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(54) AMAMUHHBIE ATOHUCTbI 2-AAPEHEPTMYECKNX PELIEMTOPOB

(57) ®opmyna m3obpeTeHus
1. CoeguHeHune dopmynsi (1)
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Kakabl u3 R1, RZ, R3 1 R* HezaBucuMO BblOpaH U3 aToma BOAOPOAA, MMOPOKCUrpynbl,
amMmuHorpynnel, atoma ranoreHa, -CH,OH n -NHCHO,

nmn R' n R?, B3sTble BMecTe, BbiGpaHbl U3 rpynnbl, coctosiei us -NHC(=0)CH=CH-, -CH=
CHC(=O)NH-, -NHC(=0)S- n -SC(=O)NH-;

RS BblOpaH 13 atoma Bogopoaa, -OR? n -NR?RP, roe kaxgpiii R? u RP HezaBucumo
npeacTtaBsnsieT cobon atom Bogopoaa mnu C,_zankun;

n paBeH uenomy uucny ot 0 go 7;

m paBeH uenomy 4mcny ot 0 oo 5; u

kaxaplii 3 R8, R7, R8, R® u R ne3aBucumo npeacrasnsiet coboit aTom Bogopoaa
unu C,_gankun;

npw ycrnosuu, 4To, korga m paeeH 0, R® npeactaensiet coboii aTom Bogopoaa,
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unu ero doapmaueBTUYECKM NMpUeMnemMasi Conb, UNu ConbBaT, UM CTEPEOU3OMED.
2. Coeamtenve no n.1, rae R® u R kaxnpiii npeactaenseT coboin aToMm BOAOPOAA.
3. CoeauHenme no n.1, rae R% n R® kaxapiit npeacrtaenseT cobon aTom Bogopoaa.

4. CoegnHeHune no n.1, koTopoe npencraensaeT cobor coeanHeHune popmynsl (11)
OH
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N ¥
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roe

R’ npeactaensieT cobon -CH,OH unu -NHCHO u R? npeacTaBnsieT cobor aTom BOAOPOAa;
nmm R n R2, Baatble BMecTe, npeacTasnsioT coboit -NHC(=0)CH=CH- unn -CH=CHC(=0)NH-;

N paBeH uernomy 4ymcny ot 2 o 6;

m paBeH uenomy vncny ot 0 o 3,

unu ero hapmaLeBTUYECKN NpUemMrnemas Cofb, UK ConbBart, UMNn CTEPEOU3oMeEp.

5. CoegmHeHune no n.4, roe n paseH 4 1 m paeseH 1.

6. CoeauHenve no n.4, rae R' n R2, B3atbie BMecTe, npeactaenstoT cobon -NHC(=0)CH=CH-
unn -CH=CHC(=O)NH-.

7. CoefmHeHue no n.4, rae CTepeoxmMmmus npu ankuneHoBoOM atoMe yriepoaa, HecyLlem
rMOpoKCUnbHYto rpynny, cootseTcTByeT (R).

8. CoegnHeHue no n.1, umetoLee xummnyeckoe HasaHue 8-rmgpokeun-5-[(R)-1-rugpokemn-2-(6-
deHeTnnaMmmHorekcmnaMmmHo)atun]-1H-xmHoNnH-2-oH,

unu ero cbapmaueBTUYECKM NMpUemMnemMasi Cofb, UK CONbBAT, U CTEPEON3OMED.

9. dapmaueBTUYECKast KOMMNO3NLNA, CoAepXallasa TepaneBTMYeckn appekTMBHOE KONIMYECTBO
coeavHeHus no nobdomy n3 nn.1-8 n dbapmMaleBTUYECKN NPUEMIIEMbIA HOCUTESb.

10. ®apmaneBTUdeckasa KOMNO3nLUuUs no n.9, raoe KoMno3mumst AONONHNUTENbHO COAEPXKNT
TepaneBTU4eckn 3achHeKTUBHOE KONMMYECTBO OOHOMO UIM HECKONMbKMX OPYIrMX TepaneBTUYeCcKnX
areHToB.

11. dapmavnesTrnyeckast komnosuums no n.10, rae Apyrov TepaneBTUYECKUIA areHT
npeacTaBnsieT co00n KOPTUKOCTEPOUA, aHTUXOSTMHEPIUYECKUA areHT unu nHrnéntop PDE4.

12. dapmavreBTudeckasa komnosmuma no n.11, roe KOMNoO3nUKMs BbINONIHEHA ANsl BBEAEHMWS
NyTEM UHransaymm.

13. KombuHauus, cogepallas coegmHeHne no nobdomy u3 nn.1-8 nu 0auH UM HECKONbKO
OpYrux TepaneBTUYECKMX areHTOB.

14. KombuHauus, cogepallas coeamHeHue no nwobomy n3 nn.1-8 n coeguHeHne, BbibpaHHoe
13 PnyTUKa3oH-NponMoHaTa, S-hTopmeTnnosoro acupa 6a,9a-amdrop-11p-ruapokcu-
16a-meTnn-17q-[(4-metun-1,3-tnason-5-kapboHumn)okcu]-3-okcoaHgpocta-1,4-aneHx-
173-kapbOTUOHOBOW KMCMOTLI, S-hTOPMETUNIOBOrO adhmpa 6a,9a-andtop-17a-[(2-
dypanunkapboHun)okeun]-11p-ruapokeu-16a-meTun-3-okcoanapocra-1,4-ameH-
173-kap60TUOHOBOW KUCMOThI S-(2-0KcoTeTparnapodypaH-3S-unosoro) advpa 6a,9a-andTop-
11B-ruapokcu-16a-meTunn-3-okco-17g-nponnoHnnokcnaHapocTa-1,4-anex-17p-kapboTmoHoBowA
KMCIOThI.

15. CoegnHeHune no nbomy 13 Nn.1-8 ona NpUuMeHeHUs B Tepanuu.

16. MNMpumeHeHne coeanHeHns no nbomy 13 nn.1-8 Nnpyn NPoON3BOACTBE NEKAaPCTBEHHOMO
CpeAcTBa NS NeYeHnss MNekonuTarLero, umetoLLlero 3abonesaHme Unm cOCTOsIHNE, CBA3aHHOe
C aKTMBHOCTbIO [B,-alpEHEepPruYeckmx peLenTopos.

17. NpumeHeHne no n.16, roe 3aboneBaHne UM COCTOsIHUE NPeAcTaBnsieT cobon acTMy Unm
XPOHMUYECKOE OOCTPYKTMBHOE 3aborneBaHne fnerkux.

18. lNpumeHeHne coeanHeHust no N.17, rae nekapcTBeHHOEe CpeacTBO NPUrogHo AN BBeAEHUS
NyTEM WHransaymm.

19. MNMpumeHeHne coeanHeHns no nbomy 13 nn.1-8 Npyn NPoON3BOACTBE NEKAPCTBEHHOMO
CpeAcTBa Anst BBEAEHMS B KOMOMHALMN C OOHMM WM HECKONbKMMU TEpaneBTUYECKMMU areHTamm
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ONs nevyeHns MnekonuTaroLLero, MmeroLero sabonesaHne Nnn CoOCTosHE, CBA3aHHOE C
aKTUBHOCTbIO 3,-aPEHEPINYECKNX PEeLLenTopoB.
20. Cnocob nony4veHus coeguHeHus cdopmynsl (1) no niobomy M3 nn.1-8, BrrovaoLwmn:
a) B3anmopelricTeme coegmHeHnsa gopmynbi (111)

1
Rt oP
L
Re (Im
R3B Rza

Rh
roe P! npepcraBnsieT coboii 3alwmTHYIO rpynny Ans rtMapoKkeurpynnbl, L npeactaensieT coboi
YXOASALLYI0 TPYNny, Kaxabli 13 R'2 R?22 R32 1 R*a ymeeT HE3aBUCMMO 3HAYEHMS,
aHanornyHble R R2 R3 y R* onpeneneHHble B mo6om 13 nn.1-8, unu npeacrasnsieT
coboit -OP?, rae P? npencTtaBnsieT coboii 3aLuUTHYIO rpynny Ans rapOoKCUrpynnbi,
¢ coeguHeHnem copmynbl (1V)
R® R ,lq" R

HoN N
RIRE " )

roe RY npeactaensieT coboi atom Bogopoaa unm P3 rpe P3 npeacTaBnsieT coOol 3aLNTHYIO
rpynny anst aMmmMHoOrpynnbl,
c nonyquMeM coeanHeHunsa copmyns (V)
9 R"’ R11 RS

m
R Rv R8 ™

b) cHaTMe 3awwmTHON rpynnbI P! ¢ nonyyennem coeguHeHust hopmynbi (VI
H R® R10 R" RS

@h o

n

c) koraa noboii n3 R'? R?2 R3@ unn R*® npeactaensiet co6oit -OP? unm korga R
npeacrasnsieT coboit P2, cHsTue 3awwmTHbIX rpynn P2 u P2, ecnv oHu npucyTcTByIOT, C
nosyyeHmem coegmHeHus oopmynel (1), nnun ero conn, unu ero ctepeonsomepa.

21. Cnocob nevyeHnss mrnekonuTarLlero, uMmetoLero 3abonesaHne UNu COCTosIHNE, CBA3aHHOE
C aKTUBHOCTbIO 3,-aApeHeprniyecknx peLenTopos, BKMOYaoLWMiA BBEAeHe MieKkonuTatoLemy
TepaneBTU4eckn 3 PEKTUBHOIO KONMYeCcTBa coeguHeHus no nwobdomy ns nn.1-8.

22. Cnocob no n.21, gONONHUTENBHO BKITHYAOLWMIA BBEAEHME TEPANeBTUYECKN
3(pPEKTMBHOIO KONMYECTBA OQHOMO MMM HECKONBKUX APYINX TepaneBTUYECKUX areHToB.

23. Cnocob no n.22, rae opyron TepaneBTUYECKUIA areHT NpeacTaBnseT cobon
KOPTMKOCTEPOMA, aHTUXONMHEPINYECKUA areHT unu uHrnbutop PDE4.

24. Cnocob no n.21, BKMOYaOLWUN BBEAEHUE COEQUHEHUSI NYTEM MHIansuum.

25. Cnocob nsyyeHunsa buonormdeckon cuctemsl unu obpasua,
coAepXallmnx By-afpeHepruyeckuii peLenTop, BKIYatoLWmi:

(a) BBegeHune Gronormyeckor cnuctembl nnm obpasua B KOHTAKT C COeANHEHUEM No Nbomy 13
nn.1-8 n

(b) onpeneneHne achdeKTOB, OKasbIBaEMbIX COEANHEHNEM Ha BUONOTMYECKYH0 CUCTEMY UMK
obpaseu,.
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