBKE COECIMHEHMUS.

[0527]

ITpumep 76: Cunre3 4-amuH0-6-0pom-N-(5-meTmi- 1 H-tupaszon-3-um)-7-(1-
MeTWILMKIonponui)-7H-muppoiio[2,3-dJnupumuans-S5-kapOokcamMmuaa

Craaus 1: CuaTes MeTui1 4-aMUHO-6-6poM-7-(1-MeTunuukIonponui)-7H-upporo[2,3-d]
MMPUMUIMH-5-KapOoKcuIaTa

2,3 r meTui1 4-aMHHO-7-(1-MeTunmkionponuni)-7H-mmppono[2,3-dmupumuans-5-
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kapOoKcuiiaTa, moyrydeHHoro Ha craauu 1 Ilpumepa 75, pactBopsiiu B 47 mi xjiopodopma
U K cMecu Jo0aBisuu 3,3 T N-OpOMCYKIMHUMUA, C TTOCIEAYIOIUM MTepeMEIIMBAHUEM TPU
KOMHATHOM TEMIIEpATYPE B TeUeHUE 3 AHEH. PeakMOHHBIN paCTBOP paclpeIeisiiii MEXIY
xstopodopmoM U 10% BOIHBIM PACTBOPOM THOCYIIb(aTa HaTpust. OpraHn4ecKuit coi
MMPOMBIBAJIM BOJON U HACBIIIIEHHBIM BOJHBIM PACTBOPOM XJIOPW/IA HATPUS U CYILLIATIA HAT
6e3BoIHBIM cylibhaToM Hatpus. [loce dunbTpoBanus punbTpaT KoHIEHTpUpoBaau. K
OCTATKY J100ABJISIJIM METAHOJI M BOY C OOpa30BaHUEM CYCIIEH3MH, 3aTEM METAHOJ yIAJISUIH.
Ocratok nepemMeruBanu npu 0°C B TeueHue 1 yaca ¥ TBEpAOE BEILIECTBO COOUpPAIU
bunbTpoBaHMEM, TaKUM 00pa3zoM noirydast 2,50 T yKa3aHHOTO B 3aT0JIOBKE COEAMHEHUSI.

[0528]

Cramus 2: Cunre3 4-aMuHO-6-0poMm-7-(1-MeTummkiionponui)-7H-muppoao[2,3-d]
MMUPUMMIUH-5-KapOOHOBOM KUCITIOTHI

B cooTBeTcTBUM ¢ ipoueaypoi craauu 3 B [Ipumepe 75, ¢ ucnonbzoBanvem 1,10 r meTui
4-amMuHO0-6-6pom-7-(1-MeTunuukiionponui)-7H-mupporio[2,3-d [mupuMuanH-5-KapOoKcUiIaTa,
MOJIYYEHHOTO HA CTAJIUU 1, Oy4yaJiu yKa3aHHOE B 3ar0oJI0BKe coequHenue (97%).

[0529]

Cranus 3: Cunre3 4-amMmuHO-6-0pom-N-(5-meTuin-1H-tupaszon-3-um)-7-(1-
MeTWIIMKIIONponn)-7H-ttuppoiio[2,3-d]JmupumMuaus-S-kapOokcaMuaa

B cooTBeTcTBUM ¢ mpoueaypoii craauu 4 B [Ipumepe 75, ¢ ucnonbpzoBanuem 238 mr 4-
aMUHO-6-0poM-7-(1-MeTumukonponui)-7H-mupposo[2,3-d | mupumMuauH-5-kapOOHOBOM
KHMCIIOTBI, [IOJIy4EHHOHR Ha CTAJUHU 2, IOJIyYaJId YKa3aHHOE B 3aI0JIOBKE COeIMHEHUE (26%).

[0530]

[Tpumep 77: Cunres 4-amuHo-6-MeTOKCU-N-(5-Metuit- | H-nupazon-3-ui)-7-(1-
MeTWILMKIIonponui)-7H-imppoiio[2,3-dJnupuMuanH-5-kapOokcaMug

Cranus 1: Cunre3 4-aMuHO-6-MeTOKCH-7-(1-MeTuuKIIonponui)-7H-muppoiio[2,3-d]
MUPUMUJIUH-5-KapOOHOBOW KUCIIOTHI

560 Mr meTun 4-aMUHO-6-xJ10p-7-(1-MeTunuukonponul)-7H-upposio[2,3-d jnupuMuivH-
5-kapOokcuiaTa, noiay4yeHHoro Ha crajauu 2 [Ipumepa 75, cycnienaupoBaiv B 10 vt TT' @ u
K cycrieH3uu 100aBisiiim 121 Mr 4-nuMeTuIaMUHOTIMpUANHA U 1,52 T TU-TPeT-
OyTunaukapOoHaTta mpu nepemermmBanru. CMech nepemernuBaiy mpu S0°C B TeueHue 1 yaca.
[Tocre oxnaxxaeHus peaKUMOHHBINA PACTBOP KOHLEHTPUPOBAIU U PACHPEIAEIISIIN MEKITY
3TUJIALETATOM U BOAON. OpraHUYeCcKuil CIIoW MPOMBIBAIM BOJOW U HACHIILIEHHBIM BOJIHBIM
pacTBopoMm xjopuaa Hatpust. Jlo6aBisiim 0e3BOIHBIN CYIb(AT HATPUS U CMECh (PUITHTPOBATIH
u KoHueHTpupoBau. K ocratky no6asisiim 10 M1 MeTaHoOJIa U K cMecH 100aBIIsUIA TTPU
MepeMenIMBaHuM 1 MJI METOKCHIA HATPUS (PACTBOP B METAHOJIE TPUMEPHO 5 MOJIB/TT), C
nocneayomum nepememmanvem rpu 50°C B teuenue 1 yaca. [locne oxmaxaeHus: cMech
KOHIIEHTPUPOBAJIU U OCTATOK PACIIPEIEIISIIN MEXKIY XJIOPOPOPMOM U HACKHIIIIEHHBIM
pacTBopoM xJiopuaa aMMOoHUs. OpraHu4ecKuil CJIOM MPOMBIBAJIM BOJION U HACHIIIIEHHBIM
BOJIHBIM PAcCTBOPOM XJiopuaa HaTpus. JJoOaBisiyiu 6e3BO/IHbIN CYIb(aT HATPUS U CMECH
¢unbTpoBau U KoHneHTpupoBaau. K octatky mobdasisi 1 M1 quxjiopMeTana v 2 Mt
TPUPTOPYKCYCHOM KUCTOTHI U CMECH ITEpEMEIIIMBAIIM ITPU KOMHATHOM TeMIIepaType B TEUEHHE
1 yaca. I[Tocne KOHIEHTPUPOBAHUS OCTATOK PACIPENEIISIIA MEXTY XJI0POhOPMOM U
HACBIIIIEHHBIM BOJIHBIM PAcTBOPOM OUKapOoHaTa HaTpusi. OpraHUYECKUii CIIOM TPOMBIBAIU
BOJIO¥ U HACBIIIIEHHBIM BOJIHBIM PACTBOPOM Xjiopuaa HaTpus. JloOasisisiu 6e3B0IHbIN CyibdaT
HATPUS U CMECh QUIIBTPOBAIM U KOHIEHTpUpOBan. OcTaToOK pacTBOpsiiv B 20 MIT METAHOJIA
U K cMecu J00aBIsid 2,3 MJI BOJIHOTO pacTBOpa TUAPOKCHIA HATPUS (4 MOJIb/IT U CMECh
nepemernBasiv mpu S0°C B TeueHue 1 yaca, ¢ nocneayommm rnepemerpanueM mnpu 80°C B
teueHue 1 yaca. [Tocne oxnaxxaeHus K peaKMOHHOMY pacTBOPY 100aBisuiv 20 MJT BOABI U
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2N BOJHBIN PACTBOP XJIOPUCTOBOJOPOAHOM KUCIOTHI JIJISl IIOAKUCIICHUS pacTBOpa, C
nojyyeHueM ocagka. OpraHMyecKuil pacCTBOPUTEND YIAISIIM, 3aTEM OCTATOK MEPEMEIIUBAIIN
MIPY OXJIAXKIACHUHU JILJOM B TeueHue 1 yaca u GpuiabTpoBaliv, TAKUM 00pa3oM nosyvasi 417 mMr
YKA3aHHOI'O B 3aIrOJIOBKE COECIMHEHHSI.

[0531]

Cranus 2: Cunrtes 4-amuHO-6-MeToKCU-N-(5-metuit- 1 H-iupazo-3-um)-7-(1-
MeTWILMKIonponui)-7H-muppoiio[2,3-dJnupumuans-5-kapOokcamMuia

B cooTBeTcTBUM ¢ mpoueaypoit ctaauu 4 B [Ipumepe 75, ¢ ucnonb3zoBanvem 30 Mr 4-aMHUHO-
6-MeTokcu-7-(1-meTunukiionponui)-7H-mupposno[ 2,3-dJmupumuivH-5-kapOOHOBOM KUCTIOTHI,
MOJIyYeHHOM Ha cTaJuu 1, mojydasy yKka3aHHOE B 3aroJIoBKe coeluHeHue (36%).

[0532]

ITpumep 78: Cuntes 4-aMmuHO-6-x710p-7-(1-pTOp-2-MeTUNIIpOonan-2-ui)-N-(5-meTui-1H-
nmupa3oii-3-ui)-7H-uppoio[2,3-d jnupumMuauH-5-kapObokcaMuaa

B cooTBercTBUM ¢ mpouenypoii ctaauu 4 B [Ipumepe 75, ¢ ucnonb3zoBanrem 30 Mr 4-aMUHO-
6-x510p-7-(1-dprop-2-meTunnponan-2-ui)-7H-muppono[2,3-d | nupuMuauH-5-kapOOHOBOM
KHUCJIOTBI, KOTOpasi Obljla CHHTE3UPOBAHA C UCTIONIb30BaHUeM 7-(1-Top-2-meTunnponan-2-
un)-5-uoa-7H-muppoino(2,3-d]JmupuMuanH-4-aMyHa, MOJTYYEHHOTO B KAUECTBE
MpOMEXKYTOUHOTro coeuHeHus B [Ipumepe 50, B cCOOTBETCTBUM C mpoleaypamu craaui 1-3
B [Ipumepe 75, nmoiyyanu yKka3aHHOE B 3arojoBKe coequHeHue (16%).

[0533]

[Tpumep 79: Cunres 4-amuHO-6-(3-ruapokcu-3-meTui- 1-6yTus- 1-um)-N-(5-metmn-1H-
MUpazoi-3-ui)-7-(1-mMetunukiionponui)-7H-mupposo[ 2,3-d [ mupuMuanH-5-kapOokcamuaa
35 mr 4-amuHO0-6-0pom-N-(5-meTu- 1 H-mupa3zon-3-umi)-7-(1-MeTuammKIompornun )-7H-
nupposo|2,3-d[mupuMuanH-5-kapbokcamuaa, nojayuyeHHoro B Ilpumepe 76, pactBopsuiu B 1
M1 DME K cmecn no6asinsumm 1,7 Mr noguaa Meau, 87 MKII 2-MeTUI-3-0yTuH-1-071a, 31 MK

TpudTUIaMuHa U 10 MT TeTpakuc-TpudeHnIhochHUHTATIIAINS U IETa3UPOBAIIH, C
nocineaymomum nepemermmanveM npu 100°C B TeueHnue 2 yacoB. PeaKIMOHHBIN pacTBOP
pacrpenensiii MeXAay XJI0poGpopMoM U BogoH. OpraHUYecKuii CJI0M TPOMBIBAIA HACHIIIIEHHBIM
BOJIHBIM PACTBOPOM XJIOPHIA HATPHS, CYIIUIN Ha/l O€3BOIHBIM CYJIb(haTOM HATPUS U
(bUIBTPOBAJIH, C MOCIEAYIOMNUM KOHUEHTpUpOBaHUEeM. OCTaTOK OUYMIAIM KOJIOHOYHOM
xpoMmarorpadueii Ha cuukarene (3tunanerat/metanon=1/0 — 4/1), Takum oOpa3om mosryyas
14 Mr yKa3aHHOTO B 3ar0OJIOBKE COEIUHEHHS.

[0534]

[Tpumep 80: Cunre3 4-amuHo-N-(5-meTuiI- 1 H-iupazon-3-ui)-7-(1-MeTUIIMKITOTPOTINI)-
6-(mupuauH-3-widTuHWI)-7H-tuppono[2,3-d]nupumuiva-5-kapbokcamuia

B cootBercTBuM ¢ mpoueaypoit [Tpumepa 79, ¢ Ucriosib30BaHUEM 3-3TUHUITTMPUAUHA BMECTO
2-MeTuI-3-0yTUH-1-0J1a TI0JIyYaiu YKa3aHHOE B 3arojloBKe coeauHeHue (72%).

[0535]

[Tpumep 81: Cunre3 4-aMuHO-6-((1-TUAPOKCUIMKITOTICHTHI)ITUHUI )-N-(5-MeTui-1H-
nupazoii-3-ui)-7-(1-metunuukiionponui)-7H-mupposo[2,3-d [nupuMuann-5-kapOokcamuaa

B cooTBeTcTBUM ¢ mpoueaypo [Ipumepa 79, ¢ ucnonb3oBaHUeM | -3TUHWUINUKIIOTIEHTAH-
1-oj1a BMECTO 2-MeTUII-3-0yTHH- 1-0J1a TOJIy4aJiM yKa3aHHOE B 3arojI0BKe coeauHeHue (18%).

[0536]

ITpumep 82: Cunres 4-amuno-6-((1-metun-1H-nupazon-4-un)3tunui)-N-(5-metun-1H-
nupazosi-3-ui)-7-(1-metunukiionponui)-7H-mupposo[2,3-d [mupuMuanH-5-kapOokcamuaa

B cooTBeTcTBUM ¢ ipoueaypoit [Tpumepa 79, ¢ ucnonbzoBanvem 4-3tuHuI-1-meTri-1H-

MMpa3ojia BMECTO 2-MeTUJI-3-0yTHH- 1 -0J1a TToTydaii yKa3aHHOE B 3aT0JIOBKE COSTUHEHUE
(43%).
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[0537]

ITpumep 83: Cunres 4-amuHo-6-((1-mMetust- 1 H-umunazon-5-uin)atunun)-N-(5-metusi- 1 H-
MUpa3oI-3-ui)-7-(1-MeTummkiionponui)-7H-mupposo[ 2,3-d [ mupuMuanH-5-kapOokcamuaa

B cooTBercTBUM ¢ ipoueaypoi [Ipumepa 79, ¢ ucnonpzoBanuem S-3tuHUI-1-meTrin-1H-
MMUJ1a30J1a BMECTO 2-MeTUJI-3-0yTHH-1-0J1a MoIyJyaiu yKa3aHHOE B 3arOJIOBKE COeIMHEHUE
(57%).

[0538]

[Tpumep 84: Cunres 4-amuno-N-(5-metuii- 1 H-iupa3oi1-3-uit)-7-(1-Me TUIIIHMKIIOITPOITNIT ) -
6-(3-mopdomuno-1-nmponun-1-mm)-7H-nmupposo[2,3-d [ mupumuauH-5-kapOokcamuaa

B cooTBeTrcTBUM ¢ ipoueaypoit [Ipumepa 79, ¢ ucnonbzoBanuem 4-(2-mponuH- 1-ui)
MopdosHa BMECTO 2-MeTUI-3-0yTHH- 1 -0J1a TTOJTy4Yalid YKa3aHHOE B 3ar0JIOBKE COSMHEHME
(39%).

[0539]

[Tpumep 85: Cunres 4-amuH0-6-(3-(1-ruApoKCULIMKIO0YTHIT)- 1 -propyne)-N-(5-metus-1H-
MUpa3oI-3-ui)-7-(1-Metummkiionponui)-7H-mupposo[ 2,3-d [ mupuMuanH-5-kapOokcamuaa

B cooTBercTBuM ¢ mpouenypoi [pumepa 79, ¢ ucnonpzoBanuem 1-(2-nmponus-1-ui)
UKJI00yTaH-1-0j1a BMECTO 2-MeTUI-3-0yTUH-1-0J1a MOJIyyaliu yKa3aHHOE B 3aIr0JIOBKE
coeauHeHue (58%).

[0540]

[Tpumep 86: Cunres 4-amuno-N-(5-metuii- 1 H-iupa3oi-3-uit)-7-(1-MeTUIIHHMKIOITPOITNIT ) -
6-((terparuapo-2H-nupan-4-un)atunann)-7H-nuppono[2,3-dnmupumMuanH-5-kapOokcamMuia

B cootBetrcTBuM ¢ nipouenypoii [1pumepa 79, ¢ ucronnb3oBaHueEM 4-3TUHUIITETPATUIPO-
2H-nmupana BMecTO 2-MeTuI-3-0yTHH-1-0J1a TTOJTy4Yalid YKa3aHHOE B 3ar0JIOBKE COCTMHEHUE
(56%).

[0541]

ITpumep 87: Cunrtes 4-amuno-N-(5-metusi- | H-mupazon-3-ui)-6-((1-metmi- 1 H-nupazon-3-
W1)3TUHWT)-7-(1-MeTUIIMKIIonporui)-7H-muppoio[2,3-d JnupumMuauH-5-kapbokcaMuaa

B cooTBercTBuM ¢ mpoueaypoi [Ipumepa 79, ¢ ucnonbzoBanueM 3-3TUHWI- | -MEeTHII-
MMpa3oJia BMECTO 2-MeTUJI-3-0yTHH-1-0J1a TTOJTydaiu YKa3aHHOE B 3ar0JIOBKE COEIMHEHUE
(28%).

[0542]

ITpumep 88: Cunres 4-amuHo-6-(uMuaa30|[ 1,2-bmupuaas3un-3-uiadTuHui)-N-(5-meTui- 1 H-
nupazoi-3-ui)-7-(1-metunuukiionponui)-7H-mupposo[2,3-d [mupuMuans-5-kapOokcamuaa

B cootBercTBUM ¢ mpoueaypoi [Ipumepa 79, ¢ ucnonb3zoBanueM 1-3TuHUIMMUAA30[1,2-b]
MMPUIa3UHA BMECTO 2-MeTHII-3-0yTHH- 1-0J1a IMOJTyJav yKa3aHHOE B 3arOJIOBKE COSMHEHME
(19%).

[0543]

[Tpumep 89: Cunres 4-amuHo-6-3TOKCU-N-(5-MeTui- 1 H-ntupazon-3-um)-7-(1-
MeTHIIIUKIIOTporui)-7H-muppoio[2,3-d|mupuMuanH-5-kapOokcamMuaa

Cranus 1: Cunre3 4-aMmuHO-6-3TOKCU-7-(1-MeTwinukiionpomnui)-7H-nupposio[2,3-d]
MMUPUMMJIUH-5-KapOOHOBOM KUCIIOTHI

630 Mr MeTHIT 4-aMUHO-6-0poM-7-(1-MeTumukIonpomui)-7H-iuppoio[2,3-d JmupuMuavH-
5-kapOokcuiara, noiaydyeHHoro Ha crtaauu 1 [Ipumepa 76, cycnienaupoBaid B 10 mur TT'®.
K cmecu noGasmsu 119 Mr 4-muMeTuiiaMuHONIMpPUIMHA U 1,27 T IU-TpeT-Oy TUIIMKapOoHaTa
IIpY NIepeMEIIMBAaHUM U pacTBOp nepememmmaiy rpu 5S0°C B teuenue 1 gaca. Ilocne
OXJIQYKJIEHUS PEAKLMOHHBIN paCTBOP KOHLEHTPUPOBAIIU U PACHPEAEIISIIA MEXAY ITUIIALETATOM
Y Bojioi. OpraHUYECKUii CJI0H MPOMBIBAJIM BOAON U HACHIIIIEHHBIM BOJIHBIM PACTBOPOM
xiopuaa Hatpus. K cmecu 1o6aBiisiiin 6e3BOTHBIN CYIb(AT HATPUS U CMeCh (DUITBTPOBAJIU U
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koHneHTpupoBam. K octaTtky mobaBisiim 15 Mt aTaHOIA M TaKKe JOOABIIsIN 2,28 MIT
3TOKCUAA HATpUs (28% pacTBOP B 3TAHOJIE) IPU EPEMELIMBAHNH, C ITOCIIEAYIOIIAM
NepeMEIINBAHUEM IIPU KOMHATHOW TEMIIEPATYPE B TEUEHUE HOUU. PeaKIIMOHHBIN pacTBOp
HEUTPAIM30BAJIM ITPU MoMoIIY 2N BOJHOT'O pacTBOPA XJIOPUCTOBOLOPOAHON KUCIIOTHI U
3aTeM KOHIEHTpUpoBau. OCTaTOK pacrpeaesuii Mexay XJI0podopMoM U BOIOM.
OpraHuyeckuii c10i TPOMBIBAJIM HACBIIIEHHBIM BOJHBIM PACTBOPOM XJIOPUIA HATPUS U K
cMecu 1o0aBisi 6e3BoAHBIN cynbdat. [Tocie GunbTpoBaHUs MOTYYSHHBIN PACTBOD
koHueHTpupoBaiu. K octatky m1o6asisiiiv 3 M1 AMXJIOpMETaHa U 6 MIT TpUDTOPYKCYCHOMN
KHUCJIOTBI U CMECH IEPEMEIIMBAJIM TPY KOMHATHOM TeMnepaTtype B teueHue 1,5 yaca. [Tocre
KOHIEHTPUPOBAHUS OCTATOK PACIIPEALIISUIA MEKIY XJI0POGOPMOM U HACBIIIIEHHBIM BOJHBIM
pacTBopoM OukapbOoHaTa HaTpust. OpraHUYECKHIA CIIOM IIPOMBIBAJIA BOJIONM U HACHIIIIEHHBIM
BOJIHBIM PACTBOPOM XJIOPHJIA HATPUS U K CMECU JOOABIISUIM O€3BOAHBIN CylbpaT HATPUS, C
MOC/IeIyIOMUM (PUITBTPOBAHUEM M KOHUEHTpUpoBaHUueM. OcTaTOK pacTBOPsuUU B 20 MII
MEeTaHOoJIa U K cMecH 00aBIIsuu 3,88 MJT BOJTHOTO pacTBOpa TMAPOKCHIA HATPpUS (4 MOJIb/1T),
¢ mocneayommmM nepemenminBanreM npu 60°C B teuenue 3 yacos. [locne oxmaxaeHus k
peakuMoHHOMY pacTBOpy 100aBisiiin 50 Mt BoAbI U 2N BOJIHBIN pacTBOP
XJIOPUCTOBOJOPOAHON KUCIIOTHI TSI TOAKUCIIEHUS] PACTBOPA, C ITOJIYYEHUEM OCAJIKA.
Oprannueckuii paCTBOPUTEIb YAAISIM U OCTATOK MEPEMEIIMBAIIM IIPU OXJIAKICHUH JIbJOM
B TeueHHe | yaca, ¢ OCIeyouM (GUIBTPOBAHUEM, TAKUM 00pa3oMm moirydas 432 mr
YKa3aHHOT'O B 3arOJIOBKE COE/IMHEHMUSI.

[0544]

Craaus 2: Cunte3 4-aMuHO-6-3TOKCU-N-(5-meTuin- 1 H-tupa3zon-3-um)-7-(1-
MeTWINUKIIonponui)-7H-upporo[2,3-dJnupumuans-5-kapOokcamuaa

1,2 ms1 DMF no6asisiu k 67 Mr 4-aMUMHO-6-3TOKCH-7-(1-MeTUIIUKI0TTponvi)-7H-upposio
[2,3-d]mupuMuaInH-5-KapOOHOBOM KMCIIOTHI, ITOJIYYEHHOM Ha CTaauu 1, U 3aTeM K CMeCH
nobasinsm 41 mr 1-ruapokcuben3otrpuasona u 51 mr 1-(3-AMMETUIAMUHOIPOTINIT)-3-
STUIKAPOOAMUMUL TUJIPOXIIOPUIA, C TTOCTEAYIOIIMM ITepeMETMBAHUEM ITPU KOMHATHOMN
TeMIneparype B TeueHue 2 yacoB. K peakumoHHOMY pacTBopy 100aBisiiv 143 Mr TpeT-0yTui
5-amuHO-3-meTui- | H-nmupason-1-kapOokcunarta, CHHTE3UpOBaHHOTO B CChbUIOUHOM MPpUMEpE
5, u k cmecu gobassim 0,60 M1 pactBopa TpeT-0yTokcuaa Hatpust (2M TT' @) mpu komHaTHON
temneparype. [locne nepememmBanus B reuenre 30 MUHYT K PEAKHUOHHOMY PACTBOPY
no6assiy S mut 1N BOAHOTO pacTBOpa TMAPOKCUIA HATPUS, C TTOCIETYIOIIUM
MEepPEMEIMBAHUEM ITPU KOMHATHOW TeMIIEpaType B TeueHue 1 yaca. PeakumoHHBIN pacTBOp
pacnpeaesiiii MeK1y 3TUIALETATOM U BOJIOW M OPTaHUYECKUI CIIOM IPOMBIBAJI BOAOW TPU
pasa v IpOMBIBAJIM HACBILIEHHBIM BOJHBIM PACTBOPOM Xj1opuaa HaTpus. [locne cymku Hax
0E3BOTHBIM CYJIB(ATOM HATPHS IMOJIYYCHHBIN pacTBOP (GHUIHTPOBAIN U KOHIEHTPUPOBAIIH.
OcTaToK OuuIIaIM KOJJIOHOYHOM XpoMaTorpadueit Ha cuiikarene (3Tuianetat/meranoin=1/0
— 5/1), TakuM oOpa3oM mnostydyasi 33 M YKa3aHHOTO B 3ar0JIOBKE COEIUHEHUSI.

[0545]

ITpumep 90: Cuntes (R)-4-amuno-N-(5-metui- 1 H-nupa3zo:-3-mi)-7-(1-Me TUILMKIIOTTPOTIIIT )
-6-((TeTparuapodypaHn-2-uin)MeTokcH)-7H-mupposio[2,3-dnupumuaun-S-kapOokcamMuaa

Cranus 1: Cunte3 Metui 4-(6uc(TpeT-0yToKCUKapOOHUIT)aMUHO)-6-xJ10p-7-(1-
MeTWILMKIonponui)-7H-muppoiio[2,3-dJnupumuars-5-kapOoKkcuiaTa

351 mr meTui 4-aMUHO-6-X710p-7-(1-MeTumuukIonponun)-7H-nmupposio[ 2,3-d Jniupumu inH-
5-kapOokcuiaTa, norydyeHHoro Ha craauu 2 [Ipumepa 75, cycnenaupoaiu B 6,3 i1 TT'D u
K cMecHy 100aBIIsIM 76 MT 4-TUMeTUJIAMUHOTIMPUIMHA U 818 MT TU-TpeT-0yTHIIMKapOoHaTa
npu nepemermmBannu. Pacteop 3arem nepemervBaim npu 60°C B teuenue 1 gaca. I1ocne
OXJIAXKAEHUS PEAKLMOHHBINM pACTBOP KOHIEHTPUPOBAJIM U OCTATOK OYMINAIM KOJIOHOYHOHN
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xpomaTtorpadueii Ha cunukarese (rekcan/atunanerar=4/1 — 2/3), Takum o0pa3om rojydas
523 MI yKa3aHHOTO B 3arOJIOBKE COCIUHEHUS.

[0546]

Cramus 2: Cuntes (R)-metun 4-(6uc(TpeT-0yToKCMKapOOHMIT)aMUHO)-7-(1-
METUIILMKIIONPOIKI)-6-((TeTparuapodypaH-2-ua)MeTokcu)-7H-muppoiio[ 2,3-d JnupuMuanH-
5-kapOokcuaTa

86 MxJ1 (R)-(-)-TeTparuapodypdypritoBoro cnupra J0OABIISIIM K CYCIICH3UH 35 MT THIpUIA
Hatpus (60%) B 1 Mi1 DMF nipu 0XJ1a1€HUM JIbJIOM U CMECH TTIEPEMEIIMBAJIN ITPY KOMHATHOM
temnepatype B TeueHue 30 munyT. K atomy pactBopy nodasmsum pactBop 212 mMr meTu 4-
(6uc(TpeT-0yTOKCMKapOOHUIT)aMUHO)-6-X10P-7-(1-MeTunuukiIonpomui)-7H-mupposo[2,3-d]
MMPUMUINH-5-KapOoKcuiIaTa, oJIyuYeHHOro Ha ctaauu 1, B 1 M DMF u cmech nepemenmBaim
IIPpU KOMHATHOW TeMIiepaType B TeueHue 1,5 yaca. PeakiiMOHHBIN pacTBOP pacipeacisiiv
MEXIY XJIOpOo(OopMOM U BOJOM U OPTAHUYECKUIA CITOM MPOMBIBAIIA HACHIIIICHHBIM BOTHBIM
pacTBOpoM xjtopuaa HaTpus. K cMecu mo0aBisiin 0e3BOIHBIN Cyib(haT HATPUS U CMECh
(GWIBTPOBAIIM U 3aTEM KOHUEHTpUPOBaIU. OCTATOK OUMIIIAIN KOJIOHOYHOM XpoMaTorpaduen
Ha cuiikarese (rekcan/stunanerar=4/1 — 2/3), takum o0pazom nojiydas 141 Mr ykazaHHOTO
B 3aro0JIOBKE COEIMHEHMUS.

[0547]

Cranus 3: Cunre3 (R)-4-aMuHO-7-(1-MeTUIIUKITIONPOTINI)-6-((TeTparuapodypaH-2-ui)
MeToKcH)-7H-tuppoio[2,3-dJnupumMuauH-5-kapOoHOBOM KUCIOTHI

1,5 M xmopodopma u 2 Mt TpupTOPYKCYCHOM KUCIOTHI 100aBmsin K 141 mr (R)-metun
4-(6uc(TpeT-0yTOKCUKapOOHMIT)aMUHO)-7-(1-MEeTUIIMKITOMPOTINIT)-6-((TeTparuapodypaH-2-
wi)MeTokcu)-7H-mupposno[2,3-dmupumMuanH-5-kapOoKcunaTa, moJydeHHOTO Ha CTaIuu 2, U
CMECh ITepEMENIMBAJIA TPU KOMHATHOM TemIiepaTtype B Teuenue 1,5 gaca. [Tocne
KOHIIEHTPUPOBAHMS K OCTATKY JOOABIISIIN 2 MJT METaHOJIA U 2 MJT TeTparufapodypaHa u 3aTeM
K cMecH 100aBisiM 1,29 M1 BOJTHOTO pacTBOpa TUAPOKCUIA HATPUS (4 MOJIB/IT), C
MoCIeAyoIKM nepememBanueM npu 60°C B Teuenue 3 yacos. [locne oxnaxaeHus K
peakuuMoHHOMY pacTBOpy 100aBisiiv 10 Mt Boabl U 2N BOJIHBIN pacTBOP
XJIOPUCTOBOJOPOTHON KUCIOTHI JIJIs1 TTOJIKUCIIEHUS] PACTBOPA, C MOJYYEHHUEM OCaJIKA.
OpraHuyeckuii paCTBOPUTEND yIAISIIN, 3aTEM OCTATOK MEPEMEIINBAIIM ITPU OXJIAKACHUU
JBJIOM B TeUeHME | yaca, ¢ MOCIIeAYIOMUM (PUIbTpOBaHUEM, TAKUM 00pa3oM mosrydast 52 Mr
YKa3aHHOTO B 3arOJIOBKE COE/IMHEHMUSI.

[0548]

Cranus 4: Cunres (R)-4-amuHo-N-(5-Metuii- 1 H-mupazon-3-ui)-7-(1-Me TUIIHHUKIIOTTPOTINIT )
-6-((TeTparuapodypaHn-2-un)MeTokcH)-7H-mupposno[2,3-d | mupumuann-S-kapOokcamuia

B cooTBeTcTBUM ¢ mpoueaypoi craauu 2 B [Ipumepe 89, ¢ ucnonpzoBanuem 52 mr (R)-4-
aMUHO-7-(1-MeTUIIMKIIOPOTIHIT)-6-((TeTparuapodypaH-2-ui)MeTokcu )-7H-mupposo[2,3-d]
MUPUMMJIUH-5-KapOOHOBOM KUCIIOTHI, MOJIYYEHHOM HAa CTauu 1, MoJly4ajiu yKa3aHHOE B
3arojoBke coeauHeHue (39%).

[0549]

CpaBnHutenbHbli ipuMep 1: Cunte3 4-aMuHO- 1 -uuKiIoneHTUI-N-(4-prop- 1 H-unnazon-3-
wi)- 1 H-tupazono[3,4-dnupumuann-3-kapOokcamuia

B cootBercTBUM ¢ iponeaypoii cuatesa [1pumepa 1, ¢ ucrions3oBanuem 4-prop-1H-
WH/1a30J1-3-aMHUHA BMeCTO 5-3Tui- 1 H-ntupaszon-3-aMyHa nojgy4danu yKa3aHHOE B 3aT0JIOBKE
coerHeHue (48%) B BUAE KOPUUHEBATOTO TBEPAOrO BEIIECTBA.

[0550]

CpaBHuTtenbHbIN mpuMep 2: CuHTE3 4-aMUHO- 1 -IIMKI100yTHI-N-(4-MeTUITHa301-2-1i1)- 1 H-
nupaszoio| 3,4-dJnupumuauH-3-kapbokcaMuaa
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B cootBeTrcTBUM ¢ nipoueaypamu cuHTe3a craauii 1 u 2 B CcbuiouHoM npumepe 1, ¢
UCIOJIb30BAHUEM OPOMIMKIOOYyTaHA BMECTO MOIUMKIIONEHTAHA MOTy4an 4-aMUHO- 1 -
MK100yTUII- 1 H-rimpazonol 3,4-d JnupuMuanH-3-kapOOHOBYIO KUCIOTY B BUE KOPUUHEBATOI'O
TBEPAOTIO BellecTBa. B coorBercTBUM ¢ Tpouenypoit cunresa [pumepa 1, ¢ ucnonbzoBanuem
4-amuHo- 1 -umki00yTri- 1 H-nupa3zono|3,4-dJnupuMuauH-3-KkapOoHOBOM KUCITOTHI BMECTO 4-
aMuHO- 1 -1KIoneHTuI- 1 H-mupasonol 3,4-d | mupuMuuH-3-kapOOHOBOM KUCIOTHI U C
VCIIOJIB30BaHUEM 4-METUIITUA30JI-2-aMUHA BMECTO S-3TUiI-1 H-nupazon-3-amMuHa mosyvainu
YKa3aHHOE B 3aroJIOBKE coeMHeHME (83%) B BUIEe KOPUUHEBATOT'O TBEPAOTO BELIECTBA.

[0551]

CpasuurenbHbid puMep 3: CuHTe3 4-aMUHO- 1 -IMKI100y THIT-N-(4-MeTui1- 1 H-umuazon-
2-un)-1H-ttupazomno|3,4-d JnupumuauH-3-kapookcamMmuaa

B cooTBercTBUMM ¢ mpoueaypamMu cuHTe3a ctaauil 1 u 2 B CcbuiouHoM npumepe 1, ¢
UCIOJIb30BAHUEM OPOMIMKIIOOyTaHA BMECTO MOIMKIIONEHTAHA MTOTydaiu 4-aMUHO- 1 -
uKI100yTHII- 1 H-nupasono|2,3-dJnmpumMuans-3-kapOOHOBYIO KUCIIOTY B BUJI€ KOPUUHEBATOTO
TBEPAOTrO BelecTBa. B cooTBeTcTBUM C ITpouenypoii cunTesa [Ipumepa 1, ¢ ucnonb3zoBaHrueM
4-amuHO- 1 -umki100yTHI- 1 H-nupaszono|3,4-dJnupuMuauH-3-KkapOOHOBOM KUCIOTHI BMECTO 4-
aMUHO- | -1iuKIIoneHTun- 1 H-mupasorol3,4-d [mupuMuanH-3-kapOOHOBOM KUCIOTHI U C
WCIIOJIb30BaHuEM 4-MeTWI- 1 H-uMmnaszon-2-ammuaa BMecto S-3tuii- 1 H-mpasosn-3-amuna
IIOJIy4alld YKa3aHHOE B 3aroJI0BKe coequHeHME (58%) B BUAE KOPUUHEBATOI'O TBEPAOTO
BEILIECTBA.

[0552]

CpasuurenbHbid puMep 4: Cuntes 1-(Tpet-0yTui)-3-(n-Tomau)mupasosno|3,4-d]
MUPUMUIMH-4-aMUHA

B cooTtBeTcTBMM € ITpoueaypoil cuHTe3a, onucaHHoi B Tetrahedron Letters, 52(44), 5761-
5763; 2011, nmonyyanu ykazaHHoe B 3arojioBke coeauHeHue (30%) B Bujae 0€10ro TBEp10TO
BEILIECTBA.

[0553]

Tab6muiet 1-14 moka3sIBatOT (hOPMYITHI ¥ (PU3UUECKHE CBOMCTBA COSTMHEHUH, TIOJTyYeHHBIX
B [Ipumepax u CpaBHUTEIBHBIX TPUMEPAX.

[0554]

Tabmuna 1
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‘ Coep. s
—— dopmyna Pursnyeckne CBOMCTBa
7 "NH mo z [M+H] + 342. 1
o =N 1H-NMR (400 MHz, DMSO-d6) Sppm 1.20 (t, J = 7.6Hz, 3H), 1.67-
5 ] NH2 Y—nH 1.70 (m, 2H), 1.92-1.95 (m, 2H), 2.08-2.12 (m, 4H), 2.60 (q.
NS A = 7.6Hz, 2H), 5.22-6.25 (m. 1H). 6.42 (s. 1H), 8.23 (brs, 1H),
|N/ o 8.24 (s, 1H), 8.31 (brs, TH), 10.37 (s, 1H, 12.31(s, 1H .
g
P m/ z [M+H] + 379. 1
0 5 Sat TH-NMR (400 MHz, DMSO-d6) Gppm 1.68-1.71 (m 2H), 1.90-2.00
2 NH Ny (m, 2H), 2.09-2.12 (m, 4H), 5.21-5.28 (m, 1H), 6.63 (s, 1H),
A 6.88 (m. 1H), 6.91 (brs, 1H), 7.79 (s, 1H). 8. 11 (brs. 1H),
W 8.25 (s, TH), 8.48 (brs, 1H), 10.70 (s. TH). 13.16 (s. 1H).
e
O
//
m.z [M+H] + 379. 3
15 7 NH TH-NMR (400 MHz. DMSO-d6) &ppm 1.68-1.71 (m, 2H), 1.93-1.97
. Ny X (m, 2H), 2.09-2.14 (m, 4H), 5.23-5.26 (m, 1H), 6.91-6.93 (m,
2H), 7.77 (s, 1H), 8.11 (brs, 1H), 8.17 (s, 1H), 8.25 (s, 1H),
NN 8.52 (ors, 1H), 10.61 (s. 1H). 12.90 (s, 1H).
s
S
.
20 A NH m/z [M+H] + 395 2
o =N TH-NMR (400 MHz. DMSO-d6) Sppm 1.69 (m, 2H). 1.90-2.00 (m,
4 NH2 H—NH 2H), 2.11-2.13 (m, 4H), 5.21-5.29 (m. 1H), 6.85-6.87 (m. 1H),
N7 7.14 (m, 1H),7.50 (brs, 1H), 7.60 (brs, 1H, 8.12 (brs, 1H),
L o 8.25 (s, 1H), 8.47 (brs, 1H), 10.69 (s, TH). 13.15 (s. 1H).
25 mSz [M+H] + 389. 1
P TH-NMR (400 MHz, DMSO-d6) Sppm 1.68-1.71 (m, 2H), 1.94-1.99
o =N (m, 2H), 2.10-2.13 (m, 4H), 5.23-5.27 (m, 1H), 7.07 (s, 1H),
5 NHz N 7.34-7.38 (m 1H). 7.44~7.48 (m, 2H). 7.78-7.80 (m. 2H). 8.12
N7 (brs, 1H), 8.25 (s, 1H), 8.52 (brs, 1H), 10.63 (s, 1H), 13.12
L A (s, TH).
30
ZNH mz [M+H] + 381. 2
o =N TH-NMR (400 MHz, DMSO-d6) Sppm 1.55-1.72 (m, 8H), 1.91-2.03
5 NHz (m, 4H), 2.07-2.12 (m. 4H),3.00-3.04 (m, 1H), 5.21-5.25 (m,
NS 1, 6.41 (s, 1H), 8.08 (brs, 1H), 823 (s, 1H). 8.50 (brs, 1H),
N~ 10.38 (s, 1H), 12.32 (s, 1H).
35
¢ NH m/z [M+H] + 353. 3
XL NH’N TH-NMR (400 MHz, DMSO-d6) Sppm 0.69-0.72 (m, 2H), 0.91-0.93
7 (m, 2H), 1.65-1.70 (m, 2H), 1.88-1.96 (m, 3H), 2.07-2.12 (m,
NTSIY 4H), 5.21-5.23 (m, TH), 6.28 (s, 1H). 8.08 (brs, 1H). 8.23 (s,
NZN 1H). 8.48 (brs, TH), 10.36 (s, 1H). 12.33(s, 1H).
) &

ITpumeuanue: B Tabmunax u pucynkax "Comp." o3Havaet coequHeHus U "Ex." o3HauaeT
ITpumepsr.

[0555]
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‘ Coep. .
Mpumepa dopmyna dusmnyeckme cBoNCTBAa
A m 7z [M+H] + 355. 4
o S TH-NMR (400 MHz, DMSO-d6) &ppm 0.91 (t, J = 7.2 Hz, 3H)

o TN 1.57-1.64 (m, 2H), 1.66-1.88 (m, 2H), 1.91-1.98 (m, 2H), 2.07-
N A 2.12 (m, 4H), 2.56 (t, J = 7.6Hz, 2H), 5.21-5.25 (n, 1H), 6.41
DR (s, 1H), 8.08 (brs, 1H), 8.24 (s, 1H), 8.50 (brs, 1H), 10.38
N é] (s, TH), 12.31(s, 1H)

N
O \N mSz [M+H] + 341. 3
NH; NNy O TH-NMR (400 MHz, DMSO-d6) Spom 1.64-1.71 (m, 2H), 1.89-1.98

N n, 2H), 2.06-2.09 (n, 4H), 2.13 (s, 3H), 3.60 (s, 3H), 5. 04~

i N 526 (m 1H), 6.03 (s, 1H), 8.09 (brs, 1H), 8.24 (s, 1H), 8.36
N g] (brs, 1H), 10.49 (s, 1H).

EEW* m/z [M+H] + 355. 2
NHy N N TH-NMR (400 MHz, DMSO-d6) &ppm 1.23 (d, J = 6.8Hz, 6H), 1.65-

10 1.70 (m 2H), 1.90-1.97 (m 2H), 2.08-2.12 (m, 4H), 2.92-
NN 2.95(m, 1H), 5.21-5.25 (. 1H), 6.42 (s, 1H), 8.08 (brs, 1H)
LAy 8.24 (s, 1H), 8.50 (brs, 1H),10.37 (s, 1H), 12.31(s, 1H)

4 [\!H
o =N m/z [M+H] +313. 3
NHz N—nH TH-NMR (400 MHz, DMSO-d6) &ppm 1.84~1.92 (m, 2H), 2.24 (s
LENNEN 3H), 2.40-2.41 (n, 2H),2.74~2.84 (m, 2H), 5.30-5.36 (m, 1H)
| N 6.40 (s, 1H), 8.10(brs, 1H), 8.23 (s, 1H),8.49 (brs, 1H), 10.51
N E) (brs, 1H), 12.29 (brs, 1H).
o K%NH
NH == msz [M+H] + 327, 2
N TH-NMR (400 MHz, DMSO-d6) &ppm 0.32-0.35 (m, 2H), 0.76-0.78

12 [Ny H (n, 2H), 1.22 (s, 3H), 2.23 (s, 3H), 4.25 (s, 2H), 6.40 (s

I LN TH), 8.13 (brs, 1H), 8.26 (s, TH), 8.52 (brs, 1H), 10.24 (s
NT TN ), 12.28 (s, TH).

o X%NH
NH; =N m/z [M+H] + 341. 1

3 N b TH-NMR (400 MHz, DMSO-d6) &ppm 2.23 (s, 3H), 5.29-5.36 (m

N N 2H), 6.38 (s, 1H), 8.33(brs, 2H), 8.52 (brs, 1H), 10.32 (s
NN H), 12.29 (s, 1H).
F
L\ép
F
o il INH
Mz Ay N m/z [M+H] + 355. 1
o NS TH-NMR (400 MHz, DMSO-d6) Sppm 2.23 (s, 3H), 3.05-3.16 (m
L. MN 2H), 4.61 (t, J = 6.8Hz, 2H) 6.40 (s, 1H), 8.18(brs, 1H), 8.28
N \\)%\ (s, 1H), 8.47 (brs, 1H), 10.52 (s, 1H), 12.28 (s, 1)
F'E i
[0556]
Tabmuna 3
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‘ Coeg. o
MiikEpa dopmyna dursnyeckme cBONCTBA
O m z [M+H] + 315. 3
NH; TH-NMR (400 MHz, DMSO-d6) Sppm 0.68 (t, J = 7.4 Hz, 3H),1.50
15 N H (d, J =6.4Hz, 3H), 1.81-2.06 (m, 2H), 2.23 (s, 3H), 4.81-4.86
“{ N (n, 1H), 6.40 (s, 1H), 8.09 (brs, 1H), 8.23 (s, 1H), 8.49 (brs,
At TH), 10.30 (s, 1H), 12.28 (s, 1H).
N ;\/
7/
Q = m/ z [M+H] + 327. 2
NHz N—nH TH-NMR (400 MHz, DMSO-d6) Sppm 1.79-1.87 (m, 4H), 1.92-1.98
16| A (m, 2H), 2.23 (s, 3H), 2.88-2.95 (m, 1H), 4.40 (d, J = 7.2MHz,
| N 2H), 6.37 (s, TH), 8.12 (brs, 1H), 8.25 (s, TH), 8.49 (brs,
NZ N TH), 10.24 (s, 1H), 12.26(s. 1H).
Br
%
o =N m/ z [M+H] + 392. 9
NH: N\ TH-NMR (400 MHz, DMSO-d6) Sppm 1.79-1.87 (m, 4H), 1.92-1.98
17 (m, 2H), 2.89-2.93 (m, 1H), 4.43 (d, J=6.8Hz, 2H), 6.36 (s,
NI TH), 8.22 (brs, 1H), 8.28 (s, TH), 8.38 (brs, 1H), 11.45 (s,
'N/ i 1), 12.81 (s, 1H).
7
fe) ¢ m/z [M+H] + 313.7
NHz NnNH TH-NMR (400 MHz, DMSO-d6) Sppm 0.43-0.52 (n, 4H), 1.34-1.39
18 AN (m, THY, 2.23 (s, 3H), 4.24 (d, J = 6.8Hz, 2H), 6.38 (s, 1H),
, N 8.13 (brs, 1H), 8.25 (s, 1H), 8.50 (brs, 1H), 10.28 (s, 1H),
NZ N 12.26 (s, 1H).
< "N
0o ¢n§ m/z [M+H] + 341 1
NHz  N—nH TH-NMR (400 MHz, DMSO-d6) &ppm 1.22-1.60 (m 8H), 2.22 (s,
19 [y N 3H), 2.53-2.59 (n, 1H), 4.27-4.30 (m 2H), 6.37 (s, 1H), 8.12
I LN (brs, 1H), 8.25 (s, 1H), 8.50 (brs, 1H), 10.27 (s, 1H), 12.25
N~ N (s, 1H).
o} m/z [M+H] + 407. 7
NHz N—nH TH-NMR (400 MHz, DMSO-d6) &ppm 1.21-1.61 (n, 8H), 2.53-2.58
20
NS (m, THY, 4.31-4.33 (m, 2H), 6.36 (s, 1H), 8.21 (brs, 1H), 8.27
LN (s, 1H), 8.39 (brs, 1H), 11.46 (s, 1H), 12.81 (s, 1H).
N N
CF3
7/ NH
0 =N m/z [M+H] + 356. 3
» NH2  N—nNH TH-NMR (400 MHz, DMSO-d6) Sppm 1.55 (d, J = 6.8Hz, 6H), 5.09-
NN 513 (m 1H), 6.67 (s, TH), 8.20 (brs, 1H), 8.27 (s, 1H), 8.36
, N (brs, 1H), 11.39 (s, 1H). 13.40 (s. 1H).
N7 l\}\
[0557]
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‘ Coep. o
Mipiispa dopmyna Pun3nyeckmne CBOMCTBA
Br
Z NH
o) =N m/z [M+H] + 366.9
5 NHz \—NH TH-NMR (400 MHz, DNMSO-d6) Sppm 1.54 (d, J = 6.8Hz, 6H), 5.07-
NN 512 (m 1H), 6.38 (d, /= 1.6Hz, 1H), 8.18 (brs, 1H), 8.26 (s,
, N 1H), 8.37 (brs, H), 11.26 (s, 1H), 12.85 (s, 1H).
i ;\
o [ MH m-z [M+H] + 355. 4
NH W N TH-NWR (400 MHz, DMSO-d6) Sppm 0.52 (d, J = 6.4Hz, 3H), 1.15-
iz NN H 1.47 (n, 4H), 1.70-1.73 (m_ 1H), 1.82-1.84 (m, 3H), 1.20-2.08
L N (m, 1H), 2.23 (s, 3H), 4.31-4.37 (m, 1H), 6.39 (s, 1H), 8.11
NN (brs, 1H), 8.23 (s, 1H), 8.50 (brs, 1H), 10.34 (s, 1H), 12.27
O (s, 1H).
o EL,NH
NH5 N‘N m~sz [M+H] + 369. 3
A H TH-NMR (400 MHz, DMSO-d6) Sppm 0.97 (s, 3H), 1.06 (s, 3H),
24 [ N 1.39-1.52 (m, 4H), 1.72-1.75 (m, 2H), 2.18-2.27 (m, 2H), 2.23
NN (s, 3H), 4.58-4.64 (m, 1H), 6.40 (s, 1H), 8.08 (brs, 1H), 8.23
Q (s, ), 8.52 (brs, 1H), 10.46 (s, 1H), 12.28 (s, 1H).
Br
o) il NH
NH, =N m/z [M+H] + 435. 1
A TH-NWR (400 MHz, DMSO-d6) &ppm 0.97 (s, 3H), 1.05 (s, 3H),
25 N N 1.40-1.53 (m, 4H), 1.76-1.79 (m, 2H), 2.19-2.28 (m 2H), 4.62-
NZ N 4.63 (m 1H), 6.38 (s, 1H), 8.18 (brs, TH), 8.25 (s, 1H), 8.36
Q (brs, 1H), 11.21 (s, 1H), 12.89 (s, 1H).
o € NH
NH, =N m./z [M+H] + 341. 83
Q N TH-NWR (400 MHz, DMSO-d6) Sppm 1.26 (s, 6H), 2.21-2.26 (m,
26 N Y 2H), 2.24 (s, 3H), 2.57-2.62 (m 2H), 5.32-5.36 (m 1H), 6. 41
NZ N (s, 1H), 8.09 (brs, 1H), 8.22 (s, TH), 8.51 (brs, 1H), 10.56
? (s, ), 12.29 (s, 1H).
—
NH Q NN:NH m~z [M+H] + 353. 4
2 N 1H-NMR (400 MHz, DMSO-d6) Sppm 1.01-1.69 (n, 7H), 2.01 (m,
27 N H 1), 2.24 (s, 3H), 2.35 (m 1H), 2.67 (brs, 1H), 5.08-5 10 (m,
, N 1H), 6.40 (s, 1H), 8.08 (brs, 1H), 8.24 (s, 1H), 8.56 (brs,
N7 N 1H), 10.47 (s, 1H), 12.29 (s, 1H).
Xy
Br
=
o | M m/z [M+H]l + 417. 3
NH; oN 1H-NMR (400 MHz, DMSO-d6) &ppm 0.94-1.67 (m, TH), 2.06 (m,
28 N H ), 2.37 @ 1H), 2.72 (brs, 1H), 5.80-5.12 (m 1H), 6.40 (s,
N AN 1H), 8.18 (brs, 1H). 8.26 (s. 1H) 8.36 (brs, 1H), 11.01(s,
LAy 1), 12.95 (s, 1H).
H)Q7
[0558]
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o E\NH
NH, ==\ msz [M+H] + 393. 2
N 1H-NMR (400 MHz, DMSO-d6) &ppm 1.57-1.60 Gm, 2H), 1.77 (brs,
29 NN 2H), 1.91-1.98 (n 6H), 2.24 (s, 3H), 2.33-2.36 (m, 2H), 2 60
L N (brs, 2H), 4.87 (s, 1H), 6.41 (s, 1H), 8.09 (brs, 1H), 8.22 (s,
N 1), 8.54 (brs, 1H), 10.23 (s, TH), 12.29 (s, 1H).
o ENH m/z [M+H] + 395, 4
NH Y =N TH-NMR (400 MHz, DMSO-d6) &ppm 0.449 (d, J = 7.6Hz, 3H), 1.24
s H (s, 3H), 1.30 (s, 3H),1.54 (d J = 7.6Hz, 1H), 1.94-1.98 (m,
30 || N 1H), 2.04-2.06 (m, 1H), 2.24 (s, 3H), 2.27-2.35 (m, 2H), 2.82-
NN 2.84 (m, 1H), 3.10-3.14 (m 1H),5.62-5.75 (m, 1H), 6.41 (s,
Wi 1H), 8.25 (brs, 1H), 8.26 (s, 1H), 8.50 (brs, 1H), 10.29 (s,
@ H), 11.83 (s, 1H).
o ﬁNH
NH \Nl m/ z [M+H] + 817. 1
N 1H-NMR (400 MHz, DMSO-d6) Sppm 2.24 (s, 3H), 5.59 (brs, 1H),
31N H 5.61 (s, 1H), 5.72 (s, 1H), 6.42 (brs, 1H), 6.45 (brs, 1H),
o N 8.29(m, 1H), 8.34 (s, 1H), 8.68 (brs, 1H), 10.81 (s, 1H), 12.31
N }\\ (s, 1H).
F
Br
z I’\IH
NHp N m/z [M+H] + 407. 0
5 1H-NMR (400 MHz, DMSO-d6) &ppm 1.23-2.10 (m 10H), 4. 69-4.71
Ny (m 1H), 6.38 (s, 1H), 8.19(brs, 1H), 8.26 (s, 1H), 8.36 (brs,
NN ), 11.25 (s, 1H), 12.84(s, 1H).
EF
o [ N m/z [M+H] + 377. 8
NHp /=N 1H-NMR (400 MHz, DMSO-d6) Sppm 1.30-1.72(m 1H), 1.42-1.51
33 N H (m 2H), 1.70-1.73 (m, 1H), 1.86-2.07 (m 6H), 4.69-4.72 (m,
LN 1H), 6.52 (s, TH), 7.05-7.08 (m, 1H), 8.12(brs, 1H), 8.24 (s,
N N? 1Hy, 8.40 (brs, 1H), 11.28 (s, 1H), 13.02 (s, 1H).
=i
N\ -NH
o m/z [M+H] + 315, 1
2 | NH2 )-NH 1H-NMR (400 MHz, DMSO-d6) Sppm 1.76 (s, OH), 2.24 (s, 3H),
N 6.40 (s, 1H), 8.02 (brs, TH), 8.23 (s, 1H), 8.57 (brs, 1H),
[N 10.25 (s, 1H), 12.26 (s, 1H) .
H Br
o
o m/z [M+H] + 380. 9
g | THa bl 1H-NMR (400 MHz, DMSO-d6) oppm 1.77 (s, OH), 6.39 (s, 1H),
NP 8.15 (brs, 1H), 8.25 (m 1H), 8.35 (brs, 1H), 11.00 (brs, 1H),
N 12.89 (brs, 1H).
[0559]
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Mipiispa dopmyna Pun3nyeckmne CBOMCTBA
F
H F
1N F
M‘ m/ 2z [M+H] + 369. 4
- NH,ON-NH TH-NMR (400 MHz, DMSO-d6) Sppm 1.79 (s, OH) , 6.68 (brs, 1H
, 8.12 (brs, tH) , 8.26 (s, TH) , 8.36 (brs, 1H), 11.13 (s,
NI\/ I N 1Hy, 13.44 (s, 1H).
\N S’v
N
1o
N | m/z [M+H] + 367. 1
o TH-NMR (400 MHz, DMSO-d6) Sppm 1.78 (s, OH), 6.61-6.64 (m,
37 NHz “\—NH 1H), 6.87-6.88 (m, 1H), 6.89-6.92 (m, 1tH), 7.79 (s, 1H), 8.06
NP5 (brs, TH), 8.24 (s, 1H), 8.55 (brs, 1H), 10.60 (s, tH), 13.15
I | N,N (s, 1H).
N )v
WA
’N
N |
m/z [M+H] + 326. 2
a8 NH, O\ NH IH-NMR (400 MHz, DMSO-d6) Sppm 1.75 (s, OH), 6.91 (brs, 1H),
A 8.15 (brs, 1H), 8.29 (s, 1H), 8.36 (brs, 1H), 11.19 (brs, 1),
N W 13.85 (brs, 1H).
,N\
HN m./z [M+H] + 329. 3
0 TH-NMR (400 MHz, DMSO-d6) Sppm 1.19 (t. J = 7.8 Hz, 31, 1.74
39 NHz "y—~NH (s, OH), 2.59 (g, J = 7.8 Hz, 2H), 6.39 (s, W), 7.98 (brs,
N, TH), 8.23 (s, ), 8.64 (brs, 1H), 10.30 (brs, TH), 12.27 (brs,
- / 1H).
N ;V
4N\
HN
= m/z [M+H] + 343. 3
- NH, O -NH TH-NMR (400 MHz, DMSO-d6) Sppm 1.21 (d, J = 7.0 Hz, 6H), 1.75
J (s, OH), 2.84-2.97 (m 1H), 6.39 (s, IH), 8.06 (brs, 1H), 8.23
N [ N (s, ), 8.62 (brs, 1H), 10.29 (brs, 1H), 12.31 (brs, 1H).
»N\
RN m/z [M+H] + 341. 2
o TH-NMR (400 WHz, DMSO-d6) Sppm 0.67-0.72 (m, 2H), 0.89-0.98
4 NHz "y—NH (n, 2H), 1.76 (s, OH),1.84-1.91 (m 1H), 6.26 (s, 1H), 8.05
NP S (brs, 1H), 8.22 (s, 1H), 8.59 (brs, H) , 10.28 (brs, 1H),
o ¥ 12.34 (brs, 1H).
N )F
,N\
AN m/z [M+H] + 855. 1
o TH-NMR (400 MHz, DMSO-d6) Sppm 1.74 (s, OH), 1.77-1.98 (m,
42 NHy "N\—NH 2Hy, 2.08-2.17 (m 2H), 2.21-2.32 (m 2H), 3.44-3.52 (m. 1H),
NP A 6.45 (s, 1H), 8.06 (br s, TH), 8.22 (s, IH), 8.61 (br s, 1H),
N 10.30 (br s, 1H), 12.31 (br s, TH).
N )r
[0560]
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Mipiispa dopmyna Pun3nyeckmne CBOMCTBA
i
N NH
NH, Oy -NH m/z [M+H] + 877. 0
3 N TH-NMR (400 MHz. DMSO-d6) Sppm 1.97-2.34 (m 11H), 4.91-5.00
g i (m, 1), 6.37 (s, 1H), 8.09 (brs, TH), 8.23 (s, 1H), 8.49 (brs,
N 1), 10.50 (brs, 1H), 12.25 (brs, 1H).
g F
Br
=N
N\ NH
NH, S -NH m/z [M+H] + 442 9
4 ASA TH-NMR (400 MHz, DMSO-d6) Sppm 2.01-2.30 (m, 8H), 4.96-4.99
LN (m, tH), 6.36 (s, TH), 8.07-8.22 (brm, 1 H), 8.24-8.26 (m,
N N? 1H), 8.34-8.37 (brm, 1H), 11.24 (s. 1H), 12.84 (s, 1H).
NH, m/ 2z [M+H] + 300. 2
i TH-NMR (400 MHz, DMSO-d6) Sppm 1.43 (d, / = 6.4 Hz, 6H),
N 2.21 (s, 3H), 4.89-4.92 (n, 1H), 6.36 (s, TH), 8.09 (s, 1H),
L, 8.52(s, 1H), 10.52 (s, 1H).
N
NH. m z [M+H] + 318. 1
18 N TH-NMR (400 MHz, DMSO-d6) Sppm 1.49 (d, J = 6.8Hz, 3H), 2.21
’\f (s, 3H), 4.62-4.77 (m, 2H), 5.06-5.15 (m 1H), 6.37 (s, 1H),
NT 8.10 (brs, 1H), 8.52 (s, 1H), 10.57 (s, 1H), 12.11 (s, 1H).
NH, m~-z [M+H] + 368. 3
RPN [H-NMR (400 MHz, DMSO-d6) Sppm 0.96 (s, 3H), 1.04 (s, 3H),
47 ) 1.39~1.53 (m, 4H), 1.76-1.90 (m, 4H), 2.21 (s, 3H), 4. 48-4.49
N (m, 1H), 6.38 (s, 1H), 8.09 (s, 1H), 8.60 (s, 1H), 10.45 (s,
H, 12.12 (s, 1H.
msz [M+H] + 314, 1
18 NH, TH-NMR (400 MHz, DMSO-d6) Sppm 1.70 (s, 9H), 2.19 (s, 3H),
N7 6.35 (d, J/=1.5Hz, 1H), 8.07 (s, 1H), 8.47 (s, 1H), 10.59 (s,
| 1H), 12.07 (s, 1H).
N
m/z [M+H] + 366. 2
1 NH, TH-NMR (400 MHz, DMSO-d6) Sppm 1.72 (s, 9H), 6.61 (s, 1H),
N 6.85-6.89 (m, 2H), 7.76 (s, 1H), 8.11 (s, 1H), 8.53 (s, 1H),
MO 10.85 (s, 1H), 12.99 (s, 1H).
[0561]
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=
0 ﬁNH
NHz =N m/ 2z [M+H] + 332. 2
50 “ i TH-NMR (400 MHz, DMSO-d6) Sppm 1.71 (s, 6H), 2.21(s. 3H),
NI A\ 4.93(s, TH), 5.05 (s, 1H), 6.37 (s, 1H), 8.09 (s, 1H), 8.49 (s,
NZ N H), 10.64 (s, H), 12.10 (s, TH).
A,
e
o) ‘NH
NH, =N m z [M+H] + 312. 2
51 N TH-NMR (400 MHz, DMSO-d6) Sppm 0.87 (m, 2H), 1.13 (m, 2H),
NS P 1.54 (s, 3H), 2.21 (s, 3H), 6.36 (s, 1H), 8.11 (s, 1H), 8.37
L G 1H, 10.50 (s. 1H. 1208 (5. 1.
e
=
o lNH
NH; NN m 2z [M+H] + 340. 4
H IH-NMR (400 MHz, DMSO-d6) Sppm 0.49-0.56 (m 4H), 1.62 (s,

52 N7 TSR
=

6H), 1.81 (m, 1H), 2.23 (s, 3H), 6.39 (s, 1H), 8.09 (s, 1H),
8.66 (s, tH), 10.65 (s, TH), 12.10 (s, 1H).

53 N7 SN
T

m,”z [M+H] + 344. 2
1H-NMR (400 MHz, DMSO-d6) Sppm 1.67 (s, 6H), 2. 67(s, 3H),
3.12 (s, 3H), 3.91 (s, 2H), 6.36 (s, 1H), 8.07 (s, 1H), 8.42

N ;T (s, 1H), 10.63 (s, 1H), 12.10 (s, 1H).
bl 0
o [ e
NH» =N m./z [M+H] + 330. 1
- N TH-NMR (400 MHz, DMSO-d6) Sppm 1.28 (brs, 4H), 2.21 (s, 3H),

NS 4.57 (s, H), 4.69 (s, TH), 6.34 (s, 1H), 8.12 (s, 1H), 8.40
L. (s, ). 10.58 (s, TH), 12,11 (s, 1H).

N

SIS S

m. z [M+H] + 348. 1

TH-NMR (400 MHz, DMSO-d6) Jppm 1.40-1.45 (m, 4H), 2.03(s, 3H),
5.14 (s, 1H), 6.36 (s, 1H), 8.12 (s, 1H), 8.41 (s, 1H), 10.63
(s, 1H), 12.13 (s, 1H).

N/ N F
<}\LF
JNH
=N
NH, msz [M+H] + 382, 1
- NH TH-NMR (400 MHz, DMSO-d6) Sppm 2.17 (s, 6H), 2.22 (s, 3H),
NS 6.38 (s, 1H), 6.90-6.91 (m, 2H), 7.32-7.33 (m, 1H), 7.96 (s,
NN 1H), 8.59 (s, 1H), 10.70 (s, 1H), 12.12 (s, 1H).
s
W,
[0562]
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o ﬁ\‘NH
e N m/z [M+H] + 362. 2
57 NS TH-NWR (400 MHz, DMSO-d6) &ppm 1.84-1.02 (m 2H), 2 13-2. 68
ey M, 4, 2.22 (s, 3H), 5.25-5.29 (m, 1H), 6.38 (s, 1H), 8 11
N (s. M), 8.52 (s, ). 10.58 (s, 1H), 12.13 (s, 1H).
ol
E
/N
=N
NHO NH ms z [M+H] + 324. 1
58 : TH-NWR (400 MHz, DMSO-d6) Sppm 2 21 (s, 3H), 2.38 (brs, 6H),
NZ T 2.68 (brs, 1H), 6.37 (brs, ), 8.09 (s, 1H), 8.40 (brs, 1H),
SN 10.58 (brs, 1H), 12.10 (brs, 1H).
o © NH
NH, = msz [M+H] + 340. 3
N TH-NWR (400 MHz, DMSO-d6) Sppm 1.60 (s, 3H), 1.69-1.74 (m,
59 NI 4H), 2.06-2.09 (m, 2H), 2.21 (s, SH), 2.43-2.47 (m 2H). 6. 36
L (s, TH), 8.08 (s, 1H), 8.48 (s, 1H), 10.61 (s, 1H), 12.10 (s,
N N 1H).
0 o 'NH
NH; =N m/z [M+H] + 376. 2
60 \ N TH-NWR (400 MHz, DMSO-d6) Sppm 2.05 (s, 6H), 2.22 (s, 3H),
N N\ 6.40 (s, 1H), 6.99-7.01 (m, 2H), 7.14~7.26 (m, 3H), 7.85 (s,
NZN H), 8.72 (s, 1H), 10.73 (s, TH), 12.13 (s, IH).
o [ n
NH: Y N m~/z [M+H] + 356. 2
61 NS H TH-NWR (400 WHz, DMSO-d6) &pom 0.89 (s. 9H),1.82 (s, 6H). 2.21
- b (s, 3H), 6.37 (s, 1H), 8.04 (s, IH), 8.52 (s, 1H), 10.63 (s,
N % W, 12.12 (s, 8.
o [
NH; . =N m/sz [M+H] + 3842 2
N H TH-NWR (400 MHz, DMSO-d8) Sppm 0.68 (d. o = 6.8 Hz, 6H),1.64
. N (s, 6H), 2.21 (s, 3H), 3.12-3.15 (m, 1H), 6.37 (s, 1H), 8.05
NZ N (s. 1H), 8.43 (s, TH), 10.61 (s, 1H), 12.10 (s, 1H).
Br
/N
6 m~z [M+H] + 380. 0
& NH, \—NH TH-NWR (400 MHz, DMSO-d6) Spem 1.74 (s, 9 H), 6.13 (s, 1 H),
\ 8.14 (s, 1H), 832 (s, 1H 10.85 - 10.90 (m 1 H , 12.98 (s,
N N 1H).
N? )Nr_
[0563]
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O, H
NH, N
N \ Izi’\>\/0\ m/z [M+H] + 344. 2
- l N TH-NMR (400 MHz, DMSO-d6) Sppm  1.73 (s, 9 H) 3.27 (s, 3 H)
NZ N H 440 (s, 2H) 6.58 - 6.61 (m 1H 810 (s, 1 H 851(s, 1H),
)T 10.73 (s, 1H), 12.49-12.52 (m, 1H).
Br
“=
NP R \N«NH m/z [M+H] + 366. 0
o 2 N TH-NWR (400 MHz, DMSO-d6) Sppm 1.45-1.47 (m 6H), 4.92-4.95
NS (n, 1H), 6.13 (s, 1H), 7.94 (brs, 1H), 8.11 (s, 1H),8.13 (s,
| 1H), 8.31 (s, 1H), 10.87(s, 1H), 12.95 (s, 1H).
NZ B\
o H
NH, N

N
66{

m/z [M+H] + 398. O
IH-NMR (400 MHz, DMSO-d6) Sppm 1.74 (brs, 6H) 4.96 (brs, 1 H)
5.08 (brs, 1H) 6.14 (s, 1 H) 8.07 - 8.15 (m 1 H),8.31(s, H),
10.91 (s, 1H), 12.99 (s, 1H).

N
67&

m/z [M+H] + 378. 0

1H-NMR (400 MHz, DMSO-d6) &ppm 0.96 - 1.06 (m, 2 H), 1.12 -
1.20 (m, 2 H), 1.55 (s, 3 H), 6.11 -6.16 (m, 1 H), 811 -8.18
m, 1H, 822-826 m 1H, 10.74-10.95 (m, 1 H, 12.93
(brs, 1 H).

NH,
69 INTN
[/

=

i \NNH m/z [M+H] + 326. 3
: N TH-NMR (400 MHz, DMSO-d6) Sppm 1.65 (s, 3H), 1.86-1.89 (m,
68 NN H THY, 1.98-2.03 (m, 1H), 2.31 (s, 3H), 2.31-2.36 (m, 2H), 2.62-
| 2.67 (m, 2H), 6.37 (s, 1H), 8.06(s, 1H), 8.38 (s, 1H), 10.58(s,
N Nb 1H), 12.10 (s, 1H).
o [ NH
=N m/z [M+H] + 312. 2

TH-NMR (400 MHz, DNSO-d6) Sppm 1.82-1.90 (m, 2H), 2.22 (s,
3H),2.37-2.47 (m, 4H), 5.10-5.18 (m, 1H), 6.37 (s, 1H), 8.09
(s, M), 8.67 (s, 1H), 10.57 (s, 1H), 12.12 (s, 1H).

70 N\\
ZN

m/z [M+H] + 328. 4

1H-NMR (400 MHz, DMSO-d6) Sppm 0.53 (t, / = 7.4 Hz, 3H), 1.68
(s, 6Hy, 2.17-2.21 (m, 2H), 2.21 (s, 3H), 6.36 (s, 1H), 8.07
(s, 1H), 8.43 (s, 1H), 10.62 (s, 1H), 12.10 (s, 1H).

[0564]
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‘ Coep. o
T dopmyna dusmyeckme cBoNCTBa
0 fL,NH
NH A N m/z [M+H] + 3852 4
N 1H-NWR (400 MHz, DNMSO-d6) & ppm 1.26-2.00 (m, 8H), 2.21 (s,

71 NI

3H),2.32 (m, 1H), 2.42 (m 1H), 4.62 (m, 1H), 6.37 (s, 1H),
8.10 (s, 1H), 8.54 (s, 1H), 10.62 (s, H), 12.12 (s, 1H).

72 INTN

m/z [M+H] + 326. 2

1H-NMR (400 MHz, DMSO-d6) Sppm 1.68-1.72 (m, 2H), 1.79-1.90
(m, 4H), 2.12-2.17(m, 2H), 2.21 (s, 3H), 5.06-5.09 (m, 1H),
6.37(s, 1H), 8.09 (s, 1H), 8.46 (s, 1H), 10.58(s, 1H), 12. 11
(s, TH).

m/z [M+H] + 328. 1

NG TH-NHR (400 NHz, DMSO-d6) Sppm 1.85 (s, 9 H), 2.22 (s, 3 ),
NP 267 (s, 3H), 640 (s, 1H), 6.85 (5, 2H), 8.08 (s 1H
| 1049 (s, 1H), 1211 (s, 1 H.

N %
=
i o Jmg m/z [M+H] + 3383
Y TH-NMR (400 MHz, DMSO-d6) & ppm 0.28-0.32 (m, 2H). 0.35-0.38
74 NS (n 2H), 0.91-0.94 (n, 2H), 1.05-1.08 (m 28, 1.51-1.53 G
» 1), 2.21 (s, 3, 6.36 (s, 1), 8.11 (s, 1H), 8.34 (s, 1H),

10.55 (s, 1H),12.10 (brs, 1H).

P ) cl

N\’,jif:
75

NH NH

mSz [M+H] + 346.0

TH-NMR (400 MHz, DMSO-d6) Sppm 1.08 — 1.24 (m, 4H) 1.46 (s,
3H) 2.21 (s, 3H) 6.37 (s, 1H) 7.27 (s, 2H) 8.16 (s, 1H) 10.32
(s, THY 12.16 (s, 1H).

~
HN,
-
N\ N
| )—Br m/z [M+H] + 392.0
6 NZ 1H NWR (400 MHz, DMSO-d6) Sppm 1.10 - 1.32 (m, 4H) 1.46 (s,
3H) 2.21 (s, 3H) 6.38 (s, TH) 7.18 (brs, 2H) 8.14 (s, TH) 10.34
kg I (s, H) 12.15 (brs, 1H).
S
HN
N
=g
i d m/z [M+H] + 342.2
- N A~ TH-NMR (400 MHz, CHLOROFORM-d) &ppm 1.09 — 1.15 (m 2 H) 1.29
-1.34 (n, 2H 1.70 (s, 3H 2.34 (5, 3H) 4.26 (s, 3 H) 6.49
NH, #~NH - 6.51 (m 1H 834-836(m 1H 9.16-9.19 m 1H.
HN
N
[0565]
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MpiMaga dopmyna dunsnyeckne CBOUCTBa
g//F
Neo-N
s & m/z [M+H] + 3661
25 N~ 1H-NMR (400 MHz, CHLOROFORM-d) & ppm 1.97 - 2.02 (m, 6 H) 2.35
(s, 3H) 5.15 (s, 1H) 5.27 (s, 1H 6.57 (s, 1H 8.24 (s, 1
NHzo NH H) 8.98 (brs, 1 H).
HN,
~
WN\ No m/z [M+H] + 3941
N AT O 1H NMR (400 MHz. DMSO-d6) Sppm 1.03 -~ 1.11 (m 2 H) 1.21 -
79 1.26 (m 2H) 1.49 (s, 3H 1.60 (s, 6 H) 2.21 (s, 3H 579
NH, NH (brs. 1H 6.30 (brs, TH 819 (s, TH 9.8 (br 5, 1 H)
o - 12.24 (br s, 1 H).
HN,
N
KN\ N 7\ m/z (M+H] + 413.4
N )—=——=_ 1H-NMR (400 MHz. DMSO-d6) Sppm 1.17 - 1.25 (m 2 H) 1.25 -
- N 1.38 m, 2 H) 1.55 (s, 3H 2.23 (s, 3 H 6.44 (br s, 1H 7.52
NH; 7 ~NH (dd. J=7.70. 477 Hz, 1 H) 814 (br dt. J = 7.97, 1.88 Hz, 1
~ H) 8.20 (s, 1H 8.66 (dd, /= 4.77, 1.4T Hz, 1 H) 8.96 (d, J =
HN‘N/ 1.10 Hz. 1 H) 10.32 (brs, 1 H) 12.34 (brs, 1 H).
(N\ N m/z [M+H] + 420.4
N AT TH-NMR (400 MHz, DMSO-d6) & ppm 0.99 - 1.16 (m, 2 H) 1.19 -
81 HO 1.38 (m 2 H 1.50 (s, 3H 1.69 - 1.85 (m, 4 H 1.92 - 2.07
NH, NH m 2H 207 -217 (m 2H 2.22 (s, 3H) 567 (s, 1H 6.41
0o - (s, TH) 832 (s, 1H 9.91 (s, 1H 1215 - 12.36 (m, 1 H).
HN
e
WN\ N N m/z IM+H] + 416.2
Bl A 1H NMR (400 MHz, DMSO-d6) & ppm 1.09 - 1.14 (m 2 H) 1.25 -
82 1.30 m 2 H) 1.50 (s, 3H) 2.22 (s, 3H) 3.89 (s, 3 H 6.42
NH NH (s, TH) 7.94 (s, 1H) 817 (s, 1 H) 830 (s, 1 H 10.07 (s, 1
2
o - H 12.22 (s. 1 H.
HN,
N
+
WN\ N Ny m/z [M+H] + 4162
N AT\ 'N 1H-NMR (400 MHz, DMSO-d6) & ppm 1.10 - 1.17 (m 2 H) 1.26 -
83 1.33 (m 2H) 1.54 (s, 3H) 2.21 (s. 3H) 3.75 (s. 3 H 6.42
NH, NH (s, TH) 7.60 (s, 1H) 7.86 (s, 1H) 819 (s, 1 H 10.15 (s, 1
o - H) 12.21 (s, 1 H.
HN,
N
5
rN\ N N m/z [M+H] + 4352
,\} = 1H-NMR (400 MHz, DMSO-d6) & ppm 1.03 - 1.12 (m 2 H) 1.22 -
84 = 1.28 (m 2 H 1.49 (s, 3H 2.21 (s, 3H) 2.54- 263 (m 4H)
NH, NH 3.54 -3.61 (m 4H 3.76 (s, 2H) 6.38 (br s, 1H 817 (s, 1
o H) 10.01 (br s, 1H 1217 (br s, 1 H.
=
HN,
N
[0566]
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\
nc,im; dopmyna dunsnyeckne CBOUCTBa
N\ /N,A HO m/z [M+H] + 420.2
1 = 1H NHR (400 WHz, DNSO-d6) & ppm 02-1.09 (n, 2 H) 1.20 -
5 N / 126(m2H) 48(33H) ~1.72 @ 2H) 1.99 - 210
m 2 21 19(m2H)222(s3H)2.93(s,2H)5457
NH, /A s, 1H ¢ 18 Grs, 10815 G 11 10,00 (5 1K) 12.23
)ﬁ\ br s 1 1)
HN,
N
N RA m/z IM+H] + 420.2
1 - 0 1H-NHR (400 WHz, CHLOROFORM-d) & ppm 1.11 (s, 2 H) 1.36 (s, 2
6 N / H) 159 (s, 3 H) 1.93-2.03 (m_2 H) 2.05 - 2 3<m 2H) 2.3
(s, 3H) 3.18 (dt, J=8.89, 454 Hz, 1 H) 3.61 (ddd, J=
NH, 7 ~NH 11.73, 8.80, 2.93 Hz, 2 H) 4.01 (dt, J = 12.10, 4.2 Hz, 2 H)
~ 6.53 (brs, 1H 835 (s, 1H 979 (s, 1H.
HN,
N

m/z [M+H] + 416.2

a7 TH-NMR (400 MHz, DMSO-d6) Sppm: 1.08 (m 2H). 1.29 (m, 2H),
1.52 (s, 3H), 2.22 (s, 3H), 3.91 (s, 3H), 6.42 (s, 1H), 6.81
(m, H)y, 7.86 (m, 1H), 8.14 (m, 1H), 10.13 (s, 1H).
m/z [M+H] + 453.2
TH-NMR (400 MHz, DMSO-d6) &Sppm 1.16-1.19 (m, 2H). 1 34-1.37
88 (m, 2H), 1.57 (s, 3H), 2.23 (s, 3H), 6.42 (s, 1H), 7.40-1.43
m, 1H), 8.21 (s, 1H), 8.28-8.30 (m, 2H), 8.39 (m 1H), 8.65-
8.66 (m 1H).
m/z [M+H] 4+ 356.2
TH-NMR (400 NHz, DMSO -d6) Sppm 0.99 - 1.07 (m 2 ) 1.14 -
89 1.2 (m, 2H) 1.51 (t, J=6.96Hz, 3H) 1.56 (s, 3H) 2.20 (s,
3H)443(qJ 696H22H)636(s1)8 2 (s, 1H
9.52 (s, TH 1209 (brs, 1 H.
m/z [M+H] + 412.2
TH-NMR (400 MHz, DMSO-d6) & ppm 01-1.07 m 2H) 1.13 -
%0 1.20 (m, 2H) 1.59 (s, 3H) 1.72 - 4 (m 3HY 1.99 - 2.09 (m,
H) 218 - 2.22 (m, 3H) 3.64—37 m 1H 3.84-395 (m 1
H 4.24 - 435 (m, 2) 4.44 (br d J = 733 Hz, 1H) 6.32 {(brs,
1H) 8.11 (s, 1H) 9.68 (brs, 1H) 12.06 (s, 1H).
[0567]
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\ * y
dopmyna dusnyeckmne cBouCTBa
;|
Q.
=
- NH
0 5 o i—:hj m/z [M+H] + 381 2
T I ONH, N 1H-NMR (400 MHz, DMSO-d6) Sppm 1.67-1.85 (m, 2H), 1.86-1.90
25\ (m 2H), 1.99-2.14 (m 4H), 5.23-5.27 (m 1H), 6.34 (brs, 2H),
= 5N N 7.18-7.22 (n, TH), 7.58-7.65 (n, 2H), 8.12-8.14 (n, 1H), 8.26
D T SN (s, H)
O @ E .
O a
JRe
A :
N E:- Njﬁ
= \
S .0 S m/z [M+H] + 331.3
o 2 L 1H-NMR (400 MHz, DMSO-d6) &ppm 1.85-1.93 (m, 2H), 2.32 (s,
R 3H), 2.39-2 44 (n, 2H),2.76-2.86 (m 2H), 5.31-5.40 (n 1H),
g LN 6.91 (s, 1H), 8.21 (brs, 2H), 8.30 (s, 1H),12.64 (brs, 1H).
o o N N
o g
'S) b
o %
= e
N
D 8 o J-NH m/z [M+H] + 313. 3
S 2 NH VN 1H-NMR (400 MHz, DMSO-d6) Sppm 1.82-1.90 (m, 2H), 2.12 (s,
2 5 AN 3H), 2.32-2 41 (n, 2H),2.64-2.76 (m 2H), 5.27-5.35 (n 1H),
s N N 6.60 (s, 1H), 7.89 (brs, 1H), 8.20 (s, 1H),9.46 (brs, 1H),
& NN 11.99 (brs, 1H.
o8 b
(@]
I )
Q.
=
<
[o]
% s NH m/z [M+H] + 282. 3
3 2 1H-NMR (400 MHz, CHLOROFORM-d) &ppm 1.84 (s, OH), 2.43 (s,
S 8 N XN 3H), 5.35 (brs, 2H), 7.33 (d, J=7.8Hz, 2H), 7.58 (d, J/=7.8
g1 J N Hz, 2H), 8.36 (s, 1H).
O m N N
o g
S, w
[0568]

ITpumep ucnbitanus 1: U3mepenue aktuBHOCTH MHTUOMpoBaHus RET (in vitro)

UYto kacaetcst yCIOBUI U1l U3MEPEHUS in Vitro MHTUOMTOPHON AaKTUBHOCTH COETMHEHUIA
npotuB RET kMHA3HOM aKTUBHOCTH, BeO-calT AnaSpec yTBEpKIAET, uTO Srctide
(GEEPLY WSFPAKKK) cooTBETCTBYET NENTUAHOMY CYOCTpATy I PEaKUMu 15l USMEPEHUS
RET kuHa3HOM aKkTMBHOCTH. TakuM 00pa3oM, aMMHOKHUCIIOTHAS ITOCIIEIOBATEIIbHOCTH ObLTa
YaCTUYHO MOAU(PHUIMPOBAHA U OMOTUHUIMPOBAHA IS TIOTYUSHUS! OMOTHHUITMPOBAHHBIX
nentu0B (6noTuH-EEPLY WSFPAKKK). OuniiieHHbINM peKOMOMHAHTHBIN YeJTOBEUCCKUM
RET 6emnok, UcroJib3yeMbll B UCIIbITAHUY, 3aKkyrnanu y Carna Biosciences, Inc.

[0569]

JI71 u3MepeHust ”YHTUOMTOPHOM aKTUBHOCTH CHaYajia COEJIMHEHUS 110 HACTOSIIEMY
U300peTEeHUIO MHIUBUAYATBHO pa30aBIIsui AUMETHIICYIbGokcuaoM (DMSO) moctaauitHoO.
3ateM RET Genok, menTUAHBIN CyOCTpaT (KoHeUHast KoHIeHTpaius: 250 HM), XJ10pya MarHust
(xoneuHast KoHneHTpanus: 10 MM), AT® (koneuHast koHneHTpanus: 10 MkM) u pacTBop
COEIMHEHMS 110 HacTosIIeMy u3o0peTeHrto B DMSO (koHeuHast koHeHTpauus DMSO: 2,5%)
no6aBisu K Oydepy g kunaznou peaxuuu (13,5 MM Tris, pH 7,5, 2 MM gutuoTpeurona,
0,009% Tween-20). Kaxxnyto u3 cmeceit uHKyoupoBau ripu 25°C B Teuenue 100 MUHYT 171
OCYIIECTBJICHUS] KUHA3HOM peakiuu. 3atem n100asisuii EDTA ¢ monyueHMeM KOHEYHON
KOHIEHTpaluu 24 MM, 4T0OBI OCTaHAaBUTH peakiuio. K cmecu 1o00aBisiiiM pacTBoOp Aist
JeTeKIuu, coaepxaiuit Eu-meuennoe antudochotuposnnoBoe antureo PT66 (PerkinElmer)
u SureLight APC-SA (PerkinElmer), 1 ka0 cMeCH 1aBaIu BBICTOSITHCS IIPU KOMHATHON
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TEeMIlepaType B TeUeHHe 2 4acoB UM OoJibiie. B 3aBepiienue, usMepsijii MHTEeHCUBHOCTh
(ryopecieHImy o1 CBETOM BO30YKICHUS C ITTMHOM BOJIHBI 337 HM C UCTIOJIB30BAHUEM
PHERAstar FS (BMG Labtech) npu n1Byx aivHax BoJiH 620 HM 1 665 HM. YpOBEHb
bochopunpoBaHusl paCCUNTHIBAIM U3 OTHOIICHUS MHTEHCUBHOCTH (PITyOpecueHInH Tpu
JIBYX JUIMHAX BOJIH, U KOHLEHTPALMUIO COeIMHEHHS, TIPU KOTOpoi hochopruimpoBaHme
uHrubupyetcs Ha 5S0%, onpenensiim kak IC50 3nauenue (HM).

[0570]

Tabmuna 15 nokaszeiBaeT IC50 (HM) UHTMOUTOPHOM AKTUBHOCTU coeauHeHul [Tpumepos
u coeauHenuii 1-3 CpaBHUTENBHBIX IpUMEPOB B oTHOMEHUH RET (WT).

[0571]

Banieranu6 usBecTeH Kak 001aat0THI BHICOKOM HHTUOMTOPHON aKTUBHOCTBIO IIPOTUB
RET v 1eMOHCTpUPYIOILIMI BBICOKUI MPOTUBOOIYX0JIeBbIN 3 dexT (Hanmpumep, Carlomagno
E Cancer Res. 2002 Dec 15; 62(24): 7284-90). bbuio onpeaeneHo, 4To COeAMHEHUS 10
HACTOSIIEMY U300PETEHUIO IEMOHCTPUPYIOT in Vitro aKTUBHOCTb MHrMOUpoBanust RET Ha
TAKOM >Ke WK 0oJiee BHICOKOM YPOBHE 110 CpaBHEHUIO ¢ BanmeTanubom.

[0572]

Coenuuenus 1-3 CpaBHUTENBHBIX IPUMEPOB, KOTOPBIE HE COAEPKAT MUPA30JIUIIbHYIO
CpYIIIY, TOCIIEA0OBATEIBHO COEAUHEHHYIO C AMUIHOM I'PYIIIION, COOTBETCTBEHHO umenu [IC50
(HM) 451, 752 1 486, neMOHCTpUPYS c1a0yI0 UHTMOUTOPHYIO AKTUBHOCTb. B oTiuune ot
3TOTO, COEAUHEHUS 10 HACTOsIIEMYy U300peTeHuto umeau IC50 (HM) MeHblle TpUMEPHO B
40 pa3 wu 6omnpiie yeM B 40 pa3, yem IC50 (HM) coearnenuit 1-3 CpaBHUTEIbHBIX TPUMEPOB,
MOKAa3bIBasl, YTO COEAUHEHMUSI 10 HACTOALIEMY U300PETEHUIO 00J1a/IaI0T BEICOKOM AKTUBHOCTHIO
unrubupoBanus RET.

[0573]

Tab6muna 15
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CoefnHeHue RET CoefnHeHne RET CoefinHeHue RET
Mpumepos IC50(HM) Mpvmepos IC50(nM) Mpumepos IC50(nM)
1 1.94 35 0.15 66 0.15
2 6.66 36 1 67 0.15
4 6.94 37 513 68 0.337
5 7.79 38 1.48 69 0.46
7 8.5 39 153 70 0.79
8 3.3 41 10 71 04
10 10.2 44 4.58 72 0.266
11 1.73 45 0.788 73 0.32
12 8.24 46 0.48 74 0.61
13 6.52 47 0.59 75 <0.15
15 46 48 0.21 76 0.14
16 4.96 49 10.33 77 1.35
17 4 50 0.2 78 <0.15
18 32 51 0.17 79 0.07
20 5.83 52 0.16 80 0.09
21 2.03 53 0.76 81 0.04
22 1.07 54 0.23 82 0.15
24 22 55 0.36 83 017
25 2.27 56 0.279 84 01
26 1 57 1.47 85 0.1
27 0.43 58 0.27 86 0.15
28 0.4 59 0.51 Coeputienvte 1
CpaBHUTENbHbIX 451
29 0.61 60 3.51 Mpumepos
31 1.97 61 0.83 ComnnisHne2
CpaBHUTENbHbIX 752
32 1.86 62 227 Mpumepos
33 1.86 63 0.15 Coeputiene 3
CpaBHUTEMNbHBIX 486
34 0.29 65 0.23 Mpumepos
[0574]

[Tpumep ucnbitanus 2: CenekTuBHOCTb MHTMOMpoBaHust RET (in vitro) mo cpaBHEHUIO C
WHTMOUTOPHOM aKTUBHOCTHIO B OTHOLIEHUM APYTMX KUHA3

1) U3mepeHre HHTMOMTOPHOM aKTUBHOCTH B OTHOIIIEHUU RET

NurnburopHyro akTuBHOCTh NpOoTUB RET u3Mepsiiiv TakuM xe cnocodbowm, kax B [Ipumepe
ycrbITanus 1.

[0575]

2) 3MepeHre UHTMOMTOPHON aKTUBHOCTH B OTHOLIIEHUH SRC

Uto kacaetcst yCIOBUI ISl U3MEPEHUS in Vitro MHTUOMTOPHON aKTUBHOCTH COETUHEHUIA
poTuB SRC KMHA3HOW aKTUBHOCTH, ITPANC-JINCT PACXOayeMbIX peareHToB cepuu LabChip
oT PerkinElmer moka3siBaeT, uTo FL-IlenTua 4 COOTBETCTBYET K MENTUAHOMY CyOCTpaTy It
peaxuuu i1 usMepenusi SRC kuHa3Ho# akTUBHOCTU. Takum obpaszom, FL-ITentun 4
UCIOJIB30BAJIM B KayecTBe cyocTpaTa. OUUIlEeHHbIH peKOMOWHAHTHBIN yernoBeyeckuit SRC
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OeJI0K, UCITOJIB3YEMBIl B MCIIBITAHMH, 3aKymanau y Carna Biosciences, Inc.

[0576]

JI1s u3MepeHust MHTMOMTOPHOM aKTUBHOCTH CHaYaJjla COEIMHEHUS 110 HACTOSIIEMY
M300pETEeHUIO0 UHIMBUAYAIBHO pa30aBisum quMeTHcyibdokcuaoM (DMSO) nocraauitHo.
3atem SRC 6enok, FL-ITentuna 4 (koHeuHast KOHUeHTpaus: 1,5 MkM), Xopua Maruust
(koHeuHas koHneHTpanus: 10 MM), AT® (koHeuHast KOHIIEHTpanus: 15 MKkM) u pacTBOp
COEAMHEHUS 10 HacTosIIeMy n3ooperenuro B DMSO (koHeuHast koHueHTpaust DMSO: 5%)
J00aBIISUTH K peakumoHHoMY O0ydepy (100 MM HEPES, pH 7,0, 1 MM autnotpeutona, 0,003%
Brij35, 0,04% Tween-20), cogepkaiiemMy KOKTeb MHTHOUTOPOB docdaTtazsl (PhosSTOPR,
Roche) 1 kokTelabp HHTUOUTOPOB MpoTeasbl (cOmplete Mini, 6e3 EDTA, Roche) nipu
peKoMeHyeMbIX KoHIeHTpaiumsx. Kaxayro cmechk nnkyouposanu ripu 30°C B Teuenue 90
MUHYT JIJTSI OCYIIeCTBIICHUsT KMHA3HOM peakiyn. EDTA, pa36asieHHyr0 Oydhepom s
paszaenenus, 1ocTyIHbIM oT PerkinElmer (koHeuHast koHneHTpanys: 30 MM), 3aTeM 100aBIIsIIN
K CMECH JIJTsI OCTAaHOBKHM KWHA3HOM peaknuu. B 3aBepinenue, HehochopummpoBaHHbIe
MeTITUIHBIE CyOCcTpaThl (S) U pochopumupoBaHHbIe ENTU B (P) pa3aensiu U OCyIeCTBISIN
JETEKIMI0 METOOM MHOTOKAHAJIBHOTO KANWJUIIPHOTO 3J1eKTpodope3a ¢ UCIOIb30BAHUEM
cunThIBatolero ycrporictsa LabChip EZ Reader I (PerkinElmer). YpoBens hochopunmpoBanus
PACCUMTBHIBAJIM HA OCHOBAHUU BBICOTHI IIMKOB S U P, 1 KOHUEHTPALMIO COEAUHEHMUS, TIPU
koTopoi hochopunupoBanue uHruoupyercs Ha 50%, onpenensum kak IC50 3Hauenne (HM).

[0577]

3) 3MepeHre UHTMOMTOPHOM aKTUBHOCTH B oTHOLIEeHMH LCK

Yro kacaetcst yCIOBUI U1l UBMEPEHUS in Vitro MHTUOMTOPHON AaKTUBHOCTH COEIMHEHUIA
npotuB LCK KMHA3HOM aKTUBHOCTH, BeO-caliT AnaSpec yTBEpKIaeT, uTo Srctide
(GEEPLY WSFPAKKK) coOTBETCTBYET NENTUAHOMY CYOCTpATy JI PEaKUUu 15l U3SMEPEHUS
LCK kuHa3HOI aKTUBHOCTU. Takum 0Opa3oM, aMUHOKHCIIOTHAS MOCIIETI0BATEILHOCTD ObLTa
YaCTUYHO MOAU(PHUIMPOBAHA U OMOTUHUIIMPOBAHA IS TIOJTYYEHUS! OMOTHHUITUPOBAHHBIX
nentua0B (6noTuH-EEPLY WSFPAKKK). OuuiiieHHbINM peKOMOMHAHTHBIN YeJIOBEUSCKUM
LCK 6emnok, ucronb3yeMbli B UCTIBITAHMU, 3aKynaiau y Carna Biosciences, Inc.

[0578]

JI71s u3MepeHust ”YHTMOMTOPHOM aKTUBHOCTH CHaYajla COEMHEHUS 110 HACTOSIIEMY
N300pETEeHNIO MHIUBUAYAIBHO pa30aBIsu AUMeTHIICYIbGokcuaoM (DMSO) mocraauitHoO.
3atem LCK Gernok, menTuaHbie cyocTpaThl (KOHeUHas! KOHIeHTpanus: 250 HM), ximopua
Maraus (koHeuHast KoHneHTpamus: 10 MM), AT® (koHeunas koHneHTpamus: 50 MKM) u
pPacTBOP COEIMHEHMS 10 HacTosIeMy u3o0opeTeHrto B DMSO (koHeuHast KOHLEHTpaIus
DMSO: 5%) nobasnsiiu k 0ydepy mns kuHazHoi peakiyu (13,5 MM Tris, pH 7,5, 2 MM
nutuotpeutona, 0,009% Tween-20). Kaxxayio cMech MHKyOupoBaiu ripu 25°C B TeueHue 60
MUHYT JIJIsSl OCYIIIECTBIICHUS] KUHA3HOM peakiuu. 3ateM kK cMecu qooasisiiu EDTA s
MOJIy4eHUsl KOHEYHOM KOoHIeHTpauuu 40 MM, 4TOOBI MOXKHO OBLJIO OCTAHOBUTH peakiuio. K
CMecH J1I00ABJIISIIM pacTBOP VTSI IETEKIUH, coieprKaliuii Eu-medeHHoe aHTUPOCHOTUPO3UHOBOE
anturenno PT66 (PerkinElmer) u SureLight APC-SA (PerkinElmer), u kaxaov cMecH 1aBajiv
BBICTOSITHCS IPU KOMHATHOM TEMITepaType B TeUeHHE 2 YacoB WM OoJiblle. B 3aBepiiieHue,
WHTEHCUBHOCTH ()IIyOPECICHIMH TTO/] CBETOM BO30YKIEHUS C ITTUHOM BOJIHBI 337 HM U3MEPSUIU
ripu nomo1u PHER Astar FS (BMG Labtech) npu n1Byx faimmHax BosiH 620 HM 1 665 HM. YPOBEHb
dhochopuIMpoBaHUS PACCUMTHIBAIN U3 OTHOIIEHUSI MHTEHCUBHOCTHU (DJTyOPECHEHIUH TTPU
JIBYX JUTMHAX BOJTH, U KOHIEHTPALUIO COSTMHEHUS, TIPH KOTOPOoi (hochopruImpoBaHue
uHruoupyetcs Ha 50%, onpeaensiu kak IC50 3nauenue (HM).

[0579]

4) CeneKTUBHOCTb UHTMOUMpoBaHusi RET
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W3 3HaueHut, mojay4eHHbIX B pazjenax 1) u 3) BbIllle, paCCUUTHIBAJIM OTHOIICHUS
UHruoUTopHast akTUBHOCTH POTUB SRC IC50 (HM)/uHrnburopHas akTuBHOCTb NpoTuB RET
IC50 (HM) u uaruduTopHas akTuBHOCTH MPOoTUB LCK IC50 (HM)/ MHTUOUTOpHASI aKTUBHOCTh
npotuB RET IC50 (HM) u uccnenoBasu celIeKTUBHOCTh UHTMOMpOoBaHust RET ucnbIThiBa€MbIMU
COEIMHEHUSIMU.

[0580]

Tabmuna 16

CoefunHenne| SRC IC50(HM) LCKIC50(HM) | Coeaunnenne| SRCIC50 (HM) LCK IC50 (HM)

Mpumepos /RET IC50 (HM) /RET IC50 (HM) Mpumepos /RET IC50 (HM) /RET IC50 (HM)
16 1387.7 2825 58 18185 400.0
20 1715.3 173.8 63 44467 906.7
27 3737.2 9326 65 6191.3 1160.9
31 1787.3 2695 67 3493.3 700.0
34 4296.6 1096.6 68 21513 4006
36 3210.0 346.0 71 3030.0 4675
38 1748.6 526.4 72 27256 469.9
39 652.3 1935 74 3357.4 950.8
45 2659.9 4137 79 2171.4 1785.7
47 1340.7 2203 80 4677.8 1244.4
48 2890.5 633.3 81 3275.0 2275.0
50 4060.0 1280.0 82 5306.7 1200.0
51 7188.2 1882.4 83 2329.4 8529
52 3575.0 1131.3 84 4070.0 3730.0
53 1947 .4 828.9 85 1460.0 7430
56 5896.1 2039.4 86 2846.7 12733
CoeaunHeHve 4
57 1381.0 3415 CpaBHUTENbBHbIX 153 15.1
Mpumepos
[0581]

Kaxk nokazano B Tab6muue 16, coenunenne 4 CpaBHUTEIBHBIX TPUMEPOB MTOKA3ATIO
MIPUMEPHO B 15 pa3 06IblIyI0 ceJIeKTUBHOCTh MHTMOMpoBanus RET no cpaBHenuto ¢ SRC
v LCK.

[0582]

ITo cpaBHEHHIO C 3TUM, COETMHEHUS 10 HACTOALIEMY U300 PETEHHUIO MTOKA3AIN
CEJIEKTUBHOCTh MHTUOMPOBAHUS OT B HECKOJIBKO COTEH pa3 OoJIblle 10 B HECKOIBKO ThICSIY
pa3 o6ombine a1 RET o cpaBHenuto ¢ SRC wmu LCK, 1eMoHCTpUpYs OTIIMUHYIO
CEJIEKTUBHOCTh UHTMOMpoBaHUsl RET. Pe3yabTaThl Takke yKa3bIBaIOT HA TO, UYTO JJId
COEJIMHEHMI IO HACTOSIIEMY U300PETEHUIO BEPOSATHOCTh MOOOUHBIX 9(D(PEKTOB, BHI3BIBAEMBIX
MHTUOMPOBAHUEM JIPYTUX KWHA3, OTIMYHBIX OT RET, HU3Kas.

[0583]

[Tpumep ucnbrtanus 3: Onenka 3pdexTa UHrMOMPOBAHUS KJIIETOUHOTO POCTA HA
OTIYXOJIEBbIE KJIIETKH, conepkariume nedextanii red RET (1)

HcnbiTanue in vitro KWJIMHTA KJIETOK ocyliecTBIsuid Ha TT kiieTkax (JIMHUS KJIETOK paka
IIMTOBUIHOM KEJE3bI UeIoBeKa, coaepkamux RET aktusnpyromyro myranuio (C634W)).
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[0584]
Cycnensuto TT knetok B 10% FBS-conepxaiiieit cpene Xama (Kaighn's) F12K (u3rotoBuTtesnb
Life Technologies Japan) ”HOKYJIMPOBaHU B KaXAYIO IYHKY 96-IIyHOUHOT'O TIJIOCKOJOHHOTO

MUKPOIUIAHIIETA B KOJIMYECTBE 5x10° (0,15 Mut) TS KaXKIOM JIYHKU Y KYJIbTUBUPOBAJIU B
MHKyOaTope, coaepkalieM 5% auokcuaa yriepoa, nmpu 37°C B TeueHue HOUM (AeHb 0).
CoenvHeHUs IO HACTOSIIIEMY U300PETEHUIO HHANBUIYAJIBHO PACTBOPSIIU B
JTIUMETUIICYJIB(OKCHIE C MOJTyueHueM KoHueHTpauuu 10 MM u 3atem pazdasmsinu 10% FBS-
conepxkaiert RPMI1640 cpenoti (m3roroputenb Wako Pure Chemical Industries, Ltd.), 4ToObI
COEIMHEHUS 110 HACTOSIIEMY U300 PETEHUIO COOTBETCTBEHHO UMEJTU KOHEUHYIO KOHIEHTPAIUIO
40,12,4,1,2,0,4, 0,12, 0,04 1 0,012 mxM. CoearHeHus B pa3JIMUYHBIX KOHIEHTPALMSIX
WHIMBUIYAJIbHO 100ABIISIIN B IyHKU cofiepxatiero TT KiIeTku KyJbTypajlbHOTO IUIAHIIIETA,
OINMKMCAHHOTO BhILIE, B KojrnuecTBe 0,05 MIT 1Sl KaXK10M JIYHKU (A€HB 1) U KyJIbTUBUPOBAJIU B
UMHKyOaTope, coaepxkaiiem 5% avokcuaa yriepoaa, npu 37°C B teuenue 7 aueit. [locne
KyJbTUBUPOBaHMS (AeHb 8) 0,1 MIT cpelibl yIaIsuId U3 KaxA0u JTyHKU U 100aBisiu 0,1 M
CellTiter Glo 2.0 pearenta (Promega Corporation), KOTOPBII IPeICTABISET COOO
JFOMUHECHCHTHBIN peareHT JUIs AeTeKIMA BHyTpuKiIeTouHoro AT®d, ¢ mocneayomum
BCTPSIXUBaHUEM B TeueHue | MuHYTHI. [loce BeTpsixuBaHUs KaXI0W KyJIbType JaBaJIU
BBICTOSITHCS IIPU KOMHATHOM TEMIIEPATYPE B TEUCHUE 15 MUHYT U XEMUJIFOMUHECLECHLUIO
U3MEPSIIY JTIOMUHOMETPOM, U €€ UCIIOJIBb30BAJIA B KAUECTBE I10KA3aTeNs KOJIMYECTBA
KU3HECITOCOOHBIX KiieToK. [TponeHT pocta oT qHs 1 171 COeTMHEHUH ¢ Pa3IMUHBIMU
KOHLEHTPALUSIMU PACCUUTHIBAIN U3 CIIEIYIOIIUX YPABHEHUI, B 3aBUCUMOCTH OT 3HAUYCHUS
Trens 8 u Crens 1, 4011 onipezienienns KonueHTpauyu (Glsy (MKM)) HCTIBITHIBAEMBIX COETMHEHUI,

CIocoOHOM MOAABIATH KIETOYHBIN pocT Ha 50%.

[0585]

1) T,Z[eHB SZCL[CHB 1

[pouent pocra (%)=(T yenp, 8-Crenn 1)/(Crenn 8-Crens 1)%100

T: I1ornoreHue B IyHKE, B KOTOPYIO JOOABISIIA UCIIBITBIBAEMOE COS/IMHEHMUE.

C: INornomieHue B IyHKE, B KOTOPYIO HE JOOABIISIIA UCTIBITHIBAEMOE COESTMHEHUE.

Jenn 1: JleHb, B KOTOPBIN JOOABIISUIU UCTIBITHIBAEMOE COCIMHEHMUE.

Jensb 8: JleHb, B KOTOPBI OCYIIECTBIISIIIA OLEHKY.

2) TJIGHL 8<C}16HB 1

IIpouenT pocra (%):(T}ICHB S_CJICHB ])/(CJIGHL Px100

T: ITornouieHue B IyHKE, B KOTOPYIO JOOABIISIIA UCTIBITHIBAEMOE COE/IMHEHUE.

C: IlornomieHue B IyHKe, B KOTOPYIO He T0OABIISIIM UCTIBITHIBAEMOE COSTMHEHUE.

Jenb 1: Jlenb, B KOTOPbIN JOOABIISUIN UCTIBITHIBAEMOE COC/IMHEHMUE.

Jenb 8: JleHb, B KOTOPBIA OCYIIECTBIISIIIA OUEHKY.

[0586]

Tabmuua 17 mokassiBaeT pe3ybTaThl. CoeTMHEHUS IO HACTOSIIIEMY U300 PETEHUIO ITOKA3aJTH
Oonee BeICOKMI 3(h(pekT nHrMObupoBanus pocta TT Ki1eTok, ueM coeHeHue 4 CpaBHUTEITbHBIX
npuMepoB Win Banaetanuo.

[0587]

Tabmuna 17
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CoefiuHeHne TT kneTku CoefnHeHne TT kneTku
Mpumepos GI50 (mMkM) MpumepoB GI50 (mkM)
22 73 67 8
26 72 68 27
27 53 69 48
28 25 70 82
29 79 71 57
34 49 72 30
35 23 73 64
45 76 74 59
46 47 75 27
48 21 76 27
50 21 78 76
51 31 79 6
52 10 80 7
53 65 81 <3
54 32 82 23
55 26 83 14
56 45 84 16
58 24 85 6
59 37 86 24
CoeaunHeHune 4
63 14 CpaBHUTETbHBIX 8774
Mpumepos
65 32 BaHngetaHnb 1143
66 20
[0588]

ITpumep ucnibitanus 4: Ouenka apdexTa UHrMOMPOBAHUS KJIIETOUHOTO POCTA HA
OITyXOJIeBbIE KJIETKH, coqepxkainue nedexktHoidt redn RET (2)

HcnpiTanue in vitro KWIIMHTA KIIETOK ocymecTBIsuM Ha LC-2/ad xierkax (JIuHus
YEJIOBEYECKUX KJIETOK aJICHOKAPIUMHOMBI JIeTKoT0, coaepxkaux CCDC6-RET ciauThlii reH).

[0589]

Cycnensuro LC-2/ad knetok B 10% FBS-conepxarett RPMI1640 cpeae MHOKYJIMPOBAaHU

B KQXIYIO JIYHKY 96-JIyHOYHOI'O IJIOCKOJOHHOTO MUKPOIUIAHIIIETA B KOJIMYECTBE 5x10° st
Kkaxxaoi JyHkH (0,15 MIT) U KyJIbTUBUPOBAJIM B MHKyOaTOpE, cofiepkaiiemM 5% IUoKcuaa
yriepoaa, nmpu 37°C B Teuenue HouM (1eHb 0). CoeuHEeHUs O HACTOSIIEMY U300 PETECHUIO
WHIMBUIYAJIbHO PACTBOPSIIM B AUMETHIICYIb(GOKCHUE ¢ TToJIydeHHueM KoHlieHTpauuu 10 MM
u 3aTeM paszbapisiin 10% FBS-conepxkarieit RPMI1640 cpemoit, 9TOOBI COSTMHEHUS 10
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HACTOSIIEMY U300PETEHUIO COOTBETCTBEHHO MMENIM KOHEUHYI0 KOHIIeHTpanuto 40, 12,4, 1,2,
0,4, 0,12, 0,04 u 0,012 MmxM. CoeauHeHUs B pa3IMUHBIX KOHIEHTPALUSIX UHIUBUIYATIBHO
JI00ABIISUH B JIyHKH cofepskariero LC-2/ad KeTKY KyJIbTypajbHOTO IJIAHIIIETa, OTIMCAHHOTO
BbIIIIE, B KoyuecTBe 0,05 MIT TSI KaXKI0M JIYHKH (IeHb 1) U KyJIbTUBUPOBAJIM B UHKyOaTOpe,
coziepxkaiiem 5% nuokcuaa yriaepoaa, npu 37°C B teuenue 7 qHer. [Tocine KynbTUBUpOBaHUS
(mensn 8) 0,1 M1 cpenbl yaaIsiId U3 Kaxkaou TyHku u 1ooasisumi 0,1 mit CellTiter Glo 2.0
pearenTa (Promega Corporation), KOTOPbIi MTPECTABIISIET COOOM TFIOMUHECHCHTHBINM PEareHT
JUTS1 AETEKIUU BHYTPUKIIETOUYHOTO AT®D, € mOCeAyonuM BCTPSIXUBAHUEM B TEUCHUE 5 MUHYT.
ITocne BcTpsixvBaHUS KAk A0N KyIbTYpe JABAJIU BBICTOSITHCS IIPU KOMHATHOM TEMIIEpAType
B TEYEHUE |5 MUHYT M XEMUIIOMUHECLEHIUIO U3MEPSIIN TIOMUHOMETPOM, U €€ UCTIOJIb30BAIIN
B KaueCTBE MTOKa3aTeNsl KOJIMUECTBA )KU3HECTIOCOOHBIX KJ1eTOK. [IpoueHT pocra ot aug 1 miist
COEJIMHEHUH C Pa3JIMYHBIMUA KOHLEHTPALMSIMH PACCUUTHIBAIN U3 CIICAYIOIIMX YPABHEHU, B
3aBUCUMOCTH OT 3HAYEHMS T ey gy Crepy, 1, 401 ONIpezienienns KonueHTpauuu (Glsy (MKkM))

UCIIBITBIBAEMBIX COSAMHEHUH, CITIOCOOHOM MOAABISATh KIETOYHBIN pocT Ha 50%.

[0590]

1) T):[eHL SZCL[CHL 1

Ipouent pocra (%)=(T yenp 8-Crenn 1)/(Crenn 8-Crens 1)%100

T: IlornoreHue B IyHKE, B KOTOPYIO JOOABIISIIA UCTIBITHIBAEMOE COCIMHEHMUE.

C: IlornomieHue B IyHKE, B KOTOPYIO HE 100ABIISUIA UCTIBITBIBAEMOE COCTMHEHUE.

Jens 1: JleHb, B KOTOPBIN JOOABIISUIU UCTIBITHIBAEMOE COCIMHEHMUE.

Jenb 8: JleHb, B KOTOPBI OCYIIECTBIISIIIA OLEHKY.

1) THGHB 8<CZ[6HL 1

Hpouent pocta (%)=(T rens, 8-Crens, 1)/(Crens, 1)%100

T: I1ornomieHue B IyHKE, B KOTOPYIO JOOABIISIIA UCTIBITHIBAEMOE COE/IMHEHUE.

C: IlornoiieHue B IyHKe, B KOTOPYIO He 10OABIISIIM UCTIBITHIBAEMOE COSTMHEHUE.

Jenb 1: Jlenb, B KOTOPbIH JOOABIISUIU UCTIBITHIBAEMOE COC/IMHEHUE.

Jensb 8: JleHb, B KOTOPBIA OCYIIECTBIISIIIA OUEHKY.

[0591]

Tabnuua 18 mokassiBaeT pe3yabTaThl. CoeTMHEHUS IO HACTOSIIIEMY U300 PETEHHUIO ITOKA3aJIu
6osiee BoicOKMIt A pekT nHrndupoBanus pocta LC-2/ad k1eTOK, 4eM coeTuHeHue 4
CpaBHUTENBHBIX TpUMEPOB WM Banaeranuo.

[0592]

Tabmuna 18
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Coeanretne LC-2/ad knetku CoepnuHerve LC-2/ad knetku
MpumepoB GI50 (mkM) MpuMepos GI50 (mkM)
27 246 67 332
34 364 68 210
35 340 70 229
46 353 71 328
47 285 72 252
48 179 73 148
50 176 74 337
51 153 75 121
52 242 76 141
53 341 77 218
54 128 79 300
55 238 81 325
56 185 82 185
58 171 84 130
59 203 85 99
62 358 86 131
CoenvHeHune 4
63 254 CpaBHUTENBHBIX >10000
Mpumepos
66 209 BanpetaHunt 1709

[0593]

[Tpumep ucnbiTanus 5: OueHka MPOTUBOOIYX0JIEBOT0 3¢ (heKTa B in Vivo MOJEIIU C
ITOJIKOKHO UMILUTAHTUPOBAHHBIMU TT KileTKamu (KJIETOYHAS JIMHUS paKa IIUTOBUIHOM JKEJE3bI
yesnoBeka, Hecylias RET akTuBUMpyONyo MyTaluo)

KieTounsle TMHUM paKa IIMTOBUIHOM keJie3bl uesioBeka (TT) MoaKoKHO UMILTAHTUPOBAIIU
B [IPABYIO IPYyJIHYIO 001acTh camuam mbiiein BALB/cA Jcl-nu/nu Bo3pacrta 6-7 Henemb.
[TpumepHo uepes 3 Heaenu NoCiIe UMIUTAHTALUU KJIETOK U3MEPSIIU JJIMHY (MM) U IIUPUHY
(MM) omyxoJied, OOHapyKEeHHBIX y MblleH. [Tocie Toro, kak paccuuThIBaan 0OObEM UX
onyxoJieti (06beM omyxosu: TV), MBIl pa3aesyii Ha TPYNIbI (n=5 WK 6) TakK, YTOOBI
TPYIIIBI UMEJH 110 CYIIECTBY paBHbIN cpeaHuii TV. JIeHb, B KOTOPBINA MbIILIENH pa3aessiiva Ha
TPYIIIBI, ONPEACTISIIN KakK "IeHb pacipeaesieHus mo rpymmnam” (aeHs 0 wm 1).

[0594]

HcneiThIBaeMbIe PACTBOPBI, COAEPIKAIIME COETMHEHUS 10 HACTOSIIEMY U300PETEHUIO,
nosjyyasu rnpu go3e 100 Mr/Kr/neHp u nepopajibHO BBOJAWIM MBIIIIAM B TEYEHUE
IoCJe10BaTeNbHbIX 14 1HEH (1IepBbli JeHb BBEICHUS yKa3aH Kak AeHb 1). KoHTponapHOM
rpymnie BBoauiu pactsopurens (0,5% HPMC/0,1N HCI).

[0595]

J1s1t ompeienieHus mokas3aTtessi IPOTUBOOIYX0JeBOro addekTa, TV Kakaoi rpyIIIbI
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BBEJCHUS JIEKAPCTBEHHOTO CPE/ICTBA U3MEPSIIU B JIeHb 15 1 00beM OIyXOJiv B JIeHb 15
OTHOCUTEIIBHO 00bEMA OIYXOJIM B IEHb pacnpenesaeHus no rpymnmam (aeHb 0 uim 1)
(oTHOCUTENBHBIN 00BeM onyxoiu: RTV) u T/C (%) paccunThIBaIU U3 CIIEYIONIUX YPaBHEHUN
JUTS1 OLIGHKH NTPOTUBOOIyxoJieBoro a¢dexra. Korga rpynmna, KoTopoit BBOIWIM KaKOe-IMO0
U3 COEIMHEHUI M0 HACTOSIIEMY U300PETEHUIO (I'PYIIA BBEACHUS UCTIBITHIBAEMOTO PACTBOPA)
MOKa3bIBaJIa CTATUCTUUECKM 3HAUMMO MeHbIui cpeanuil RTV (kpurtepuii JlanHerTa v t-
kputepuit Cteronenra, p<0,05), yem cpeanuii RTV KOHTpOIBHOM I'PYIIIIbI, OMPEAEISIN, YTO
MPUCYTCTBYET MPOTUBOOMYX0JIeBbIH 3ekT. Dur. 1 u 2 u Tabauup! 19 1 20 moka3pIBalOT
pesynbraThl. Ha durypax cumBoin "*" yka3pIBaeT Ha CTATUCTUYECKH 3HAUUMYIO Pa3HHUILY.

TV (MM3)=(,ZUII/IHa X U_II/IpI/IHaz)/Z

RTV=(TV B nens 15)/(TV B nenb O unu 1eHb 1)

T/C(%)=(cpennuit RTV rpymniibl BBEIEHU UCTIBITBIBAEMOTO pacTBOopa)/(cpennuii RTV
KOHTPOJIbHOM I'pynIibl)x100

[0596]

Jl1st onipeenieHyst mokas3aTesisi TOKCUYHOCTH Maccy Tena (Macca Tena: BW) mblien
V3MEPSIIM B TCUCHUE OIIPENCIICHHOTO BPEMEHU U CPETHEE U3BMEHEHUE MACCHI TeJla (M3MEHEHHE
maccel Tefia: BWC (%)) ¢ nHs pacnpenenieHuys 1o rpymnnam (aeHb 0 uiay aeds 1) 1o aag 15
PACCUMTBIBAJIM U3 CIEAYIOLIETO YPAaBHEHUS (n: I€Hb, B KOTOPBII MACCY TeJIa U3MEPSIIU IIpU
VU3MEPEHUM 2 pa3a/Henens, U IOCIEIHUN 1eHb U3MEPEHUS - 3TO JI€Hb 15, B KOTOPBII
OCYIIECTBIISJIA KOHEYHYIO OLIEHKY). DuUr. 3 U 4 1TOKa3bIBAIOT PE3yIbTATHI.

BWC (%)=[(BW B aenb n)-(BW B genus 0 ummu gess 1)]/(BW B nens 0 wiu aeapb 1)x100

[0597]

Kax sicno BugHo u3 ®@ur. 1 1 2 u Tabmui 19 u 20, coeAMHEeHUs 0 HACTOSIIEMY U300PETEHUIO
MOKa3aJIv 3aMevaTelIbHbINM MPOTUBOOIYX0JIEBbIN A(PHEKT HA JIMHUU KIIETOK paKa IIUTOBUIHOMN
xkenesbl yenoseka TT, Hecymmx RET-akTuBUpyIOIy0 MyTaLuo, KOTOPbIE OAKOXKHO
UMIUTAHTUPOBAHH OecTUMYCHbIM MbIIIaM. Kak moka3aHo B ®dur. 3 1 4, TOKCUYHOCTb, TaKasi
KaK MOTePsi MacChl Tella, He Ha0JII0Aa1ach.

[0598]
Tabmvna 19
TV (MMS) RTV
HasBanue coequne- | KonmuuecTBo xHMBOT- TIC (%
HUS HBIX Hens 0 JHensb 15 JHensb 15 (%)
Cpennee + SE Cpennee + SE Cpennee + SE
Kontpons 5 139,61 + 8,75 491,55 + 36,88 3,53+£0,18 100
TTpumep 34 5 139,31 £9,14 205,51 + 8,30 1,49 £ 0,09 42
TTpumep 48 5 138,44 £ 9,11 215,87 £25,61 1,55+0,13 44
ITpumep 50 5 143,56 +£9,24 253,41 £28,93 1,76 £ 0,16 50
TTpumep 51 5 134,36 + 7,83 190,88 + 15,75 1,42 £ 0,07 40
[0599]
Taobmuma 20
TV (MMS) RTV
Ha3zpanue coeuHeHus Komiectso xupot- T/C (%)
2t HBIX Jensb 1 Hensb 15 Hensb 15 0
Cpennee + SE Cpennee + SE Cpennee + SE
Kounrpois 6 137,55 + 14,64 381,97 £40,17 2,78 £ 0,16 100
ITpumep 52 6 140,33 £ 15,45 131,10 £ 31,12 0,89 0,11 32
[0600]

[Tpumep ucnbitanus 6: OneHKa cTaOMIIBHOCTH B MUKPOCOMAaX TIEYCHU
PactBops! ucnbIThiBaeMbix coequHeHrH B DMSO/aneToHuTpusie (KoHeUYHast KOHIEHTPALUS
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Ka)kJI0TO MCITBITEIBAEMOTO COeTMHEeHMS Obl1a 1 MKM, KoHeuHast KoHueHTparus DMSO Obliia
0,01%, v kOHEeYHAasl KOHUEHTpAIUS alleTOHUTpUJIA Obu1a 1%) UHIUBUYATIBHO JOOABIISIINA K
pacTBOPY CMECU MUKPOCOM IEUEHU (MUKPOCOMBI ITIEYEHU MBIIIIHA C KOHEUHON KOHIEHTpALWER
0,25 mr/™mi, kanuiidochaTHbI Oydep ¢ KoHeuHOM KoHeHTpanuet 100 MM, 1 XJTopua Maraus
C KOHEYHOM KOHIeHTpanyed 3 MM) U KaIyI0 CMECh MPeIBAPUTEIIHHO HHKYOUPOBAIIH ITPU
37°C B Teuenue 5 MunyT. NADPH-TeHepupyIOIIyI0 cucTeMy (TIIFOK030-6-hochaTt ¢ KOHSUHON
KoHueHTpanpel 10 MM, OKHCIIEHHBIM HUKOTUHAMM/IAICHUHIMHYKIICOTHT (hochaT C KOHEUHOM
KoHIeHTpanuer 1 MM, u 11Iok030-6-hochaTtaeruaporeHasa ¢ KOHEYHON KOHIEHTpaue 1
e1./Mi1) OOABIISUIM K HOPLUMHM PACTBOPA KAKIOH CMECU M HAUMHAIIM META0O0JIMUECKYIO PEAKLHMIO.
ITocne unkyo6anuu mpu 37°C B TeueHre 30 MUHYT J0OABIISUTA ABYKPATHOE KOJIMYECTBO ITAHOJIA
JUIS OCTAHOBKH PEAKIIMK, TAKUM 00Pa30M MoJTydasi OCT-peakiMOHHbIE 00pa3ibl. J[BykpaTHOE
KOJIMYECTBO 3TaHOJIa J0OABIISUIA K KaXKJIOMY M3 OCTaBIIMXCSI pACTBOPOB CMECEH U 3aTEM
nobasisiii NADPH-TeHepupyolyo CucTeMy, TAKUM 00pa30oM MmoJrydasi pe/i-peakiMOHHbIe
o6pasupl. [Ipen-peakipionabie 00pasibl M TOCT-PEaKIMOHHBIE 00Pa3Ibl HEHTPUPYTHPOBATIH
nipy 2000Xg ¥ X CyNIepHATAHT PUIBTPOBAJIM Uepe3 CTEKIISTHHBIN puibTp. Kax bt puabtpat
3ateMm BBoAWIU B XKX-MC/MC u onpeneinsuin MC/MC NUKY UCHBITHIBAEMbBIX COETMHEHUIA.
N3 otHoenus nocr-peakumonnoro MC/MC niuka k npea-peakuponnomy MC/MC nuky
UCTIBITHIBAEMbBIX COEIMHEHUI PACCUUTHIBAIIM ITPOLIEHT OCTABIIMXCS UCITBITBIBAEMBIX COSTMHEHUMN
(ocraBumiics %).

[0601]

Pe3ynbTaThl MOKa3bIBAIOT, UYTO, B TO BpeMs Kak coequHeHue 4 CpaBHUTEIbHBIX TPUMEPOB
MMEJIO OCTaBIIMMICS ITpoLEeHT 0% B JIIOOOM Cllydae, COeIMHEHUS IO HACTOSAILIEMY U300pETEHUIO
WJIM UX COJIU, onrucaHHble B [Ipumepax, Menr BbICOKHN OCTABIIMICS MTPOLUEHT. DTO
MOKA3bIBAET, UTO COCIMHEHUSI IO HACTOSILEMY U300 PETEHHUIO UJTM UX COJIU CYIIIECTBEHHO
0oJiee cTaOUIILHBI B MUKPOCOMAX TMEUEHH MBIITH, YeM coeiuHeHre CpaBHUTEIBHBIX TPUMEPOB.

[0602]

ITpumep ucnbiTanus 7: OueHka rnepopajabHol adcopOuun

CoeanHeHus T0 HACTOSIIEMY H300PETEHHIO CYCIIEHANMPOBAIIN WK pacTBOpsuin B 0,5%
HPMC u 0,1N XxJ10p¥CcTOBOLOPOIHOM KUCIIOTHI U IEpOopaibHO BBOAWIM BALB/CA mblIaMm.
B Touke Bpemenu 0,5, 1, 2, 4 1 6 4acoB MOCIIe IMepOPaJTbHOr0 BBEACHUS COOMPAIIM KPOBb
MBIIIIEN, B3ATYIO U3 IJ1a3HOTO JTHA WJIY JIMIIEBOM BEHBI U IEHTPUDYTUPOBAIIN JITS ITOJTYICHUS
11a3Mbl. KOHIEHTpalLMIO COEIMHEHUI B TTOJIyUeHHOM I1a3Me u3Mepsiiin Mmetogom KX-MC/
MC u onpenensu nepopajibHyo abcopOuuIo.

[0603]

Pe3ynbTaThl NOKA3BIBAIOT, UTO KOHIEHTPALMS COEAUHEHMI IO HACTOSIIEMY U300 PETEHUIO
B IJIa3Me OblIa JOCTATOYHOM, UTO YKA3bIBAET HA UX OTIMYHYIO EPOPATBHYIO a0COPOLHMIO.

(57) ®opmyna uzobpeTeHus
1. Crioco6 unrudbuposanusi RET, BKIIoUaronuii BBeJIeHUE MALMEHTY COETUHEHUS,
npeacraBieHHoro dhopmyrioi (I) HUXe, UM €ro OCHOBHO-aIMTUBHOMN UJTM KUCIIOTHO-
AJAUTUBHOM COJIM:
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rae A mpeactaBisieT coOoM MUPa30JIU, 3aMEILIEHHBIN N-KOJIUYECTBOM 3aMECTUTEIICH R

R! MpEACTABIISIET COOON

rajioreH,

MAHO,

C1-C6 ankui, He3aMEICHHbIN WK 3aMEIICHHBIN 10 MEHBIIIEH MEepe OJTHUM 3aMECTUTETIEM,
BBIOPAHHBIM U3 I'PYIIIbI, cocTosIel u3 rajoreHa u C1-C6 ankokcw,

C3-C7 qMKJIOAJIKWI, HE3AMEILIEHHBIN WM 3aMEIIEHHBIN 110 MEHBIIIEH MEPE OJTHUM
3aMEeCTUTENIEM, BBIOPAHHBIM U3 IpyIbl, cocTosiel 3 C1-C6 ankuia v rajioreHa,

C6 apomaTHueCKui yriaeBOJ0POI, 3AMEIICHHBIN 10 MEHBIIEH MEPE OJTHUM 3aMECTUTEIIEM,
BBIOPAHHBIM U3 Ipymbl, cocTosiiei 3 C1-C6 ankuiia v rajioreHa; uin

C4 MOHOUMKITMYECKYIO HEHACBIIIEHHYIO TETEPOLMKIIMYECKYIO TPYIITY, COAEpKAIIyIO 1
reTepOaTOM, BBIOPAHHBIN U3 KUCIOPOA U CEPBL, KOTOPAs HE 3aMELLEHA WM 3aMELIEHA 10
MEHbIIIeN Mepe OJTHUM 3aMECTUTETIEM, BBIOPAHHBIM U3 IPYyMIIbI, cocTosei u3 C1-C6 ankuna
Y TAJIOTEHA;

R? MpeICTaBIISIET COOOM

C1-C10 ankui, He3aMEIICHHbBIN WIK 3aMELIEHHbIN [0 MEHBIIIEH MEPE OJTHUM 3aMECTUTEIIEM,
BBIOPAHHBIM U3 CPYIIIbL, cocTOsIIEH U3 ranoreHa, C1-C6 ankokcu, C3-C7 UUKIIOATKUIIOM,
KOTOPBIH MOkeT ObITh 3amertiéH C1-C4 ankunom, peraunom, ogHolt C4 MOHOIMKINIECKOM
HEHACBHILLIEHHON TeTepOLUMKIMYECKOMN IrpynIon, coaepxaien 1 rerepoaToM, BBIOpaHHBIN U3
KHCJI0pOJa U CEPHI,

C3-C7 uMKJI0aJIKUII, HE3aAMEIICHHBIN WIIM 3aMEIIEHHBIN 1-2 pa3a 1o MEeHbIIIEH Mepe OJHUM
3aMECTUTENIEM, BEBIOpAHHBIM U3 T'pyMIbl, cocrosied u3z C1-C6 ankuna, rajgorena, C1-C6
ranoreHankuna, C3-C6 nukioankuia,

C2-C6 ankeHM, He3aMeIIeHHBIN WIIN 3aMEIeHHBIN TaJIOT€HOM,

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3bIO LIMKIJIOATIKUII, HE3aMeIlleHHBIN UIIN 3aMeIlleHHbIN
1-3 paza C1-C6 ankuiiom,

WIIN

C3-C10 MOHOUMKIIMUECKYIO U OUIMKIIMYECKYIO HACBIIIIEHHYIO UM HEHACHIIIEHHYIO
FeTePOLMKIIMYECKYIO TPYIIY, CoAepkKaIlyko 1-3 OAMHAKOBBIX UM OTJIUYHBIX IPYT OT ApYyra
reTepoaTomMa, BRIOpaHHBIX U3 a30Ta, KUCIOPOa U CEPhI, KOTOpas He 3aMelleHa WU 3aMeIlieHa
C1-C6 amxuiiom;

X mpeacTaBisieT coboit

N nnu

CR3 , e R’ MpeICTaBIIsIeT coOOM
BOAOPON,
rajiorex,
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MAHO,

C1-C6 axxui, He3aMelIeHHbBIN WK 3aMelneHHb C1-C6 ajakokcen,

C2-C6 anKuHWII, 3aMEIICHHBIN 110 MEHbIIIEH MEpe OJTHUM 3aMECTUTENIEM, BHIOPAHHBIM U3
rpynmsl, cocrosimeit u3 C1-C6 ankuiia, KOTOpbIA MOXKET ObITh 3aMell€H ruapokcu, C1-C6
anKokcu, mupuanauia, C3-C6 nukiioaakuia, KOTOPbI MOXKET ObITh 3aMeIEH THAPOKCH, N-
C1-C6 anxunmupazonuia, N-C1-C6 alkumuMuaa3oiuia, MopQpoIMHUIA, TETPpAaruIponupaHmuia
u umuazo(1,2-b)mmpunasunniia,

C1-C6 ankokcH, He3aMEeIeHHbIN UITH 3aMEeIIeHHBIN TeTparuapodypaHoM,

n IMPeJCTaBISET COOOI 1eI0e YNCIIo, uMerolee 3HaueHue ot 0 10 3,

IIPpU 3TOM, KOI'Ia n UMCCT 3HAYCHUC 2umu 3, Rl MOI'YyT OBITH OJMHAKOBBIMU UJIHU OTIIMYHBIMH

JIPyT OT Apyra.
2. Crniocob o 1. 1, riae B popmyite (I)

A mipencTaBisieT co00i MMpa30iInil, 3aMEIIEHHbIN N-KOJIMYECTBOM 3aMeCTUTENIEH Rl;

R1 MpeCTaBIIsSIeT OO0

raJjioreH;

UAHO;

C1-C6 anmkui1, KOTOPBIM MOKET OBITh 3aMellieH rajoreHoM uinu C1-C4 akokcy;

C3-C7 uuKiI0aIKumI,

dheHusT; uim

C4 MOHOLMKJTMYECKYIO HEHACBHIIIEHHYIO T€TEPOUUKINYECKYIO TPYIIY, COIEPKAIILYIO OJIMH
aTOM KHCJIOPO/1a WM OJUH aTOM CEPBI;

R? MPEACTABIISIET COOOM

muHelHb C1-C6 ankui uiau pa3BeTBieHHbIN C3-C8 akuil, KOTOPBIN MOXKET OBITh 3aMeIleH
rajoreHoM, C3-C7 UKIIOATTKUIIOM, KOTOPbI MOXKeT ObITh 3amertieH C1-C4 ankuiioMm, heHUIoMm,
C1-C4 ankokcu uimu ogHo C4 MOHOIMKJIMYECKON HEHACBIIIEHHON Te€TEPOLMKINYECKON
TPYNIION, COAEpKAIIEH OJIMH aTOM KHCIIOPO1a UM OOUH aTOM CEPBI;

C3-C7 1MKIJIOAIKUI, KOTOPBIH MOXKET OBITh 3aMeltieH rajioreHoM, C1-C4 aTkuioM, TajioreHo
C1-C4 anxunoM unu C3-C5 HUKIOAIKUIOM;

C2-C6 ankeHWs1, KOTOPBIM MOXKET OBITH 3aMEIIEH TaJIOT€HOM; WU

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3bIO LIUKIIOAJIKUII, KOTOPBIA MOXET ObITh 3aMelleH
C1-C4 anxuiom;

X mpencrasiser coooi

N wiu

CR? , TIIe R? MpeJICTaBIISIET COOOM

BOJIOPOZ;

TaJIOTEH;

C1-C6 anxui;

C2-C4 ankuHui1, KOTOPBIN 3aMEILICH:

C1-C6 ankuiioMm, KOTOPbIA MOKET ObITh 3aMEIleH THIPOKCH,

C3-6 NUKIIOATKUIIOM, KOTOPBIN MOXKET OBITh 3aMEIIeH TUIPOKCH,

N-C1-Cé6-ankunmupa3zommiom, N-C1-Co-aakunmMuaa3omiaoM, MOpGOIHHUAIIOM,
TETPpAruAPONUPAHUIOM U UMHUAA30(1,2-b)IuprIa3uHUIIOM; UITA

C1-C4 ankokcu, KOTOPBIN MOXKET OBITh 3aMEIIeH TeTparuapodypanom; u

n NpeacTaBiIsieT coOoi 1eoe Yucio, uMerolee 3HaueHue 1 wi 2,

Py 3TOM, KOTJ]a N UMEET 3HAUCHHE 2, R! MOTYT OBITh OJIMHAKOBBIMHU WK OTIIMYHBIMU
JIpyT OT Apyra.
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3. Criocob o m. 1, rae coeqMHeHue, mpeacraBieHHoe hopmydior (1), UM ero OCHOBHO-
aJITMTUBHAS WM KUCIIOTHO-A/JIMTUBHAS COJIb MPEJICTABIISIET COOON COeTUHEHUE,
npeacrasieHHoe ¢popmydori (II) Huke, UM ero OCHOBHO-AUIUTUBHAS UJIM KUCIIOTHO-
aJUTMTUBHAS COJIb:

RY

10 _N
o)
NH, NH

(1 1)
NT X
\x

5 l

= N/
A
R2
20 rae R! npencrasisier coGoit
rajioreH;

IMaHO;
C1-C6 ankuii, KOTOPBIM MOKET OBITh 3aMEIIEH T'aJIOT€HOM;
C3-C7 uuKiI0aIKuiI,
25 benut; umm
C4 MOHOIMKINYECKYIO HEHACHIIIIEHHYIO T€TEPOLMKINYECKYIO TPYIIIY, COASPKAIILYIO OJUH
aTOM KMCJIOPO/JIa WIIM OJIMH aTOM CEPBbI;

R? MPEACTABIISIET COOOM

muHelHb C1-C6 ankui uiaum pa3BeTBieHHbIN C3-C8 ajkuil, KOTOPbIN MOXKET OBITh 3aMeIleH
rajoreHoM, C3-C7 UKIIOATTKUIIOM, KOTOPBI MOKeT ObITh 3amertieH C1-C4 ankuiioM, heHUIoMm,
C1-C4 ankokcu uiau ogHol C4 MOHOIMKINYECKOM HEHACHIIIIEHHOM FeTePOIUKINYECKON
CPYIIIOM, COAEPKAIENA OAMH ATOM KUCIOPO/1a WU OOUH ATOM CEPBI;

C3-C7 1MKIJIOATKWI, KOTOPBIA MOXKET OBITh 3aMeltieH rajioreHoM, C1-C4 aTkuioM, TaioreHo
C1-C4 anxunoMm unu C3-C5 HUKIIOAIKUIOM;

C2-C6 ankeHW1, KOTOPBIM MOXKET OBIThH 3aMEIIEH TaJIOTeHOM; WU

C4-C12 cBsi3aHHBIM MOCTHUKOBOM CBS3bIO IIUKJIOAIKUIT;

X mpeAcTaBisieT coOom

N unm

30

35

CR?, rze R? MPEeJICTABIISIET COOOM

BOJIOPOZ;

raJiorex;

C1-C4 anxu;

C2-C4 ankuHWiI, KOTOPbIF 3aMEIIIEH:

C1-C6 ankuiiom, KOTOPbIH MOKET ObITh 3aMEIlIeH TUAPOKCH,

C3-C6 UMKJI0ATKUIIOM, KOTOPBIM MOKET OBITh 3aMeIeH TUIPOKCH,

N-C1-C6-anxunmupazomuiioM, N-C1-C6-anKummMuaa3zoauioM, MOPQPOITHHUIIOM,
TeTPAruapONUPAHUIIOM U ; UITU

40

45
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C1-C4 anxoxkcu; u
n IpeACTaBIsieT COOON 1eJI0e YUCIIO, UMEIoIIee 3HaUeHue 1 wiu 2,

1
IIPU 3TOM, KOTJIa n UMeeT 3HaueHue 2, R* MoryT ObITh OJIMHAKOBBIMU WJIM OTIMUHBIMHU

JIPyT OT Apyra.
4. Cnioco6 mo 1. 3, re B popmysie (II)

R! MPEACTABIISIET COOOM

rajioreH,

MAaHO WUJIU

C1-C4 ankui1, KOTOPBIM MOKET OBITH 3aMEIeH TaJJOr€HOM;

R® MPEACTABIISIET COOOM

nmuHeriHbIl C1-C4 ankuil, KOTOpbI MOKeT ObITh 3aMertieH C3-C7 UKI0aTKUIIOM;

pasBeTBiIeHHbIN C3-C6 ankuil, KOTOPBIM MOXET OBITh 3aMellieH rajnoreHom, C3-C7
LUKJIOATKUIOM, OJIHOM C4 MOHOLUMKIIMYECKOW HEHACBIIIEHHOM IeTEPOLMKIMYECKOM IPYIIOH,
cozepxalier oguH atoM cepbl, Wik C1-C4 ankokcu;

C3-C7 uMKI0aJIKWI, KOTOPbIN MOXKET OBITh 3aMellieH rajjoreHoM, C1-C4 ankunom unu C3-
C5 IUKI0aIKUIOM;

C2-C6 anmkeHUI1, KOTOPBIM MOXKET OBITh 3aMEIIeH TaJIOTeHOM; UJTU

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3BIO LIMKJIOATIKUII, BEBIOpAHHBIN U3 OUuKiIo[1.1.1]
neHTaH-1-wia u ounukiio[2.2.1]renran-2-una;

X mpencrasisger coooi

N umm

CR?, rze R? MPeJICTABIISIET COOOM

BOJIOPOJ; WIN

C2-C4 ankuHui1, KOTOPBIN 3aMEIICH:

C1-C6 aIKuIIOM, KOTOPBIA MOKET OBITh 3aMEIIEH T'MIPOKCH,

C3-C6 mMKII0AJIKUIOM, KOTOPBIM MOXKET OBITh 3aMEIIeH THIPOKCH,

N-C1-C6-ankunmupa3zomiom, N-C1-Co-aakunmMuaa3omiaoM, MOpGOIHHUAIIOM,
TETPATUIPOIIUPAHUIIOM U ; U

n PEJCTaBISIET COOOM LETT0e YUCIIO0, UMEIOLIIee 3HaAUeHHE 1.

5. Cnioco6 no 1. 1, rae coequHeHue, npeacraBieHHoe Gopmyoit (1), uim ero OCHOBHO-
aJIUTUBHAS WM KUCIOTHO-aJAUTUBHAS COJIb IIPEJICTABISIET COOOM COeTMHEHKE,
npeacTtaBiieHHoe popmyroi (IX) Huxke, UM €ro OCHOBHO-aJIMTUBHAS UJIU KUCIIOTHO-
aJJIMTUBHAS COJIb:
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(1X)
rue R! npeacraBisieT coool rajgoreH M C1-C4 anku;

R? MPEACTABIISIET COOOM

pa3BeTBiIeHHBIN C3-C6 ankui, KOTOPbIA MOXKET ObITh 3aMelllieH rajoreHoM uinm C3-C5
UKJIOAJIKUIIOM;

C3-C5 uyKII0aJIKuI, KOTOPBIA MOXeET ObITh 3ameltieH C1-C4 aakuinom; uiu

ouukIIo[2.2.1|renran-2-ui; u

X mpencrasiser coooi

N unu

CR? , TIe R? MpeJICTaBIISIET COOOM

BOJOPO/; UIIH

STUHWJI WIM TPONUHUII, KOTOPBINA 3aMEIIEH:

C1-C4 ankuiioMm, KOTOPBIHA MOXKET ObITh 3aMEIlIeH THAPOKCH,

C3-C5 uMKI0aJIKUIOM, KOTOPbIN MOXKET ObITh 3aMEILIEH TUIPOKCH,

N-C1-Cé6-ankunmupazonusioMm, N-C1-C6-aIKkuIMMUIa30IUIOM, MOP(POIMHUIIOM,
TETPATUAPONIUPAHUIOM U UMUAA30(1,2-b)TMPUIA3UHUIIOM.

6. Crioco6 mo 1. 5, rae B popmyite (IX)

R! MPEACTABIISIET COOO OPOM WIIU METUIT;

R? MpeICTaBIISIET COOOM

pa3BeTBieHHBIN C3-C6 alIKujI, KOTOPBIA MOXKeT ObITh 3aMeleH propom uiu C3-C5
UKJIOAJIKUIIOM, WJIN

C3-C5 uMKIIOAJIKUI, KOTOPBII MOXKET OBITh 3aMEIeH METUIIOM; U

X mpeAcTaBiisieT coOom

N unm

CR?, rue R MpEACTaBIISIET COOON BOJOPOA.

7. Crioco6 a1t npoUIaKTUKHY UM JIEUEHHS 3]I0KaYECTBEHHOM OTyXO0JIU, OTIOCPEI0BaHHOMN
IMOBBILIEHHON aKTUBHOCTBIO RET, BKITIOUaromuili BBEI€HUE MALMEHTY COCIMHEHUS,
npeacTaBIIeHHOTO hopmyroi (I) HUXKe, WM ero OCHOBHO-aZIMTUBHOM WU KUCIIOTHO-
AJIUTUBHON COJIU:
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e A npeaACTaBIACT 0060171 IMUPa30JInJI, SaMeLHeHHbeI N-KOJIMYECTBOM 3aMECTUTEIIEN Rl;

R! MPEACTABIISIET COOOM

raJioreH,

MAHO,

C1-C6 ankui1, He3aMeIleHHBIN UIIW 3aMEIICHHBIM 10 MEHBIIIeH MEPe OTHUM 3aMECTUTEIEM,
BBIOpPAHHBIM W3 T'PYIIBI, cocTosIIel u3 rajgoreHa u C1-C6 aakokcw,

C3-C7 nMKJIOAJIKWI, HE3AMEILIEHHBIN WM 3aMEIIEHHBIN IO MEHBIIIEH MEPE OJTHUM
3aMEeCTUTENIEM, BBIOPAHHBIM U3 TpYIIbI, cocTosel 3 C1-C6 ankuia v rajioreHa,

C6 apoMaThUeCcKuil yIiIeBOo10PO, 3aMEILIEHHbBIN 110 MEHbBIIIEH Mepe OJTHUM 3aMECTUTEIIEM,
BBIOPAHHBIM U3 Ipymbl, cocTosiiei 3 C1-C6 ankuiia v rajioreHa; uiu

C4 MOHOIMKIIMYECKYIO HEHACBIIIIEHHYIO TETEPOLMKIIMYECKYIO TPYIIY, COAepKallyio 1
reTepoaToM, BEIOpAHHBIN U3 KUCIIOPOAA U CEPhl, KOTOpas He 3aMelleHa UK 3aMelleHa o
MEHbIIIeN Mepe OJTHUM 3aMECTUTEIIEM, BBIOPAHHBIM U3 IPYMIIbI, cocTosel u3 C1-C6 ankuna
Y TaJIOreHa;

R2 MIpeCTaBIISIET COOOM

C1-C10 ankwui, He3aMEIIEHHBIN WX 3AMEIICHHBIN IT0 MEHBIIIEH MEPE OHUM 3AMECTUTEIIEM,
BBIOpPAHHBIM U3 TPYIIIIBI, cOCTOsIIEH U3 rajoreHa, C1-C6 ankokcu, C3-C7 QUKIIOATKUIIOM,
KOTOPBII MOeT ObITh 3ametéH C1-C4 ankuiioM, peHunom, ogaoi C4 MOHOIMKITUIECKON
HEHACBIIIEHHON reTepOUUKIMYECKOM IPYIINON, cofiepxkaiiiei 1 rerepoaToM, BEIOpAHHBIN U3
KHUCJI0pO/ia U CEPHI,

C3-C7 nMKI0aJIKNII, HE3aMELEHHBIN WY 3aMEICHHBIN 1-2 pa3a 1o MeHbIIEN Mepe OTHUM
3aMECTHUTENIeM, BEBIOpaHHBIM U3 TPYMIbI, coctosied u3z C1-C6 ankuna, rajgorena, C1-C6
ranoreHankuna, C3-C6 nukioankKuia,

C2-C6 ankeHu, He3aMEICHHBIN WM 3aMEIICHHBIN raJIOFeHOM,

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3bI0 IUKIOAIKMII, He3aMeIIeHHBIN WX 3aMeIllcHHbBIN
1-2 paza C1-C6 ankuiiom,

WIIN

C3-C10 MOHOUMKIIMYECKYIO WIM OULMKIMYECKYIO HACBIIIEHHYIO WJIM HEHACHIIEHHYIO
FEeTePOLMKIMUECKYIO TPYIITY, COAEPKAILYIO 1-3 OIMHAKOBBIX UJIM OTJIMYHBIX IPYT OT Apyra
reTepoaToma, BBIOpaHHBIX U3 a30Ta, KUCTIOPOAA U CEPBL, KOTOPAS HE 3aMElIeHA WU 3aMellleHa
C1-C6 amxuiiom;

X mpeacTaBisieT coboit

N nnu

CR3 , TIe R’ MIpeJICTaBIIsIET COOOM
BOJIOPO/T,

rajorex,

[[MaHo,
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C1-C6 anxui, He3aMelleHHbIN WK 3aMmeltieHHbIn C1-C6 ajakokcy,

C2-C6 ankeHW1, 3aMEICHHBIN 110 MEHbIIIEH MEPE OJTHUM 3aMECTUTENIEM, BBIOPAHHBIM U3
rpynibl, coctosei u3 C1-C6 ankuna, KOTOPbI MOXKeT ObITh 3aMeIéH ruapokcu, C1-C6
anKkokcu, mupuanauia, C3-C6 uukiioankuia, KOTOPbI MOXKET ObITh 3aMEIEH TUAPOKCH, N-
C1-C6 ankunnupaszonuia, N-C1-C6 ankumuMuaa3ouia, MopQpoIMHUIA, TETPAruIponupaHuia
v umuaaso(1,2-b)nmupuaazunuia,

C1-C6 ankokcu, He3aMeIIeHHBIN WK 3aMelIeHHBIN TeTparuapogypaHom,

n MpeacCTaBIseT cCOOOM IeJTIoe YUCIIO, MMeroltee 3HaueHue oT 0 10 3,

IIPY 3TOM, KOTJa N UMEET 3HAYEHUE 2 WIIH 3, R! MOTYT ObITh OJIMHAKOBBIMH WJIM OTJIMYHBIMHU
JIpyT OT Apyra.

8. Crtoco0 1o 1. 7, T/1e CoeAMHeHue, pencTaBieHnoe Gpopmynoii (1), M ero OCHOBHO-
aJUIMTUBHAS MJIM KUCJIOTHO-/1IMTUBHASI COJIb IIPEACTABIISET COOOH COeIMHEHME,
npencrasienHoe popmyoit (II) Huxe, UM ero OCHOBHO-aAIMTUBHAS UM KUCIOTHO-
aJlTMTUBHAS COJIb:

RY

7 7*NH
/
—N
o)
NH, NH

(1 1)
NT X
\x

— /
N N
Va2
rue R! MIPEICTaBIISIET COOOM
rajorex;

MaHO;
C1-C6 ankuii, KOTOPBIM MOKET OBITh 3aMEIIEH TaJIOT€HOM;
C3-C7 uuKiI0aIKuiI,
heHuIT; nIn
C4 MOHOIMKIMYECKYIO HEHACHIIIIEHHY IO T€TEPOLMKINYECKYIO ITPYIIIY, COAEPKAIILYIO OJUH
aTOM KHCJIOPOJa WIIM OJIMH aTOM CEPBHI;

R? MPEACTABIISIET COOOM

muHerHb C1-C6 anku uiau pa3BeTBiaeHHbIN C3-C8 ajkuil, KOTOPBINM MOXKET OBITh 3aMeIleH
rajoreHoM, C3-C7 UKIIOATTKUIIOM, KOTOPBI MOKeT ObITh 3amertieH C1-C4 ankuiioM, GeHUIoMm,
C1-C4 ankokcu uiau ogHol C4 MOHOIMKINYECKOM HEHACHIIIIEHHOM MeTePOIUKINYECKON
CPYIIIOM, COAEPKALIENA OAUH ATOM KUCIOPO/1a WU OOUH ATOM CEPBI;

C3-C7 1MKIJIOAIKUI, KOTOPBIH MOXKET OBITh 3aMeltieH rajioreHoM, C1-C4 aTkuioM, TajioreHo
C1-C4 anxunoMm unu C3-C5 HUKIOAIKUIOM;

C2-C6 ankeHW1, KOTOPBIM MOXKET OBITH 3aMEIIEH TaJIOTeHOM; WU

C4-C12 cBsi3aHHBIM MOCTHMKOBOM CBS3bIO IIUKJIOATIKUIT;

X mpencraBisieT cobor

N unm
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CR?, re R? MIPEeJICTABIISIET COOOI

BOJOPOJ;

rajioret;

C1-C4 anxun;

C2-C4 ankuHWiI, KOTOPbIF 3aMEILIEH:

C1-C6 ankuiiom, KOTOPbIA MOKET ObITh 3aMEILIEH TUAPOKCH,

C3-C6 MKI0ATKUIOM, KOTOPBIN MOXKET OBITh 3aMEIIeH THIPOKCH,

N-C1-Co6-ankunmupazoiuiioMm, N-C1-C6-aaIkuIMMUIa30IUIOM, MOP(OIMHHUIIOM,
TETPAruApONUPAHUIOM U uMUAa30(1,2-b)nmupuaasuHuinoM; uim

C1-C4 anxokcu; u

n IMPEeJCTaBISAET COOOI TeJT0e YUCII0, UMEroIee 3HaYeHue 1 wim 2,

IIPHU 3TOM, KOI'’Ja n UMECT 3HAYCHUC 2, Rl MOI'YT OBITh OJWMHAKOBBIMHU UJIN OTIIMYHBIMU

JIPyT OT Apyra.
9. Cnioco6 no 1. 8, rae B popmyiie (II)

R! MIPEACTABIISIET COOOM

rajiores,

IUAHO WUIIU

C1-C4 ankui1, KOTOPBIM MOKET OBITH 3aMEIIeH TaJJOreHOM;

R® MIPE/ICTABIISIET COOOIA

nmuHerHbIN C1-C4 ankuil, KOTOPbI MOXeT OBITh 3aMerieH C3-C7 UKI0ATKUIIOM;

pa3BeTBieHHBIN C3-C6 anKui, KOTOPBIA MOXKET ObITh 3aMellieH rajorenom, C3-C7
LUKJIOATKUIOM, OJIHOM C4 MOHOLUMKIIMYECKOW HEHACBIIIEHHOM IeTEPOLMKIMYECKOM IPYMIIOH,
cozepxatier oguH atoM cepbl, Wi C1-C4 ankokcu;

C3-C7 uMKI0aJIKWI, KOTOPbIN MOXKET ObITh 3aMellieH rajjoreHoM, C1-C4 ankunom unu C3-
C5 UMKIIOAIIKUIIOM;

C2-C6 ankeHUII, KOTOPBIM MOXKET OBITh 3aMEIIeH TaJJOTeHOM; W

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3bIO LIUKJIOAJIKWII, BEBIOpAHHBIN U3 OUMKiIo[1.1.1]
neHTaH-1-wia u ounukiio[2.2.1]renran-2-una;

X mpeAcTaBiisieT coOom

N unu

CR?, rze R? MPEeJICTABIISIET COOOM

BOJOPO/I; WU

C2-C4 ankuHui, KOTOPBIN 3aMEIIICH:

C1-C6 ankuiioMm, KOTOPbIHA MOXKET ObITh 3aMEIlIeH THAPOKCH,

C3-C6 mMKII0AJIKUIOM, KOTOPBINM MOXKET OBITh 3aMEIIeH THIPOKCH,

N-C1-C6-anxunmupazommioM, N-C1-C6-anKummMHuIa30IuioM, MOPQOITHHUIIOM,
TETPAruAPONUPAHUIOM U UMHUIA30(1,2-b)Iupr1a3uHUIIOM; U

n MPeJICTaBISET COOOI TeTT0e YUCIIO0, UMEIoIIee 3HaYeHME 1.

10. Cioco0 1o 1. 7, rae coeauHenue, mpeacrasieHHoe popmysnoi (1), Ui ero OCHOBHO-
aJUIMTUBHAS UK KUCIIOTHO-aJIIUTUBHAS COJIb MPEACTABIISIET COOOM COeIMHEHME,
npencraBieHHoe popmysioii (IX) HuKe, UK ero OCHOBHO-aIUTUBHAS UM KUCJIOTHO-
aqIUTHUBHAS COMb:
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(IX)
rae R! npeacTaisieT codor rajgored uinm C1-C4 ankun,

R® MIPEACTABIISIET COOOM

pa3BeTBieHHBIN C3-C6 ankui, KOTOPbIA MOXKET ObITh 3aMellleH rajoreHoM i C3-C5
HUKJIOAJIKUIIOM;

C3-C5 uuKI0aJIKuI, KOTOPBIA MOXET ObITh 3ameltieH C1-C4 aakuinom; wiu

ounukio[2.2.1]rentaH-2-wi; U

X mpencraBisieT cobor

N wim

CR?, rze R? MPeJICTABIISIET COOOM

BOJOPOJ; WU

STUHWJI UJIM TTPOTIMHUII, KOTOPBIN 3aMellIeH

C1-C4 ankuiiom, KOTOPbIHA MOXKET ObITh 3aMEIlleH THAPOKCH,

C3-C5 mMKII0aJIKUIOM, KOTOPBINM MOXKET OBITh 3aMEIIeH THIPOKCH,

N-C1-C6-anxunmupazommioM, N-C1-C6-anKummMuIa3oauioM, MOPQOITHHUIIOM,
TETPAruAPONUPAHUIOM U UMHUIA30(1,2-b)iupria3uHUIIOM.

11. Crioco6 1o 1. 10, rie B hopmye (IX)

R! MPEICTABIISIET COOON OPOM MU METHUIT;

R? MPEACTABIISIET COOOM

pa3BeTBiIeHHBIN C3-C6 ankuj, KOTOPbIA MOXeT ObITh 3aMelieH propom umu C3-C5
UUKJIOAJIKWIIOM, WJIU

C3-C5 uMKII0AJIKUI, KOTOPBI MOXKET OBITh 3aMEIIEH METUIIOM; U

X mpeAcTaBisieT coOor

N wim

CR?, rpe R MpeACTaBIISIET COOOM BOJIOPOI.

12. TTpuMeHeHre CoeaqUHEHMS], TIPeACTaBIeHHOTO (hopmyiton (I) HUXKe, UK ero OCHOBHO-
AJIMTUBHOM WJIM KUCIIOTHO-AJIUTUBHOM COJIU U1l IOJIy4YEHUS JIEKAPCTBEHHOI'O CPEICTBA,
uHrnoupyromero RET:
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NH, O —NH

N X \ (D
y X
N \
RZ
rac A HpeZ[CTaBJ'ISIeT C06OI71 HI/IpaSOJ'II/IJ'I, SaMeLL[eHHI)IFI N-KOJIMUYECTBOM 3aMECTUTEJIEU Rl;

R! MPEACTABIISIET COOOM

raJioTeH,

UAHO,

C1-C6 ankui, He3aMEILIEHHBIN UM 3aMEIIEHHBIN 10 MEHBIIIEH MEPE OHUM 3aMECTUTENIEM,
BBIOPAHHBIM U3 TPYNIIBL, cocTOsMel u3 rajgorena u C1-C6 aakokcH,

C3-C7 uMKJI0AKWII, HE3AMELIEHHbBIN WIK 3aMEILIECHHBIN 110 MEHBIIER MEPE OJITHUM
3aMEeCTHUTENIEM, BBIOpAHHBIM U3 T'PYIIIbI, cocTosel nu3 C1-C6 ankuiia v rajioreHa,

C6 apoMaTHUeCKUil YTIIeBOI0PO/, 3aMEIIIEHHBIN IO MEHbIIIEH Mepe OJTHUM 3aMECTUTEIIEM,
BBIOpAHHBIM U3 I'PYIIIbIL, cocTosie u3 C1-C6 ankuiia U rajJoreHa; uiu

C4 MOHOIMKITMYECKYIO HEHACHIIIIEHHYIO TETEPOLMKIIMYECKYIO TPYIIY, COAepX)allyio 1
reTepOoaTOM, BBIOPAHHBIN U3 KUCIOPOIA U CEPBI, KOTOPAs HE 3aMelleHa WM 3aMelleHa 10
MEHbIIEH Mepe OTHUM 3aMECTUTENIEM, BBIOPAHHBIM U3 TPYIIbI, cocTosien u3z C1-C6 ankuna
Y TaJIOTEHA;

R? MPEACTABIISIET COOO

C1-C10 ankwui, HE3aMEILIEHHBIN WX 3aMEILIEHHBIN ITO0 MEHBILIEH MEPE OJTHUM 3AMECTUTEIIEM,
BBIOpPAHHBIM M3 TPYIIIBI, cOcTosIIeH U3 rajgoreHa, C1-C6 ankokcu, C3-C7 HMKIOAIKUIOM,
KOTOPBII MOkeT ObITh 3aMmetéH C1-C4 ankuiioM, peHunom, ogaom C4 MOHOIMKITUIECKON
HEHACBIIIEHHOM reTepOUKINYECKOM TPYIINOM, cofiepxkaIiei 1 rerepoaToM, BEIOpaHHBIN U3
KUCJI0pOJa U CEPHI,

C3-C7 umMKI0anKuil, He3aMEILEeHHbIN WX 3aMEIEHHBIN -2 pa3a 110 MEeHbIIIEeN Mepe OHUM
3aMECTHUTEIIEM, BBIOpaHHBIM M3 T'PpyNIbl, cocrosied n3z C1-C6 ankuia, rajgorena, C1-C6
ranoreHankuina, C3-C6 mukiIoanKuia,

C2-C6 anxkeHm, He3aMeIEeHHBIN WIIM 3aMEIeHHbBINA raJIOreHOM,

C4-C12 cBs13aHHBIM MOCTUKOBOM CBSI3bI0 IUKJIOAIKMII, HE3aMeIIeHHBIN WX 3aMeIlcHHBIN
1-2 paza C1-C6 ankuiiom,

WU

C3-C10 MOHOUMKIIMYECKYIO WIM OULMKIMYECKYIO HACBIIEHHYIO U1K HEHACHIIIEHHYIO
FeTePOIMKIIMUECKYIO TPYIITY, COAEPKAITYIO 1-3 OIMHAKOBBIX UJIM OTJIMYHBIX IPYT OT Apyra
reTepoaToma, BBIOpaHHBIX U3 230Ta, KUCTIOPOAA U CEPBI, KOTOPAs HE 3aMElIeHa WU 3aMellleHa
C1-C6 agxuioMm;

X mpencrasiisieT cobor

N unm

CR?, rpe R MpEeACTAaBIISIET COOOM
BOJIOPO/I,

rajoreH,

IIUAHO,
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C1-C6 anxui, He3aMelleHHbIN WK 3aMmeltieHHbIn C1-C6 ajakokcy,

C2-C6 ankeHW1, 3aMEICHHBIN 110 MEHbIIIEH MEPE OJTHUM 3aMECTUTENIEM, BBIOPAHHBIM U3
rpynibl, coctosei u3 C1-C6 ankuna, KOTOPbI MOXKeT ObITh 3aMeIéH ruapokcu, C1-C6
anKkokcu, mupuanauia, C3-C6 uukiioankuia, KOTOPbI MOXKET ObITh 3aMEIEH TUAPOKCH, N-
C1-C6 ankunnupaszonuia, N-C1-C6 ankumuMuaa3ouia, MopQpoIMHUIA, TETPAruIponupaHuia
v umuaaso(1,2-b)nmupuaazunuia,

C1-C6 ankokcu, He3aMeIIeHHBIN WK 3aMelIeHHBIN TeTparuapogypaHom,

n MpeacCTaBIseT cCOOOM IeJTIoe YUCIIO, MMeroltee 3HaueHue oT 0 10 3,

IIPU 3TOM, KOTJIa N UMEET 3HAUYCHUE 2 WU 3, R! MOTYT OBITh OJIMHAKOBBIMU WJIU OTJIMUHBIMU
JIpyr OT aApyra.

13. TIpuMeHeHre coeqUHEHMS], TTPEACTAaBICHHOTO (popmyiton (I) HUXe, UK ero OCHOBHO-
aIMTUBHOM WJIM KUCIIOTHO-AJIUTUBHOM COJIU ISl ITIOJIy4YEHUS JIEKAPCTBEHHOI'O CPEICTBA,
00J1a/1a101IETO MPOTHUBOOIYXOJIEBOM AKTUBHOCTbIO, OITOCPETOBAHHOMN MOBBIIIIEHHOMN
akTUBHOCTBHIO RET:

|
NH, O —NH

NT X \ D
[ X
N \
R2
rae A mpeacTaBisieT coOOoM MUPa30JInil, 3aMEIIEHHBIN N-KOJIMYECTBOM 3aMECTUTEIICH Rl;

R! MPEACTABIISIET COOOM

raJioTeH,

MAHO,

C1-C6 ankui1, He3aMeIleHHBIN UITW 3aMEIIEHHBIM 10 MEHBIIIeH MEPE OJHUM 3aMECTUTEIEM,
BBIOpAHHBIM U3 TPYIIIIBI, cOCTOsIIEH u3 rajoreHa u C1-C6 ankoxcw,

C3-C7 yMKIJI0AJIKWI, HE3AMEILIEHHBIN WM 3aMENIEHHBIN 10 MEHBIIIEH MEPE OJTHUM
3aMEeCTUTENIEM, BBIOpPAHHBIM U3 TpYIIbI, cocTosiel 3 C1-C6 ankuia v rajioreHa,

C6 apoMaTHUeCKUil YTII€BOIOPO, 3aMEIIIEHHbBIN IO MEHbIIIEH Mepe OJTHUM 3aMECTUTEIIEM,
BBIOpAHHBIM U3 I'PYIIIbI, cocTosiel u3 C1-C6 ankuiia u rajoreHa; uiu

C4 MOHOIMKIIMYECKYIO HEHACBIIIIEHHYIO TETEPOLMKIIMYECKYIO TPYIINY, COAepXKallyio 1
reTepoaToM, BEIOpAHHBIN U3 KUCIIOPOJA U CePhl, KOTOpas He 3aMelleHa UiIu 3aMelleHa 1o
MEHBbIIIEH Mepe OTHUM 3aMECTUTEJIEM, BEBIOpaHHBIM U3 TPYIILI, cocTosmei u3 C1-C6 ankuna
Y TAJIOTE€HA;

R2 MpeCTaBIISIET COOOM

C1-C10 ankwui, He3aMEIIEHHBIN WX 3aMEILICHHBIN ITO MEHBIIIEH MEPE OJHUM 3AMECTUTEIIEM,
BBIOpPAHHBIM U3 TPYIIIIBI, cOCTOsIMIeH U3 rajoreHa, C1-C6 ankokcu, C3-C7 HUKIOATKUIIOM,
KOTOPBII MOeT ObITh 3aMmeiéH C1-C4 ankuiioM, peHunom, ogao C4 MOHOIUMKITUIECKON
HEHACBIIEHHOM reTepOUKINYECKOM IPYIINOM, cofiepxkKaliiei 1 rerepoaToM, BEIOpAHHBIN U3
KHCIIOPOJia U CEPBI,

C3-C7 uMKI0aJIKNII, HE3aMELEHHBIN WY 3aMEIEHHBIN 1-2 pa3a 1o MeHbIIEN Mepe OTHUM
3aMECTHUTENIEM, BBIOpaHHBIM U3 T'pyNIbl, cocrosieid u3z C1-C6 ankuia, rajgoreHa, C1-C6
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ranoreHankuna, C3-C6 nukioankunia,

C2-C6 anxkeHmn, He3aMeNIeHHBIN WIN 3aMEIeHHBIN TaJIOT€HOM,

C4-C12 cBs13aHHBIM MOCTUKOBOM CBSI3bIO LIMKIJIOATIKUII, HE3aMeEIlleHHBIN WUIIN 3aMEIlleHHbIN
1-2 paza C1-C6 ankuiiom,

15001

C3-C10 MOHOUIMKIIMYECKYIO WIM OUIMKIIMYECKYIO HACHIIIIEHHYIO UJIM HEHACHIIICHHYIO
FETePOLMKIIMUECKYIO TPYIITY, COAEPKAIYIO 1-3 OIMHAKOBBIX WJIM OTJIIMYHBIX IPYT OT Apyra
reTepoaTomMa, BRIOpaHHBIX U3 230Ta, KUCIOPOa U CEPhI, KOTOpas He 3aMelleHa WU 3aMellleHa
C1-C6 amxuiiom;

X mpejcTaBisieT coboit

N unu

CR? , e R’ MpeJICTaBIIsSIET COOOM

BOJOPOL,

raJIOreH,

UAHO,

C1-C6 anxui, He3aMelleHHbBIN WK 3aMeleHHbI C1-C6 ajgkokcy,

C2-C6 ankeHW1, 3aMEIICHHBIN 110 MEHbIIIEH MEPE OJTHAM 3aMECTUTENIEM, BBIOPAHHBIM U3
rpynmsl, cocrosimeit u3 C1-C6 ankuiia, KOTOpbIA MOXKET ObITh 3aMell€H ruapokcu, C1-C6
aJKOKCH, mupuauHuia, C3-C6 nMKI0aIKuia, KOTOPbIA MOKET ObITh 3aMEIIEH TUAPOKCH, N-
C1-C6 anxunmupazonuia, N-C1-C6 alkumuMuaa3oiuia, MopQpoIMHUIA, TETparuIponupaHuia
v umuazo(1,2-b)mmpunasunaniia,

C1-C6 ankokcH, He3aMEeIeHHbBIN MITH 3aMEeIIIeHHBIN TeTparuapodypaHoM,

N IMPeJCTaBISET COOOI 1eI0e YnCIIo, uMeroIee 3HaueHue ot 0 10 3,

IIPY 3TOM, KOTJa N UMEET 3HAYEHUE 2 WK 3, R! MOTYT ObITh OJIMHAKOBBIMH WJIK OTJIMYHBIMHU
JIpYT OT Apyra.

14. ITpumeHeHue coeAMHEHUS, TIpeacTaBIeHHOTO opmyJori (I) HUXe, UM er0 OCHOBHO-
aJITUTUBHON WJIM KUCITOTHO-aAUTUBHOM COJIU /71t uHruoupoBanusi RET:

A

|
NH, Ox,_—NH

| X
N \
R2
rae A nmpeactaBisieT coOOoM MUPA30JIUIL, 3aMEILIEHHBIN N-KOJIUYECTBOM 3aMECTUTEIICH Rl;

R1 MpeCTaBIIsSIET OO0

TaJIOTEH,

LIMAHO,

C1-C6 ankui, He3aMELICHHBIN WM 3aMELICHHBIN 10 MEHBILIEH MEpe OJJHUM 3aMECTUTEIIEM,
BBIOPAHHBIM U3 TPYIIIbI, cocTOsIIEH u3 raoreHa u C1-C6 ankoxcw,

C3-C7 1MKJI0AJKWJI, HE3aMEICHHbBIN WX 3aMEIICHHBIN 110 MEHBIIIEH MEPE OJTHUM
3aMECTUTENIEM, BBIOPAHHBIM U3 IpyIbl, cocTosiien 3 C1-C6 ankuiia v rajioreHa,

C6 apoMaTHUECKUii yITIEBOAOPO/I, 3aMEIIEHHBII 10 MEHBIIIEH MEPE OJTHUM 3aMECTUTEIIEM,
BBIOPAHHBIM U3 Ipymbl, cocTosimei 3 C1-C6 ankuiia v rajioreHa; uiu
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C4 MOHOIMKITMYECKYIO HEHACBIIIIEHHYIO TeTePOIUKIMUECKYIO TPYIIITY, CoIepKaIyio 1
reTepPOaTOM, BBIOPAHHBIN U3 KUCIOPOIA U CEPBI, KOTOPAs HE 3aMELIEHA WM 3aMEeLIEHA 10
MEHbIIIeN Mepe OJTHUM 3aMECTUTEIIEM, BBIOPAHHBIM U3 TPYMIIbI, cocTosel u3 C1-C6 ankuna
Y TAJIOTEHA;

R? MpeICTaBIIsSIET OO0

C1-C10 ankwui, He3aMEILICHHBIN WIX 3AMELICHHBIN IT0 MEHBIIIEH MEPE OHUM 3AMECTUTEIIEM,
BBIOPAHHBIM U3 CPYIIIbI, cocTOsIEH U3 raoreHa, C1-C6 ankokcu, C3-C7 QUKIOAIKUIIOM,
KOTOPBIN MOkeT ObITh 3aMmeIéH C1-C4 ankuinom, perannom, ogHolt C4 MOHOIMKINISCKOM
HEHACBHILLEHHON TeTepOLUMKIIMUYECKON IpynIon, coaepsxaiien 1 rerepoaToM, BBIOpaHHBIN U3
KHCJI0pO/ia U CEPHI,

C3-C7 uMKI0IKNII, HE3aMELEHHBIN WY 3aMEIIEHHBIN 1-2 pa3a 1o MeHbIIEH Mepe OTHUM
3aMECTUTENIeM, BEBIOpaHHBIM U3 TpyMNIbl, cocrosied u3z C1-C6 ankuna, rajgorena, C1-C6
ranoreHankuna, C3-C6 nukioankuia,

C2-C6 anxeHnn, He3aMeIIeHHBIN WIIN 3aMEIeHHBIN TaJIOT€HOM,

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3bI0 IUKJIOATIKMII, He3aMeIIeHHbBIN I 3aMellleHHbIN
1-2 paza C1-C6 ankuiiom,

WU

C3-C10 MOHOLMKIIMYECKYIO WIIM OULIMKIIMYECKYIO HACBILIEHHYIO WM HEHACHIIEHHYIO
FETePOLMKIMUECKYIO TPYIITY, COAEPKAIYIO 1-3 OIMHAKOBBIX UJIM OTJIUYHBIX IPYT OT Apyra
reTepoaToMa, BRIOpaHHBIX U3 a30Ta, KUCIOPOAa U CEPhI, KOTOpAs HE 3aMeIleHa WU 3aMeIlleHa
C1-C6 anxuiiom;

X mpeacTaBisieT coboit

N nnu

CR3 , TIe R3 MpeJICTaBIIsIeT cOOOM

BOAOPON,

rajiores,

1MaHo,

C1-C6 anxui, He3aMelleHHbBIN WK 3aMelneHHbI C1-C6 ajJkokcy,

C2-C6 ankeHuI1, 3aMEIICHHBIN 110 MEHBIIIEH Mepe OTHUM 3aMeCTUTEeIIeM, BBIOpaHHBIM U3
rpynmsl, cocrosimeit u3 C1-C6 ankuiia, KOTOpbIA MOXKET ObITh 3aMell€H ruapokcu, C1-C6
alIkokcH, mupuanauia, C3-C6 nukiioaakuia, KOTOPbI MOXKET ObITh 3aMeIEH THAPOKCH, N-
C1-C6 anxunmumpazomna, N-C1-C6 ankummMuia3onuia, MOpQOIMHUIIA, TETPAruAPOITMPAHUIIA
1 umuaazo(1,2-b)mmpunasunuia,

C1-C6 ankokcu, He3aMeIIeHHbIN WM 3aMEIIeHHBIN TeTparuapodypanom,

n MpeacTaBIsieT coOOOl 1eJIoe YUCIIo, uMerolee 3HaueHue ot 0 10 3,

TIPY 3TOM, KOT/Ia N UMEET 3HaUeHue 2 Uiu 3, R! MOTYT OBITh OJITMHAKOBBIMH WJIK OTJIMUHBIMHU
JIPyT OT Apyra.

15. TIpuMeHeHue coequHEeHMs], TPeACTaBIeHHOTO (popmyron (I) HUXKe, UK ero OCHOBHO-
aJTATUBHOM WJTM KUCITOTHO-AIMTUBHOMN COJIU JIJTSI MTPO(MITAKTUKY WJTH JICYCHUS
3JI0Ka4Y€CTBEHHOM OIyXOJIU, ONMIOCPEAOBAHHOMN MOBBIIIIEHHON aKTUBHOCThIO RET:
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|
NH, © NH

[ X
N \
RZ
rac A IpeaACTaBIACT CO6OI71 IMUPa30JInil, 3&M€U.[€HHI>II>1 N-KOJIMYECTBOM 3aMECTUTEIIEH Rl;

R! MPEACTABIISIET COOOM

raJioTeH,

UAHO,

C1-C6 ankui, He3aMEILIEHHBIN UM 3aMELIEHHBIN 10 MEHBIIIEH MEPE OHUM 3aMECTUTENIEM,
BBIOPAHHBIM U3 TPYIIIBL, cocTOsMIEl u3 rajgoreHa u C1-C6 aJkokcH,

C3-C7 1MKJIOAIKWII, HE3aMEILIEHHbBIN WIX 3aMEIICHHBIN 110 MEHBIIIER MEPE OJTHUM
3aMECTHUTEIIEM, BRIOpaHHBIM U3 TPYMIbI, cocTosed n3 C1-C6 ankuiia v raiorexHa,

C6 apoMaTHUeCKUil YTII€BOI0PO/, 3aMEIIIEHHBIN IO MEHbBIIIEH Mepe OJTHUM 3aMECTUTEIIEM,
BBIOpAHHBIM U3 I'PYIIbL, cocTosmie u3 C1-C6 ankuiia U rajJoreHa; uiu

C4 MOHOIMKIIMYECKYIO HEHACHIIIIEHHYIO TETEPOLMKIIMYECKYIO TPYIIY, COAepX)allyio 1
reTepOaTOM, BBIOPAHHBIN U3 KUCIOPOIA U CEPBI, KOTOPAs HE 3aMelleHa WM 3aMelleHa 10
MEHbIIEH Mepe OJTHUM 3aMECTUTEIIEM, BBIOPAHHBIM U3 TPYIIbI, cocTosmen u3z C1-C6 ankuna
Y TaJIOTEHA;

R? MpEACTABIISIET COOO

C1-C10 ankwui, HE3aMEILIEHHBIN WX 3aMEILIEHHBIN IT0 MEHBIIIEH MEPE OJHUM 3AMECTUTEIIEM,
BBIOpPAHHBIM W3 TPYIIIBI, cOcTosIIEeH U3 rajgoreHa, C1-C6 ankokcu, C3-C7 HUKI0AIKUIOM,
KOTOPBII MOeT ObITh 3aMmetéH C1-C4 ankuiioM, peHunom, ogaom C4 MOHOIMKITUIECKON
HEHACBIIIEHHOM reTepOUKIMYECKOM TPYIINOM, cofiepxkaiiei 1 rerepoaTom, BEIOpAHHBIN U3
KUCJI0pOJa U CEPHI,

C3-C7 uMKI0a1Kui1, HeE3aMEIEeHHbIN WX 3aMEIEHHBIN -2 pa3a 110 MEeHbIIIEeN Mepe OJHUM
3aMECTHUTEIIEM, BBIOpaHHBIM M3 T'PpyNIbl, cocrosied n3 C1-C6 ankuia, rajgoreHa, C1-C6
ranoreHankuina, C3-C6 mukiIoanKuia,

C2-C6 anxeHm, He3aMEIICHHBIN WIIM 3aMEIIICeHHBINA IaJIOFeHOM,

C4-C12 cBs13aHHBIM MOCTUKOBOH CBSI3bIO IUKIOAIKHII, HE3aMeIIeHHBIN I 3aMeIlleHHBIN
1-2 paza C1-C6 ankuiiom,

WU

C3-C10 MOHOUMKIIMYECKYIO WIM OULIMKIMYECKYIO HACBIIIEHHYIO U1K HEHACHIIEHHYIO
FEeTePOIMKIMUECKYIO TPYIITY, COAEPKAIIYIO 1-3 OIMHAKOBBIX WJIM OTJIMUHBIX APYT OT Apyra
reTepoaToma, BBIOpaHHBIX U3 a30Ta, KUCTIOPOAA U CEPBI, KOTOPAS HE 3aMEIIeHa WU 3aMellleHa
C1-C6 anxuiioM;

X mpencrasiisieT cobor

N unm

CR?, rpe R MpEACTABIISIET COOOM
BOZIOPO/I,
rajoreH,
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MAHO,

C1-C6 axxui, He3aMelIeHHbBIN WK 3aMelneHHb C1-C6 ajakokcen,

C2-C6 ankeHW1, 3aMEIICHHBIN 110 MEHbIIIeH MEPE OJTHUM 3aMECTUTENIEM, BHIOPAHHBIM U3
rpynmsl, cocrosimeit u3 C1-C6 ankuiia, KOTOpbIA MOXKET ObITh 3aMell€H ruapokcu, C1-C6
anKokcu, mupuanauia, C3-C6 nukiioaakuia, KOTOPbI MOXKET ObITh 3aMeIEH THAPOKCH, N-
C1-C6 anxunmupazonuia, N-C1-C6 alkumuMuaa3oiuia, MopQpoIMHUIA, TETPpAaruIponupaHmuia
u umuazo(1,2-b)mmpunasunniia,

C1-C6 ankokcH, He3aMEeIeHHbIN UITH 3aMEeIIeHHBIN TeTparuapodypaHoM,

n IMPeJCTaBISET COOOI 1eI0e YNCIIo, uMerolee 3HaueHue ot 0 10 3,

IIPpU 3TOM, KOI'Ia n UMCCT 3HAYCHUC 2umu 3, Rl MOI'YyT OBITH OJMHAKOBBIMU UJIHU OTIIMYHBIMH

JIpyT OT Apyra.
16. I[TpumeHenue 1o ar060My u3 1. 12-15, e B popmysie (1)

A mipencTaBisieT co00i MMpa30iInil, 3aMEIIEHHbIN N-KOJIMYECTBOM 3aMeCTUTENIEH Rl;

R1 MpeCTaBIIsSIeT OO0

raJjioreH;

UAHO;

C1-C6 anmkui1, KOTOPBIM MOKET OBITh 3aMellieH rajoreHoM uinu C1-C4 akokcy;

C3-C7 uuKiI0aIKumI,

dheHusT; uim

C4 MOHOLMKJTMYECKYIO HEHACBHIIIEHHYIO T€TEPOUUKINYECKYIO TPYIIY, COIEPKAIILYIO OJIMH
aTOM KHCJIOPO/1a WM OJUH aTOM CEPBI;

R? MPEACTABIISIET COOOM

muHelHb C1-C6 ankui uiau pa3BeTBieHHbIN C3-C8 akuil, KOTOPBIN MOXKET OBITh 3aMeIleH
rajoreHoM, C3-C7 UKIIOATTKUIIOM, KOTOPbI MOXKeT ObITh 3amertieH C1-C4 ankuiioMm, heHUIoMm,
C1-C4 ankokcu uiau ogHol C4 MOHOIMKIMYECKOM HEHACBIIIIEHHOM MeTePOUKINYECKOM
TPYNIION, COAEpKAIIEH OJIMH aTOM KHCIIOPO1a UM OOUH aTOM CEPBI;

C3-C7 1MKIJIOAIKUI, KOTOPBIH MOXKET OBITh 3aMeltieH rajioreHoM, C1-C4 aTkuioM, TajioreHo
C1-C4 anxunoM unu C3-C5 HUKIOAIKUIOM;

C2-C6 ankeHWs1, KOTOPBIM MOXKET OBITH 3aMEIIEH TaJIOT€HOM; WU

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3bIO LIUKIIOAJIKUII, KOTOPBIA MOXET ObITh 3aMelleH
C1-C4 anxuiom;

X mpencrasiser coooi

N wiu

CR? , TIIe R? MpeJICTaBIISIET COOOM

BOJOPO/I;

rajioreH;

C1-C6 anxui;

C2-C4 ankuHui1, KOTOPBIN 3aMEILICH:

C1-C6 ankuiiom, KOTOPbIH MOXKET ObITh 3aMEIlIeH THAPOKCH,

C3-C6 mMKII0AJIKUIOM, KOTOPBIM MOXKET OBITh 3aMEIIeH THIPOKCH,

N-C1-Cé6-ankunmupa3zommiom, N-C1-Co-aakunmMuaa3omiaoM, MOpGOIHHUAIIOM,
TETPpAruAPONUPAHUIOM U UMHUAA30(1,2-b)IuprIa3uHUIIOM; UITA

C1-C4 ankokcu, KOTOpbIit MOkeT ObITh 3ameltieH N-C1-Cé-ankunnupaszonuiom, N-C1-C6-
AJIKUITMMHUIA30JIMI0M, MOP(hOIUHUIIOM, TeTParuapornupaHuiIoM U umuaa3o(1,2-b)
MMUPUIAZUHUIIOM; U

n MpeCTaBIseT COOON 1eJI0e YUCIIO, UMEIoIIee 3HaUeHue 1 wiu 2,
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IIPU 3TOM, KOTJIa N UMEET 3HAUEHHUE 2, R! MOTYT ObITh OJIMHAKOBBIMU UJIM OTJIMYHBIMU
JIpyr OT Apyra.

17. ITpumeHeHue 10 Jr000My M3 1. 12-15, T/ie coeauHeHue, mpeacTaBiIeHHOoe (hOpMYITOi

(), un ero OCHOBHO-aITUTUBHAS UJIM KUCJIOTHO-AITMTUBHAS COJIb IIPEJICTABIISIET COOOM
coeMHEeHue, mpeacTaBieHHoe hopmynoit (1) HuXe, UM ero OCHOBHO-aIMTUBHAS UK
KUCJIIOTHO-AJIMTUBHASA COJIb:

R) N

(1 1)

rae R! MIPeICTaBIISIET COOOM

rajgoreH;

[[MAHO;

C1-C6 ankuii, KOTOPBIM MOKET OBITh 3aMEIIEH T'aJIOT€HOM;
C3-C7 uuKiI0aIKumI,

heHuIT; uiIm

C4 MOHOIMKIMYECKYIO HEHACBIIIIEHHY O TETEPOLMKIIMYECKY IO IPYIIILY, COAEPKALLYIO OUH

4TOM KHCJIIOPpOAda UJIIKM OOWH aTOM CEPHI;

R? MPEACTABIISIET COOOM

muHerHb C1-C6 ankui uiaum pa3BeTBiaeHHbIN C3-C8 ajkuil, KOTOPbIN MOXKET OBITh 3aMeIleH
rajoreHoM, C3-C7 IUKIIOATTKUIIOM, KOTOPbII MOKeT ObITh 3amertieH C1-C4 ankuiioM, eHUIoMm,

C1-C4 ankokcu uiau ogHol C4 MOHOIMKINYECKOM HEHACHIIIIEHHOM FeTePOIUKINYECKON
IpYyIION, coaepKale OOUH aTOM KUCIIOPOAa UIIA OOUH ATOM CEPBI;

C3-C7 uMKIJI0OAJIKUII, KOTOPBIA MOXET OBbITh 3aMellieH rajiorenoM, C1-C4 ankuiaoMm,
ranoredHoM, C1-C4 ankunoM uiam C3-C5 1UKIIOATIKUIIOM;

C2-C6 ankeHWs1, KOTOPBIM MOXKET OBITH 3aMEIIEH TaJIOTeHOM; WU

C4-C12 cBsi3aHHBIM MOCTHUKOBOM CBS3bIO IIUKJIOAIKUIT;

X mpencraBisieT cobor

N unm

CR?, rpe R MPEACTABIISIET COOOM

BOJOPO/I;

rajoreH;

C1-C4 anxun;

C2-C4 ankuHWiI, KOTOPbIN 3aMEIIIECH:

C1-C6 ankuiiom, KOTOPbIA MOXKET ObITh 3aMellieH TUAPOKCcH, C3-C6 HUKIT0ATIKUIIOM,
KOTOPBIN MOXKET OBITh 3aMeIeH THIPOKCH,
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N-C1-Cé6-ankunmupazonuiiom, N-C1-C6-aaIkuIMMUIa30IUIOM, MOP(OIMHUIIOM,
TETPAruApONUPAHUIOM U MMUAa30(1,2-b)nmupuaasuHuinoM; uim

C1-C4 aaxokcu; u

n MPeJCTaBISET COOOI 1eTT0e YUCIIO0, UMEroIee 3HaueHue 1 wim 2,

IIPHU 3TOM, KOT'Ja N UMECT 3HAYCHUC 2, Rl MOTI'YT OBITH OJWMHAKOBBIMHU UJIN OTIIMYHBIMU

JIpyr OT apyra.
18. Ilpumenenue no 1. 17, rae B popmyite (1I)

R! IIPEACTABIISIET COOOM

rajiores,

MaHO WUJIN

C1-C4 ankui1, KOTOPBIM MOKET OBITh 3aMEIIEH TaJIOr€HOM;

R? MpEACTABIISIET COOO

nmuHerHbil C1-C4 ankuil, KOTOPbI MOXKeT ObITh 3aMelieH C3-C7 UKI0ATKUIIOM;

pa3BeTBiIeHHBIN C3-C6 ankui, KOTOPbIA MOXKET ObITh 3aMellieH rajoreHom, C3-C7
LUKJIOATKUIOM, OJIHOW C4 MOHOLUMKIIMYECKOW HEHACHIIIEHHOM IeTEPOLMKIMYECKON TPy,
conepxatier oguH atoM cepsbl, Wi C1-C4 ankokeu;

C3-C7 nMKII0aJIKUII, KOTOPBIA MOXET OBITH 3aMellieH rajoreHoM, C1-C4 ankunom wiu C3-
C5 IUKI0aIKUIOM;

C2-C6 ankeHUII, KOTOPBIM MOXKET OBITh 3aMEIIeH TaJJOTeHOM; WU

C4-C12 cBsi3aHHBIM MOCTUKOBOM CBSI3bIO LIUKJIOAJIKWII, BEBIOpAHHBIN U3 OUMKIIo[1.1.1]
neHTaH-1-wia u oumnukiio[2.2.1]renran-2-una;

X mpencrasisieT cobor

N unm

CR?, rpe R MpEeACTABIISIET COOOM

BOJOPO/T; WK

C2-C4 ankuHWiI, KOTOPbIF 3aMEIIIECH:

C1-C6 ankuiiom, KOTOPbIHA MOXKET ObITh 3aMEIlIeH TUAPOKCH,

C3-C6 mMKII0AJIKUIOM, KOTOPBIM MOXKET OBITh 3aMEIIeH THIPOKCH,

N-C1-C6-anxunmupazomuiioM, N-C1-C6-anKummMuIa3oauioM, MOPQPOITHHUIIOM,
TETPAruAPONUPAHUIOM U UMHUIA30(1,2-b)iupr1a3uHUIIOM; U

n MpeJICTaBISET cOOOI 1eTT0e YUCIIO0, UMEIoIIee 3HaYeHUe 1.

19. Ilpumenenue no grobomy u3 1. 12-15, riae coeuHeHue, npeacTaBieHHoe GopMyion
(I), uim ero OCHOBHO-aITUTUBHAS MJIM KMCIIOTHO-aITUTUBHAS COJIb IIPEJCTABIISIET COOOM
COeIMHEHHE, MpecTaBieHHoe popmyrtont (IX) HUXKe, WK ero OCHOBHO-aIMTUBHAS UJTH
KHUCIIOTHO-aJJUTUBHAS COJIb:
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A

(1X)

rae R! npeacTaBisieT coooi rajgoreH M C1-C4 anku;

R? MPEACTABIISIET COOOM

pa3BeTBiIeHHBIN C3-C6 anKuiI, KOTOPBIM MOKET OBITh 3aMellieH rajoreHom uinu C3-C5
UKJIOAJIKUIIOM,

C3-C5 uyKII0aJaKuiI, KOTOPBIA MOXeT ObITh 3ameltieH C1-C4 aakuinom; uim

ounukio[2.2.1]renrad-2-ui; U

X mpeacTaBisieT coboit

N unu

CR’ , e R’ MpeJICTaBIIsSIET COOOM

BOJIOPOI; WU

STUHWI WM TPOTUHUIT, KOTOPBIH 3aMertieH C1-C4 aJIKuioM, KOTOPBIM MOKET ObITh 3aMelleH
TUJIPOKCH,

C3-C5 uuKI0aJIKUIOM, KOTOPbIN MOXKET OBITh 3aMEIIIEH TUIPOKCH,

N-C1-Cé6-ankunmupazonusioMm, N-C1-C6-aIKkuIMMHUIA30IUIOM, MOP(OIMHUIIOM,
TETParuApOIUPAHUIOM U uMUAa30(1,2-b)nmupuaasuHuinom.

20. ITpumenenwue 1o 1. 19, rue B popmyie (IX)

R! npencrasnsier co6oit Gpom MM MeTHII;

R? MpEeACTABIISIET COOOM

pa3BetBiieHHBIN C3-C6 amKui, KOTOPBIM MOKET OBITh 3aMeltieH ¢propoM umu C3-C5
IIUKJIOQJTKWIIOM, WITHA

C3-C5 mMKII0aJIKUI, KOTOPBI MOXKET OBITh 3aMEIIeH METUIIOM; U

X mpencrasiser coooi

N wim

CR?, rze R? MIPEJICTABIISIET COOOM BOJIOPO/I.
21. Coenunenue, npeacraBiieHHoe ¢popmysoi (I') HUXe, UM ero OCHOBHO-aJIMTUBHAS
WJIN KUCIIOTHO-aJIUTUBHAS COMb:
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A
0 !
NH, N

(1’ )
NT X
| X
N/ N
V2

re A TIpeACTaBIIsIeT COOON MUPA30JINII, 3aMEIIEHHBIN N-KOJIWMIECTBOM 3aMECTUTEIICH Rl;

R! MpEACTABIISIET COOO

rajioreH,

MAHO,

C1-C6 ankui, He3aMEIEHHbIN WK 3aMEIICHHBIN 10 MEHBIIIEH MEpe OJJTHUM 3aMECTUTETIEM,
BBIOPAHHBIM U3 I'PYIIbI, cocTosIel u3 rajoreHa u C1-C6 ankoxcw,

C3-C7 qMKIJIOAJIKWI, HE3AMEILICHHBIN WM 3aMEIIEHHBIN 110 MEHBIIIEH MEPE OJTHUM
3aMECTUTENIEM, BBIOPAHHBIM U3 IpyIbl, cocTosiei 3 C1-C6 ankuia v rajioreHa,

C6 apomaTHueCKui yrieBOJ0POI, 3aMEIICHHBIN 10 MEHBIIEH MEPE OJTHUM 3aMECTUTEIIEM,
BBIOPAHHBIM U3 Ipymbl, cocTosiei 3 C1-C6 ankuiia v rajioreHa; uin

C4 MOHOUMKITMYECKYIO HEHACBIIIEHHYIO TETEPOLMKIIMYECKYIO TPYIINY, COAEpXKAIyIo 1
reTePOaTOM, BBIOPAHHBIN U3 KUCIOPOIA U CEPBL, KOTOPAs HE 3aMELIEHA WM 3aMELIEHA 10
MEHbIIIeN Mepe OJTHUM 3aMECTUTETIEM, BBIOPAHHBIM U3 IPYMIIbL, cocTosel u3 C1-C6 ankuna
Y TAJIOTEHA;

R? MpeJICTaBIISIET COOOM

C1-C10 ankui, He3aMEIICHHbBIN WIK 3aMEIEHHbIN [0 MEHBIIIEH MEPE OJTHUM 3AMECTUTEIIEM,
BBIOPAHHBIM U3 CPYIIIbL, cocTOsIIEH U3 raoreHa, C1-C6 ankokcu, C3-C7 QUKIIOATKUIIOM,
KOTOPBIH MOkeT ObITh 3aMmertiéH C1-C4 ankunom, peraunom, ogHolt C4 MOHOIMKINIECKOM
HEHACBHILLIEHHON TeTepOLUMKIMYECKON IrpynIon, coaepxaiien 1 rerepoaTom, BBIOpaHHBIN U3
KHUCJI0pOJa U CEPHI,

C3-C4 uuKII0aaKuiI, HE3aMEIIEHHbIN WM 3aMEIIEHHBIN 1-2 pa3a 110 MEeHbIIIEH Mepe OHUM
3aMECTUTENIEM, BEBIOpaHHBIM U3 TpyMIbl, coctosied u3z C1-C6 ankuna, rajgorena, C1-C6
ranoreHankuna, C3-C6 nukioankuia,

C2-C6 anxeHM, He3aMeNIeHHBIN WIIN 3aMEIeHHBIN TaJIOT€HOM,

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3bIO LIMKJIOAIKUII, HE3aMeEIlleHHBIN UIIN 3aMeIlleHHbII
1-2 paza C1-C6 ankuiiom,

WIIN

C3-C10 MOHOUMKIIMUECKYIO UJT OUIMKIIMYECKYIO HACBIIIEHHYIO UM HEHACHIIIEHHYIO
FEeTePOLMKIIMYECKYIO TPYIIY, COAepKaIlyto 1-3 OAMHAKOBBIX UM OTJWYHBIX IPYT OT ApYyra
reTepoaToMa, BRIOpaHHBIX U3 a30Ta, KUCIOPOa U CEPhI, KOTOpAs He 3aMelleHa WU 3aMeIlleHa
C1-C6 amxuiiom;

X mpeacTaBisieT coboit

N nnu

CR3 , e R’ MpeJICTaBIIsIeET cOOOM
BOAOPON,
rajiorex,
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MAHO,

C1-C6 axxui, He3aMelIeHHbBIN WK 3aMelneHHb C1-C6 ajakokcen,

C2-C6 ankeHW1, 3aMEIICHHBIN 110 MEHbIIIeH MEPE OJTHUM 3aMECTUTENIEM, BHIOPAHHBIM U3
rpynmsl, cocrosimeit u3 C1-C6 ankuiia, KOTOpbIA MOXKET ObITh 3aMell€H ruapokcu, C1-C6
anKokcu, mupuanauia, C3-C6 nukiioaakuia, KOTOPbI MOXKET ObITh 3aMeIEH THAPOKCH, N-
C1-C6 anxunmupazonuia, N-C1-C6 alkumuMuaa3oiuia, MopQpoIMHUIA, TETPpAaruIponupaHmuia
u umuazo(1,2-b)mmpunasunniia,

C1-C6 ankokcH, He3aMEeIeHHbIN UITH 3aMEeIIeHHBIN TeTparuapodypaHoM,

n IMPeJCTaBISET COOOI 1eI0e YNCIIo, uMerolee 3HaueHue ot 0 10 3,

IIPY 3TOM, KOT'/Ia N UIMEEeT 3HAUCHUE 2 WITH 3, R! MOTYT OBITh OJTMHAKOBBIMHU WJTH OTIIUUHBIMU
JIPyT OT Apyra.

22. CoeMHEHUWE WJTK €T0 OCHOBHO-AIIUTUBHAS UJIM KUCIIOTHO-AIIMTUBHAS COJIb T10 1. 21,
rae B popmyie (I')

A mpencrasiseT coO0OM MUPa3oInil, 3aMEIIeHHBIN N-KOJIMYECTBOM 3aMECTUTEICH R

R! MIPEACTABIISIET COOOM

rajioreH;

IUAHO;

C1-C6 ankui1, KOTOPBIM MOXKET OBITH 3aMmeltieH rajoreHom i C1-C4 aakokcu;

C3-C7 uMKiaoanaKmiI,

dbeHu; um

C4 MOHOUMKIIMYECKYIO HEHACBIIIEHHYIO T€TEPOLUKIMYECKYIO TPYIINY, COACPKALLYIO OJUH
aTOM KHUCJIOPO/1a WK OOUH ATOM CEPBI;

R? MpeICTaBIIsIeT OO0

munHenHbii C1-C6 ankui uinm pa3BeTBieHHbIN C3-C8 aakuil, KOTOPbIN MOKET ObITh 3aMEIlEH
rajoreHoM, C3-C7 IMKJIOAJIKWIIOM, KOTOPBIN MOXKET OBITh 3ameltieH C1-C4 aakuioM, GeHUIOM,
C1-C4 ankokcu unu ogHolt C4 MOHOIMKIIMYECKOW HEHACHIIIIEHHOW FeTePOUUKINYECKON
TPYIIIOH, COAEPKAIENA OJUH ATOM KUCJIOPO/1a WU OOUH ATOM CEPBI;

C3-C4 1MKII0AIKWII, KOTOPBIHA MOXKET OBITh 3aMertieH rajoreHoM, C1-C4 aIkuaoM, TaToreHo
C1-C4 agxunoMm mimu C3-C5 MUKIIOAIIKAIOM;

C2-C6 ankeHWI, KOTOPBIM MOXKET OBITH 3aMEIIeH TaJIOTeHOM; WU

C4-C12 cBsi3aHHBII MOCTUKOBOM CBSI3bIO LIMKJIOAJIKUII, KOTOPBIA MOXET ObITh 3aMEIIEH
C1-C4 anxunowm;

X mpeacTaBisieT coboit

N nnu

CR3 , TIe R’ MpeJICTaBIIsIeT cCOO0M

BOJOPOJ;

rajiore;

C1-C6 anxui;

C2-C4 ankuHuiI, KOTOPBIN 3aMEILIEH:

C1-C6 ankuiioM, KOTOPBIA MOXKET OBITh 3aMEIIEH TUAPOKCH,

C3-C6 uMKII0AJIKUIOM, KOTOPbIN MOXKET OBITh 3aMEIIeH TUIPOKCH,

OTHOM WJIM HECKOJIBKMMU C3-C6 MOHOUMKIIMYECKUMU HACHIIIIEHHBIMU TE€TEPOLMKINYECKUMU
rpyImnamMu, COAEPKAMUMHU 1-3 OIMHAKOBBIX WM OTJIMYHBIX IPYT OT Apyra rerepoaroma,
BBIOpPAHHBIX U3 a30Ta, KUCIIOPOAA U CEPBI, WU

; WId

C1-C4 ankokcH, KOTOPbIH MOkeT ObITh 3amertieH N-C 1-Cé-ankunnupa3zonauiom, N-C1-C6-
AJIKUIMMHUAA30JIMI0M, MOP(OIUHUIOM, TeTParuapoIupaHuiIoM U uMuaa3o(1,2-b)
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MUPUIA3UHUIIOM; U
n IpeACTaBIsieT COOON 1eJI0e YUCIIO, UMEIoIIee 3HaUeHue 1 wiu 2,

IIpH 3TOM, KOT/Ia N MMeeT 3HaueHue 2, R! MOryT GbITh OIMHAKOBBIMY MM OTIMYHBIMHU
JPYT OT JIpyTa.

23. CoeTMHEHME WK €0 OCHOBHO-aI/TUTUBHAS WM KUCIIOTHO-a/IMTUBHAS COJIb 110 I1. 21,
npencrasiennoe ¢popmyoit (II') Huxke:

rae R MPEACTABIISIET COOOM

rajoreH;

[UaHO;

C1-C6 ankui1, KOTOPBIM MOKET OBITH 3aMEIICH T'aJIOr€HOM;

C3-C7 upKiaoanaKuiI,

dbenu; um

C4 MOHOIMKJIMYECKYIO HEHACHIIIIEHHY O T€TEPOIMKINYECKYIO I'PYIIIY, COASPKAIIYIO OJUH
aTOM KUCIIOPOJA WJIU OJIMH aTOM CEpBbl;

R? MpeICTaBIIsSIET OO0

muHennbi C1-C6 ankwui uinm pa3BeTBieHHbIN C3-C8 aakuil, KOTOPbIN MOKET ObITh 3aMEIEH
rajoreHoM, C3-C7 HMKJIOAJIKWIIOM, KOTOPBIN MOXKET ObITh 3amertieH C1-C4 aakuioM, GeHUIoM,
C1-C4 ankokcu unm ogHort C4 MOHOIMKIIMYECKOW HEHACHIIIIEHHOW FeTePOUUKINYECKON
TPYIIOH, COAEPKAIEH OIUH ATOM KUCIOPO/1a WU OOUH ATOM CEPBI;

C3-C4 1yKII0aIKWII, KOTOPBIA MOXKET OBITh 3aMeltieH rajjorenoM, C1-C4 akuiaoM, TaoreHo
C1-C4 agxunoMm mimu C3-C5 MUKIIOAIKAIOM;

C2-C6 ankeHWII, KOTOPBIM MOXKET OBITH 3aMEIeH TaJIOTeHOM; WU

C4-C12 cBsi3aHHBII MOCTUKOBOM CBSI3bIO IIUKJIOAIKUIL;

X mpencrasiser coooi

N uiu

CR? , TIe R? MpeJICTaBIISIET COOOM

BOJOPO;

rajioreH;

C1-C4 anxur;

C2-C4 ankuHui, KOTOPBIN 3aMEIIICH:

C1-C6 ankuiiom, KOTOPbIH MOXKET ObITh 3aMEIlIeH THAPOKCH,
C3-C6 mMKII0aJIKUIOM, KOTOPBIM MOXKET OBITh 3aMEIIeH THIPOKCH,
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N-C1-Cé6-ankunmupazonuiiom, N-C1-C6-aaIkuIMMUIa30IUIOM, MOP(OIMHUIIOM,
TETPAruApONUPAHUIOM U MMUAa30(1,2-b)nmupuaasuHuinoM; uim

C1-C4 aaxokcu; u

n MPeJCTaBISET COOOI 1eTT0e YUCIIO0, UMEroIee 3HaueHue 1 wim 2,

IIPU 3TOM, KOT/Ia N UMEET 3HAUCHHE 2, R! MOTYT OBITh OJTMHAKOBBIMH WM OTJIMYHBIMU
JIPYyT OT Apyra.

24. CoelMHEHUE WITH €70 OCHOBHO-a I IMTUBHAS UJIM KUCIIOTHO-aTUTUBHAS COJIb 10 I1. 23,
rae B popmyie (II')

R! MpeJICTaBIISIET COOOM

rajiores,

OUaHO WIIN

C1-C4 ankui1, KOTOPBIM MOXKET OBITh 3aMEIICH TaJJOTeHOM;

R? MPEACTABIISIET COOOM

nmuHerHbIl C1-C4 ankuil, KOTOPbI MOKeT ObITh 3aMerieH C3-C7 UKI0aTKUIIOM;

pa3BeTBiieHHBIN C3-C6 alKkui, KOTOPbIA MOXKET ObITh 3aMellleH rajioreHom, C3-C7
UKJIOAJIKMIIOM, OHOM C4 MOHOIMKIIMYECKOM HEHACBIIIIEHHON T'eTePOLUMKIMUECKOM I'PYIIITON,
coJiepkalen oauH aTtoM cepsbl, uin C1-C4 ankokcu;

C3-C4 uukI0aIKuiI, KOTOPbIN MOXKET OBITh 3aMellieH rajjoreHoM, C1-C4 ankuinom uinu C3-
C5 nNMKI0aIKUIOM;

C2-C6 ankeHW, KOTOPBIM MOXKET OBITH 3aMEIIEH TaJIOTeHOM; WU

C4-C12 cBsI3aHHBIM MOCTUKOBOM CBSI3BIO IUKJIOATIKHUII, BEIOpAaHHBIN U3 OUIMKiIo[1.1.1]
neHTaH-1-wa u ounykiro[2.2.1]renran-2-una;

X mpeacTaBisieT coboit

N unu

CR? , e R’ MpeJICTaBIIsSIET COOOM

BOAOPO; WIH

C2-C4 ankuHui1, KOTOPBIN 3aMEIIICH:

C1-C6 ankuiiom, KOTOPBIHA MOXKET OBITh 3aMEIlIeH THAPOKCH,

C3-C6 uMKI0AJIKUIOM, KOTOPbIN MOXKET OBITh 3aMEIIIEH TUIPOKCH,

N-C1-Cé6-ankunmupazousioMm, N-C1-C6-aaKkuIMMHUIa30IUIOM, MOP(OIMHUIIOM,
TETParuApOIUPAHUIOM U uMUaas3o(1,2-b)nmupunasununom; u

n MpeaCcTaBiIseT COOOM IeJI0e YUCIIO, UMEIolIee 3HaUeHu e 1.

25. CoeavHEHME UITK €T0 COJIb 110 11. 21, mpeacraBiieHHoe ¢hopmyoit (IX') Huxke:
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IX")

rae R! npeacraBisieT codom rajgored uinm C1-C4 ankun,

R? MpeICTaBIIsSIET COOOM

pa3BeTBiieHHbIN C3-C6 anKkui, KOTOPbIA MOXKET ObITh 3aMellleH rajjoreHoM uiu C3-C5
UKJIOAJIKUIIOM;

C3-C4 nukI10aIKuiI, KOTOPbIH MOXkeT ObITh 3ameltieH C1-C4 aaKuiaoM; Wiu

ounukio[2.2.1]renraH-2-wir; U

X mpeacTaBisieT coboit

N un

CR3 , TIe R3 MpeJICTaBIIsIeT coOOM

BOAOPO; WIN

3TUHWJI UJIK TIPOTIMHUII, KOTOPBIN 3aMEIIECH

C1-C4 ankuiioMm, KOTOPBI MOXKET OBITh 3aMEIIeH THIPOKCH,

C3-C5 uMKI0AJIKUIOM, KOTOPbIN MOXKET OBITh 3aMEIIeH TUIPOKCH,

N-C1-Cé6-ankunmupazouiioMm, N-C1-C6-aakuIMMUIa30IMIOM, MOP(OIMHHUIIOM,
TETPAruApPONUPAHUIOM U uMUAa30(1,2-b)nmupuaasuHunom.

26. CoemMHEHME WJIU €T0 COJIb 1Mo 1. 25, rae B hopmyite (IX')

R! MPEACTABIISIET COOOW OPOM WIIU METUIT;

R? MpEACTABIISIET COOOM

pa3BeTBiieHHBIN C3-C6 aKuII, KOTOPBIN MOKET OBITh 3aMeltieH ¢propoM umu C3-C5
[UKJIOATIKUIIOM, WU

C3-C4 uukI10aJKUI, KOTOPBIA MOXKET OBITh 3aMEIIEH METUIIOM; U

X mpencrasiser coooi

N unu

CR’ , e R’ MIPeJICTaBIISIET COOOM BOIOPO/I.

27. CoeqMHEHHUE UM €T0 OCHOBHO-aJAUTUBHAS UJIN KMCIIOTHO-aJIMTUBHAS COJIb I10 1. 21,
KOTOPOE SIBJISIETCS 10 MEHBIIIEH Mepe OHUM YJICHOM, BBIOPAHHBIM U3 FPYIIIIbI, BKITIOUAIOIIEH:

(34) 4-amuno-1-(tpeT-0yTHin)-N-(5-metun- 1H-mupa3zon-3-un)- 1H-nmupaszono[3,4-d]
MUPUMMJIUH-3-KapOOKCcaMui;

(48) 4-amuno-7-(TpeT-0yTIi)-N-(5-metun- 1 H-upa3zon-3-un)-7H-muppono[2,3-d]
MUPUMUIUH-5-KapOOKcaMu;
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(50) 4-amuno-7-(1-pTop-2-MeTunmpornaH-2-un)-N-(5-metun- 1 H-nmupazo-3-um)-7H-muppono
[2,3-d]nmupuMuIvH-5-KapOOKCaMU I,

(51) 4-amuHo-N-(5-meTui- 1 H-iupa3oi1-3-umn)-7-(1-meTunumkiionponui)- 7 H-niupposio[ 2, 3-
d]mupumMuanrH-5-kapOoKCcaMus;

(52) 4-amuHO-7-(2-nukionponuinponaHs-2-ui)-N-(5-metun- 1 H-mupa3zo:n-3-un)-7H-nupposno
[2,3-d]mupuMKInUH-5-KapOOKCaMUI.

28. dapMmaleBTUUYECKass KOMIIO3ULMS, 00J1a1ato1iasi cBoucTBaMu MHruoupoBanusi RET
JUIs1 TPOMUIAKTUKY WM JISYEHUSI IPOTUBOOITYXOJIEBBIX 3a00JI€BaHMIA, BKITIOYAIOIITAS
3¢ (heKTUBHOE KOJIMUECTBO COSTMHEHHUS UIIH €T0 OCHOBHO-aZIMTUBHOMN UJTU KUCIIOTHO-
aJITMTUBHOM COJIM MO JIFoOoMy 13 mil. 21-27.

29. Crtoco® ytst TpopUIAKTUKY WITH JIEYSHUS 3TI0KAYECTBEHHOM OTTYXOJTH, OTTOCPEI0BAHHOM
MOBBIMIEHHON aKTUBHOCTHIO RET, BKIIOUaIOIIMI BBEICHUE TTALIMEHTY COEAMHEHUS UJIU €TO
OCHOBHO-aITUTUBHOM WJIM KUCIIOTHO-aJIMTUBHOM COJIU 110 JTr060oMy m3 1t 21-27.

30. Cnioco®6 nnruouposanust RET, BKItoUaIounil BBEIEHUE NALMEHTY COEIMHEHUS UIIU €T0
OCHOBHO-a/ITATUBHOMN WJIM KUCIIOTHO-AJTATUBHON COJIU 11O JItoOoMy M3 mil. 21-27.

31. CoeruHeHME WK €r0 OCHOBHO-aJJIUTUBHAS WJIU KUCJIOTHO-ATUTUBHAS COJIb I10 JIIOOOMY
u3 . 21-27 nis npuMeHenust B kauectse MHruoutopa RET i1 npoduiiak TUKY Ui JIeUeHUst
3JI0KQYECTBEHHOM OIYXOJIY, OIIOCPEAOBAHHOM IMOBBILIEHHON aKTUBHOCTBHIO RET.

32. CoeTuHEeHHE WK €r0 OCHOBHO-aUIUTUBHAS WJIW KUCIIOTHO-AITMTUBHASI COJIb I10 JIIOOOMY
U3 11t 21-27 115t TpUMEHEHHs B KaUeCTBE MTPOTUBOOITYX0JIEBOT'O CPEJICTBA I MPO(PUIAKTUKU
VI JICYEHUS 3JI0KAUYECTBEHHOM OIYyX0JIU, OIIOCPEIOBAHHOM ITOBBIIIEHHON aKTUBHOCTEIO RET.

33. IIpumeHeHre COeNMHEHUS WIIM €r0 OCHOBHO-AI/IMTUBHOW WJIM KUCIIOTHO-aAAUTUBHOM
COJIU 1O JII0OOMY U3 MIl. 21-27 1171l MOJTy4Y€HHUs JIEKAPCTBEHHOT'O CPEICTBA, 00JIaat0IEero
MPOTUBOOMYXOJIEBOM AKTUBHOCTBIO, OIMOCPEAOBAHHON MOBBIIIEHHON aKTUBHOCTHIO RET.

34. IIpumeHeHrne COeIMHEHUS] WK €70 OCHOBHO-AJINTUBHOW WUJIM KUCIOTHO-aAAUTUBHOMN
COJIM IO JTI0OOMY M3 M. 21-27 1715 MOJTy4YEHUsl JIEKaPCTBEHHOI'O CPEJICTBA, MUHTUOUPYIOIIETO
RET.

35. [IpumeHeHne CoOeIMHEHUS WK €70 OCHOBHO-AAAUTUBHON WIIA KUCIIOTHO-aAUTUBHOM
COJIH 110 JII000MYy U3 ml. 21-27 mi1st mpoUIaKTUKU UITA JICUSHMS 3]TI0KaUeCTBEHHOM OIyXOJIH,
OIIOCPENOBAHHOM MOBBILLIEHHON aKTUBHOCTHIO RET.

36. [IpumeHeHne CoeIMHEHNUS WIIK €70 OCHOBHO-AAAUTUBHON UJIA KUCIIOTHO-aAUTUBHOM
coiu 1o mobomy u3 mi. 21-27 ans uarudbuposanust RET.
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