A

2017120655

RU

POCCUVICKAS ®EJIEPAITHS (19)

OEJNEPAJIBHAS CIIVXBA
10 UHTEJIJIEKTYAJIbHOM COBCTBEHHOCTHU

(12) 3ASIBKA HA U30BPETEHUE

RU "’ 2017 120 655"° A

(51) MITIK

CO7D 487/04 (2006.01)
AGIK 31/407 (2006.01)
AGIP 35000 (2006.01)

(21)(22) 3asBka: 2017120655, 25.11.2015

ITpuopurert(bl):
(30) KoHBEHIIMOHHBIN TPUOPUTET:
26.11.2014 US 62/084,652

(43) Harta nyomukanuu 3asBku: 14.12.2018 brom. Ne
35

(85) darta Hauana paccmoTpenus 3asBku PCT Ha
HanuoHabHOM aze: 14.06.2017

(86) 3asBka PCT:
US 2015/062572 (25.11.2015)

(87) Iyonukanus 3asBku PCT:
WO 2016/086080 (02.06.2016)

AJpec JUIS IeperucKu:
109012, Mocksa, yi. Unbpunka, 5/2, 000
"Coro3maTeHT"

(71) 3asButennb(u):
CE®AIJIOH, UHK. (US)

(72) ABTOP(BI):
BbEPJIMAVEP Crusen JIx. (US),
XOJITUBAHTEP Paisd C. (US),
JOKEMKOBC Maprus Ix. (US)

(54) KPUCTAJIVIMYECKUE ®OPMBI UHTUBUTOPOB PARP

(57) ®opmyna u300peTeHUs
1. Kpucrammueckas opma 4,5,6,7-TeTparuapo-11-MeTokcu-2-[ (4-MeTui- 1 -munepasuHu)
Metui]- 1 H-uknonenTalalmuppoio|3,4-c]Jkapba3on-1,3(2H)-auona (coenuuenue A)

CoenuHeHue A
MpeACTaBIISIONMAs COOOM

GopMy A; 5 aETATHOMN COM COEMHEHUS A;

dbopMy A ruaparta TIIMKOJISITHON COJIM COETMHEHUS A ;

dbopmy A L-manaTHOM cOM COeAUHEHUS A;

dopmy A; 5 L-manaTHOH coiu coeuHEHUs A;
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dbopmy A L-muporiayraMaTHOM COJIM COSTUHEHUS A ;
bopmy C( CBOOOAHOTO OCHOBAHUS COSTUHEHHUS A ;

dbopmMy A TUAPOXTIOPUIHOMN COTM COCTUHEHUS A ;

dbopmy A dymapaTHOM CONTU COeAUHEHUS A ; UITH

dhopmy A I-TOIyOJICYIb(POHATHOM COIU COCTUHEHMS A.

2. Kpucrammueckast popma o 1.1, mpeacrasisromas coooi popmy A rumparta

TJIMKOJISITHOM COJIM COEAMHEHUS A.

3. Kpucrammueckas hpopma 1o 1.2, xapakTepusyromascs 1udppakTorpaMMor
PEHTTEHOBCKOM IMTOPOIIIKOBOM MU PAKIUK, UIMEIOIIIEH IT0 MEHBIIIEH Mepe TPH ITUKA, BRIOPAaHHBIX
W3 rpyIIksl, cocrosiien us3 8,2, 8,7, 13,8, 14,9, 16,4, 17,5, 18,2, 18,5, 20,2, 20,6, 21,2, 21,4, 23,0,
24,6, 27,8, 29,9, 30,1 1 30,5 rpanyca nBa tera = 0,2 rpajayca JaBa TeTa.

4. Kpucranmnuueckas popma 1o 1. 2 Wi 3, 10MOJHUTEIbHO XapaKTepu3yromascs
TUGPaKTOTpaMMOL PEHTIEHOBCKOM MOPOIIKOBOM AU PAKIMY IO CYIIECTBY TaKOM, KaK
n3o0paxkeHo Ha ¢urype 9 wim purype 10.

5. Kpucramnmuueckas popma 1o 1ro00oMy u3 Iil. 2-4, TOMOTHUTENIBHO XapaKTepU3yIoIasics
TUGPaKTOTPaMMOI PEHTI€HOBCKOM MOPOUIKOBOM AU(PPAKIMHU O CYIIECTBY TAKOM, KaK
n3o0paxkeHo Ha durype 9.

6. Kpucrammueckas hopma 1o 1r000My U3 il 2-5, TOMOTHUTEIIBHO XapaKTepPU3yIoIIasics
kpuBoit JICK 1o cymecTBy TakoH, Kak u300pakeHo Ha ¢urype 11.

7. Kpucramueckas popma 1o Jro00oMy U3 Iil. 2-6, TOMOTHUTETHHO XapaKTepU3YIOIIasics
kpuBoit JICII 1o cymecTBy Takol, Kak n300pakeHo Ha ¢urype 12.

8. Kpucrammyeckas ¢popma 1o 1. 1, mpeacrasisiomas coooi Gpopmy A| 5 aleTaTHON COIU

coeMHeHus A.

9. Kpucramnmueckas gopma 1o 1.8, XxapakTepu3yroasics: 1uppakTorpaMMon
PEHTIEHOBCKOM IMOPOIIKOBOM AU PAKIMK, UMEIOIIIeH IO MEHBIIIEH Mepe TpH MTUKa, BEIOPAHHBIX
Y3 TpYIIIbL, cocrosen u3 6,4,9,2, 12,7, 13,0, 15,2, 17,4, 18,4, 19,0, 19,3, 21,3, 21,5, 23,1, 24,1,
24,2 1 28,2 £ 0,2 rpagyca 2-terta.

10. Kpucrayummyeckasi ¢opMma 1o 1. 8 uim 9, JOMOTHUTEIBHO XapaKTePU3YIOIasicst
TUGPaKTOTPaMMOI PEHTIT€HOBCKOM MOPOIIKOBOM AU(PPAKIMH O CYIIECTBY TAKOM, KaK
nzobpaxeHo Ha durype 3, purype 4 unu durype 5.

11. Kpucrammueckas hopma 1o jirod6omy u3 mit. 8- 10, TOTOTHUTENTBHO XapaKTEePU3YIOIIASICS
kpuBoit JICK 1o cyiiecTBy Takom, Kak u300pakeHo Ha ¢urype 6.

12. Kpucrammrueckas ¢hopma Imo Jr000My U3 Iil. 8-11, JOTOTHUTETFHO XapaKTepU3yIOIasics
kpuBoit JICII 1o cymecTBy Takol, Kak M300pakeHo Ha ¢urype 7.

13. Kpucrayummyeckas ¢popma 1o 1.1, npeacrasisitoinas coboit popmy A; L-manatHoi

COJIM COETMHEHUS A.

14. Kpucraymmyeckas ¢popma 1o 11.13, xapakTepusyromniascst 1uppakTorpaMMor
PEHTIEHOBCKOM MMOPOIIKOBOM AU PAKIIMH, UMEIOIIIeH ITO MEHBIIIEH Mepe TpH MUKa, BEIOPAHHBIX
Y3 CpyIIbl, cocToslen us 8,6, 9,2, 10,1, 10,4, 11,7, 11,9, 14,7, 15,3, 15,6, 17,2, 17,8, 18,5, 20,3,
20,7,21,2,22,4,23,5,24,3u 27,0 £ 0,2 rpagyca 2-Tera.

15. Kpucrammueckas ¢popma 1o 1. 13 wim 14, 7ONOJTHUTENIHFHO XapaKTepU3YIoIIasics
TUGPaKTOTPaMMOI PEHTI€HOBCKOM MOPOIIKOBOM AU(PPAKIMH IO CYIIECTBY TAKOM, KaK
nzobpaxkeHo Ha urype 14 unu purype 15.

16. Kpucraimyeckas ¢popma 1o jgodomy U3 mit. 13-15, 1onoTHUTETbHO
xapakTtepusyromasics kpuoit JICK 1o cymecTBy Takol, Kak n300pakeHo Ha ¢urype 16.

17. Kpucrammueckas ¢gopma 1o JroooMy u3 mir. 13-16, 10moIHUTEIbHO
xapakTtepusytomasics kpuoit JICIT o cymecTBy Takoii, kak n3oopaxxeHo Ha durype 17.

18. Kpucrammyeckas ¢popma 1o 1.1, npeacrasiusiomas codoi popmy A; s L-manatHoi

COJIM COCOUHCHHUA A.
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19. Kpucraimmuaeckas popma 1o 1.18, xapaktepusyromasicst TuppakTorpamMmoit
PEHTT€HOBCKOM MOPOIIKOBOM MU PAKLIMU, UMEIOILIEH 10 MEHBIIIEH Mepe TPy ITMKA, BHIOPAHHBIX
U3 I'PYIIBI, cocToALIEeN U3 5,5, 6,8, 8,0, 8,4, 8,8,9,2, 11,8, 12,8, 13,1, 13,6, 14,4, 16,0, 16,7, 18,1,
18,5, 19,4, 20,2, 20,5, 21,1, 21,9, 23,4 u 24,6 £ 0,2 rpanyca 2-TeTa.

20. Kpucramnuyeckasi ¢popma 1o 1. 18 uinu 19, 10moITHUTENTBHO XapaKTepU3yIOIIasics
TUGPaKTOTPAMMON PEHTTEHOBCKOM MOPOIITKOBOM AU(PPAKIMH IO CYIIECTBY TAKOM, KaK
nu3zo0paxeHo Ha ¢urype 19.

21. Kpucramnmmueckas popma 1o 1odomy u3 mii. 18-20, TomoTHUTETEHO
xapakTepusyromiasics kpuBori JJCK mo cymiecTBy Takoii, kak uzoopaxeno Ha durype 20.

22. Kpucramnuyeckas popma 11o 11. 1, mpeacrasistomiasi cooout popmy A L-

MUPOTITyTAMATHOMN COJIM COETMHEHUS A.

23. Kpucrammuaeckas popma 1o 1m.22, XapaKTepusyromasicst TuppakTorpamMmoit
PEHTT€HOBCKOM MOPOIIKOBOM MU PAKIMU, UMEIOILIEH 0 MEHBIIIEH Mepe TP ITUKA, BHIOPAHHBIX
U3 rpymisl, cocrosimei u3 6,0, 9,6, 10,3, 10,5, 11,0, 12,0, 13,2, 15,0, 16,7, 17,5, 17,8, 18,0, 19,0,
20,8, 21,0, 21,1, 22,0, 22,1, 23,1, 23,4, 23,5, 24,8 u 26,6 + 0,2 rpaayca 2-Teta.

24. Kpucrammuyeckas ¢popma 1o 1. 22 uiau 23, JOTIOJTHUTEIIFHO XapaKTePU3YIOIIAsICST
TUPPAKTOTPAMMOM PEHTICHOBCKOM IMMOPOITKOBOM AU(PPAKIMH TTO CYIIECTBY TAKOM, KaK
nzobpaxkeHo Ha urype 21 unu purype 22.

25. Kpucrammuuaeckas ¢popma mo mo0omMy U3 mir. 22-24, JOTIOTHUTEIHHO
xapakTtepusytomasics kpuoit JJCK 1o cyiecTBy Takol, Kak u300pakeHo Ha ¢urype 23.

26. Kpucrammueckas ¢popMma 1o Jroo0omMy 13 M. 22-25, OTIOTHUTEIFHO
xapakTepusytomasics kpuboii JICIT o cymecTBy TakoH, kKak nu3o0pakeHo Ha ¢purype 24.

27. Kpucrammuueckas ¢popma 1o 1.1, nmpencrasisitonias coboit popmy Cp cBOO0IHOTO

OCHOBAHHUS COEUHEHUS A.

28. Kpucrammuaeckas ¢popma 1o m.27, xapaKTepusyromasicst TuppakTorpamMmoit
PEHTT€HOBCKOM MOPOIIKOBOM MU PAKIMU, UMEIOILIEH 0 MEHBIIIEH Mepe TP ITUKA, BHIOPAHHBIX
U3 TPYMNIbI, cocTosmien us 8,5, 8,8, 13,9, 14,4, 15,4, 17,6, 18,1, 18,5, 19,2, 19,7, 20,4, 21,1, 21,4,
21,9, 23,6, 24,6, 29,4 n 30,1 £ 0,2 rpamyca 2-TeTa.

29. Kpucramnuyeckas ¢popma 1o 1. 27 uiau 28, JOTIOJTHUTEIIHFHO XapaKTEePU3YIOIIAsICST
IrdpaKkTOrpaMMON PEHTIEHOBCKOM MOPOIITKOBOM TUDPaKIMU IO CYIIECTBY TaKOM, KaK
n3o0paxkeHo Ha urype 26 unu purype 27.

30. Kpucrammyeckasi popma 1o Jro00oMy U3 i1, 27-29, TOTOTHUTETBHO
xapakTtepusytomasics kpuoit JJCK 1o cyiecTBy Takol, kKak u300pakeHo Ha ¢urype 28.

31. Kpucrammueckas popma 1o 1. 1, mpeacrasisitoras coooit popmy A ruaApOXIIOpUIHON
COJIM COEeIUHEHMS A.

32. Kpucrammueckas ¢popma 1o 1.31, Xxapakrepu3syromascs audpakTorpaMmoin
PEHTTEHOBCKOM ITOPOIIIKOBOM MU PAKIUK, IMEIOIIIEH IT0 MEHBIIIEH Mepe TPH KA, BRIOPaHHBIX
W3 T'pymIibl, cocrosien u3z 7,5, 8,6, 12,2, 17,1, 18,8, 18,9, 22,3, 24,5, 25,6, 26,1, 33,5 u 34,1 +
0,2 rpagyca 2-tera.

33. Kpucrammuueckas ¢popma 1o 11. 31 wim 32, JONOJTHUTENIFHO XapaKTePU3YIOIIasICs
TUGPaKTOTPaMMOl PEHTIEHOBCKOM IMOPOIIKOBOM AUPPAKIUHY IO CYIIECTBY TaKOM, KaK
n3o0paxeHo Ha ¢purype 30.

34. Kpucrammuueckas ¢popma 1o arodoMy u3 1. 31-33, TomoIHUTEIbHO
xapakTtepusytomasics kpuoit JICK 1o cymecTBy Takol, Kak n300pakeHo Ha ¢urype 31.

35. Kpucramnmuueckas ¢popma 1o arodomMy u3 1. 31-34, 1oT0THUTEIBHO
xapakTtepusytomascs kpusoii JICIT o cymecTBy Takom, kak u3o0paxxkeHo Ha ¢purype 32.

36. Kpucrannuueckas ¢popma 1o 1.1, npeacrasistoiias codoov popmy A ¢pymapaTHoi
COJIM COeAMHEHUS A.

37. Kpucrammuaeckas popma 1o 1m.36, xapaKTepusyromasicst TuppakTorpamMmoit
PEHTT€HOBCKOM MOPOIIKOBOM MU PAKIMU, UMEIOIIIEH 0 MEHBIIIEH Mepe TP ITUKA, BHIOPAHHBIX
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Y3 Ipynisl, cocrosmen usz 9,0, 10,5, 11,1, 14,9, 17,1, 17,7, 19,3, 21,1, 22,3, 22,9, 23,5, 24,0,
24,2,25,7,259,27,3,29,0u 31,1 £ 0,2 rpagyca 2-Teta.

38. Kpucrammuyeckas ¢popma 1o 1. 36 uinu 37, JOTOTHUTEIIHPHO XapaKTEePU3YIOIIAsICST
TrdpaKkTOrpaMMoO PEHTIEHOBCKOM MOPOIITKOBOM MU PaKIMU IO CYIIECTBY TaKOM, KaK
n3obpaxkeHo Ha urype 33.

39. Kpucrammdeckas popma 1o Jrodomy u3 i1, 36-38, TOTMOTHUTETBHO
xapakTtepusytomasics kpuoit JJCK 1o cyiecTBy Takol, kKak u300pakeHo Ha ¢urype 34.

40. Kpucrammueckas ¢popMma 1o 1.1, npeacrapistomast codboit hopmy A 11-
TOJIyOJICYJIb(hOHATHOM COJIM COEMHEHUS A.

41. Kpucrammueckas ¢popma 1o .40, xapakTepusyromascs TuppakTorpaMMon
PEHTTEHOBCKOM MTOPOIIIKOBOM MU PAKIUK, IMEFOIIIEH IT0 MEHBIIIEH Mepe TPH ITMKa, BRIOPaHHBIX
W3 rpyIIkbl, cocTosien us3 6,0, 9,6, 10,3, 10,5, 11,0, 12,0, 12,9, 13,2, 15,0, 16,7, 17,0, 17,5, 17,8,
18,0, 19,0, 20,8, 21,0, 21,1, 22,1, 22,7, 23,1, 23,4, 23,5, 24,8 u 26,6 + 0,2 rpagyca 2-tera.

42. Kpucrammueckas ¢popma 1o 1. 40 uim 41, JOTOJHUTENIFHO XapaKTEePU3YIOIIasICs
TUGPaKTOTPaMMON PEHTIEHOBCKOM IMOPOIIKOBOM AUPPAKIMY IO CYIIECTBY TaKOM, KaK
n300paxxeHo Ha urype 35.

43. Kpucrammueckas ¢popma 1o J1o00oMy u3 1. 40-42, TOTOIHUTEIbHO
xapakTtepusytomasics kpuoit JICK 1o cymecTBy Takol, Kak n300pakeHo Ha ¢urype 36.

44. @apmaneBTHUECKast KOMITO3ULUS, COJIepKalias KpUCTAJUIMUECKyIo (popmy 1o Jrodomy
u3 1. 1-43 1 o MeHbIlel Mepe OJIHO (hapMaLeBTUIECKU TPUEMIIEMOE BCIIOMOTaTEIbHOE
BEILIECTBO.

45. Crioco0 jeueHus paka y malyeHTa, BKIIOYAOIIMI BBEICHUE MAMEHTY KPUCTATITMYECKOM
dbopmsl 4,5,6,7-TeTparuapo- 1 1-metokcu-2-[(4-metui- 1 -unepaszuann)MeTii |- | H-pkionenrta
[a]Jmuppono[3,4-c]kapba3on-1,3(2H)-auoHa (coenunenue A) mo mobdbomy u3 mi. 1-43.

46. Crioco0 1o m.45, OTIMYAIOLIUNACS TeM, YTO YKa3aHHOE PAKOBOE 3a00JIeBaHUE
MPEACTABIISIET COOOM paK I'PYAU UM PaK SIMUHUKOB.
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