A

2013107748

RU

POCCHUUCKAS ®EJEPAIINA (19) RU (11) 2013 107 748(13) A
(51) MIIK
CO7D 493/10 (2006.01)

OEJNEPAJIBHAS CIIVXBA

10 UHTEJIJIEKTYAJIbHOM COBCTBEHHOCTHU

(12) 3ASIBKA HA U30BPETEHUE

(21)(22) 3asBka: 2013107748/04, 30.06.2011 (71) 3asButennb(u):
' ITAHXAW X9HXVYH
gg;d;)(%f{T;eT}(lzly)l;)HHHﬁ MIPUOPHTET: PAPMACBIOTUKAJL KO, JITA. (CN),
10.08.2010 CN 201010249618.3; z'é?;chy XOHKYUMENCHUH KO, TTA,
06.12.2010 CN 201010589606.5
. . (72) ABTODP(BI):
(43) Hara nyonmkanum 3assBku: 20.09.2014 broi. Ne 26 SIH @annys (CN),
(85) Jlata Hayana paccMoTpenus 3asBku PCT Ha TAH IIsu Uxo (CN),
HanuoHabHOM (aze: 11.03.2013 AVH un (CN),
TV Bausan (CN),
(86) 3asska PCT: DOAHB H3ﬂH (CN),
CN 2011/076680 (30.06.2011) T'YAHb Jymmss (CN),
(87) IMy6aukauus 3assku PCT: LI2HB I'yanroans (CN),
WO 2012/019496 (16.02.2012) BAH Su (CN),
IOAHD I{3unzrons (CN),
AJipec IS IEPeTUCKu: YXKAH JIumuns (CN)
191002, Canxrt-IleTepbypr a/a 5, OO0 "JIanyHOB
M IapTHEPHL"

(54) ITPOU3BOJHBIE C-APUJITJIIOKO3MAOB, CIIOCOB X ITOJIVUYEHN A 1
PAPMAINEBTUYECKOE TIPUMEHEHUE

(57) ®opmyna u300peTeHUs
1. Coemunenue popmysl (I), ero hapMarieBTHUECKU ITPUEMIIEMbIE COJTH UITA CTEPEOU30MEPHI:

IJI€ KOJIbIIO A BBIOPAHO W3 IPYIIITBI, COCTOSIIEH U3 apuiia U reTepoapusia, riae Kaxabli u3
YKa3aHHOTO apuiia UM reTepoapuiia HE3aBUCUMO BO3MOXKHO JOIIOJIHUTEIbHO 3aMEIIECH
OJHO WM 00Jiee YeM OJIHOM IPYIIION, BHIOPAHHOM U3 TPYIIIBI, COCTOSIIEH U3 TaJloreHa,

aJIKWIa, aJKCHUNIA, aJKMHWIA, IUKIIOAIKHUIIA, TeTepOIUKIINIIA, apuila, TeTepoapuia, —OR7, -S
(0),R, -C(O)R”, -C(O)OR’, -NR®R” 1 -C(O)NR®R?, rne kaskipIit 13 yKa3aHHOTO alKMIIa,
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UKJIOAJIKWIIA, TETEPOLMKIIAIIA, ApUJIA U TETEPOAPUIIA HE3ABUCUMO BO3MOKHO JIOTIOJIHUTEIIBHO
3aMeIlleH OTHOM Uik 0oJjiee YeM OJTHOM T'PYIINOM, BEBIOpAHHOM U3 TPYIIIIBI, COCTOSIIEH U3

JIeNTepusl, TaJloreHa, aJIKeHUITa, aIKHHUIIA, HUTPO, IIMaHO, AJTKOKCH, IIUKJIOATKHIIA, —OR7, -S

(0),R’, -C(O)R”, -C(O)OR’, -NR®R” u -C(O)NR®R?;

KQXIbINA U3 Rl, R2, R® wm R* Hezasucumo BBIOpAH U3 TPYIIILI, COCTOSIIEH U3 BOJIOPO/IA,
raJoreHa, MaHo, TMIPOKCUIIA, aMUHO, AJIKWIIA, AJIKOKCH, LIMKJIOAJIKUIIA, apUJIa U TeTepoapuiia,
IJIe YKA3aHHBIN aJIKWJT, AJIKOKCH, IUKJIOATIKUII, APUJT UJIU T€TEPOAPUIT HE3ABUCUMO BO3MOXKHO
JOTIOJTHUTEIHHO 3aMEIIEeH OJTHOM WM O0Jiee YeM OJTHOM T'PYMIIO, BBIOPAHHOM U3 TPYIIIIHI,
COCTOSIIIEH U3 IeTepusi, raJloreHa, THIPOKCUIIa, aMUHO, aJIKUJIa, aTKOKCH, KapOoKcuia u
a¢dupa kapOOHOBOM KUCITOTHI;

wi R? u R? Bmecre ¢ (heHUIIOM KOHJIEHCUPYIOTCS B KOJIBIIO, BO3MOYXHO BBIOpAHHOE U3
TPYMIIbI, COCTOSAIIEN U3 LUKIIOATKUIIA, TETEPOLMKIIMIIA, apUila U TETEpoapuiia, Iae KaIbli
Y3 YKa3aHHOTI'O LIMKJIOAJIKWIIA, TETEPOLMKIINIIA, ApUIIa WIA FeTepoapuiia HE3aBUCUMO BO3MOXKHO
3aMeIleH OTHOM Wi 00JjIee YeM OJTHOM I'PYIINOM, BEBIOpAHHOM U3 TPYIIIIBI, COCTOSIIEH U3
rajoreHa, TMAPOKCUIIA, aMUHO, AJIKAJIA, AJIKOKCH, AJIKEHUIIA, AJIKUHUJIA, UMKIIOAIKWIIA,
reTepOLUKIINIA, apuia, TeTepoapuiia, kapbokcuia v 3pupa KapOOHOBON KUCTOTHI;

MIPH YCIIOBUH, YTO KOT/Ia KOJIBIO A TIPEICTaBISET COO0M (PeHuI, R2, R*uR* IIPEACTABIISAIOT

co0oli BOIOPOS, R! BBIOpAH U3 TPYIIIIBI, COCTOsIIIEN U3 Bojopoaa, Cy_4ankuna, F, Cl, quano

51 —ORIO, TO KOJIBIIO A HE MOXET OBITh 3aMEIICHO IPYIIION, BBIOPAHHOM U3 TPYIIITHI, COCTOSIICH
u3 Cy_4 ankuina, F, Cl, yuano, runpokcunia, —OR“, C;.p ankuna, 3amerieHHoro F, —S(O)zR“,

C3_6 ankuia U Cs_g HACBILLEHHOT' O rerepouukinia, umeromero 1-2 N, O unu S;

Ka)XObIA U3 R5 "u R6 HE3aBUCUMO BBIOPAH U3 IPYIIITBI, COCTOSIIEH U3 BOAOPOIa U ACUTEPUS;

R’ BBIOPAH U3 TPYIIIBI, COCTOSIIEH U3 BOJIOPOAA, ASUTEPUs, aJIKWIa, IMKIOAJIKUTIA,
FeTEPOLUKIINIIA, ApUIIA U TeTEPOAPUIIA, TAE KAXKIAbIA U3 YKA3aHHOTO AJIKWJIA, IUKIIOAJIKUIIA,
FEeTEPOLUKIINIIA, APUJIA UJIM TeTEPOAPUIIa HE3ABUCUMO BO3MOXKHO JOIIOJIHUTEIBHO 3aMEIIEH
OJHOM WM OoJIee YeM OJHOM IPYyMIION, BHIOPAHHOM U3 TPYIIIBI, COCTOSIIEN U3 aJIKuIa,
rajoreHa, riAPOKCUIIa, AMUHO, AIIKOKCH, LIMKJIOAJIKWIIA, TETEPOLMKIINIIA, apUiia, FeTepoapuia,
kapOokcuia u a¢upa KapOOHOBOM KUCITOTHI,

KaXObIN U3 R8 WA R9 HE3aBUCUMO BBIOPAH U3 TPYIIIbI, COCTOSIIEH U3 BOJIOPO/Ia, aJIKHUIIA,
UKJIOAJIKUAJIA, TETEPOLMKIINIIA, ApUJIa U TETEPOAPUIIA, T KAXKIBIA U3 YKA3aHHOI'O aJIKWa,
LUKJI0AQJIKWIIA, TETEPOLMKIIMIIA, ApUJIa UIIU TeTepoapuiia HE3aBUCUMO BO3MOXXHO
JIOTIOJTHUTEIBHO 3aMEIEH OTHOM WM 00Jiee YeM OJHOM IPyHIIOH, COCTOSIIEHN U3 TPYIIIbI,
COCTOSILEN U3 aJIKWIIA, TAJIOT€HA, TUAPOKCUIIA, AMUHO, AJIKOKCH, IMKJIOAJIKUTIA, TE€TEPOLMKIINIIA,
apuia, rerepoapuiia, kKapookcuna v 3pupa KapOOHOBOM KUCITIOTHI;

umu R® 1 R? B3arsr BMecte ¢ MIPUCOETUHEHHBIM ATOMOM a30Ta ¢ 00pa30BaHUEM
FeTePOLMKIINIIA, TJI€ YKA3aHHbBINM FeTEPOUUKIIAI COAEPKUT OJAUH WU OoJiee YeM OJUH
rerepoatoM N, O uii S(O),,, ¥ YKa3aHHBIN T€TEPOLMKIIAII BOZMOXKHO JOITOJIHUTEIBHO 3aMeLIEH

OJHOM WM OoJiee YeM OJHOM IPYMIION, BHIOPAHHOM U3 TPYIIIBI, COCTOSIIEN U3 aJIKuIa,
raJIoreHa, TUIAPOKCUIIA, AJTKOKCH, IUKIIOATKNAIIA, TETEPOLMKIINIIA, ApUila, TETEPOAPUIIA,
kapOokcuiia u a¢upa KapOOHOBOM KUCIIOTHI,

R0 npeacTaBisieT cooomt Cy_4alKu;

(8]
rRY BBIOpAH U3 I'PYIIIIbI, cocTosie u3 Cq_4ankunia, 22:‘ u , U
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m paseH 0, 1 nm 2.

2. Coenunenue popmyisl (1), ero ¢papManeBTUUECKH ITPUEMIIEMBbIE COJIA UITH CTEPEOU30MEPBI
1o 11. 1, BKimrouaromume coequaenue ¢popmydsl (1), ero hapManeBTHYSCKH IIPUEMIIEMBIC COJIN
WJI CTEPEOU3OMEPHI:

(IT)

e KOablo A, RLR® MPEJICTABIISIIOT COOOM TaKue, KaK OMpeesieHo B 1. 1.

3. Coenunenue popmyisl (1), ero papManeBTUUECKU ITPUEMIIEMBbIE COJIA UITH CTEPEOU30MEPBI
1o 1.1, rjie Koapuo A mpeAcTaBiIseT cOOOM apuil, IAe YKa3aHHbINM apUil BO3MOXKHO
JIOTIOJTHUTEILHO 3aMeIIeH OHOM WK 0oJiee YeM OHOM IPyMIIoN, BHIOPAHHOM U3 TPYIIIHI,
COCTOSIIEN U3 TaJIOTE€HA, AJIKWJIA, AJIKCHWIA, AJIKUHUJIA, IUKIIOAJIKUAIIA, TETEPOLMKIIAIIA, apuila,

retepoapuia, -OR’, -S(0),,R’, -C(O)R, -C(O)OR’, -NR®R? u -C(O)NR®R’, rie xasp1it us

YKa3aHHOTO aJIKWIIA, IMKJIOAJIKUIIA, TETEPOLUKIINIIA, apUila WK reTepoapuia HE3aBUCUMO
BO3MO’KHO JIOTIOJTHUTENIBHO 3aMeIleH OAHOM UK OoJiee YeM OHOM I'PYIIIoii, BRIOPAHHOM U3
TPYMIIBI, COCTOSAIIEH U3 IEUTEPUs, rajIoreHa, alIKCHWIIA, aJIKHHWIA, HUTPO, [IMaHO, aJIKOKCH,

muKsoankuia, -OR’, -S(0),,R’, -C(O)R’, -C(O)OR’, -NR®R? u -C(O)NR®R’.
4. Coequnenue popmyisl (I), ero hapmaneBTUUECKH TPUEMIIEMBIE COJIU UITU CTEPEOU30MEPHI
0 1.3, rae KaXXObIN U3 R2, R3 u R* mezaBucnmo MpeJICTaBIIsIeT cOOO0M BOIOPOI; U

R! MPEACTABIISIET COOOM TaJIOTeH.

5. Coeaunenue popmyisl (I), ero papManeBTUUECKU TPUEMIIEMBIE COJIU WITU CTEPEOU3OMEPDI
10 1.3, I/1e KOJIbLO A IpeacTaBiiseT cobol peHu, Iae yKa3aHHbIN (PeHUIT BO3MOKHO
JTIOTIOJTHUTEIBHO 3aMellleH 1-5 rpynmnamu, BBIOpAHHBIMU U3 TPYIIIbI, COCTOSIIIEH U3 rajioreHa
u —OR7;

R’ MPEICTABIISIET COOOM ATTKUJI, TI€ YKa3aHHbBIN aJIKMJI BO3MOXHO JIOTIOJTHUTEIBHO 3aMelleH
1-3 rpynmnamu, BBIOpaHHBIMH U3 TPYIIIBI, COCTOSIIEH U3 ASUTEPHs, TaJI0TeHa, aJIKOKCH U
LUKJIOATKOKCH.

6. Coequnenue popmyisl (I), ero hapManeBTUUECKU ITPUEMIIEMBIE COJIU UITU CTEPEOU30MEPHI
1o 1.1, T/1e KOJIbLO A MpencTaBiseT coO0i rerepoapull, re yKa3aHHbIN reTepoapul
JIOTIOJTHUTEILHO BO3MOYHO 3aMEIleH OJIHOM U O0Jiee YeM OJTHOM I'pyMIoH, BHIOpaHHOM U3
TPYNIIBI, COCTOSIIEN U3 TAJIOTeHA, AJIKMJIA, AJIKEHWIIA, AJTKMHWIA, UIMKJIOAJIKWIIA,

reTEPOLUKIINIIA, ApUJla, TETEpOaApUIIa, —OR7, —S(O)mR7, —C(O)R7, —C(O)OR7, NR®R? u -C(O)
NR8R9, IJIe KQOXKIbIA U3 YKA3AHHOTO AJIKUIIA, [IUKJIOAJIKUIIA, TETEPOIMKIINIA, apUJla UITU

reTepoapuiia He3aBUCUMO BO3MOJKHO JIOTIOJTHUTETLHO 3aMeIleH OTHOM UiTh OoJIee YeM OTHOM
TPYIIION, BEIOPpAHHOM U3 TPYIIIBI, COCTOSIIEH U3 IeWTepusl, TaJloreHa, aIKeHWIa, aJJKMHUIIA,

HUTPO, IMAHO, AJIKOKCH, [UKJIOATKWIIA, -OR7, -S(O)mR7, -C(O)R7, -C(O)OR7, NR®R? u -C(O)
NR®R.
7. Coemunenue ¢popmyisl (1), ero hapmarieBTUUECKU ITPUEMIIEMbIE COJIM UJIH CTEPEOM30OMEPHI
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o 1.6, re
Ka’XIbIN U3 RZ, R3 U R4 HE3aBUCUMO TIPEJICTaBIIsIeT OO0 BOIOPOI; U

R! MPEACTABIISIET COOOM TajIOTeH.
8. Coemunenue popmyisl (1), ero hapmMaleBTUUECKH TPUEMIIEMBIE COJIU WIIM CTEPEOM30MEPBI
i 0
10 1.6, I/1e KOJIbLO A IpeaCTaBiIsieT cobom P WJIM TUEHWIL.

9. Coenmunenue ¢popmyisl (1), ero hapmarieBTUUECKU IMTPUEMIIEMbIE COJIU WU CTEPEOM30OMEPHI
I10 JIF0OOMY M3 1. 1-8, T/Ie KOJIBIO A BO3MOXHO 3aMEIIEHO OTHOM WM 00JIee YeM OTHOMN

CPYIION, BBIOpaHHOM U3 TPYMIIbI, COCTOSIIEN U3 rajloreHa u -OR’, IIPY YCIIOBUM, UTO KOT/Aa

KOJIBIIO A 3aMEIIEHO -OR’, rne R’ npeactaBisieT coool Cq_4alIKui, TO KOJIBIO A JTOJIKHO

OBITh OJHOBPEMEHHO 3aMEILEHO OJHUM MJIM 00JIee YeM OJTHUM aTOMOM TajIOreHa.
10. Coenunenue popmysl (I), ero hapManeBTUYECKU MPUEMIIEMBIE COJIU UITU

CTEpPEOU30MEPHI MO JIF0O0oMY U3 n.1-9, rae R’ wm R® MIPEACTABIISIET COOOM aTOM JIeUTepHsl.
11. Coenunenue popmysl (I), ero hapManeBTUYECKU MPUEMIIEMBIE COJIU UITU

CTepeOor30MEpPHI 10 JItoOomy u3 1. 1-9, rae R’ MpeJICTaaBIsIeT COOOM aJIKWII, TAe YKa3aHHbIN
aJIKUJI BO3MOJKHO JIOTIOJTHUTEILHO 3aMeIeH OTHUM UJTH 00JIee YeM OJHUM aTOMOM JACUTepHUsl.

12. Coemuuenue popmys (1), ero hapMarneBTUYECKH IIPHEMIIEMBIC COJIU UITH
CTepeor30oMepHlI T0 JTI00oMY U3 M. 1-11, rjae coeAMHeHUue BEIOPAHO U3 TPYIIIIbI, COCTOSIIEH
u3:

O\/\O/Q
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13. Crtoco6 moyuenus coenuuernst popmysl (1) o 1. 1, T/1e yKka3aHHBIN crtoco0 BKITIOUAET:
RZ

(IA)
npeBpaieHue coequnenus hopmyisl (IA) B coenunenue popmyisl (IB);

(IB)

JIOTIOJTHUTENIbHOE YAAJIEHUE 3aIIUThI C coequHeHust popmyibl (IB) B coequnenne hopmMyib
@;

rae R'-ROu KOJIBLIO A OIpeneseHsl B I1.1;

X 1Y NpeacTaBisitoT COOOM 3aIMTHBIE TPYIIIBI THAPOKCUIIA, TPEATIOUYTUTENIBHO AJIKWI U
OeH3UII.

14. ®apmarneBTUYECKast KOMITO3UIIMS, COAEPIKaIasi TeparneBTUUecKu ek TUBHOE
KOJIMUECTBO coeuHeHus popmyisl (I) unm ero ¢papmaneBTUUECKH IPUEMIIEMBIX COJIEN WU
CTEPEOU30MEPOB 10 JTt0O0oMYy U3 11 1-12, 1 hapManeBTUYECKH TTPUEeMIIEMble HOCUTEIH.

15. Ilpumenenue coearnenus popmysl (1) uaum ero papmaneBTUYECKU TPUEMIIEMBIX COJIEH
WJIM CTEPEOM30MEPOB 10 JIF000MY U3 M. 1-12, uimv hapManeBTUYECKOM KOMITO3HMIUY 110 11.14
B [1OJIyY€HUM UHTUOUTOPA HATPUI-3aBUCUMOT0 NIEPEHOCUMKA [JTFOKO3BI.

16. Ilpumenenue coeaunenus popmysl (1) umum ero papmaneBTUYECKU TPUEMIIEMBIX COJIEH
WA CTEPEOU3OMEPOB 10 JTr000MY U3 TII. 1-12, uiu papManeBTUUeCKOM KOMITO3UIUHU T10 11. 14
IIPU MOJIYYEHUH JIEKAPCTBEHHOI'O CPEACTBA IS JICUCHUS] UITM 3aMEIJIEHNS PA3BUTHS WU
BO3HMKHOBEHMUSI CJICTYIOIIUX 3200JIeBaHUIA, T/IE YKa3aHHbIE 3a00J1eBaHMs BHIOPAHBI U3 TPYIIIIBI,
COCTOSIIIEN U3 caxapHOTO ArabeTa, pEeTUHOMATHH, HEWPOTIATHH, HEPPOTIATUH,
WHCYJIMHOPE3UCTEHTHOCTH, TUIIEPTIIMKEMUH, TUTIEPUHCYJIMHEMUH, ITOBBILIEHHBIX YPOBHEN
JKAPHBIX KUCIIOT WIM TJIMLEPUHA, TUIIEPIIUITUAEMUN, OKUPEHUS, TUTIEPTPUTIIULEPUIEMUH,
cuHapoma X, TMabeTUYECKUX OCIOKHEHUM, aTEPOCKIIEpO3a U TUIIEPTEH3UH.

17. Cnioco0 neuenust 3a001eBaHusi, BBIOPAHHOTO U3 TPYIIIIBI, COCTOSAIIEH U3 CaXapHOTO
abera, peTUHOMATHM, HelponaThu, He(hponaTHH, UHCYJIMHOPE3UCTEHTHOCTH, TUTIEPIITMKEMUH,
TUIIEPUHCYJIMHEMUM, TIOBBILLIEHHBIX YPOBHEW KUPHBIX KUCIIOT UJIW TJIMLEPUHA,
TUTIEPIUTIMAEMUH, OKUPEHUS], TUTIEPTPUTIIMLEPUAEMUU, CUHIIpoMa X, AMa0EeTUUECKUX
OCJIO’)KHEHUH, aTEPOCKIIEPO3a U TUIIEPTEH3UH, IPU KOTOPOM CYOBEKTY, HYKIAIOIIEMYCSI B
TaKOM JICYCHHUH, BBOAST TePATIeBTUUECKU 2(PPEKTUBHOE KOIMUYECTBO COEAUHEHUS (POPMYITBI
(D) wnu ero hapManeBTUYECKUX COJIEH WIIM CTEPEOU30OMEPOB 10 JT000My U3 1it. 1-12, uiu
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(dhapManeBTUIECKON KOMITO3UIMY TI0 11.14.

18. ITpumenenue coerHeHus hopmydbl (I) vam ero apmManeBTUUECKH TPUEMIIEMBIX COJIeH
WA CTEPEOU30OMEPOB 10 JTt000MY U3 M1 1-12, uiu papManeBTUUeCKOM KOMITO3UIUHU T10 11. 14
B KA4ECTBE JIEKAPCTBEHHOT'O CPEACTBA JJ1s JICUEHUS WIIM 3aMENJIEHUS] PA3BUTUS WIH
BO3HUKHOBEHMUSI CJICTYIOIIUX 3200JIeBaHUIA, T/IE YKa3aHHbIE 3a00JIeBaHMsI BHIOPAHBI U3 TPYIIIII,
COCTOSIIIEN U3 caxapHOTO ArabeTa, pETUHOMATHH, HeWPOTIATHH, HEPOTIATUH,
WHCYJIMHOPE3UCTEHTHOCTH, TUIIEPTIIMKEMUH, TUTIEPUHCYIMHEMUH, ITOBBIIEHHBIX YPOBHEN
KUPHBIX KUCTIOT WJIU TJIMLIEPUHA, TUTIEPIUTIMAEMUU, OKUPEHUS], TUTIEPTPUTIIULEPUAECMUM,
cuHapoma X, TMabeTUYECKUX OCI0KHEHUMN, aATEPOCKIIEPO3a U TUIIEPTEH3UH.
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