A

2013141257

RU

POCCHUUCKAS ®EJEPAIINA (19) RU (11) 2013 141 257(13) A
(51) MIIK
C07D 207/27 (2006.01)

OEJNEPAJIBHAS CIIVXBA
10 UHTEJIJIEKTYAJIbHOM COBCTBEHHOCTHU

(12) 3ASIBKA HA U30BPETEHUE

(21)(22) 3asBka: 2013141257/04, 09.03.2012 (71) 3asButennb(u):
IT'PUHIOEKC (LV)
ITpuopurert(bl):
(30) KoHBEHIIMOHHBIN TPUOPUTET: (72) ABTOp(BI):
11.03.2011 EP 11157916.5 CTOHAHC HUnmapc (LV),
(43) lata myonukanuu 3asiBku: 20.04.2015 bron. Ne 11 ﬁgggg;%[;z;g cAg;‘IZ():,annp @),
(85) laTa Hauana paccMoTpeHus 3assku PCT Ha AAMBPOBA Mas (LV),
HauoHATbHOM (ase: 11.10.2013 BEVHBEPT T'puropuit (LV),
’XBEMHWUEIIE Jlura (LV),
(86) 3aska PCT: BOPOHA Makcum (LV)

EP 2012/054111 (09.03.2012)

(87) Ilyoukanus 3asku PCT:
WO 2012/123358 (20.09.2012)

AJpec JUTs IepEeTrCKu:
119146, Mocxsa, a/a 33, 1.B. XKypaBneBoit

(54) 4R,5SR-ODOHAHTUOMEP 2-(5-METWNJI-2-OKCO-4-®EHUJITIMPPOJINANH-1-UJT) AHETAMUOA C
HOOTPOITHOY AKTUBHOCTBIO

(57) ®opmyna u3oOpeTeHust
1. 2-(5SR-Metun-2-okco-4R-penunnupponuann- 1 -un)aneramu (1)

[€ 3BE3I0UYKON* OTMEUYEHBI XUPAIbHbBIE ATOMBI YIIIEPOJA.

2. 2-(SR-Metun-2-okco-4R-heHunuppouanH- 1 -ui)aueTaMuz 115 IPUMEHEHUSI B KaUeCTBE
JIEKApPCTBEHHOT'O IIperapara.

3. 2-(5R-MeTtui-2-okco-4R-peHUIIITMPPOIUINH- 1 -MiT)arieTaMu I 171 IPUMEHEHHUs B KaUeCTBe
HOOTPOITHOTO JIEKAPCTBEHHOT'O ITpernapara.

4. 2-(5SR-Metui-2-okco-4R-heHUImUppoIuauH- 1 -uiT)aueTaMu/I JUTsl TPUMEHEHMSI B KAUECTBE
YCUJIUTEIISI KOTHUTUBHOW CIOCOOHOCTH.

5. 2-(5R-Metun-2-0kco-4R-peHuImuppouaut- 1 -un)aneraMu 115l TPUMEHEHUS B JICUCHUH
neUIrUTa KOTHUTUBHBIX (DYHKIIUM.
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6. Crioco6 momyuenus 2-(SR-Metuin-2-okco-4R-pernnnupponuaus- 1 -un)anetamuz (1)
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BKJIIOUYAIOLLINN CIIEAYIOIME CTAIUN:

a) IPUCOEAUHEHUE 2-HUTPOTPOII- 1 -eHWJIOeH30J1a K JUITUIMAIOHATY B IPUCYTCTBUU
KOMIUIEKCHOTO KaTaju3aTopa, COCTOSIIETO U3 XUPAIbHOTO 2,2 -IUKIIONPOIUIUICH-0UC-
OKCa30JIMHa, TpU(IIaTa MarHus U OpraHMYECKOTO OCHOBAaHMS C 00pa30BaHUEM JIUITUIIOBOTO
acupa 2-(2-uutpo-1(R)-peHnnmponuin)MaaIoHOBON KUCTOTHI;

0) ruAPOIIU3 U IeKapOOKCUITMPOBAHKE AUITUIIOBOTO 3upa 2-(2-HUTpo-1(R)-heHummpornm)
MaJIOHOBOM KUCIOTBI B KUCIIOM cpesie ¢ 0opa3oBaHueM 4-HUTPO-3(R)-deHunneHTaHoBon
KUCIIOTHI;

B) aTepuukanus 4-uuTpo-3(R)heHnImeHTaHOBOM KUCITIOTH METAHOJIOM C 00pa30BaHUEM
MeTHIIOBOTO 3upa 4-HUTpo-3(R)-peHuIneHTaHOBOM KUCIIOTHI;

r) XpoMatorpaduyeckoe paciieruieHue TMacTepeou30MEPHOM CMeCH METHITOBOTO 3dupa
4-autpo-3(R)-dheHunmnmeHTaHOBOM KUCIOTHI HA oTAebHbIe 3R, 4R- 1 3R,4S- sHAaHTHOMEDHI C
UCTIOJIb30BAaHUEM XpPOMATOTpahuIecKOil KOJTOHKH;

1) TUIpUpOBaHne MeTUI0BOTO 3upa 4(R)-HuTpo-3(R)-peHnnmnenTaHoBON KUCITIOTHI B
MPUCYTCTBUM KaTaiu3aTopa - Ni PeHes ¢ oOpazoBanuem 5(R)-meTuin-4(R)-peHUITMPPpOIUIvH-
2-0Ha;

€) 3aMelleHre Bogopoia B amuaHol rpyime 5(R)-metun-4(R)-GeHunnmuppoauauH-2- oHa
HAa MOH METAJIA B MOJXOISIIIEM OPraHUYECKOM PACTBOPUTEIIE;

k) N-ankumpoBanue N-MeTaumpoBaHHOTO 5(R)-MeTun-4(R)-heHunmumppomauH-2- oHa
3(UPOM TaJIOUAYKCYCHON KUCIIOTHI B MOAXOASIIEM OPTaHUYECKOM PACTBOPUTEIIE;

3) aMUAMPOBAHKE ITHITOBOTO 3dupa 2-[S(R)-meTui-2-okco-4(R)-henunmupponuaui- 1-um|
YKCYCHOM KMCIIOThl aMMHAKOM B IIOAXOISIIIIEM PACTBOPUTEIIE.

7. Crioco0 110 11. 6, T/Ie Ha CTaIMM a) XUPAJTbHbBIN 2,2 -IUKIIONPOIHIHICH-OUC(OKCA30JIMH)
npeacTaBisieT coooi (3aR,3’aR,8aS,8’aS)-2,2 - iuknonponunuaeH-ouc[3a,8a ] muruapo-8H-
unaeHo-[1,2-dJokca3zon.

8. CrocoO 110 11. 6, rie Ha CTa/IMu a) OPraHMYECKOE OCHOBAHWE BBIOMPAIOT U3 TPYIIIIHI,
cocrosiel u3 Mopdoimua, N-metunmopdoiuna, 1,1,3,3-TeTpaMeTUITyaHUIMHA U X CMECEH.
9. Cnioco6 no . 6, rae Ha craauu 0) cpeay AJIsl KUCIOTHOT'O THAPOJIN3a BBIOUPAIOT U3
CPYIIIBL, COCTOSIIEH U3 MypPaBbUHOM, YKCYCHOM M XJIOPUCTOBOJOPOIHOM KUCIOT U UX CMECEN.

10. Crioco0 1o 1. 6, rie Ha CTaauu 0) peakiuuu J1eKapOOKCUIIMPOBAHUS TEMIIEpaTypa
Haxoautcs Mexay 70° u 110°C.

11. Cioco0 1o 1. 6, TAe Ha CTaAuM 1) TaBJICHHE BOAOPOJa cocTaBisieT Mexay 0,3 u 6,0
MITa.

12. Crioco0 1o 1. 6, TAe Ha CTaAUM €) MOH HATPHsl BBOAUTCS B aMUIHYIO Ipymy S(R)-
MeThI-4(R)-beHUIUPPONUINH-2-0HA ¢ TTOMOIIBIO TUPUIA HATPUSI UJIU 3TOKCUIA HATPHUSL.

13. Cnoco® 1o 1. 6, rjie Ha CTaIuu ) 3pUp raJouayKCyCHON KUCIOThI MTPEICTaBIEH
3(UpOM OPOMYKCYCHOM KUCIIOTHI WK 3(UPOM XJIOPYKCYCHOM KUCITOTHI.

14. Cnioco® 1o 11. 6-13, rae NoaAX0As1Iui OPraHUUECKUI pACTBOPUTEND JIsl B3AMMO/IEHCTBHUS
BBIOMPAIOT U3 T'PYIIIbI, COCTOSIIIEH U3 FeKcaHa, OeH30J1a, TOIyoa, Xxjiopodopma,
TUXJIOpMeTaHa, IUXJI0pITaHa, dTWIAleTaTa, MeTUIaleTaTa, TMITUIOBOTO 3dupa, 1,4-
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JIMOKCaHa, TMMETHIICYJTb(POKCUIA U UX CMECEi.

15. Criocob mo 1. 6, TJie Ha CTaAu 3) MOIXOISIIMI OpraHUUECKUH paCTBOPUTEIb BEIOMPAIOT
U3 TPYIIIBI, COCTOSIIEN U3 METaHOJIa, ITAHOJIA, IPOIaHOoJIa; XJIopodopma, XJTIOPUCTOTO
METHJIEHA; dTHIaleTaTa u 1,4-muokcaHa.
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