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OEIEPAJIBHASI CIIV)XXBA
MO UHTEJJIEKTYAJTBHOM COBCTBEHHOCTH,
ITATEHTAM 1 TOBAPHBIM 3HAKAM

(12 3BASIBKA HA U3OBPETEHUME

(21), (22) 3asBka: 2008100237/04, 12.06.2006 (71) 3asBUTENH(M):

xuun Caiisue, Mak. (US)
(30) KoHBEHIMOHHBII TPUOPUTET: a

14.06.2005 US 60/690,545 (72) ABT9p(LI):
BOUKEP Yunesm P. (US),
(43) dara nybmikanuu 3assku: 20.07.2009 bron. Ne 20 JIDKUPTOH Bpioc Yapnsa (US),

(85) Hara nepeBona 3asBku PCT Ha HAIMOHAITBHYIO CTAINAK Mapums (US)

azy: 14.01.2008

(86) 3asska PCT:
US 2006/022790 (12.06.2006)

(87) Ilyomuxkamwus PCT:
WO 2006/138212 (28.12.2006)

AJpec AT IeperucKu:
127055, MockBa, a/4 11, maT.nos.
H.K.ITomenenckomy, per. Ne 31

(54) OBILIME ITPOJIEKAPCTBEHHBIE ®OPMbI CTEPOIJ1OB U -AI'OHMCTOB (BAPUAHTEI),
BKJTIOYAOIIVI X ABPO30JIBHBIM COCTAB (BAPUAHTBI) U CIIOCOB
TMPEJIOTBPAINEHUS WWJIU JIEUEHU S JIETOUYHBIX BOCITAJTEHHUN WA
BPOHXOCTEHO3A C UX ITIOMOIIIBIO

(57) ®opmyna u300peTeHUs
1. O6mMe poseKapcTBeHHBIE (POPMBI CTEPOUIOB U 3-arOHUCTOB, OXBAaThIBa€MbIE OOIIIEi

CTpyKTypHOU hopmyto I v II:
HO
HO—p g

R 1T

rae X sBisgercs S, N Wid a30TcoepKallluM Te€TEPOLUKIIOM, B KOTOPOM aTOM a30Ta B
TeTEPOLUKIIE CBA3AH C R1 71 Rz;

W BBIOpaH u3 rpynmsl, Bkaodarorei Cl, F, OH, ONOZ, OCO-ankun, OCO-apui, CN,

S-anmkun u S-apui;
Cycl aBiseTcs UMKIOATKUIOM WIHM HUKJIOAJIKAIIOM, Y KOTOPOI'O 10 MEHbIIIEH Mepe OJIMH
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aToM yrjepoja 3aMelleH Ha atoMm S wi O;
Y mibo OTCyTCTBYET, TMOO MPEACTABISAET COOOM 'Z(CHz)n’ rae n=0-6, u Z o3Hauaert S, O,

N nnu N-ajakui;
R, nR, He3aBucuMoO BBIOPAHbI U3 FPYIIIIbI, BKIIOYAIOIIEH BOAOPOI, apuil,

HU3KOMOJICKYJISIPHBIN aJIKWIT U 3aMEIIeHHbIN HU3KOMOJIEKYJISIPHBIN aJIKWI, THOO
OTCYTCTBYIOT, JIMOO B3SIThIE BMECTE OOPA3YIOT HEAPOMATUUECKOE KOJIbLO, COJIepKallee OT 2
1o 10 atomoB, BeIOpaHHbIX U3 aToMoB C, O, S u N;

R3 MpeACTaBIISIET COOO

OH ,
/’E“\J/}{
N\
I{G
rae R, mpencrapiser co0OO0M aJIKWIIbHYIO I'PYIITY, COCTOSINYIO U3 1-12 aTOMOB yriepoja,
ApWIAJIKWI WIXA 3aMEICHHBIN apUIaIKUIL, y KOTOporo ot 1 1o 3 CHZ—rpynn B YIJIEPOJHOM

Lenu 3aMelleHo aToMoM(aMu), BeIOpaHHbiMU U3 O, S u N, u
R e R5 npeAcTaBisioT coboit HezaBucumo H, Clu F;

1 uX (hapManeBTUUECKU MPUEMJIIEMbIE COJIH.
2. [IponexkapcTBeHHbIE (POPMBI 11O 1.1, OXBaThIBaeMble 00I11IeH CTPYKTYpHOU Popmyioii I,
B KoTopoii Cycl mpencTaBiseT coO0M IUKIOTEKCHIT, R, o3nauaet metun, R, oTcyTcTByeT, Y

O3Ha4daeT N(CHZ)n, CBsI3aHHBIN ¢ X ¢ 00pa3oBaHWEM MUIEPA3MHOBOTO KOJIbIA, a R3

MIpeACTaBIISIET COOO
OH s

H
/,,3\\\,,DJ\\
P{G
rmue R6 O3HayaeT (CH2) 6O(CH2) 4Ph WM TpeT-0yTuit, R 4 BIISIETCS F,a R5 MIPEACTABIISIET

cooboit H.
3. IIponekapcTBeHHbIE (DOPMBI TT0 T1.1, OXBaThIBa€MbIe O0IIIEH CTPYKTYPHOI (hopmyIoii I,
B koTopoii Cycl mpencrasiseTr coO0M UKIOTEKCUIL, R1 O3HAYAET METHII, R2 OTCYTCTBYET, Y

oTcyTcTByet, X o3Hauaer S, a R, npeacrasiser cobon
OH R
e
N\
R6
rmue R6 O3HayaeT (CH2) 6O(CH2) 4Ph WM TpeT-0yTuit, R 4 SBIISIETCS F,a R5 MPEACTABIISET

coboit H.
4. I1ponexkapcTBeHHbIE GOPMBI 11O I1.1, OXBaThIBa€MblIe OOIIENH CTPYKTYpPHON
¢dbopmysoti 11, B koTopoit Y, R, uR, orcyrersylor, X obpa3syer 4-TeTparuIpoTUONUPAHOBOE

xoispno, W ozHauaer OH wimm CN, a R3 MpeACTaBIIsieT coOOoi
CH .
H
N\
P{G
rae R6 O3HayJaeT (CH2) 6O(CH2) 4Ph WK TpeT-0yTui, R 4 SIBIISIETCS F,a R5 MPECTABIISIET

coboit H.
5. IlponekapcTBeHHble (POPMBI 11O 1.1, OXBaThHIBa€MBbIE O0IIIEH CTPYKTYPHOI
¢dbopmysotii 11, B koTopoit Y, R, uR, orcyrersylor, X o6pa3syer 3-MUpUAUHOBOE KOJIbLIO, W

sisiercst OH mimn CN, a R, nipencrasisieT coboit
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rmue R6 O3HayaeT (CH2) 6O(CH2) 4Ph WM TpeT-0yTuit, R 4 ABIISIETCS F,a R5 MPENCTABIISET

cobort H.
6. [IponexkapcTBeHHBbIE (POPMBI 11O T1.1, BBIOpAHHBIE U3 TPYIIIHI, BKIIOYAIOIIIEH:
Canpmerepoit-pocdat-16,17-[(upxnorekcummeTraeH )ouc(oxen)]-9-prop-11-ruagpokcu-21-
(4-MeTunnunepazuHuyM)-nperua-1,4-nuen-3,20-quon[1103,160(R)];
Ans0yTtepon-dochat-16,17-[(uKIoreKcuamMeTuiIeH )ouc(okcn)]-9-grop-11-ruapoxcu-21-
(4-MeTunnunepazuHuyM)-nperua-1,4-nuen-3,20-quon[1103,160(R)];
Canpmetepoi-pocdat-16,17-[(LUKIOTeKCUIMETUIIEH )OUC(OKCH) |-9-dTop-1 1-TUIPOKCH-
21-metuicynbpoHuyM-nipersa-1,4-nues-3,20-nuoH[ 113, 16a(R)];
Anb0yTepor-pocdat-16,17-[ (MMKITOreKCUIMETHUIICH ) OUC(OKCH) |-
9-¢prop-11-runpokcu-21-meTuicyabpoHuyM-nperua-1,4-nuen-3,20-nuon[118,16a(R)]:
CanpMmerepoit-¢pocdat-16,17-[(TeTparuapo-THONUPAHUINYM )OUC-(OKCH) |-
9-¢prop-11,21-quruapokcu-nperua-1,4-nuen-3,20-quon[118,160(R)];
Anb0yTepor-pocdat-16,17-[(TeTparuapo-THOTUPAHUITNYM ) OUC(OKCH) |-
9-btop-11,21-nuruapokcu-nperua-1,4-nuen-3,20-nuoH[110,16a(R)];
Canpmetepoi-pocdat-16,17-[(mupuauHuii-3-MeTraeH )ouc(okcu)|-
9-btop-11,21-nuruapokcu-nperua-1,4-nuen-3,20-nuoH[110,16a(R)];
Anbb6yTteporn-pocdat-16,17-[(MupuauHUi-3-MeTHUIIEH ) OUC(OKCH) |-
9-¢top-11,21-nuruapokcu-nperua-1,4-nuen-3,20-nuoH[110,16a(R)];
Canpmetepoi-pocdat-16,17-[(mupuauHuii-3-MeTrIeH )ouc(okcu)|-
9-¢prop-11-runpokcu-21-unano-nperua-1,4-auen-3,20-auoH[ 1 1a,163]; u
AnboyTteporn-pocdat-16,17-[(mupuauHui-3-MeTUIIEH ) OUC(OKCH) |-
9-prop-11-runpoxcu-21-unano-nperxa-1,4-nuen-3,20-nuoH|[ 110, 16B(R)].
7. O611Me TposieKapCTBEHHbIE (POPMBI CTEPOUIOB U [3-aTOHUCTOB, OXBAThIBAEMbIE OOIIIeH
CTpYKTYpHOU opmyitoi II1:
B

IIT

rae A npeacTaBisieT OO0 HUKIIOAIKUI, Y KOTOPOTro IO MEHbIIEH Mepe OJIMH aTOM
yriiepojia HeoOsi3aTenbHO 3aMeltieH aToMoM S, O uiu NRI, IIUPUINAIT WK 3aMEIIEHHBII

MU PUTAIT;
B Bb1Opan u3 rpynisl, Bkatouarotielt NR R, umunazomnui, CN, SCN, SRI, Cl, F, OH,

12
ONOz, OCO-ankun u OCO-apu;
R, u R, HesaBucumo BBIOpAHBI U3 TPYIIIbI, BKIIIOYAOIEH BOAOPOI, apuIl, TeTepoapul,

HU3KOMOJIEKYJISIPHBIN aJIKWII WK 3aMEIICHHbIM HU3KOMOJIEKYISIPHBIN aJIKWJI, WU
OTCYTCTBYIOT, MJIM BMECTe 0Opa3yloT HeapoMaTHUECKOe KOMIbI0, coaepikarliee ot 2 1o 10
aTOMOB, BBIOpaHHBIX U3 aToMOB C, O, S 1 N; wiu ux papManeBTHIECKH ITPUEMIIEMbIE COJIH.
8. [IponekapcTBeHHBIC (DOPMBI MO 1.7, BBIOPAHHBIE U3 TPYIIITHI, BKIIIOYAFOIIICH:
16,17-[(uMkiiorekcunmMmeTusieH )ouc(okcu)]-9-gprop-11-ruagpokcu-21-
(4-meTunnunepasuHui)-npersa- 1,4-nues-3,20-quoH[11p3,160(R)];
16,17-[(IMKIJIOT €eKCUIIMETHIIEH )OUC(OKCH) |-
9-¢prop-11-runpokcu-21-mMeTunTuo-nperua- 1,4-nmuen-3,20-muou[118,160(R)];
16,17-[(TeTparuapo-TuonupaH-4-uin)ouc(okcH)]-
9-¢prop-11,21-muruapokcu-nperua-1,4-nuen-3,20-quon[118,16a(R)];
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16,17-[(mupuauHuI-3-MeTUIIeH )Ouc(oKcH) |-
9-¢prop-11,21-muruapokcu-nperua-1,4-nuen-3,20-nuon[118,160(R)]; u

16,17-[(mupuaMHUI-3-MeTUIIeH )OUc(0KCH) |-
9-¢prop-11-runpokcu-21-upano-nperua- 1,4-auen-3,20-quon[11p,16a(R)].

9. Cnnoco0 nony4yeHust oOLIMX MPOJIEKaPCTBEHHBIX (POPM CTEPOUIOB U 3-aTOHUCTOB MO
m.1.

10. A3p0o30nbHBIN COCTAaB IS MPEIOTBPAILECHUS W/WIH JIEYSHMS JISTOYHOTO BOCMAJIEHUS U
OpPOHXOCTEHO03a, KOTOPBIN BBIMOIHEH IS a9PO30JIMPOBAHHOTO BBEICHUS C 00pa30BaHUEM
A3PO30JIbHBIX YACTHI] MPEATIOUYTUTEIILHO C pa3MEPOM OT 1 10 5 MKM U COJIEPKUT OT
npuOn3uTeNbHO 10 MKT 10 TpuOu3uTebHO 1000 MKT IO MEHBIIICH Mepe OTHOM O0IIeH
MpoJieKapCTBEHHON (hOPMBI 110 1I. 1.

11. Cocras no 11.10, B KOTOPOM OH BBOJMUTCS C UCIIOJIb30BAHUEM CYXOT'O MTOPOIIKOBOTO
UHTAJIATOPA, a 00IIasi mpoJiekapcTBEHHAs popMa BBITTOJTHEHA B BUJIE CYyXOT'O MTOPOIIIKA.

12. A3p0o30nbHBIN COCTAaB IS NMPEIOTBPAILECHUS W/WIH JISYSHUS JISTOYHOTO BOCMAJICHUS U
OPOHXOCTEHO03a, KOTOPBIN BBITIOJIHEH IS a3PO30JIMPOBAHHOTO BBEACHUS C pa3MEPOM
a3pO30JIbHBIX YACTHI] MPEUMYIIIECTBEHHO OT 1 0 5 MKM U COJIEPKUT OT MpUOIu3uTeabHo 10
MKT J10 mpuou3uTenpHo 1000 MKT 1o KpaliHel Mepe OJTHOM O0I1eit TpoJIeKapCTBEHHOM
¢dbopmel o 11.1.

13. A3p0o30nbHBIN COCTAaB IS MPEIOTBPAILECHUS W/WIH JIEYSHMS JISTOYHOTO BOCAJIEHUS U
OPOHXOCTEHO3a, KOTOPBIN BBITIOJIHEH TSI BBEJICHUS C UCITOJIb30BAHUEM CYXOTO
MMOPOIIKOBOT'O MHTAISATOPA TSI HOJYUYEHUS a3PO30JIbHBIX YACTUL pAa3MEPOM
MIPEUMYIIECTBEHHO OT 1 10 5 MKM M COAEPXKUT OT MPUOIM3UTENHHO 10 MKT 10
npubam3uTenbHo 1000 MKT TTO KpaiiHel Mepe OJHOM 0011Iel MpoJieKapCTBEHHON (hOPMBI 1O
1.1, BBITIOJTHEHHOM B BUJIE CYXOT'0 TTOPOIIKA JIJIT a3PO30JbHOM I0CTaBKH B (PU3UOIOTUUECKU
COBMECTUMOM U TIEPEHOCUMOUN MATPHUILIE.

14. Crioco6 mpeaoTBpaIleHUs WK JICYSHUS JIETOYHOTO BOCIIAJICHUS /U
OPOHXOCTEHO3a, BKIIIOUAIOIIWI BBEICHUE TTAMEHTY, HYKIAIOIIEMYCs B TAKOM JICUYCHUH,
3¢ (PEeKTUBHOTO KOJIMYECTBA a3PO30JILHOTO COCTaBa, COJEPXKAIIero OT MpUOIM3UTeIbHO 10
MKT J10 mpuoau3uTenpHo 1000 MKT 1o KpaliHel Mepe OJTHOM 00I1eit TpoJIeKapCTBEHHOM
¢dbopmel o 11.1.

15. Crioco6 1o .14, B KOTOPOM OOIIYIO MTPOJIEKaPCTBEHHYIO (POPMY JOCTABIISIOT B
JIETKUE C OTHIeIUIeHneM (pochaTHOM IPYIITBI MOCPEICTBOM IHAOTEHHOTO (pepMeHTa U
OTHOBPEMEHHBIM BBICBOOOKIEHUEM IO OTAEIbHOCTH CTEPOUIA U B-arOHUCTA.
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