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Hacrosiiee u300pereHne mpenycMaTpuBaeT CpEINCTBO JUIS JICYCHUs 3JI0KaYeCTBEHHOH OIyXouH,
coxeprkariee coeauHerue ¢popmyisr (1):
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rae R'-R* npencraBnsior co6oit aToM BoOposa, TanoreH ik T.1., Y IPeCTaBIseT co60i Heo06a3aTebHO
3aMEIICHHYIO aJIKIJICHOBYIO I'PYIITy WX T.1.
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O01acTh TeXHUKH H300peTeHust

Hacrosimee w300peTeHHEe MOXET OTHOCHTHCS K HPOWU3BOTHOMY S-MeTmi-6-(enmn-4,5-nuruapo-2H-
MUPUAA3UH-3-0Ha, XapaKTePUIYIOMEMYCSl TIPOTHBOOITYX0JIEBOH aKTHBHOCTBIO, B YACTHOCTH NPOTHUBOOITYXOJIE-
BOM aKTUBHOCTBIO B TOJIOBHOM MO3T€.

YpoBeHb TeXHUKH H300peTeHHs

Jlo Hacrosmero BpeMeHu ObUIO pa3pab0TaHO MHOTO MPOTHBOOITYXOJIEBBIX JIGKAPCTBEHHBIX CPEICTB, C TEX
MOp Kak B KaueCTBE aHTHOJIACTOMHOTO JIEKApCTBEHHOTO cpeacTBa B 1940-x rogax BIepBbIe B MUPOBOM KJIMHU-
YeCKON MpaKTHUKE MPUMEHSIICS a30TUCTHIA HipuT. OIHAKO MHOTHE M3 3THX MPOTHBOOITYXOJIEBBIX JICKAPCTBEH-
HBIX CPEICTB TaKXKE MOTYT IPOSBISATH MUTOTOKCHYIECKOES BO3JICHCTBUEC HA HOPMAJbHBIC KICTKH U, TAKUM 00pa-
30M, MOTYT TIPOSIBIIATh CEPhE3HBIC MOOOYHBIC APPEKTHI, TAKKE KAK KEITYJOYHO-KUIICTHAS JUCHYHKIIHS, MUACIIO-
cymnpeccusi U BblmajsieHue Bosioc. CienoBaTenbHO, OONBIIMHCTBO 3THUX INPOTHBOOITYXOJIEBBIX JIEKAPCTBEHHBIX
CPEICTB UMCIOT OTPAHWYCHHS B OTHOIICHUHM NMPUMCHCHHUS M YACTO MPOSBISIOT YACTHYHBIC M KPATKOCPOUHBIC
3¢ ekt Hapsay ¢ mocnennumu pa3paboTkaMu B 00J1aCTH MOJICKYJISIPHOM OMONOrHH ObLIa TIOCTABIICHA 3a/1a4a
UICHTU(HUIMPOBATH MOJIEKYJISIPHBIE MHIIEHH, XapaKTepU3yIoUIrecs: 0oJiee BHICOKOW CEIICKTHBHOCTBIO B OTHO-
MICHUH OTYXOJIEH, C IMeIbI0 YIIydimeHus d3gdekra u mododIHoTo 3P deKTa, U TAKUE UCTIBITAHUS JOCTHUTIIH OIIpe/Ie-
JIeHHOTO Tporpecca. OIHAKO MONOKUTEIbHBIE 3((EKTH HE SABISIOTCS TaKUMH, KaK OXXKHUAAIOTCSA B OIYXOJIX,
KOTOpBIE IMEIOT HU3KYIO SKCTIPECCHIO/BKIIa]l MOJIEKYISIPHBIX MUIICHEH, a T0O0YHBIEe A(h(DEKTHI HE CTOJIb HU3KHE,
Kak 3T0 Tpedyetcs. Takum 0O6pa3oM, TpeOoBaIOCh pa3paboTaTh HOBBIC JIEKAPCTBEHHBIE CPEICTRA.

HexoTtopbie mpoTHBOOITyXOJICBBIE JIGKAPCTBEHHBIE CPEACTBA, COAepKaimne (GpparMeHT (peHWITUTHAPOIH-
pHUIa3WHOHA, KOTOPBII MpeayCMaTPUBACTCS B HACTOSIIEM H300pETEHUH, U3BECTHBI, OMHAKO BCE AT CTPYKTYPHI
OTJIIMYAIOTCS OT TAKOBBIX COTJIACHO HACTOSIIEMY M300PCTCHHUIO (MCTOYHHK MATCHTHOW TUTEPaTypsl | M UCTOY-
HHK [TATEHTHO! JINTEPATYpHI 2).

CIHCOK JIUTEPaTyPHI.

[NaTenTHas muTeparypa:

[PL 1] WO 2009/114993;

[PL 2] WO 2014/164704.

Kpartkoe onucanue n300peTeHus
TexHuueckas 3agada

OcHOBHasl IeJIb HACTOSAIIETO HM300pPETEHUS 3aKIIOYaeTCs B OOECIICYCHHWH COEAMHEHUS, O00JIaJaromiero
CHJIBHBIM NTPOTHUBOPAKOBBIM (D (PEeKTOM, ¢ HU3KUMHU MMOOOIHBIMU 3P deKTamMu, KOTOpoe, Kak oxkuIaeTcs, odaama-
€T XOpOIIIel paCTBOPHMOCTEIO B BOJIE.

Pewenue 3agauun

ABTOpBI HACTOSIIETO U300pETEHHS BCECTOPOHHE U3YUMIIM, a 3aTeM OOHApPYKIJIH, YTO HOBOE COEIMHEHME,
HpescTaBIeHHOE cieayronield Gopmynoii (1), oOnasaeTr cHIBHON MPOTHBOOITYXO0JIEBOH aKTUBHOCTHIO, B YaCTHO-
CTH NPOTHBOOITYX0JIEBOH aKTHBHOCTBIO B T'OJIOBHOM Mo3re. Ha oCHOBaHMM HOBBIX pe3yJIbTaTOB HACTOSIIEE H30-
Operenue ObUIO peannzoBaHo. Hacrosiiee n300peTeHne MpeaycMaTpuBaeT MPOU3BOAHOE S-MeTHI-6-QeHmn-4,5-
muruapo-2H-nmpuaasnn-3-oHa, mpeacTaBieHHoOe cienytomei Gopmysoit (1), mwmm ero gpapmaneBTHUECKH MPHU-
eMJIEMYIO COJIb (Jaliee Ha3bIBaeMYIO0 MHOTIA "COeAMHEHUEM IO HacTosmeMy n3obpetenno"). Hacrosiee n3o-
OpeTeHne B OCHOBHBIX YepTaxX MPUBOIUTCS HIDKE.

ITynxkr 1. Coenunenne ¢popmyis (1):

[xum. 1]

WK ero (papMareBTUIECKU prueMiieMast CoJib, TIe

R'-R* HesaBucumo MPENCTaBISAIOT co00i atoMm Bomopona, ramoreH, OH, CN, C, ¢adkuibHy0 TPYIILy,
rajoreHupoBanHyio C gankuiibHyI0 rpymmny, C, sadKkeHWIbHYIO Tpymny, C| salIKOKCUTPYIIY WU TajJoTreHU-
poBanuyio C_¢aIKOKCHTPYIIITY, TIPH YCIOBHH, 4T0o OMH Min a8a u3 R'-R* npexcrasmsor coboit atomsr Bozto-
pofa, HO He BCce TPH MM YEeTHIpE U3 HUX MPEACTABISAIOT CO00If aTOMBI BOOPOA, U

Y mpencrasisier coboit C_gankuneHoBy0 Wil C, ¢aIKCHWICHOBYIO TPYIITY, T/l aIKUICHOBAs N ajlke-
HHUJICHOBAs TPYMIIa MOXKET OBITH 3aMEIIeHA OJHUM WIJIM HECKOJIBKAMH 3aMECTHTEIIIMHU, HE3aBUCHMO BBIOpaHHBI-
MU U3 TPYIIIBI, cocTosmen n3 C ¢aIKHILHOW TPYIIbBI, TAJOTeHa U TaoreHupoBaHHON C|_¢aJIKFIILHOW TPYIIIIBI,
T/ie TOTIOJTHUTENHHO TOCTYITHBIA IS 3aMEIIEeHUs] aTOM YTJIepoia B 3aMECTUTENIE, CBA3BIBAIONINICS C aKHIICHO-
BOM MM aJKEHUIIEHOBOM IPYNIOH, U APYroi NOCTYMHBIM Ul 3aMEIEeHHs] aTOM YIJIepoa B alKUICHOBOW WU
AJKEHWICHOBOU TpyINe WK J1Ba TOCTYIHBIX JJIsl 3aMELICHUs] aTOMa YIJIepoJia B 3aMECTUTEIIE, CBSI3bIBAIOIINXCS
C aJIKWJICHOBOH MJIM aJKCHUJICHOBOW TPYNIION, MOTYT OBITH OOBEIMHEHBI BMECTE ¢ 00pa3oBaHUEM 3-6-4JIEHHOTO
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YTIEPOTHOTO KOJIBIIA.

IMynkr 2. CoenuHenne mo n.1 wim ero ¢gapMareBTHYeCKH MpHeMyIeMas COJb, TNI¢ JIOObIC JBa U3 R'-R*
MPEICTABISIIOT COOOW aTOMBI BOJIOPOIA.

yskr 3. Coenuuenne mo 1.1 win 2 win ero GapManeBTHICCKH prHeMieMast conb, Tae R'-R* HezasrciMo
MPE/ICTABILIIOT co0oit atrom Bomopoxa, ramored, OH, CN, C,jankuibHYI0O TpyIIy, rajoreHupoBaHHY0 Ci.
QIKIIeHYI0  Tpymmy, C,jankeHmnsHyto rpymmy, C)4anKOKCHUTPYIITy WM TamoreHHpoBaHHy0 Ci.
4AITKOKCUTPYTIILY.

Iyskr 4. Coemutenue 110 11. 1 Wi 2 win ero GapMareBTHIECKH mpremMieMast coib, rae R'-R* vesasrncnmo
MPE/ICTAaBISIIOT cO00H aToM Bomopona, atoM ¢ropa, atom xsopa, OH, CN, C_4alKuibHYyI0 TPYNITy, BUHIIBHYIO
rpynmy win Ci_4aIKOKCUTPYIIITY.

IMynkr 5. CoeauHeHUE N0 TFOOOMY U3 mil. 1-4 Win ero papMaIeBTHICCKH IpUeMIIeMasl COITb, TII¢ aJTKHUIIe-
HOBasl WJIH aJIKCHUJICHOBas rpynna B Y 3aMelICHA OJHUM HIIA HECKOJIBKAMH 3aMECTUTEIISIMH, HE3aBHCUMO BBI-
OpaHHBIMH W3 TPYIIBI, cocTosmed u3 Ci 4alKuiIbHON TPy, TAIOTEHA M TaIOTeHUPOBaHHOW C| 4aNKIIBHON
TPYIIEL, TAC JOMOJHUTESIBFHO TOCTYIMHBIA IS 3aMCIICHHUS aTOM YTIIEpOJa B 3aMECTUTEIIC, CBI3BIBAIOLIUICS C
AJIKUJICHOBOM WJIM aJKEHWJIEHOBOMW I'PYIION, U IPYroi JOCTYIIHBIN JIJIsl 3aMEIIeHUSI aTOM yTJIepo/ia B aJIKUJIEHO-
BOW WJIN aJKEHMJICHOBOM TPYIe WM JBa AOCTYIHBIX JJIS 3aMEIICHUS aTOMa YTIIepo/a B 3aMECTHTENE, CBSI3BI-
BAIOIINXCSI C AJTKWICHOBOUW WJIM aJIKCHUJICHOBOH TPYIIION, MOTYT OBITh OOBbEIUHEHBI BMECTE C 00pa30BaHUEM 3-
6-4ICHHOTO YTIIEPOIHOTO KOJBIIA.

[Tynakt 6. CoenuHeHME 110 THOOOMY K3 TiI. 1-4 vtk ero dapManeBTHIECKA MPUEMIIeMast COJTb, TJIe aTOM YT-
JiepoJia ATKHIICHOBOW WIIHM aJKCHUJICHOBOW IPYIITEI B Y 3aMEIeH OJHUM WM JBYMS 3aMECTUTEISIMH, HE3aBUCH-
MO BBIOpAaHHBIMH M3 TPYIIIBI, cocTosimield u3 C; 4aNnKmiIbHON TPYIITEI M TajJoreHMpoBaHHON Ci 4alKHIBHON IpyII-
IBI, TJC TOMOJHUTEIHFHO aTOM YIIIEpoja 3aMEIICH ABYMS 3aMECTUTCIIIMU, MPH 3TOM KaXABIA TOCTYIMHBIA IS
3aMEIICHUST aTOM YIIIepoja B JBYX 3aMECTUTENSIX MOXKET OBITh OOBETUHEH BMecTe ¢ oOpasoBaHHEM 3-6-
YJIEHHOTO YTJICPOIHOTO KOJIBIIA.

[Mysxkr 7. CoeauHeHUE N0 IFOOOMY U3 mil. 1 -4 Win ero papMaIeBTHICCKH IpUeMIIeMasl COITb, TII¢ aTKHUIIe-
HOBas WM aJIKEHUJICHOBAs TPyIa B Y HE COEPKHUT KaKOH-T100 3aMECTHTENb.

[Tynxkr 8. Coenunenue mo ModomMy u3 . 1-7 win ero gapManeBTHISCKH TpueMIieMast COJib, TJIe COSIHe-
Hue Gpopmyis (1) mpencTaBiaeHo Cieayromen GopMynoi:

[xum. 2]

O-Y-0OH

R4

3
gy R
0 CH»

IMyskr 9. Coeaunenue mo n.1 wiu ero papMareBTUICCKH MPHEMIIeMasl COJib, KOTOPOE BEIOPaHO W3 Clie-
JIYIOIIUX COETMHEHUM:
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nprMep 1: 6- [3-BpoM-5-xJiop—4- (2-TUOPOKCU-2—
MEeTUMJINPONoOKCK) deHuI ] —S5-mMeTui—4, S-ourunpo-2H-nuprnasmH—-3-0H,

puMep 2: 6-[3, 5-ouxJjop-4- (2-TMOPOKCU—2—
MeTUJINPONoOKCK) beHui] —S5-mMeTuin—-4, S-gurunpo-2H-nupuoasmuH-3—-0H,

IPUMEP 7: 6- [3-xjop-5-dTop—-4- (3-rUOPOKCU—2, 2—
OVMEe TUJIIPOIIOKCH ) beHnJT] —5—-MeTui-4, S-ournuipo-2H-nupunas3muH-3-0H,

npuMep 12: 6-[3-0poM-2-¢@Top—4- (3-I'MOPOKCUIIPOIIOKCK) deHmI] —5-
MeTwii-4, 5-nurnapo-2H-nvpunas3mHa-3-0H,

npuMmep 19: 6-[3-xJyop-2-pTop—4- (3-TMOPOKCUNIPONOKCHU) deHm] —5-
MeTuJi-4, S-nurunpo-2H-nupunasmH-3-0H,

nprMep 22: 6- [3-xJ0p-2-dTop—-4- (3-TUOPOKCUNPONOKCHK) —5-—
MeTuibeHmI ] —5-mMeTun-4, S-ourunpo-2H-nupmunasnH-3-0H,

IpUMep 24: 6—[3-BpoM-2-dpTOop—4- (2-TUOPOKCU—2—
MeTUJINPONOKCHK) beHui ] —5-mMeTui—-4, S-ourunpo-2H-nupunasmuH-3-0H,

IpUMEP 26: 66— [3-BpoM—-5-dTop—-4- (2-TUIOPOKCU-2—
MeTUJIIPONIOKCHK ) peHmI] —5-MeTuii-4, S-ourunpo—-2H-nupunasmH—3-0H,

IpUMeED 31: 6—-[3-xJ0p—-4- (2-TUIOPOKCHU—2~Me TUJIIIPOIIOKCK) —5—
MeTuIbeHm] —-5-MeTmi-4, S5-ournapo-2H-nupuiasmuH-3-0H,

npuMep 36: 6-[3-xJjop-2-dTop—4- (2-TUAPOKCU—2—-METUJIIIPOIIOKCHU) —
S-MeTmnbenms] -5-mMeTun-4, S-ourunpo-2H-nupmunasnH-3-0H,

nprMep 40: 6-{3-xJyop-4-[ (2R) ~2-IMIOPOKCUIPONOKCK] —5-

MeTuideHmI } —5-mMeTun—-4, S-ourunpo-2H-nupmunasmnH-3-0H,
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npuMep 44: 6-{3-xyop-4-[ (1-IMOPOKCHULUMKIIONIPONNI) METOKCHK ] —5-
MeTuinbeHu I} -5-MeTmun—-4, S-aurunpo-2H-nipunasmH-3-0H,

npuMep 47: 6—{3-xJjop-2-pTop—-4-[ (1-
TUOPOKCULMKIIOIPONINIT) METOKCK | QeHmI } —5-MeTuin—4, 5S-ourunpo-2H-
OoupKIa3muH—-3-0H,

npuMep 48: 6-[3-6poM-2-dTop—4- (2-TMOPOKCUIIPOIIOKCK) beHMII] —5-
MeTun-4, S-aurunpo-2H-nupuoasmvH-3-0H,

IprMep 53: 6-[3, 5S—ouxjop-4- (2-TUOPOKCUIIPOIIOKCH ) beHmII] —5-
mMeTun—-4, 5S-ournnpo-2H-nuprnnasrvH-3-0H,

npuMep 54: 6-[3-xyop-2-9Top—4- (2-IMAOPOKCUIIPOIIOKCK) GeHMII] —5-
MeTun-4, 5-ournopo-2H-nuproasrH-3-0H,

npuMep 55: 6-[3-xyop-4- (2-TUOPOKCUIIPOIIOKCHK ) — 5-MeTUIheHMII] —
S5-mMeTun-4, 5-gurnnpo-2H-nuprnasyuH-3-0H,

npuMep 57: 6-[3-06poM-5-xJ0op—4- (2-TMAOPOKCUIIPOIIOKCK) GeHMII] —5-
MeTuin-4, 5-ournnpo-2H-nuproasmuH-3-0H,

npuMep 59: 6-[2-¢Top—-4- (2-IMOPOKCUIIPOIIOKCHU ) — 3-BUHMIOeHMII] —5-
MeTu—-4, S-ournaopo-2H-nupuoa3mMH-3-0H,

npuMep 64: 6— [3-xJ0p-2-¢TOP-4- (2-TUOPOKCUBYTOKCHK ) beHMJT] —5—
MeTun-4, 5S-ournnpo-2H-nuproazrvH-3-0H,

IprMep 69: 6-[3-BpoM—-5-dTop-4- (3-TMIOPOKCU—2, 2—
OVMEe TUIINPONOoKCK) beHuil] —5-MeT™nii-4, S5-nuruapo-2H-nupunasnH-3-0H,

npuMep 72: 6— [3-xJ10p—-4- (3-TMOPOKCU-2, 2~ OVME TUJIIIPOIOKCH) —5—
MeTunbeHn ] -5b-MeTmn—-4, S-aurunpo-2H-nupruia3mu-3-0H,

IprIMep 99: 6—-[3-xyop-5-bTop-4- (4-THMOPOKCU—2, 2—
OVMeTUIIOYTOKCHK) beHMII] —5-MeTnii-4, S-nuruapo-2H-nupunoasmuH-3-0H,

IpUMeP 100: 6-[3, 5S—ouxjop-4- (4-TUOPOKCU—2, 2—
OVUMeTUIIOYTOKCK) QeHmI] —5-MeTnii-4, S—ourunpo-2H-nupruna3mnH-3-0H,

nprMep 109: 6-[3, b-guxyop-4- (2, 2-oudTop-3-
TUIOPOKCUNIPONIOKCHU ) beHMs] -5-MeTun—-4, S-aurunpo-2H-nrpria3mu-3-0H,

npuMep 112: 6-[3-6poM-4- (2, 2-1UOTOP-3-IMIOPOKCUIPOIIOKCH) —2—
dropdernsi] -5-MeTnii-4, S-ourunpo-2H-nmpruna3mMH-3-0H,

npuMep 113: 6-[3-xyop-4- (2, 2-1MdTOop-3-IMIOPOKCHUIIPOIIOKCH) —5-
MeTuinbeHn ] -5-MeTmn-4, S-aurunpo-2H-nupunasmH—-3-0H,

nIpuMep 118: (5R) - (=) -6-[3-xJ0p-2-pTOP—4- (2-TMOPOKCU—2—

METUIIIPONOKCH ) beHmn] —5-mMeTuii-4, 5-ournapo-2H-nuproasrH-3-0H,
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npumep 120: (5R) = (=) -6-[4-(2, 2-mndTOp-3-TUIPOKCUIIPOIOKCHU ) —
2=dpTop-3-MeTmIIdeHWI] —S—MeTUI—-4, S-aurunpo-2H-mupuoasmMH—-3-0H,

IpuUMep 124: (5R)=(-)-6-12,3-mudTop-4- (2-TUIPOKCU—-2~—
MeTUJINIPOIIOKCHK) eHMJT ] —5—MeTui—4, S-aurunpo-2H-inmpunasmMHE—3-0H,

IpuMep 125: (5R) = (-)-6-[3-dTOopP-4- (3-THUIOPOKCU-2, 2~
OVIME TUJIIIPOINOKCH) —5—MeTuinbeHmI ] -5-MeTuii—4, S—-ouruipo-2H-nupunasmuH—
3-0H,

IpUMepP 127: (5R) - (-) —-6-[3-6pomM—5-xJop-4- (3-TUOpPOKCU—2, 2—
OVMe TWUJINIPONOKCK ) beHnsi] —5-MeTuii-4, S-ourunpo-2H-nupmunasmu-3-0H,

npuMep 131: 6-[3-xJ0op-2, S—nudpTop—-4- (2-TUIPOKCU—2—
MeTUJIIIPOIIOKCH) eHMIT] —5—MeTui—4, S—aurunpo-2H-npunasmHa—3—-0H,

npuMep 137: 6— [3-xJyop-2-9TOop-4- (3-TMIOPOKCU-2, 2~
OVME TUJIIIPOINIOKCH) —5—MeTuibeHmI ] - 5-MeTuii—4, 5—-ouruiopo-2H-nupunasmH—
3-0H,

IpUMep 140: 6- [3-xJjiop-2, S—nudpTop—-4- (3-
TUIPOKCUNIPONOKCHU ) beHn] —5-MeTnin-4, S-ouruapo-2H-nupruia3muH-3-0H,

npuMep 142: 6— [3-xyop—4- (3-TMOPOKCHU-2-MeTUJIIIPOIIOKCHU ) —5—
MeTUIheHn ] —5-MeTmii-4, S-auruapo-2H-nupnunasmMH-3—-0H,

nprMep 148: 6- [3-xJyop-2-pTOop-4- (2-IMOPOKCUIPOIIOKCHU ) —5—
MeTUIheHn ] —5-MeTmii-4, S-aurugpo-2H-mupnunas3mMH-3—-0H,

IpuUMep 151: 6—{3-xmop-2-¢dTop-4-[ (Z) -4-TUOPOKCU-2~—
Oy TeHUJIOKCHU | —5-MeTuiibeHus } —5-MeTui-4, S-aurnapo-2H-nupunasuH—-3—
OH,

IpUMep 155: 6— (3-xJjiop—4-{ [ (1S*,2R*)-2-
(TMOPOKCHUME TUJT) UMKJIONIPONINII ] MeTOKCHU } —5-MeTunbenm) —5-MeTnin-4, 5-
ouruopo-2H-nupraoas3mMH-3—-0H,

npmMmep 159: 6-[3-xJop-4- (2, 2-1udTOop—-3-IUMIOPOKCUIIPOIIOKCH) —2—
brop-5-MeTundenus] -5-MeTni-4, S-OUTMIOPO-2H-NIMpKIa3UH-3-0H,

npuMep 160: 6-[4- (2, 2-1udTOpP-3-TMAPOKCUIIPOIIOKCHU ) —2—-dTOp—
3, b-ommeTundenun] -5-Metmn-4, S-oguruopo-2H-nuproasmuH-3-0H,

nprMep 167: 6—{3-xyop-2-¢pTop-4-[ (1-
TUIPOKCULUKIIONIPONWII) METOKCKU | —5—MeTuibeHm } -5-MeTnii-4, 5S-OUTnUIpo-
2H-nimpunas3mH-3-0H,

nprMep 168: 6—{3-6pomM-2-pTOop-4-[ (1-
TUIPOKCULIMKIIONPONUII) MeTOKCK ] beHms } —5-mMemni-4, S-auruapo-2H-
OMpUIOa3MH-3-0H,

npmuMep 170: 6—{3, 5—ouxsyiop-4-[ (1-
TUOPOKCULUKIIONPONWII) MeETOKCHK ] beHMII } -5-MeTnii-4, S5—-ouruapo-2H-
OIUpUIOasuH-3-0H, U

IpUMep 184: 6-[2-dTop—-4- (2-THIOPOKCHU-2-MEeTUJIIIPOIIOKCH) —3—

(TpudTopMeTNIT) beHma] —5-MeTui—4, S—ouruapo-2H-nuproasmME—-3-0H.

[Tynkr 10. ®apmarieBTHUECKasi KOMITO3MIMS, COEpIKallias COeIUMHEHHE I0 JIIo0oMy H3 m.1-9 wim ero

(hapManeBTHYECKN IPUEMIIEMYIO COJIb.

IMynkr 11. CpenctBo i JeueHHs 3JI0KAYSCTBEHHOU OITyXOJH, COJEpXKAIee COCTUHECHUE TI0 JIIO0OMY U3

. 1-9 uau ero (bapMaIIeBTI/I‘IeCKI/I MpUEMJIIEMYIO COJIb.

ITyakr 12. Croco6 nedeHus Wi MPeaynpekAeHUsS 3JI0KaYeCTBEHHON OIYXOJH, IMpeIXycMaTpHUBaOMIUi
BBEJICHUE TepaneBTHICCKH d(H(PEKTUBHOTO KOJMUECTBA COCTUHEHUS TI0 JIIoO6oMy u3 Ml 1-9 miu ero ¢apmaries-

TUYECKU TPUEMIICMOH COJIH HAMEHTY, HYKJAIOIEMYCS B 3TOM.
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ITynxr 13. ®apmaneBTHyeckass KOMOO3ULUSA 10 11.10 A8 NpUMEHEHHs B JEUCHUM WIN IPeayHpexIeHUN
3JI0Ka4e€CTBEHHOH OITYXOJIH.

[Tynkr 14. I[IpuMeHeHNE COeTUHEHHS TI0 TF0O0OMY U3 1. 1-9 mim ero hapMarneBTHIEeCKH MPUEMIIEMOH COITN
B U3TOTOBJICHHUH CPEJICTBA IS JICUCHHS 3JI0Ka4eCTBEHHON OITyXOJIH.

[IpeanovTuTensHO 3I0KaUYECTBEHHAS OITyXOJIb, ONIpEIeIeHHasl B BRIIIIEYKa3aHHBIX mil. | 1-14, mpencrasmnser
c00O0M, B YaCTHOCTH, OITYXOJIb TOJIOBHOTO MO3Ta.

DddexT nzodpeTeHust

CoennHEHHE IO HACTOAIIEMY H300PETEHHIO MOXKET OBITH ITOJIE3HBIM CPEACTBOM IS JICUCHUS OIYXOJIH, B
YaCTHOCTH 3JIOKAYECTBEHHOH OITyX0JH, 0oJjiee OAPOOHO, COSTMHEHHE SBIISICTCS MTOJIE3HBIM B Ka4€CTBE HOBOTO
CpE/CTBA JUIS JICYEHHS OITYXOJIM TOJIOBHOTO MO3Ta y AeTeH, BEIOPaHHOM M3 IPYIIIHI, COCTOSIIEH U3 acTPOLUTO-
MBI, 3JIOKQYECTBEHHOW MEIYJLIO0IaCTOMBI, SMOPHOHANBEHO-KICTOYHON OIMyXOJH, KPaHHO(DaPHHTHOMBI U SIICH-
JUMOMBI; OITYXOJIM TOJIOBHOTO MO3Ta y B3POCJBIX, BEIOPAHHOMN W3 TPYIIIBI, COCTOSIICH U3 TIUOMBI, MCHUHTHO-
MBI, aJICHOMBI TUIO(H3a U OITyXOJH 000JIOYKH HEPBa; paka TOJIOBHI U IIICH, BRIOPAHHOTO M3 TPYIIIBI, COCTOSIICH
U3 paKka BEPXHEUCIIOCTHOTO CHHYCa, (papHHrealbHOTO paka (HampuMep, pak HOCOTJIOTKH, PaK POTOTJIOTKH, TH-
nogapuHTeaIbHBIN pak), paka TOPTaHHU, paka POTOBOH MOJIOCTH (HApUMED, pak TyObl, paK SA3bIKa) U paka CIIOH-
HBIX XKeJie3 (HampuMmep, pak OKOJIOYIITHOM jKeJie3bl); paka TPyIHOW KIETKH M OIyXOJH, BRIOPAHHOM W3 TPYIIIH,
COCTOSIIECH N3 MEIKOKIETOYHOTO paKa JIETKOTO, HEMEIKOKJIETOYHOTO paka JISTKOTO, THMOMEI H ME30TEIHOMEBI;
paxa XelryTOYHO-KHIIEYHOTO TPAKTa M OITyXOJIH, BEIOPAHHOW M3 TPYIIBI, COCTOSIIEH M3 paka MHUIEBOa, paKa
TICYeHH, TIEPBIUYHOTO paKa IIEYCHH, PaKa KEITIHOTO MYy3bIps, paKka JKETYHBIX MPOTOKOB, PaKa JKEIyAKa, KOJIOpeK-
TaJBHOTO paka (HampuMep, PeKTAIbHBIM pakK, pak aHAJBHOTO KaHajla), paka IO KEeIyIOUYHON JKeIe3bl B IHJIOK-
PUHHOH OMyXOJH IOJKEITYJOYHOH JKEJIe3bl; paka MOUYCIIONIOBOW CUCTEMBI U OITyXOJIH, BRIOPAHHOM W3 TPYIIIIEI,
COCTOSIILIEH M3 paka I0JIOBOTO WIEHA, paka M0YeYHOH JIOXaHKN/MOYETOYHHUKOB, IIOYEYHO-KIETOYHOTO PaKa, OIy-
XOJH sANYKa (TakKe Ha3bIBaeMON HOBOOOpPA30BaHHMEM SHYKA), paka MPEJCTATEIILHOW JKele3bl, paka MOYEBOTO
My3BIps, OMyX0JK BUibMca U ypoTenuaabHOH KapIIUHOMBL; THHEKOJIIOTHYECKOTO PaKa U OIyXOJIH, BEIOpaHHOH 13
TPYIIIEL, COCTOSIIICH U3 paka BYJbBBI, paKka MICHKH MaTKH, paka TeJla MaTKH, paka SHAOMETPHS, CAPKOMBI MaTKH,
XOPHOKapIWHOMBI, paka BJarajdila, paka MOJOYHOM >KeJe3bl, paka SHIHHKOB M SMOPHOHANBHO-KICTOYHOU
OITYXOJI STMYHUKOB; CAPKOMBI MATKHX TKaHEH Yy B3POCIBIX M JIETEH; OMyXOIHM KOCTH, BRIOPAHHOHN M3 TPYIIIHL,
COCTOSIIEH U3 0CTeocapKOMBI U ormyxosm FOuHTra; paka SHAOKPHHHOW TKaHHW M OMYXOJH, BRIOPAaHHON M3 TPYII-
TIBI, COCTOSIIIECH U3 aJPEHOKOPTUKAIHHONW KapIIMHOMBI U paKa MIUTOBUIHOM KeJle3bl; 3JJ0Ka4eCTBEHHOW JTUMQO-
MBI ¥ Jieliko3a, BEIOpaHHBIX W3 TPYIIIBI, COCTOSIIEH U3 3I0KAYeCTBEHHON JTMM(OMBI, HEXOKKUHCKON JTIM(O-
MBI, XOJDKKHHCKOH JTHM(OMBI, MHO’KECTBEHHOW MHUEIIOMBI, TUIA3MOKJIETOYHOH OIMYXOJIH, OCTPOTO MHUEIIOUTHOTO
Jeliko3a, ocTporo JUMQOOIACTHOTO JieHKo3a, T-KIeTOYHOTo JIeHK03a-TMM(pOMBI y B3pPOCIHBIX, XPOHHYECKOTO
MUEIOUTHOTO JICWK03a W XPOHHYECKOTO JTUM(OIIUTAPHOTO JIEHK03a; WK paka KOXKH M OITyXOJIH, BEIOPAaHHOH 13
TPy, COCTOSIIEH U3 XPOHUYECKOTO MHUEJIONPOIH(EpaTHBHOTO PACCTPOMCTBA, 31T0OKaYECTBEHHONW MEIaHOMBI,
TUTOCKOKJICTOYHOM KapIMHOMEI, 0a3aJbHOKICTOYHON KapIIMHOMBI M TPHOOBHIHOTO MHKO3a. B 4acTHOCTH, 0XH-
JIaeTcs, YTO COEJAMHEHHUE IO HACTOSIIEMY M300pETCHHIO OYAET XapaKTepH30BaThCsl BHICOKOH 0€301acHOCTEHIO,
HarpuMmep, 1o TOH NMPHYHHE, YTO COEANHEHHE He 00J1aaeT MUEIOCYPECCUBHBIM BO3/ICHCTBUEM WIIH T.IL, YTO
SBIISICTCS YaCTO BCTPEYAIOUIUMCS MOOOYHBIM 3(PPEeKTOM NpH MPUMEHEHWH TPAAHIIMOHHOTO CPEICTBAa MPOTHB
3JI0KAYECTBEHHBIX oIyXxoiieil. Kpome Toro, coeqmHeHne XapakTepH3yeTcsl XOpoIei pacTBOPUMOCTBIO B BOJE,
TIOSTOMY OKHAAETCS, YTO €0 MOYKHO OyAeT MPUMEHATH B JICUSHHH MOCPEICTBOM Pa3IMYHBIX ITyTEH BBEICHIUS.

Onucanue BapHAHTOB OCYlIeCTBIEHUS

CoerHEeHHE 110 HACTOAIIEMY H300PETEHHIO MOXET HAXOAUTHCS B opMe THApaTa W/ WK COJbBaTa, u, Ciie-
JIOBATEJIbHO, HACTOSIIIEE COSIMHEHNE TAaK)KE OXBAThIBACT MX THAPAT /UK coibBaT. CoeMHEHNE TI0 HACTOsIIe-
My H300pPCTCHHIO MOXKET UMETh OJIUH XUPAJBHBIA aTOM YTIepoJa WIM HeoOsI3aTeIbHO HECKOIBKO XUPATBHBIX
aToMoB yriepoaa. Eciu He yka3zaHo WHOE, TO COeTMHEHHE 10 HACTOSsIEMY H300pETCHHUIO TAaK)KE OXBATHIBACT BCE
€ro CTEPEOH30MEPEI.

Coenunenne ¢popmyiisl (1) MOXET coepKaTh XUPAIBHBIN YIIIEpOa B 5-M MOJIOKEHHUH ero ¢pparmenra 4,5-
muruapo-2H-mmpunasnn-3-ona. Eciin He ykazaHo MHOe, TO coenuHeHHe (opMyisl (1) MOXKET OXBaThIBaTh BCE
CTEPEOU30MEPHI, MPEATMIOYTUTEIHHO CTEPEON30OMEp, CoaepKammid R-koH(pUTypaIuio B 5-M MOJ0KEHUH.

Kpome toro, coenunenune Gopmyns (1) (popma neitrepusi), B KOTOPOM JTFOO0H OJMH WIIM HECKOJIBKO aTO-
moB 'H 3amemenst atomamu “H(D), BXOZHT B 00eM HACTOSIIETO H300PETCHIISL.

B xpucranne coequnenus ¢popmyinsl (1) wim ero ¢papMamneBTHUECKH TPUEMIIEMOH COJIM MOYXKET UMETh
MECTO MOJUMOP(U3M, H, CIEAOBATECIBHO, TAKOH MOMMMOP(PU3M KPUCTAIIOB TAaK)XKEe BXOIUT B 00BEM Ha-
CTOSIIETO H300peTeHUS.

Kaxp1if TepMUH, UCTIOTB3YEMBIN B TAHHOM JTIOKYMEHTE, TIOSICHICTCS HIDKE.

TepmuH "ranoreH" B JaHHOM JOKYMEHTE O3HadaeT aToM (ropa, aToM XJopa, aToM OpoMa MM aToM Hoza.
[IpeanoyTnTenbHO OH HPENCTABISIET cOOOH aToM (hTOpa WM aTOM XJIopa.

Tepmun "ankwibHasi rpynmna" B JaHHOM TOKYMEHTE O3HAYaeT HACBHIIICHHYIO YTJICBOJOPOIHYIO TPYIITY C
npsIMON WK pa3BeTBieHHON 1enblo. Hanpumep, "Cjjankun" win "Cigaikun" o3HavyaeT alKull, COoAep Kalui
co0TBeTCTBEHHO 1-4 unu 1-6 atomoB yriepona. "C4ankui" BKIOYAeT, HAPUMEpP, METUIL, 3T, POIUII, U30-
nponwi, OyTui, u300yTmwi, BTOP-OyTHI U TpeT-OyTmi. "C)¢ankun" BKIFOYaeT, KpoMe BhImeykasanHoro Ci.
4AITKIJIA, ICHTUII, M30TICHTHJI, HEOTIEHTHII ¥ TEKCHIL.
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TepMuH "ranoreHnpoBaHHas alKUIbHAs rpynmna’ 03HavaeT alKUIbHYIO IPYIIy, B KOTOPOH OJVH MU He-
CKOJIBKO 3aMEIIIaeMbIX aTOMOB BOJOPOJIa 3aMEIICHBI OJIMHAKOBBIMHY U Pa3IMYHBIMU U OJTHUM YT HECKOJIBKH-
MU aToMaMu rasoreHoB. Hampumep, TepmuH "ranoreanpoBaHHas C ¢aIKWIbHAS TPyMIa" 03HAYaeT AKMIIBHYIO
TpyIILy, coaepkamnlyto 1-6 aTOMOB yriepoza, B KOTOPOW OJMH WIIM HECKOJIBKO 3aMENIaeMbIX aTOMOB BOJOPOJA
3aMeIICHbl OAMHAKOBBIMH M PA3IMYHBIMU M OJHUM WM HECKOJHKUMH aTOMaMH TaJOT€HOB, W MPH 3TOM OH
BKITIOUAET, HampuMmep, TPUPTOPMETHI, TEHTAPTOPITHI, 2-XJIOpATHWI, 2-OpoMdTHi, Tentadropnpornmi, 3-
Opommporit, HoHadTOPOYTHH, TpuaekadToprekcu, 2,2,2-tpudropatun, 1,1-mudtopatun, 1,1-gudTopmponmur,
1,1,2,2-rerpadropnponmi, 3,3,3-tpudropnponwn u 2,2,3,3,3-nmeHTad TOPIPOITHII, U MPEIMTOYTHTEIHHO OH MPe-
CTaBIACT COO0M TPUGHTOPMETHIL.

Tepmun "C, ¢ankeHunbHas rpynmna” 03HauaeT HEHACHIIEHHYIO YIIIEBOJOPOJHYIO TPYHILY € MPsIMON WU
pasBeTBiieHHOM Lemnbio C, ¢, collepkallyto 1-3 yriaepoa-yriepoanble 1BOHHBIE CBS3H.

[IpennovruTensHO, OHA MpeacTaBiseT co0oii "C, 4aIKCHUIIBHYIO TPy

"C,.¢alIKCHWIbHAS TpymIa" BKIFOYACT, HAIPUMED, ITCHI (T.€. BHHWIBHYIO TPYIINY), MPOICHWI, OyTCHUII,
MIEHTEHWIT ¥ TEKCEHHMIL.

Tepmun "ankokcurpymma" o3Hagaer "ankwia-O-rpymmy". Hamprmep, "Csanxokcurpynma” o3Hagaer "Ci.
cITKT-O-rpynmy", tae dacth "Cqamkun" sBisieTcss TaKoW, Kak ompeaesieHo B ompeaesieHHoOM Bbime "Cj.
cankmie". [IpenmouruTenbHo oHA TipencTaBisier coooit "Ci jankokcurpynmy". "CsaIKoKkcurpymnma" BKIIOYAET,
HanpuMep, METOKCH, 3TOKCH, TIPOTIOKCH, U30TIPOIIOKCH, OYTOKCH, N300YTOKCH, BTOP-0yTOKCH U TPET-OYTOKCH.

Tepmun "ankuieHoBas Tpymnma' O3HAYAeT HACBHINICHHYIO NBYXBAJIECHTHYIO YIJIEBOJOPOIHYIO TPYIITY C
MIPSIMON WUTH pa3BEeTBIICHHOH memnbto. Hanmpumep, "Ci_sayikuieHOBas rpynma" o3HadaeT alKUICHOBYIO TPYIIILY,
coxepxairyto 1-6 atomoB yrinepona. "C, ¢ankuneHoBas rpynmna’ BKIIOUAeT, HAIpUMeEp, METUIIEH, 3TUNIEH, IIPO-
MUIIeH, OyTUIIeH, |-MeTHINPONUIICH, 2-METUINPOIIIICH, ICHTWICH, 1-MeTHIOYTHIICH, 2-METHIOYTIIICH, TEKCH-
JIeH, 2-3TWIOYTWIeH U 1,3-TuMeTHnOy THIICH.

TepmuH "ankeHusIeHOBas Ipynmna’ 03HA4YaeT HEHACHIIICHHYIO JIBYXBAJIICHTHYIO YIJIEBOAOPOIHYIO TPYIILY C
IPSIMOM MJTM Pa3BETBICHHOW LETIBIO, COAEPIKallylo | MM HECKOJBKO YIJIEPOJ-YIIEPOAHBIX JBOWHBIX CBS3EH.
Hampumep, "C,sankeHmienoBas rpynma" o3HadaeT C, alKWJICHOBYIO TPYIIy, coaepxkamryio 1-3 yriepon-
yraepoaHble qBoiHbBIE CBs3U. "'C, ¢alTkeHUIICHOBAas TpyIa’ BKIIOYAET, HAPUMEp, STUHUIICHOBYIO TPYIIITY, TIPO-
MUHWICHOBYIO IPYIITy, OYTHHHICHOBYIO TPYIITY, HIEHTHHIJICHOBYIO TPYIILY ¥ TeKCHHUICHOBYIO TPYTIITY.

Bo ¢dpaze "mocTymHBIN IS 3aMEIISHUST aTOM YTJIEpoa B 3aMECTHTENIE, CBA3BIBAIOIIHICS C aTKUICHOBON
WJIM aJTKEHWJICHOBOW TPYMIION, M APYroi JOCTYIIHBIN [IJIsl 3aMEILIEHUsI aTOM YTiepo/ia B aJIKUJICHOBOM UITK aJiKe-
HHUJICHOBOH TPyIIe WM JBa AOCTYIHBIX IS 3aMEIICHHS aToMa Yriiepoja B 3aMECTUTEIE, CBSI3BIBAIOIINXCS C
IKWICHOBOW WJIM alKEHWJICHOBOHM I'PYIION, MOTYT OBITh 00OBbEMHEHBI BMeCTe ¢ 00pa3oBaHUEM 3-6-4IEHHOTO
yriepoHoro konsia" B Y, IIpH 3TOM TEPMHH "JOCTYITHBII JUIs 3aMELEHHs aTOM YIJIepo/a B 3aMECTHTENE, CBS3bI-
BAIOUIMIACS C AJIKMJICHOBOW WJIM aJKEHUJICHOBOW IpyMIION" 03HayaeT JOCTYMHBIN AJIsl 3aMEIIEHUS aTOM YIJiepoa B
C | 6aIIKWIIBHOHM TpYIIIE WM rajJoreHupoBaHHONH C| ¢aIKMIIBHOW TpyIiie, KOTOPBIN BEIOpaH B KauyecTBE 3aMECTH-
TeJs aJKUICHOBON MM aJIKEHUWJIEHOBOH Ipynmsl B Y, U TEPMHH "3-6-1IeHHOE yIriIepoJHOE KONbLO" BKIIOUYAET,
HaNpUMep, HUKIOMPONIUI, IUKIOOYTHII, IIUKIIONCHTII, [IUKIOTCKCII, IUKIO0YTCHI, IUKIONCHTEHUII, IIUKIIO-
TeKCeHW U MX TaJOT€HUPOBAHHBIH MPOIYKT.

Tepmun "dapmarieBTHUecKH TpreMieMas CoJib" BKIIOYAET B KAa4eCTBE COJIM TPHUCOCTUHEHUS KHUCIOTHI
COJIb HEOPTAaHMYECKOW KUCIIOTHI, TAKyI0 KaK THAPOXJIOPHI, THAPOOPOMUA, THAPOHOINA, Cynb(dat, mepxiopaT u
(ocdart, conp opraHIecKoil KUCIOTHI, TAKyI0 KaK OKcajaT, MaJIOHAT, Majieat, pyMapar, JIakTaT, MajiaT, IIUTPaT,
TapTpat, OeH30aT, TPUQPTOpAIeTaT, aleTaT, METAaHCYIb(POHAT, MM-TOMYOJICYIbPOHAT U TpudTOpMETaHCYIH(OHAT,
a TaKkKe COJIb AMUHOKHCIIOTHI, TAKYIO KaK TIyTaMaT U aclapTaT; U B KAUeCTBE OCHOBHOM COJIM COJIb MICTIOYHOTO
METaJlia, TAKyI0 KaK HAaTPUEBas COJNb M KallUeBasl COJb, COJNb IMIETOYHO3EMENIFHOIO METaJlla, TAKyI KaK COJb
KaJbIIHs, 1 aMMOHHUCBYIO COJIb.

OO0mmii cnoco6 moxydeHus: COeTMHEHNS 10 HACTOSILIEMY H300pETeHUIO

Brimeykazannoe coeaunenue 4,5-murunpo-2H-nupunasun-3-ona popmyssl (1) wim ero coib MOTyT OBITH
MOJy4EeHbI OOIIMM CIIOCOOOM OPraHMYEeCKOTO CHHTE3a, HallpHMEpP HIXKEONHCAaHHBIM CITIOCOOOM, OJJHAKO HACTOS-
iee U300peTeHne He TOJDKHO OTpaHn4MBaThCS MMH. COeIMHEHHS MaTEepHaIoB, UCIIOBE3YEMbIE B TAHHOM JIOKY-
MEHTE, MOTYT OBITh MOJTyYeHBI U3 KOMMEPUYECKH JOCTYIHBIX MPOTYKTOB WM IOJYYEHB! TPAIUIIOHHBIM CIOCO-
0OOM, €CJIM 9TO HEOOXOIUMO.

[Xum. 3]

Cxema 1
RZa RZE
OH x-y'-OH Rl
(3
N

R4 X' yxopsmas rpymma HN™ %

O-Y'-OH

R4a

3a
o R

2; (1a)

rae R™-R* HesaBucumo mpejcraBimsior coGoii atoM Bogopona, ramoret, CN, C,¢alKWIbHYIO TPYIIY,
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rajoreHupoBaHHy0 C calKuibHy0 rpynmny, C) salKeHUIbHYIO rpymmny, Ci.¢aIKOKCUTPYIITY HIU TalOTCHH-
poBanHy10 C)_¢alIKOKCHTPYIIY, PH yCIOBUH, Y4TO OXMH mwin 1Ba u3 R™*-R* mpexcrapisior co6oii aToMbI BOJI0-
poza, HO He BCE TPH WM YETHIPE M3 HUX MPEACTABIIOT cOOOH aToMbI BOZOpoga. X' 0603HAYAET yXOMANLYIO
rpymmy. Y' mpeacrasiser co6oit C_ganknieHoByio mii Co ¢aKeHIICHOBYIO TPYIIITY, T/I¢ ANKHICHOBAS HITH all-
KEHWJICHOBAs TPYIIIIa MOKET OBITh 3aMEIIeHa OJHUM MJIM HECKOJIBKMMHU 3aMECTUTEIISIMH, HE3aBICUMO BEIOpaH-
HBIMH W3 TPyHONbl, coctosimeil n3 CiqalKuiapHON Tpynmsl, ¢gropcomepxamei rpynisl U ¢pTopupoBaHHON Ci.
(AIIKATBHOW TPYTITEL, T/Ie JONMOJHHUTENBHO IOCTYIHBIA I 3aMEIICHUs] aTOM yIJiepoia B 3aMECTUTEIE, CBSI3BI-
BAIOIIMICS C aJKUJICHOBOW WJIM aIKEHWJIEHOBOM TPYIIION, U JPYro NOCTYIHBIM IJIs 3aMEIISHUs aTOM yIiiepoaa
B QIKHJICHOBOW VI AJIKCHUJICHOBOW TPYIINE WU JIBa JOCTYITHBIX JUIA 3aMEIICHUS aTOMa yriiepojia B 3aMeCTUTE-
Jie, CBSI3BIBAIOIINXCS C aTKWICHOBON MM ANKCHUICHOBOH TPYIIOM, MOTYT OBITh OOBEIHMHEHBI BMECTE C 00pa3o-
BaHUEM 3-6-4JICHHOTO YTJICPOIHOTO KOJBIIA.

B cooTBeTcTBHE CO cIOCOOOM, MTOKa3aHHBIM Ha cxeMe 1, coemuaeHue (1a) MOKET OBIThH MOyYEHO IMyTeM
BBCJICHUS B PEAKINIO COeAUHEHMS (2) U coenuHeHNUs (3) B MOIXOAAIIEM PACTBOPUTEIIC WK O¢3 PaCTBOPUTEIS B
MPUCYTCTBUH WIH OTCYTCTBUH OCHOBHOT'O COCIMHCHUS.

Vxomsiutas rpymma X', HCIoIb3yeMas B JaHHOM TOKYMEHTE, BKIIOUAeT TaTOTCHCOACPIKAIIYIO TPYIIITY, Ta-
KyIo Kak (Topconepkamias, XJopcoaepxkamas, OpoMcoaepkamias u Hoaconepskamias; 3aMeIIeHHy0 CyIb(o-
HUJIOKCUTPYNIY, TaKylo Kak Ci_¢alKuicynb(poHIWIOKCHTpyHa (HallpuMep, METaHCYTb()OHMIOKCH, 3TaHCYIIb-
dhonunoxcn), Cq.j4apuiacyibGOHUTOKCUTPYIITY (HampuMep, OSH30JCYIHPOHMIOKCH, T-TOIYOJICYIb()OHUIOKCH)
1 C7.16apalIKIICYTb()OHMIOKCUTPYIITY (HAllpuMep, OEH3UICYIH(OHMIOKCH); allMJIOKCUTPYIITY, TAKyI0 KakK arle-
TOKCH ¥ OCH30MIOKCH; OKCUTPYIIY, 3aMEIIEHHYIO TeTEPOIMKINIOM HIH apiIoM, TAKIM KaK CyKIMHIUMHUI, OCH-
30TPHA30JI, XUHOJIMH U 4-HUTPO(PCHIIT, U TETCPOLUKITUIL, TAKOH KaK HMUIA307.

Hcnonp3yeMplii B JAHHOM JOKYMEHTE PAacTBOPUTEIh MOXKET OBITH BEIOPAH U3 IIUPOKOTO Psa U3BECTHBIX
PACTBOPHTEIICH, €CIIM OH HE OKa3bIBACT OTPUIIATEIILHOTO BIHMSHHS HAa peakiuio. Vcnonp3yeMslii B JaHHOM J0-
KYMCHTE PacTBOPUTEIH BKIFOYACT, HAIPUMED, BOAY; SUPHI, Takue Kak auokcaH, terparuapodypan (THF), au-
STHJIOBHIH 3(pUp, TUMETHIIOBBIN 3(DUP AUATHICHIIIUKONS (TUTIIMM) U TUMCETHIOBBIA 3(QHpP STHICHIIIHKOS, apo-
MaTHYECKHE YTIIEBOIOPOJIBI, TaKhe KaK OCH30J, TONYyOJ] M KCHJION, TaJOr€HHPOBAaHHBIC YIIIEBOJOPOIBI, TaKHe
KaK JAUXJIOPMETaH, IUXJIOPITAH, XJIOPOPOPM M YETHIPEXXIIOPUCTHINA YIIIEPOI; CIUPTHI, TaKHE KaK METAHOJI, dTa-
HOJ ¥ 2-TIPONAaHOJ; KeTOHBI, TAKHE KaK alleTOH M METWIITWIKETOH; IOJISIPHBIC PacTBOPUTENH, Takue Kak N,N-
mametwihopmamun (DMF), mumermncynbdokenn (DMSO), rekcamerundochaTrpuaMu U alleTOHUTPIIL, a
TaKXKe UX CMECh.

Hcnonp3yeMoe B JTaHHOM TOKYMEHTE OCHOBHOE COCIMHEHHE MOXET OBITh BRIOPAHO M3 IMIMPOKOTO psja M3-
BECTHBIX OCHOBHBIX COCIWHCHHMA, KOTOPBIC BKIIOYAIOT, HATIPUMED, THAPOKCHIBI IEIOYHBIX METAJUIOB, TaKHe
KaK THAPOKCU HATPUsSA, TUAPOKCHU] KaJHs, THIPOKCHUI 1E3Us U TUAPOKCH] JINTHSI, KApOOHATHI IICIOYHBIX ME-
TaJJIOB, TAKME KaK KapOOHAT HATPUs, KapOOHAT Kanws, KapOOHAT 1e3us, KapOOHAT JIUTH, THAPOKApOOHAT JHU-
TS, THIPOKAPOOHAT HATPHS ¥ THAPOKAPOOHAT KAWL, alleTaThl, TAKHE KaK alleTaT HATPUS W aleTaT KaJus; Ie-
JIOYHBIC METAIUTBI, TAKUE KaK HATPHUI U KaJIUil; HEOPTaHUYCCKUE COJIM, TAKHE KaK aMUJl HATPHS, THIAPUI HATPUS U
THIIPH]] KAJIKs; HU3IIAE ATKOKCUJIBI MCIOYHBIX METAJIOB, TAKHE KaK METOKCHU HATPUS, ITOKCH] HATPHS U TPET-
OyTOKCHI Kallusl; OpraHMYEeCKHEe OCHOBAHMSA, TaKWe KaK TPHUATHIAMFH, AUU3ONPONMIATIIIAMHIH, TPUIPOIHIA-
MUH, THPHUINWH, XWHONWH, 1,5-mmazaburukio[4.3.0Juon-5-ea (DBN), 1,8-nnazabunukio[5.4.0]ynnen-7-ex
(DBU) u 1,4-mnazabunmiio[2.2.2]okran (DABCO). OTH OCHOBHBIE COSIMHEHHS MOTYT HCIIOJIb30BATHCS Kak
OIIMH WHTPEINCHT WIH B KOMOMHAIINH JIBYX MK OoJiee HHTPEAUCHTOB.

ITpu HEOOXOIUMOCTH B PEaKIIMK MOYKHO HCIIONB30BATh HOAW] IIEJIOYHOTO METalla, TAKOH KaK HOIWT KaJIust
W WOIUIT HATPUS, B KAUSCTBE YCKOPUTEIs peakiuu. Komn4ecTBo MCHONBE3yeMOro B TAHHOM JTOKYMEHTE COCIUHE-
HUs (3) OOBIYHO COCTABISIET MO MEHBIIECH Mepe mpuoam3uTenbHo 0,5 MOJb, IPEIIOYTUTEIEHO MPUOTH3UTEIEHO
0,5-10 monp Ha oguH Moub coequHeHus (2). KoaumuecTBo OCHOBHOTO COEAMHEHUS, UCIOJIB3YEMOTO B JAHHOM
JIOKYMEHTE, OOBIYHO COCTABIIACT MPUOIH3UTEIbHO 0,5-10 MO, IPEAMOYTHTENBHO TPUOIH3UTENhHO 0,5-6 MOJIB
Ha OJIMH MOJIb coeauHeHus (2). BrimeykasanHas peakius OCYIIECTBISICTCS 0OBIYHO TpU TeMmepaTtype ot 0 1o
250°C, npeanoururensHo npu Temmeparype ot 0 o 200°C, npu 0OBITHOM JaBICHUH WIIH TTOBBIIIEHHOM JaBJie-
HUW, ¥ peakius 3aBepmiactcs uepes npudmusutenbHo 1-80 u. Kpome Toro, peakiuss MOXET OCYIICCTBIATHCS
MPU BO3JICHCTBHH MUKPOBOJIHOBOTO H3ITyUCHHUS.

[Xum. 4]

Cxema 2

4)
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rae R® - R* HesaBucuMo npecTaBisior co6oil aToM Boopona, ranoret, C,_¢alKWIBHYIO TPYIIIY, TaIore-
HUpOoBaHHYIO C| ¢alKWwibHYy0 Tpymy, C, ¢alKeHIIbHYI0 rpyniy, C; ¢aIKOKCUTPYIITY WU TalOTeHUPOBAHHYIO
C|AIKOKCHIPYIIITy TIPH YCJIOBHH, 9TO OMH WK aBa u3 R°-R*® mpencTasor coGoii aToMbl BOIOPOIa, HO He
BCE TPH MM YETHIPE W3 HUX MPEACTABISIOT cO00if aTOMBI BOZOpOIa. Y IpeacTaBisieT co6oit CalkuiIbHYIO HTH
C,aTKeHIWIBHYIO TPYIITY, KOTOpas COAEPKUT OKCOTPYIITY, T/Ie aJKWIbHAS WIHM aJKCHWIbHAS TPYIa MOXET
OBITH 3aMeIeHA OJHUM WIIH HECKONBKHMH 3aMECTUTEIISIMHU, HE3aBUCHMO BBIOPAHHBIMH W3 TPYIIIBI, COCTOSIICH
3 C| ¢anKWIbHON TPYMIIEI, TAJIOTEHAa W TAJOTeHUPOBAaHHON C| ¢aIKHUIBHOW TPYMIIBI, TA€ AOTOIHUTEIHHO II0C-
TYTHBIA JUIS 3aMEIIEHUs aTOM yTIepo/ia B 3aMECTUTENE, CBA3BIBAIOMININACS C aJKIIIBHOW W aKCHWIBHOM TpyTI-
TOW, W JIPYTO# NOCTYIHBIA JJIs 3aMCIICHHS aTOM yIiiepofa B ANKIIHLHON WIHM aTKCHIIBHON TPYIIe WIH J1Ba
JIOCTYIIHBIX JUTS 3aMCIIEHHS aTOMa YTIIepolia B 3aMECTHUTEINE, CBI3BIBAIOIINXCS C AIKWIBHON WK aIKeHUILHOM
TPYIIOH, MOTYT OBITh O0BETUHEHBI BMECTE C 00pa30BaHUEM 3-0-WICHHOTO YTIICPOJIHOTO KOJNbIA MPH YCIOBUH,
YTO aTOM YTJIepOoJia, C KOTOPBIM CBSI3BIBACTCS OKCOTPYIINA, HE HAXOTUTCS PSIIOM C aTOMOM TajJOreHa MU aTo-
MOM KHCIIOPO/Ja MEXKIy OSH30IBHBIM KOIBLOM M Y~ H OKCOIPYIINa He CBA3aHa ¢ 0Ie(HHOBBIM yriepomoMm. R’
npescTaBuseT coboit CoaKkimibHyI0 rpymny. X IpeicTaBIser coboil aToM rajoreHa. Y- mpeacTapiseT coboit
C;_sankmnpHyio nin Cy ¢aNKSHIIBHYIO TPYIITY, KOTOpask CONEPKUT THAPOKCUTPYIITY, TAC alKWIbHAS HIIH ajlKe-
HIJIBHAS TPYTIIIa MOXKET OBITh 3aMEIIeHa OJHUM HJIM HECKOJBKUMH 3aMECTUTEINISIMHU, HE3aBUCHMO BBHIOPaHHBIMU
W3 TpymIikl, coctosimen 3 C ¢alKUIbHOW TPYIIBI, TaJoreHa U rajoreHupoBaHHON C| ¢aKUILHONW TPYIIIBI, T
JOTIOTHUTEIBHO JOCTYITHBIA IS 3aMEIICHHS aTOM YTIIepoa B 3aMECTUTEIE, CBS3BIBAIOIINIACS C aJKMIIBHOW HIIH
AJIKCHWIbHOW TPYIIIOHN, U Ipyrod AOCTYIHBIN AJ 3aMEIICHUSI aTOM YIJepoja B alKWJIbHON WM alKeHWIbHON
TPYIIIe WM /IBa IOCTYIHBIX JUIS 3aMELICHHUS aTOMa YTJIepoja B 3aMECTUTEIe, CBI3BIBAIONINXCS C aJKMIBHON
WIA AJIKCHWIBHON TpYNMHoH, MOTYT OBITh OOBEAMHEHBI BMECTE C 00pa30BaHUEM 3-0-4ICHHOTO YIICpPOTHOTO
KOJIbIIAa TIPH YCJIIOBUU, YTO aTOM YIJIEPOJa, ¢ KOTOPBIM CBSI3BIBACTCS THAPOKCHUTPYIINA, HE HAXOMAHUTCS PSIOM C
aTOMOM TAJIOreHa WM aTOMOM KHCIOPOJa MEKIY OSH30JBHBIM KOMBIOM U Y>, H THAPOKCHIPYIIIA HE CBS3aHA C
ONIC(PMHOBBIM YTIICPOJIOM, W THAPOKCUTPYIINA HE SIBIIICTCS ICPBUYHBIM CIIUPTOM. | TpecTaBiseT coOoi menoe
YHUCIIO OT 2 JI0 5, M MPECTaBIseT OO0 IeJI0e YUCIIO OT 3 10 5 U n MpeACcTaBisieT co0oi 1enoe yucio ot 1 1o 4
MIpH yCJIOBUH, 4yTO 1+n<6 n m+n<6.

B cooTBercTBUE cO crtocoOOM, IOKa3aHHBIM Ha cxeMe 2, coenunenue (1b), comepxaiiee THAPOKCUTPYIITY
B Y", MOKET GBITh MOTYUICHO ¢ OMOIIBIO OCYIIECTBICHHS PEAKIHH COSAHHEHHS (4), COIePKAIIEr0 OKCOTPYIIITY
B Y2, ¢ pearentom ['pubsipa (R°MgX?) mm mutuitoprasmaecknm peareatoM (R°Li) B MOAXOIAIMIEM HHEPTHOM
pacTBOpHUTEIE, TAKOM Kak AMATHIIOBEIH 3¢up n THF.

KomnuectBo pearenta I'punbsipa (R°MgX?) wu nurniiopranndeckoro pearenta (R°Li) dopmyssr (5), we-
MOJIF3yEMOT0 B JAHHOM JOKYMEHTE, OOBIYHO COCTABIIIET IO MEHbIIEH Mepe mpubnmmsurensHo 0,5 mMonb, npea-
MTOYTUTENIEHO TIPHOIM3UTENbHO 3-10 MOh Ha OJTMH MOJIL coennueHus (4). Belmeykazannasi peakius OCyIIecTB-
nsieTCsl OOBIYHO TIPH Temmeparype oT -78°C 10 KOMHATHOU TeMIiepaTypsl, peanouTuTesibHo ot 0°C 10 KoMHaT-
HOW TeMIIEPaTypHl, H IIPH 3TOM PEAKIIHS 3aBEPIIACTCS B TCUCHHUE OT MPUOIM3UTEIBHO 1 10 24 4.

[Xum. 5]

Cxema 3

RZ o RS RZ RG R?

OH Q<R7 0o

R4

R4

(8) {1c)

rae R'-R* aensotcs TaKUMH, KaK OTIPE/ICJICHO BBIIIE. R® u R” HezaprcHMO MIPEICTaBISAIOT COO0H aTOM BO-
noposa, C_¢alIKHIBHYIO TPYIINY HIIK ranorennposannyio C qankuisayio rpymmy. R® u R7 MoryT 65ITh 00be1u-
HEHbI BMECTE TPH Ka)KIOM JOCTYIIHOM Ui 3aMemieHust atome yriepoga B R® u R ¢ obpasoBanmeM 3-6-
YJIEHHOTO YIJIEPOIHOTO KOJIbLA.

B cooTBeTcTBHU cO CIOCOOOM, TIOKa3aHHBIM Ha cxeMe 3, coemuHeHue (1¢) MOXeT OBITh MONYYSHO C IO0-
MOIIBIO OCYIICCTBIICHHS PEaKIK coenuHeHus (6) u coequaeHus (7) B MOAXOSIIIEM PaCTBOPUTEIIC B IIPUCYTCT-
BUU OCHOBHOTO COEIUHEHUS.

Vcnonp3yemsblii B JTaHHOM JOKYMEHTE PacTBOPUTENh MOXKET OBITH BHIOPAH M3 IIUPOKOTO PAOa W3BECTHBIX
pacTBOpHUTENEH, eCli OH HEe OKa3bIBAECT OTPHULATEIHFHOTO BIMAHUS Ha peakuuio. Vcmonp3yemslil B TaHHOM J10-
KyMEHTE PacTBOPHUTEINb BKIIIOUAET, HAIPUMED, MOJSIpHBIE pacTBOpuTenH, Takue kak DMF, DMSO u ameroHuT-
PHIT; KETOHBI, TAaKKE KaK alleTOH W METHIITIWIKETOH; YTIIEBOIOPOIBI, TAKME KaK OCH30JI, TOIYOJI, KCHUIIOJ, TeTpa-
JIUH | KUAKUHA apaduH; CIUPTHI, TAKUE KaK METAaHOJ, dTaHOJ, 2-TPOMAaHOoI, H-OyTaHOI U TpeT-0yTaHo; YPu-
pbl1, Takue kak THF, auokcan, TunponioBsii 3Gup, AUITUIOBEIN d3QUpP U IUTIIAM; CIIOXKHBIE d(DHUPHI, TakHe KakK
METHJIAIIETAT, dTHJIANCTAT, H3OMPOIMUIAIICTAT U TPET-OyTHITALIETAT; a TAKIKE UX CMECh.

Hcnonp3yeMoe B JaHHOM TOKYMEHTE OCHOBHOE COCJMHEHUE MOXKET OBITh BRIOPAHO W3 IIMPOKOTO Psa M3-
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BECTHBIX OCHOBHBIX COCIMHEHUH, KOTOpbIE BKIIOYAIOT, HAIIPUMEpP, OCHOBHBIE COSAMHEHUS, IIEPEUHCICHHBIC Ha
cxeme 1. KonmdecTBo mcmons3yeMoro B JaHHOM AOKyMEHTE coeanHeHus (7) cocTaBiisieT 0ObIMHO NMpHOIH3HU-
TeapHO 0,5-5 MOJIB, IPENMOYTUTENBHO pUOIH3UTENLHO 0,5-3 MOJIH Ha OAWH MOJIb coeanHenus (6). KommaecTBo
WCTIONB3YEMOTO B JTaHHOM JIOKYMEHTE€ OCHOBHOTO COEIWHEHHUS COCTaBJsIeT OOBIYHO mMpubmm3utTenbHo 0,1-5
MOJIb, TIPEATIOYTUTEIHLHO MPUOIU3UTENBHO 1-2 MOJIb HA OJWH MOJIb coenuHeHus (6). Belmeykasannas peaxius
MOXKET OCYIIECTBIIATHCS, HAIPUMEP, CIEAYIOMUM 00pa3oM: coeuHeHne (6) pacTBOPSIOT B PEAKIIMOHHOM pac-
TBOpPHUTEJIE, OCHOBHOE COCIMHEHHE JOOABIAIOT K IEPEMEIINBAEMOMY PACTBOPY OXJIAXKIICHHBIM J0 TEMIIEPATyPHI
JB/Ia WIK TIPU KOMHATHOM TeMIlepaType, PeaKIHOHHYIO CMECh ITePEMEIINBAIOT NIPU TEMIIEpaType OT KOMHATHOM
1o 80°C B Teuenue ot 30 MuH 70 1 4, K HeMy n00aBAIOT coeanHeHue (7), a 3aTeM peaKIMOHHYI0 CMECh Tepe-
MEMIMBAIOT OOBIYHO TPH TeMmeparype oT KoMHaTHOH 1o 100°C, mpeamoyTuTenbHo mpu Temrepatype ot 50 mo
80°C B Teuenue ot 30 muH 10 60 4, npeanouTuTensHO OT 1 10 50 4.
[XumMm. 6]
Cxema 4

RZC RZC

1 vl i¢ —yl
o O-Y'-0H NHoNH; R ‘ o O-Y'-OH
rRe AL pe T N e
3c ,L

R
H
(8) {1d)

rre R'*-R* HesaBucumo MpeICTaBIAIOT co00it aToM Bogopona, ranoreH, OH, CN, C;_salKHuIbHYO TPYII-
my, ¢propupoBanHyio C sankuinbHyI0 rpymmy, C, calKeHUIbHYIO rpyminy, C; ¢aIKOKCUTPYIITY HUIU (HTOPUPO-
BaHHYI0 C)_¢aIKOKCHTPYIIITy, TIPH YCJTOBHH, 9TO OMH WK aBa i3 R'-R* npencraBisior coGoii aToMBI BOZOPO-
Ja, HO HE BCE TPH WM 9YeTHIPE M3 HHX MpEJICTABISIOT co0oi atombl Bogopoma. R® mpencrasmser co6oii C.
(ANKHIIBHYIO TPyTITy. Y ' SIBIS€TCS TAKMM, KaK ONPE/IENCHO BBILIE.

B cooTBeTcTBHM cO criocoOoM, TIOKazaHHBIM Ha cxeMe 4, coeauHenre (1d) MoxeT OBITh MONYYEeHO C TO-
MOIIBIO OCYIIECTBIICHHUS PEAKIMU COeOMHEHUs (8) M THapa3WHa B MOIXOJAIIEM PACTBOPHUTENEC B NMPHUCYTCTBHU
WA OTCYTCTBUH KHCIOTHOTO COCIMHCHHS.

Hcnonp3yeMspiii B JAHHOM TOKYMCHTE PacTBOPUTEIH MPEACTABISICT COOOH MHEPTHBIA paCTBOPUTEIIH, KOTO-
pBIi BKIIFOYACT, HANIPUMED, CITUPTHI, TAKAC KaK METAHOI, 3TAHOJ W 2-TPOIMAHON;, YKCYCHYIO KHCIIOTY M BOIY;
MPEIIOYTUTEIIFHO 3TAHOI.

Hcnonp3yeMplii B JaHHOM TOKYMEHTE THIPa3HH OOBIYHO MPENCTABISCT COOOM ero THIpaT WX €ro COJb
HEOPTaHMYCCKOW KUCIIOTHI, TAKYIO KaK THAPOXJIOpuA U cynbdar. KonmnyecTBo HCHONIB3yeMOro B JaHHOM JIOKY-
MEHTE THApPa3WHa OOBIYHO COCTABISACT MPHOIM3UTENEHO OAWH WIA HECKOIBKO MOJIb, MIPEAMOYTHTEIHHO IPUOIIH-
3UTENHHO 1-3 MOJIb Ha OJMH MOJIb COeAMHEHUS (8).

Temmneparypa peaknuy He OTPaHUIHBAETCS KOHKPETHBIM 3HAYCHHEM, KOTOPOE BKIIOYAET TEMIEPaTypy OT
KOMHATHOW TEeMIIEpaTyphl 10 TEMIEPATyphl (PJIETMbI HCIIOIB3YEMOTO PACTBOPHUTEIISA, M PEAIOYTHUTEIHHO Harpe-
BaTh PEAKITMOHHYIO CPEy JUIA COACUCTBUS peakiuu. Bpems peakiuu o0sr9HO coctaBisieT ot 0,1 mo 100 4.

[Xum. 7]
Cxema 5
R2
o-v* BocceTaHoBTEeHHE  © R o-Y®
IIOMOIIBI0 THOPHIA N
———————
R* HNy R4
R3
O

% {1e)

e R'-R* amnsrorcs TaKUMH, KakK OIPEIENICHO BBIIIE. Y* npencrasisier coboit Ci alKWIBHYIO WITH
C,6aTKEHWIBHYIO TPYIIY, KOTOpask COAEPKUT OKCOTPYIIy, I ajJKWIbHAs WIM ajJKeHWIbHAas TpyIna Mo-
JKeT OBITh 3aMelIcHA OJJTHUM MU HECKOJBKUMH 3aMECTHTCIISIMH, HE3aBUCUMO BHIOPAHHBIMH U3 TPYIIIBI, CO-
crosmeit u3 Ci_alKWIbHONW TPYMIbI, rajoreHa U raJoreHupoBaHHON C calKMJIBHOW TpYMIBI, Tl€ AOMOJHHU-
TEJIbHO JNOCTYIHBINA JUIsl 3aMEIICHUs aTOM YIJepoja B 3aMECTHUTENIE, CBA3BIBAIOIIMICS C aJKUIBHON WM aliKe-
HUJIBHOU TPYMNION, U APYroi JOCTYMHBIN AT 3aMEIEHHs aTOM YIiIepoJa B aIKUIbHOMN MM aJIKEHUWIBHOW IpyTi-
Me WM JBa JOCTYIHBIX ISl 3aMEILEHUs] aToMa yriepojaa B 3aMECTHUTENe, CBS3BIBAIOIIUXCS C aJKUIbHOW WU
AJKEHWIBHOH TPYNION, MOTYT OBITh OOBEIMHEHBI BMECTE ¢ 00pa30oBaHUeM 3-6-4JICHHOTO YTIEPOIHOTO KOJIbIIA,
MIPY YCJIOBHH, YTO aTOM YTIIEPOZa, C KOTOPHIM CBSI3BIBACTCSI OKCOTPYIIA, HE HAXOTUTCS PAJOM C aTOMOM Talio-
reHa M aTOMOM KHCJIOPOIA MEKIy OCH30JIbHBIM KOTHIOM i Y ¥ OKCOrpyIia He CB3aHa ¢ 0le(HHOBBIM YI-
neposoM. Y’ mpejcTaBisier coboi 3aMeCTHTEb, B KOTOPOM (parMeHT okcorpymsl Y* BoccTaHOBIEH 10 THApO-
KCWJIBHOM TpYMIIHIL.
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B cootBercTBHE O cIOCOOOM, TOKa3aHHBIM Ha cxeMe 5, coenuHenue (le), coaepkariee THIPOKCUTPYIIITY
B Y, MOXET GBITh MONYYEHO C OMOIIBIO OCYIIECTBICHHS PEAKINN COSTUHEHNS (9) COMEPIKAIIEr0 OKCOrPYIITy
B Y", C THAPHIHBIM BOCCTAHOBHTEIIEM B COOTBETCTBYIOIIEM PACTBOPHTETE.

Vcnonp3yemslii B JaHHOM JTOKYMEHTE THAPUIHBIA BOCCTAHOBUTENH BKIOYAET, HAIPUMEDP, OOPTUAPHLI Ha-
Tpus, OOPTUAPH IIUHKA, W 3TH THAPUIHBIE BOCCTAHOBHUTENIM MOTYT MCIIOB30BaThCS B BUJIE OJTHOTO WHTPEIUCH-
Ta WIK B KOMOMHAIIMK IBYX WM 0OJee HHrpeneHTOB. BoccTaHOBICHHE ¢ TIOMOIIBIO THAPHAHOTO BOCCTAHOBH-
Tesst 0OBIYHO MOJKET OBITh OCYIIECTBIICHO B pacTBOpuTeNe. VCmomp3yeMblil B JaHHOM JOKYMEHTE paCTBOPUTEINb
BKITIOUAET, HAIPUMED, BOY; CIIMPTHI, TAaKWE KaK METaHOJI U 2-TipomnaHoit; 1 3¢upsl, Takue kak THF, nuatunossrit
3¢up, TUU3ONPOMIWIOBHIN d(QUP U TUTIHM. DTH PACTBOPUTEIH MOTYT HCIIOJIH30BATHCS B KAYSCTBE OJJHOTO pac-
TBOPHUTEIIS WM B KOMOWHAIMH JABYX WX O0Jiee pacTBOPHUTEIICH.

Temneparypa peakiiui HEe OTrpaHHYCHA KOHKPETHBIM 3HAYCHUEM, KOTOPOE OOBIYHO COCTaBsAeT OT -60 Io
150°C, mpenmourutenbro ot -30 1o 100°C. Bpems peakimu o0braHO cocTaBiseT ot 10 MuH g0 15 |.

[Xum. 8]
Cxema 6
RZ
O-Y%-COOR® R O-Y¥5-CH,OH
BocceTaHoBRIeHHe ¢ IOMOMEED
THAPHAA N
R4 — " HN"® R4

R3-

o
1) 4

rae R'-R* sBstroTest TakuMu, Kak OIPEJICJICHO BHIIIIE. Y?® npenctapisier coboit C;_sadKUICHOBYIO
nnu C,_saJIKCHUJIEHOBYIO TPYIINY, T aJKAJICHOBAS WM aJKEHHJICHOBAs TPYIIIa MOXET OBITh 3aMeIleHa Of-
HUM WM HECKOJIBKHMH 3aMECTHUTEIIIMHU, HE3aBHCHMO BBIOPAHHBIMU W3 TPYMIIEL, cocTosmiei n3 C) ¢anKimIsHON
TPYIIIEL, TAJIOTEHA U TaJOTeHUPOBaHHON C_¢aIKHIBHOM TPYIIIBL, TIC TOMOJIHUTEIHHO TOCTYIHBINA IS 3aMeIle-
HUS aTOM yIJIepojia B 3aMECTHTEIIC, CBSI3BIBAIOIIMICS C aJKHUICHOBOM WM aJIKCHUJICHOBOW TPYIION, W APYron
JIOCTYIIHBIN IS 3aMCIICHIS aTOM yIJIepoJia B aJKWUJICHOBOHM WM aJKCHHWJICHOBOW TPYIINE WK JBa JOCTYITHBIX
JUTS 3aMEIICHUS aToMa YTIIEpoAa B 3aMECTHUTENIC, CBA3BIBAIOIINXCS C aJKHJICHOBOM WM aKCHUJICHOBOM TpyI-
T0#, MOTYT GBITh OOBEIMHEHE BMECTE C 0OPA30BAHHEM 3-6-UICHHOTO YIIEPOIHOro Kombia. R’ mpencrasiser
c000it C,_aJKUIbHYIO IPYIIILY.

B cooTBeTcTBHM CO crocoO0M, TIOKa3aHHBIM Ha cxeme 6, coenuaenune (1f) MokeT OBITH MOIYIEHO C ITOMO-
MIbIO OCYIIEeCTBIEHUS peakinu coenuaeHus (10) ¢ THAPUIHBEIM BOCCTAHOBHTEIIEM B TIOIXOISIIEM PACTBOPHUTETIE.

Vcnonp3yemMslii B JAHHOM JOKYMEHTE THAPUAHBIA BOCCTAHOBHTENb BKIIIOYAET, HAIPHMEp, TUH300yTHIIA-
JIOMUHAUTHAPUA, OOPTHAPHUI HATPUS M OOPTUAPHUI JTUTHUSA-TPAMETOKCHOOPaH. DTH BOCCTAHOBHUTENN MOTYT HC-
MOJI30BATHCS KaK OJUH MHTPEIUCHT WM B KOMOWHAIMH IBYX WM Ooiee mHTpeaneHToB. KonmnuecTBo ruapua-
HOTO BOCCTAHOBHTEIIS, HCIIOIB3yEMOTO B JaHHOM JOKYMEHTE, OOBIYHO SBISIETCS MO0 MEHBIIEH Mepe SKBUMOIISP-
HBIM coeauHeHMIO (1f), mpeanoYTUTENFHO B IUana30He OT SKBUMOIISIPHOTO 110 15-KpaTHOTO MOJISIPHOTO.

Peakius BOCCTaHOBIICHHSI MOKET OCYIIECTBIIATHCS B MOIXOMASIICM PACTBOPUTENIC, HAIPUMEDP BOJE; CIHP-
TaX, TAKUX KaK METaHOJ, 3TAHOJN U 2-MPOmaHoi; ddupax, Takux kak THF, nusTunoBelii 3¢up, THH30MPOITIIO-
BBl 3(QUp W JUIIAM; TaJIOTCHUPOBAHHBIX YIJIEBOJOPOJAX, TAKUX KaK JUXIOPMETaH, XJIOopo(hopM M UYeThIpeX-
XJIOPHUCTHIN YTIEPOT; WK UX CMECH MPH TemIepaType oT npuomm3uTensHo -60 10 150°C, nmpeanouTuTeIbHO OT
-30 1o 100°C, 00ObI4HO B TeUeHHE OT MpuoOIM3HTEIHHO 10 MuH 10 40 .

[Xum. 9]
Cxema 7
R20 R2e
Ric 0-Y-OH i‘gj{i’:ﬂ?ﬁg? Rr1e O-Y-OH
PELN r T s R
o R3d o R

(11) {1g)

rae R'-R* mesaBucumo MpPEACTABISIIOT cO00M yXOASsINyI0 TpyIIy, aToM Bojpopona, raimoreH, OH,
CN, C,¢ankunpHyl0 Tpymiy, rajaoreHupoBaHHyro C,qankuibHyo rpymny, C,cankeHunsHyro rpymmy, Ci
(ATKOKCUTPYIIITy MM TaJOreHUupoBaHHYI0 C; ¢aIKOKCUTPYIIY, PU YCIOBUH, YTO IO MEHBIIEH Mepe OJUH M3
R'-R* MIPEICTaBISAET COO0H YXOMSIIYI0 TPYIITY, OJIMH HITH JIBA W3 HUX MPEICTABISIOT COOOH aTOMBI BOJOPOa, HO
HE BCE TPH WJIM YETHIPE W3 HUX MPEICTABILIIOT COO0M aTOMBI BOJOPOIa. YXOIAIIas TPyIIa BKIIOYAET XJI0p, OpoM,
MO M 3aMeNIeHHYIO CYJb()OHMITOKCHTPYTITY. Y SIBIISETCS TAKUM, KaK OTIPEICIICHO BBIIIIE. R-R* nesaBrcumo npe-
CTaBJLIIOT coboii atoM Bogopona, rajoreH, OH, CN, C ¢alKuinbpHYIO TPYIITy, TATOTeHUPOBaHHYIO C | (alKHIEHYIO
rpymy, C,¢alKeHIIbHYIO TpyHIry, C| ¢aIKOKCUTPYTITYy TN TaJIOTeHUPOBaHHYIO C ¢aJIKOKCHUTPYMITY, IIPH YCIIO-
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BUMH, UTO 110 MEHBILIEH Mepe OAUH U3 R-R* npezcrabisier coboii CN, ouH WM 1Ba U3 HAX MIPEACTABILIIOT CO00H
aTOMBI BOJIOPO/Ia, HO HE BCE TPU MJIM YETHIPE M3 HUX MPEACTABISIOT CO00 aTOMBI BOZOpoia. YXosiias rpymma
B coenuHeHuu (11) 3amenieHa CN B TOM ke MOJIOXKESHUU B coenuHeHun (1g).

B cooTBeTcTBHM cO criocoOoM, TIOKa3aHHBIM Ha cxeMe 7, coeauHeHne (1g) MOXeT OBITh IMOJYYEeHO C TO-
MOIITBIO OCYIIECTBICHUS peaknuu coequHeHus (11) U mmaHupyromero cpeacTsa B MOAXOAAIIEM PacTBOPUTEIE B
MPUCYTCTBUH COCIMHEHUS TaJUTaansl.

Hcmonb3yeMblil B JaHHOM JIOKYMEHTE paCTBOPUTENh BKIIOYAET, HAIpuMep, 3gupsl, Takue kak THF, quve-
THJIOBBIN d(QUP ITHICHTIUKOS, TPET-OyTHIMETWIOBIN 2¢up U 1,4-nuokcaH; anmudaTHIeCKue YIrIIeBOIAOPOIbI,
TaKhe KaK I'eKCaH, TeNTaH U OKTaH; apOMaTHYECKHE YIIIEBOAOPOIbI, TAKHE KAaK TOIYOJI U KCHIIOJ; CIIUPTHI, TAKUE
KaK METaHOJI M 3TAaHOJ; aMHAbI KUcioT, Takue kak DMF n N-merun-2-nupposnunon (NMP); cynbdoxenapl, Ta-
kue kak DMSO; u ux cmecs, npeanourutenbno DMF.

Hcnonp3yeMoe B TaHHOM JTOKYMEHTE IUIaHUPYIOIIEE CPEACTBO BKIIIOYACT, HANPHMEp, LHUAHWJA IWHKA,
UCIIONIb3yeMOe B JIAHHOM  JIOKyMEHTE  COCIMHEHHE Naulaius  BKIIOYAaeT, HampuMep, TeTpa-
kuc(tpudenmipochun)namianuii. KonmaecTBo 1HaHUPYIOMIEro CPeACTBa, UCIIOJIB3yEMOT0 B JAaHHOM JIOKYMEH-
Te, 0OBIYHO cocTaBisieT 1-5 MoNIb HAa OMH MOJb coequHeHus (11), ¥ KOTMYECTBO COCMMHEHUS TAJUIAIMs, WC-
MOJIb3YEMOTO B IAaHHOM JIOKyMeHTe, cocTaBisieT o0braHo 0,01-0,5 Moy Ha otuH MOJb coeauHenns (11).

Temmeparypa peakin oObIYHO HaxoauTcs B auanasone ot 50 mo 200°C. Bpemst peakuuy 0OBIYHO Haxo-
mutes B muamaszoHe ot 0,5 mo 24 4. Kpome Toro, peakiys MOXKeT OCYIIECTBIATHCS MPH BO3ICHCTBUN MUKPOBOJI-
HOBOTO M3TTyUYCHHSI.

[Xmm. 10]
Cxema 8
R‘If OH o-Y _O_P1
RN R4 R¥
3f
o R
(13} (15)
R2
r! O-Y-0H

YaaleAHe sampETHOH

TpYIIibl HN N\_ Rti
R3

O
(1h)

rae R™-R* HezaBmcimo MIPEICTABISIOT cO00# aToM Bosiopoa, rajoreH, OH, ruapokcurpymiry, 3aluimeHHYO
3alIUTHON TPYIIION ISl THAPOKCUTPYIITEI (Jlajiee B TAHHOM JIOKYMEHTE 3TO COKpAIlEHHO 0003HavaeTcsl Kak '"3arm-
menHas Tuapokcurpymia'), CN, Ci¢IKuabHYIO TpYIITy, TajJoreHHpoBaHHYI0 C | caKWIBHYIO TpYIITY,
C, sanKeHWTbHYI0 TpyHITy, C) ¢alIKOKCHTPYIITY WIH TaJIOTeHUPOBAHHYIO C) ¢aJIKOKCHTPYIITY, TIPU yCIOBUH, UTO
omue win aBa m3 R"-R* npexcrapmsor co6oii aToMbl BOOpoza, HO HE BCE TPU HIIM YETHIPE U3 HUX TPEICTAB-
NS0T c060it aToMbI Boopoa. P! mpencrapiser coboil 3aUUTHYO TPYIIITY [T THAPOKCHIPYIIBL B ciydae eciu
onna i Heckonbko n3 R™-R* npencrasor co6oii 3alpIeHHY0 ITHAPOKCUIPYIILY, TO 3aIHTHAS TPYIIa MO-
XeT ObITh y/IaTeHa OAHOBPEMEHHO ¢ yaaneHueM 3auutHoi rpymst P1. R'-R* i Y sBisiores TakmMu, Kak onpe-
JICIICHO BBIIIIC.

3amuTHas rpymma A THIPOKCUTPYIIIBI, UCIOIb3yeMasl B JAHHOM JOKYMEHTE, He OTpaHUuYCHA, CCITU OHA
HE OKa3bIBaeT OTPHUIATEIHHOTO BIMSHUS HA PEAKINIO. 3allUTHAs TpyIMIa NpeaycMaTphBacT, HAIpUMeEp, CH-
JUIBHYIO 3aIIUTHYIO TPYOIy (HampuMep, TPUMETHICHIMI, TPET-OyTHIIUMETHICHINI, TPUH3O0IPONIICHIINIL,
TpeT-0y TN ESHIIICHIINI), alleTAIbHYIO 3alIUTHYIO Tpymny (Hampumep, tetparuaponupanun (THP), meTok-
cumeTii (MOM), METHITHOMETHI, dTOKCHATHII, OCH3MJIOKCUMETIT) W alWIbHYIO 3allUTHYIO TpyIny (Hampu-
Mep, aleTuI, IPOITHOHIII, TTUBAJIOWI, TPET-OyTHIIAETHI, 2-XJIOpaeTH1, 2-0poMareTui1, TpuGTOpaneTI, TPH-
xjopametua, Grammia, o-HHTpoeHOKcHaneTwi , OeHzown, 4-xmopOeHszowr, 4-OpomOeHzomn Wi 4-
HUTPOOCH30MII).

B cooTBeTcTBHE cO cTOCOOOM, MOKa3aHHBEIM Ha cxeMme 8, coenuHeHue (15) MoxeT OBITh MONYYCHO C IIO0-
MOIIBIO OCYIIECTBICHUS peakimu coequuenus (13) u coequnenus (14) B MOIXOIAIIEM pPacTBOPUTENE, B MPH-
CYTCTBUH peareHTa MuiyHoOy n gocduHa.

Pearear MunynoOy Bkimtoyaer B ce0s, Hampumep, AMATHIA30quKapOokcmiaar u  Ouc(2-
METOKCHATIIT)a30ankapOokcuaaT. Kolm4ecTBO NCIOIp3yeMOoro B JaHHOM JOKYMEHTE peareHTa MuiyHoOy co-
crapysier 1-10 MoJb, IpeANOYTHTENHHO 1-5 MONb Ha oxuH MOJIb coenwHeHus (13), Moka3aHHOTO Ha cxeme 8.
KonmdgecTBo ucmosb3yeMoro B JaHHOM JokyMeHTe coenuHeHus (14) cocraisier 1-10 Mob, MPEAIOYTHTEIHHO
1-5 moib Ha onuH MOJIb coenHenus (13), mokazaHHoTro Ha cxeme 8. Vcmonb3yeMblid B TaHHOM JTOKyMeHTe (oc-
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(bMHOBBII peareHT BKJIIOYAeT B ceOs1, HanpuMep, Tpudenuiadochun u TpudyTundochun. KonmuectBo ncmoins-
3yeMOro B JaHHOM JOKyMeHTe (ocUHOBOTO peareHTa cocTaBisieT 1-10 Moib, IPeAmOYTHTEIBHO 1-5 MONb Ha
OJIUH MOJIb coenuHeHus (13), mokazaHHOTO Ha cXeMe 8.

Vcnonp3yemsblii B JaHHOM JOKYMEHTE PaCTBOPHTEIb HE OTPaHUYCH, €CIIM OH HE OKa3bIBACT OTPUIATEIHHO-
TO BIUSHUS Ha peakiuio. IIpeamodaTuTensHbIi pacTBOPUTENH, UCIIOIB3YEMbIi B TAaHHOM JOKYMEHTE, BKIIIOUAET,
HanpuMmep, Toryol, 6enzon, THF, 1,4-mnokcan, DMF, N,N-numernnaneramun, NMP, DMSO u ux cmech.

Temmepatypa peakunu 00b19HO cocTaBisieT ot -78 no 200°C, nmpeamnouturensHo ot 0 1o 50°C. Bpewms pe-
aKkIuy 0OBIYHO COCTABIIIET OT 5 MUH 110 3 AHEH, mpeanouTuTensHo oT 10 mun 10 10 4.

B cooTBeTcTBHM cO criocoOoM, TIOKa3aHHBIM Ha cxeMe 8, coeamHenne (1h) MoxeT OBITH IMONYYEHO C TO-
MOIIBIO YAAJIEHUS 3aIIUTHOMN TPYIIIEI ¢ coenuueHus (15).

B ciiygae ecnu 3amuTHas rpynna Ui TUAPOKCUTPYIIIEI MPEACTABISCT COO0H 3alIUTHYIO TPYIITY CHIIHIIb-
HOTO TUTA, TO YAAJICHUE 3alIUTHON IPYIITBEI MOXKET OCYIIECTBIIATHCS C IOMOIIBIO YCIOBUH THAPONIN3a B KHCIOH
Cpelic WK C HCIoNb30BaHueM (ropun-uoHa. Hanpumep, B citydae TpeT-Oy THITUMETHICHIHIBHOMN TPYIIIBI, BBI-
OpaHHO!M B Ka4eCTBE CHIIMIBHOU 3allIUTHOW TPYIIIIBI, PEAKIUIO yYIAICHUS 3aIUTHON TPYIIIBI OCYIIECTBISIOT C
MOMOIIEI0 GTOpHI-HOHA. [loaXomsAIIe UCTOYHUKN (PTOPUI-UOHOB BKIIFOYAIOT B ceOsl, Hanpumep, GpTopua TeT-
pabyTWIaMMOHUS U PTOPHI BOIOPOAA-TTUPHINH, IPEIMOUYTHTENBHO QTopu TeTpadyTriaMmMonus. KomndecTBo
HCIIOJIB3YEMOT0 B JAHHOM JTOKyMEHTE (PTOPCOAEpIKAIEro COeTNHEeHUs cocTaBisieT 1-10 Momb, mpeArnodTHTENb-
HO 1-5 Mo Ha OTH MOJIb coeanHeHus (15), mokasaHHoTO Ha cxeme 8.

Vcnonp3yemsblii B JaHHOM JOKYMEHTE PacTBOPHTEIb HE OTPaHUYCH, €CIIH OH HE OKa3bIBACT OTPUIATEIHHO-
T0 BIUSHUS Ha peakuuio. Vcronap3yeMblil B JaHHOM JIOKYMEHTE pacTBOpUTENb BKItouaeT, Hanpumep, THF, are-
TOHHUTPWJI ¥ METWICHXJIOPUA. Peakuus ynaneHus 3allUTHON TPYIITEI MOXKET OCYIIECTBISTECS IIPH TEMIepaType
ot 0°C 1o TemmepaTypsl (QJIETMBI UCIIOJBE3YEMOTO PEAKIIMOHHOTO PACTBOPHUTEINS, Mpenrnoututesibao ot 0°C 1o
KOMHATHOW TeMIepaTypbl. BpeMst peakiuu 0OBIYHO COCTaBISET OT 5 MUH 10 3 JHEH, MpeanouTUTeNbHO oT 10
MuH 10 10 4. B ciyuae ecnu 3amuTHas rpyma Uit THIPOKCUTPYIIIBI MPEACTABISACT COOO0M aleTalbHYIO 3allHT-
HYIO TPYIIITY, TAKYI0 KaK METOKCUMETHIIbHAS TPYIINA, TO yIAJICHHUE 3alUTHOW IPYIIIEI OOBIYHO MOXKET OCYIIECT-
BIISITHCSI C UCIIOJIb30BAHUEM YCIIOBUH rujponusa B kucioi cpene. "Kucnora", ucnonapzyemasi Ipyu THIPOJIU3E B
KHCJION cpefie, BKIIOYAET, HAPUMEP, YKCYCHYIO KHUCIIOTY, XJIOPUCTOBOJOPOIHYIO KHCIOTY ¥ (OCHOPHYIO KH-
CJIOTY, IPEAMOYTUTEIBHO XJIOPUCTOBOAOPOAHYIO KUCITOTY. KOTHMYECTBO KUCIOTHI HAXOIUTCS B THATIA30HE COOT-
BeTrcTBeHHO 1-1000 MoIB, ipeanouTuTebHO 1-10 MOJIL HA OIMH MOJIL coenuHeHus (15), moka3aHHOTO Ha cXeMe
8.

Vcnonp3yemsblii B JaHHOM JJOKYMEHTE PAacTBOPHTEIb HE OTPaHUYCH, €CIIH OH HE OKa3bIBACT OTPUIATEIHHO-
TO BIMAHUA Ha peakmuio. Mcmonb3yemMslil B JTaHHOM JOKYMEHTE PacTBOPUTENs BKIIOUAET, HAIIPUMEp, TUXIIOP-
METaH, METAaHOJ W BOAY. Bpems peakiyu MOKET BapbHPOBATHCS B 3aBUCHMOCTH OT HCIIONB3YEMOTO B JaHHOM
JOKYMEHTE COCTMHECHHS MaTepraa, TEMIIePaTyphl peakiui WK JpYyruX GakTopoB, OJHAKO OHO HAXOIHUTCS CO-
OTBETCTBEHHO B quana3zoHe oT 0,5 10 24 4. B ciyyae ecnu 3ammrTHas Tpynna Uit THAPOKCUTPYIIIEI TIPEACTABIIS-
eT co00i1 3alUTHYIO TPYIIIY aIFJIHOTO THIIA, TO YIAJCHHUE 3alIUTHOW TPYIITEI OOBIYHO MOXKET OCYIIECTBISATHCS
C HCIIOJIb30BAaHUEM YCIIOBHI THUAPOJIH3a B IIEIOYHON cpene. Vcmonb3yeMblii B JaHHOM JOKYMEHTE PacTBOPH-
TeNb BKIIOYACT, HATIPUMED, BOAY; CIIUPTHI, TAKHE KaK METAHOII, TAHOJ, 2-TIPOMAHON U TPET-0yTaHOII, KETOHEI,
TaK¥e KaK alleTOH ¥ METHJIITHIKCTOH; 3QHpPHI, TAaKUE KaK JUITHIOBEIN ¢up, auokcan, THF, MoHoriauM u aur-
JIMM; CJIOXKHBIC 3(QHPBI, TAKUEC KaK METHJIAIETAT ¥ 3TWIALCTAT; TAJIOTCHUPOBAHHBIC YIIIEBOJOPOJBI, TAKUC KaK
xJ0poopM, TUXIOPMETAH, TUXJIOPITAH M YETHIPEXXJIOPHUCTHIN yriepon; DMSO; DMF; rekcamermndocdar-
TpHaMUJ U UX cMech. Vconp3yeMoe B TaHHOM TOKYMEHTE OCHOBHOE COCIMHECHHE BKIIIOUACT, HAIPHMeEp, Kap-
OOHATHI, TaKMe KaKk KapOOHAT HATPHsI, KApOOHAT KaJIWs, TUIAPOKApOOHAT HATPHS M THAPOKAPOOHAT Kajus; U THII-
POKCHIBI METAJUIOB, TAKHE KaK THAPOKCHUI HATPUS, THAPOKCHU KT, THAPOKCHI KATbIHS U THAPOKCU JINTHSL.
OTH OCHOBHBIC COCIMHEHUS MOTYT HCIOIB30BATHCS KaK OJUH MHIPEINCHT WM B KOMOWHAIINK IBYX WM Ooee
WHTPEANCHTOB. Peakiys TUApoin3a MOXKET MpOTeKaTh 00BIYHO MpH TemrepaType oT 0 mo 200°C, mpeamodru-
TensHO 1pH Temneparype ot 0 1o 150°C, u npu 3TOM peakust 3aBepuiaeTcst 0ObIYHO B TEUCHUE NPHOTU3UTEIb-
HO oT 10 mMuH 10 50 |.

B clydae ecii CyIecTByeT MHOKECTBO 3aIUTHBIX TPy st ruapokeurpymmsl B R-R* i P!, To 3ammr-
HBIC TPYIIITBI MOTYT OBITh OJIMHAKOBBIMH HITU Pa3IHYHBIMU. ECIN 3alIUTHBIC TPYIIIBI ABISIOTCS PA3IMIHBIMH, TO
peaKIsl yaaieHusl 3alIUTHON TPYIITBI MOXKET OCYIIECTBISATHCS C TIOMOIIBI0 00BETUHCHHUS MHOXKECTBA YCIOBUI
yIaJCHUs 3aIMUTHON TPYIIIBL, TOIXOSIIUX IS KOKIOH 3aIIUTHON TPYIIIIEL.
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[Xum. 11]

Cxema 9
]R29

IuapyTHETH
BROCCTAHNOBHTENL

(16)

VaareHHE 3amHTHOM
TPYIIIEL

——————_

(133

rae R'&-R* HesaBHCHMO TpeACTABISIOT OGO aTOM BOZOPOJA, TaJOreH, 3AlMIICHHYI0 THAPOKCHIPYIILY,
CN, C,ankunpHyl0 TIpynmy, ragoreHupoBaHHylo CjgankuneHyto rpynny, C,calkeHUIBHYIO TpYMIy,
C/_¢IKOKCUTPYIITY WX TAIOTCHUPOBaHHYIO C| ¢aIKOKCHIPYIITY, MPH YCIOBHH, YTO N0 MCHBIICH Mepe OJMH U3
R'®-R* npencraBnser co6oit 3aIMIEHHYIO THAPOKCHIPYIITY, OMH WIH [BA U3 HAX MPEACTABIAIOT COOOM aTOMbI
BOJIOPOJA, HO HE BCE TPH WM YEThIPe M3 HUX NPEACTABISIOT coboii atoMel Bogopoxa. R"™-R*™ HeszaBucnumo mpen-
CTaBISIIOT c000# aToMm Bogopoaa, rasmored, OH, CN, C,_¢aIKWIbHYIO TPYIITy, TATOTeHUPOBAaHHYIO C | 6JIKHIBHYIO
rpymy, C,¢alKeHIIbHYIO TpyHIry, C| ¢aIKOKCUTPYTITYy TN TaJIOTeHUPOBaHHYIO C ¢aJIKOKCHUTPYIITY, IIPH YCIIO-
BHH, YTO TI0 MEHbILIEH Mepe OAUH U3 R'"-R* MIPEJICTABISET COOOH THIPOKCUTPYIIY, OJMH WM JIBa U3 HUX MPE]I-
CTaBISAIOT cO0O0¥ aTOMBI BOJOPOa, HO HE BCE TPH WM YETHIPE U3 HUX MPEICTABISIOT COOOW aTOMBI BOAOPOA.
3amuIneHnas THAPOKCUTPYyIa B coenrHeHuu (17) moaBeprayTa yaaleHuIo 3amuTHoi rpynmnsl ¢ OH B Tom ke
nosoxkernn B coeauaennd (11). Y* 1 Y® sBIsroTest TakiMum, Kak OIPEIeIcHO BBILIIe.

Peaknus coenunenus (16) ¥ THAPUIHOTO BOCCTAHOBHUTENS MOXKET OCYIIECTBISTHCS B YCIOBUAX PEAKIIUH,
AHAJIOTUYHBIX PEAKIIMU U3 CXCMBI 5.

VY nanenue 3alIMTHON rpynnbl coenuHeHus (17) MOXKET OCYIIECTBIATHCS B YCIOBUSIX PEAKIIUH, aHATIOTHY-
HBIX PCaKIMH U3 CXEMBI 8.

[Xum. 12]
Cxema 10
R?a R2a
1 T 8 -7
R af = OH x“g:; R: ! R o-Y DTOKCHTHPOBAHHE
—_—
VRN Y/ “Réa X' yxopamas AR e
R rpyra )\),\ R
O 0

vy (19}

(20) {5

rae R®-R* u X' spsores Takumu, kax onpeseneHo Boime. Y mpesctaBiser co6oii Co ¢alKeHIIBHYIO IPyTl-
My, TJIC aJIKCHWIBbHASI TPYIINA MOXET OBITh 3aMEIlIeHa OJHUM HJIH HECKOJIBKIMH 3aMECTHUTEIISIMU, HE3aBUCUMO BbI-
OpaHHBIMU W3 TPYMIIBI, cocTosmel U3 C ¢IKWIBHOW TPYIIEI, TajJoreHa W TajJoreHHpoBaHHOW Ci ¢aKHIBHOM
TPYIIIEL, TAC JOMOJHUTESIBFHO NOCTYIHBIA IS 3aMEIICHHUS aTOM YTIIEpOJa B 3aMECTUTEIIC, CBA3BIBAIOLIUICS C
ANKCHWIBHOM TPYIIION, U APYrod MOCTYIHBINA IS 3aMCIICHHUS aTOM YIJIEpOJia B aIKCHUIILHOW TPYIINE, WIH 1B
JOCTYITHBIX IUIS 3aMELICHUS aTOMa YIIIepoAa B 3aMECTHTEIIE, CBA3BIBAIOIINXCS C AIKCHUIBHOM TPYIIION, MOTYT
GBITh 0OBEIMHEHBI BMECTE ¢ 0OPA30BAHIEM 3-6-4JICHHOTO YITIEPOIHOTO KOMbIa. Y* mpeacTaBisier coboil rpym-
1y, B KOTOPOii ABOIHAs CBS3b B ANKSHIIBHOM rpymme Y MpeBpaIiacTcst B SMOKCHAHYIO IPYIIY, Y’ TpeCcTaB-
JISIET COOOH TPYIITY, B KOTOPOH ATIOKCUTPYIIa Yic Pa30MKHYTBHIM KOJIBIIOM.

Peaxmmst coemuuenus (2) u coeauaeHns (18) MOKET OCYIIECTBIATHCS B YCIOBHSIX PEAKIIAU, aHATOTHYHBIX
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peakiuu Ha cxeme 1.

B cootBercTBHE CO crmocoO0M, OKa3aHHBIM Ha cxeme 10, coeaunaeHue (20) MOKET OBITH MOIYYCHO C IIO0-
MOIIIBIO OCYIIECTBICHHUS peakiuu coequHeHus (19) u OKUCIUTENs B MOAXOSIIEM PacTBOPHUTENE MM Oe3 pac-
TBOpUTENS. VCIOmp3yeMblii B JaHHOM JOKYMEHTE OKHCIHTENh BKIIOYACT, HAIpUMEp, M-XJIOPIEpOCH30HHYIO
KHCJIOTY, MIEPYKCYCHYIO KHCIIOTY, OKCOH M MEePEeKUCh BOAOpoAa. Vcmonp3yeMblii B JTaHHOM JTOKYMEHTE pacTBO-
pHUTEIs MOXET OBITH BBHIOPAH M3 IIMPOKOTO pPsila M3BECTHBIX PACTBOPHTENCH, €CIIM OH HE OKa3bIBaeT OTpHIla-
TENBHOTO BIHSHUSA Ha peaknuio. Vcmonp3yemslii B TaHHOM TOKYMEHTE PAacTBOPHUTENb BKIIFOYAET, HAIIPHMED,
apoMaTHYecKHue YTIeBOIOPOIBI, TaKue KaK OCH30JI, TONYOJd M KCHJION, ann(paTHIECKUE YTIIEBOJOPOIBI, TaKue
KaK TeKCaH W TeITaH; CIUPTHI, TAKUE KAaK METAHOJ U 3TAaHOJ, TAJIOTCHUPOBAHHBIC PACTBOPUTEIH, TAKUE KaK XJI0-
podopM, TUXIOPMETaH M JUXJIOPITAH; HUTPUIIBL, TAKHE KAK allCTOHUTPUI U OYTUPOHUTPHI; CIOKHBIC 3(QUPEI,
TaKWe KaK ATHIANETaT, OyTuialeraT u MeTmidopmuar; aMmuabl, Takue kak DMF u N, N-guMerunaneraMum; u ux
CMEChH.

KonmuuecTBo MCMONB3yeMOro B JaHHOM JOKYMCHTE OKHCIUTEIS OOBIYHO COCTABISCT MPHOTU3UTENBHO 1-5
MOJIb Ha OJTUH MOJIb coequHeHus (19). BrimeykazaHHast peakifusi OCYIIECTBISICTC OOBIYHO TPU TEMITEPAType OT
0 no 100°C, npeanoururensHo ot 0°C 10 KOMHATHOH TEMIIEPATYPhI, U IIPH 3TOM PEaKLs OOBIYHO 3aBepLIaeTCs
B T€UeHHE OT Mpubau3nuTenbao 0,5 mo 24 4.

B cootBetcTBHU CO crmocoOoM, oka3zaHHBIM Ha cxeme 10, coenuuenue (1j) MOXeT OBITH TOTy4EHO C TIO-
MOIIIBIO pa3MbIKaHUs KoJiblla coenuHeHus (20) mpy yCIOBUHM THAPUPOBAHUS B TIOIXOJAIIEM PacTBOPHUTENE B
MPUCYTCTBUH COCIMHEHUS TaJUIaansl.

Vcnonp3yemsblii B JaHHOM JTOKyMEHTE BOCCTAHOBHUTEH BKIIIOYAET, HAIPHIMEp, BOJOPOI U (hopMuaT aMmmo-
HUS, ¥ 9TH BOCCTAHOBUTEIM MOTYT HCIIONB30BAThCS B BUEC OJHOTO MHIPEAMEHTA WM B KOMOWHAIIMH JIBYX HH-
TPEIUEHTOB.

Hcnonp3yeMoe B JaHHOM JTOKYMEHTE COCIUHCHHUE MalIadus BKIIOYACT, HAIPUMED, TaLIa Ui Ha YIJie
(10% (Bec./Bec.)). KonmuecTBO coequHEHUS AT, HCIIOIB3yEMOr0 B JJAHHOM JIOKYMEHTE, OOBIYHO COCTaB-
nset 0,01-0,5 mons Ha otH MoJb coeuHeHus (20).

Hcnonp3yeMplii B JAHHOM JOKYMEHTE PAaCTBOPUTEIH MOXKET OBITH BEIOPAH U3 IIUPOKOTO Psa U3BECTHBIX
PACTBOpHTEIICH, €CITM OH HE OKa3bIBACT OTPUIIATEIILHOTO BIMSHHS HAa peakiuio. Vcnonp3yeMslid B JaHHOM JO-
KyMEHTE PacTBOPHUTENb BKIIOYAET, HATpUMep, dPHUPHI, Takue Kak auokcaH, THF, nuaTunoBelit a¢up, aurivM u
JUMETWIOBBIN 3(HpP 3TUICHTINKOIIS; TAIOTeHIPOBAHHBIC YTIIEBOIOPO/IBI, TAKHE KaK TUXIIOPMETaH, TUXJIOPITaH,
XJIIOpOGOPM M UYETHIPEXXJIOPUCTHIN YTICPO; CIIUPTHI, TaKHe KaK METAHOJ, STAHON U 2-TPOMAHOI; MOJSIPHBIC
pactBopuTenu, Takue kak DMF, DMSO u anleToHUTpWIT;, 1 UX CMECh.

BrrmreykaszanHas peakius OCyIecTBIsieTcs 00bdHO mpu Temreparype oT 0 1o 70°C, mpenoYTUTEeIFHO OT
0°C 10 KOMHATHOW TEMIIEPaTyphl, U IPU 3TOM PEaKIHs OOBIYHO 3aBEPIIACTCS B TCYCHUE OT MPUOTUIUTEIHHO
0,5 1o 24 4.

[Xum. 13]

Cxema 11
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rae RI—R4, Y u P! sBisrores TaKUMH, KaK OIPEIEIICHO BBIIIIE.

Peakmus coenunenus (21) u ruapasrHa MOXKET OCYHICCTBISTHCS B YCIOBUSX PEaKIMU, aHAIOTUYHBIX pe-
aKkuy Ha cxeMe 4. YajneHne 3aluTHON TPYNIBl cCoequHEeHHS (22) MOXKET OCYIIECTBISATLCSA B YCIOBUSAX peak-
IIUH, aHAJIOTHYHBIX PEAKIINH U3 CXEMBI 8.

CoeuHEeHHEe 10 HACTOSIIEMY M300peTeHHIo GopMyIIbl (1) MOXKET OBITH IMOJIYIEHO B COOTBETCTBUH C BBI-
IIeyKa3aHHBIMH CITI0OCOOaMU CHHTE3a, U MOXKET OBITh TaK)Ke TIOIy4eHO Ha OCHOBE CIIOCOOOB CHHTE3a, OTIMCAHHBIX
B STAJIOHHBIX MIPUMEPax M MpUMepax B JAHHOM JOKYMEHTE, C YIETOM IPEANICCTBYIOIIETO YPOBHS TEXHUKH, H3-
BECTHOTO Ha MOMEHT ITOJIa9H 3asBKH.
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IIpu HEOOXOOUMOCTH, HCXOIHBIC BEIIECTBA U MPOMEKYTOUYHBIC COCAMHCHUS, TIOKa3aHHBIC Ha BBIIICYKa-
3aHHBIX CXEMaX, MOT'YT OBITh 3aIlUIICHBI MOMXOMSIICH 3aIMUTHON TPYIION Nepe] HaYalloM PEaKIlhd, a 3aTeM
TIOCJI€ OCYIIECTBIICHHS PEAKIINY 3aIIUTHASI TPYIINA MOXET OBITh y/laleHa H3BECTHBIM CIIOCOOOM.

Kaxprif IpoIyKT, TOTY4eHHBIH B COOTBETCTBUH C BBIIICYKa3aHHBIMH CXEMaMH, MOXET OBITh OYHIIECH OT
KaXXIOW PEaKIIMOHHOI CMECH CIEeXyIomuM 00pa3oM, HalpuMep, pEakMOHHAs CMEeCh OXJIaKIAaeTCsl, PEaKIIHOH-
Hasi cMech 00pabaThIBaeTCs B MPOLEAYPE BBIICICHUS, TAKOW KaK (QIIBTpAIlHs, KOHIICHTPAIUS U SKCTPAKINS IS
BBIJICJICHUS] HEOUUIIIEHHOTO TPOIYKTa, M HEOUHUIIEHHBIN NMPOAYKT OYUIIAIOT OOBIYHBIM CIIOCOOOM OYMCTKH, Ta-
KAM KaK KOJOHOYHas XpoMaTorpadus U mepeKkpucTauu3anys. VIcXoaaple BEmecTBa U MPOAYKTHI, IIOKa3aHHBIE
Ha KQXJIOW CXeMe, TAaKXKe BKIFOYAIOT COJbBAT B KAYECTBE JOMOJHHUTEIEHOW (OPMEI, HAPUMEpP TUAPAT U ITAHO-
nat. VicxomHbIe BEMIECTBa U MPOIYKTHI, MOKa3aHHBIC Ha KaXKJOW CXeMe, MOTYT OBITh UCIIOJIE30BaHbI B MPEIIOY-
TUTEIBHON (opMe, IPEACTABISIONIEH co00i cob. Kaxx bl MpOAYKT Ha KaX 0¥ CTaIUU MOXKET UCIIONB30BaThCS
Ha cienyromeii craguu 6e3 BoiaencHus. Coequaenue (1) mo HacTOSIIEMY M300PETEHUIO, MPOMEKYTOUHBIC CO-
CIIMHECHYS, MTOJYYCHHBIC B BBHIIICYKA3aHHBIX CXEMaX, M UX MCXOJHBIC BEIICCTBA MOTYT BKJIIOYATh B ce0sl TeOMET-
pHUYECKUi U30Mep, CTEPEON30Mep, TAyTOMEP U UX ONTHICCKHA m3oMmep. KaxIplil m30Mep MOKET OBITh BBIICICH
C TIOMOIIBIO TPATUIIMOHHOTO criocoba. Hampumep, pareMudeckne COeTUHEHNST MOTYT OBITh Pa3feleHbl C TIOMO-
MIBI0 OOIIEr0 ONMTHYECKOTO PACHICIICHHS, TAKOTO KaK KPUCTAJUIM3AaLUSA W Xpomarorpadus, Ha WX ONTHYECKH
YHCTBIE M30Mephl. KpoMe TOro, ONTHYECKH YHUCTOE COCOMHEHHE MOXET OBITh TaKXKe ITOJYY4EeHO M3 COOTBETCT-
Byromero marepruana. CoeqiHEHHE 10 HACTOAIMIEMY H300PETEHUIO MOXET OBITh MOJIC3HBIM CPEICTBOM IUIS JIe-
YEeHHS OITyXOJIH, B YACTHOCTH 3JI0KAYECTBEHHOH OIyXouH, Oojiee MOoapOoOHO, COeAMHEHNE MOXKET MPEIACTABIATh
co0of HOBOE CPEICTBO JAJIS JICUCHHS W/ MPEAyNpPEexKISHUS OMyXOJIH TOJIOBHOTO MO3Tra y JeTeH, BRIOpaHHOH
U3 TPYIIBI, COCTOSINEH W3 aCTPOIIMTOMEI, 3J0KaYECTBEHHON MEIyJUI00IacTOMEI, 3MOPHOHAIBHO-KICTOYHON
OITyXOJTH, KPAaHHO(DAPUHTUOMBI H STICHIUMOMBI; OITyXOJU TOJIOBHOTO MO3Ta y B3POCIBIX, BEHIOPAHHOW U3 TPYIIIIHI,
COCTOSIICH W3 TNIMOMBI, MCHHHTHOMBI, aJICHOMBI THIIO(GHU3a U OMyX0JdH 000JIOUKH HEpBa; paka T'OJOBBI W IIICH,
BBIOPAHHOTO W3 TPYIIIBI, COCTOSMICH M3 paka BEPXHEUCITIOCTHOTO CHHYcCa, (hapUHTCalbHOTO paka (Hampumep,
PaK HOCOTJIOTKH, paK POTOTJIOTKH, TMNO(apHHTeaIbHEBIH pak), paka TOPTaHU, paka POTOBOM MOJOCTH (HAIPHU-
Mep, pak TyObl, paK sI3bIKa) M paka CIIOHHBIX jKelle3 (HalpuMep, pak OKOJIOYITHOM JKeJIe3bl); paka TPyIHOHN KieT-
KA W OMYXOJH, BEIOPAHHOM M3 TPYIIIBI, COCTOSIIEH M3 MEIKOKJIETOYHOTO PaKa JIETKOT'0, HEMEIKOKIETOYHOTO
paxa JIErKoro, TAMOMBI K ME30TEIHOMBI; PaKa >KeIyZOYHO-KHIIIEYHOTO TPAKTA U OIYXOJIH, BRIOPaHHON U3 TPYII-
IIBI, COCTOSIICH M3 paka MHINEBOJA, Paka MEYeHH, MEePBHYHOIO paKa MEYEHH, paka >KEITIHOTO Iy3bIps, paka
JKEITYHBIX MPOTOKOB, paKa XKery/Ika, KOJIOPEKTAIFHOTO paka (HalmpuMep, peKTaIbHbIN pak, paK aHaJbHOTO KaHa-
71a), paka Mo DKEITYI0THON KeJle3bl U SHIOKPUHHOHN OITyXOJIH IOKETyIOYHOH jKeJIe3bl;, paka MOYEIIOJI0BOM CHC-
TEMBI W OITyXOJH, BHIOPAHHOW W3 TPYIIBI, COCTOSIICH M3 paka IOJOBOTO WICHA, paka IOYCYHOH IJIOXaH-
KHA/MOYCTOYHUKOB, IIOYCYHO-KIIECTOYHOTO paKa, OMYXOJIH sShYKa (TaKKe Ha3bIBAEMOW HOBOOOPa30BaHUEM SIMYKA),
paka mpencTaTelIbHOM Kelle3bl, paka MOUYCBOTO ITy3bIPs, OIyXONIM BuibMca U ypoTemuaisHONH KapIUHOMBI, TH-
HEKOJIOTMYECKOTO paka M OMYXOJH, BEIOPAHHOW W3 TPYIIIBI, COCTOSIICH M3 paka BYIbBBI, paKa IICHKH MAaTKH,
paka Tena MaTKH, paka dHIOMETpPHs, CAPKOMBI MATKH, XOPHOKAPIIMHOMEBI, paKa BIarajiuila, paKka MOJOYHOH jke-
JIe3Bl, paKa SMIYHUKOB U IMOPHOHATHHO-KJIETOYHOHN OITyXOJH SIMYHUKOB; CAPKOMBI MATKUX TKaHEH Y B3POCIBIX U
JeTel; OMyXOJIH KOCTH, BRIOPAHHOM W3 TPYIIIBI, COCTOAIIEH U3 OCTEOCApPKOMBI M orryxoiu FOuHra; paka 3HIOK-
PUHHOW TKaHU W OITyXOJIH, BRIOPAHHOW W3 TPYMIBI, COCTOSIIEH M3 apeHOKOPTUKAILHOW KapIMHOMBI U paka
MIUTOBUITHON JKeEJIe3bl; 3II0KaYeCTBEHHOH JIMM(OMBI U JISHK03a, BRIOPAHHBIX U3 TPYIIIBI, COCTOSIICH U3 370KaUue-
CTBEHHOH JTMM(OMBI, HEXOPKKHHCKOH JTUM(POMBI, XOKKHHCKON JTUM(POMBI, MHOKECTBEHHONH MHEJIOMBI, TLTa3-
MOKJICTOYHOH OIYXOJIH, OCTPOTO MHUEIOUIHOTO JIelKo3a, OCTpOoro JuMQoOIacTHOTO Jeiiko3a, T-KIeToOYHOro
JIeHK03a-TUM(POMEI Y B3POCIBIX, XPOHUYESCKOTO MHEJIOUIHOTO JIHK03a U XPOHUYECKOTO JTUM(OIIMTAPHOTO JICH-
KO03a; WM PaKa KOXHU M OITyXOIH, BEIOPAHHOW W3 TPYIIIIBI, COCTOSIICH U3 XPOHUISCKOTO MUEIIONPOTU(EPATHB-
HOTO PACCTPOUCTBA, 3JIOKAYECTBCHHOIN MEJIaHOMEI, INIOCKOKICTOYHOU KapIUHOMBI, 0a3aIbHOKICTOYHOMN KapIiy-
HOMBI M TPUOOBUIHOTO MHKO3a. [IyTh BBEICHUS COCIUHCHHS IO HACTOSIIEMY H300PETCHUIO MOXKET OBITh BBI-
OpaH U3 MepopaIbHOTO BBEJCHHUS, MAPSHTEPATLHOTO BBEACHUS WM PEKTAILHOTO BBEICHUS, U MIPU 3TOM CYTOY-
Hasi 71032 MOKET BapbUpOBAThCS B 3aBHUCHUMOCTH OT CTPYKTYPbl COEOUHEHHs, MyTH BBEIEHUS, COCTOS-
HUS/BO3pacTa MarueHToB U T. A. HampuMep, B ciydae mepopaabHOTO BBEACHHUS COSANHECHUE TT0 HACTOSIIIEMY H30-
OpeTeHHI0 MOXKET BBOJUTHCS YEIOBEKY WM MIICKOIHMTAIOIIEMY B J103€, OOBIYHO COCTABIISIONICH MPHOIM3UTEIEHO
0,01 Mkr-10 Mr, IPEAMOYTUTENLHO PUOTU3UTENHFHO 1 MKT-5 MT Ha KT Beca €ro Tella, OT OJHON 0 HECKOJbKHX
pa3zencHHBIX 103. Hampumep, B cirydae mapeHTepalbHOTO BBEIEHHS, TAKOTO KaK BHYTPUBEHHAS WHBEKIIHSA, CO-
€WHEHNE TI0 HACTOSIIEMY M300pETEHHIO MOXKET BBOIHUTHCS UEIOBEKY MM MIICKONHTAIONIEMY B 103€, OOBIYHO
cocrapisttomedt mpubam3utenbHo 0,01 Mkr-10 Mr, TPeAmOYTUTEILHO MPHOIM3UTENILHO | MKr-5 MT Ha KT Beca
ero tena. JlekapcTBeHHas (hopMa MO HACTOSAMIEMY M300PETEHUIO BKITIOYAET TAOJETKY, KAICyy, FPaHyiIy, Mopo-
IIOK, CHPOII, CYCIICH3UI0, HHBEKIIUIO, CYIIO3UTOPHI, INIa3HBIC KAIUIHA, Ma3b, IHHUMEHT, TUIACTHIPh U WHTAJISHT.
OTH JeKapCTBCHHBIC (OPMBI MOTYT OBITh MONYYCHBI TPATUIIMOHHBEIM criocoboM. Ecnu nekapcTBeHHas gopma
SIBIISICTCS JKUJIKOH, TO OHa MOXKET MPEICTaBIATh COOOM cocTaB AJsl MOMYYCHUS PAcTBOPA WM CYCIICH3HMU JUIS
MPUMEHEHHUS TIOCPEICTBOM CMEIIMBAHMS €r0 ¢ BOJOM, MOAXOASIIUM BOAHBIM PACTBOPOM WIIH IPYTUM MOAXOJIS-
MM pacTBopuTenieM. TablleTka M TpaHysia MOTYT OBITh MOKPHITHI C TIOMOIIBIO XOPOIIO H3BECTHOTO CIIOCO0A.
IIpu 3TOM 3TH NeKapcTBeHHBIE (OPMBI MOTYT COJNIEPKATh APYTOH TepaneBTUYESCKH MPUTOIHBIA WHTPEAUCHT. B
ClIydae e€CM COCITMHEHHE TI0 HACTOSIIeMY H300pETEeHHIO COCTABICHO B BHIC COMHWIHON JIEKapCTBEHHOH (op-
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MBI, TO JIEKapCTBEHHasi ()OpMa MOXKET BKIIIOUATh COCIUHEHHE 10 HACTOSIIEMY M300PETEHHIO B KOJIMYECTBE, CO-
crasistomieM 0,1-70% (Bec./Bec.) Ha BCIO KOMITO3MLIMIO, OJHAKO HACTOSIIEE N300pETEeHUE HE OTPAaHUYEHO ITHM.
[IpennoururensHo, oHO cocTaBiieT 5-40% (Bec./Bec.) Ha BCIO KOMITO3HIIHIO.
IIpuMmepbI

Hacrosmee nzo0perenue 6oee mogpoOHO MOSCHEHO Aajiee B JAHHOM JTOKYMEHTE CO CCBUIKOM Ha ATaJOH-
HBIE TIPUMEPHI, TPUMEPHI ¥ TECT, OTHAKO HACTOSIIEe N300PETEHNE HE TOJDKHO OTPaHMINBATHCS UMH.

DTaJoHHBIA puMep 1.

[Monydenune (4-6pom-2-XTI0p-6-MeTHIHEHOKCH )-TPET-0Oy THIANMETHIICHITAHA.

[Xum. 14]
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K cmecn 4-6pom-2-xmop-6-metmndenona (13,3 r) B DMF (120 mi) mobasnsimm nmugaszon (6,1 r) u Tpet-
oyruinxnopaumeruicwmiad (10,9 r) u cMech epeMenMBaI MPH KOMHATHOW TeMIIepaType B TeueHne Houu. Pac-
TBOPHTEIb yIAJSUTH M K OCTaTKy m00aBisum Boxy. CMech 9KCTparupoBajy dTuianeraToM. OpraHn4ecKuil cioi
MPOMBIBAJIA BOAOH M COJICBBIM PacTBOPOM, BBICYIINBAIIM Ha/l OE3BOHBIM Cyb(aToM HaTpus, U GrIbTPOBAIH, U
pactBoputens ynansum. [lomydeHHBIH HEOUHIIEHHBIH MPOAYKT OYHMIIAIM C HOMOIIBIO KOJIOHOYHOH XpoMaro-
rpadun Ha cuimkarese (renran:aTriianetat=100:0-99:1) ¢ momydeHneM yKa3aHHOTO B 3ar0JIOBKE COSANHEHUS B
Buze OecuBetHoro Macia (20,0 r).

'H-sIMP (CDCL5) 8: 0,24 (6H, s), 1,03 (9H, s), 2,22 (3H, ), 7,14-7,17 (1H, m), 7,30-7,33 (1H, m).

OTanoHHsli npumep 2.

[Monyuenne meTmin-2-(4-6pom-2-xmop-6-propdeHokcn)anerara.

[Xum. 15]
-
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K cmecu 4-6pom-2-xmop-6-propdhenona (2,0 T) u kapobonara kamus (1,47 r) B8 DMF (15 mi) moGasisu
metmiopomanerat (0,924 M) U cMech TIepeMeNTUBAIH TP KOMHATHOM TemrepaTtype B Tedenue 2 4. K peaknu-
OHHOM CMeCH T0OaBIISIIIN BOy H CMECh DKCTPAarupoBaiy dtuianeraroM. OpraHudecKuil CII0H MPOMBIBAIIA BOIOH
U COJICBBIM PAacTBOPOM, BBHICYIIHMBAJIM HajJ OE3BOAHBIM Cyib(aToM HaTpus, W (HUILTPOBAIN, M PAaCTBOPUTEID
ynassui. [loxydeHHBI HEOYHIIEHHBIH MPOIYKT OYMINAIN C TIOMOIIBIO KOJIOHOYHOI XpoMmarorpaduu Ha CHIH-
karene (renran:aTriaaneTat=80:20-60:40) c moayueHHeM yKa3aHHOTO B 3ar0JIOBKE COCIMHEHMS B BUjE OecIBET-
Horo Macina (2,53 r).

'H-sIMP (CDCLy) 8: 3,81 (3H, s), 4,73 (2H, s), 7,20 (1H, dd, J=10,4, 2,3 T'w), 7,33-7,37 (1H, m).

Crenyromue COeIMHEHUS MOMydYalld U3 KaXIOI'0 COOTBETCTBYIOIIETO MCXOJHOI'O BEIECTBA aHAJIOIMYHO
9TaJOHHOMY NPUMeEpY 2.

DTaJOHHBINA IpuUMep 3.

MeTtmi-2-(4-6pom-2-hTop-6-MeTrindeHOKCH)aleTar.

[Xum. 16]

0

I
e
B
'H-sIMP (CDCLy) 8: 2,33 (3H, s), 3,79 (3H, s), 4,69 (2H, d, J=1,0 T'wy), 7,06-7,11 (2H, m).
DTaJOHHBIH IpuUMep 4.

Meruin-2-(4-6pom-3-pTop-2-MeTHIPEHOKCH )alleTaT.
[Xum. 17]
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'H-SIMP (CDCl;) &: 2,24 (3H, d, J=2,3 T'), 3,80 (3H, s), 4,65 (2H, s), 6,42 (1H, dd, J=8,9, 1,2 T'), 7,28
(1H, t, J=8,9 T'm).
OTanoHHsI npumep 5.
[Monyuenne metuin-2-(4-6pom-2-xmnop-3-dhropdeHokcu)areraTa.
[Xum. 18]
0
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K cmecu 2-xmop-3-dropdenona (2,6 ) B ykcycHoit kucnore (30 mir) mobasisuin OpoMUn-IepOpOMuUL M-
puauaus (6,0 T) B cMech TIepeMeIBalId TP KOMHATHOHN Temmieparype B TeueHue 4,5 4. K peakiponHoi cMecH
JOOABIISUIM BOIHBIA PacTBOp THOCYJIb(aTa HATPHUA M CMECh AKCTPATHPOBAIN TONyosoM. OpraHWYEeCKHi CIIOH
MIPOMBIBAJIM BOJIOW M COJIEBBIM PacTBOPOM, BEICYIIMBAIN HaJl OE3BOAHBIM CYNIb(haTOM HATPHA, U QUIHTPOBAIH, U
PACTBOPHUTEINb yIAISUIH C TONTydeHHeM xenroro Macia (3,4 r). JlanHoe macio pactBopsimu B DMF (30 mn) u
cMecH 100aBisTd KapOoHaT kKamus (4,9 r) m metunopomarerart (2,0 mur). CMech iepeMenTuBaiy P KOMHATHON
temneparype B TeueHne 30 muH. K peakunoHHOM cMecn qOOaBIsIM BOLY M CMECh SKCTPAarHpOBAH ATHJIALIETa-
ToM. Opranndeckuii cj0il TPOMBIBAIM BOJOH M COJICBBIM PACTBOPOM, BBICYIIMBAJIH HaJ OE3BOJHBIM CyIb(aTom
HaTpus, ¥ QUIBTPOBAIM, U PACTBOPUTENb YHATIH. [10Myd4eHHBIH HEOYMIIEHHBIH MPOAYKT OYHINAIN C TIOMO-
IIBI0 KOJIOHOYHOU Xpomarorpaduu Ha cunukarene (renrad:dtmwianetar=100:0-84:16) ¢ monyueHreM yka3aHHO-
TO B 3ar0JIOBKE COEANHEHUS B BUe OecriBeTHOro Macna (2,3 r).

'H-sIMP (CDCLy) 8: 3,81 (3H, s), 4,73 (2H, s), 6,56 (1H, dd, 1=9,0, 1,8 T'), 7,37 (1H, dd, J=9,0, 7,4 I').

OTanoHHsli npumep 6.

[Monyuenwue 1-[(4-6pom-2-xm0p-6-hTOopdeHoKCH)METHIT |LIKIIoNpoTaH-1 -oa.

[Xum. 19]
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B atmocdepe aprona k cmecu Metni-2-(4-6pom-2-xnop-6-¢pTopheHokcu)aneTara (ITAIOHHBIN puMep 2,
2,53 ) B THF (30 mu1) mobaBnsim TeTpausonponmioprotTutanar (2,49 mur) mpu 0°C. K Helt meanenHo 100aBIIs-
mu stuMarauitopomun (3,0 M pactBop B audTHiioBoM 3dupe, 7,65 mi) mpu 0°C u peakimoOHHYIO CMECh Tepe-
MEIIMBAIN NTPH KOMHATHOHW TeMIlepaType B TeueHue oaHoro 4yaca. K peakipionHol cmecn no6asinsimu 1 M xito-
PHUCTOBOAOPOIHYIO KUCIOTY Mpu 0°C 1 cMeCh IKCTparupoBaiy dtuiamnetaroM. OpraHndecKkuid CIIoi MPOMBIBAIH
COJICBBIM PAcTBOPOM, BBICYIIMBAIHN HaJ OC3BOIHBIM CYIb()ATOM HATPUs, U QWIBTPOBAIN, U PACTBOPHUTEINH Yia-
sy, [lomydeHHBIH HeOYHIIEHHBIH IPOAYKT OYHIIAIN C TOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha cuiIMKare-
ne (renran:aTwnanerat=100:0-80:20), a 3aTeM ¢ MOMOIILI0 KOJIOHOYHON XpoMaTorpadhui Ha aMUHOMO AU (HUIIH-
poBaHHOM cummkarene (Metwienxmopua:MeTaHon=100:0-90:10) ¢ monydeHneM yka3aHHOTO B 3ar0JIOBKE COEIH-
HeHus B Buze OecriseTHoro macna (1,15 ).

'H-SIMP (CDCls) 8: 0,60-0,66 (2H, m), 0,89-0,95 (2H, m), 2,95 (1H, s), 4,14 (2H, s), 7,21 (1H, dd,
J=9,8, 2,2 Tm), 7,33-7,37 (1H, m).

Crenyromune COeIMHEHUs TONMyYalld U3 KaXIOI0 COOTBETCTBYIOIETO MCXOIHOIO BEIECTBA aHAJIOIMYHO
JTAOHHOMY TIpUMepy 6.

OTanoHHsli npumep 7.

1-[(2,3-AndropdheHoKCH ) METHIT | LUKIIONTpOTIaH- 1 -011.

[Xum. 20]

'H-SIMP (CDCl;) 8: 0,68-0,74 (2H, m), 0,95-1,00 (2H, m), 2,78 (1H, s), 4,08 (2H, s), 6,71-6,84 (2H, m),
6,93-7,02 (1H, m).

OtanonHsli npumep 8.

1-[(4-bpom-2,6-nuMe T eHOKCH )METHI |HIUKIIOTIPOTaH- 1 -0t
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[Xum. 21]

'H-SIMP (CDCl;) 8: 0,66-0,71 (2H, m), 0,93-0,98 (2H, m), 2,26-2,28 (6H, m), 2,77 (1H, s), 3,78 (2H, s),
7,13-7,16 (2H, m).

OtanoHHsli npumep 9.

1-[(4-bpom-2-x110p-6-MeTHAPEHOKCH ) METHII | TUKJIOIPOTIaH- 1 -0J1.

[Xum. 22]
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'H-sIMP (CDCl;) 8: 0,66-0,73 (2H, m), 0,92-0,98 (2H, m), 2,32 (3H, s), 2,90 (1H, s), 3,95 (2H, s), 7,23
(1H, dd, J=2,4, 0,6 T'n), 7,37 (1H, d, J=2,4 T'n).

Oranonusbni mpumep 10.

1-[(4-Bpom-2-pTOop-6-MeTHIIH SHOKCH ) METHII | ITUKIIONTPOIIaH- | -0J1.

[Xum. 23]
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'"H-sIMP (CDCl;) 8: 0,62-0,68 (2H, m), 0,90-0,95 (2H, m), 2,30 (3H, s), 2,76 (1H, d, J=1,0 '), 4,02 (2H,
s), 7,07-7,13 (2H, m).

OranonssIi npumep 11.

1-[(4-Bpom-3-Top-2-MeTrih eHOKCH ) METHII | HUKIOMPOIaH- 1 -0J1.

[Xum. 24]
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'"H-5IMP (CDCly) &: 0,69-0,75 (2H, m), 0,95-1,00 (2H, m), 2,22 (3H, d, J=2,3 T'm), 2,59 (1H, s), 4,00 (2H,
s), 6,53 (1H, dd, J=8,9, 1,3 Tw), 7,25-7,32 (1H, m).

DranoHHbIH puMep 12.
1-[(4-Bbpom-2-x710p-3-PpTOpHEHOKCH )METHI | IUKJIOTIPOTIaH- 1 -0J1.
|

[Xum. 25]
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'H-sIMP (CDCl) 8: 0,70-0,76 (2H, m), 0,96-1,03 (2H, m), 2,81 (1H, s), 4,07 (2H, s), 6,65 (1H, dd,
J=9,0, 1,8 I'm), 7,38 (1H, dd, J=9,0, 7,5 I'm).

Oranonssli npumep 13.

[Moxyuenwue {1-[(4-6pom-2-x10p-6-HTOPPEHOKCH)METHII |IUKIONPONMIOKCH | TPUAITHIICHIIAHA.
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[Xum. 26]
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K cmecn 1-[(4-6pom-2-xmop-6-dpropdenokcn)MeTrn | uKIonponan-1-oaa (3tajloHHbIH pumep 6, 1,15 1) B
metwitenxyopuze (15 mr) gobasmsum 2,6-mytunud (0,544 mur) u TprmTHIcHIUITpUGTOpMeTancynbdonat (0,968
M) npu 0°C. PeaknioHHyI0 cMech IepeMelInBaly Py KOMHATHOM TeMmeparype B TedeHue Houu. K peaxiu-
OHHOHM cMecH 00aBIsUIN BOAY, @ 3aTEM CMECh 3KCTParupoBaId METHICHXJIOpHAOM. OpraHuuecKui cloi mpo-
MBIBAJI COJIEBBIM PAcTBOPOM, BBICYIIUBAIH HaJ 0€3BOAHBIM Cylb(aToM HaTpus, U (QHUIBTPOBAIU, U PACTBOPHU-
TeNb ynamsumd. [lomydeHHBIH HEOUHIIEHHBIH MPOIYKT OYHIIAIN ¢ TIOMOIIBIO KOJOHOYHON Xpomarorpaduy Ha
cumkarene (rentan:atunanetar=100:0-85:15) ¢ momydeHneM ykazaHHOTO B 3aT'0JIOBKE COSTUHEHUS B BHE Oec-
nsetHoro macia (1,08 ).

'H-sIMP (CDCl;) 8: 0,64 (6H, q, J=7,8 '), 0,77-0,84 (2H, m), 0,84-0,91 (2H, m), 0,95 (9H, t, J=7,8 T'w),
4,05 (2H, s), 7,17 (1H, dd, J=10,0, 2,4 '), 7,30-7,33 (1H, m).

Crenyromue COeMHEHUS TONTydYalld U3 KaXIOI'0 COOTBETCTBYIOIIETO MCXOJHOT'O BEIIECTBA aHAJIOIMYHO
STaJIOHHOMY IpuMepy 13.

OranonHsIi npumep 14.

{1-[(2,3-AnudropdheHoKCcH ) METHII | HUKIOTIPOIHIOKCH } TPHITHIICHIIAH.

[Xum. 27]
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'H-SIMP (CDCl) &: 0,62-0,70 (6H, m), 0,73-0,78 (2H, m), 0,86-0,99 (11H, m), 4,02 (2H, s), 6,67-6,81
(2H, m), 6,91-7,00 (1H, m).
OranonHsIi npumep 15.

{1-[(4-Bbpom-2,6-numeTHnhEHOKCH )METHII | IUKJIOTPOITMIOKCH } TPUATHIICHITAH.
[Xwm. 28]
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'H-sIMP (CDCl;) 8: 0,64 (6H, q, J=7,9 '), 0,74-0,79 (2H, m), 0,87-0,92 (2H, m), 0,96 (9H, t, J=7,9 Tw),
2,25 (6H, s), 3,73 (2H, s), 7,12 (2H, s).

DTanoHHBIH puMep 16.

{1-[(4-Bpom-2-x710p-6-MeTHI(HEHOKCH )METHJI | ITUKIIOTTPOITUIIOKCH } TPUA THIICHIIAH.

[Xum. 29]
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'H-SIMP (CDCl3) &: 0,60-0,68 (6H, m), 0,77-0,81 (2H, m), 0,86-0,91 (2H, m), 0,92-0,98 (9H, m), 2,32
(3H, s), 3,90 (2H, s), 7,21 (1H, dd, J=2.4, 0,7 '), 7,33 (1H, dd, J=2.,4, 0,5 I'm).

OranonHsIi npumep 17.

{1-[(4-bpom-2-PpTop-6-MeTHI)EHOKCH )METII | IUKIIOPOTTMIIOKCH } TPUI THIICHIIAH.
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[Xum. 30]

'"H-sIMP (CDCl;) 8: 0,62 (6H, q, J=8,0 I'my), 0,68-0,74 (2H, m), 0,83-0,89 (2H, m), 0,94 (9H, t, J=8,0 T'm),
2,30 (3H, s), 3,98 (2H, s), 7,04-7,09 (2H, m).

OranonssIi npumep 18.

{1-[(4-Bpom-3-pTOp-2-MeTHIIHEHOKCH )METHII | ITUKIIOMTPOITAIOKCH } TPUA THIICHIIAH.

[Xum. 31]
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'"H-sIMP (CDCls) &: 0,59-0,68 (6H, m), 073 0,78 (2H, m), 0,85-0,90 (2H, m), 0,93 (9H, t, J=7,9 '), 2,20
(3H, d, J=2,3 T'm), 3,96 (2H, s), 6,50 (1H, dd, J=8.9, 1,3 T'm), 7,24-7,30 (1H, m).

OranoHHbIH mpumep 19.

{1-[(4-6pom-2-x110p-3-hTOpHeHOKCH )METHI | ITUKIIOTIPOTTHIIOKCH } TPHA TUIICHIIAH.

[Xum. 32]
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'H-sIMP (CDCLy) 8: 0,61-0,71 (6H, m), 0,75-0,98 (13H, m), 4,03 (2H, s), 6,63 (1H, dd, J=9,0, 1,7 T'), 7,36
(1H, dd, J=9,0, 7,6 T'n).

Oranonusli mpumep 20.

[Monyuenne 3-xy0p-5-prop-4-{[1-(TpUI THICHITHIOKCH ) IIUKJIOTIPOITIII [METOKCH } OCH3aJIbIETH 1A,

[Xum. 33]
/,K( S P
N
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B aTMocdepe aproHa K cMmecu {1-[(4-6pom-2-xJ10p-6-

(TOphEHOKCH)METHIT | IUKIIOTIPOITMIIOKCH § TPHATHICHIaHa (3TanoHHsi npumep 13, 1,08 r) 8 THF (10 M) mpu -
78°C noGasisinu H-OyTriumTi (1,6 M pacTBop B H-rekcaHe, 1,73 MJI) U IIPU TeX XKe YCIOBUAX, PEAKLIHOHHYIO
cMmech nepememuBainy B Teuenue 30 muH. [Ipu -78°C k peakuonnoi cmecn nodasmsiin DMF (0,224 M) u pe-
aKIMOHHYIO0 cMech nepemMerBanu rpu -78°C B Teuenne 30 MuH, a 3aTeM NpU KOMHATHOW TEMITEpaType B Teue-
Hre 30 muH. K peakionHol cMecH 100aBIIsIM BOAHBINA PacTBOP XJIOPHAa aMMOHHSI M CMECh 3KCTParupoBajy
stunaneraToM. OpraHuuecKuii CII0H MPOMBIBAIIN COJIEBBIM PACTBOPOM, BBICYIIMBAIIN HaJl O€3BOAHBIM CYIb(haToM
HaTpus, ¥ QUWIBTPOBAIN, U PACTBOPUTENH yAAUIH. [lomydeHHbIH HEOUUIIIEHHBIH MPOIYKT OYMINAIN C OMOIIBIO
KOJIOHOYHOM xpomartorpaduy Ha cumkarene (remras:dTnanetat=100:0-90:10) ¢ momydeHreM yka3aHHOTO B 3a-
TOJIOBKE COSJIMHEHUS B BUJIE OeciiBeTHOro Macia (873 mr).

'H-sIMP (CDCl;) 8: 0,63 (6H, q, J=7,9 '), 0,78-0,85 (2H, m), 0,86-0,99 (2H, m), 0,94 (9H, t, J=7,9 T'w),
4,23 (2H, s), 7,53 (1H, dd, J=10,7, 2,0 '), 7,69-7,72 (1H, m), 9,84 (1H, d, J=2,0 I'm).

Crenyromue COeAMHEHUS MOMydJalld U3 KaXIOT0 COOTBETCTBYIOLIETO MCXOJHOTO BEIECTBA aHAJIOTMIHO
STalOHHOMY npuMepy 20.

OranonssIi npumep 21.

3,5-umermn-4-{[ 1 -(TpUI THIICHITMIIOKCH ) TUKJIOTIPOTIHI [METOKCH | OCH3aIBACT U/,
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[Xum. 34]
i
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'H-sIMP (CDCl;) 8: 0,64 (6H, q, J=7,9 '), 0,76-0,80 (2H, m), 0,86-0,92 (2H, m), 0,96 (9H, t, J=7,9 T'w),
2,36 (6H, s), 3,83 (2H, s), 7,55 (2H, s), 9,87 (1H, s).
DTaNoHHBINA IpuMep 22.
3-Xnop-5-metrn-4-{[ 1 -(TpHA THIICHITUIIOKCH ) ITUKIIOTIPOTINI |[METOKCH § O€H3aJIbACTHI.
[Xum. 35]

'H-sIMP (CDCl;) 8: 0,59-0,70 (6H, m), 0,76-1,01 (13H, m), 2,43 (3H, s), 4,02 (2H, s), 7,61 (1H, d, J=1,6
I'm), 7,73 (1H, d, J=1,6 I'm), 9,86 (1H, s).

DTajoHHBIN puMep 23.

2-Drop-3-MeTrin-4-{[ 1 -(TpUI THICHITHIIOKCH ) TUKIIOTIPOTTHIT [METOKCH } OCH3JTh IET HI/I.

[Xum. 36]
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'H-sIMP (CDCl) 8: 0,63 (6H, q, J=7,9 '), 0,75-0,80 (2H, m), 0,87-0,98 (11H, m), 2,20 (3H, d, J=2,1 T'w),
4,08 (2H, s), 6,70 (1H, d, J=8,8 T'n), 7,70 (1H, t, J=8,8 T'w), 10,22 (1H, s).

DTaNoHHBIH IpuMep 24.

3-Drop-5-meTmin-4-{[ 1 -(TpHA TUICHINIOKCH ) TUKIIOTIPOTIHII [METOKCH } OCH3aITh ST /.

[Xum. 37]
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'H-SIMP (CDCls) &: 0,61 (6H, q, J=7.9 T'm), 0,71-0,76 (2H, m), 0,85-0,90 (2H, m), 0,93 (9H, t, J=7,9 T'u),
2,39 (3H, s), 4,18 (2H, s), 7,44 (1H, dd, J=11,4, 1,9 '), 7,47-7,50 (1H, m), 9,84 (1H, d, J=2,0 I'r).

OtanonHsIi npumep 25.

3-Xnop-2-¢prop-4-{[ 1 -(TpUITUICHUITMIIOKCH ) IUKIIOTIPOTIHII |METOKCH } OCH3aJIbICTH I

[Xum. 38] ,
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'"H-SIMP (CDCl5) 8: 0,66 (6H, q, J=7,9 T'm), 0,78-0,84 (2H, m), 0,89-0,98 (11H, m), 4,14 (2H, s), 6,82 (1H,
d, J=9,0 I'm), 7,77 (1H, dd, J=9,0, 7,7 I'y), 10,22 (1H, s).

OtanonHsIi npumep 26.

[Moxyuenwue 2,3-mudrop-4-{[ 1-(TpHU3 THICHIMIOKCH ) IUKJIOTTPOTIMII |METOKCH } OEH3aJIbACTUA.
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[Xum. 39]
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B atmocdepe aprona x cmecu {1-[(2,3-nudTopdeHOKCH)METII | ITUKIONPONAIOKCH } TPUATHIICHIIaHa (9Ta-
JoHHBIHA ipumep 14, 1,4 1) u 2,2,6,6-terpamerrnunepuausa (0,8 i) 8 THF (10 M) npu -78°C nobGasisiiiun H-
Oyrummutuii (1,6 M pactBop B H-rekcane, 2,9 mi). CMmech nepememmmBany npu -78°C B reuenue 30 MuH, a 3aTeM
k Hel nodasmsun DMF (0,4 min). Peakimonnyto cMech nepemerimBany npu -78°C B teuenne 30 MuH, a 3aTteM
pu KOMHATHOH Temrieparype B TedeHue 30 muH. K peakimonHol cMecr m100aBIsIi BOJAHBIN PacTBOP XJIOpHIA
ammonus nipu 0°C 1 cMech DKCTparupoBaiiy stuinaneraroM. OpraHinyecknii Cioi IPOMBIBAIN COJIEBBIM PacTBO-
POM, BBICYIIMBAIN HaJl O€3BOIHBIM CYJIb(ATOM HATPHs, W (GUIBTPOBANH, M pacTBOpUTENb yaamwumi. [lomyden-
HBIi HEOYMIICHHBIH MPOAYKT OYHINATK C IIOMOINBI0O KOJIOHOYHOH Xpomarorpadum Ha cuimkarene (Ter-
TaH:dTHIIANETaT=94:6-76:24) ¢ MoaydeHHeM yKa3aHHOTO B 3arojIOBKE COCIMHEHHUS B BUAE OECIBETHOTO Macia
(1,31).

'H SIMP (CDCl;) &: 0,60-0,69 (6H, m), 0,74-0,79 (2H, m), 0,86-0,96 (11H, m), 4,11 (2H, s), 6,79-6,86
(1H, m), 7,57-7,64 (1H, m), 10,20 (1H, s).

OranonHsli npumep 27.

[Monyuenue 3-6pom-2-prop-4-MeTOKCHOCH3AIbIETHIAI0

[Xum. 40]

e
O;\\“//L\Y/"/KL\-&
i
E
Cmech 2-06pom-3-dpropanmsona (25 r), rekcameTwieHTeTpamuHa (34,2 T) U TpUPTOPYKCYCHOM KHCIOTHI
(150 mur) mepemenmuBanu pu 90°C B Teuenue 27 4. OOecrieynBaIu OXIaXKICHUEC PEAKIIMOHHOW CMECH JIO KOM-
HATHOW TEMIIEPATYPHI, a 3aTEM K PEaKIMOHHON cMecH T00aBs 1 M XJIOpHCTOBOIOPOIHYIO KUCIOTY. Peakim-
OHHYIO CMECH 3KCTPAarMpOBali ATHUJIAIETATOM, a 3aTeM OPTaHMYECKUI CIIOM KOHIEHTPHUPOBAIU IO NPHOIH3H-
TEJNBHO TOJIOBHHBI ero o0Bhema. K KOHIEHTPHPOBaHHOMY OpPTaHWYECKOMY CIIOI0 NOOABIISIIM BOIHBIH pacTBOP
THIPOKCHAA HATPHA, a 3aTeM OPTaHMYECKUIl CIIOI OTAENSUIM OT CMECH M MIPOMBIBAIH COJIEBEIM pacTBopoM. Op-
TAaHWYCCKHIA CIIOHN BBICYIIUBAIN HaJl OC3BOTHBIM CYIb()AaTOM HATPHS, U (PHIBTPOBAIN, H PACTBOPUTEITH Y IAJISIIH.
[omyuyeHHBIH HEOUNIIICHHBIH MPOIYKT OYHUILNAIA C IIOMOIIBIO KOJOHOYHOHM XpoMaTorpa(uu Ha CHIHKaree (Ter-
TaH:3TIWIANCTaT=94:6-73:27) ¢ Moly4eHHEeM YKa3aHHOTO B 3aroJIOBKE COCIAMHCHUS B BHUJE OCIOTO TBEPIOrO Be-
mectBa (22,3 ).
'"H-SIMP (CDCls) &: 4,01 (3H, s), 6,82 (1H, d, J=8,8 T'ny), 7,85 (1H, dd, J=8.8, 7,7 I'ny), 10,22 (1H, d, J=0,7
T'm).
OranonHsIi npumep 28.
[Monyuenue 2-dprop-4-MeToKCH-3-MeTHIOCH3aIbIETH A,
[Xum. 41]
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K cMmecu 3-O6pom-2-prop-4-meTokcuOeH3ambpaeruaa (3TanoHuerii mpumep 27, 6,0 1) B 1,2-
nuMerokcudTane (90 min) nobasisanu MeTuiaOopoHar (4,6 1), Tpukanuidocdar (16,4 T) 1 KOMIUIEKC TUXJIOpUIA
[1,1'-6uc(mupenundocdrno)peppoueH|namuianus ¢ metuienxiaopuaom (1,1 r). PeakunonHyro cMech HarpeBanu
¢ 00paTHBIM XOJOAWIEHUKOM B TeueHHe 24 1 B atMoc(epe aproHa. ObecneunBain OXJIaXICHHE PEaKIIMOHHOM
CMECH 10 KOMHATHOM TeMIIepaTyphbl, a 3aTeM K Hell 100aBisut sTiianeTat. CMech GUILTPOBAIN Yepe3 MOAYII-
Ky M3 LEJIUTa, a 3aTeM K QuIbTpary 100aBIsUTH BOAHBIN pacTBOp XJopuaa aMMoHust. OpraHuyeckuii cioi oTe-
JSUTH OT CMECH, POMBIBAJIM COJICBBIM PACTBOPOM, BBICYIIMBAIIN HaJl OE3BOJHBIM CYJIb(HATOM HATPUSL, U (HIBT-
pOBau, U pacTBOpPUTENh yAamsuid. [loyiydeHHBIM HEOUMIIEHHBIH MPOAYKT OYHUIIAIA C ITOMOUIBI0 KOJOHOYHOM
xpoMmartorpaduu Ha cumkarene (rernran:dTunanetat=100:0-73:27) ¢ mony4eHneM yKa3aHHOTO B 3arOJIOBKE CO-
eJIMHEeHHS B BHJIEe Oesoro TBepaoro BemecTsa (3,8 T).
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'H-SIMP (CDCly) &: 2,15 (3H, d, J=2,2 T), 3,92 (3H, s), 6,74 (1H, d, J=8,7 T'u), 7,73 (1H, t, J=8,7 T'm),
10,22 (1H, s).

OtanonssIi npumep 29.

[Moxyuenue 3-xyop-2-¢pTop-4-TUAPOKCH-S5-METHIIOEH3AIbACT HAA.

[Xum. 42]

D AP

F

K cmecu 2-¢rop-4-runpokcu-5-mermnoen3anpaeruna (2,7 r) B YKCYCHOH Kuciore (5 Mi1) H00aBIsuiH
cynbhypuixiopun(2,8 Mi1) 1 cMech NepeMeIInBaiy P KOMHATHOM TemriepaType B Teuenue 3 4. K el no0as-
s cynbgypunxiopun (0,7 MIT) U pEakIIMOHHYIO CMECh TIEPEMEITHBATN IPU KOMHATHOHM TEMIIEpaType JOTOJ-
HUTEJILHO B T€YeHHE OHOTro Yaca. K peaknnoHHoi cMecu nobasisu jea B Bojae npu 0°C u moxydeHHble ocal-
k1 cobupanu Ha ¢pribTpe. CoOpaHHBIC OCaIKU PACTBOPSUIH B STUIIAICTATE, CMECh BBICYIIUBAIN HaJl OC3BOTHBIM
Cynb(paToM HATpHs, U QIIBTPOBAIH, U PACTBOPUTEH YAAIUTH. [10My4eHHBIH HEOUHIIICHHBIH MPOAYKT OYHIIATA
C TOMOINBI0 KOJIOHOYHOW XpomaTorpadum Ha cunmkarene (renrtaH:dTHinaneTat=88:12-67:33) ¢ momydeHuEM
YKa3aHHOTO B 3ar0JIOBKE COSTUHEHMS B BHIE OeJIoro TBepaoro BemecTna (1,3 1).

'H-sIMP (DMSO-dg) 8: 2,23 (3H, s), 7,56 (1H, dd, J=7,9, 0,7 I'y), 10,02 (1H, s), 10,98 (1H, brs).

Oranonusii mpumep 30.

[Monydenne 5-xynop-2-GTop-4-MeToKCcH-3-MeTHIIOESH3ABACTHAA.

[Xum. 43]
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B armocdepe aprona k cmecu 1-xnop-4-¢pTop-2-MeTOKCH-3-MeTHIIOeH3001a (2,6 T) B METHIICHXJIOPHIE
(30 mu1) mobasisim TeTpaxnopua TuTaHa (8,1 M) U muxopMeTmIMeTHIIOBEIH ¢up (2,7 M) npu 0°C. Peakun-
OHHYIO cMech nepemeturBany npu 0°C B Teuenue 1,5 4, a 3aTeM BbUIMBAIMU Ha Jiel B Boje. CMech mepeMennBa-
JIU TIpY KOMHATHON TeMmIepaType B TE€UEHHE OJHOTO yaca, a 3aTeM IKCTParupoBajiu dTuianeratoM. Opranude-
CKHUH CJION IPOMBIBAJIM COJICBBIM PAacCTBOPOM, BBICYIIMBANN HaJ O0€3BOIHBIM Cyib(aToM HATpHs, U (pUILTPOBa-
JIM, ¥ pacTBOpUTEINb yAamsuid. [lomydeHHbIH HEOUUIIIEHHBIA MPOAYKT OYUIIATIHN C TIOMOIIbIO KOJOHOYHOM Xpoma-
torpaduu Ha cunukarene (rentaH:TmwianeTat=100:0-90:10) ¢ mony4eHneM yKa3aHHOTO B 3ar0JIOBKE COCIIMHE-
HUS B BUe 0€0T0o TBEpIOTOo BemecTsa (2,6 1).

'H-sIMP (CDCLy) &: 2,28 (3H, d, J=2,4 T'm), 3,91 (3H, s), 7,75 (1H, d, J=7,3 T), 10,24 (1H, s).

OranoHHbIH mpumep 3 1.

[Monyuenne 3-xy0p-2,4-TMMETOKCHOCH3AIbICTH/IA.

[Xum. 44]

A 0.
v tfﬁf/ o

-

G:::‘,J ,,/‘\\ f;/‘\_‘ C i

0.

Rt

Cycnienzuto 3-xyop-2,4-auruapokcudensanpaeruna (3,35 r), metmnitoguaa (12,1 M) n xkapboHara Kamus
(26,8 r) B anterone (70 M) mepememuBanu npu 40°C B TedeHre HOUH. PeakimoHHYI0 cMech (QUITBTPOBAIH Yepe3
MOAYIIKY W3 LENUTa U QUIBTPAT KOHIEHTPUpOBaiu. [1orydeHHbII HEOUHIEHHBIN POAYKT OYHUINANN C TIOMO-
IIBI0 KOJOHOYHOW XpomaTtorpaduu Ha cwimkarene (renTaH:dTwianerar=85:15) ¢ moiydeHHeM yKa3aHHOTO B
3aroJIOBKE COCJITHEHUS B BHJIC OJICTHO-)KEJITOTO TBEPIOro BemecTra (2,57 1).

'"H-sIMP (CDCLy) 8: 3,99 (3H, s), 4,01 (3H, s), 6,84 (1H, d, J=9,0 I'ry), 7,79-7,82 (1H, m), 10,24 (1H, ).

OranonHsIi npumep 32.

[Monyuenne 3-6pom-5-x110p-4-(METOKCHMETHIIOKCH )OCH3aJIbIETHIA.
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[Xum. 45]

K cmecu 3-06pom-5-xmop-4-runpokcudensanpaeruaa (1,00 r) B guxmopatane (20 mur) poGasisuim N,N-
JTUU30TPONIIDTIIIAMAH (2,23 MIT) ¥ XJIOpMEeTHIMETIIIOBBIH 3¢up (0,645 Mir) 1 cMech HarpeBaim ¢ OOpaTHBHIM
XOJOAWIHLHUKOM B T€UEHHE HOUH. PeakIMoHHYI0 cMeCh KOHIICHTPHPOBAIH, K OCTaTKy JOOABISUIH BOAY, a 3aTEM
CMeCh KCTParupoBaiM dTmiaareraToM. OpraHudeckril CIoi MPOMBIBAIH BOJOH M COJIEBBIM PAacTBOPOM, BBICY-
MMBajIH Hajx OE3BOIHBIM CyNb(haTOM HATpHA, U QUIBTPOBAIH, H PACTBOPUTENS yAALUIH. [lomydeHHbIH HeodH-
MIEHHBIH TPOAYKT OYMINAIM C IIOMOIIBI0 KOJOHOYHOH XpomaTtorpaguu Ha cwimkareine (Ter-
TaH:ITHIAaNeTaT=83:17-67:33) c moxyuyeHHeM yKa3aHHOTO B 3arojlOBKE COCIWHECHHS B BUE OEJIOr0 TBEPIOTO
BerrectBa (920 mr).

'H-sIMP (CDCLy) & 3,72 (3H, s), 5,29 (2H, s), 7,87 (1H, d, J=2,0 T'w), 8,00 (1H, d, J=2,0 T'r), 9,87 (1H, s).

Crenyromue COeMHEHUS MONTydJalld U3 KaXIOT'0 COOTBETCTBYIOIIETO MCXOJHOT'O BEIECTBA aHAJIOIMYHO
STaJOHHOMY npuMepy 32.

OranonssIi npumep 33.

3-bpoM-5-pTop-4-(METOKCHMETHUIIOKCH ) OCH3aIThICT HI.

[Xum. 46]

Br

'H-sIMP (CDCl3) &: 3,63 (3H, s), 5,34 (2H, d, J=1,0 I'm), 7,59 (1H, dd, J=10,6, 1,9 T'w), 7,89 (1H, dd,
J=1,9, 1,3 T'n), 9,86 (1H, d, J=2,1 T'n).
DTanoHHbIH IpuMep 34.

3,5-Jluxnop-4-(METOKCUMETHIIOKCH ) O€H3aJTbACT U,
[Xum. 47]

Ci

2 Y/,E}\J,O\

U, ‘\f’/’%\-m

'H-sIMP (CDCL) 8: 3,70 (3H, s), 5,29 (2H, s), 7,84 (2H, 5), 9, 87 (1H, s).
OranonssIi npumep 35.
4-ben3nnokcu-3-x0p-2-(METOKCUMETHIIOKCH ) OCH3Tb T /.

[Xwm. 48]

e "
it

|
P N

[
V)

N

O‘“\
'H-SIMP (CDCL;) &: 3,63 (3H, s), 5,24 (2H, s), 5,25 (2H, s), 6,90 (1H, d, J=8.8 T'u), 7,32-7,48 (5H, m),
7,77 (1H, d, J=8,8 '), 10,23 (1H, s).
OranonssIi npumep 36.
4-beH3nII0KCH-2~(METOKCUMETHIIOKCH ) -3 -METHIIOSH3aIIbICT U .
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[Xum. 49]

'H-SIMP (CDCls) 8: 2,24 (3H, s), 3,61 (3H, s), 5,08 (2H, s), 5,16 (2H, s), 6,83 (1H, d, J=8.5 I'ny), 7,32-7,46
(5H, m), 7,72 (1H, d, J=8,8 '), 10,19 (1H, s).

Oranonssli npumep 37.

3-Xnop-2-prop-4-(METOKCHMETHIIOKCH )-5-METHIIOCH3 b AT U],

[Xum. 50]
,)\\/O\JO\

o

'H-SIMP (CDCl;) &: 2,34-2,36 (3H, m), 3,65 (3H, s), 5,20 (2H, s), 7,62 (1H, dd, J=7,6, 0,7 '), 10,26 (1H, s).
OtanonHsIi npumep 38
[Monyuenne 1-[4-(TpeT-Oy THIANMETHICHIMIIOKCH)-3-XJI0p-5-MeTmideHu | mpornat-1 -ona

[Xum. 51]
,J\ 0. l/
TS ™
| 7N
PN /L\:;,,/f\m

T
0

B armocdepe aprona k cMmecu (4-0pom-2-XI10p-6-MeTHI()EHOKCH)-TPET-Oy THIITUMETHIICHIIaHa (STAIOHHBIN
npumep 1, 10,0 r) B8 THF (100 mur) npu -78°C mo kamnsim pobasisui H-OytwiumTuid (2,65 M pactBop B H-
rexcane, 11,8 mu). PeakimmonHyto cMech mepeMenBaiy Ipy TOH ke TeMiieparype B Tedenue 30 MuH, a 3aTeM K
Helt mo6asisui N,N-mumetwimnpomnanaMu (3,9 mi). PeakmoHHyro cMech MepeMeNIMBaIi IPH TOH JKe TeMIiepa-
Type B TedeHue 30 MUH, a 3aTeM NpU KOMHATHOH Temneparype B TeueHue 2 4. K peakimonnoit cmecu npu -78°C
J00aBIISIIIM BOJHBIM PACTBOP XJIOpUa aMMOHHS AJIsI TaleHus peakun. CMech SKCTparupoBaiy 3THIIAIETATOM U
OPTaHWYECKUI CIIOI MPOMBIBAIM COJEBBIM PAacTBOPOM, BBICYIIMBAIN HaJ OE3BOAHBIM Cynb(haToM HATpHd, H
¢unbTpOBANN, M PacTBOPHUTENb yAAISUIH. [lomyuyeHHBIH HEOUYMINEHHBIH MPOAYKT OYMINAIN C ITOMOIIBIO KOJIO-
HOYHOW xpomaTorpaduu Ha cwimkareie (rentan:atuianerar=100:0-91:9) ¢ nomyueHnem ykazaHHOTO B 3aro-
JIOBKE COE€TUHEHHMS B BHIE OJIeJHO-kKeNToro Macia (6,3 T).

'H-SIMP (CDCls) &: 0,28 (6H, s), 1,04 (9H, s), 1,20 (3H, t, J=7,3 T'), 2,29 (3H, s), 2,92 (2H, q, J=7,3 T),
7,67 (1H, d, J=2,1 I'n), 7,81 (1H, d, J=2,1 T'm).

OranonssIi npumep 39.

IMomyuenue MeTI-4-[4-(TpeT-0y THIANME THIICHITIIIOKCH ) -3 -XJ10p-5-Me T e ] -3 -meTri-4-
okcoOyTaHoaTa.

[Xum. 52]

B armocdepe aprona k cmecu 1-[4-(TpeT-OyTHIAMMETHICHIHIOKCH)-3-XJI0p-5-MeTHIGEHIT |IpoTaH-1 -
oHa (3tanonusli npumep 38, 6,3 r) B THF (100 mur) npu -78°C 1o kamsM 100aBIsuTH JUU30TIPOIHIAMUJT JIUTHS
(2,0 M, B cmemanHoM pactBope THF/renrana/atunmoensona, 15,0 mi). Cmech mepeMenmBaii IpH TOH Ke TeM-
nepatrype B TeUeHUE OJHOTO Yaca, a 3aTeM K Hell Jo0aBisum MeTmiopomarieTar (2,9 mi). Peaknnonnyio cmech
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nepememuBaiy npu -78°C B TeueHue 15 MuH, a 3aTeM IpU KOMHATHOHW TeMIlepaType B TeUeHHe HO4YH. Peakim-
OHHYIO CMECh OXJIXK/IaIM Ha OaHe CO JIbJIOM-METaHOJIOM, a 3aTeM K Hell TOOAaBIISIIM BOJHBIA PACTBOP XJIOPHUIA
amMMoHus. CMECh SKCTPAarHpOBaIH ATHIANCTATOM M OPTaHHUYCCKUI CIOH MPOMBIBATIH COJCBBIM PACTBOPOM, BBI-
CyIIMBAU HaJx O€3BOJIHBIM CyIb(aTOM HATpPHUs, U (GUIFTPOBAIU, U PACTBOPUTEND ynaysuin. [loydeHHBIH He-
OUWINEHHBI TMPOAYKT OYMINAIM C TIOMOIIBI0 KOJIOHOYHOW Xpomarorpadmu Ha cuinKarene (Tem-
tan:sTIaneTaT=100:0-82:18) ¢ mosydeHneM YKa3aHHOTO B 3aroJIOBKE COSIMHEHHS B BHUjE OJIeIHO-KEITOTO
Mmacna (2,7 1).

'H-sIMP (CDCl5) 8: 0,28 (6H, s), 1,04 (9H, s), 1,21 (3H, d, J=7,1 T'm), 2,30 (3H, s), 2,44 (1H, dd, J=16,8,
5,7 T'm), 2,94 (1H, dd, J=16,8, 8,5 I'm), 3,65 (3H, s), 3,80-3,90 (1H, m), 7,70 (1H, d, J=2,3 I'm), 7,85 (1H, d,
J=2,3T).

Crnenyromee coeIMHEHNE TOIYJald W3 COOTBETCTBYIOMIETO MCXOJHOTO BEIIECTBA aHAIOTHYHO 3TAJOHHO-
My npumepy 39.

Oranonssii npumep 40.

Metun-4-(3,5-mudrop-4-mMeTokcudenmn)-3 -MeTuin-4-okcooyraHoar.

[Xum. 53]

| J\M

\O)J\\’/\T/

'H-IMP (CDCly) &: 1,21 (3H, d, J=7,2 '), 2,46 (1H, dd, J=17,0, 5,3 T'w), 2,96 (1H, dd, J=17,0, 9,0 '),
3,65 (3H, s), 3,73-3,85 (1H, m), 4,11 (3H, t, J=1,6 I'n), 7,52-7,60 (2H, m).

OranoHHbIHA pumep 41.

[Monydenne meTmi-4-[ 3-6pom-5-xmop-4-(MeTOKCUMETUIIOKCH ) peHm | -3-MeTHI-4-0KCcoOyTaHoara.

[Xum. 54]
(fi
g ”j/ﬂvg\
P
g l\//‘\r( /\Br

B armocdepe aprona k 3-6pomM-5-xy10p-4-(METOKCUMETHIIOKCH )OeH3abACTUY (STATIOHHBINH TpuMep 32,
885 mr) mobaBnsm xjopua Jutus (7 mr) u tpumeTicmanua (0,509 M) U cMech mepeMeImBaliid Mpu
50°C B Teuenne 2 4. K cmecu nodasmsiin THF (30 mir) ¢ pacTBopeHHeM cMecH, a 3aTeM pEakIHOHHYIO CMECh
oxaxcaanmu 1o -78°C. K cMecu MeanieHHO 100aBisuTy quu3onponmwiaMu iutus (2,0 M, B cMEIIaHHOM pacTBOpe
THF/renrana/atuntensona, 1,90 M) u cmech nepememnmBany mpu -78°C B Teuenne 30 muH. K peakumoHHoM
cMecu nobasisum MetuikpotoHat (0,369 mMin), a 3aTeM cMeCh TIepeMEIUBAIM TIPU TOHM ke TeMIlepaType B Teue-
Hue 2 4. K peakmmoHHO# cMecH 100aBIIsuId BOJY M CMECh DKCTPAarupoBajy dTriaaneTatoM. OpraHndecKuil cion
MIPOMBIBAJIN BOJIOW M COJIEBBIM PacTBOPOM, BEICYIIMBAIN HaJll O€3BOAHBIM CYNIb(haTOM HATPHA, U QUIHTPOBAIH, U
pactBopuTens ynasiin. OCTaTOK OYMINANH C ITOMOINBI0 KOJOHOYHON XpoMaTorpaduy Ha CHIHKarene (Tem-
TaH: THIAaNeTaT=83:17-67:33) ¢ momydeHHWEeM yKa3aHHOTO B 3aroJIOBKE COEAMHEHHUS B BHAE OJIEITHO-KEITOTO
macna (1,15 ).

'H-SIMP (CDCl;) 8: 1,21 (3H, d, J=7,1 Tm), 2,46 (1H, dd, J=17,1, 5,1 T), 2,96 (1H, dd, J=17,1, 9,0 T'),
3,65 (3H, s), 3,71 (3H, s), 3,74-3,87 (1H, m), 5,26 (2H, s), 7,97 (1H, d, J=2,0 I'y), 8,10 (1H, d, J=2,0 T'w).

Crnenyromue COeIUHEHUS MOJIydand U3 KaXKA0TO COOTBETCTBYIOIIETO HCXOAHOTO BEIIECTBA aHAJIIOTUYHO
STaJIOHHOMY NpuMepy 41.

OtanoHHsIi npumep 42.

Metumn-4-(3-xmop-5-prop-4-metokcudennn)-3-MeTuiI-4-0KCoOyTaHOAT.

[Xum. 55]

F

SVes
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'H-SIMP (CDCl;) 8: 1,21 (3H, d, J=7,2 T), 2,47 (1H, dd, J=17,0, 5,2 T), 2,97 (1H, dd, J=17.0, 8,9 T'u),
3,65 (3H, s), 3,75-3,86 (1H, m), 4,08 (3H, d, J=2,7 I'y), 7,66 (1H, dd, J=11,8, 2,1 I'y), 7,80-7,83 (1H, m).

OtanonHsIi npumep 43.

Merun-4-(3-xnop-2-drop-4-meroxcndpennn)-3-meTnin-4-okcoOyTaHoar.

[Xum. 56]

'H-sIMP (CDCL3) &: 1,22 (3H, dd, J=7,1, 1,0 '), 2,44 (1H, dd, J=16,8, 5,3 I'y), 2,96 (1H, ddd, J=16,8, 8,8,
1,8 '), 3,65 (3H, s), 3,73-3,83 (1H, m), 3,98 (3H, s), 6,83 (1H, dd, J=9,0, 1,3 T'n), 7,82 (1H, dd, J=9,0, 8,1 T'n).

DTanoHHBIH IpuMep 44.

Metmn-4-(2,4-nuMeToKCH-3-MeTHII(heHII)-3-MeTHI-4-0KCOOyTaHOAT.

[Xum. 57]

/”’“\\\/’O\

\\/’*\T/\’///’L\
!
o .0
'H-SIMP (CDCLy) &: 1,14 (3H, d, J=7,3 T), 2,17 (3H, ), 2,38 (1H, dd, J=16,6, 5,7 Twn), 2,89 (1H, dd,
J=16,6, 8,3 Tw), 3,67 (3H, s), 3,77 (3H, s), 3,87 (3H, s), 3,88-3,98 (1H, m), 6,68 (1H, d, J=8,5 ['n), 7,53 (1H, d,
J=8,5 I'n).

OtanoHHsIi npumep 45.
Meruin-4-(3-xn0p-2,4-muMeToKcudeHm)-3-MeTHII-4-0KcoOyTaHoaT.

\
\rﬁ":(_j

[Xum. 58]
O L 'I/H;:\K\VKO\\
-0

'H-SIMP (CDCl;) &: 1,15 (3H, d, J=7,1 Tm), 2,40 (lH, dd, J=16,9, 5,4 I'y), 2,91 (1H, dd, J=16,9, 8,8 I'n),
3,67 (3H, s), 3,84-3,95 (1H, m), 3,94 (3H, s), 3,95 (3H, s), 6,79 (1H, d, J=8,8 I'y), 7,61 (1H, d, J=8,8 T'm).

OtanoHHsIi npumep 46.

Mertuin-4-[3-6pom-5-¢pTop-4-(METOKCUMETIIIOKCH ) (peHII |-3-MeThII-4-0KCOOYTaHOAaT.

[Xum. 59]

'H-SIMP (CDCls) &: 1,22 (3H, d, J=7,2 Fu), 2,47 (1H, dd, J=17,0, 5,3 I'm), 2,97 (1H, dd, J=17,0, 9,0
I'm), 3,63 (3H, s), 3,65 (3H, s), 3,75-3,86 (1H, m), 5,31 (2H, d, J=0,6 '), 7,70 (1H, dd, J=11,5, 2,1 '),
8,00 (1H, t, J=2,1 T'm).

OranonHsli npumep 47.

MeTtmin-4-(3-6pom-2-hTop-4-MeTOKCUPEHIIT)-3 -MeTHII-4-0KCOOyTaHOAaT.

[Xum. 60]
i

O)f \\/’/ 2
0’ F
'H-SIMP (CDCly) &: 1,22 (3H, dd, J=7,1, 0.9 T'w), 2,44 (1H, dd, J=16,7, 5,4 T'n), 2,95 (1H, ddd, J=16,7, 8,7,
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1,8 I'm), 3,65 (3H, s), 3,73-3,83 (1H, m), 3,98 (3H, s), 6,79 (1H, dd, J=9,0, 1,2 T'n), 7,88 (1H, dd, J=9,0, 8,2 I'ny).
Oranonssli npumep 48.
MeTtnn-4-[4-(METOKCUMETHIIOKCH )-3,5 - TUMe TUID EHIIT |- 3 -MeTHII-4-0KCOOyTaHOAT.

[Xum. 61]
i jf T
\Q/“I\\,f TN

'H-SIMP (CDCl3) 8: 1,21 (3H, d, J=7.2 T'm), 2,34 (6H, s), 2,44 (1H, dd, J=16,7, 5,9 I'm), 2,95 (1H, dd,
J=16,7, 8,3 Tu), 3,62 (3H, s), 3,65 (3H, s), 3,85-3,96 (1H, m), 5,01 (2H, s), 7,68 (2H, s).
DranoHHbIH puMep 49.

Metmn-4-(3-dprop-4-merTokcu-S-metmindernn)-3-MeTui-4-okcoOyTaHoar.
[Xum. 62]

'H-SIMP (CDCl3) &: 1,21 (3H, d, J=7,2 T'm), 2,30 (3H, s), 2,45 (1H, dd, J=16,9, 5,6 Tm), 2,95 (1H, dd,
J=16,9, 8,5 I'nm), 3,65 (3H, s), 3,79-3,90 (1H, m), 4,01 (3H, d, J=2,9 I'n), 7,54-7,62 (2H, m).

Oranonssiii npumep 50.

Merun-4-(2-gprop-4-mMeTokcu-3-MeTripeHn)-3-MeTiiI-4-0kcoOyTaHoaT.

[Xum. 63]

0 ;’//:‘Q‘\T/O\\
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a F
'H-IMP (CDCl5) &: 1,21 (3H, dd, J=7,1, 0,9 T'm), 2,15 (3H, d, J=2,4 T'n), 2,41 (1H, dd, J=16,6, 5,8 T'w),
2,94 (1H, ddd, J=16,6, 8,3, 1,7 I'n), 3,65 (3H, s), 3,76-3,86 (1H, m), 3,90 (3H, s), 6,71 (1H, d, J=8,8 T'u), 7,74
(1H, t, J=8,8 T'u).
DranoHHbIH mpumep S1.
Metnin-4-(5-xm0p-2-prop-4-MeTOKCH-3-MeTUIPEHIIT)-3-Me THIT-4-0KCOOyTaHOAT.
[Xum. 64]
flii
0
/ﬁ\\/ oy
. /U\v/L f\\f/\
O
'H-IMP (CDCl5) &: 1,21 (3H, dd, J=7.1, 0,9 I'ny), 2,27 (3H, dd, J=2,7, 0,5 I'y), 2,43 (1H, dd, J=16,9, 5,4
I'm), 2,95 (1H, ddd, J=16,9, 8,7, 1,7 I'n), 3,66 (3H, s), 3,71-3,80 (1H, m), 3,88 (3H, s), 7,73 (1H, dd, J=7,6, 0,6
T'm).

DTaNoHHBINA TpuMep 52.
MeTtnin-4-[4-6eH3UI0KCH-3-XI10P-2-(METOKCUMETHIIOKCH ) e HIII | -3 -MeTHII-4-0KCcOOyTaHOAaT.
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[Xum. 65]

'H-sIMP (CDCl;) &: 1,14 (3H, d, J=7,1 I'n), 2,39 (1H, dd, J=16,6, 5,9 I'), 2,86 (1H, dd, J=16.6, 8,1 Tm),
3,58 (3H, s), 3,66 (3H, s), 3,84-3,96 (1H, m), 5,12 (1H, d, J=5,6 '), 5,17 (1H, d, J=5,6 '), 5,21 (2H, s), 6,83
(1H, d, J=8,8 T'), 7,31-7,49 (5H, m), 7,53 (1H, d, J=8,8 T'n).

DTanoHHBINA puMep 53.

MeTtnin-4-[4-6eH3nI0KCH-2-(METOKCUMETIIIOKCH )-3-Me THII () €HIIT | -3 -MeTHIT-4-0KcOOyTaHOAT.

[Xum. 66]
N
T e e
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'H-sIMP (CDCly) &: 1,14 (3H, d, J=7,1 Tu), 2,27 (3H, s), 2,37 (1H, dd, J=16,6, 6,1 T'm), 2,87 (1H, dd,
J=16,6, 7,8 I'nm), 3,54 (3H, s), 3,66 (3H, s), 3,83-3,95 (1H, m), 4,96 (1H, d, J=6,6 '), 5,02 (1H, d, J=6,1 I'm),
5,13 (2H, s), 6,75 (1H, d, J=8,8 I'n), 7, 31-7, 55 (6H, m).

OranonHsIi npumep 54.

Mertuin-4-[3-xnop-2-¢prop-4-(MEeTOKCUMETHIIOKCH ) -5 -MeTHI(eHII |-3-MeThI-4-0KCOOyTaHOaT.

[Xum. 67]

0 F
'H-sIMP (CDCI=) &: 1,22 (3H, dd, J=7,1, 0,9 T'm), 2,33 (3H, s), 2,44 (1H, dd, J=16,9, 5,4 '), 2,96 (1H,
ddd, J=16,9, 8.8, 1,6 Tn), 3,64 (3H, s), 3,65 3H, s), 3,71-3,81 (1H, m), 5,15-5,19 (2H, m), 7,60 (1H, dd, J=8.0,

0,7 I'm).
OtanonHsIi mpumep 55.
IMomyuenue meTmi-4- {3-xnop-5-¢prop-4-[ (1 -TuApOKCHUINKIONPOIHI)METOKCH | (peHII | -3 -METHI-4-
okcoOyTaHoara.
[Xum. 68]
F .
PP
: .
A
a

B atmocdepe aprona x 3-xsop-5-¢pTop-4-{[ 1 -(TpHI THICHITHIIOKCH ) IIUKIIOIPOITHIT |METOKCH } OCH3aJIb IETU LY
(atanonssrit npumep 20, 873 mr) nobarmsmu TpuMeruncwmminuasu (0,391 mir) u xmopu utus (6 Mr) U cMech
nepemeruBany npu 50°C B Teyenue 2 4. OOecrneunBaIN OXJIAXKICHHE CMECH J0 KOMHAaTHOW TEMIIEpaTyphl U K
cmecu no6asmstn THF (10 mur). Cvecs nepemermBanu npu -78°C. Ilpu Toii ke TeMmneparype Kk cMmecu 100aBis-
m pumzonpornwiamun gt (2,0 M, B cmemannoM pactBope THF/renrana/stunbensona, 1,34 mi) u cmech
nepememnuBany B Tedenue 30 muH. K cmecu no6apmsm metuikpoToHat (0,284 mur) mpu -78°C u cMech mepe-
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MemmBany B TeueHue 2 4. K cMecn H00aBIsUIM BOy M CMECh SKCTparupoBaiy dTmianeratoM. OpraHudeckuit
CJIO¥ TPOMBIBAIIU COJIEBBIM PACTBOPOM, BBICYIIWBAIN HaJ OC3BOTHBIM CYIh(paTOM HATPHS, U (UIBTPOBAIH, U
pactBopuTens yaansm. OcraTok pactBopsutd B THF (10 mut) u x Hemy no0aBisuia pTopun TeTpadyTUIaMMOHHUS
(1,0 M pacteop B THF, 2,92 mi). PeakniioHHy10 cCMeCh TIepeMEeNTNBAIA TP KOMHATHOHN TeMIiepaType B TeUeHHE
OJTHOTO Yaca M K HeW 700aBmsum Boxy. CMech 3KCTparupoBany dTuianetatoM. OpraHmdecKuil coi IpoMBIBAIN
COJICBBIM PAcTBOPOM, BBICYIIMBAIHN HaJ OE3BOAHBIM CYIb()ATOM HATPHS, M QUIBTPOBAIN, U PACTBOPUTEND YIa-
nsid. [TomydeHHBI HEOUHIIEHHBIA TPOIYKT OYHINAIH C MOMOIILI0 KOJIOHOYHON XpoMaTorpaduu Ha CUITHKare-
ne (remrran:aTnanetat=90: 10-60: 40) ¢ monydeHHeM yKa3aHHOTO B 3aroJIOBKE COCTUHEHHS B BHIE OJeIHO-
xenroro macia (352 mr).

'H-sIMP (CDCl;) &: 0,63-0,69 (2H, m), 0,92-0,98 (2H, m), 1,22 (3H, d, J=7,1 I'n), 2,47 (1H, dd, J=17,1,
5,1 T'm), 2,95 (1H, s), 2,98 (1H, dd, J=17,1, 9,0 I'ny), 3,65 (3H, s), 3,76-3,86 (1H, m), 4,27 (2H, s), 7,67 (1H, dd,
J=114,2,1 T'n), 7,83-7,85 (1H, m).

Crenyromue COeIMHEHUS MOMydYalld U3 KaXIOT'0 COOTBETCTBYIOIIETO MCXOJHOT'O BEIECTBA aHAJIOIMYHO
STaJIOHHOMY NpHMepy 55.

OtanonHsIi npumep 56.

Metmin-4-{2,3-mudTop-4-[(1-THapOKCUIIUKIOTPOTII)METOKCH | peHM | -3-MeTHII-4-0KcOOyTaHOAT.

[Xum. 69]

P T
‘\O/i J\\ur‘/l \,/Ll/;’i\r:

{
0 F
'H-IMP (CDCl5) &: 0,72-0,78 (2H, m), 0,98-1,04 (2H, m), 1,22 (3H, d, J=7,1 T'n), 2,44 (1H, dd, J=16.,8,
5,4 Tn), 2,77 (1H, s), 2,96 (1H, ddd, J=16,8, 8,8, 1,6 I'n), 3,65 (3H, s), 3,70-3,81 (1H, m), 4,15 (2H, s), 6,78-6,86
(1H, m), 7,61-7,68 (1H, m).
DTanoHHBIH puMep 57.
Metmin-4-{4-[(1-ruapoKCHITUKIOTPOTIFII )METOKCH -3, 5-muMe T eHn | -3-MeTHI-4-0KcoOyTaHOAT.
[Xum. 70]

4

A 0 X
I

i i

Y L As
R S - *”\
0 S \[T T

¢
'H-IMP (CDCl;) 8: 0,68-0,73 (2H, m), 0,94-1,00 (2H, m), 1,21 (3H, d, J=7,1 '), 2,35 (6H, s), 2,44 (1H,
dd, J=16,8, 5,7 I'm), 2,79 (1H, s), 2,95 (1H, dd, J=16,8, 8,5 I'm), 3,65 (3H, s), 3,85 (2H, s), 3,86-3,96 (1H, m),
7,68 (2H, s).
DTanoHHBIH puMep 58.
Metmin-4-{3-xmop-4-[(1-THapOKCHIIUKIIOTPOTIHIT ) METOKCH | -5-MeTHIIQSHIIT } -3 -MeTHI-4-0KCOOyTaHOAT.
[Xum. 71]

o

'H-IMP (CDCls) 8: 0,69-0,74 (2H, m), 0,95-1,00 (2H, m), 1,21 (3H, d, J=7,2 '), 2,40 (3H, s), 2,46 (1H,
dd, J=17,0, 5,4 T'm), 2,92 (1H, s), 2,96 (1H, dd, J=17,0, 8,9 I'm), 3,65 (3H, s), 3,79-3,90 (1H, m), 4,03 (2H, s),
7,74 (1H, d, J=2,1 I'n), 7,86 (1H, d, J=2,1 T'm).

DTajoHHBIHA IpuMep 59

Metmi-4-{3-drop-4-[(1-THap OKCHIIUKIOTPOTIHII)METOKCH | -5-MeTHIPEHIIT } -3-MeTUI-4-0KCOOyTaHOAT.
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[Xum. 72]

%
!
\r /”'I\ /‘Y x‘[\
0
'H-sIMP (CDCl;) 8: 0,65-0,73 (2H, m), 0,92-0,98 (2H, m), 1,21 (3H, d, J=7,2 T'n), 2,38 (3H, s), 2,45 (1H,
dd, J=17,0, 5,5 I'y), 2,73 (1H, s), 2,96 (1H, dd, J=17,0, 8,7 I'm), 3,65 (3H, s), 3,79-3,91 (1H, m), 4,16-4,18 (2H,
m), 7,58 (1H, dd, J=12,0, 1,8 I'n), 7,61-7,64 (1H, m).
OranonssIi npumep 60.
Mertuin-4-{2-dprop-4-[(1-ruapOKCHINKIONPOIII)METOKCH |-3-MeTHIA(GeHw | -3-MeTHi1-4-0Kkco0yTaHoAT.

[Xum. 73]
0, Ay
1 /L }
\\0,/‘*-\\//‘)\\ ‘ \:/’\

T
0 F
'H-sIMP (CDCl3) 8: 0,71-0,77 (2H, m), 0,96-1,02 (2H, m), 1,21 (3H, d, J=7,1 I'n), 2,21 (3H, d, J=2,3 T'w),
2,41 (1H, dd, J=16,7, 5,7 I'n), 2,59 (1H, s), 2,94 (1H, ddd, J=16,7, 8,5, 1,7 I'n), 3,65 (3H, s), 3,76-3,87 (1H, m),
4,05-4,13 (2H, m), 6,68 (1H, d, J=8,8 I'y), 7,72 (1H, t, J=8,8 I'r).
OranonHsIi npumep 61.
Metmin-4-{3-xmop-2-hrop-4-[ (1 -THIPOKCHITMKIOTPOTTHI)METOKCH | peHMI } -3 -MeTHII-4-0KcOOyTaHOAT.

[Xum. 74]
™~ \ e ‘\‘\ /[\\ /I

'H-SIMP (CDCl3) &: 0,74-0,79 (2H, m), 0,99-1,05 (2H, m), 1,22 (3H, dd, J=7,1, 0,9 I'), 2,44 (1H, dd,
J=16,8, 5,3 I'm), 2,82 (1H, s), 2,96 (1H, ddd, J=16.,8, 8,8, 1,8 I'y), 3,65 (3H, s), 3,72-3,83 (1H, m), 4,15 (2H, s),
6,80 (1H, dd, J=9,0, 1,3 '), 7,80 (1H, dd, J=9,0, 8,1 I'm).

OtanoHHsIi npumep 62.

[Monyuenwue 4-(3,5-muxnop-4-runpoxcudernn)-3-MeTHiI-4-0KkcoOyTaHOBOM KHCIIOTHI.

[Xum. 75]
0 J //:\\j:/
b
HO’)J\\J' \\]'5/ =
0

B atmocdepe aprona k 3,5-muxmop-4-(METOKCUMETHIOKCH)OCH3ambAeTHay (3TAJTOHHBIN Tipumep 34,
3,28 1) M00aBISIN TPUMETHICHIHIIHAHUA (2,25 M) u xjopua smtus (30 Mr) U cMech HepeMenIuBalId TIpU
50°C B teuenue 2 4. ObecrneynBagy OXJaXKICHHE CMECH 10 KOMHATHON TeMIepaTyphl U K CMECH TOOaBISITH
THF (40 wmu). K cMecm nobGaBnsm guusonpomwiamua Jmtas (2,0 M, B cMeIIaHHOM pacTBOpe
THF/renrrana/>Tun6en3ona, 7,67 mi) npu -78°C u cMech niepeMemuBaiid B TedeHre 30 MUH MPHU TOH Ke TeM-
neparype. K cmecn mobapmnsimn meTmikpoToHat (1,63 mun) mpu -78°C 1 cMech niepeMentuBaid B Tedenue 2 4. K
PEaKIMOHHON cMecH T00aBIISUTH BOAY M CMECh IKCTparupoBaid dTmwianeratoM. OpraHndeckuii cinoil mpoMbIBa-
JIM COJIEBBIM PacTBOPOM, BHICYIIMBAIH HaJ OE3BOAHBIM Cyib(aToM HaTpus. PacTBopUTENb yIaysui U HOJITy4YeH-
HbII octaTtok pactBopsti B THF (40 M) 1 k pactBopy nobasmsiinn Gpropun tTerpadyrunammonus (1,0 M pactBop
B THF, 16,7 mu). PeakunonHyto cMech nepeMeImBalii Mpy KOMHATHOW TeMIlepaType B TeUSHHE OTHOTO Jaca. A
3aTeM K PEaKIMOHHOW CMeCH HO00aBISUIM BOAY M CMECh SKCTParupoBaId dTHianeraToM. OpraHn4eckuil cioi
MPOMBIBAJIN COJIEBBIM PAaCTBOPOM, BBICYIIMBAIH HaJ OE3BOJHBIM CYJIb()aToM HaTpus, U GUIBTPOBAIN, H PACTBO-
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putens ynamsm. OCTaTOK OYHINAIM C IOMOINBI0 KOJOHOYHOM XpoMaTtorpaduu Ha cuimkarene (Term-
tan:aTIIaneTar=90: 10-70: 30) u HeoOXoauMBbIe (ppakiuuu KoHIEHTpHpoBain. K octatky mobarmsmu 1 M Boj-
HBIN pacTBOP THJIPOKCHA HATPHUS U BOJHBINA PACTBOP MPOMBIBAIM METHIICHXJIOPUAOM. BOMHBIN ciiol moakucis-
JIH ¢ TIOMOIBI0 6 M XJIOpHCTOBOOPOIHON KHUCIIOTHI, a 3aTEM CMECh 3KCTParupoBaii MeTWIeHxIopuaoM. Opra-
HUYECKUH CIIOH MPOMBIBAIH COJIEBBHIM PACTBOPOM, BBICYIIIMBAIN HaJ OC3BOIHBIM CyIh(haToM HATpPHUS, U PUIBT-
POBaJH, ¥ PaCTBOPHUTENIH YAAJSUIN C TIOIyYeHHEM YKa3aHHOTO B 3ar0JIOBKE COCTMHEHUS B BHE OEIOTO TBEPIOTO
Bemectsa (1,16 ).

'H-sIMP (CDCl;) &: 1,23 (3H, d, J=7,3 I'n), 2,51 (1H, dd, J=17.2, 5,0 T'w), 3,01 (1H, dd, J=17,2, 8,9 Tw),
3,72-3,85 (1H, m), 7,92 (2H, s).

DTaJoHHBIN TpuMep 63.

[Monyuenne 4-(2-pTop-4-MeTOKCH-3-MeTHIIEHNI) -3-METHII-4-0KCOOYTAaHOBOH KHCIIOTHI.

[Xum. 76]

Prag

i | \;\r’r T

,/’;\%\
g F

K cmecu wmermn-4-(2-¢prop-4-mMeTokcu-3-Metmiidernn)-3-MeTiin-4-okcodyranoara (3TaJIOHHBIH NpUMeEp
50, 7,8 1) B aTanone (60 mi) nobasistian 5 M BoaHBIH pacTBOp ruapokcuaa Harpus (17,5 M) U cMech nepemMe-
IIMBAJIM IIPU KOMHATHOH TeMIIepaType B TeUCHHE OHOTO Yaca. PeakmoHHy0 cMech pa30aBisiid BOJOH U cMech
MTOIKUCIISITN ¢ TIOMOIIBI0 6 M XimoprcToBo0poaHOM KUCIOTHI Tpu 0°C. CMeCch SKCTParupoBaid ATHIIAIETATOM.
Opranuyeckuil cI0il MPOMBIBAJIM COJIEBBIM PacTBOPOM, BBICYIIMBAIM Haja OE3BOMHBIM Cyiab(aToM HATpHs, H
(UIBTPOBANIN, ¥ PACTBOPHUTEINH YIAISUIM C HOJIYYCHHEM YKa3aHHOTO B 3arojIOBKE COEAMHEHHS B Buje 0eloro
TBepAoro Beuiectsa (7,9 ).

'H-sIMP (DMSO-de) &: 1,08 (3H, d, J=7,1 Tw), 2,10 (3H, d, J=1,8 T'm), 2,36 (1H, dd, J=16,8, 5,2 I'), 2,69
(1H, dd, J=16,8, 8,9 T'm), 3,58-3,70 (1H, m), 3,90 (3H, s), 6,97 (1H, d, J=8,8 'm), 7,71 (1H, t, J=8,8 T'm), 12,13
(1H, s).

Crenyromue COeAMHEHUS MOMydJald U3 KaXIOT0 COOTBETCTBYIOLIETO MCXOJHOTO BEIECTBA aHAJIOIMYHO
JTAJOHHOMY TIpUMeEpy 63.

DTaJOHHBINA TpuMep 64.

4-(3-bpom-2-pTop-4-MeTOKCUPEHIIT)-3 -MeTHI-4-0KCOOyTaHOBAsI KMCIIOTA.

[Xum. 77]
s 6\\
o | O
HG,"/H\\“{./ \!(L\r,f’{/ Br
0 F

'H-SIMP (DMSO-d¢) &: 1,09 (3H, d, J=7,1 T'm), 2,39 (1H, dd, J=17,0, 5,1 T'w), 2,71 (1H, ddd, J=17,0,
8,9, 1,3 I'm), 3,58-3,69 (1H, m), 3,98 (3H, s), 7,12 (1H, dd, J=9,0, 1,0 T'w), 7,88 (1H, t, J=9,0 I'm), 12,17 (1H,
brs).

OtanoHHsIi mpumep 65.

4-(5-Xnop-2-dprop-4-meTokcu-3-MeTHIPEHU )-3-MeTHII-4-0KCOOYTaHOBAs KHCIIOTA.
[Xum. 78]

0
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'H-IMP (DMSO-dy) 8: 1,09 (3H, d, J=7,1 T'w), 2,24 (3H, d, J=2,6 T'w), 2,41 (1H, dd, J=17,0, 5,1 '), 2,70
(1H, ddd, J=17,0, 8,9, 1,3 T'm), 3,56-3,67 (1H, m), 3,84 (3H, s), 7,70 (1H, d, J=7,6 I'm), 12,21 (1H, brs).

DTaJOHHBINA TpUMep 66.

4-[4-ben3unokcu-2-(METOKCUMETHIIOKCH )-3-MeTHI(GEHII | -3-MeTHIT-4-0KcOOyTaHOBAsI KUCIIOTA.
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[Xum. 79]
AN
N va/)\//
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'"H-SIMP (CDCly) &: 1,16 (3H, d, J=7,1 Tm), 2,26 (3H, s), 2,45 (1H, dd, J=16.6, 5,7 Tm), 2,90 (1H, dd,
J=16,6, 7,8 T'), 3,52 (3H, s), 3,85-3,97 (1H, m), 4,95-5,02 (2H, m), 5,13 (2H, s), 6,76 (1H, d, J=8,5 '), 7,31-
7,53 (6H, m).

OtanoHHsIi npumep 67.

4-[4-Benzunokcu-3-xy10p-2-(METOKCUMETHIOKCH ) heHMIT |-3-MeTHI-4-0KcOOyTaHOBAasI KUCIIOTA.
[Xum. 80]

o
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'H-sIMP (CDCl3) &: 1,16 (3H, d, J=7,1 '), 2,46 (1H, dd, J=16,7, 5,7 I'n), 2,91 (1H, dd, J=16,7, 7,9 T'w), 3,56
(3H, s), 3,86-3,95 (1H, m), 5,13 (2H, s), 5,21 (2H, s), 6,84 (1H, d, J=8,8 I'r), 7,32-7,49 (5H, m), 7,52 (1H, d, J=8,8
T'm).

OranonHsIi npumep 68.

4-{2,3-ndrop-4-[(1-ruapoKCHITUKIIONPOITIT)METOKCH | peHm | -3-MeTHII-4-0KCOOYTaHOBasI KHCIIOTA.
[Xum. 81]
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'H-SIMP (DMSO-de) &: 0,63-0,76 (4H, m), 1,10 (3H, d, J=7,1 T'w), 2,39 (1H, dd, J=17,0, 5,1 T'm), 2,71 (1H,
dd, J=17,0, 8,5 T'm), 3,56-3,69 (1H, m), 4,18 (2H, s), 5,67 (1H, s), 7,14-7,21 (1H, m), 7,60-7,67 (1H, m), 12,17 (1H,
brs).

OtanonHsIi mpumep 69.

4-{2-®rop-4-[(1-ruaApOKCUIMKIONPOIIII)METOKCH |-3-MeTHI(EH I | -3-MeTHI-4-0KCOOYTaHOBasI KUCIIOTA.
[Xum. 82]
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'"H-SIMP (DMSO-dg) 8: 0,61-0,76 (4H, m), 1,08 (3H, d, J=7,1 Tw), 2,15 (3H, d, ]=2,3 '), 2,35 (1H, dd,

J=16,9, 5,3 Tw), 2,69 (1H, ddd, J=16,9, 8,9, 1,2 '), 3,59-3,70 (1H, m), 4,09 (2H, s), 5,63 (1H, s), 6,94 (1H, d,
J=8,9 T'm), 7,66 (1H, t, J=8,9 T'w), 12,12 (1H, s).

OranoHubli nmpumep 70.

4-{3-Xn0op-2-pTop-4-[(1-ruap OKCUITUKIIOTIPOITHI )METOKCH | (heHwMI } -3-MeTHII-4-0KCOOyTaHOBasT KHCIIOTA.
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[Xum. 83]

'H-AMP (DMSO-dg) 8: 0,64-0,77 (4H, m), 1,09 (3H, d, J=7,1 T'w), 2,40 (1H, dd, J=17,0, 5,1 T'n), 2,70 (1H,
ddd, J=17,0, 8,9, 1,1 I'm), 3,58-3,68 (1H, m), 4,21 (2H, s), 5,64 (1H, s), 7,18 (1H, dd, J=9,1, 1,0 I'm), 7,79 (1H, t,
J=9,1 T'm), 12,18 (1H, brs).

OranonssIi npumep 71.

[Monyuenne 4-(3-x10p-4-rUnpOKCH-5-METHIPEHMI)-3-MeTHII-4-0KCOOYTAaHOBOH KUCIIOTHI.

[Xum. 84]
0 RN OH
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K cmecu metun-4-[4-(TpeT-0y THIANME THIICHIIHIIOKCH )-3-XJI0p-5-MeTUh eHII |- 3 -MeTHII-4-0KkcoOyTaHoaTa
(atanmonnsrit pumep 39, 500 mr) B metanone (10 M) mo6asmstmu 5 M BOAHBIH pacTBOp THAPOKCHAA HATPHUS
(0,520 mu). PeaknimoHHYIO CMECH ITEPEeMEINBaIi TP KOMHATHOW TeMIlepaType B TEUCHHE HOYH, a 3aTeM K pe-
aKIMOHHOW cMecH nobaBisut 5 M BoaHBIN pacTBOp Tuapokcuna Hatpus (0,260 mir). PeakimonHyto cMech Iie-
peMeluBanu npu KOMHAaTHOM TeMmepaType B TeueHHe 3 4, a 3aTeM npu 50°C B Teuenue 2 4. PeaknuoHHymo
cMech KOHIIEHTpUpoBaiu. K momydeHHOMY OCTaTKy [00aBISUTH JMSTHIIOBHIN (HUp, a 3aTEM CMECh dKCTParupo-
Bany BooM. OTIEICHHBIN BOIHBIN CIIOW MOAKUCISUIN € TTIOMOIIBI0 6 M XJIOPHUCTOBOAOPOTHON KUCIIOTHI, @ 3aTeEM
CMeCh KCTParupoBaiM dTmiaarneraToM. OpraHudecknil CIIoi MPOMBIBAIH BOJON M COJIEBBIM PAacTBOPOM, BBICY-
IIMBaJH HaJ OC3BOJIHBIM CYIb(aToM HATPHS, U (PUIBTPOBATH, H PACTBOPUTEIH YAAISIIN C MOTYYCHUEM yKa3aH-
HOTO B 3aT'OJIOBKE COCIMHCHHUS B BUJIC OJICTHO-XKEITOTO TBepAoTo BemiecTBa (317 mr).

'H-sIMP (DMSO-dq) 8: 1,06 (3H, d, J=7,1 T'w), 2,27 (3H, s), 2,36 (1H, dd, J=17,1, 4,9 T), 2,68 (1H, dd,
J=17,1,9,5 '), 3,75-3,88 (1H, m), 7,74-7,75 (1H, m), 7,80 (1H, d, J=2,0 I'r), 10,12 (1H, brs), 12,13 (1H, brs).

OtanoHHsIi mpumep 72.

Iomyuenue 6-[3-x510p-2-(TOP-4-(METOKCUMETHIIOKCH)-S-Me T eHu | -5-MeTri-4,5-nuruapo-2H-
MUpUAA3HH-3-0Ha.
[Xum. 85]
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K comecu wmetmn-4-[3-xmop-2-¢hTop-4-(METOKCUMETHIIOKCH )-5-MeTUI(GeHIII |- 3 -MeTHII-4-0KcoOyTaHoaTa
(3tanonseIit mpumep 54, 2,91 r) B aTanone (35 mir) gob6apnsm 5 M BoIHBIN pacTBOp rHIpokcuaa Hatpus (4,37
MII) U peakIMOHHYIO0 CMECh MepeMENINBaIl NIpyu KOMHATHOH Temneparype B Teuenre 30 muH. Ilocne oxmaxne-
HUs peakimoHHoN cMecu mipu 0°C peakIMOHHYIO CMeCh MOAKUCIIIIN € MOMOIILI0 6 M XJIOpHCTOBOIOPOIHON
KUCIIOTHl ¥ CMECh SKCTParupoBajy sTwiianeraroM. OpraHM4eckuil o IPOMBIBAIN COJICBBIM PacTBOPOM, BBI-
CYIIMBaJIM HaJl 0E3BOAHBIM CyJib(aToM HaTpusi, U GUIBTPOBAIN, U PACTBOPUTEINb YAAISIIM C IOJYyYEHUEM XKell-
Toro macna (2,96 r). Macyo pactBopstiii B tanoine (30 Mi1) M K pacTBOpy 0OaBISAIM MOHOTHIpAT THApa3HHA
(1,3 M) 1 yxcycnyro kucnoty (1,5 mur). CMech HarpeBaiu ¢ 0OpaTHBIM XOJIOMMWILHUKOM B TeueHue 2 4. Obec-
TIEYMBAIIA OXJIKICHUE PEaKITMOHHOW CMECH 0 KOMHATHOH TeMIepaTyphl, K HeW T00aBIIsIN HACHIIIICHHBIH BOI-
HBII pacTBOp OmkapOonarta Harpus mpu 0°C, a 3aTeM cMech IKCTparupoBaiy dTuianeratoM. OpraHn4ecKui
CJIOI TIPOMBIBAJIM COJIEBBIM PAacCTBOPOM, BBICYIIMBAIN HaJX O€3BOTHBIM CyIh(paToM HATPHS, W (GUIBTPOBAIH, U
pactBopuTenb ynaiasuid. [lodydeHHbI HEOUMINEHHBIH NMPOJYKT OYMILNAIU C IMOMOIIBI0 KOJIOHOYHOW XpOMaro-
rpadum Ha cuauKarene (rentan:dTuianerat=/7:23-47:53) ¢ mosry4eHneM yKa3aHHOTO B 3ar'0OJIOBKE COCTMHEHUS
B BHJIe Oenoro TBepaoro Bemiectsa (1,65 r).

'H-sIMP (DMSO-dg) 8: 1,05 (3H, d, J=7,2 Tw), 2,26 (1H, dd, J=16,7, 3,8 T'm), 2,29 (3H, s), 2,70 (1H, dd,
J=16,7, 6,8 '), 3,10-3,20 (1H, m), 3,56 (3H, s), 5,13 (2H, s), 7,45 (1H, dd, J=8,5, 0,5 I'm), 11,08 (1H, s).

DTajoHHBIH IpuMep 73.
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[Monyuenue 6-(2-pTop-4-mMeToKcH-3-MeTrdeHnn)-5-metnin-4,5-nuruapo-2H-nupunasun-3-oHa.
[Xum. 86]
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K cmecu 4-(2-pTop-4-MeToKCH-3-MeTUIADEHIIT)-3 -MeTHIT-4-0KCOOYTAaHOBOH KUCIIOTHI (ITAJIOHHBIH TIPUMEP
63, 4,6 ) B aTanose (60 Mi1) 100aBISITA MOHOTHIpAT TUApasuHa (1,3 MiT) 1 ykeycHyto kucnoty (1,6 mi), a 3atem
CMECh HarpeBalii ¢ 0OpaTHBIM XOJOJMILHUKOM B TeueHue 2 4. OOecneunBaiv OXJIaxIeHNEe PEaKIIMOHHONH cMe-
CH 10 KOMHATHOW TeMIepaTypbl U MOIYICHHBIE 0CaaKu coOMpaty Ha (PUIBTPE C MOIYICHUEM yKa3aHHOTO B 3a-
TOJIOBKE COCTMHEHHS B BUIEe OEJIOTO TBEpI0TO BemecTna (2,4 T).

'H-sIMP (DMSO-de) &: 1,03 (3H, d, J=7,2 T'w), 2,08 (3H, d, J=2,2 T'm), 2,23 (1H, dd, J=16,8, 3,7 I'n)), 2,66
(1H, dd, J=16,8, 6,8 T'm), 3,07-3,17 (1H, m), 3,85 (3H, s), 6,88 (1H, d, J=8,8 I'nm), 7,40 (1H, t, J=8,8 T'm), 10,92
(1H, s).

Crenyromue COeMHEHUS MONTydalld U3 KaXIOI'0 COOTBETCTBYIOIIETO MCXOJHOT'O BEIECTBA aHAJIOIMYHO
STaJIOHHOMY NpuMepy 73.

OtanoHHsIi npumep 74.

6-(3,5-Androp-4-metokcudenun)-S-metmi-4,5-murunpo-2 H-nupuaasun-3-oH.

[Xum. 87]
F
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'H-sIMP (DMSO-dg) &: 1,04 (3H, d, J=7,3 I'm), 2,24 (1H, d, J=16,8 T'm), 2,68 (1H, dd, J=16,8, 6,9 I'x),
3,33-3,44 (1H, m), 3,97 (3H, s), 7,47-7,57 (2H, m), 11,05 (1H, s).
DTajoHHBIH IpuMep 75.
6-(3-Xuop-5-¢Top-4-merokcudennn)-5-metnin-4,5-nurnapo-2H-nupuna3sun-3-oH.
[Xum. 88]
F
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'H-sIMP (DMSO-dg) &: 1,04 (3H, d, J=7,3 I'm), 2,24 (1H, d, J=16,8 T'm), 2,69 (1H, dd, J=16,8, 6,9 I'x),
3,36-3,45 (1H, m), 3,94 (3H, d, J=1,6 T'm), 7,62-7,71 (2H, m), 11,07 (1H, s).

DTanoHHBIH IpuMep 76.

6-(3-Xm0p-2-dTop-4-meTokcudeHmn)-5-meTmi-4,5-nurunpo-2 H-nupuna3un-3-oH.

[Xum. 89]
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'H-SIMP (DMSO-de) 8: 1,04 (3H, d, J=7,2 T'm), 2,25 (1H, dd, J=16,8, 3,6 I'n), 2,70 (1H, dd, J]=16,8, 6,8 T'm),
3,09-3,20 (1H, m), 3,93 (3H, s), 7,09 (1H, d, J=9,0 T'w), 7,57 (1H, t, J=9,0 T'y), 11,03 (1H, s).
DrtanoHHbIH IpuMep 77.
6-(2,4-JInmeTokcu-3-metrndennn)-S-Metui-4,5-muruapo-2 H-nuprnazni-3-oH.
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[Xum. 90]
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'H-sIMP (CDCly) 6: 1,08 (3H, d, J=7,3 T), 2,16 (3H, s), 2,43 (1H, dd, J=16,9, 4,5 T'n), 2,75 (1H, dd,
J=16,9, 6,8 T'm), 3,28-3,38 (1H, m), 3,70 (3H, s), 3,85 (3H, s), 6,67 (1H, d, J=8,5 '), 7,15 (1H, d, J=8,5 '),
8,48 (1H, brs).

OranonssIi npumep 78.

6-(3-Xmop-2,4-muMmeToKcupeHmN )-S-MeTrA-4,5 - muruapo-2 H-mupuaa3un-3-oH.

[Xum. 91]
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'H-aMmP (CDCly) o: 1,10 (3H, d, J=7,3 T'm), 2,44 (1H, dd, J=17,0, 4,5 T'n), 2,75 (1H, dd, J=17,0, 6,8 '),
3,26-3,36 (1H, m), 3,85 (3H, s), 3,94 (3H, s), 6,77 (1H, d, J=8,5 T'm), 7,24 (1H, d, J=8,5 I'm), 8,45 (1H, brs).
DTanoHHBIH IpuMep 79.
6-[4-(MeToKCUMETHIIOKCH)-3,5-muMme T ermn |-5-metnin-4,5-muruapo-2H-upuna3us-3-oH.

[Xum. 92] .
|
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'H-sIMP (DMSO-dg) 8: 1,05 (3H, d, J=7,3 Tm), 2,22 (1H, d, J=16,9 T'm), 2,26 (6H, s), 2,65 (1H, dd, J=16,9,
6,8 I'm), 3,33-3,41 (1H, m), 3,51 (3H, s), 4,96 (2H, s), 7,46 (2H, s), 10,88 (1H, s).

Oranonusbli mpumep 80.

6-(3,5-JIuxmop-4-ruapokcudeHmn)-5-metmin-4,5-nuruapo-2H-nmupugazuH-3-oH.

[Xmm. 93]
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'H-SIMP (DMSO-d) &: 1,03 (3H, d, J=7,3 T'm), 2,21 (1H, d, J=16,7 Tu), 2,67 (1H, dd, J=16,7, 7,0 Tm),
3,26-3,46 (1H, m), 7,73 (2H, s), 10,57 (1H, s), 10,97 (1H, s).

Oranonssli npumep 81.

6-(3-®rop-4-meTokcH-5-MeTundenun)-S-metmi-4,5-murunpo-2H-nupunasun-3-oH.
[Xum. 94]
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'H-sIMP (DMSO-dg) 8: 1,05 (3H, d, J=7,3 T'), 2,23 (1H, d, J=16,9 T'm), 2,27 (3H, s), 2,67 (1H, dd, J=16,9,
6,9 I'n), 3,32-3,42 (1H, m), 3,86 (3H, d, J=1,7 I'n), 7,42-7,50 (2H, m), 10,96 (1H, s).
DTajoHHBIN TpuMep 82.
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6-(5-Xop-2-¢rop-4-merokcu-3-metnindenun)-5-metun-4,5-quruapo-2H-nupuaazns-3-oH.
[Xum. 95]

'H-SIMP (DMSO-d,) &: 1,04 (3H, d, J=7,2 Tm), 2,21-2,29 (1H, m), 2,21 (3H, d, J=2,3 I'm), 2,69 (1H, dd,
J=16,8, 6,8 I'n), 3,08-3,19 (1H, m), 3,80 (3H, s), 7,52 (1H, d, J=7,9 I'm), 11,07 (1H, s).
OranonHsIi npumep 8§3.

[Honyuenue 6-[4-0eH3UITOKCH-2-(METOKCUMETIIIOKCH )-3-Me T eI |-5-MeTrin-4,5-muruapo-2H-
NUpPHUAA3UH-3-0Ha.

[Xum. 96]
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CMmech  4-[4-0eH3MITOKCH-2-(METOKCUMETHIIOKCH)-3-MeTHI(eHH |-3-MeTHI-4-0KCOOyTaHOBOH ~ KHCJIOTHI
(aTanonusIi puMep 66, 3,20 r) 1 MoHoruapara ruapasuna (0,626 mi) B ataHone (30 MiT) IepeMeIIBaI IpH
KOMHaTHOW TemIiepaType B TeueHue 3 aneil. Ocankn codupany Ha GuibTpe ¢ MoJydYeHHEM yKa3aHHOTO B 3aro-
JIOBKE COCJIMHEHUS B BHJIE OeI0oro TBepIoro Bemectra (1,56 1).

'H-sIMP (CDCl3) &: 1,10 (3H, d, J=7,3 Tu), 2,28 (3H, s), 2,44 (1H, dd, J=16,9, 4,6 T'm), 2,82 (1H, dd,
J=17,0, 7,0 I'm), 3,31-3,41 (1H, m), 3,53 (3H, s), 4,92 (1H, d, J=5,6 I'y), 5,03 (1H, d, J=5,6 I'm), 5,13 (2H, s),
6,78 (1H, d, J=8,5 '), 7,16 (1H, d, J=8,5 T'm), 7,33-7,49 (5H, m), 8,42 (1H, s).

Crenyromue COSAMHEHUs MOMydJalld U3 KaXIOr0 COOTBETCTBYIOLIETO MCXOJHOTO BEIECTBA aHAJIOIMYHO
JTAJIOHHOMY TIpuMepy 83.

DTaNoHHBINA IpuMep 84.

6-(3-bpom-2-pTop-4-meTokcudenmn)-5-metmn-4,5-qurunpo-2 H-nupunasun-3-oH.

[Xum. 97]
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'H-SIMP (DMSO-de) 8: 1,04 (3H, d, J=7,2 T'm), 2,25 (1H, dd, J=16,9, 3,7 I'n)), 2,69 (1H, dd, J=16,9, 6,8 '),
3,09-3,19 (1H, m), 3,92 (3H, s), 7,05 (1H, dd, J=8.9, 1,2 T'm), 7,60 (1H, t, J=8,9 I'y), 11,02 (1H, s).

OranonHsIi npumep 85.

6-[4-Ben3unokcu-3-xmop-2-(METOKCUMETIIOKCH ) peHm | -5 -MeTrin-4, 5-muruapo-2 H-miupuna3uH-3-0H.

[Xmm. 98]
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'"H-SIMP (CDCl;) &: 1,07 (3H, d, J=7,3 T), 2,42 (1H, dd, J=17,0, 4,8 T), 2,80 (1H, dd, J=17,0, 7,0 T'w),
3,30-3,41 (1H, m), 3,53 (3H, s), 5,03 (1H, d, J=5,6 T'), 5,15-5,22 (3H, m), 6,82 (1H, d, J=8,8 I'm), 7,19 (1H, d,
J=8,5 T'm), 7,31-7,49 (SH, m), 8,45 (1H, s).
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OranonssIii npumep 86.
[Monyuenne 6-(3-x10p-4-rUnpoKCcH-5-MeTHIAGEHM)-5-MeTrII-4,5-murunpo-2H-mupuaasun-3-oxa.
[Xum. 99]
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K cmecn metin-4-[4-(TpeT-0y THIIIMMETHIICHIIMIIOKCH)-3-XJI0p-5-MeTHIpeHn |-3-MeTii-4-okcodyTaHoaTa
(aranonnslit npumep 39, 2,7 1) B ataHone (35 M) godasmsiiin MoHOTHApaT ruapasuHa (1,0 M) U YKCyCHYIO KH-
cioty (1,2 mi), a 3aTeM CMeCh HarpeBajil ¢ 0OPaTHBIM XOJIOIMILHUKOM B TedeHue 5 4. ObecrieunBany oxiax-
JIEHUE PEaKIIMOHHOW CMECH 10 KOMHATHOM TeMIepaTyphl, K Hel J0OaBJIsSUTH HACHIIICHHBIH BOJHBIN pacTBOp OH-
kapOoHara Hatpust rnpu 0°C, a 3aTeM cMech SKCTparupoBaiy sTwianeraroM. OpraHHYecKuil cIoi pOMbIBaIH
COJIEBBIM PAcTBOPOM, BBICYIIMBAIHN HaJ O€3BOAHBIM Cynb(aToM HaTpHs M GUILTpOBAIN. PacTBopuTENnb yrans-
1. ITomydeHHOE HEOUHIEHHOE TBEPAOE BEIECTBO MPOMBIBAIN IyTEM PACTHPAHUS C AUU3OMPONIIOBBIM 3(u-
poM, a 3aTeM coOupany Ha (QUIBTPE € TOIyYCHUEM yKa3aHHOTO B 3ar0JIOBKE COCIMHEHHS B BUJIE OEIIOT0 TBEPIO-
ro BemecTBa (1,5 T).

'H-IMP (DMSO-d¢) 8: 1,03 (3H, d, J=7,2 '), 2,20 (1H, d, J=16,8 T'm), 2,24 (3H, s), 2,65 (1H, dd,
J=16,8, 6,9 I'n), 3,27-3,40 (1H, m), 7,50 (1H, d, J=2,2 '), 7,58 (1H, d, J=2,2 T'm), 9,47 (1H, brs), 10,86 (1H, s).

OranonssIi npumep 87.

[Moxyuenne 6-(3-6pom-5-xnop-4-runpokcudenin)-5-metun-4,5-muruapo-2H-nmupnaazns-3-oxa.

[Xum. 100]
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K cmecn metun-4-[3-6pom-5-xs1op-4-(METOKCUMETHIIOKCH ) (DeHI |-3-MeTHIT-4-0kcoOyTaHoaTa (dTaJOHHBIN
npumep 41, 1,15 1) B aTanone (15 mi) nobasmsnmu ykcycHyro kucioty (0,518 mur) m monoruapar rumapasuna (0,440
MII), a 3aTeM CMECh HarpeBali ¢ 0OPaTHBIM XOJIOJAWIBHUKOM B Te4eHUE 13 4. PeaknmoHHYIO CMeCh KOHIICHTPH-
pOBaIH, K OCTaTKy N0OABISUTH BOAY, a 3aTEM CMECh SKCTparupoBaiu dTmiarneratoM. OpraHudeckuil cioit mpo-
MBIBAJI BOJOH U COJICBBIM PAacTBOPOM, BBICYIIMBAIH HaJ OC3BOIHBIM CYIb(aToM HaTpus, U (HUIBTPOBAIH, U
pacTtBopuTels yaamsui. OCTaTOK MePeKPUCTAIUT30BBIBATN U3 I'elTaHa/3THIIAIICTAaTa C IOJYYCHHUCM yYKa3aHHOTO
B 3aTOJIOBKE COCIMHCHHUS B BUE OJICTHO-KEITOr0 TBepAoTo Bemectsa (713 mr).

'H-sIMP (DMSO-dg) 8: 1,03 (3H, d, J=7,3 Tm), 2,18-2,24 (1H, m), 2,66 (1H, dd, J=16.9, 6,8 T'w), 3,30-3,45
(1H, m), 7,76 (1H, d, J=2,2 T'), 7,87 (1H, d, J=2,2 T'm), 10,50 (1H, brs), 10,98 (1H, s).

Crenyroliee COSAMHEHNE MOTYyYald U3 COOTBETCTBYIOIIEIO MCXOIHOTO BEIIECTBA aHAIOTHYHO 3TAJIOHHO-
My npumepy 87.

DTanoHHBIH puMep 88.

6-(3-bpom-5-pTop-4-ruapokcudennn)-5-metun-4,5-quruapo-2H-nmupugazna-3-oH.

[Xum. 101]
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'H-SIMP (DMSO-dg) &: 1,03 (3H, d, J=7,3 T'm), 2,21 (1H, d, J=16,7 Tw), 2,67 (1H, dd, J=16,7, 6,8 T'm),
3,32-3,41 (1H, m), 7,59 (1H, dd, J=12,2, 2,1 I'ny), 7,73 (1H, t, J=2,1 '), 10,85 (1H, brs), 10, 95 (1H, s).

OranonHsIi npumep 89.

[Monyuenne 6-(3-x10p-2-Pprop-4-ruapokcndennn)-S-metnn-4,5-nuruapo-2H-nupugasus-3-oHa.
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[Xum. 102]
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K cMmecu 6-(3-xsop-2-grop-4-MeTokcudpenmn)-S-metun-4,5-muruapo-2H-nmupunasun-3-oHa (3TAIOHHBIH
npumep 76, 1,4 r) B Metmnenxiopuae (50 mi) mobasmsmu xiaopua amomunus (14,2 ) npu 0°C. B atmocdepe
aproHa peakIMOHHYI0 CMECh MEepPEeMEIINBaIi MPH KOMHATHOW Temreparype B TeueHue Houu. [locne oxmaxme-
HUs peakiuonHor cMecu npu 0°C K Hew mo0aBisuIM Jied B BoJie M 5 M BOIHBIN pacTBOp THAPOKCHIIA HATPHS.
OTaeneHHbId BOMHBIA CJION MOAKUCIIIIN C IMOMOIIBI0 6 M XIIOpHUCTOBOIOpOaHOM KucioThl mpu 0°C, a 3aTem
cMech 3kcrparuposanu dtwianerarom/THF. Opranudeckuil ¢i10il MPOMBIBAIN COJEBBIM PACTBOPOM, BBICYIITHBA-
7 HaJ 0€3BOIHBIM CYNB(GATOM HATPHs, U QWIBTPOBAIH, U PACTBOPHUTEND yaamsumi. [lomydeHHOEe TBepaOE Bellle-
CTBO IPOMBIBAIIM ITyTEM PACTHPAHHUS C STAHOJIOM, a 3aTeM coOmpany Ha QUIBTPE C MOTyYCHHEM YKa3aHHOTO B
3aroJIOBKE COeIMHEHUS B BUJe OJeTHO-KenToro TBepaoro Bemectsa (0,9 r).

'H-sIMP (DMSO-de) &: 1,04 (3H, d, J=7,2 T'w), 2,23 (1H, dd, J=16,8, 3,4 T'np), 2,67 (1H, dd, J=16.8, 6,8 '),
3,06-3,18 (1H, m), 6,87 (1H, dd, J=8,8, 1,3 T'm), 7,41 (1H, t, J=8,8 I'r), 10,98 (1H, s), 11,04 (1H, s).

Crnenyromue COCTMHEHUS TOTydalnd U3 KaXXJIOTO COOTBETCTBYIOIIETO HCXOJHOTO BEIIECTBA aHAJIIOTHIHO
JTAOHHOMY TIpuMepy 89.

Oranonusbii mpumep 90.

6-(3,5-Androp-4-runpokcudennn)-5-metun-4,5-auruapo-2 H-nupunazun-3-ox.

[Xum. 103]
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'H-SIMP (DMSO-dg) &: 1,03 (3H, d, J=7.2 T'm), 2,21 (1H, d, J=16,8 Tu), 2,66 (1H, dd, J=16.8, 6,9 T'm),
3,29-3,41 (1H, m), 7,39-7,50 (2H, m), 10,63 (1H, brs), 10,95 (1H, s).
OranonssIi npumep 91.
6-(3-Xop-5-¢pTop-4-runpokcudenun)-5-merun-4,5-muruapo-2H-nupunazun-3-oH.
[Xum. 104]
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'H-sIMP (DMSO-dg) &: 1,03 (3H, d, J=7,3 I'm), 2,21 (1H, d, J=16,7 Tw), 2,67 (1H, dd, J=16,7, 7,0 Tw),
3,30-3,43 (1H, m), 7,51-7,65 (2H, m), 10,83 (1H, brs), 10,96 (1H, s).

DTanoHHBIH IpuMep 92.

[Monyuenne 6-(2-prop-4-ruapoxcu-3-metmndennn)-S-Mmetni-4,5-auruapo-2H-mupruna3ua-3-ona.

[Xum. 105]

B armocdepe aproma k cmecm 6-(2-¢pTop-4-MeToKCH-3-MeTHIIDEeHNN )-5-MeTU-4,5-quruapo-2H-
NUpHIa3HH-3-0Ha (3TaJOHHBIH npumep 73, 3,6 T) B MeTmiieHxsopue (80 M) 1o KarisiM 100aBiIsuid TpHOpOMHUL
6opa (1 M pactBop B Mmetunenxiopuzae, 100 mur) mpu 0°C, a 3aTeM cMech MepeMeNInBalii P KOMHATHOW TeM-
neparype B TedueHue 3 qHed. K peakunoHHO# cMecH N00aBisiy Jiex B BOJIE U CMECh NEPEMENINBAIN TIPH KOM-
HaTHOH Temneparype B Teuerune 30 muH. CMech SKkcTparupoBanu cMmechio otminanerata/ THF, a 3atem pactBopu-
Tenb yranaau. OctaTok pacTBopsaiau B | M BOJHOM pacTBOpe TMAPOKCHIA HATPHs, a 3aT€M IPOMBIBAIIM METH-
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neHxjaopuaoM. OTaeneHHbIA BOAHBIN CIOM MOAKUCISIIA C TOMOIIBIO 6 M XJIOPUCTOBOAOPOIHOM KUCIOTHI NpHU
0°C, a 3aTem cmech dkcTparupoBany dtwianeratoM/THF. Opranwueckuii ciioil IPOMBIBAIA COJIEBBIM PaCTBO-
POM, BEICYIITUBAIIU HaJl OC3BOAHBIM CYIb(HATOM HATPHS, U PHIBTPOBAIH, U PACTBOPHUTENb yaamsutu. [lomydeHHOE
TBEPJIOC BEUICCTBO IMPOMBIBAIIM ITyTEM PACTHPAHHS C TUU3OMPOITIIOBHIM d(PUPOM, a 3aTeM COOMpAITH Ha (DUIIBT-
pe C MoyYeHHEeM YKa3aHHOTO B 3ar0JI0BKE COSAMHEHHUS B BHJIE CEPOTO TBEPOTO BetmecTra (2,7 T).

'H-IMP (DMSO-dy) 8: 1,03 (3H, d, J=7,1 T'w), 2,05 (3H, d, J=2,2 '), 2,21 (1H, dd, J=16,7, 3,4 T'), 2,63
(1H, dd, J=16,7, 6,6 I'm), 3,05-3,16 (1H, m), 6,68 (1H, d, J=8,4 '), 7,24 (1H, t, J=8,4 T'ry), 10,12 (1H, d, J=2,0
I'm), 10,86 (1H, s).

Crnenyromue COCTUHEHUS TOJTydald U3 KaKJIOTO COOTBETCTBYIOIIETO HCXOJHOTO BEIIECTBA aHAJIIOTHIHO
JTAOHHOMY TIpuMepy 92.

DTajoHHBIH puMep 93.

6-(2,4-Aurnnpokcu-3-metmwidenun)-5-metui-4,5-muruapo-2H-nupunazns-3-oH.

[Xum. 106]
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'H-SIMP (DMSO-dg) &: 1,09 (3H, d, J=7,3 I'm), 1,98 (3H, s), 2,21-2,28 (1H, m), 2,73 (1H, dd, J=16.9, 6,6 '),
3,41-3,51 (1H, m), 6,43 (1H, d, J=8,5 I'm), 7,27 (1H, d, J=8,5 '), 9,80 (1H, s), 10, 97 (1H, s), 12,48 (1H, s).

OranonHsli npumep 94.

6-(3-bpom-2-pTop-4-ruapokcudennn)-5-metun-4,5-quruapo-2H-nmupunazna-3-oH.

[Xum. 107]
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'"H-SIMP (DMSO-de) 8: 1,04 (3H, d, J=7,2 T'w), 2,23 (1H, dd, J=16,8, 3,5 T'ny), 2,67 (1H, dd, J=16,8, 6,7 T'r),
3,06-3,17 (1H, m), 6,84 (1H, dd, J=8,7, 1,3 I'm), 7,44 (1H, t, J=8,7 '), 10,96 (1H, s), 11,07 (1H, d, J=1,7 I'm).

DTajoHHBIH IpuMep 95.

6-(3-DTop-4-TUapOKCH-5-MeTHIQeHII)-5-MeTrI-4, 5-urunpo-2 H-nmupuna3un-3-oH.

[Xum. 108]
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oY

HN - N%\\ﬁe,f ’:f/:)\\\

O
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'"H-sIMP (DMSO-de) &: 1,04 (3H, d, J=7,3 T'm), 2,20 (1H, d, J=16,7 T'm), 2,21 (3H, s), 2,64 (1H, dd, J=16,7,
6,8 I'nm), 3,29-3,39 (1H, m), 7,34-7,44 (2H, m), 9,79 (1H, s), 10,85 (1H, s).
OranonHsIi npumep 96.
6-(5-X70p-2-dTop-4-ruapokcu-3-MeTUAGeHIN)-5 -MeTI-4, 5-turuapo-2 H-nupuna3un-3-oH.

[Xum. 109]
Cl
OB
|
N ~
U
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'H-IMP (DMSO-dy) 8: 1,03 (3H, d, J=7,2 T'w), 2,14 (3H, d, J=2,4 T'w), 2,22 (1H, dd, J=16,7, 3,7 '), 2,66
(1H, dd, J=16,7, 6,7 '), 3,07-3,17 (1H, m), 7,41 (1H, d, J=7,9 T'n), 10,00 (1H, s), 10,96 (1H, s).

DTanoHHBIH puMep 97.

[Monyuenne 6-(3-x50p-2,4-nuruaporcudeHmn)-S-metun-4,5-muruapo-2H-nmupuaazus-3-oHa.
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[Xum. 110]
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B atmocdepe aprona k cmecu 6-(3-xyop-2,4-nuMerokcudeHnn)-S-mMetun-4,5-muruapo-2H-mupuaa3us-3-
oHa (3TANOHHBIN puMep 78, 2,55 1) B metrnenxiopuae (100 M) mo kamusam godasisu Tpudpomus 6opa (1 M
pacTBOp B MeTmieHxaopuze, 45,1 mi) npu 0°C. Cmech nepeMenBaiy Npu KOMHATHOI TeMIepaType B TeUeHUE
3 nmHei#. PeakimoHHYI0 CMECh racHIU IyTeM MEJJICHHOTO J00aBieHus MetaHona 1pu 0°C, a 3aTeM pacTBOpH-
Tenb ynamsuid. OCTaToK pa30aBIsuUId STHIAICTATOM, IMPOMBIBATIHM BOJIOW M COJEBBEIM PAaCTBOPOM, BBICYIIMBAJIH
Haj 0e3BOJHBIM cynbdarom HaTpus U GunbTpoBanu. M pactBopurens ymansumu. Cmechk pactBopsiiin B DMF (15
M), kK Helt nobasisum xiaopua utus (1,91 1). Cmech nepementuBanu npu 240°C non [eCTBUEM MUKPOBOJTHO-
BOro m3nmydeHus B TedcHue 30 muH. K peakiimoHHo# cMecr J00aBIsuId BOAY M CMECh DKCTPATUPOBAIN dTHIIAIIC-
taToM. OpraHUuYecKHi CIIOM MPOMBIBAIN BOJON M COJICBEIM PACTBOPOM, BBHICYIIIMBATK HaJl OC3BOJHBIM CYJb(da-
TOM HATpHs, ¥ QWIBTPOBAIU, U PACTBOPHUTENG YU, [10TydeHHBIN HEOYHIICHHBIH MTPOAYKT OYHUIIATIH C I10-
MOIIBIO KOJIOHOYHOW XpoMatorpaduu Ha crmkarene (renran: tunanetar=67:33-33:67), a 3areM mepekpucrai-
JIM30BEIBANIM U3 STAHOJIA C MMONyYCHHEM YKa3aHHOTO B 3aroJIOBKE COCIMHCHHS B BUJC OCIIOTO TBEPIOTO BEIECT-
Ba (1,21 r).

'H-sIMP (DMSO-dg) &: 1,10 (3H, d, J=7,3 I'm), 2,27 (1H, d, J=16,1 Tw), 2,78 (1H, dd, J=16,7, 6,7 T'w),
3,41-3,56 (1H, m), 6,57 (1H, d, J=8,9 I'm), 7,42 (1H, d, J=8,9 I'm), 10,67 (1H, brs), 11, 07 (1H, s), 13,03 (1H, s).

DTanoHHBIH puMep 98.

[Monmyaenue 6-[4-runpokcu-2-(METOKCUMETHUIIOKCH )-3-MeTHIIGeHII |-5-MeTni-4,5-nuruapo-2H-
MUpUIa3uH-3-0Ha.
[Xum. 111]
S e

ObecrieunBaiM HAXOXKICHUE CMeCH 6-[4-0eH3MIOKCH-2-(METOKCUMETHIOKCH )-3-METHII(EHILT |-5-MeTHII-
4,5-murunpo-2H-nupunasun-3-oHa (3tanonHsii mpumep 83, 1,55 r) u mamnanus Ha yrie (10% Bec./Bec., 100 mr) B
stanone/THF (1:1, 40 M) B atmocdepe Bogopoma. CMech mepeMeniBaii Ipid KOMHATHOW TeMIepaType B Teue-
HUe 2 4, a 3aTeM nepememmBaiy pu 40°C B Teuenne 2 4. CMech (QUIBTpOBAIM depe3 MOMYIIKY U3 HEInTa U
¢unbTpar KoHIEHTpHpOoBaaH. OCTATOYHOE TBEPAOC BEIISCTBO IPOMBIBAU MyTEM PACTUPAHUS C THITHUIOBBIM
a¢upoM, a 3aTeM coOupanu Ha QUIBTpE C TOJyYEeHHEM YKa3aHHOTO B 3aroJIOBKE COEIMHEHHS B BUae OEI0ro
TBepaoro Bemectsa (1,13 r).

'H-sIMP (DMSO-dg) 8: 0,90 (3H, d, J=7,1 Tw), 2,07 (3H, s), 2,21 (1H, dd, J=16,7, 4,8 T'w), 2,63 (1H, dd,
J=16,6, 6,8 I'm), 3,09-3,20 (1H, m), 3,41 (3H, s), 4,87-4,92 (2H, m), 6,64 (1H, d, J=8,3 T'm), 6,96 (1H, d, J=8,3
I'm), 9,73 (1H, s), 10,76 (1H, s).

Crnenyromee coeMHEHNE TOIYyJald W3 COOTBETCTBYIOMIETO MCXOJHOTO BEIIECTBA aHAIOTHYHO 3TAJIOHHO-
My npumepy 98.

DTanoHHBIH puMep 99.

6-[3-Xop-4-runpokcu-2-(MeTokcumeTmiioken ) pennn|-5-merun-4,5-aurunpo-2H-nmupunazun-3-on

[Xum. 112]
oy O
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'H-SIMP (CDCly) &: 1,08 (3H, d, J=7,3 '), 2,42 (1H, dd, J=17,0, 4,6 T'wy), 2,79 (1H, dd, J=17,0, 7,0 T'w),
3,27-3,39 (1H, m), 3,54 (3H, s), 5,02 (1H, d, J=5,6 T'm), 5,14 (1H, d, J=5,6 '), 5,84 (1H, brs), 6,88 (1H, d,

J=8,5Tm), 7,19 (1H, d, J=8,5 I'n), 8,47 (1H, s).
Oranonusnii mpumep 100.
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6-[3-bpom-2-¢pTop-4-(MeToKkCcUMeTHIIOKCH) eI |-5-MeTri-4,5-murunpo-2H-nupraazun-3-oH.
[Xum. 113]

//‘\ 0 \,/0\
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K cmecn 6-(3-6pom-2-prop-4-ruapokrcudennn)-S-metun-4,5-quruapo-2H-mupunazni-3-oaa (3TATOHHBIN
npumep 94, 2,37 r) B metrnenxaopuae (30 mi) mobasmsun N,N-aum3onpormmmdTiiaaMud (2,06 M) U xJiopMe-
TUAMETHIIOBBIN 3up (1,16 M), a 3aTeM cMech epeMelIMBaIIA MPH KOMHATHOW TemrepaTtype B Teuenue 3 4. K
PEaKIMOHHON cMecH T00aBIISUTH BOAY M CMECh IKCTparnpoBaid dTmwianeratoM. OpraHnuecKuii cioil mpoMbIBa-
JIM BOJIOW M COJIEBBIM PAacTBOPOM, BBICYIIMBANN HaJ O0€3BOJHBIM CyIb(haTOM HATPHS, U (PUIHTPOBAIIH, U PaCcTBO-
putenb yaansui. [1odydeHHBI HEOUHIIIEHHBIH MPOIYKT OYHIIAIH C IIOMOIIBI0 KOJIOHOYHOW XpoMaTtorpaduu Ha
cunukaresne (rentan:sTuianetat=80: 20-67: 33) ¢ mojsiyyeHHEM YKa3aHHOTO B 3aroJIOBKE COCIMHEHUS B BHIE
6enoro TBepaoro Bemectea (1,97 r).

'H-SIMP (DMSO-de) 8: 1,04 (3H, d, J=7,3 T'm), 2,25 (1H, dd, J=16,9, 3,7 I'ny), 2,69 (1H, dd, J=16,9, 6,8 T'r),
3,08-3,20 (1H, m), 3,42 (3H, s), 5,38 (2H, s), 7,12 (1H, dd, J=8,8, 1,2 I'my), 7,59 (1H, t, J=8,8 T'm), 11,05 (1H, brs).

Oranonssli npumep 101.

[ony4uenue 6-[2-GpTOp-4-(METOKCUMETHIIOKCH)-3-BUHIII(DeHII | -5-MeTHI-4,5-muruapo-2H-nupunasus-3-oHa.

[Xum. 114]
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K cmecun 6-[3—6p0M-2—(1)T0p—4-(MeTOKcHMeTI/mOKCH)(beHHn]—5—MeTI/m—4,5—;[Hm;[po-2H—anm[a3HH-3—0Ha
(atanmonnsrit mpumep 100, 4,87 1) B 1,2-mumeTtokcudTane/Boxe (3:1, 32 mu) mobGapnsan BuHHITpHGTOpOOpAT
KaJust (3,78 T), KapOoHaT KaJIns (4,87 T) 7 KOMITJIEKC IUXIIopuIa [1,1'-
ouc(mudpennndochuno)deppouet |nammaaus (II) ¢ merunenxnopunom (1,15 r). 3aTem cMmech mepeMerIMBaIN
mpu 150°C mon neficTBeM MHUKPOBOJIHOBOTO M3IyUYeHHS B TEUCHHE OJHOTO Yaca. PEakIMoOHHYI0 CMECh BBUTHBA-
JM B BOJY/3THIIALICTAT, & 3aT€M CMECh (DMIBTPOBAIN Yepe3 MOAYIIKY W3 HenuTa. U GuiabTpaTr sKCTparupoBaiu
STHIIAIICTATOM.

OpraHuyeckuii cJI0i MPOMBIBAIN BOJIOW U COJICBHIM PACTBOPOM, BHICYIITUBAIN HaJl OC3BOTHBIM CYiIb(aTom
HATpUS, ¥ (UIBTPOBAIN, U PACTBOPUTEID yaausutd. [0MydeHHBI HEOUMIICHHBIH MPOAYKT OYHUINAIH C TTOMO-
IBI0 KOJIOHOYHOH XpomaTorpaduu Ha cunukarene (renraH:atiinanetat=80: 20-67: 33) ¢ momydennem ykasaH-
HOTO B 3ar0JIOBKE COCTMHEHHSI B BHJIE OJIeTHO-)KENITOTO TBepAoro Bemectsa (3,01 r).

'H-sIMP (CDCl;) &: 1,20 (3H, d, J=7,1 I'n), 2,43 (1H, dd, J=16,9, 3,4 T'n), 2,74 (1H, dd, J=16.9, 6,6 '),
3,21-3,33 (1H, m), 3,50 (3H, s), 5,26 (2H, s), 5,54-5,60 (1H, m), 5,98-6,08 (1H, m), 6,81 (1H, dd, J=18,1, 12,0
I'm), 6,95 (1H, dd, J=8,8, 1,0 I'r), 7,37 (1H, t, J=8,8 I'y), 8,60 (1H, brs).

Oranonusni mpumep 102.

[Momyuenue 6-[3-3Tmi-2-GTop-4-(MeTOKCUMETHIIOKCH ) pern |-5-metnn-4,5-muruapo-2H-mupugasuH-3-oHa.

[Xum. 115]
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K cmecu 6-[2-pTOp-4-(METOKCHUMETHIIOKCH)-3-BUHUIQEHMI |-5-MeTr-4, 5-murunpo-2H-nmupunasun-3-oHa
(aranonnsrit npumep 101, 292 mr) B atanone (10 M) mobasmsann muatuHy Ha yrie (1% Bec./Bec., 195 mr). Peak-
IIUOHHYIO CMECh IEPEMEIINBAIN NP KOMHATHOU TeMIeparype B TeueHue 4 4 B atMmocdepe Bomopoa. Peakim-
OHHYIO CMeCh (DMIBTPOBAIM Yepe3 MOAYIIKY U3 IIEJHTa, a 3aTeM (HIBTPAT KOHIICHTPUPOBAIN C MOTYyYCHHEM
YKa3aHHOTO B 3ar0JIOBKE COSIMHEHHsI B BUJIE Oenoro TBepaoro Bemectsa (280 mr).

'H-SIMP (CDCly) &: 1,16 (3H, t, J=7,6 T'), 1,20 (3H, d, J=7,3 I'm), 2,42 (1H, dd, J=16,9, 3.4 '), 2,66-
2,79 (3H, m), 3,21-3,34 (1H, m), 3,49 (3H, s), 5,24 (2H, s), 6,90 (1H, dd, J=8,8, 1,0 I'y), 7,33 (1H, t, J=8,8
I'm), 8,53 (1H, brs).

Oranonssli npumep 103.

-43 -



036423

[Monyuenne 6-(3-3tmn-2-prop-4-ruapokcudennn)-S5-metnn-4,5-nuruapo-2H-nupunasus-3-oHa.
[Xum. 116]
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K cmecn  6-[3-3THi-2-¢Top-4-(METOKCUMETHIOKCH ) peHMI | -5-MeTHI-4,5 - murnapo-2 H-nmupraasun-3-ona
(aranonnsrit mpumep 102, 280 mr) B aTanone (10 min) godasismn 6 M xiopuctoBomopoanyro kucnoty (0,476 mi),
a 3areM cMech nepememuBaiy mpu 60°C B Teuenne 7 4. K peaknmmoHHON cMecH J00aBIIsUIA BOAY, a 3aTeM CMeCh
SKCTParupoBaiy dTuiarneraToM. OpraHNYecKuil cJI0i MPOMBIBAIH BOIOH M COJIEBHIM PAaCTBOPOM, BBICYIINBAJIH
HaJl 0e3BOJIHBIM CYIh(HATOM HATPUS, a 3aTeM (PUIBTPOBAIM M PACTBOPUTENb YAAIUTH. [10Ty4eHHBIN HEOUHIICH-
HBII MIPOJIYKT OYHIIAIH C ITOMOIIbI0 KOJIOHOYHOW Xpomarorpaduu Ha CHIMKareie (renrtaH:dTHianerat=33:67-
17:83) ¢ monydeHueM yka3aHHOTO B 3aroJIOBKE COCTUHEHUS B BHJIE Oeoro TBepaoro Bemecta (151 mr).

'H-sIMP (DMSO-de) &: 1,03 (3H, d, J=7,3 T'ny), 1,08 (3H, t, J=7,3 '), 2,20 (1H, dd, J=16,9, 3,7 I'n)), 2,52-
2,68 (3H, m), 3,04-3,18 (1H, m), 6,68 (1H, d, J=8,5 I'm), 7,24 (1H, t, J=8,8 I'm), 10,09 (1H, brs), 10,87 (1H, brs).

Crenyromue COeIMHEHUS MONTydalld U3 KaXIOT'0 COOTBETCTBYIOIIETO MCXOJHOI'O BEIECTBA aHAJIOIMYHO
STalloHHOMY npuMepy 103.

Oranonusiid mpumep 104.

6-(4-T'unpokcu-3,5-mumetnndenmn)-5-metmi-4,5-nurunpo-2H-nupuga3uH-3-oH.

[Xum. 117]

Hm/’k\ L\f,f’//’;\‘m\
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'"H-SIMP (DMSO-dg) &: 1,04 (3H, d, J=7,3 T), 2,19 (6H, s), 2,19 (1H, d, J=16,7 T'n), 2,61 (1H, dd, J=16,7,
6,8 I'm), 3,27-3,38 (1H, m), 7,36 (2H, s), 8,59 (1H, s), 10,75 (1H, s).

Oranonssli npumep 105.

6-(2-®rop-4-ruapoxcu-3-BuHMIGEeHIN)-5-MeTrII-4,5-murunpo-2H-nupraa3un-3-oH.

[Xum. 118]
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'H-sIMP (DMSO-dg) &: 1,03 (3H, d, J=7,3 T'm), 2,21 (1H, dd, J=16,9, 3,7 I'n), 2,64 (1H, dd, J=16,9, 6,8
I'm), 3,04-3,16 (1H, m), 5,45-5,53 (1H, m), 5,96-6,05 (1H, m), 6,71-6,81 (2H, m), 7,30 (1H, t, J=8,8 T'ry), 10,56
(1H, d,J=1,2 T'), 10,91 (1H, s).

Oranonusnid mpumep 106.

6-(3-X70p-2-dTop-4-THAPOKCH-5-MEeTUADEHIIT)-5 -MeTIIT-4, 5-muruapo-2 H-nmupuna3ua-3-oH.
[Xum. 119]
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'H-IMP (DMSO-d) &: 1,04 (3H, d, J=7,2 I'n)), 2,19-2,27 (1H, m), 2,20 (3H, s), 2,67 (1H, dd, J=16,7, 6,7
I'm), 3,08-3,18 (1H, m), 7,32 (1H, d, J=8,8 T'u), 10,02 (1H, s), 10,97 (1H, s).
Oranonusii mpumep 107.

[omyyenne  6-[2-(METOKCHMETHIIOKCH)-3-MeTHI-4-(2-0Kcompornokcn)heHmn |-5-MeTiin-4,5-nurunpo-2H-
NUpUAA3HH-3-0Ha.
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[Xum. 120]
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K cmecn 6-[4-runpokcn-2-(MeTOKCUMETHIIOKCH)-3-MeTHIheHnn|-5-metrin-4,5-nuruapo-2H-nupunasun-3-
oHa (3TanoHHbI npumep 98, 140 mr) u kapOonata kanus (83 mr) B DMF (3 mur) mo6asnsuin 6pomarietos (0,052
M) npu 0°C 1 cMech nepeMenInBaii Ipu TOU ke TeMIepaType B TeueHue 2 4. PeaklinoHHY0 cMech BBLIUBAIU
B BOZY M CMECh 9KCTparupoBaiu 3tunaneraroM. OpraHndecKiil CIOH MPOMBIBAIN BOJON U COJIEBBIM PacCTBOPOM,
BBICYIIMBAJIN HaJ OE3BOAHBIM CyIb()AaTOM HATPUs, U (QUIBTPOBAIM, U PACTBOPUTENb yAAIH. [lomydeHHBIH
HEOUHMICHHBIH MNPOAYKT OYMINATA C TIOMOINBIO KOJOHOYHON Xpomarorpaduu Ha CHIHKareiae (rem-
tan:dTIIaneTaT=60:40-40:60). TlomydeHHOE TBEpI0€ BEMIECTBO MPOMBIBAIH ITyTEM PACTHPAHUS C TUITHIOBBIM
3dupom, a 3aTeM cobupann Ha QUIBTPE C MOJYICHHEM YKa3aHHOTO B 3aroJIOBKE COSIWMHEHHs B BHIE O€roro
TBepaoro Beniectsa (120 mr).

'H-SIMP (CDCl3) 8: 1,07 (3H, d, J=7,3 '), 2,28 (3H, s), 2,32 (3H, s), 2,41 (1H, dd, J=17.0, 4,6 T), 2,79
(1H, dd, J=17,0, 7,0 I'm), 3,26-3,37 (1H, m), 3,51 (3H, s), 4,56 (2H, s), 4,90 (1H, d, J=5,6 '), 5,00 (1H, d, J=5,6
I'm), 6,52 (1H, d, J=8,5 I'n), 7,13 (1H, d, J=8,5 '), 8,42 (1H, s).

Crenyiomue COeMHEHUS MOMydalld U3 KaXIOI'0 COOTBETCTBYIOIIETO MCXOJHOI'O BEIECTBA aHAJIOIMYHO
3TalloHHOMY npuMepy 107.

Oranonssli npumep 108.

6-[2,3-An¢rop-4-(2-okconponokcu)pernn|-5-metni-4,5-nuruapo-2H-nupunasus-3-oH.

[Xum. 121]
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'H-sIMP (DMSO-dg) 8: 1,05 (3H, d, J=7,3 Tu), 2,16 (3H, s), 2,25 (1H, dd, J=16,7, 3,3 Tw), 2,70 (1H, dd,
J=16,7, 6,8 Tm), 3,10-3,23 (1H, m), 5,04 (2H, s), 6,91-7,01 (1H, m), 7,28-7,38 (1H, m), 11,03 (1H, s).

Oranonusnii mpumep 109.

6-[3,5-Anxnop-4-(2-okconponokcu)penni|-5-metmn-4,5-nuruapo-2H-nupuga3sun-3-oH.

[Xum. 122]

'H-sIMP (DMSO-dg) &: 1,04 (3H, d, J=7,3 I'm), 2,20-2,28 (1H, m), 2,23 (3H, s), 2,70 (1H, dd, J=16,7, 7,0
I'm), 3,37-3,49 (1H, m), 4,73 (2H, s), 7,84 (2H, s), 11,10 (1H, s).
Oranonusnii mpumep 110.
6-[3-Xop-2-¢Top-4-(2-okconponokcu)permn|-5-metnin-4,5-nuruapo-2H-nupuna3zus-3-oH.
[Xum. 123]
0
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'H-sIMP (DMSO-dq) 8: 1,04 (3H, d, J=7,1 Tw), 2,18 (3H, s), 2,25 (1H, dd, J=16,6, 3,7 T'm), 2,69 (1H, dd,
J=16,6, 6,8 I'n), 3,10-3,19 (1H, m), 5,06 (2H, s), 6,95 (1H, dd, J=8,9, 1,5 T'm), 7,49 (1H, t, J=8,9 I'y), 11,03 (1H,
S).

Oranonssli npumep 111.

6-[3-Ximop-2-(MeTOKCUMETHIIOKCH )-4-(2-0KconporiokcH ) e |-5-metnn-4,5-auruapo-2 H-nupunazua-3-oH.

[Xum. 124]

'H-sIMP (CDCl3) &: 1,08 (3H, d, J=7,3 Tu), 2,37 (3H, s), 2,42 (1H, dd, J=17,0, 4,9 T'm), 2,80 (1H, dd,
J=17,0, 7,0 I'n), 3,29-3,40 (1H, m), 3,54 (3H, s), 4,60 (2H, s), 5,04 (1H, d, J=5,6 T'w), 5,18 (1H, d, J=5,6 '),
6,63 (1H, d, J=8,8 I'm), 7,22 (1H, d, J=8,8 T'm), 8,44 (1H, s).

OranoHHbli mpumep 112.

6-[3-X70p-5-dTop-4-(2-okconpornokcn)henmn|-5-meTmwi-4,5-nuruapo-2H-nupugazuH-3-oH.

[Xum. 125]
b 0
l/»\ ,.0\\/)’\
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'H-IMP (DMSO-ds) 8: 1,04 (3H, d, J=7,3 '), 2,17 (3H, s), 2,24 (1H, d, J=16,8 T'u), 2,69 (1H, dd,
J=16,8, 6,9 T'm), 3,35-3,45 (1H, m), 4,95 (2H, d, J=2,0 I'n), 7,62 (1H, dd, J=13,2, 2,1 T'w), 7,67-7,71 (1H, m),
11,06 (1H, s).

Oranonssli npumep 113.

6-[3-bpom-5-¢pTop-4-(2-okconponokcu)pernn]-5-metmin-4,5-nurnapo-2H-nupunasus-3-oH.

[Xum. 126]

Br 0

;5[9\/\\
i

N N o

HY F
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'H-IMP (DMSO-d) &: 1,04 (3H, d, J=7,3 I'm), 2,19 (3H, s), 2,23 (1H, d, J=16,8 T'n), 2,69 (1H, dd,
J=16,8, 6,9 I'n), 3,34-3,45 (1H, m), 4,92 (2H, d, J=2,1 I'n), 7,65 (1H, dd, J=13.,4, 2,1 I'n), 7,82 (1H, t, J=2,1 I'),
11,06 (1H, s).
Oranonssli npumep 114.
6-[3-bpom-2-¢pTop-4-(2-okconponokcy)pernn]-5-metmn-4,5-nurnapo-2H-nupunasus-3-oH.

[Xum. 127]
0
p
[ OQ 8
~_ F

O N ’A\"&

'H-SIMP (DMSO-dg) &: 1,04 (3H, d, J=7,2 Tw), 2,19 (3H, s), 2,25 (1H, dd, J=16,8, 3,7 T'm), 2,69 (1H, dd,
J=16,8, 6,7 I'm), 3,08-3,19 (1H, m), 5,04 (2H, s), 6,90 (1H, dd, J=8,9, 1,2 T'm), 7,52 (1H, t, J=8,9 I'r), 11,02 (1H, s).

OranoHusli mpumep 115.

6-[3,5-IumeTnn-4-(2-okconponokcu )penmn|-5-metmin-4,5-murunpo-2H-nuprnazus-3-oH.
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[Xum. 128]

¢
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'H-SIMP (DMSO-dg) &: 1,05 (3H, d, J=7,3 T), 2,17 (3H, s), 2,22 (1H, d, J=16,8 T'w), 2,24 (6H, s), 2,64

(1H, dd, J=16,8, 6,8 I'y), 3,31-3,42 (1H, m), 4,52 (2H, s), 7,45 (2H, s), 10,88 (1H, s)
OranoHHsli mpumep 116.

6-[3-®rop-5-meTnin-4-(2-okconponokcu)penni|-5-metnin-4,5-nuruapo-2H-nupunasus-3-oH
[Xum. 129]

£ 9
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'"H-SIMP (DMSO-d) &: 1,05 (3H, d, J=7,3 T), 2,14 (3H, s), 2,22 (1H, d, J=16,7 T'w), 2,31 (3H, s), 2,66

(1H, dd, J=16,7, 6,8 I'y), 3,32-3,42 (1H, m), 4,84 (2H, d, J=1,7 I'y), 7,40-7,48 (2H, m), 10,95 (1H, s)
Oranonssli npumep 117.

6-[3-Xiop-5-metni-4-(2-okconponokcu)penni|-5-metnin-4,5-nuruapo-2H-nupunasus-3-oH
[Xum. 130]

Gl
/\

vy N
'H-SIMP (CDCl5) 8: 1,24 (3H, d, J=7,3 T'), 2,36 (3H, s), 2,38 (3H, s), 2,47 (1H, dd, J=17.1, 1,2 Tw), 2,69
(1H, dd, J=17,1, 6,8 T'w), 3,23-3,33 (1H, m), 4,51 (2H, s), 7,50 (1H, d, J=2,2 T'n), 7,62 (1H, d, J=2,2 T'n), 8,73
(1H, brs).

Oranonusbi mpumep 118.

6-[3-bpom-5-x710p-4-(2-0KCONpOIOKCH ) peHmI|-5-MeTri-4,5-nuruapo-2 H-nmupuga3u-3-oxH
[Xum. 131]

'H-SIMP (CDCls) &: 1,25 (3H, d, J=7,3 T'), 2,45 (3H, s), 2,45-2,55 (1H, m), 2,70 (1H, dd, J=17,1, 6,8 T'ry)

3,20-3,31 (1H, m), 4,54 (2H, s), 7,75 (1H, d, J=2,2 Tw), 7,87 (1H, d, J=2,2 I'n), 8,58 (1H, brs)
OranoHusni mpumep 119.

6-[2-DTop-3-MeTri-4-(2-okconponokcn)peHnn|-5-metnin-4,5 -muruapo-2H-mupuaazua-3-oxn
[Xum. 132]

0
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'"H-SIMP (DMSO-dg) 8: 1,03 (3H, d, J=7,2 T'm), 2,14 (3H, d, J=2,0 I'm), 2,18 (3H, s), 2,23 (1H, dd, J=16,9,
3,6 '), 2,66 (1H, dd, J=16,9, 6,7 Tw), 3,07-3,17 (1H, m), 4,92 (2H, s), 6,74 (1H, d, J=8,7 T'w), 7,33 (1H, t, ]=8,7
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I'm), 10,93 (1H, s).
Oranonsslil npumep 120.
6-[2-DTOp-4-(2-0KCOMPOTIOKCH )-3-BUHIWIDeHNN |-5-MeTH-4,5-muruapo-2H-mupunazua-3-0H.

[Xwm. 133]
S /O‘V’L\‘a
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'H-sIMP (CDCl3) &: 1,20 (3H, d, J=6,8 T'w), 2,31 (3H, s), 2,43 (1H, dd, J=17,1, 3,7 I'n)), 2,74 (1H, dd, J=17,1,
6,8 T'm), 3,21-3,33 (1H, m), 4,63 (2H, s), 5,59-5,66 (1H, m), 6,06-6,13 (1H, m), 6,56 (1H, dd, J=8,8, 1,0 T'm), 6,85
(1H, dd, J=18,1, 12,0 T'm), 7,39 (1H, t, J=8,8 I'y), 8,58 (1H, brs).
OranoHHbIi mpumep 121.
6-[3-Otun-2-prop-4-(2-oxconponokcn)peHmn|-5S-meTmi-4,5-nuruapo-2H-nmupuga3znH-3-oH.
[Xum. 134]
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'H-sIMP (CDCly) &: 1,16-1,24 (6H, m), 2,31 (3H, s), 2,42 (1H, dd, J=16,9, 3,4 T'w), 2,69-2,83 (3H, m),
3,20-3,33 (1H, m), 4,58 (2H, s), 6,51 (1H, d, J=8,8 T'm), 7,35 (1H, t, J=8,8 I'ry), 8,48 (1H, brs).
Oranonssli npumep 122.
6-[2,3-udtop-4-(2-okcoOyTokcn)perun|-S-metun-4,5-muruapo-2 H-nmupuaa3un-3-oH.
[Xum. 135]

v e
0’?\/ ~. F

'"H-sIMP (DMSO-de) &: 0,98 (3H, t, J=7,3 I'n), 1,05 (3H, d, J=7,1 I'n), 2,25 (1H, dd, J=16,7, 3,3 I'n)), 2,48-
2,58 (2H, m), 2,70 (1H, dd, J=16,7, 6,8 I'n), 3,09-3,22 (1H, m), 5,05 (2H, s), 6,89-7,01 (1H, m), 7,29-7,38 (1H,
m), 11,03 (1H, s).
OranoHHbIHA pumep 123.
6-[3-X70p-5-dTop-4-(2-okcobyTokcn)dhennn|-5-metun-4,5-muruapo-2H-nupuaazuH-3-oH.
[Xum. 136]
F 0
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'H-sIMP (DMSO-dq) &: 0,98 (3H, t, J=7,3 '), 1,04 (3H, d, J=7,3 I'n), 2,24 (1H, d, J=16,9 T'u), 2,54 (2H,
q, J=7,3 I'm), 2,69 (1H, dd, J=16,9, 7,1 I'm), 3,34-3,45 (1H, m), 4,96 (2H, d, J=2,0 '), 7,58-7,64 (1H, m), 7,67-
7,72 (1H, m), 11,06 (1H, s).

OtanonHsli npumep 124.

6-[3,5-Auxnop-4-(2-okcodyroken)denmn]-5-metun-4,5-qurunpo-2 H-nupraasnn-3-oH.
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[Xum. 137]
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'H-SIMP (DMSO-dg) &: 1,00 (3H, t, J=7,3 '), 1,04 (3H, d, J=7.3 T), 2,24 (1H, d, J=16,9 T'm), 2,62 (2H,
q,J=7,3 '), 2,70 (1H, dd, J=16,9, 7,1 I'nm), 3,38-3,49 (1H, m), 4,75 (2H, s), 7,84 (2H, s), 11,10 (1H, s).

Oranonssli npumep 125.

6-[3-Xop-2-¢pTop-4-(2-okcobyToken)penun]-5-metmn-4,5-quruapo-2 H-nmpruaazns-3-oH.

[Xum. 138]

'H-sIMP (DMSO-de) &: 0,98 (3H, t, J=7,2 T'm), 1,04 (3H, d, J=7,3 I'n), 2,25 (1H, dd, J=16,7, 3,7 I'n)), 2,56
(2H, q, J=7,2 T), 2,69 (1H, dd, J=16,7, 6,7 I'n), 3,10-3,19 (1H, m), 5,07 (2H, s), 6,94 (1H, dd, J=8,8, 1,5 I'n),
7,49 (1H, t, J=8,8 T'm), 11,03 (1H, s).

OtanonHsli npumep 126.

6-[3-Xnop-5-meTmn-4-(2-okcodyroken)hennn]-5-mMetnn-4,5-quruapo-2H-nmupraaznH-3-oH.

[Xum. 139]
Cl 0
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'H-SIMP (CDCly) &: 1,17 (3H, t, J=7,3 Tw), 1,24 (3H, d, J=7,3 T'w), 2,36 (3H, s), 2,47 (1H, dd, J=17,1, 1,0
I'm), 2,65-2,80 (3H, m), 3,23-3,33 (1H, m), 4,53 (2H, s), 7,49 (1H, dd, J=2,2, 0,7 T'm), 7,62 (1H, d, J=2,2 '), 8,76
(1H, brs).
Oranonssli npumep 127.
6-[3-bpom-5-xn10p-4-(2-okcoOyToken)penun]-5-metmi-4,5-quruapo-2H-nmprnaaznH-3-oH.

[Xum. 140]
Gl 0
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'H-sIMP (CDCLy) 8: 1,17 (3H, t, J=7,3 T'), 1,25 (3H, d, ]=7,3 T'm), 2,49 (1H, dd, J=16,9, 1,0 T'm), 2,70 (1H,
dd, J=16,9, 6,8 I'y), 2,83 (2H, q, J=7,3 T'm), 3,20-3,31 (1H, m), 4,57 (2H, s), 7,75 (1H, d, J=2,2 T'n), 7,87 (1H, d,
J=2,2T), 8,77 (1H, brs).
OranoHHbIiA mpumep 128.
6-[2-DTop-4-(2-0KCOOYTOKCH)-3-BUHMWIPEeHMI |-5-MeTHI-4, 5-murunpo-2 H-nupuna3un-3-oH.
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[Xiv. 141]
I
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'H-SIMP (CDCl3) 8: 1,13 (3H, t,J=7,3 I'n), 1,20 3H, d, J=7,1 T'm), 2,43 (1H, dd, J=16,9, 3,4 T'm), 2,63 (2H,
q, J=7,3 I'm), 2,73 (1H, dd, J=16,9, 6,6 T'm), 3,21-3,33 (1H, m), 4,65 (2H, s), 5,59-5,66 (1H, m), 6,06-6,15 (1H,
m), 6,54-6,59 (1H, m), 6,85 (1H, dd, J=18,1, 12,0 T'w), 7,39 (1H, t, J=8,5 I'r), 8,64 (1H, brs).

Oranonssli npumep 129.

[Monyuenne  metnn-3-[2-6pom-6-xiop-4-(4-mMeTnin-6-okco-4,5-nuruapo- 1 H-nmupunasun-3-wmn)heHokcu]-
2,2-IMMEeTUIPONUOHATA.

[Xum. 142]
N
lf’%j/ N )(\\_(0 .
N ’

Cycnienzuto  6-(3-6poM-5-xsop-4-ruapoxcudenmn)-S-metuin-4,5-muruapo-2H-nmupruaasun-3-ona (3TajaoH-
He1id mpumep 87, 500 mr), MeTmn-2,2-muMeTiil-3-(MeTricynbdonmioken)nponanoara (430 mMr) m kapOoHaTta
nesus (769 mr) 8 NMP (4 mun) nepememmBanu npu 150°C mon geficTBHEM MUKPOBOJIHOBOTO M3JIy4EHHS B TeUe-
aue 1,5 4. K peaknmoHHO# cMecn H00aBISITA BOMY W CMECHh SKCTparmpoBasid dTwiarieratoM. OpraHndecKuit
CJIO¥ IPOMBIBAJIM HACHIIIICHHBIM BOJHBIM PACTBOPOM OMKapOOHATa HATPHUS M COJIEBBIM PACTBOPOM, BHICYIIMBAIIN
HaJx Oe3BONHBIM CyIb(haTOM HATPHs, W (PUIBTPOBAIH, W PACTBOPUTENH yHAISLIH. [loydeHHbBIH HEOUNIIEHHBIN
NPOIYKT OYMIIAIH C IOMOIIBIO KOJIOHOYHOW XpoMmarorpaduu Ha cuinkarene (renran:atuinanetat=>50:50-33:67)
C MOJIy4eHHEM YKa3aHHOTO B 3arojOBKE COCIMHEHHUS B BUAE OJEIHO-KEITOro TBeporo BemecTna (342 mr).

'H-SIMP (CDCl3) &: 1,24 (3H, d, J=7,6 T, 1,41 (6H, s), 2,48 (1H, dd, J=17,1, 1,0 T'm), 2,69 (1H, dd,
J=17,1, 6,8 I'm), 3,20-3,30 (1H, m), 3,74 (3H, s), 4,08 (2H, s), 7,72 (1H, d, J=2,2 T'n), 7,84 (1H, d, J=2,2 T'n),
8,67 (1H, brs).

Crenyromue COSIMHEHUS MONTydalld U3 KaXIOI'0 COOTBETCTBYIOIIETO MCXOJHOT'O BEIIECTBA aHAJIOIMYHO
STaJIOHHOMY npuMepy 129.

Oranonusrid npumep 130.

MeTtwin-3-[2-6pom-6-hTop-4-(4-MeTrin-6-okco-4,5-auruapo- 1 H-nupunasun-3-mn)penokcn]-2,2-
JTUMETHIIIIPOIIHOHAT.

[Xum. 143]
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'H-AMP (DMSO-d6) &: 1,04 (3H, d, J=7,3 T'm), 1,28 (6H, s), 2,23 (1H, d, J=16,8 Tm), 2,69 (1H, dd,
J=16,8, 6,9 I'm), 3,35-3,45 (1H, m), 3,63 (3H, s), 4,16 (2H, d, J=1,5I'n), 7,67 (1H, dd, J=12,8, 2,1 I'n), 7,80 (1H,
t,J=2,1Tm), 11,07 (1H, s).

Oranonssli npumep 131.

Metuin-3-[2-6pom-3-¢pTop-4-(4-meTun-6-okco-4,5-qurunpo- 1 H-nmupunaznn-3-mn)penoken]-2,2-
JVMETHIINIPOIHOHAT.
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[Xum. 144]
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'H-sIMP (DMSO-dq) 8: 1,04 (3H, d, J=7,2 Tw), 1,29 (6H, s), 2,25 (1H, dd, J=16,8, 3,7 T'm), 2,69 (1H, dd,
J=16.8, 6,8 I'm), 3,09-3,20 (1H, m), 3,63 (3H, s), 4,14 (2H, s), 7,05 (1H, dd, J=8,9, 1,1 I'y), 7,58 (1H, t, J=8,9
T'm), 11,02 (1H, s).

OranoHHbIA mpumep 132.

Metwmn-3-[2,6-numetnin-4-(4-metni-6-okco-4,5-murunpo- 1 H-nupunazun-3-un)peHokcn]-2,2-

JUMETHIIIIPOIIMOHAT.
[Xum. 145]
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'H-IMP (DMSO-de) &: 1,05 (3H, d, J=7,3 '), 1,28 (6H, s), 2,17-2,27 (1H, m), 2,22 (6H, s), 2,64 (1H, dd,
J=16,7, 6,8 '), 3,30-3,40 (1H, m), 3,67 (3H, s), 3,74 (2H, s), 7,44 (2H, s), 10, 87 (1H, s).

OranoHHsli mpumep 133.

Metwmin-3-[2-x510p-6-MeTun-4-(4-MeTHi-6-0kco-4,5- muruapo- 1 H-mupuaasun-3-mn)dhenokcu]-2,2-
JTUMETHIIIIPOIIHOHAT.

[Xum. 146]

'H-IMP (CDCl3) &: 1,23 (3H, d, J=7,3 T'w), 1,38 (6H, s), 2,31 (3H, s), 2,46 (1H, dd, J=16,8, 1,0 T'm), 2,68 (1H,
dd, J=16,8, 6,8 I'n), 3,23-3,33 (1H, m), 3,75 (3H, s), 3,95 (2H, s), 7,46 (1H, d, J=2,2 T'n), 7,59 (1H, d, J=2,2 I'y), 8,73
(1H, brs).

Oranonssli npumep 134.

Metun-3-[2-prop-6-meTnin-4-(4-mMeTnin-6-okco-4,5-nuruapo- 1 H-nupunasun-3-un)penokcu]-2,2-
JUMETUINPONHOHAT

[Xum. 147]
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'H-IMP (CDCly) &: 1,24 (3H, t, J=6,8 I'ny), 1,34 (6H, s), 2,25 (3H, s), 2,46 (1H, d, J=17,0 T'w), 2,69 (1H,
dd, J=17,0, 6,8 I'nm), 3,23-3,32 (1H, m), 3,72 (3H, s), 4,09-4,14 (2H, m), 7,28-7,36 (2H, m), 8,53 (1H, s).
OranoHusli mpumep 135.
[Toyuenne 2,2-nmudrop-3-[3-pTop-2-meTrn-4-(4-meTun-6-okco-4,5-muruapo- 1 H-mupunazuu-3-
1) (heHOKCH |IpONTMIIMETaHCYIb(DoHATA.
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[Xum. 148]
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Cycnensuio 6-(2-prop-4-ruapokcu-3-mMeTuiadenun)-S-metuin-4,5-qurunpo-2H-nuprnaasun-3-ona (3TanoH-
HBI ipumMep 92, 500 wmr), 2,2-nudTop-3-(MeTmincynbdoHmIokcH)nponuamerancyibdonara (1,70 r) u xkapbona-
ta ne3us (2,07 r) B NMP (4 min) nepememmBany rpu 150°C non nelicTBHEM MHUKPOBOJIHOBOTO WU3TYUYSHHS B Te-
yernue 1,5 u. K peakiimoHHO# cMecH 100aBIsIM BOAY M CMECh AKCTpAarupoBaii dTmianeratoM. OpraHndeckuit
CJIOW TIPOMBIBAJIM BOJIOW M COJIEBBIM PAacTBOPOM, BBICYIIMBAIIM HaJ O€3BOIHBIM CYJIb(AaTOM HATpHsl, U QUILTPO-
BaJIM, ¥ PAcTBOPHUTENb yAasutd. [1oJydeHHbIH HEOYMINEHHBIH NMPOAYKT OYMINAIN C HOMOIIBIO KOJIOHOYHOH
XpoMatorpaduu Ha cHiIMKaresie (renTaH:dTmianerar=65:35-45:55) ¢ nomydeHneM ykazaHHOTO B 3arojIOBKE CO-
eJIMHEeHHS B BHJIE OJIeIHO-KENTOro aMmopdHOro BemecTsa (324 mr).

'H-sIMP (DMSO-de) &: 1,03 (3H, d, J=7,3 Tu), 2,13 (3H, d, J=2,2 T'm), 2,24 (1H, dd, J=16,7, 3,8 I'n), 2,67
(1H, dd, J=16,7, 6,7 '), 3,04-3,19 (1H, m), 3,32 (3H, s), 4,54 (2H, t, J=12,6 I'm), 4,73 (2H, t, J=13,4 '), 6,98
(1H, d, J=8,8 '), 7,41 (1H, t, J=8,8 I'r), 10,96 (1H, s).

Crenyromue COeAMHEHUS MOMydJalld U3 KaXIOT0 COOTBETCTBYIOLIETO MCXOJHOTO BEIECTBA aHAJIOIMYHO
3TalIoOHHOMY TipuMepy 135.

OranoHHbIi mpumep 136.

3-[2,3-Androp-4-(4-metun-6-okco-4,5-murunpo- 1 H-nupunasun-3-nn)penoxcn]-2,2-
T ToprnponuIMeTaHCyIb(OHAT.

[Xum. 149]

F F

0//&\/’\

'H-SIMP (DMSO-de) 8: 1,05 (3H, d, J=7,3 T'm), 2,26 (1H, dd, J=16.9, 3,4 T'w), 2,71 (1H, dd, J=16,9, 6,7 T'),
3,13-3,22 (1H, m), 3,32 (3H, s), 4,60-4,76 (4H, m), 7,16-7,26 (1H, m), 7,38-7,47 (1H, m), 11, 06 (1H, s).
Oranonssli npumep 137.
3-[2,6-duxnop-4-(4-meTrin-6-okco-4,5-muruapo- 1 H-mupunazun-3-wmwn)penokcu]-2,2-
I ToprnponuIMeTaHCyIb(OHAT.
[Xum. 150]

P 0
HN"’NVR?}\F

'H-SIMP (DMSO-dg) &: 1,04 (3H, d, =73 T'm), 2,25 (1H, d, J=16,9 I'm), 2,70 (1H, dd, J=16.9, 6,8 T'), 3,34
(3H, s), 3,39-3,51 (1H, m), 4,49 (2H, t, J=13,1 I'), 4,76 (2H, t, J=13,6 I'y), 7,81-7,90 (2H, m), 11,12 (1H, s).
Oranonssli npumep 138.
3-[2-Xnop-3-¢pTop-4-(4-meTnin-6-okco-4,5-murunpo-1 H-nupunasun-3-mn)penoxcn]-2,2-
T TOpIpONHIMETaHCYIb(OHAT.
[Xum. 151]

'"H-SIMP (DMSO-dg) &: 1,04 (3H, d, J=7,1 '), 2,26 (1H, dd, J=16.9, 3,7 I'm), 2,70 (1H, dd, J=16.9, 6,8 I'w),
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3,07-3,21 (1H, m), 3,33 (3H, s), 4,58-4,78 (4H, m), 7,17-7,25 (1H, m), 7,55-7,63 (1H, m), 11,06 (1H, s).
Oranonssli npumep 139.
3-[2-X70p-6-dTOp-4-(4-MeTHII-6-0KC0-4,5-nuruapo- 1 H-muprunasun-3-wr)henokcu]-2,2-

TG TOPIIPOITUIMETAHCYTb(OHAT.

[Xum. 152]
JOIY,
0. AL
j ™ - T,S\,
T VN °

PP

'H-SIMP (DMSO-de) &: 1,04 (3H, d, J=7,1 T'm), 2,25 (1H, d, J=17,0 T'w), 2,70 (1H, dd, I=17,0, 7,0 T'), 3,32
(3H, s), 3,37-3,49 (1H, m), 4,58 (2H, t, J=13,1 T'm), 4,73 (2H, t, J=13,6 T'm), 7,65-7,75 (2H, m), 11,10 (1H, s).
Oranonusiid mpumep 140.
3-[2-Bpom-3-pTop-4-(4-MeTun-6-okco-4,5-muruapo- 1 H-nmupuaaszun-3-mn)dpeHokcu]-2,2-
TG TOPIIPONTUIMETAHCYIb(DOHAT.

[Xum. 153]
FF 0
(//:‘“\\\/Q\%\\/IO\SM
I | I .
N i i
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N

'H-sIMP (DMSO-dg) &: 1,04 (3H, d, J=7,1 '), 2,26 (1H, dd, J=16,6, 3,8 I'y), 2,70 (1H, dd, J=16,6, 6,8
I'm), 3,07-3,20 (1H, m), 3,36 (3H, s), 4,55-4,81 (4H, m), 7,16 (1H, d, J=8,8 T'm), 7,62 (1H, t, J=8,8 I'm), 11,06
(1H, s).

OranoHHbIA pumep 141.

2,2-Tudprop-3-[3-(METOKCUMETHIIOKCH )-2-MeTHI-4-(4-MeTHII-6-0Kc0-4,5-muruapo- 1 H-mupuaaszun-3-
1) (DeHOKCH |IpONTMIIMETaHC YT (hOHAT.

[Xum. 154]

'H-SIMP (CDCl3) &: 1,07 (3H, d, J=7,3 T'm), 2,22 (3H, s), 2,42 (1H, dd, J=17,1, 4,9 T), 2,79 (1H, dd,
J=17,1, 7,0 Tw), 3,10 (3H, s), 3,25-3,37 (1H, m), 3,51 (3H, s), 4,29 (2H, t, J=11,4 I'n), 4,61 (2H, t, J=11,8 I'm),
4,89 (1H, d, J=5,9 I'm), 5,00 (1H, d, J=5,6 I'y), 6,67 (1H, d, J=8,5 I'n), 7,16 (1H, d, J=8,5 I'y), 8,43 (1H, brs).

OtanonHsli npumep 142.

2,2-Androp-3-[3-dpTop-4-(4-MeTmi-6-okco-4,5-muruapo- 1 H-nmpnaaznn-3-mn)-2-
BUHWJI()EHOKCH |IpONTMIIMETaHCYI(OHAT.

[Xum. 155]

F.F
e - < L ’fO
T O\)\\/, L\:S\
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'"H-sIMP (CDCl3) &: 1,20 (3H, d, J=7,1 '), 2,43 (1H, dd, J=17,1, 3,7 I'n), 2,70-2,80 (1H, m), 3,09 (3H, s),
3,21-3,32 (1H, m), 4,34 (2H, t, J=11,2 T'm), 4,58 (2H, t, J=11,7 T'm), 5,59-5,65 (1H, m), 5,95-6,03 (1H, m), 6,69-
6,80 (2H, m), 7,43 (1H, t, J=8,5 I'y), 8,47 (1H, brs).

OranonHsli npumep 143.

3-[2-X70p-6-MeTrn-4-(4-MeTn-6-0kco-4,5-auruapo- 1 H-mupunasun-3-mn)penokcn]-2,2-
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JudToprnponuIMeTaHCyIb(OHAT.
[Xum. 156]

'H-sIMP (DMSO-dg) 8: 1,05 (3H, d, J=7,1 T), 2,24 (1H, d, J=16,9 T'm), 2,34 (3H, s), 2,68 (1H, dd, J=16,9,
6,8 I'm), 3,30-3,45 (1H, m), 3,31 (3H, s), 4,37 (2H, t, J=13,2 T'm), 4,75 (2H, t, J=13,6 T'm), 7,64 (1H, d, J=2,0 '),
7,70 (1H, d, J=2,0 '), 11, 01 (1H, s).

OranoHHbIA puMep 144.

[Monyuenne 6-{4-[(Z)-4-(TpeT-0y THIANME THIICHITHIIOKCH )-2 -0y TeHHITOKCH | -3-XJ10p-2-PpTOpheHm } -5-
MeTmi-4,5-nuruapo-2H-nmpuaa3zui-3-oHa.
[Xum. 157]
NN
| I
| i |
Nl .
S el 0
' | .
N 7

Cmech  6-(3-xmmop-2-hrop-4-ruapokcudenmn)-S-metmi-4,5-nuruapo-2H-mupuaasui-3-ona  (3TATIOHHBIH
nmpumep 89, 250 wmr), (Z)-4-(Tper-OyTHIIUMETHUICHINIOKCH)-2-0yTeH-1-oma (217  wmr), Owuc(2-
METOKCHATHN )a3oaukapookcmiaTa (251 mr) u tpudenundocduna (281 mr) 8 THF (10 M) mepememmBaiy npu
KOMHATHOW  TemmepaType B  TedeHHMe Houd. K  peaknmuoHHOW  cMecu  m00aBmsimm  Ouc(2-
METOKCHATHN )a3oaukapookcmiaT (251 mr) u tpudenundochun (281 Mr), a 3aTeM peakIHOHHYIO CMECh Tiepe-
MEIIMBAIN [P KOMHATHOM TeMIiepatype B TeueHue 4 4. PacTBOpUTENh yIalsuId U MONyYEHHBIH HEOUHIIICHHBIN
NPOIYKT OYMIIAIN C TIOMOIIBIO KOJIOHOYHOW XpoMaTorpaduy Ha criIHKarenie (TenTaH: TiianeTat=605:35-45:55)
C MOJIy4eHHEM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B BUE OesIoro TBeporo BemecTsa (296 mr).

'H-sIMP (CDCl5) 8: 0,09 (6H, s), 0,92 (9H, s), 1,21 (3H, d, J=7,1 T'm), 2,44 (1H, dd, J=17,1, 3,2 T'm), 2,74
(1H, dd, J=17,1, 6,7 I'n), 3,22-3,32 (1H, m), 4,33 (2H, dd, J=5,3, 1,3 I'n), 4,81 (2H, dd, J=5,5, 1,1 '), 5,65-5,86
(2H, m), 6,78 (1H, dd, J=8,8, 1,5 '), 7,45 (1H, t, J=8,8 '), 8,47 (1H, s).

Crenyromue COeMHEHUS MOMydalld U3 KaXIOI'0 COOTBETCTBYIOLIETO MCXOJHOI'O BEIIECTBA aHAJIOIMYHO
JTAIOHHOMY TipuMepy 144.

OranoHHbIA pumep 145.

6-{4-[(Z)-4-(TpeT-0y TUITUME THIICHITUIIOKCH )-2 -0y TEHIIIOKCH | -3 -XJT0p-5-Me T ernn } -5-Metnin-4,5-
muruapo-2H-nmupunasun-3-oH.

[Xum. 158]
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'H-SIMP (CDCls) 8: 0,06 (6H, s), 0,89 (9H, s), 1,24 (3H, d, J=7.6 Tn), 2,34 (3H, s), 2,47 (1H, dd, J=17,1,
1,0 T'm), 2,70 (1H, dd, J=17,1, 6,8 '), 3,24-3,33 (1H, m), 4,25-4,28 (2H, m), 4,57-4,61 (2H, m), 5,74-5,87 (2H,
m), 7,47-7,49 (1H, m), 7,61 (1H, d, J=2,2 '), 8,60 (1H, brs).

Otanonssli npumep 146.

6-{4-[(Z)-4-(Tper-Oy THIANME THIICHITIIIOKCH ) -2 -0y TeHUIIOKCH | -2 -pTop-3-BuHmIdenun | -5-metnn-4,5-
muruapo-2H-nmupunasun-3-oH.
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[Xum. 159]

//x’\/u\/ i
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-

'H-sIMP (CDCl5) 8: 0,09 (6H, s), 0,91 (9H, s), 1,19 (3H, d, J=7,3 T'm), 2,42 (1H, dd, J=16,9 3.4 I'n), 2,73
(1H, dd, J=16,9, 6,6 T'm), 3,21-3,32 (1H, m), 4,28-4,34 (2H, m), 4,71-4,77 (2H, m), 5,50-5,58 (1H, m), 5,68-5,83
(2H, m), 6,04-6,09 (1H, m), 6,71 (1H, d, J=8,5 '), 6,80 (1H, dd, J=18,1, 12,2 I'n), 7,38 (1H, t, J=8,5 T'm), 8,52
(1H, brs).

OranoHHbIHA pumep 147.

6-{4-[(Z)-4-(TpeT-0y THIAUME THIICHITUIIOKCH )-2 -0y TEHIIIOKCH |-2 - Top-3-MeTrindennn } -5-metmn-4,5-
muruapo-2H-nmupunasun-3-oH.

[Xum. 160]
/\f\ \?
07 5\/’\ F “}SEK '

'H-IMP (CDCls) 8: 0,09 (6H, s), 0,91 (9H, s), 1,20 (3H, d, J=7,1 Tu), 2,15 (3H, d, J=2,2 Tw), 2,42 (1H,
dd, J=17,0, 3,5 T'n), 2,73 (1H, dd, J=17,0, 6,7 T'u), 3,20-3,33 (1H, m), 4,28-4,34 (2H, m), 4,67-4,75 (2H, m),
5,66-5,83 (2H, m), 6,66 (1H, d, J=8,8 T'm), 7,34 (1H, t, J=8,8 '), 8,43 (1H, s).

OranoHHbIA pumep 148.

6-{4-[(Z)-4-(TpeT-0y THIAUME THIICHITUIIOKCH)-2 -0y TeHUIIoOKCH -2, 3-mudTopdhennn | -5-meTmin-4,5-nuruapo-
2H-nupuna3un-3-oH.

[Xum. 161]

: ‘3\/\\‘
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'H-SIMP (CDCl3) : 0,09 (6H, s), 0,91 (9H, s), 1,22 (3H, d, J=7,1 T), 2,45 (1H, dd, J=17.0, 3,3 T), 2,74
(1H, dd, J=17,0, 6,7 I'n), 3,21-3,33 (1H, m), 4,32 (2H, dd, J=5,4, 1,5 I'n), 4,80 (2H, dd, J=5,9, 1,2 I'ny), 5,66-5,75
(1H, m), 5,75-5,84 (1H, m), 6,75-6,84 (1H, m), 7,25-7,34 (1H, m), 8,51 (1H, brs).

Oranonssli npumep 149.

6-{4-[(Z)-4-(Tper-Oy THIANME THIICHITHIIOKCH ) -2 -0y TCHUIIOKCH |-3-XJ10p-5-hTophern } -5-metmi-4,5-
muruapo-2H-nmupunasun-3-oH.

[Xum. 162]
F
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'H-IMP (CDCl;) 8: 0,06 (6H, s), 0,89 (9H, s), 1,24 (3H, d, J=7,6 T'w), 2,49 (1H, dd, J=17,0, 0,7 T'w), 2,70
(1H, dd, J=17,0, 7,0 T'm), 3,18-3,31 (1H, m), 4,26 (2H, d, J=3,9 T'n), 4,78 (2H, d, J=4,2 T'n), 5,73-5,83 (2H, m),
7,44 (1H, dd, J=12,0, 2,2 T'n), 7,54 (1H, t, J=2,2 T'u), 8,54 (1H, s).

Oranonusni mpumep 150.

6-{3-bpomM-4-[(Z)-4-(TpeT-Oy THIITUMETHIICHIIMIIOKCH )-2 -0y TeHIITOKCH |-5-pTopdenmt } -5-metun-4,5-
muruapo-2H-nmupunasun-3-oH.
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[Xum. 163]
P
,’j ‘v/a\\//:‘:":\
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NN i

'H-SIMP (CDCl5) &: 0,06 (6H, s), 0,89 (9H, s), 1,24 (3H, d, =73 T), 2,48 (1H, dd, J=17.1, 1,5 T), 2,70
(1H, dd, J=17,1, 6,8 I'nm), 3,18-3,31 (1H, m), 4,27 (2H, d, J=4,6 T'n), 4,78 (2H, d, J=5,1 T'w), 5,73-5,83 (2H, m),
7,48 (1H, dd, J=12,1, 2,1 I'm), 7,70 (1H, t, J=2,1 T'm), 8,61 (1H, brs).

Oranonssli npumep 151.

6-{4-[3-(Tper-0y THIANMETHIICHITIIIOKCH )ITPOTIOKCH |-3-XJ10p-2-TuApOKcH e | -5-Me -4, 5-auruapo-
2H-nupuna3un-3-0H.

[Xum. 164]

N OO S /<
o | /N
Ne
By S SN
'H-sIMP (CDCL) &: 0,04 (6H, s), 0,88 (9H, s), 1,30 (3H, d, J=7,3 T'w), 2,04 (2H, xeuuter, J=6,1 '), 2,52
(1H, d, J=17,1 T'w), 2,74 (1H, dd, J=17,1, 6,6 T'n), 3,38-3,50 (1H, m), 3,85 (2H, t, J=6,1 '), 4,19 (2H, t, J=6,1 '),
6,56 (1H, d, J=8,8 I'm), 7,30 (1H, d, J=8,8 T'u), 8,47 (1H, brs), 12,38 (1H, s).
DranoHHbIH puMep 152.
6-{4-[3-(TpeT-0y THIANME TUIICHIIMIIOKCH )TPOTTOKCH |-2-THAPOKCH-3 -METHIIPEHILT } -5-MeTHI-4,5 - TUTruapo-
2H-nupuna3un-3-oH.
[Xum. 165]

F/\\V/O\“’/\\“/ \SEM</
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'H-sIMP (CDCl;) 8: 0,04 (6H, s), 0,89 (9H, s), 1,29 (3H, d, J=7,3 T'), 2,01 (2H, kBunrer, J=6,1 I'n), 2,13
(3H, s), 2,46-2,54 (1H, m), 2,72 (1H, dd, J=16,8, 6,6 'n), 3,40-3,52 (1H, m), 3,83 (2H, t, J=6,1 T'm), 4,11 (2H, t,
J=6,1Tm), 6,48 (1H, d, J=8,8 I'y), 7,23-7,28 (1H, m), 8,37 (1H, brs), 11,89 (1H, s).

Oranonssli npumep 153.

6-{4-[3-(TpeT-0y THIANME TUIICHITHIIOKCH )TPOTTOKCH |-2-GTOp-3-BUHWIPESHI | -5-MeTHI-4,5-nuruapo-2H-
MTUPHUIA3UH-3-0H.

[Xum. 166]
E = O‘\-/ﬁvﬁ\sf‘(\
7N\
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'H-sIMP (CDCl5) 8: 0,04 (6H, s), 0,88 (9H, s), 1,19 (3H, d, J=7,1 T'w), 2,03 (2H, kBunrer, J=6,1 I'n), 2,42
(1H, dd, J=16,9, 3,4 T'm), 2,73 (1H, dd, J=16,9, 6,6 T'm), 3,21-3,33 (1H, m), 3,82 (2H, t, J=6,1 '), 4,15 (2H, t,
J=6,1 I'm), 5,49-5,57 (1H, m), 5,99-6,08 (1H, m), 6,73 (1H, d, J=8,8 I'n), 6,80 (1H, dd, J=18,1, 12,2 I'), 7,38
(1H, t, J=8,8 T'm), 8,53 (1H, brs).

OranoHHbI pumep 154.

6-{4-[4-(TpeT-0y THIAMME TUICHIIMIIOKCH )0y TOKCH |-3-XJ10p-5-MeTriidhennn } -5-metmin-4,5-nuruapo-2H-
MTUPHUIA3UH-3-0H.
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[Xum. 167]
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'H-sIMP (CDCl;) &: 0,06 (6H, s), 0,90 (9H, s), 1,24 (3H, d, J=7,3 T'w), 1,70-1,80 (2H, m), 1,85-1,95 (2H,
m), 2,33 (3H, s), 2,43-2,51 (1H, m), 2,68 (1H, dd, J=16,9, 6,8 I'm), 3,23-3,34 (1H, m), 3,70 (2H, t, J=6,4 '),
3,96 (2H, t, J=6,4 Tw), 7,47 (1H, dd, J=2,2, 0,7 I'y), 7,57-7,61 (1H, m), 8,54 (1H, s).

OranoHHbIH puMep 155.

6-{3-bpomM-4-[4-(TpeT-Oy THIIUMETHICHTMIOKCH )0y TOKCH |-5-pTopd e } -5-metnin-4,5-aqurnapo-2H-
NUpUAA3HH-3-0H

[Xum. 168]
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'H-SIMP (CDCl;) 8: 0,06 (6H, s), 0,89 (9H, s), 1,24 (3H, d, J=7,3 T'n), 1,69-1,79 (2H, m), 1,83-1,93 (2H,
m), 2,48 (1H, dd, J=16,9, 1,0 I'n), 2,70 (1H, dd, J=16,9, 6,8 I'y), 3,18-3,32 (1H, m), 3,69 (2H, t, J=6,2 I'n), 4,19
(2H, td, J=6,5, 1,3 T'm), 7,48 (1H, dd, J=12,2, 2,2 I'n), 7,67-7,72 (1H, m), 8,55 (1H, brs).
OtanonHsli npumep 156.
6-{4-[4-(Tper-0y THIANME THIICHITIIIOKCH ) Oy TOKCH | -3, 5-tuxmopdenn § -5-metin-4,5-aurunpo-2H-
MUPHUIA3UH-3-0H.
[Xum. 169]
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'H-sIMP (CDCl;) 8: 0,06 (6H, s), 0,90 (9H, s), 1,25 (3H, d, J=7,3 T'w), 1,71-1,82 (2H, m), 1,88-1,98 (2H,
m), 2,49 (1H, d, J=16,9 I'n), 2,70 (1H, dd, J=16.9, 6,8 I'n), 3,19-3,33 (1H, m), 3,71 (2H, t, J=6,2 I'n), 4,08 (2H, t,
J=6,5Tn), 7,68 (2H, s), 8,53 (1H, brs).

OranoHHbIH puMep 157.

6-[4-[4-(Tper-Oy THIITUMETHIICHITHIIOKCH )0y TOKCH -2, 3 -t Tropdennn § -5-metnn-4,5-nmuruapo-2H-
MTUPHIA3UH-3-0H.

[Xum. 170]

'H-sIMP (CDCl;) 8: 0,06 (6H, s), 0,90 (9H, s), 1,21 (3H, d, J=7,1 Tw), 1,64-1,76 (2H, m), 1,86-1,96 (2H,
m), 2,45 (1H, dd, J=17,0, 2,9 T'n), 2,74 (1H, dd, J=17,0, 6,7 I'ry), 3,20-3,34 (1H, m), 3,69 (2H, t, J=6,1 I'y), 4,12
(2H, t, J=6,5 T'n), 6,74-6,81 (1H, m), 7,24-7,34 (1H, m), 8,55 (1H, brs).

OranoHHbIA mpumep 158.

6-{4-[4-(TpeT-0y THIANME TUIICHIIMIIOKCH )0y TOKCH |-2-pTOp-3-MeTrmiidennn } -5-metmin-4,5-muruapo-2H-
MTUPHUIA3UH-3-0H.
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[Xum. 171]
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'"H-sIMP (CDCl;) 8: 0,06 (6H, s), 0,90 (9H, s), 1,19 (3H, d, J=7,1 T'w), 1,67-1,76 (2H, m), 1,82-1,94 (2H,
m), 2,15 (3H, d, J=2,2 I'n), 2,42 (1H, dd, J=16,9, 3,5 T'n), 2,73 (1H, dd, J=16,9, 6,8 I'nm), 3,22-3,33 (1H, m), 3,69
(2H, t, J=6,2 Tm), 4,03 (2H, t, J=6,3 T'm), 6,65 (1H, d, J=8,8 I'm), 7,34 (1H, t, J=8,8 I'n), 8,48 (1H, s).

OranoHHbIH pumep 159.

6-{4-[4-(TpeT-0y THIAMME TUIICHIIMIIOKCH )0y TOKCH |-3-XTop-2-hTopdhennn } -5-meTun-4,5-nuruapo-2H-
MTUPHIA3UH-3-0H.

[Xum. 172]

'H-sIMP (CDCl;) 8: 0,06 (6H, s), 0,90 (9H, s), 1,21 (3H, d, J=7,3 T'm), 1,68-1,78 (2H, m), 1,87-1,99 (2H,
m), 2,44 (1H, dd, J=17,0, 3,3 I'n), 2,74 (1H, dd, J=17,0, 6,7 I'y), 3,22-3,34 (1H, m), 3,70 (2H, t, J=6,2 I'ry), 4,12
(2H, t, J=6,5 T'm), 6,76 (1H, dd, J=8,8, 1,2 I'y), 7,45 (1H, t, J=8,8 I'y), 8,49 (1H, s).

Oranonusi mpumep 160.

6-{4-[4-(TpeTr-0y THIANMETHIICHITHIIOKCH ) Oy TOKCH | -2 -THIIPOKCH-3-MeTHIQEeHU | -5-MeTH-4,5-1uruapo-
2H-nupuaasuH-3-on

[Xum. 173]
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'H-SIMP (CDCls) &: 0,06 (6H, s), 0,90 (9H, s), 1,28 (3H, d, J=7,6 T'w), 1,67-1,77 (2H, m), 1,83-1,94 (2H,
m), 2,14 (3H, s), 2.49 (1H, d, J=17,1 I'm), 2,72 (1H, dd, J=17,1, 6,6 I'n), 3,40-3.50 (1H, m), 3,69 (2H, t, J=6.,4
I'm), 4,03 (2H, t, J=6,4 T'n), 6,46 (1H, d, J=9,0 I'y), 7,24 (1H, d, J=9, 0 I'ny), 8,48 (1H, brs), 11, 90 (1H, s).

OtanonHsli npumep 161.

6-{4-[4-(Tper-0y THIANMETHIICHITIIIOKCH )0y TOKCH |- 3-XJIOp-2-THApOKCUEeHIIT | - 5-MeTHI-4,5-nuruapo-2H-
MTUPHIA3UH-3-0H.

[Xum. 174]
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'H-AMP (CDCl5) 8: 0,06 (6H, s), 0,90 (9H, s), 1,29 (3H, d, J=7,6 I'n), 1,68-1,78 (2H, m), 1,88-1,98 (2H,
m), 2,49-2,55 (1H, m), 2,74 (1H, dd, J=17,1, 6,6 I'm), 3,38-3,48 (1H, m), 3,70 (2H, t, J=6,4 I'm), 4,11 (2H, t,
J=6,4Tn), 6,53 (1H,d, J=9,0 I'ny), 7,29 (1H, d, J=9,0 '), 8,57 (1H, brs), 12,40 (IH,s).

DranoHHbIH puMep 162.

6-{4-[4-(Tper-0y THIANMETHIICHITIIIOKCH )0y TOKCH | -2-pTop-3-BuHmindenmn | -5-metnin-4,5-nuruapo-2H-
MUpUAA3HH-3-0H.
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[Xum. 175]
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'H-sIMP (CDCl;) &: 0,06 (6H, s), 0,90 (9H, s), 1,19 (3H, d, J=7,1 T'w), 1,66-1,76 (2H, m), 1,86-1,97 (2H,
m), 2,42 (1H, dd, J=16,9, 3,4 I'm), 2,73 (1H, dd, J=16,9, 6,6 I'ry), 3,21-3,32 (1H, m), 3,69 (2H, t, J=6,4 I'r), 4,07
(2H, t, J=6,4 T'y), 5,49-5,57 (1H, m), 6,01-6,09 (1H, m), 6,70 (1H, d, J=8,1 I'm), 6,81 (1H, dd, J=18,1, 12,0 I'my),
7,35-7,40 (1H, m), 8,51 (1H, brs).

OranoHHbIH puMep 163.

6-{4-[4-(TpeT-0y THIANME TUIICHITHIIOKCH )0y TOKCH |-3-0THI-2 - Topdhennn | -5-meTun-4,5-nuruapo-2H-
NUpUAA3HH-3-0H.

[Xum. 176]

N/
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'H-sIMP (CDCl3) &: 0,06 (6H, s), 0,90 (9H, s), 1,14 (3H, t, J=7,3 Tw), 1,19 (3H, d, J=7,3 T'w), 1,66-1,76
(2H, m), 1,82-1,94 (2H, m), 2,41 (1H, dd, J=17,1, 3,4 T'm), 2,64-2,78 (3H, m), 3,21-3,32 (1H, m), 3,69 (2H, t,
J=6,4Tn), 4,03 (2H, t, J=6,4 T), 6,66 (1H, d, J=8,5 'm), 7,34 (1H, t, J=8,5 '), 8,48 (1H, brs).

OranoHHbIH puMep 164.

6-{4-[(E)-4-(TpeT-0y THIIUME THIICHITUIIOKCH)-2 -0y TEHUITOKCH | -3 -XJT0p-2-h Toppernn } -5-meTmin-4,5-
muruapo-2H-nmupunasun-3-oH.

[Xum. 177]
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'H-sIMP (CDCls) 8: 0,08 (6H, s), 0,92 (9H, s), 1,21 (3H, d, J=7,1 T'n), 2,44 (1H, dd, J=17,0, 3,3 T'm), 2,74
(1H, dd, J=17,0, 6,7 '), 3,23-3,32 (1H, m), 4,22-4,25 (2H, m), 4,66-4,69 (2H, m), 5,90-6,03 (2H, m), 6,77 (1H,
dd, J=8,8, 1,5 T'm), 7,45 (1H, t, J=8,8 T'm), 8,49 (1H, brs).

OranoHHbIH puMep 165.

6-{4-[5-(Tper-0y THIANMETHIICHUITIIIOKCH )IIEHTOKCH | -3-X710p-2-propdennn } -5-metmn-4,5-quruapo-2H-
NUpUAA3HH-3-0H.

[Xum. 178]
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'"H-sIMP (CDCl;5) 8: 0,05 (6H, s), 0,89 (9H, s), 1,20 (3H, d, J=7,3 '), 1,50-1,65 (4H, m), 1,88 (2H, xBuH-
ter, J=6,6 T'n), 2,43 (1H, dd, J=17,1, 3,2 I'n), 2,73 (1H, dd, J=17,1, 6,8 I'n), 3,22-3,33 (1H, m), 3,65 (2H, t,
J=6,1Tm), 4,08 (2H, t, J=6,6 I'm), 6,75 (1H, dd, J=9,0, 1,5 I'n), 7,42-7,49 (1H, m), 8,49 (1H, brs).

OtanonHsli npumep 166.

Honyuenwne 2,2-qudrop-3-[3-pTop-2-MeTrin-4-(4-meTun-6-okco-4,5-muruapo- 1 H-nupunazua-3-mn)peHok-
cH|npormmIoeH3oara.
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[Xum. 179]
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Cmechb 2,2-mudprop-3-[3-pTop-2-MeTHn-4-(4-MeTII-6-0KC0-4,5-muruapo- 1 H-mupumasun-3-

wi)deHokcu | mponmiMeTancynbpoHara (3TaoHHbi nmpumep 135, 324 mr) u 6ensoara Hatpus (229 mr) B DMF
(4 M) mepememmBayia nipu 180°C 1ot melicTBHEM MUKPOBOJTHOBOTO M3nydeHus B TedeHne 30 muH. K peakum-
OHHOM cMecH 100aBIISUIM BOAY M CMECh SKCTparupoBaiy sTuianeTaroM. OpraHndecKuil ol IPOMBIBAIIN BOJOH
U COJICBBIM PAacTBOPOM, BBHICYIIHMBAJIH Haj OE3BOAHBIM Cyiab(aToM HaTpus, W (HUILTPOBAIN, M PAaCTBOPUTEID
ynaisiy. [loxydeHHBI HEOYHIICHHBIH MPOIYKT OYMINAIN C TIOMOIIBIO KOJIOHOYHOI XpoMmarorpaduu Ha CHIH-
karene (remran:aTwnanerat=70:30-50:50) ¢ mosydeHneM yKa3aHHOTO B 3aroJIOBKE COCIUHEHUS B BHIE OEIIOTO
TBepAOTo BeniecTa (253 mr).

'H-SIMP (DMSO-de) &: 1,02 (3H, d, J=7,1 T'w), 2,12 (3H, d, J=2,2 T'm), 2,23 (1H, dd, J=16,7, 3,8 I'n), 2,67
(1H, dd, J=16,7, 6,8 '), 3,03-3,19 (1H, m), 4,63 (2H, t, J=12,7 I'm), 4,84 (2H, t, J=13,8 '), 7,01 (1H, d, J=8,8
I'm), 7,40 (1H, t, J=8,8 T'm), 7,52-7,60 (2H, m), 7,67-7,75 (1H, m), 7,98-8,05 (2H, m), 10,96 (1H, s).

Crenyromue COeMHEHHs MOTydYald M3 KaXJOr'0 COOTBETCTBYIOLIEIO MCXOIHOI'O BEIISCTBA aHAJIOTHYHO
JTAOHHOMY TipuMepy 166.

Otanonssli npumep 167.

3-[2,3-Androp-4-(4-meTnn-6-okco-4,5-murunpo- 1 H-nupunasun-3-nm)penoxcn]-2,2-
mudroprnponuiaOeH3oar.

[Xum. 180]

\/Q\)Q/ O

'H-sIMP (DMSO-dg) &: 1,04 (3H, d, J=7,1 T'm), 2,25 (1H, dd, J=16,9, 3,4 I'n), 2,71 (1H, dd, J=16,9, 6,8
I'm), 3,08-3,22 (1H, m), 4,67-4,87 (4H, m), 7,20-7,27 (1H, m), 7,37-7,46 (1H, m), 7,53-7,60 (2H, m), 7,68-7,74
(1H, m), 7,98-8,05 (2H, m), 11,06 (1H, s).

OranoHHbIA puMep 168.

3-[2,6-uxmop-4-(4-meTnin-6-okco-4,5-muruapo- 1 H-nupunasun-3-nn)penokcn]-2,2-
mudroprnponuiaOeH3oar.

[Xum. 181]

\/k/ \'f\)

'H-AMP (DMSO-ds) &: 1,03 (3H, d, J=7,3 I'm), 2,24 (1H, d, J=16,9 T'm), 2,69 (1H, dd, J=16.9, 6,8 '),
3,39-3,49 (1H, m), 4,56 (2H, t, J=12,8 T'm), 4,86 (2H, t, J=13,6 T'm), 7,54-7,61 (2H, m), 7,68-7,76 (1H, m), 7,83-
7,88 (2H, m), 7,99-8,06 (2H, m), 11, 12 (1H, s).

OtanonHsli npumep 169.

3-[2-Xn0p-3-dTop-4-(4-MeTun-6-okco-4,5-muruapo- 1 H-mmpunasun-3-mn)denoken]-2,2-
T TOPIPOIHIIOCH30aT.
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[Xum. 182]
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'H-SIMP (DMS0-d6) &: 1,03 (3H, d, J=7,3 T'm), 2,25 (1H, dd, J=16,9, 3,7 T'u), 2,70 (1H, dd, ]=16.9, 6,8 T'w),
3,06-3,21 (1H, m), 4,67-4,91 (4H, m), 7,20-7,28 (1H, m), 7,52-7,63 (3H, m), 7,67-7,74 (1H, m), 7,98-8,05 (2H,
m), 11,05 (1H, s).

Oranonssli npumep 170.

3-[2-Xn0p-6-dTop-4-(4-MeTun-6-okco-4,5-muruapo- 1 H-mmpunasun-3-mn)denoken]-2,2-

UG TOPIPOITHIIOEH30aT.

[Xum. 183]
=
F FF ‘“*:;
Av"g\‘«/)\w’ O\I_‘/ S
]
.\\/./)\//'*\ D

fﬁ\/‘\

'H-sIMP (DMSO-dg) &: 1,03 (3H, d, J=7,3 I'm), 2,24 (1H, d, J=16,7 Tw), 2,69 (1H, dd, J=16,7, 7,0 Tm),
3,34-3,45 (1H, m), 4,67 (2H, t, J=12,9 T'm), 4,83 (2H, t, J=13,7 T'm), 7,52-7,61 (2H, m), 7,64-7,75 (3H, m), 7,98-
8,04 (2H, m), 11,09 (1H, s).

OranoHusli mpumep 171.

3-[2-Bpom-3-drop-4-(4-meTrin-6-okco-4,5-quruapo- 1 H-mupunasun-3-mn)penokcu]-2,2-
T TOPIPOIHIOCH30aT.

[Xum. 184]
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'H-SIMP (DMSO-de) 8: 1,03 (3H, d, J=7,3 T'm), 2,25 (1H, dd, J=16,9, 3,9 T'ny), 2,70 (1H, dd, J=16,9, 6,8 '),
3,07-3,19 (1H, m), 4,75 (2H, t, J=12,6 T'n), 4,84 (2H, t, J=13,9 T'n), 7,19 (1H, dd, J=8,8, 1,2 '), 7,53-7,64 (3H,
m), 7,67-7,74 (1H, m), 7,98-8,04 (2H, m), 11,05 (1H, s).

OranoHHbIHA pumep 172.

3-[2-Xnop-6-meTnn-4-(4-meTrin-6-okco-4,5-muruapo- 1 H-mupuazun-3-wm)denokcn]-2,2-
U TOPTIPOITHITOCH30AT.

[Xum. 185]

'H-SIMP (DMSO-de) &: 1,04 (3H, d, J=7,3 T'm), 2,23 (1H, d, J=16,9 T'm), 2,33 (3H, s), 2,68 (1H, dd,
J=16,9, 6,8 T'm), 3,27-3,43 (1H, m), 4,45 (2H, t, J=12,9 T'n), 4,85 (2H, t, J=13,6 I'n), 7,55-7,61 (2H, m), 7,62-
7,64 (1H, m), 7,67-7,69 (1H, m), 7,70-7,75 (1H, m), 8,00-8,07 (2H, m), 11,01 (1H, s).

Oranonssli npumep 173.

2,2-Androp-3-[3-dpTop-4-(4-MeTnn-6-okco-4,5-quruapo- 1 H-nmpnnazn-3-mn)-2-suHnideHokcu | mpo-
niI0eH30aT.
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[Xum. 186]

'
| s

Hﬂ /"N\ . i/”i ,‘/C)
F
07 ~

'H-sIMP (CDCl5) &: 1,19 (3H, d, J=7,1 T'm), 2,43 (1H, dd, J=17,1, 3,7 T'w), 2,70-2,80 (1H, m), 3,19-3,31
(1H, m), 4,39 (2H, t, J=11,2 T'm), 4,75 (2H, t, J=12,5 T'm), 5,55-5,62 (1H, m), 5,97-6,05 (1H, m), 6,70-6,81 (2H,
m), 7,37-7,49 (3H, m), 7,56-7,64 (1H, m), 8,00-8,06 (2H, m), 8,51 (1H, brs).

Oranonssli npumep 174.

[Monyaenue (3R)-4-(3-xmop-4-runpokcu-S-metundenin)-3-metmwi-N-[(1S)-1-(4-autpodenmn)stuin]-4-

okcoOyTaHamua.
[Xwm. 187]
XHpaNBEHEET
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K cmecu 4-(3-xm0p-4-THAPOKCH-5-METHIPEHII)-3 -MeTHIT-4-0KCOOYTAaHOBON KHUCJIOTHI (ITAJOHHBIA TIPH-
Mmep 71, 317 mr) B DMF (10 M) mo6asisimu ruapoxiopun (S)-1-(4-aurpodennn)dtnnamuna (275 Mr), TpUITH-
mamun (0,189 wmi), wMoHormapar l-ruppoxcmbenzorpmazoma (208  wmr) wum  ruppoxmopux  1-(3-
JUMETHIaMHUHOTIPONHII)-3-9THiIKapoonuMuaa (260 mr). PeakiioHHy0 cMech IepeMelnBalIi TpU KOMHATHOM
TemriepaType B Tedenue 3 aHei. K peakipionHol cMecH 100aBIsuIM HACHIIIEHHBIH BOIHBIN pacTBOp OukapOoHa-
Ta HATPUSI U CMECh SKCTParupoBajy sTuiareraroM. OpraHudecKuii cIo0il MpOMBIBaIM BOJIOH M COJIEBBIM PacTBO-
POM, BEICYLIMBAJIN Haja 0E3BOJHBIM CyIb(aToM HATpHs, QUIBTPOBAIM M PACTBOPUTEND ynansuin. [lomyueHHbIH
HEOUMILCHHBIH JUacTepeoMep OYMINAIM C TOMOIIBI0 KOJOHOYHOH Xpomartorpadguu Ha cuimkarene (rer-
TaH:dTIWIANETaT=67:33-25:75) ¢ molydeHWeM YKa3aHHOTO B 3aroJIOBKE COSIMHEHHS B BHUjE OJeIHO-KEITOTO
amopduoro Bemniecta (206 mr).

'H-sIMP (CDCl3) &: 1,18 (3H, d, J=7,1 T'n), 1,44 (3H, d, J=7,1 '), 2,30-2,38 (4H, m), 2,80 (1H, dd,
J=14.9, 9,0 T'm), 3,85-3,97 (1H, m), 5,07 (1H, xBunret, J=7,1 I'n), 5,99 (1H, d, J=6,8 I'ry), 6,08 (1H, s), 7,41-7,48
(2H, m), 7,70 (1H, d, J=1,5 '), 7,85 (1H, d, J=2,2 T'm), §,15-8,22 (2H, m).

OranoHubli nmpumep 175).

[Momyuenne 2-{2-xm0p-6-meTri-4-[(2R)-2-meTmin-3-{[(1S)-1-(4-aHuTpOod eHIIT)ITHII |KapOaMOWIT } IPOTIAaHO-
wit]denokeu } 3tun-4-6pombeH3oara.

[Xum. 188]

] XHpalBHBI

K cMecH (3R)-4-(3-xmop-4-ruapoxcu-5-metmindennn)-3-metun-N-[(1S)-1-(4-auTpodenmn) Tmn|-4-
okcobyranamuna (3TamoHHeli mpumep 174; 206 mr) B THF (5,0 M) moGaBmsmd  2-THAPOKCUAITHII-4-
opomoben3oar (162 mr) u tpuderundochun (174 Mr) u cMech OXJaxaanu Ha JensHor Oane. K peaknnoHHON
CMECH MEIJICHHO A00aBisuid Omc(2-MEeTOKCHATHI )azoaukapOokcunat (155 Mr), a 3aTeM peakMOHHYIO CMECh
MepeMeIInBaIN TP KOMHATHON TeMIlepaType B TeUueHHe HOYH. PacTBopHTEeNb yoamsiid M MOTyYeHHBIH HEOUH-
MIEHHBIH TNPOAYKT OYHMIIAAM C IIOMOIIBIO KOJIOHOYHOH Xpomarorpadpuu Ha cuinkarene (Term-
TaH:ITHIANEeTaT=07:33-33:67) C moiay4yeHHeM YKa3aHHOTO B 3arojOBKE COCIMHEHHS B BHJE OECIBETHOTO TBEp-
noro Bemectsa (205 mr).
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'H-SIMP (CDCl3) &: 1,17 (3H, d, J=7,3 T), 1,45 (3H, d, J=7,1 T'n), 2,31-2,39 (4H, m), 2,82 (1H, dd, J]=14.9,
9,3 I'm), 3,85-3,96 (1H, m), 4,32-4,38 (2H, m), 4,64-4,70 (2H, m), 5,08 (1H, kBunTer, J=7,1 I'n), 5,96 (1H, d, J=7,1
I'm), 7,41-7,47 (2H, m), 7,57-7,63 (2H, m), 7,71 (1H, d, J=1,5 '), 7,85 (1H, d, J=2,2 T'm), 7,87-7,93 (2H, m),
8,15-8,21 (2H, m).

[Moy4yeHnHOE COEUHEHNE NEPEKPUCTAIUIN3OBBIBAIIM U3 dTHIIALlETaTa/TeNTaHa ¢ IOJyYeHHEM er0 MOHOKPH-
crajuta. ITocpeacTBOM pEeHTTEHOCTPYKTYPHOTO aHaIM3a CTPYKTYPH! KPHCTAUIa B BHE MOHOKPHCTAIIA OIpese-
JIMIIH, YTO CTEPEOXUMHUS B TPETHEM IIOJIOKEHUH ero (parMeHTa OyTaHaMua Ipeacrasisiia coboit R.

Kpucramiorpaduueckne gaHHbIC

Dopmyna coequaeHus: CyoHygBrCIN,O,, Monekymspras macca: 631,90, MOHOKITHHHAS.

Tpoctpancteennas rpymma P2,(#4), a=4,7154(5)A, b=20,026(2)A, c=15,3231 (18)A, V=1433,7 (3)A’,
7=2, Dc=1,464 r/cm’, R-axtop=0,1308.

Oranonssli npumep 176.

[Monyuenne 3-6pom-2-drop-4-ruapoKcu-5-MeTHIIOCH3aIbeTH IA.

[Xum. 189]
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K pactBopy 2-pTop-4-Tunpokcu-S-metnindenzanpaeruna (3,39 r) B ykcycHoi kuciote (20 mi1) qo0aBisuin
opomua-riepopomun mupuauaus (8,44 T) U cMech nepemernuBany mpu 75°C B Teuenue 1 4. ObecrieunBamu 0x-
TaKIEHNE PEaKIIMOHHON CMECH 0 KOMHATHOM TeMrepaTyphl. K peakiimoHHOW cMecH J00aBIsUId BOAY 1 OCAIIKH
cobupanu Ha GUIBTPE, IPOMBIBATIN BOJON M BBICYIIMBAJIH C TIOJIyYEHHEM YKa3aHHOTO B 3aTOJIOBKE COCTUHEHUS
B BHJIe OJIeTHO-KOPUIHEBOTO TBEPAOTO BemecTsa (4,77 T).

'"H-sIMP (DMSO-dg) 8: 2,25 (3H, s), 7,59 (1H, dd, J=8,1, 0,7 I'ry), 10,02 (1H, s), 10,82 (1H, brs).

Crnenyroliee COeMHEHUE MOTyYalyd U3 COOTBETCTBYIOIIETO MCXOJHOTO BEIIECTBA aHAJIOTUYHO STAJIOHHO-
My npumepy 28.

Oranonssli npumep 177.

2-OT0op-4-(METOKCUMETHIIOKCH)-3,5 - TUMETHUIIOCH3aITbICT H]T.

[Xum. 190]

'H-sIMP (CDCl3) &: 2,25 (3H, d, J=2,3 '), 2,29 (3H, s), 3,62 (3H, s), 5,03 (2H, s), 7,55 (1H, d, J=7.,9 Tn),
10,27 (1H, s).

Crenyroliee COSAMHEHNE MOTYyYald U3 COOTBETCTBYIOIIETO MCXOIHOTO BEIIECTBA aHAIOTHYHO 3TAJOHHO-
My npumepy 30.

OranoHHsi mpumep 178.

3-Xnop-2,5-mudTop-4-MeTOKCHOSH3ATb ST U],

[Xum. 191]
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'H-sIMP (CDCLy) 8: 4,16 (3H, d, J=3,4 '), 7,53 (1H, dd, J=11,4, 6,3 T'y), 10,23 (1H, d, J=3,2 T').
OranoHHsli mpumep 179.
[Monydenune 5-xy0p-2,4-TUTHAPOKCH-3 -METHIIOCH3 AT ACTH/IA.
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[Xum. 192]
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K cmecu 2,4-nuruapokcu-3-metmwiOensanpiaeruaa (6,09 r) B aumxmopatane (80 wmu) mobOaBmsin N-
xJopcyknuHuMu (6,41 1) 1 cMech nepemeruBany mpu 60°C B Teuenue 3 4. PacTBOpUTENh YAAISAIN U OCTaTOK
PACTBOPSUTH B dTHJANeTaTe. PacTBOp MPOMBIBAIM BOJOW M COJICBBIM PACTBOPOM, BBICYIIMBAIH HAJ OC3BOIHBIM
cynb(aToM HaTpus, QUIBTPOBAIH, & 3aTeM KOHIICHTPUPOBAIU. [10MydYCHHBI HEOYUIICHHBIN TPOIYKT OYHIIATIN
C TIOMOIIBIO0 KOJIOHOYHON XpoMaTorpaduu Ha cHiiuKaresne (TenraH: Tiianetat=95:5-74:26) ¢ moiydeHueM yka-
3aHHOTO B 3ar0JIOBKE COCTMHEHUS B BUIE OEJIOTO TBEpIOTO BetecTBa (6,76 T).

'H-IMP (DMSO-dg) &: 2,07 (3H, d, J=0, 6 T'w), 7,68-7,70 (1H, m), 9,77 (1H, s), 10,52 (1H, brs), 11,36
(1H, s).

Oranonusnii mpumep 180.

[Monyuenne 2,4-6vc(6€H3MIOKCH )-5-XIT0p-3-MeTHIIOSH3aJIbICTHAA.
[Xum. 193]

K cMmecu 5-xmop-2,4-murnapokcu-3-mMetuinbdeHszanpaernaa (3Tanonasii npumep 179, 6,76 t) 8 DMF (75
M) nobasisui kapooHat kaius (15,0 r) u 6ensundpomun (10,8 M) U cMech MepeMeInBaliy MpyU KOMHATHON
TemrepaTtype B Tedenue 1 4. K peakunoHHO#N cMecH N00aBIIsIM BOAY U CMECh IKCTPArupOBAIH ITHUIAIETATOM.
OpraHuvecKuii CJIOW MPOMBIBAIXA BOJIOW M COJICBBIM PACTBOPOM, BBICYIIIMBAIH HAJ OC3BOJHBEIM CYNIH(HATOM Ha-
Tpus, UIBTPOBATU M KOHIEHTpUpoBanu. [lolydeHHOE TBEpAOE BEIIECTBO MPOMBIBATH IYTEM PACTUPAHUS C
JUH30IIPONIIOBEIM 3(QUPOM, a 3aTeM COOHMpasid Ha (GHIBTPE C MOTYYCHHEM YKa3aHHOTO B 3aTOJIOBKE COCIUHE-
HUS B BHJC OJICIHO-KOPHYHEBOTO TBepaoro Bemectsa (11,3 1).

'H-sIMP (DMSO-dy) 8: 2,20 (3H, d, J=0,5 '), 5,03 (2H, s), 5,05 (2H, s), 7,35-7,55 (10H, m), 7,66-7,67
(1H, m), 9,99 (1H, s).

Crnenyrolee COeIMHCHHE TOTYyYald U3 COOTBETCTBYIOMIETO MCXOMHOTO BEIIECTBA aHAJIOTHYHO 3TATIOHHO-
My npumepy 180.

OranoHusli mpumep 181.

2,4-brc(6eH3MITOKCH )-3-XJI0P-5-MEeTHIIOCH3 b IST H 1.

[Xum. 194] .
e LI

A
g
'H-sIMP (CDCls) &: 2,25 (3H, d, J=0,7 I'my), 5,06 (2H, s), 5,14 (2H, s), 7,35-7,53 (10H, m), 7,58 (1H, d,
J=0,7 T'm), 10,05 (1H, s).
Oranonssli npumep 182.
[Monydenne 4-6eH3UTOKCH-5-XIT0P-2-TUAPOKCH-3-METHIIOESH3aIbACTHIA.
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[Xum. 195]

CH

K cmecu 2,4-6uc(0eH3UIOKCH)-5-X10p-3-MeTHnOeH3ambaernaa (dtanonusiid npumep 180, 11,33 1) B To-
nyose (140 mur)/muaTrnoBom 3¢upe (20 mur) godasmsmu 6pomun Maraus (8,53 r). B atMocdepe aprona cmech
nepemermBany npu 100°C B teuenne 1 4. OOecrieynBany OXJIaKACHHE PEaKIMOHHON CMeCH 10 KOMHATHOM
TeMIIepaTypsl, K Hel 100aBiamu 1 M XJIOpHCTOBOAOPOJHYIO KUCIOTY, @ 3aTEM CMECh SKCTParupoBaly 3THIIALe-
taTroM. OpraHuYecKuil CI0il MPOMBIBAIIM COJEBBIM PACTBOPOM, BBICYIIMBAIM HajJ O€3BOIHBIM CyJb(haTOM Ha-
Tpusi, GUIBTPOBaNHM, a 3aTeM KOHIEHTPUPOBAIH. [10JydeHHBIH HEOYHMIEHHBIH MPOIYKT OYHMIIAIH C TIOMOIIBIO
KOJIOHOYHOW XpoMmarorpaduu Ha cuinkarene (renran: Tuiaanetat=95:5-90: 10-75:25) ¢ momy4yeHueM ykazaHHO-
TO B 3aTOJIOBKE COCIMHCHHS B BUJIC OEJIOTO TBEPAOTO BemecTBa (4,26 T).

'"H-SIMP (CDCl3) 8: 2,15 (3H, d, J=0,5 '), 5,02 (2H, s), 7,34-7,53 (6H, m), 9,77 (1H, s), 11,37 (1H, s).

Crnenyroomue COeIUHEHUS MOJIydand U3 KaXKA0TO COOTBETCTBYIOIIETO MCXOAHOTO BEIIECTBA aHAJIOTUYHO
STaJIOHHOMY npuMepy 182.

Oranonssli npumep 183.

4-BeH3unoKkcH-3-XJI0p-2-THAPOKCH-S5-METHIIOEH3aIIb ST H I,

[Xum. 196]

'H-sIMP (CDCl5) 8: 2,21 (3H, d, J=0,9 T'), 5,08 (2H, s), 7,29-7,31 (1H, m), 7,36-7,53 (5H, m), 9,79 (1H,
s), 11,57 (1H, s).

Crenyromue COeMHEHUS MOMydYalld U3 KaXXIOI'0 COOTBETCTBYIOIIETO MCXOJHOT'O BEIECTBA aHAJIOIMYHO
STaJOHHOMY npuMepy 32.

Otanonssli npumep 184.

2-Dr1op-4-(METOKCUMETHIIOKCH )-5-METHII0CH3Tb ICT U/,

[Xum. 197]

'H-sIMP (CDCl5) 8: 2,22 (3H, s), 3,49 (3H, s), 5,26 (2H, s), 6,85 (1H, d, J=12,5 T'u), 7,65 (1H, dd, J=8,1,
0,7 T'm), 10,21 (1H, s).
OranoHHsli mpumep 185.

3-bpom-2-pTop-4-(METOKCUMETHIIOKCH )-S5 -METHIIOEH3aIIb ACTHI.
[Xum. 198]

'H-SIMP (CDCL;) &: 2,36-2,39 (3H, m), 3,66 (3H, s), 5,18 (2H, s), 7,67 (1H, dd, J=7,7, 0,7 '), 10,26 (1H, s).
OranoHHsIi mpumep 186.
4-beH3uII0KCH-3-XII0P-2 -(METOKCUMETHIIOKCH)-5 -METHIOCH3aIbICTH I
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[Xum. 199]
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'H-sIMP (CDCLy) &: 2,26 (3H, d, J=0,7 I'm), 3,63 (3H, s), 5,03 (2H, s), 5,20 (2H, s), 7,34-7,51 (5H, m),
7,62-7,63 (1H, m), 10,27 (1H, s).
OranoHHsli mpumep 187.

4-BeH3unokcH-5-xJ10p-2-(METOKCUMETHIIOKCH )-3-ME THIIOCH3 b IET HI/I.
[Xmm. 200]

'H-SIMP (CDCL) &: 2,19 (3H, d, J=0,5 '), 3,58 (3H, s), 5,03 (2H, s), 5,04 (2H, s), 7,34-7,50 (5H, m),
7,78-7,80 (1H, m), 10,20 (1H, s).

Crenyromue COeMHEHUS MOMydJalld U3 KaXIOI'0 COOTBETCTBYIOIIETO MCXOJHOI'O BEIECTBA aHAJIOIMYHO
STaJIOHHOMY NpuMepy 41.

Oranonssli npumep 188.

Metuin-4-[2-prop-4-(MeTOKCUMETHIIOKCH )-5-MeTHII(heHIIT | -3-MeTHII-4-0Kco0y TaHoaT.

[Xum. 201]

0 ) o m’:f‘;\avﬁ'g‘“m\

'H-SIMP (CDCls) &: 1,21 (3H, d, J=7,1 T'm), 2,20 (3H, s), 2,41 (1H, dd, J=16,7, 5,9 Tu), 2,94 (1H, ddd,
J=16,7, 8,4, 1,8 I'm), 3,49 (3H, s), 3,65 (3H, s), 3,73-3,84 (1H, m), 5,24 (2H, s), 6,83 (1H, d, J=13,2 T'w), 7,69 (1H,
d, J=8,5 I'n).

OranoHusli mpumep 189.

Merun-4-(3-xnop-2,5-mudrop-4-meroxcnpennn)-3-mMetuin-4-okcodyTaHoar.

[Xum. 202]
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'"H-SIMP (CDCl) 8: 1,22 (3H, dd, J=7,2, 1,0 T'w), 2,45 (1H, dd, J=17,0, 5,1 T'w), 2,97 (1H, ddd, J=17.0, 9,1,
1,9 I'm), 3,65 (3H, s), 3,69-3,80 (1H, m), 4,12 (3H, d, J=3,1 I'n), 7,57 (1H, dd, J=12,1, 6,5 I'm).

Oranonssli npumep 190.

Metun-4-[2-prop-4-(MeTOKCUMETHIIOKCH)-3, S-auMe T eHIIT | -3-MeTHIT-4-0KCOOy TaHOAT.

[Xum. 203]
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'"H-5IMP (CDCly) &: 1,21 (3H, d, J=7,1 T'm), 2,24 (3H, d, J=2,7 T'w), 2,27 (3H, s), 2,42 (1H, dd, J=16,7, 5,7 T'm),
2,94 (1H, ddd, J=16,7, 8.4, 1,6 '), 3,61 (3H, s), 3,65 (3H, s), 3,73-3,86 (1H, m), 5,00 (2H, s), 7,52 (1H, d,
J=8.5 ).

Oranonssli npumep 191.

MeTtni-4-[4-6eH3UI0KCH-3-XI0P-2-(METOKCUMETHIIOKCH )-S5 -MeTrheHII | -3 -MeTHIT-4-0Kco0yTaHOAT.
[Xum. 204]
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'H-sIMP (CDCly) 8: 1,15 (3H, d, J=7,3 Tu), 2,25 (3H, d, J=0,6 '), 2,40 (1H, dd, J=16,6, 6,1 T), 2,87
(1H, dd, J=16,6, 7,8 I'm), 3,57 (3H, s), 3,68 (3H, s), 3,82-3,92 (1H, m), 5,00 (2H, s), 5,08 (1H, d, J=5,6 '), 5,13
(1H, d, J=5,6 T'), 7,32-7,33 (1H, m), 7,35-7,53 (SH, m).
OranoHHbI mpumep 192.

MeTtni-4-[4-6eH3UI0KCH-5-XT10P-2-(METOKCUMETHIIOKCH )-3-MeTHI ) eH I | -3 -MeTHIT-4-0KCO0yTaHOAT.
[Xum. 205]
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'H-sIMP (CDCly) 8: 1,14 (3H, d, J=7,2 Tu), 2,23 (3H, d, J=0,5 '), 2,39 (1H, dd, J=16,7, 5,9 T), 2,87
(1H, dd, J=16,7, 8,1 T'w), 3,50 (3H, s), 3,68 (3H, s), 3,76-3,87 (1H, m), 4,92 (1H, d, J=6,0 T'w), 4,99 (1H, d,
J=6,0 T), 5,00 (2H, s), 7,34-7,52 (6H, m).

Crenyromue COeIMHEHHS MOJTydYald M3 KaXJOr0 COOTBETCTBYIOLIEIO MCXOIHOI'O BEIIECTBA aHAJIOTHYHO
JTATOHHOMY TIpUMeEpy 63.
Oranonssli npumep 193.

4-(3-Xnop-2,5-mudrop-4-meroxcnpennn)-3-meTnir-4-0kco0yTaHOBas! KHCIOTA.
[Xum. 206]

g F
'"H-SIMP (DMSO-dy) &: 1,10 (3H, d, J=7,1 T), 2,43 (1H, dd, J=17,0, 5,1 Tw), 2,71 (1H, ddd, J=17,0, 8,8,

1,2 T'm), 3,57-3,69 (1H, m), 4,08 (3H, d, J=2,9 '), 7,73 (1H, dd, J=12,2, 6,7 I'y), 12,25 (1H, s).
Oranonssli npumep 194.

4-[2-®T0p-4-(METOKCUMETHIIOKCH)-3, 5-AMe THII(eHIIT | -3 -MeTHII-4-0KCOOY TaHOBAsI KUCIIOTA.
[Xum. 207]

& F

'"H-SIMP (DMSO-dg) 8: 1,08 (3H, d, J=7,1 T'm), 2,19 (3H, d, J=2.4 T'n), 2,25 (3H, s), 2,37 (1H, dd, J=16,9,
5,3 I'm), 2,69 (1H, ddd, J=16,9, 8,9, 1,3 I'nm), 3,52 (3H, s), 3,58-3,68 (1H, m), 5,04 (2H, s), 7,50 (1H, d, J=8,5 I'),
12,16 (1H, brs).

Oranonssli npumep 195.

4-[4-Benzuiokcn-3-xy10p-2-(METOKCUMETHIOKCH ) -5-MeTHIIQeHMI | -3 -MeTHII-4-0KCOOyTaHOBas KMCIIOTA.
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[Xum. 208]
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'H-sIMP (DMSO-dg) 8: 1,05 (3H, d, J=7,2 Tw), 2,25 (3H, s), 2,34 (1H, dd, J=16,7, 6,0 T'w), 2,64 (1H, dd,
J=16,7, 7,7 I'm), 3,45 (3H, s), 3,67-3,77 (1H, m), 4,98-5,02 (3H, m), 5,04 (1H, d, J=5,9 I'n), 7,34-7,56 (6H, m),
12,16 (1H, brs).

OranoHHsli mpumep 196.

4-[4-ben3unokcu-5-x0p-2-(METOKCUMETHIIOKCH )-3-Me THII(h €HUI | -3 -MeTHI-4-0KCOOyTaHOBasT KUCIIOTA.
[Xum. 209]
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'H-sIMP (DMSO-de) &: 1,05 (3H, d, J=7,1 T'w), 2,20 (3H, d, J=0,5 'm), 2,34 (1H, dd, J=16,8, 5,9 I'n), 2,64
(1H, dd, J=16,8, 7,8 '), 3,40 (3H, s), 3,64-3,74 (1H, m), 4,90 (1H, d, J=6,1 I'nm), 4,95 (1H, d, J=6,1 T'm), 4,99
(2H, s), 7,36-7,53 (5H, m), 7,55-7,56 (1H, m), 12,22 (1H, brs).

Crenyromue COeAMHEHUs MOMydJald U3 KaXIOT0 COOTBETCTBYIOLIETO MCXOJHOTO BEIECTBA aHAJIOTMYHO
JTAOHHOMY TIpuMepy 73.

OranoHHbIi mpumep 197.

6-(3-Xuop-2,5-mu¢prop-4-merokcudenun)-S-metwi-4,5-muruapo-2H-nupuna3un-3-oH.

[Xum. 210]
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'H-IMP (DMSO-dy) 8: 1,05 (3H, d, J=7,2 T'm), 2,26 (1H, dd, J=16,9, 3,7 T'm), 2,71 (1H, dd, J=16,9, 6,8 T'm),
3,12-3,22 (1H, m), 4,00 (3H, d, J=2,1 I'm), 7,57 (1H, dd, J=12,3, 7,1 Tm), 11,14 (1H, s).

Oranonssli npumep 198.

6-[2-D1op-4-(METOKCUMETHIIOKCH)-3,5-tuMe T heHn|-5-metin-4,5-nuruapo-2H-nupugasus-3-oH.

[Xum. 211]
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'H-SIMP (DMSO-de) &: 1,04 (3H, d, J=7,2 ), 2,17 3H, d, J=2,4 I'm), 2,20-2,27 (1H, m), 2,23 (3H, s), 2,66
(1H, dd, J=16,7, 6,7 I'n), 3,07-3,18 (1H, m), 3,52 (3H, s), 5,00 (2H, s), 7,26 (1H, d, J=8,8 T'), 10,98 (1H, s).

Oranonssli npumep 199.

6-[4-Ben3unokcu-3-xmop-2-(METOKCUMETHIIOKCH ) -S-MeTHII( eHI | -5 -MeTri-4, 5 - nuruapo-2 H-nupuna3us-
3-0H.
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[Xum. 212]
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'"H-sIMP (DMSO-de) &: 0,94 (3H, d, J=7,2 T'), 2,24 (3H, d, J=0,7 T'm), 2,26 (1H, dd, J=16,7, 5,4 I'n)), 2,67
(1H, dd, J=16,7, 7,0 T'm), 3,11-3,23 (1H, m), 3,46 (3H, s), 4,96 (2H, s), 5,01-5,06 (2H, m), 7,18-7,19 (1H, m),
7,34-7,55 (5H, m), 10,96 (1H, s).

Oranonsslil npumep 200.

6-[4-benzmiiokcu-5-x1op-2-(METOKCUMETHIIOKCH ) -3-MeTUh eHII |-5-MeTrin-4, 5 -nuruapo-2H-nupuga3un-

3-0H
ol & j
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'H-sIMP (DMSO-dg) 8: 0,94 (3H, d, J=7,2 Tw), 2,21 (3H, s), 2,26 (1H, dd, J=16,8, 5,8 T'm), 2,67 (1H, dd,
J=16,8, 6,9 I'n), 3,10-3,20 (1H, m), 3,42 (3H, s), 4,93 (1H, d, J=6,0 T'w), 4,95 (1H, d, J=6,0 I'y), 4,96 (2H, s),
7,29-7,31 (1H, m), 7,35-7,54 (5H, m), 10,95 (1H, s).

Oranonusri mpumep 201.

6-[2-DTOp-4-(METOKCUMETHIIOKCH)-S-MeTmiderwn |-5-metun-4,5-quruapo-2H-nmupugazun-3-oH.

[Xum. 214]

'H-SIMP (DMSO-de) &: 1,04 (3H, d, J=7,3 Tw), 2,17 (3H, s), 2,22 (1H, dd, J=16,7, 3,3 T'm), 2,66 (1H, dd,
J=16,7, 6,8 I'y), 3,10-3,18 (1H, m), 3,39 (3H, s), 5,28 (2H, s), 6,95 (1H, d, J=13,4 I'n), 7,42 (1H, dd, J=9,0,
0,7 I'm), 10,95 (1H, s).

Crnenyrolee coeIMHEHNE MONTy4ald U3 COOTBETCTBYIOLIETO MCXOMHOTO BEIIECTBA AaHAIOTHYHO JTAJIOHHO-
My mpumepy 92.

Oranonssli npumep 202.

6-(3-Xuop-2,5-muprop-4-ruapokcudenun)-S-metun-4,5-murunpo-2 H-nupraasun-3-oH.

[Xum. 215]
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'H-sIMP (DMSO-dg) &: 1,05 (3H, d, J=7,2 T'm), 2,24 (1H, dd, J=16,8, 3,4 I'ny), 2,68 (1H, dd, J=16,8, 6,8
T'm), 3,10-3,21 (1H, m), 7,45 (1H, dd, J=11,7, 7,2 Tw), 11,05 (1H, s), 11,37 (1H, brs).

Crenyromue COeIMHEHUs MOTyYalld U3 KaXIOr0 COOTBETCTBYIOIETO MCXOIHOIO BEIECTBA aHAJIOTMYHO
JTAOHHOMY TIpuMepy 98.

Oranonusnid mpumep 203.

6-[3-Xmop-4-rupokcu-2-(METOKCUMETHIIOKCH )-S5 -MeTridenn|-5-metmin-4,5-auruapo-2 H-nupunazua-3-oH.
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[Xum. 216]
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'H-sIMP (DMSO-de) &: 0,92 (3H, d, J=7,3 Tw), 2,18 (3H, d, J=0,7 '), 2,23 (1H, dd, J=16,7, 5,1 T'n)), 2,64
(1H, dd, J=16,7, 6,8 I'n), 3,12-3,22 (1H, m), 3,44 (3H, s), 4,96 (1H, d, J=5,7 T'n), 4,99 (1H, d, J=5,7 '), 7,03-
7,05 (1H, m), 9,50 (1H, brs), 10, 86 (1H, s).

OranoHHbIi mpuMep 204.

6-[5-Xmop-4-ruipokcu-2-(METOKCUMETHIIOKCH)-3-Me T eHn |-5-me -4, S-auruapo-2 H-mupunazua-3-oH.
[Xum. 217]
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'"H-SIMP (DMSO-dg) &: 0,91 (3H, d, J=7,3 Tw), 2,16 (3H, ), 2,23 (1H, dd, J=16,8, 5,4 T'w), 2,64 (1H, dd,
J=16.8, 7,0 T'm), 3,10-3,19 (1H, m), 3,41 (3H, s), 4,89 (1H, d, J=6,0 T'm), 4,91 (1H, d, J=6,0 T), 7,13-7,15 (1H,
m), 9,54 (1H, s), 10,85 (1H, s).

Crenyromue COeMHEHUS MONMyYalld U3 KaXIOr0 COOTBETCTBYIOIETO MCXOIHOIO BEIECTBA aHAJIOTMYHO
3TaioHHOMY TipuMepy 103.

Oranonusri mpumep 205.

6-(2-®rop-4-ruapokcu-5-metmwindenun)-5-metuin-4,5-muruapo-2 H-nupuazns-3-oH.
[Xum. 218]
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'H-sIMP (DMSO-dg) 8: 1,03 (3H, d, J=7,1 T, 2,09 (3H, s), 2,20 (1H, dd, J=16,7, 3,1 Tm), 2,64 (1H, dd,
J=16,7, 6,7 T'n), 3,08-3,16 (1H, m), 6,59 (1H, d, J=13,2 T'n), 7,32 (1H, dd, J=9,3, 0,7 I'y), 10,19 (1H, brs), 10,87
(1H, s).

Oranonusid mpumep 206.

6-(2-®Top-4-TUapokcH-3,5-nuMeTrneHumn)-5-meTn-4, 5-nurunpo-2 H-nmupuna3un-3-oH.
[Xum. 219]
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'H-IMP (DMSO-dy) 8: 1,03 (3H, d, J=7,2 T'), 2,10 (3H, d, J=2,2 '), 2,15 (3H, s), 2,20 (1H, dd, J=16,7,
3,4 '), 2,63 (1H, dd, J=16,7, 6,7 T'y), 3,05-3,16 (1H, m), 7,14 (1H, d, J=9,0 I'y), 9,03 (1H, s), 10,87 (1H, s).

Crenyromue COeIMHEHUS MONTy4Yalld U3 KaXIOr0 COOTBETCTBYIOIETO MCXOIHOIO BEIECTBA aHAJIOIMYHO
3TaioHHOMY TipuMepy 107.

OranoHusli mpumep 207.

AT

6-[5-Xop-2-¢rop-3-metun-4-(2-okconponokcun)penmn|-5-metmi-4,5-murunpo-2H-nupuna3un-3-oH.
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[Xum. 220]

"H-SIMP (DMSO-dg) &: 1,04 (3H, d, J=7,2 Tw), 2,18 (3H, s), 2,21-2,29 (4H, m), 2,69 (1H, dd, J=16,8, 6,8 I'r),
3,07-3,17 (1H, m), 4,72 (2H, s), 7,53 (1H, d, J=7,8 T'm), 11,07 (1H, s).

Oranonusnid mpumep 208.
6-[3-X70p-2-dTop-5-meTmi-4-(2-okconponokcu)perun |-5-metuin-4,5-guruapo-2H-nmuprunazna-3-oH.

[Xum. 221]
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'H-SIMP (DMSO-dg) 8: 1,04 (3H, d, J=7.2 T'm), 2,19 (3H, ), 2,22-2,30 (1H, m), 2,28 (3H, s), 2,70 (1H, dd,
J1=16,8, 6,8 Twr), 3,09-3,19 (1H, m), 4,73 (2H, s), 7,44 (1H, d, J=8,4 '), 11,08 (1H, s).

Oranonusri mpumep 209.
6-[3-Xiop-2,5-nmu¢rop-4-(2-oxconponokcu)penni|-5-metun-4,5-auruapo-2H-nmupunazun-3-oH.

[Xum. 222]
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'"H-SIMP (DMSO-dg) &: 1,05 3H, d, J=7.2 T'm), 2,16 (3H, s), 2,26 (1H, dd, J=16.8, 3,5 ), 2,70 (1H, dd,
J=16.8, 6,8 T), 3,12-3,21 (1H, m), 5,02-5,07 (2H, m), 7,53 (1H, dd, J=13,0, 7,1 Tw), 11,13 (1H, s).

Oranonusi mpumep 210.
6-[3-X710p-2-(METOKCUMETHIIOKCH )-S5 -MeTHIT-4-(2-0Kkcomnponiokcn ) heHnin | -5-metnin-4,5-quruapo-2H-

MTUPHUIA3UH-3-0H.

[Xum. 223]
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'"H-SIMP (DMSO-dg) &: 0,93 (3H, d, J=7,3 T'w), 2,19 (3H, s), 2,25 (1H, dd, J=16.8, 5.6 '), 2,26 (3H, d,
J=0,7 T), 2,66 (1H, dd, J=16,8, 6,9 I'm), 3,10-3,20 (1H, m), 3,45 (3H, s), 4,66 (2H, s), 5,01 (1H, d, J=5,9 T'm),

5,02 (1H, d, J=5,9 T'), 7,17-7,18 (1H, m), 10,95 (1H, s).

OranoHHbIHA mpumep 211.
6-[3-X70p-2-(MeToKkCUMEeTHIIOKCH)-4-(2-0KkcOo0yTOKCH) e |-5-MeTrin-4,5 - nuruapo-2H-upugazuH-3-0H.
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[Xum. 224]

,En.mﬂ.."

'H-SIMP (CDCl3) 8: 1,07 (3H, d, J=7,3 Tu), 1,14 (3H, t, J=7,3 T'n), 2,41 (1H, dd, ]=16,9, 4,6 T'), 2,69-2,85
(3H, m), 3,30-3,40 (1H, m), 3,54 (3H, s), 4,63 (2H, s), 5,04 (1H, d, J=5,6 T'w), 5,18 (1H, d, J=5,6 '), 6,63 (1H,
d, J=8,8 I'm), 7,21 (1H, d, J=8,8 I'm), 8,52 (1H, brs).

OtanonHsli npumep 212.

[Monyuenne  6-[3-xs10p-4-(2-TUIPOKCH-2-METHIIPONIOKCH)-2 -(METOKCUMETHIIOKCH ) peHmI |-5-MeThi-4,5-
nuruapo-2H-nupunazun-3-ona.

[Xum. 225]
N4
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CmMech 6-[3-xm0p-4-ruapokcu-2-(MeTOKCUMETHIOKCH ) peHm |-5-MeTnin-4,5-auruapo-2H-nupunasus-3-oHa
(aranonnstit npumep 99, 130 mr), 1-xmop-2-metnin-2-npomnanoina (0,268 M) n kapbonara xamust (241 mr) B sTa-
Hoxe (2,0 mi)/Boae (0,2 mur) mepementupanu mpu 80°C B TedueHue 7 4. PeakIMOHHYIO CMECh BBUTHBAJIH B BOJIHBIN
pacTBOp THAPOKCHIA HATPUS M CMECh SKCTPArHpOBaNH dTHIArieTaToM. OpraHMdecKuil CI0i MPOMBIBAIH BOJIOW
M COJIEBBIM PAacTBOPOM, BBICYIIMBAIHN HaJ O€3BOTHBIM cylbhaToM HaTpus U (puiapTpoBanm. PacTBopuTens yma-
JISUTH € TIOJTyYEHHUEM YKa3aHHOTO B 3ar0JIOBKE COeMHEHUs B Bue OecriBeTHoro macia (130 mr).

'H-sIMP (CDCl3) &: 1,07 (3H, d, J=7,3 Tu), 1,39 (6H, s), 2,42 (1H, dd, J=17,0, 4,8 T'm), 2,80 (1H, dd,
J=17,0, 7,0 I'm), 3,30-3,41 (1H, m), 3,53 (3H, s), 3,87 (2H, s), 5,01-5,06 (1H, m), 5,14-5,20 (1H, m), 6,76 (1H, d,
J=8,5Tm), 7,22 (1H, d, J=8,5 I'ny), 8,44 (1H, brs).

Crnenyromue COCTMHEHUS TOJTydald M3 KaKIOTO COOTBETCTBYIOIIETO HCXOJHOTO BEIIECTBA aHAJIIOTHIHO
STaJIOHHOMY IpuMepy 212.

Otanonssli npumep 213.

6-[3-Xmop-4-(2-ruapoKcu-2-MEeTHIIIPOIOKCH )-2 -(METOKCUMETHIIOKCH ) -5 -Me TIPS HIA | -5 -Me TH-4, 5-
nuruapo-2H-nupunazun-3-oH.

[Xum. 226]
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'"H-sIMP (DMSO-dg) &: 0,93 (3H d, J=7,3 T'w), 1,28 (6H, s), 2,21-2,29 (1H, m), 2,27 (3H, d, J=0,7 T'w),
2,66 (1H, dd, J=16,8, 6,9 T'm), 3,10-3,20 (1H, m), 3,45 (3H, s), 3,64 (2H, s), 4,64 (1H, s), 5,00 (1H, d, J=5,8 I'm),
5,02 (1H, d, J=5, 8 Tw), 7,15-7, 16 (1H, m), 10,94 (1H, s).

DranoHHbIH puMep 214.

6-[4-(2-T'unpokcH-2-MEeTUITIPONIOKCH )-2-(METOKCUMETHITOKCH ) -3 -MeTUIG eHIT | -5 -MeTmiT-4,5 - nuruapo-2H-
MTUPHIA3UH-3-0H.
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[Xum. 227]
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'H-sIMP (CDCl3) &: 1,07 (3H, d, J=7,3 T'm), 1,38 (6H, s), 2,16 (1H, s), 2,24 (3H, s), 2,41 (1H, dd, J=17,1,
4,6 I'm), 2,79 (1H, dd, J=17,1, 6,8 I'm), 3,28-3,38 (1H, m), 3,51 (3H, s), 3,82 (2H, s), 4,89 (1H, d, J=5,6 'm), 5,00
(1H, d, J=5,6 Tn), 6,67 (1H, d, J=8,5 T'n), 7,14 (1H, d, J=8,5 T'y), 8,46 (1H, brs).

OranoHHbIH puMep 215.

6-[5-X70p-4-(2-THAPOKCH-2-METHITPOTIOKCH ) -2 ~(METOKCUMETHIIOKCH ) -3 -MeTHIIPeHII |-5-MeTri-4, 5-
muruapo-2H-nmupunasun-3-oH.

[Xmm. 228]
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'H-sIMP (DMSO-de) &: 0,93 (3H, d, J=7,3 I'm), 1,28 (6H, s), 2,251 (1H, dd, J=16,8, 5,8 I'm), 2,255 (3H, d,
J=0,6 T'm), 2,66 (1H, dd, J=16,8, 6,9 I'm), 3,09-3,20 (1H, m), 3,42 (3H, s), 3,64 (2H, s), 4,66 (1H, s), 4,92 (1H, d,
J=6,0 I'm), 4,96 (1H, d, J=6,0 I'y), 7,24-7,25 (1H, m), 10,94 (1H, s).

Crnenyromue COCIMHEHUS TOTydald U3 KaKJAOTO COOTBETCTBYIOIIETO HCXOJHOTO BEIIECTBA aHAJIIOTHIHO
JTaIOHHOMY TipuMepy 135.

OtanonHsli npumep 216.

3-[6-Xmop-3-dprop-2-meTmin-4-(4-meTmin-6-okco-4,5-aurunpo- 1 H-nupunaszun-3-wi)henokcn|-2,2-
JudToprnponuIMeTaHCyIb(OHAT.

[Xum. 229]

'"H-SIMP (DMSO-dg) &: 1,04 (3H, d, J=7,2 T'), 2,22-2,30 (4H, m), 2,69 (1H, dd, J=16,8, 6,8 '), 3,09-3,18
(1H, m), 3,34 (3H, s), 4,43 (2H, t, J=13,3 I'n), 4,75 (2H, t, J=13,5 '), 7,57 (1H, d, J=7,8 'm), 11,09 (1H, s).
Otanonssli npumep 217.
3-[2-Xinop-3-¢pTop-6-MeTun-4-(4-metun-6-oxco-4,5-auruapo- 1 H-nmpunazun-3-un)dpenoken]-2,2-
I ToprnponuIMeTaHCyIb(OHAT.
[Xum. 230]
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'H-sIMP (DMSO-dg) &: 1,05 (3H, d, J=7,2 '), 2,26 (1H, dd, J=16,8, 3,8 T'm), 2,30 (3H, s), 2,70 (1H, dd,
J=16.8, 6,8 T'ny), 3,10-3,20 (1H, m), 3,34 (3H, s), 4,44 (2H, t, J=13,2 T'n), 4,75 (2H, t, J=13,5 T'), 7,48 (1H, d,
J=8,2 Tm), 11,10 (1H, s).
OranoHHbIH puMep 218.
2,2-Tudprop-3-[3-pTop-2,6-numeTnn-4-(4-meTuin-6-okco-4,5-nmuruapo- 1 H-nmupugazua-3-
1) (heHOKCH |IpONTMIIMETaHC YT (hOHAT.
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[Xum. 231]
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'"H-SIMP (DMSO-dg) 8: 1,04 (3H, d, J=7,2 Tw), 2,19 (3H, d, J=2,3 '), 2,24 (1H, dd, J=16,8, 3,8 T'm), 2,25
(3H, s), 2,67 (1H, dd, J=16,8, 6,8 I'm), 3,06-3,17 (1H, m), 3,31 (3H, s), 4,27 (2H, t, J=13,2 T'n), 4,74 (2H, t,
J=13,6 I'y), 7,28 (1H, d, J=8,8 T'n), 11, 00 (1H, s).

Otanonssli npumep 219.

3-[2-Xuop-3,6-mu¢pTop-4-(4-meTnin-6-okco-4,5-nuruapo- 1 H-nupugasun-3-mwi)penoxcn]-2,2-
JudToprnponuIMeTaHCyIb(OHAT.

[Xum. 232]

a»:ifﬂl’% S T e,

'H-SIMP (DMSO-dg) 8: 1,05 (3H, d, J=7,2 T'm), 2,27 (1H, dd, J=16,9, 3,8 T'm), 2,71 (1H, dd, J=16.9, 6,8 T'),
3,13-3,22 (1H, m), 3,31 (3H, s), 4,60-4,78 (4H, m), 7,63 (1H, dd, J=12,0, 7,0 T'm), 11,17 (1H, s).

Crenyromue COSIMHEHUS MOMydalld U3 KaXIOI'0 COOTBETCTBYIOIIETO MCXOJHOI'O BEIECTBA aHAJIOIMYHO
STaJIOHHOMY npuMepy 144.

Oranonssli npumep 220.

6-(4-{[(1S*,2R*)-2-(Tper-0y THIANME THIICHITIIOKCUMETHII ) LU KJIOTIPOIIHII [METOKCH } -3 -XJ10p-2-
¢dropdennn)-5-metnin-4,5-nuruapo-2H-nupunazun-3-oH.

[Xwm. 233]

'H-sIMP (CDCl5) &: 0,04 (3H, s), 0,05 (3H, s), 0,49 (1H, d, J=5,6 T'w), 0,85-0,95 (10H, m), 1,21 (3H, d,
J=7,1Tw), 1,25-1,37 (1H, m), 1,38-1,49 (1H, m), 2,44 (1H, dd, J=17,1, 3,2 T'm), 2,74 (1H, dd, J=17,1, 6,7 '), 3,22-
3,33 (1H, m), 3,65-3,73 (1H, m), 3,81-3,88 (1H, m), 4,13-4,23 (2H, m), 6,73-6,79 (1H, m), 7,42-7, 49 (1H, m), 8,53
(1H, s).

Otanonssli npumep 221.

6-(4-{[(1S*,2R*)-2~(TpeT-Oy THIAUME THICHITHITIOKCUMETHIT ) ITUKJIOTIPOITHI |[METOKCH } -3 -XJI0P-5-
MeTtwihenmn)-5-metun-4,5-quruapo-2H-nmupunazna-3-oH.

[Xum. 234]
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'H-sIMP (CDCl;) &: 0,046 (3H, s), 0,054 (3H, s), 0,38-0,45 (1H, m), 0,87-0,94 (10H, m), 1,22-1,34 (4H,
m), 1,39-1,51 (1H, m), 2,36 (3H, s), 2,43-2,51 (1H, m), 2,69 (1H, dd, J=17,1, 6,8 Tw), 3,23-3,34 (1H, m), 3,71 (2H,
d, J=7,1 Tm), 3,94 (1H, dd, J=10,4, 7.9 Tm), 4,12 (1H, dd, ]=10,4, 7.4 T), 7,48 (1H, d, J=2,2 T'm), 7,60 (1H, d,
J=2,2 T'w), 8,54 (1H, brs).
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OtanoHHsli npumep 222.
6-(4-{[(1S*,2S*)-2-(TpeT-Oy THIAUME THIICHITIIIOKCIMETHIIT ) ITUKIIOTIPOITHII [METOKCH } -3-XJT0P-2-

dbropdennn)-5-metnn-4,5-qurunpo-2H-nmupugazun-3-oH.

[Xum. 235]
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"H-SIMP (CDCly) &: 0,06 (6H, ), 0,58-0,70 (2H, m), 0,89 (9H, s), 1,08-1,17 (1H, m), 1,18-1,29 (4H, m),
2,44 (1H, dd, J=17,0, 3,3 I'n), 2,74 (1H, dd, J=17,0, 6,7 I'n), 3,22-3,33 (1H, m), 3,52-3,66 (2H, m), 3,91-4,07
(2H, m), 6,71-6,79 (1H, m), 7,44 (1H, t, J=8,5 T'), 8,51 (1H, brs).

OtanoHHsli npumep 223.
6-{4-[(Z)-4-(Tper-0y TUITUMETHIICUINIIOKCH)-2-0y TeHUIIOKCHU]-2-pTop-3,5-1uMeTHAdEHNI | -5-MeTHI-4,5-

quruapo-2H-nupunazus-3-oH.
[Xum. 236]
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"H-sIMP (CDCl) 8: 0,06 (6H, s), 0,89 (9H, s), 1,20 (3H, d, J=7,2 Tw), 2,22 (3H, d, J=2,4 T, 2,26 (3H, s),
2,43 (1H, dd, J=17,0, 3,4 '), 2,74 (1H, dd, J=17,0, 6,7 '), 3,22-3,32 (1H, m), 4,21-4,28 (2H, m), 4,42 (2H, d,

J=5,3T), 5,72-5,86 (2H, m), 7,21 (1H, d, J=8,8 '), 8,47 (1H, brs).

OtanoHHsIi npumMep 224.
6-{4-[(Z)-4-(Tper-0y THIANMETHIICHITHIIOKCH )2 -0y TEHUIIOKCH -3 -XJ10p-2-hTOp-5-MeTun( eHun | -5-MeTri-

4,5-nuruapo-2H-nupunazuH-3-oH.

[Xum. 237]
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'"H-SIMP (CDCly) &: 0,06 (6H, s), 0,89 (9H, s), 1,21 (3H, dd, J=7.2, 0,6 '), 2,27-2,30 (3H, m), 2,45 (1H,
dd, J=17,0, 3,4 Tw), 2,74 (1H, dd, J=17,0, 6,7 T, 3,22-3,31 (1H, m), 4,25-4,28 (2H, m), 4,59-4,63 (2H, m),
5,74-5,87 (2H, m), 7,31 (1H, dd, J=8,3, 0,7 '), 8,52 (1H, s).

DTajoHHBIHA IpuMep 225.
6-{4-[(Z)-4-(Tper-Oy THIANME THIICHITHIIOKCH ) -2 -0y TeHUIIOKCH |-3-XJ10p-2, 5-nudTopdennn | -5-metnn-4,5-

quruapo-2H-nupunazus-3-oH.
[Xum. 238]
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'H-sIMP (CDCls) 8: 0,06 (6H, s), 0,89 (9H, s), 1,22 (3H, d, J=7,2 T), 2,46 (1H, dd, J=17,0, 3,1 T'w), 2,73
(1H, dd, J=17,0, 6,8 T'm), 3,25-3,34 (1H, m), 4,25-4,29 (2H, m), 4,82-4,86 (2H, m), 5,71-5,84 (2H, m), 7,34 (1H,
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dd, J=11,7, 7,0 I'm), 8,55 (1H, s).

OtanonHsli npumep 226.

6-{4-[(Z)-4-(TpeT-0y TUITUME THIICHITUIIOKCH )-2 -0y TEHUIIOKCH | -2 -THIPOKCH-3-MeTUIDEHIIT } -5 -MeTHI-4,5-
muruapo-2H-nmupunasun-3-oH.

[Xum. 239]

'H-IMP (CDCl3) &: 0,09 (6H, s), 0,92 (9H, s), 1,29 (3H, d, J=7,3 I'n), 2,14 (3H, s), 2,47-2,53 (1H, m),
2,73 (1H, dd, J=16,9, 6,6 I'n), 3,40-3,51 (1H, m), 4,30-4,35 (2H, m), 4,67-4,71 (2H, m), 5,69-5,80 (2H, m), 6,46
(1H, d, J=8,8 T'n), 7,21-7,28 (1H, m), 8,38 (1H, s), 11,90 (1H, s).

DTajoHHBIH IpuMep 227.

6-{4-[(Z)-4-(TpeT-0y THITUME TUIICHITUIIOKCH )-2 -0y TEHUIIOKCH | -3 -XJTOp-2-TUAPOKCUPEHIIT } -5-MeTHII-4,5-
muruapo-2H-nmupunasun-3-oH.

[Xum. 240]
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'H-IMP (CDCl5) &: 0,12 (6H, s), 0,95 (9H, s), 1,33 (3H, d, J=7.6 T'm), 2,52-2,59 (1H, m), 2,78 (1H, dd,
J=17,1, 6,6 T'n), 3,41-3,53 (1H, m), 4,34-4,40 (2H, m), 4,80-4,86 (2H, m), 5,72-5,86 (2H, m), 6,58 (1H, d,
J=9,3 T'm), 7,32 (1H, d, J=9,3 I'm), 8,40-8,53 (1H, m), 12,41 (1H, d, J=2,4 TI'r).

DranoHHBIH IpuMep 228.

[Monydenne 6-[4-(3-THAPOKCHUIIPOIIOKCH)-2~(METOKCUMETHUIIOKCH)-3-MeTHII(PeHII |-5-MeTHI-4, 5 - TUTHIPO-
2H-nupuna3uH-3-oHa.

[Xum. 241]
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K cmecu 6-[4-runpokcu-2-(MeTOKCUMETHIIOKCH )-3-MeTrII(heHn | -5-MeThI-4,5-nuruapo-2H-mupruna3zuy-3 -
oHa (dTasmoHHBIN TpuMep 98, 611 mr), 3-(TpeT-Oy THINUMETHIICHITUIIOKCH)TIpoTiaH-1-oma (627 Mr) u TpudeHII-
¢docouna (864 mr) B THF (12 mur) nobasmnstimu Ouc(2-metokcnatmin)asoaukapookcmiar (771 mr) npu 0°C, a 3a-
TEM CMECh IEPEeMEIINBAIN NP KOMHATHON TEMIIepaType B TeUeHHE HOUM. PacTBopuTeNs yaaaiy, a 3aTeM OocTa-
TOK OYMILAJIM C OMOIIBbIO KOJIOHOYHOM XpoMarorpaduu Ha cuimkarese (rentaH:aTuianeTat=85:15-35:65) ¢ mo-
JTydeHueM OnenHo-xentoro mMacia (1,04 r). Macno pactopsiin B THF (10 M), k cmecn nobasmsum gropun Tet-
pabyrunammonus (1,0 M pactBop B THF, 2,76 mn) npu 0°C, a 3ateM cMech MmepeMeInBaId MPH KOMHATHOM
TemIiepaType B TedeHue 2,5 4. PeakIMOHHYI0O cMeCh KOHIIEHTPHPOBAIM, K OCTATKy N00aBISUIM BOAY, a 3aTeM
CMECh DKCTParupoBajM dTHianeraToM. OpraHMYecKHi CJIOW MPOMBIBAIN COJIEBBIM PAacTBOPOM, BBICYIIHBAIH
HaJ1 0€3BOTHBIM Cyb(aToM HaTpus, GUIBTPOBAIN M PAaCTBOPHUTEINL YAASLIH. [lomydeHHBIH HEOUHMIIICHHBIH MpO-
JOYKT OYHINAIH C TIOMOIIBIO KOJOHOYHOW Xpomarorpaduu Ha cuiukareine (renrtan:atuinanerar=50:50-0:100) c
MOJTyYeHHNEM YKa3aHHOTO B 3aTr0JIOBKE COSTMHEHUS B BUJE OeciBeTHOTr0 aMmopgHOro BemecTsa (635 mr).

'H-sIMP (CDCl3) &: 1,06 (3H, d, J=7,3 I'n), 1,77-1,85 (1H, m), 2,09 (2H, xsuntet, J=6,0 '), 2,19 (3H, s),
2,41 (1H, dd, J=17,1, 4,6 I'n), 2,78 (1H, dd, J=17,1, 7,0 I'm), 3,28-3,37 (1H, m), 3,50 (3H, s), 3,87-3,91 (2H, m), 4,15
(2H, t, J=6,0 I'ny), 4,88 (1H, d, J=5,6 I'm), 4,98 (1H, d, J=5,6 T'm), 6,70 (1H, d, J=8,5 '), 7,14 (1H, d, J=8,5 I'm), 8,56
(1H, brs).

Crenyromue COeAMHEHUS MOMydJalld U3 KaXIOT0 COOTBETCTBYIOLIETO MCXOJHOTO BEIECTBA aHAJIOIMYHO
JTAOHHOMY TipuMepy 228.

DrajoHHBIHA puMep 229.

6-[3-Xop-4-[(Z)-4-runpokcu-2-0yTeHUI0KCH | -2-(METOKCUMETHIIOKCH ) peH T | -5-MeTui-4,5-murunpo-2H-
MUpPUAA3HH-3-0H.
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[Xum. 242]
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'H-IMP (CDCly) &: 1,07 (3H, d, J=7,3 T'n), 1,63-1,68 (1H, m), 2,42 (1H, dd, J=17,0, 4,8 I'y), 2,80 (1H, dd,
J=17,0, 7,0 T'm), 3,31-3,40 (1H, m), 3,53 (3H, s), 4,29-4,35 (2H, m), 4,72-4,77 (2H, m), 5,02 (1H, d, J=5,6 T'n),
5,16 (1H, d, J=5,6 '), 5,83-5,96 (2H, m), 6,78 (1H, d, J=8,5 '), 7,22 (1H, d, J= 8,5 '), 8,52 (1H, s).

Oranonusni mpumep 230.

6-[3-X70p-4-(4-ruapokcuOyTOKCH)-2 -(METOKCUMETHIIOKCH ) heHn | -5-MeTh-4,5 -nuruapo-2 H-mupruna3zua-
3-0H.

[Xum. 243]
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'H-sIMP (CDCl3) &: 1,07 (3H, d, J=7,3 T), 1,50-1,54 (1H, m), 1,77-1,85 (2H, m), 1,94-2,01 (2H, m), 2,42
(1H, dd, J=17,0, 4,8 T'), 2,80 (1H, dd, J=17,0, 7,0 '), 3,32-3,40 (1H, m), 3,53 (3H, s), 3,74-3,79 (2H, m), 4,11
(2H, t, J=6,1 T'n), 5,01 (1H, d, J=5,6 '), 5,16 (1H, d, J=5,6 T'n), 6,77 (1H, d, J=8,8 T'y), 7,21 (1H, d, J=8,8 T'n),
8,45 (1H, brs).

OranoHHbIHA mpumep 231.

6-[3-X710p-4-(3-THAPOKCHIIPOTIOKCH )-2-(METOKCUMETHIIOKCH ) -5 -MeTHIIeHn | -5 -MeTrn-4,5-aquruapo-2H-
NUpUAA3HH-3-0H.

[Xum. 244]
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'H-SIMP (CDCLy) 8: 1,08 (3H, d, J=7,6 T'm), 1,90 (1H, t, J=5,5 T'm), 2,07-2,13 (2H, m), 2,30 (3H, d, J=0,7 '),
2,42 (1H, dd, J=17,0, 4,9 I'm), 2,80 (1H, dd, J=17,0, 7,0 I'r), 3,30-3,39 (1H, m), 3,52 (3H, s), 3,97 (2H, td, J=5,9,
5,5Tm), 4,09 2H, t, J=5,9 I'n), 4,98 (1H, d, J=5,4 '), 5,12 (1H, d, J=5,4 '), 7,08 (1H, d, J=0,7 '), 8,49 (1H, s).

Crnenyromue COCTMHEHUS TOJTydald M3 KaXJIOTO COOTBETCTBYIOIIETO HCXOJHOTO BEIIECTBA aHAJIIOTHIHO
JTAIOHHOMY TIpuMepy 166.

OtanonHsli npumep 232.

3-[6-Xnop-3-drop-2-meTmin-4-(4-meTmin-6-okco-4,5-nurunpo- 1 H-nupunaszun-3-wr)penokcn]-2,2-

qudroprnponuiabeHsoar.
[Xum. 245]
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'H-SIMP (DMSO-d,) &: 1,03 (3H, d, J=7.2 T'm), 2,20-2,30 (1H, m), 2,24 (3H, d, J=2,4 T'u), 2,69 (1H, dd,
J=16,7, 6,7 I'n), 3,07-3,18 (1H, m), 4,51 (2H, t, J=13,2 T'm), 4,85 (2H, t, J=13,6 '), 7,52-7,62 (3H, m), 7,70-
7,75 (1H, m), 8,00-8,07 (2H, m), 11,09 (1H, s).

OtanonHsli npumep 233.

3-[2-Xnop-3-¢pTop-6-meTun-4-(4-metun-6-oxco-4,5-aurunpo- 1 H-mmpunaszun-3-un)dpenoken]-2,2-
nudTopIponuIOeH30aT.
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[Xum. 246]

'H-SIMP (DMSO-de) &: 1,04 (3H, d, J=7,1 T'w), 2,26 (1H, dd, J=16,8, 3,7 T'm), 2,30 (3H, s), 2,70 (1H, dd,
J=16,8, 6,8 '), 3,09-3,19 (1H, m), 4,52 (2H, t, J=13,1 T'm), 4,85 (2H, t, J=13,6 I'n), 7,47 (1H, d, J=7,9 T'n),
7,55-7,62 (2H, m), 7,69-7,76 (1H, m), 8,01-8,07 (2H, m), 11,10 (1H, s).

OtanoHHsli npumep 234.

2,2-Tadprop-3-[3-prop-2,6-numeTnn-4-(4-meTuin-6-okco-4,5-nmuruapo- 1 H-nmupugaszua-3-mm)heHox-
CH |TIpOTIHIIOCH304T.

[Xum. 247]
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'H-sIMP (DMSO-de) &: 1,03 (3H, d, J=7,2 T'n), 2,18 (3H, d, J=2,2 T'), 2,23 (3H, s), 2,24 (1H, dd, J=16,7,
3,9 I'm), 2,66 (1H, dd, J=16,7, 6,8 '), 3,06-3,16 (1H, m), 4,36 (2H, t, J=13,2 I'm), 4,84 (2H, t, J=13,7 T'm), 7,27 (1H,
d, J=8,9 I'm), 7,54-7,62 (2H, m), 7,69-7,75 (1H, m), 8,02-8,08 (2H, m), 11,00 (1H, s).
DrajoHHBIH puMep 235.
3-[2-X70p-3,6-mudTop-4-(4-MeTri-6-okco-4,5-nquruapo- 1 H-mupunazun-3-wn)henokcu]-2,2-
I TOopIpOonUIOeH30aT.
[Xum. 248]
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'H-SIMP (DMSO-de) 8: 1,04 (3H, d, J=7,2 T'w), 2,27 (1H, dd, J=16,8, 3,6 '), 2,71 (1H, dd, J=16,8, 6,9 '),
3,11-3,21 (1H, m), 4,75 (2H, t, J=13,0 T'm), 4,83 (2H, t, J=13,7 T'w), 7,52-7,65 (3H, m), 7,68-7,75 (1H, m), 7,97-
8,05 (2H, m), 11,17 (1H, s).

Otanonssli npumep 236.

[Momyuenne  3-[2-xyop-3-ruapokrcu-4-(4-metuin-6-okco-4,5-muruapo- 1 H-mupuaazun-3-mn)penokcu]-2,2-
nmudTopnponmideH3zoaTa.

[Xum. 249]
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Cycniensuto 6-[3-xyop-4-ruapokcu-2-(MeTOKCUMETUIIOKCH ) peHn |-5-Metun-4,5-quruapo-2H-nmupunazna-
3-ona (3tanoHHerd mpumep 99, 350 mr), 2,2-mudTop-3-(MeTHICYIH(HOHMIOKCH ) TIPOTIIIMEeTaHCY TG oHaTa (943
mr) u kapOonara nesust (1,53 r) B NMP (2,0 min) nepemenmBainu nipu 150°C nox peficTBUEM MHKPOBOIHOBOTO

m3nyuenus B Teuerne 30 muH. K peakunoHHOM| cMecH J00aBIISIIM BOAY B CMECH SKCTPAarHpOBAIIH STHIIAIICTATOM.
OpraHr4ecKuii CJIOM MPOMBIBAIN BOJOW M COJICBBIM PAacTBOPOM, BBICYIIIMBAIH HaJ OE3BOTHBIM CYNb(hATOM Ha-
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Tpus, QUIBTPOBANIH M PACTBOPHUTEINH YAALTH. OCTATOK OYHIAIN C MMOMOIIBI0 KOJOHOYHON XpoMaTorpaduu Ha
cunukarene (renras:3tmwianetar=50:50-0:100) ¢ momydeHneM cMecH, coaepKanieii HeoOX0AUMOE MPOMEKYTOU-
HOe coeamHeHne. PacTBop monydeHHOM cMecH U 6en3zoata Hatpus (121 mr) B8 NMP (2,0 Mi1) mepemMemBaii mpu
180°C nox neficTBHEM MUKPOBOJHOBOTO M3iydeHus B Tedenue 30 muH. K peakiimoHHOMH cMecH 100aBIsUTH BOLY
M CMECh AKCTParupoBaid dTHianeraToM. OpraHudecKuii CJIOW MPOMBIBATIH BOJOI M COJIEBBIM PacTBOPOM, BBI-
CymmuBaiy HaJ 0e3BOAHBIM CyIh(haTOM HATpHA, GHIBTPOBAIN M PacTBOPUTENs yaaysiid. [lomydeHHbI HeOUn-
MIEHHBIH TPONYKT OYMINAIM C IIOMOIIBI0 KOJOHOYHOH XpomaTtorpaguu Ha cwimkareine (Ter-
TaH:dTIIaneTaT=67:33-33:67), a 3aTeM ¢ MOMOIILI0 KOJIOHOYHOH XpoMaTorpadun Ha MOAU(PUITMPOBAHHOM JTHO-
JIOM cuiuKkaree (rentan: Tiianerat=75:25-33:67) ¢ mojay4eHreM yKa3aHHOTO B 3aT0JIOBKE COCIMHEHUS B BHUIIC
OecIBeTHOTO TBEPIOTO BerecTsa (38 mr).

'H-sIMP (CDCly) &: 1,28 (3H, d, J=7,3 '), 2,53 (1H, d, J=16,6 T'm), 2,75 (1H, dd, J=16,6, 6,6 '), 3,38-
3,43 (1H, m), 4,42 (2H, t, J=11,2 T'm), 4,48 (2H, t, J=12,7 '), 6,55 (1H, d, J=9,3 I'n), 7,31 (1H, d, J=9,3 T'm),
7,41-7,48 (2H, m), 7,55-7,63 (1H, m), 8,00-8,06 (2H, m), 9,10 (1H, s), 12,54 (1H, s).

Otanonssli npumep 237.

[Monmyuyenue 4-06eH3mnokcu-1-0pom-2-drop-3-(TpudropmeTrn)oeH30ma.

[Xum. 250]
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B atmocdepe aprona k cmecu 4-6eH3unokcu-1-6pom-2-dropoensona (6,10 r) B THF (20 mu1) no xarutsim no-
Gapmsun mum3onpornwiamun gutus (2,0 M, B cmemannoM pactBope THF/renrana/stunoensona, 13,6 M) mpu -
78°C. PeakiioHHyI0 cMech IepeMeNInBaIi pU TOH ke TeMieparype B TedeHue 30 MuH, a 3aTeM K Hell 100aB-
s Won (6,61 r). Peakumonnyto cMmech nepememmBaiu npu -78°C B Tewenue 1,5 4. K peaknuonHoit cmecu
JOOABIISIIN BOAY M CMECh IKCTPArupoBaiy TuianeratoM. OpraHudecKuii ol MpOMBIBAIHA BOJHBIM PacTBOPOM
THOCYNb(aTa HATPHS, HACHIIIEHHBIM BOTHBIM PAacTBOPOM OMKapOOHAaTa HATpPHUs, a 3aTEM COJIEBBIM PacTBOPOM,
BBICYIIMBAIN Hall OE3BOIHBIM CYNIb(haTOM HATPH, QUIBTPOBANH, a 3aTeM KOHIEHTPUPOBaIH. OCTaTOK OYHUIIAIN
C TIOMOIIIBIO KOJIOHOYHOM XpomaTtorpadum Ha cunmkarene (rentan:atuianerar=100:0-95: 5-91:9), a 3arem mo-
JY9eHHOE TBEPIOE BEIIECCTBO IMPOMBIBAIN IyTEM PACTHPAHHS C TENTAHOM C IOIydYeHHEM OeJoro TBEpAOro Be-
mectBa (5,12 1). benoe TBepaoe BemecTBo (5,12 1) pactBopsuin B NMP (40 mun), a 3aTeM kK HeMy J00aBIsUIA Me-
tunandTop(propcynsponmn)anerat (12,8 mi) n Hogun menu (4,79 r). B atmocdepe aprona cmech nepemMenin-
Banu ripu 100°C B Teuenne 18 4. ObGecnieunBalii OXJIAXKICHUE PEAKIIMOHHOW CMECH O KOMHATHOW TeMIiepaTy-
PHI, K HeH 00aBIIsIIM BOY M OTHIIALIETAT, @ 3aTeM CMeCh (QHIBTPOBAIIM Yepe3 MOAYIIKY U3 HenauTa. OTaeNeHHbINH
OPTaHWYECKHUI CIIOW MPOMBIBAIN BOJOH M COJEBBIM PAacTBOPOM, BBICYIIMBAIH HaJl O€3BOJHBIM CyJIb(aToM Ha-
Tpusi, GUIBTPOBANH, a 3aTeM KOHIECHTPUPOBAIH. [10JydeHHBIH HEOUYHIEHHBIH MPOIYKT OYHIIAIH C TIOMOIIBIO
KOJIOHOYHOW xpomarorpaduu Ha cuiaukarene (rentan:stuinanerat=100:0-83: 17) ¢ momydeHneM yKa3aHHOTO B
3aroJIOBKE COCJIMHEHUS B BHJIE OeIOro TBepIoro BemecTra (3,93 1).

'H-sIMP (CDCLy) 8: 5,17 (2H, s), 6,74 (1H, d, J=8,8 I'ny), 7,31-7,43 (5H, m), 7,57-7,63 (1H, m).

Crnenyromee coeIMHEHNE TOIYyJald W3 COOTBETCTBYIOMIETO MCXOJHOTO BEIIECTBA aHAIOTHYHO 3TAJIOHHO-
My npumepy 20.

DranoHHbIH puMep 238.

4-bensunokcu-2-prop-3-(TpudTOpMETHI ) OCH3ATBACT U],

[Xum. 251]
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'H-SIMP (CDCl5) &: 5,28 (2H, s), 6,95 (1H, d, J=8.,8 '), 7,32-7,45 (5H, m), 8,01 (1H, dd, J=8.8, 7,9 T'm),
10,25 (1H, s).
Crenyromiee COSAMHEHNE MOTYYaId U3 COOTBETCTBYIOIIEIO MCXOIHOTO BEIIECTBA aHAIOTHYHO JTaJOHHO-
My npumepy 41.
OtanonHsli npumep 239.
Merun-4-[4-6en3unokcu-2-¢prop-3-(tpudTopmernin)pennn]-3-meTni-4-okcooyTaHoaT.
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[Xum. 252]
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'H-SIMP (CDCly) &: 1,22 (3H, dd, J=7,0, 0.9 T), 2,44 (1H, dd, J=16,8, 5,2 T'm), 2,95 (1H, ddd, J=16,8, 8.9,
1,8 I'm), 3,64 (3H, s), 3,69-3,79 (1H, m), 5,25 (2H, s), 6,91 (1H, d, J=9,0 I'), 7,31-7,44 (5H, m), 7,96-8,03 (1H, m).

Crenyromiee COSAMHEHNE MOTYYaId U3 COOTBETCTBYIOIIEIO MCXOJHOTO BEIIECTBA aHAIOTHYHO STaJOHHO-
My npumepy 63.

Oranonsslil npumep 240.

4-[4-Benzunokcu-2-drop-3-(tpudTopMeriin)perni]-3-MeTniI-4-0kcoOyTaHOBAsI KUCIIOTA.

[Xum. 253]
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'H-sIMP (DMSO-dg) &: 1,10 (3H, d, J=7,1 '), 2,41 (1H, dd, J=17,0, 5,3 I'm), 2,71 (1H, ddd, J=17,0, 9,0,
0,9 I'm), 3,55-3,67 (1H, m), 5,39 (2H, s), 7,32-7,49 (6H, m), 8,05-8,13 (1H, m), 12,20 (1H, s).

Crienyroliee COeMHEHUE TIOJIyYall U3 COOTBETCTBYIOLIEI0 MCXOMHOTO BEUIECTBA aHAJOTHYHO ITAIOHHO-
My npumepy 83.

DranoHHBIHA IpuMep 241.

6-[4-bensunokcu-2-¢prop-3-(TpudTopmernn)pennn]-S-metnin-4,5-muruapo-2H-nuprga3sun-3-oH.

[Xum. 254]
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'H-SIMP (DMSO-de) 8: 1,04 (3H, d, J=7,2 T'm), 2,25 (1H, dd, J=16,7, 4,2 T'n), 2,69 (1H, dd, J=16,7, 6,7 T'),
3,05-3,19 (1H, m), 5,34 (2H, s), 7,28 (1H, d, J=9,2 '), 7,32-7,50 (5SH, m), 7,77-7,87 (1H, m), 11,05 (1H, s).

Crenyromee COSAMHEHNE MOTyYald U3 COOTBETCTBYIOIIETO MCXOJHOTO BEIIECTBA AHAJIOTHYHO 3TAJOHHO-
My npumepy 98.

OtanoHHsli npumep 242.

6-[2-®rop-4-ruapokcu-3-(tpudropmerin)enmn]-5-metun-4,5-muruapo-2H-nupunazns-3-oH.

[Xum. 255]
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'H-IMP (DMSO-dy) 8: 1,04 (3H, d, J=7,2 I'm), 2,23 (1H, dd, J=16,8, 3,8 T'm), 2,67 (1H, dd, J=16,8, 6,8 '),
3,04-3,15 (1H, m), 6,90 (1H, d, J=8,8 I'y), 7,61-7,68 (1H, m), 10,99 (1H, s), 11,40 (1H, brs).

ITpumep 1.

Iomyuenue 6-[3-0poM-5-x510p-4-(2-TUIPOKCH-2-METHIANPONOKCH ) peHnI |-5-MeTrin-4,5-aurnapo-2H-
NUpUAA3HH-3-0H.
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[Xum. 256]
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K cmecn 6-(3-6pom-5-xmop-4-ruapokcudennn)-5-metnn-4,5-muruapo-2H-mupumasun-3-oHa  (3TaTOHHBIN
npumep 87, 300 Mr), pacTBopeHHOTO B dTaHoNe-Boje (4:1, 10 M), nobaBnsumm 1-xmop-2-metwi-2-nporano (0,388
MIT) ¥ KapOoHat kamus (522 mr).

PeakmoHHYIO cMech HarpeBaiu ¢ 0OpaTHBIM XOJOAMILHUKOM B TeueHue 8 4. K peakimoHHON cMecH f0-
0aBJISTM BOJY M CMECh SKCTpParMpoBaiy dTHiIaneTatoM. OpraHudecKHid cJIOH NMPOMBIBaJIM BOJOH U COJIEBBIM
pacTBOpOM, BBHICYIIMBAIM HajJ 0E€3BOIHBIM CyIb(paToM HaTpus, GHIBTPOBAIN M PACTBOPHUTENb yAamsuti. Iloiry-
YEeHHBIH HEOYHMIICHHBIN NMPOAYKT OYMINAIN C HOMOIIBIO KOJIOHOYHOM XpomaTtorpaduu Ha cuiukarene (rer-
TaH:ITHIaNeTaT=607:33-33:67). [lomydeHHOE TBEpJOE BEIIECTBO NEPEKPHCTAJUIM3OBHIBAIM M3 2-TIPOMAHOJA C
MOJTyYeHHEM YKa3aHHOTO B 3ar0JIOBKE COeTMHEHMs B BHJE Oeroro rnoporuka (107 mr).

Temmeparypa miasienus: 176,6-178,2°C.

Crnenyronye COeAMHEHHS TOTYyYald U3 KaXXI0T0 COOTBETCTBYIOUIETO MCXOJHOTO BEIIECTBA aHAIOTHYHO

npumepy 1.
[Ipumep 2.
6-[3,5-Juxmop-4-(2-ruApoKCH-2-METHITIPOTIOKCH ) peHMI |-5-MeTrin-4, 5-murunpo-2 H-nmupuna3un-3-oH.
[Xum. 257]
v V4

'"H-SIMP (DMSO-dg) &: 1,05 (3H, d, J=7,3 T'm), 1,29 (6H, s), 2,24 (1H, d, J=16,7 T'w), 2,69 (1H, dd, J=16,7,
7,0 Tw), 3,37-3,49 (1H, m), 3,75 (2H, s), 4,68 (1H, brs), 7,82 (2H, s), 11,09 (1H, s).

[Tpumep 3.
6-[3-X70p-2-dTop-4-(2-THAPOKCHITOKCH ) peHII |-5-MeTrI-4, 5 - murunpo-2 H-nmupuna3un-3-oH.
[Xmm. 258]
s g
\
HN/N%{/\{/LGE

0% ~ f

'H-SIMP (DMSO-dg) 8: 1,04 (3H, d, J=7,3 T'm), 2,25 (1H, dd, J=16,7, 3,5 T'm), 2,69 (1H, dd, J=16,7, 6,7 T'u),
3,10-3,20 (1H, m), 3,76 (2H, dt, J=5,4, 5,0 Tw), 4,17 (2H, t, J=5,0 T'm), 4,91 (1H, t, J=5,4 '), 7,10 (1H, dd,
J=8,9, 1,5 '), 7,53 (1H, t, J=8,9 '), 11,01 (1H, s).

Ipumep 4.

6-[3-Xop-4-(2-runpoKcusTOKCH)-5-MeTriadenun ] -5-metun-4,5-nurunpo-2 H-nnpraaznn-3-oH.

[Xum. 259]

.—G\ A

JO
N
G’;’/'I T

Temneparypa mnasnenust: 157,4-157,6°C

IIpumep 5.

[Monyuenne 6-[3-x10p-2-Prop-4-(3-rUnpoKcu-2,2-TuMeTIIIpoIoken ) penun]-5-merun-4,5-quruapo-2H-
MUPHIa3UH-3-0Ha.
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[Xum. 260]
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Cycnensuio 6-(3-xi0p-2-¢rop-4-runpoxcudennn)-S-merun-4,5-muruapo-2H-nuprna3us-3-oHa (3TaJIOHHBIN
npumep 89, 302 mr), 3-6pom-2,2-numeTni-1-nponanona (0,434 mn) n xkapbonata 1esust (767 mr) B NMP (3 mi)
nepememuBanu npu 130°C nox gecTBHEM MUKPOBOJIHOBOTO M3IIyueHMs B TeueHHe | u. PeakunoHHyro cMech
BBIIMBAJIN B BOJLy M CMECh SKCTPArupoBayn dTmianeratoM. OpraHuuecKui IO MPOMBIBAIM BOJOH U COJIEBBIM
pacTBOPOM, BBICYIINBAIN HaJ 0€3BOJHBIM CyIb()aTOM HATpHs, PUIBTPOBAIHN U PACTBOPHUTENb yaamsid. [lomy-
YEHHBII HCOUMIIEHHBIH MPOIYKT OYMINANN C IOMOIIBI0 KOJOHOYHOHW Xpomarorpadyuy Ha aMHHOMOJH(DUIIHPO-
BaHHOM cumkarene (remran:dTmianetat=>50:50-0:100 >tunanerar:Meranon=90:10) u HeoOXoauMbIe (pakIuu
KOHIEHTpUpoBanu. OCTaTOK KPUCTAINIM30BAIH M3 TUNIAIETAaTa M OCAJKH coOnpanu Ha QUIBTPE C MOTydYCHUEM
YKa3aHHOTO B 3ar0JIOBKE COSTUHEHMS B BHIe Oesioro mopomika (37 mr).

'H-SIMP (DMSO-dg) 8: 0,96 (6H, s), 1,04 (3H, d, J=7,1 T'w), 2,25 (1H, dd, J=16,9, 3,7 T'w), 2,69 (1H, dd,
J=16.9, 6,8 I'n), 3,11-3,18 (1H, m), 3,31 (2H, d, J=5,4 '), 3,86 (2H, s), 4,65 (1H, t, J=5,4 I'm), 7,06 (1H, dd,
J=8,8, 1,5T'm), 7,53 (1H, t, J=8,8 T'm), 11,01 (1H, s).

Crnenyromue COeTUHEHHS TOTyYalld U3 KaKI0T0 COOTBETCTBYIOIIEI0 MCXOAHOTO BEUIeCTBa aHAJIOTHY-
HO IpUMepy 5.

IIpumep 6.
6-[3,5-Audrop-4-(3-ruapoxcu-2,2 - TMMeTHIIPONIOKCH ) peHm |-5-MeTiin-4,5-muruapo-2H-mupuna3us-3-oH.
[Xum. 261]
F ,
PN o Mo
o
s

'H-SIMP (DMSO-dg) 8: 0,93 (6H, s), 1,04 (3H, d, J=7,3 '), 2,23 (1H, d, J=16,7 T'm), 2,68 (1H, dd,
J=16,7, 7,0 T'm), 3,27 (2H, d, J=5,3 '), 3,34-3,42 (1H, m), 3,92 (2H, s), 4,62 (1H, t, J=5,3 'm), 7,44-7,57 (2H,
m), 11,05 (1H, s).

ITpumep 7.

6-[3-X70p-5-dTop-4-(3-ruapokcu-2,2-TuMeTHIpoTIokcH ) heHn | -5-MeThi-4, 5 -quruapo-2H-nmupruna3uH-
3-0H.

[Xum. 262]
E \/
e g

Q—’)’\/”‘“\

'H-IMP (DMSO-dg) 8: 0,96 (6H, s), 1,04 (3H, d, J=7,3 I'm), 2,23 (1H, d, J=16,9 I'n), 2,69 (1H, dd,
J=16.9, 6,8 I'm), 3,29-3,34 (2H, m), 3,36-3,46 (1H, m), 3,92 (2H, d, J=1,7 I'n), 4,61 (1H, brs), 7,63 (1H, dd,
J=12.8, 2,1 T'm), 7,66-7,68 (1H, m), 11, 06 (1H, s).

ITpumep 8.

6-[2-®rop-4-(3-runpoKcu-2,2-TMMETHIIPOIIOKCH ) -3 -Me T peHn |-5-meTni-4,5-muruapo-2H-nupuna3un-
3-oH.
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[Xum. 263]

i T
D/)*\m\/l\‘ ?

'H-SIMP (DMSO-dg) 8: 0,95 (6H, s), 1,03 (3H, d, J=7,2 Tm), 2,11 (3H, d, J=2,2 T'm), 2,22 (1H, dd,
J=16,7, 3,7 T'), 2,66 (1H, dd, J=16,7, 6,7 Tw), 3,07-3,16 (1H, m), 3,29-3,32 (2H, m), 3,75 (2H, s), 4,63 (1H, t,
J=5,4Tu), 6,84 (1H, d, J=8,5 I'), 7,37 (1H, t, J=8,5 '), 10,91 (1H, s).

ITpumep 9.
6-[2,3-Iudtop-4-(3-ruapokcu-2,2 - IUMETHIIIPOTIOKCH ) heHII |-5-MeTrIT-4, 5 - murupo-2 H-nupuna3ua-3-0H.
[Xum. 264]
\\ (
r/\\/ 0\\/" \/,—@H
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'H-SIMP (DMSO-dg) &: 0,94 (6H, s), 1,05 (3H, d, J=7,3 T'm), 2,25 (1H, dd, J=16,7, 3,3 T'm), 2,70 (1H, dd,
J=16,7, 7,0 Tm), 3,10-3,22 (1H, m), 3,28 (2H, d, J=5,4 I'n), 3,85 (2H, s), 4,67 (1H, t, J=5,4 I'n), 7,03-7,14 (1H,
m), 7,30-7,45 (1H, m), 11,02 (1H, s).

ITpumep 10.

6-[2,3-An¢rop-4-(3-ruapokcunponokcu)penni|-5-metun-4,5-auruapo-2H-nmupunazun-3-oH.

[Xum. 265]

1 R NI
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'"H-SIMP (DMSO-dg) &: 1,05 (3H, d, J=7,1 T'm), 1,84-1,95 (2H, m), 2,25 (1H, dd, J=16,9, 3,3 T'm), 2,70 (1H,
dd, J=16,9, 6,8 '), 3,09-3,23 (1H, m), 3,49-3,64 (2H, m), 4,20 (2H, t, J=6,3 T'w), 4,59 (1H, t, J=5,1 I'), 7,03-
7,15 (1H, m), 7,34-7,44 (1H, m), 11,03 (1H, s).

ITpumep 11.
6-[3-bpom-5-pTop-4-(3-TuapokcUIIporiokcH ) peHmn|-5 -meTmi-4,5-nurunpo-2H-nupuga3nH-3-0H.
[Xum. 266]
F
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'"H-SIMP (DMSO-d) &: 1,04 (3H, d, J=7,3 T'm), 1,82-1,92 (2H, m), 2,23 (1H, d, J=16,8 Tm), 2,69 (1H, dd,
J=16.8, 6,9 T'n), 3,35-3,45 (1H, m), 3,55-3,64 (2H, m), 4,16-4,24 (2H, m), 4,54 (1H, t, J=4,8 T'w), 7,67 (1H, dd,
J=12,7,2,1 Tw), 7,82 (1H, t, J=2,1 T'w), 11, 07 (1H, s).

ITpumep 12.
6-[3-bpom-2-¢pTop-4-(3-ruapokcunponokcu)pernn]-5-metuin-4,5-quruapo-2H-nmupunazns-3-oH.
[Xum. 267]
PPN
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'"H-SIMP (DMSO-d¢) &: 1,04 (3H, d, J=7,2 Tw), 1,85-1,95 (2H, m), 2,24 (1H, dd, J=16,9, 3,7 '), 2,69 (1H,
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dd, J=16,9, 6,8 T'm), 3,09-3,19 (1H, m), 3,56-3,64 (2H, m), 4,20 (2H, t, J=6,2 I'n), 4,58 (1H, t, J=5,2 I'n), 7,04
(1H, dd, J=8,9, 1,0 I'ny), 7,58 (1H, t, J=8,9 I'm), 11,02 (1H, s).
IIpumep 13.

6-[3,5-Indrop-4-(3-ruapoxcunponokcu)pernn]-5-metun-4,5-qurunpo-2H-nmupunaznn-3-oH.
[Xum. 268]
F

) A I
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'H-IMP (DMSO-dy) &: 1,05 (3H, d, J=7,3 T'n), 1,77-1,89 (2H, m), 2,24 (1H, d, J=16,7 T'w), 2,68 (1H, dd,
J=16,7, 7,0 T), 3,33-3,47 (1H, m), 3,51-3,62 (2H, m), 4,23 (2H, t, J=6,3 I'n), 4,53 (1H, t, J=5,0 T'y), 7,45-7,61
(2H, m), 11,06 (1H, s).

ITpumep 14.

6-[4-(3-T'unpoxcunpornokcn)-3,5-aumernndennn|-5-metuin-4,5-nuruapo-2H-nmupunaszun-3-oH.
[Xum. 269]
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'H-SIMP (DMSO-de) &: 1,05 (3H, d, J=7,2 T'm), 1,84-1,93 (2H, m), 2,21 (1H, d, J=16,8 T'm), 2,24 (6H, s),
2,64 (1H, dd, J=16.8, 6,9 I'r), 3,30-3,40 (1H, m), 3,58-3,66 (2H, m), 3,82 (2H, t, J=6,4 '), 4,50 (1H, t, J=5,1
I'm), 7,44 (2H, s), 10,86 (1H, s).

ITpumep 15.

6-[3-Xop-5-¢Top-4-(3-runpoxcunpormnokcu)hennn]-5-metun-4,5-muruapo-2H-nupunazns-3-oH.
[Xum. 270]
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'"H-SIMP (DMSO-dg) &: 1,04 (3H, d, J=7,3 T'm), 1,80-1,92 (2H, m), 2,24 (1H, d, J=16,9 T'u), 2,69 (1H, dd,
J=16,9, 7,0 I'm), 3,35-3,47 (1H, m), 3,52-3,64 (2H, m), 4,14-4,26 (2H, m), 4,53 (1H, t, J=5,1 I'm), 7,60-7,72 (2H,
m), 11,06 (1H, s).

ITpumep 16.

6-[3,5-Auxnop-4-(3-ruapoxcunpomnokcu)hennn]-5-metun-4,5-auruapo-2H-nupunazun-3-oH.
[Xum. 271]
Ct

i
H N gy

fo“ ™
'H-SIMP (DMSO-dg) &: 1,04 (3H, d, J=7,3 T'n), 1,87-1,98 (2H, m), 2,23 (1H, d, J=17,0 T'w), 2,69 (1H, dd,
J=17,0, 7,0 T'm), 3,36-3,49 (1H, m), 3,57-3,66 (2H, m), 4,10 (2H, t, J=6,5 I'm), 4,53 (1H, t, J=5,1 '), 7,82 (2H,
s), 11,08 (1H, s).
Ipumep 17.

6-[3-Xop-4-(3-runpoKcuIiponokcn)-S-metmwidenun|-5-metun-4,5-aguruapo-2H-nupunaznn-3-oH.
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[Xum. 272]
¢l

LVO\/ \/DH
HN/N*T’ 2N

Qa’d\/l\\

Temneparypa miasienust: 129,7-132,6°C.
ITpumep 18.
6-[3-bpom-5-x110p-4-(3-ruapokcunponokcu)penni|-5-metun-4,5-auruapo-2H-nmupunaszun-3-oH.
[Xum. 273]
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Temneparypa miasienus: 153,0-156,6°C.

ITpumep 19.
6-[3-Xop-2-¢prop-4-(3-runpoxcunpormnoxcu)hennn]-5-merun-4,5-muruapo-2H-nupunazns-3-oH.
[Xum. 274]
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'H-SIMP (DMSO-dy) 8: 1,04 (3H, d, J=7,3 T'w), 1,87-1,93 (2H, m), 2,25 (1H, dd, J=16,7, 3,5 T'r), 2,70 (1H,
dd, J=16,7, 6,7 Tmr), 3,10-3,19 (1H, m), 3,56-3,62 (2H, m), 4,21 (2H, t, J=6,3 T'w), 4,59 (1H, t, J=5,1 T'm), 7,09
(1H, dd, J=8,8, 1,5 ['w), 7,55 (1H, t, J=8,8 ['w), 11,02 (1H, s).

ITpumep 20.
6-[3-DTOop-4-(3-TUAPOKCHUTIPOTIOKCH )-5-MeTrIIheHn | -5-MeTrin-4,5 -nuruapo-2H-uprunazux-3-oH.
[Xum. 275]
F
A A M
1
HN’“N*;Y’A"\&”’ ~
| |
N
o

'H-IMP (DMSO-d¢) &: 1,05 (3H, d, J=7,2 '), 1,80-1,90 (2H, m), 2,22 (1H, d, J=16,8 T'w), 2,27 (3H, s),
2,66 (1H, dd, J=16,8, 6,9 T'm), 3,31-3,41 (1H, m), 3,55-3,62 (2H, m), 4,06-4,13 (2H, m), 4,52 (1H, t, J=5,1 '),
7,40-7,48 (2H, m), 10,95 (1H, s).

IIpumep 21.

6-[2-DTOop-4-(3-THAPOKCHUTIPOTIOKCH )-3-MeTHIIheHI | -5-MeTri-4,5 - nuruapo-2H-muprnazux-3-oH.

[Xum. 276]
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'H-SIMP (DMSO-d,) &: 1,03 (3H, d, J=7.2 Tu), 1,84-1,93 (2H, m), 2,08 (3H, d, J=2,2 T'u), 2,22 (1H, dd,
J=16,8, 3,7 I'm), 2,66 (1H, dd, J=16.8, 6,7 I'n), 3,07-3,17 (1H, m), 3,55-3,63 (2H, m), 4,10 (2H, t, J=6,2 I'y), 4,56
(1H, t, J=5,2 '), 6,87 (1H, d, J=8,8 I'm), 7,38 (1H, t, J=8,8 '), 10,92 (1H, s).
ITpumep 22.
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6-[3-Xop-2-¢pTop-4-(3-ruapOKCHIIPOIIOKCH )-5-MeTHIpeHn |-5-MeTri-4,5 - nmuruapo-2H-nupunasun-3-oH.

[Xum. 277]
| .\‘TQ\\/”\\// OH

S ]
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'H-IMP (DMSO-de) 8: 1,05 (3H, d, J=7.2 T'ny), 1,87-1,96 (2H, m), 2,22-2,29 (1H, m), 2,27 (3H, s), 2,69
(1H, dd, J=16,8, 6,8 I'm), 3,09-3,19 (1H, m), 3,59-3,66 (2H, m), 4,02 (2H, t, J=6,5 T'm), 4,54 (1H, t, J=5,1 T'm),
7,43 (1H, d, J=8,7 I'y), 11,07 (1H, s).
ITpumep 23.
6-[3-Otun-2-prop-4-(3-runpoxcunponokcu)pennn]-S-mMmetui-4,5-quruapo-2H-nmuprunazna-3-0H.
[Xum. 278]
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'H-sIMP (CDCl5) 8: 1,15 (3H, t, J=7,6 Tu), 1,19 (3H, d, J=7,3 I'), 1,56-1,62 (1H, m), 2,09 (2H, kBuuTeT,
J=6,1Tm), 2,41 (1H, dd, J=16,9, 3,4 I'n), 2,63-2,78 (3H, m), 3,21-3,33 (1H, m), 3,85-3,93 (2H, m), 4,16 (2H, t,
J=6,1Tm), 6,70 (1H, d, J=8,3 I'm), 7,33-7,38 (1H, m), 8,49 (1H, brs).

IIpumep 24.

IMomyuenue 6-[3-6pom-2-drop-4-(2-TunpoKcH-2-MeTHINPONoKCH ) peHn |-5-MeTnin-4,5-nuruapo-2H-
NUpUAA3HH-3-0Ha.

[Xum. 279]
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B atmocdepe aprona x pactBopy 6-[3-06pom-2-¢hTop-4-(2-okconmponokcu )deHunn|-5-metni-4,5-Turuapo-
2H-nupunasun-3-ona (3tanoHssiid npumep 114, 357 mr) 8 THF (10 M) mo xamusM 100aBisuin MeTHIMAr-
HuOpomua (3 M pactBop B mudTrioBoM ddupe, 1,0 M) npu 0°C. PeakiimoHHYI0 cMech MEpeMENInBaI Mpu
KOMHATHOU TeMIieparype B TeueHue 23 4. Peaknmonnyo cmech oxnaxaanu nmpu 0°C, k Heil 100aBsLIi BOAHBIN
pacTBOp XJIOpHJa aMMOHHS M CMECh SKCTParupoBaliv dTiianeTaroM. OpraHn4ecKuil 10 MpOMBIBaIH COJIEBBIM
pacTBOpOM, BBHICYIIMBAIN HajJ 0E€3BOIHBIM CyiIb(aToM HaTpus, GHIBTPOBAIN M PACTBOPHUTENb yaamsuti. Iloiry-
YEeHHBIH HEOUYHMIICHHBIH NMPOAYKT OYMINAIN C HOMOIIBIO KOJIOHOYHOM XpomaTtorpaduu Ha cuiukarene (rer-
TaH:ITHIAaNeTaT=33:67-6:94). [lonmy4yeHHOe TBEpJOE€ BEUIECTBO NPOMBIBAIN ITyTEM PACTUPAHHS C AUU3OPOIIHU-
JIOBBIM 3(HpOM, a 3aTeM coOupaiy Ha (QUIbTpe ¢ MONyYeHHEM YKa3aHHOTO B 3arojOBKE COCAMHEHHS B BHIE
Gemoro TBep0TO BemecTna (18 mr).

'H-SIMP (DMSO-dg) &: 1,04 (3H, d, J=7,3 T), 1,25 (6H, s), 2,24 (1H, dd, J=16,8, 3,7 T'm), 2,69 (1H, dd,
J=16,8, 6,8 I'm), 3,09-3,19 (1H, m), 3,86 (2H, s), 4,70 (1H, s), 7,03 (1H, dd, J=8.,9, 1,2 '), 7,57 (1H, t, J=8,9 '),
11,01 (1H, s).

Crenyromue COSIMHEHUS MOTYYaIl U3 KaXKJOTO COOTBETCTBYIOMIETO HCXOIHOTO BEIIECTBA aHAIOTHY-
HO TIpuMepy 24.

ITpumep 25.

6-[3-X70p-5-pTop-4-(2-rHapoKCcH-2-MeTUATPOTIOKCH ) peHun |-5-MeTrin-4,5-auruapo-2H-nmuprunazui-3-oH.
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[Xum. 280]

'H-sIMP (DMSO-de) &: 1,05 (3H, d, J=7,3 T'm), 1,25 (6H, s), 2,24 (1H, d, J=16,7 I'n), 2,69 (1H, dd,
J=16,7, 7,0 I'n), 3,35-3,45 (1H, m), 3,87 (2H, d, J=1,2 '), 4,64 (1H, s), 7,64 (1H, dd, J=12,7, 2,2 I'n), 7,68 (1H, t,
J=2,2 T'm), 11,06 (1H, s).

ITpumep 26.

6-[3-bpom-5-¢Top-4-(2-ruapokcu-2-MeTHIIPOTIOKCcH ) penu |-5-metun-4,5-quruapo-2 H-nupunaznu-3-ox.

[Xum. 281]
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'H-SIMP (DMSO-d) &: 1,04 (3H, d, J=7,3 T'm), 1,26 (6H, s), 2,23 (1H, d, J=16,8 T'u), 2,69 (1H, dd,
J=16,8, 6,9 I'n), 3,34-3,45 (1H, m), 3,86 (2H, d, J=1,3 I'm), 4,64 (1H, s), 7,67 (1H, dd, J=12,9, 2,1 T'm), 7,81 (1H, t,
J=2,1Tu), 11,06 (1H, s).

ITpumep 27.

IMomyuenue 6-[2,3-mudrop-4-(2-runpokcu-2-MeTHIIPOnoKcH ) heHni|-5-metnin-4,5-nuruapo-2H-
MUPHIa3UH-3-0Ha.

[Xum. 282]
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Cycnienzuto 6-(2,3-mudrop-4-runpokcudennn)-5-metmn-4,5-qurunpo-2H-nmupunazun-3-ona (480 mr), 2,2-
muMetwitokcupana (0,231 mir) n kap6onara xamust (415 mr) B DMF (3 mur) nepememmBanu npu 160°C nox neid-
CTBHEM MHKPOBOJHOBOTO M3TTy4ueHHs B TeueHHe 30 MuH. PeakinoHHYI0 CMeCh BEUIMBAIH B BOLY M CMECH IKCT-
parupoBaim 3tunaneraroM. OpraHn4eckuii cIoi MPOMBIBAIN BOJOH M COJIEBBIM PAaCTBOPOM, BBICYIIMBAIH HaJ
0e3BOIHBIM CYIb()ATOM HATPHS, (GUIBTPOBATH M PACTBOPUTEINH YAASUTH. [loydeHHBIH HEOUHIIIEHHBIH TPOIYKT
OYHIIANIA C TTOMOIIBI0 KOJIOHOYHOH Xpomartorpadun Ha cuimkaresne (rentan:dtunanetar=60:40-33:67). Tlomy-
YEHHOE TBEPJOC BEIIECTBO MPOMBIBANIN ITyTEM PACTHPAHUS C TUM3O0MPONIUIOBEIM 3PHPOM, a 3aTeM COOHMpali Ha
(buIbTpe ¢ MoTyYeHUEM YKa3aHHOTO B 3ar0JIOBKE COCMHEHUS B BHJE OCIIOro TBEpIOT0 BemiecTra (326 Mmr).

'H-SIMP (DMSO-dg) &: 1,05 (3H, d, J=7,3 T), 1,21 (6H, s), 2,25 (1H, dd, J=16,9, 3,4 T'm), 2,70 (1H, dd,
J=16,9, 6,7 T'm), 3,11-3,21 (1H, m), 3,87 (2H, s), 4,71 (1H, s), 7,06-7,13 (1H, m), 7,34-7,41 (1H, m), 11,02 (1H, s).

Crnenyromue COCTUHECHUS MOTyJald U3 KaXKIOTO COOTBETCTBYIOIIETO HMCXOJHOTO BEIISCTBA aHAIOTUYHO
npumepy 27.

ITpumep 28.

6-[2-T'unpokcu-4-(2-ruipoKCH-2 -METHIIPOIIOKCH)-3-Me T eHm | -5-Me -4, S-muruapo-2 H-nupunaszus-
3-0H.

[Xum. 283]
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'H-SIMP (DMSO-dy) 8: 1,10 (3H, d, 1=7,3 Tw), 1,23 (6H, s), 2,05 3H, s), 2,23-2,31 (1H, m), 2,76 (1H, dd,

-87 -



036423

J=16,7, 6,7 Tw), 3,47-3,57 (1H, m), 3,74 (2H, s), 4,65 (1H, s), 6,55 (1H, d, J=9,0 T'u), 7,42 (1H, d, J=9,0 T'w),
11,03 (1H, s), 12,46 (1H, s).

IIpumep 29.
6-[3-X70p-2-pTop-4-(2-THaAPOKCH-2-MEeTUATIPOTIOKCH ) peHuN |-5-MeTnin-4,5-aguruapo-2H-nmupruna3zui-3-oH.
[Xum. 284]
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'H-SIMP (DMSO-dg) &: 1,04 (3H, d, =73 T'), 1,24 (6H, 5), 2,25 (1H, dd, =169, 3,7 Ty), 2,70 (1H, dd,

1-16,9, 6,7 Tn), 3,09-3,20 (1H, m), 3,87 (2H, 5), 471 (1H, 5), 7.06-7,11 (1H, m), 7.53 (1H, t, I-8,8 'n), 11,02

(1H, s).
ITpumep 30.
6-[3,5-Indrop-4-(2-ruApoKCH-2-METHITIPOTIOKCH ) peHMI |-5-MeTrin-4, 5-murunpo-2 H-nmupunasun-3-oH.
[Xwm. 285]
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'H-SIMP (DMSO-dg) 8: 1,05 (3H, d, J=7,3 Tm), 1,20 (6H, s), 2,20-2,27 (1H, m), 2,68 (1H, dd, J=16,7,
7,0 Tw), 3,33-3,43 (1H, m), 3,89 (2H, s), 4,61 (1H, s), 7,46-7,55 (2H, m), 11,05 (1H, s).

ITpumep 31.
6-[3-Xn0p-4-(2-rupoKcu-2-MeTHIIIPOTIOKCH ) -5-Me T eHu | -5-MeTii-4,5 - muruapo-2H-nupuna3us-3-oH.
[Xum. 286]
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'H-sIMP (DMSO-de) 8: 1,05 (3H, d, J=7,3 T'm), 1,28 (6H, s), 2,19-2,26 (1H, m), 2,33 (3H, s), 2,67 (1H, dd,
J=16.9, 6,8 T'm), 3,33-3,43 (1H, m), 3,64 (2H, s), 4,64 (1H, s), 7,58-7,67 (2H, m), 10,98 (1H, s).
ITpumep 32.
6-[4-(2-T'umpoKcH-2-MEeTUIATPOTIOKCH ) -3, 5-nuMeTundern |-5-metrn-4, 5-murunpo-2 H-nupunasun-3-oH.
[Xwm. 287]

'H-IMP (DMSO-de) 8: 1,05 (3H, d, J=7,4 T), 1,27 (6H, s), 2,21 (1H, d, J=16,7 I'n)), 2,26 (6H, s), 2,64
(1H, dd, J=16,7, 6,8 I'y), 3,32-3,40 (1H, m), 3,46-3,52 (2H, m), 4,60 (1H, s), 7,45 (2H, s), 10,87 (1H, s).

ITpumep 33.

6-[3-DTop-4-(2-THIPOKCH-2-METHIIIIPONIOKCH )-S-Me T eHm |-5-MeTii-4,5 - qurunpo-2H-mpuazui-3-0H.
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[Xum. 288]
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'H-SIMP (DMSO-dy) &: 1,05 (3H, d, J=7,2 T), 1,23 (6H, s), 2,22 (1H, d, J=16,7 T'm), 2,30 (3H, s), 2,66 (1H,
dd, J=16,7, 6,8 T'm), 3,31-3,42 (1H, m), 3,77 (2H, d, J=1,5 '), 4,61 (1H, s), 7,41-7,49 (2H, m), 10,95 (1H, s).
ITpumep 34.
6-[2-DT0p-4-(2-rUAPOKCH-2-METHIITIPOIIOKCH ) - 3-MeTrIIh e HIIT |- 5-MeTri-4, 5 - muruapo-2 H-rmpunasun-3-oH.
[Xum. 289]
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'H-sIMP (DMSO-de) &: 1,03 (3H, d, J=7,2 T'n), 1,23 (6H, s), 2,13 (3H, d, J=2,2 T'w), 2,23 (1H, dd, J=16,7,
3,7T'm), 2,66 (1H, dd, J=16,7, 6,7 T'm), 3,06-3,18 (1H, m), 3,76 (2H, s), 4,68 (1H, s), 6,84 (1H, d, J=8,7 I'n), 7,37
(1H, t, J=8,7 I'm), 10,92 (1H, s).

ITpumep 35.

6-[5-Xuop-2-pTop-4-(2-TUAPOKCH-2-METHITIPOTIOKCH )-3-Me TUIH eHIIT |-5-MeTrI-4, 5 - auruapo-2H-
MAPUIa3uH-3-0H.

[Xum. 290]
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'H-SIMP (DMSO-dg) 8: 1,04 (3H, d, J=7,1 T'm), 1,28 (6H, s), 2,21-2,29 (1H, m), 2,24 (3H, d, J=2,4 '), 2,68
(1H, dd, J=16,8, 6,8 '), 3,08-3,19 (1H, m), 3,67 (2H, s), 4,69 (1H, s), 7,52 (1H, d, J=7,9 T'm), 11,06 (1H, s).

ITpumep 36.

6-[3-Xnop-2-pTop-4-(2-ruapoKcH-2-METUINPOIIOKCH)-5 -MeTripeHm |-S-Metun-4,5-nguruapo-2H-
NUPHUAA3UH-3-0H.

[Xum. 291]
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'H-sIMP (DMSO-de) &: 1,05 (3H, d, J=7,2 T'w), 1,28 (6H, s), 2,25 (1H, dd, J=16,9, 3,8 T'), 2,29 (3H, s), 2,69
(1H, dd, J=16,8, 6,8 I'mm), 3,09-3,20 (1H, m), 3,68 (2H, s), 4,67 (1H, s), 7,43 (1H, d, J=8,4 T'm), 11,07 (1H, s).
ITpumep 37.
6-{3-Xnop-5-¢pTop-4-[3,3,3-Tpudrop-2-ruapokcu-2-(TpUPTOPMETHI ) IPOTIOKCH |heHMU | -5-MeTHA-4,5-
nuruapo-2H-nupunazun-3-oH.
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[Xum. 292]

'H-AMP (DMSO-ds) &: 1,04 (3H, d, J=7,3 I'm), 2,24 (1H, d, J=16,7 T'n), 2,70 (1H, dd, J=16,7, 7,0 T'm)
3,36-3,47 (1H, m), 4,48 (2H, s), 7,66-7,74 (2H, m), 8,46 (1H, brs), 11,11 (1H, s)
ITpumep 38.

6-{3-bpom-5-prop-4-[3,3,3-TpudTop-2-ruapoKrcu-2-(TpUPTOPMETHII ) TPOTTOKCH |peHMIT } -5-MeTHI-4,5-
quruapo-2H-nupunazus-3-oH.
[Xum. 293]
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'H-sIMP (DMSO-dg) 8: 1,04 (3H, d, J=7,3 T'm), 2,19-2,30 (1H, m), 2,70 (1H, dd, J=16,7, 7,0 ['n), 3,35-3,48
(1H, m), 4,47 (2H, s), 7,72 (1H, dd, J=12,7, 2,2 T'n), 7,82-7,86 (1H, m), 8,44 (1H, s), 11,10 (1H, s)
ITpumep 39.

6-{3-Xmop-4-[(2S)-2-ruApOKCUTIPOTIOKCH | -5S-MeTHIPeHIIT } -5-MeTHI-4,5-muruapo-2H-nmupugazua-3-oH
[Xum. 294]
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'H-IMP (CDCl;) &: 1,24 (3H, d, J=7,3 Tu), 1,28 (3H, d, J=6, 6 Tu), 2,36 (3H, s), 2,47 (1H, dd,
J=16,9, 1,2 Tu), 2,61 (1H, d, J=3,4 '), 2,69 (1H, dd, J=16,9, 6,8 I'n), 3,23-3,34 (1H, m), 3,77-3,83 (1H, m)
3,91-3,96 (1H, m), 4,20-4,31 (1H, m), 7,49 (1H, d, J=2,2 T'n), 7,61 (1H, d, J=2,2 T'n), 8,62 (1H, s)
ITpumep 40.

6-{3-Xnop-4-[(2R)-2-rugpokcunpormnokcu]-5-metuindpennn | -5-metui-4,5-murunpo-2H-nuprazus-3-on
[Xum. 295]
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'H-SIMP (DMSO-dy) 8: 1,05 (3H, d, J=7,1 Tu), 1,19 (3H, d, J=6,4 Tm), 2,20-2,26 (1H, m), 2,33 (3H, s),
2,66 (1H, dd, J=16.9, 6,8 I'y), 3,32-3,42 (1H, m), 3,67-3,83 (2H, m), 3,92-4,03 (1H, m), 4,86 (1H, brs), 7,60
(1H, d, J=2,0 I'), 7,65 (1H, d, J=2,0 'n), 10,98 (1H, s)

ITpumep 41.

[Monyuenne 6-{3-xm0p-5-hrop-4-[(1-ruAPOKCUINKIONPOIIIT)METOKCH | (peHIIT | -5-MeTHI-4,5-muruapo-2H-
MUPHIa3UH-3-0Ha.
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[Xum. 296]
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K cMmecH meTni-4- {3-xnop-5-¢prop-4-[ (1 -TuApOKCHUINKIONPOIHI)METOKCH | (peHII | -3 -MeTHI-4-
okcoOyTraHoara (3TaqoHHBIH npuMep 55, 352 mr) B atanose (10 mur) moGasnsutn MoHorHApat ruapasuHa (0,149
MJT) ¥ yKCycHyto kucaoty (0,175 mi), a 3aTeM cMech HarpeBaiy ¢ 0OpaTHBIM XOJOJUIBHUKOM B TeueHne 8 4. K
peaKkuMoHHOM cMecH 100aBIsUIN BOLY M CMECh 3KCTPAarupoBajH dTHiIaneTaroM. OpraHudecKuid CII0H MpoMbIBa-
JIM COJIEBBIM PacTBOPOM, BBICYIIMBAIH HaJ OE3BOAHBIM Cyb()aTOM HATpus, GUIBTPOBAIHM U PACTBOPUTEND YAa-
sty [loydeHHbIH HeOYHIIEHHBIH IPOAYKT OYHIAIN C TOMOIIBIO KOJIOHOYHOI XpoMaTorpaduu Ha cuiMKare-
ne (renran:dTHNANETaT=25:75-0:100) 1 HeoOXoaMMBIE Ppakimu KOHIEHTpUpoBaidu. OCTaTOK MepEeKPUCTAIIH-
30BBIBAIN M3 2-TIPOTIAHOJA C MOIyYCHHEM YKa3aHHOTO B 3ar0JIOBKE COCAMHEHUS B BUJIE O€JIOr0 TBEPAOTO Bellle-
ctBa (91 mr).

'H-sIMP (DMSO-dg) &: 0,61-0,73 (4H, m), 1,04 (3H, d, J=7,3 I'm), 2,23 (1H, d, J=16,7 T'w), 2,69 (1H, dd,
J=16,7, 7,0 I'm), 3,35-3,46 (1H, m), 4,10 (2H, s), 5,54 (1H, s), 7,63 (1H, dd, J=12,5, 2,2 T'n), 7,66-7,69 (1H, m),
11,06 (1H, s).

Crenyromue COeAMHEHUs MOMydJalld U3 KaXIOT0 COOTBETCTBYIOLIETO MCXOJHOTO BEIECTBA aHAJIOIMYHO
npumepy 41.

ITpumep 42.

6-{2,3-Iudrop-4-[(1-ruapoKCUIIMKIONPONI)METOKCH |peHnn } -S-MeTnin-4,5-nuruapo-2H-
NUPHUAA3UH-3-0H.

[Xum. 297]
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'H-SIMP (DMSO-dy) &: 0,61-0,75 (4H, m), 1,05 (3H, d, J=7,2 I'n), 2,25 (1H, dd, J=16,8, 3,4 T'), 2,70
(1H, dd, J=16,8, 6,8 I'n), 3,12-3,22 (1H, m), 4,12 (2H, s), 5,65 (1H, s), 7,05-7,13 (1H, m), 7,33-7,41 (1H,
m), 11,02 (1H, s).

ITpumep 43.

6-{4-[(1-T uapOKCHITUKIONIPOIUI)METOKCH |-3,5-nuMeTundeHun | -5-metmi-4,5-quruapo-2H-

MAPUIa3UH-3-0H.
[Xum. 298]
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'H-SIMP (DMSO-d,) &: 0,58-0,72 (4H, m), 1,05 (3H, d, J=7,3 T'm), 2,21 (1H, d, J=16,8 T'm), 2,27 (6H, s),
2,64 (1H, dd, J=16,8, 6,9 T'm), 3,30-3,39 (1H, m), 3,74 (2H, s), 5,62 (1H, s), 7,44 (2H, s), 10,86 (1H, s).
ITpumep 44.
6-{3-Xumop-4-[(1-rupoKCUIHKIONPOIHI)METOKCH |-5-MeTHIIheHn | -5-MeTrn-4,5-nurunpo-2H-
MAPUIa3uH-3-0H.

[Xum. 299]
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'H-sIMP (DMSO-dy) 8: 0,60-0,74 (4H, m), 1,05 (3H, d, J=7,3 I'), 2,23 (1H, d, J=16,7 T'w), 2,36 (3H, s),
2,67 (1H, dd, J=16,7, 7,0 'm), 3,32-3,43 (1H, m), 3,90 (2H, s), 5,62 (1H, s), 7,59 (1H, d, J=2,1 I'm), 7,65 (1H, d,
J=2,1Tmu), 10,97 (1H, s).

ITpumep 45.

6-{3-®OT1op-4-[(1-TUAPOKCUIIUKIOTIPOIIII)METOKCH | -5 -MeTriIpennn } -5-MmeTun-4,5-quruapo-2H-
MAPUIa3uH-3-0H.

[Xmm. 300]

'H-sIMP (DMSO-dy) 8: 0,55-0,70 (4H, m), 1,05 (3H, d, J=7,2 T'n), 2,22 (1H, d, J=16,8 T'u), 2,33 (3H, s),
2,66 (1H, dd, J=16,8, 6,8 I'n), 3,32-3,42 (1H, m), 4,00 (2H, s), 5,53 (1H, s), 7,40-7,48 (2H, m), 10,95 (1H, s).

[Ipumep 46.

6-{2-®OT1op-4-[(1-TUAPOKCUIIUKIOTIPOIIFII)METOKCH | -3 -MeTrIIPeHnT } -5-MeTuin-4,5-nuruapo-2H-
NUPHUAA3UH-3-0H.

[Xum. 301]

7777777

'H-IMP (DMSO-dy) 8: 0,60-0,75 (4H, m), 1,03 (3H, d, J=7.2 Tu), 2,13 (3H, d, J=2,2 T'm), 2,22 (1H, dd,
J=16.8, 3,7 I'y), 2,66 (1H, dd, J=16,8, 6,7 I'n), 3,07-3,18 (1H, m), 4,03 (2H, s), 5,60 (1H, s), 6,86 (1H, d, J=8,7 I'm),
7,35 (1H, t, J=8,7 I'y), 10,92 (1H, s).

IIpumep 47.

6-{3-Xnop-2-dprop-4-[(1-ruApOKCUIMKIONPONIII)METOKCH |heHn |} -5-MeTun-4,5-nurunpo-2H-
NUPHUAA3UH-3-0H.

[Xum. 302]

'"H-SIMP (DMSO-dg) 8: 0,61-0,76 (4H, m), 1,04 (3H, d, ]=7,2 T'n), 2,25 (1H, dd, J=16,7, 3,7 T'w), 2,70
(1H, dd, J=16,7, 6,8 Tw), 3,10-3,19 (1H, m), 4,15 (2H, s), 5,61 (1H, s), 7,10 (1H, dd, J=9,0, 1,3 I'm), 7,52 (1H,
t, J=9,0 I'm), 11,03 (1H, s).

[Tpumep 48.
[Monmydenue 6-[3-6pom-2-pTop-4-(2-ruapoKCHITPOTIOKCH ) heHIIT |-5-MeTHI-4,5 - quruapo-2H-
MApUIa3uH-3-0Ha.
[Xum. 303]
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K cmecu  6-[3-Opom-2-dpTop-4-(2-okconpomnokcu)henmn]-5-metmn-4,5-aurunpo-2H-nupuna3zun-3-ona
(aTanmonnsrit mpumep 114, 321 mr) B meta”ode (4,5 mn) mobasnsum 6oprunpua Hatpus (68 mr) ipu 0°C, a 3atem
CMeCh MepEeMEIINBANH MIPU TOU ke Temreparype B TeucHue 1 4. K peakimoHHo# cMecu T00aBIsLTH BOAY U COJIe-
BOM pacTBOp, a 3aTeM CMECh IKCTPArupOBaIU 3TWIANeTaToM. OpraHHMYeCKUiA CII0H BBICYIIMBATIH HaJ OC3BOTHBIM
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Ccynb(aToM HaTpus, GUIBTPOBAIN M PACTBOPUTENH ynasuid. [1ody4eHHOE TBEpOe BEIIECTBO MPOMBIBAIH ITy-
TEM PaCcTUPAHUs C JUH3OMPONHIOBEIM 3(PHPOM, a 3aTeM coOupanu Ha QHUIBTPE ¢ MOIYYCHHUEM YKA3aHHOTO B
3aroJIOBKE COSIMHEHUS B BUe Oeoro TBepaoro Bemectsa (270 mr).

'H-sIMP (DMSO-d¢) 8: 1,04 (3H, d, J=7,2 Tm), 1,20 (3H, d, J=6,0 T'u), 2,24 (1H, dd, J=16,8, 3,7 '),
2,69 (1H, dd, J=16,8, 6,8 I'm), 3,09-3,19 (1H, m), 3,88-4,08 (3H, m), 4,92 (1H, d, J=4,6 I'm), 7,04 (1H, dd,
J=8,9, 1,1 T'm), 7,57 (1H, t, J=8,9 '), 11, 01 (1H, s).

Crnenyromuue COeIUHEHHS TOJIyYaln U3 KaKI0r0 COOTBETCTBYIOIIEr0 HCXOAHOTO BElIeCTBAa aHAIOTHY-
HO TIpuMepy 48.

ITpumep 49.
6-[2,3-JIndrop-4-(2-ruapoxcunponokcu)perun]-5-metun-4,5-quruapo-2H-nmupunaznn-3-oH.
[Xum. 304]
OH
|
)‘//‘\\\:ﬂ‘/ o 0 \//l\\.
1 i
No A
NS
! H
i
G{ﬁ\\/\ F

'"H-SIMP (DMSO-d¢) &: 1,05 (3H, d, J=7,1 T'm), 1,16 (3H, d, J=6,1 '), 2,25 (1H, dd, J=16,9, 3,2 T'w), 2,70
(1H, dd, J=16.9, 6,8 T'm), 3,10-3,22 (1H, m), 3,91-4,05 (3H, m), 4,96 (1H, d, J=4,6 T'w), 7,05-7,14 (1H, m), 7,33-
7,42 (1H, m), 11,03 (1H, s).

ITpumep 50.
6-[3-bpom-5-¢Top-4-(2-ruapokcunponokcu)pennn]-5-metun-4,5-auruapo-2H-nmupunazns-3-oH.
[Xum. 305]
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'H-SIMP (DMSO-d) 8: 1,04 (3H, d, J=7.2 Tu), 1,20 (3H, d, J=6,1 T'w), 2,23 (1H, d, J=16.8 Twx), 2,69 (1H,
dd, J=16,8, 6,9 I'nm), 3,35-3,45 (1H, m), 3,83-4,07 (3H, m), 4,86 (1H, d, J=4,8 I'n), 7,67 (1H, dd, J=12,7, 2,1 T'm),
7,81 (1H, t, J=2,1 T'), 11, 06 (1H, s).

ITpumep 51.
6-[4-(2-T'unpoxcunponokcn)-3,5-mumeTmndennn |-5-metun-4,5-quruapo-2H-nmupunazna-3-oH.
[Xum. 306]
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'"H-IMP (DMSO-d¢) &: 1,05 (3H, d, J=7,4 T'm), 1,19 (3H, d, J=6,3 T'm), 2,21 (1H, d, J=16,7 '), 2,26 (6H, s),
2,64 (1H, dd, J=16,7, 6,8 Tm), 3,29-3,40 (1H, m), 3,54-3,66 (2H, m), 3,91-4,01 (1H, m), 4,85 (1H, d, J=4,9 '),
7,44 (2H, ), 10,86 (1H, s).

ITpumep 52.
6-[3-Xiop-5-¢Top-4-(2-runpoxcunpornokcu)hennn]-5-merun-4,5-muruapo-2H-nmupunazns-3-oH.
[Xum. 307]

QH

A

F
/Q\To\v
HN“”\\/\?’ Nl

Qi’”';L T J\».
'H-SIMP (DMSO-dq) 8: 1,04 (3H, d, J=7,3 Tw), 1,18 (3H, d, =5, '), 2,24 (1H, d, J=16,9 Tw), 2,69 (1H, dd,
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J=16.9, 6,8 I'y), 3,35-3,46 (1H, m), 3,81-4,06 (3H, m), 4,86 (1H, d, J=4,6 '), 7,58-7,72 (2H, m), 11,06 (1H, s).

ITpumep 53.
6-[3,5-Iuxmop-4-(2-runpokcunponokcu)hennn]-5-metni-4,5 -quruapo-2H-nmuprgazua-3-oH.
[Xum. 308]
Gi OH
i
/K\\\QV/O\)\

N
HN S N ¢l

04‘\ )\

'"H-SIMP (DMSO-d) &: 1,04 (3H, d, J=7,3 T), 1,21 (3H, d, J=6,1 Tw), 2,24 (1H, d, J=16,7 Tw), 2,69 (1H,
dd, J=16,7, 7,0 T), 3,37-3,47 (1H, m), 3,74-3,81 (1H, m), 3,89-3,96 (1H, m), 3,97-4,07 (1H, m), 4,89 (1H, d,
J=4,9 T), 7,82 (2H, s), 11,09 (1H, s).

ITpumep 54.
6-[3-Xn0op-2-dTop-4-(2-ruapokcunponokcu)henni]-S-mMetni-4,5-quruapo-2H-nmuprunazua-3-oH.
[Xmm. 309]
OH
/\“/O\‘v /\\
- /\ F

0~
'H-IMP (DMSO-dg) &: 1,04 (3H, d, J=7,3 I'n), 1,18 (3H, d, J=6,1 I'm), 2,25 (1H, dd, J=16,9, 3,7 '),
2,70 (1H, dd, J=16,9, 6,8 I'nm), 3,10-3,19 (1H, m), 3,91-4,05 (3H, m), 4,93 (1H, d, J=4,6 '), 7,09 (1H, dd,
J=8,8, 1,2 I'm), 7,53 (1H, t, J=8,8 '), 11, 02 (1H, s).
ITpumep 55.
6-[3-Xop-4-(2-TUIpOKCHUITPOTIOKCH)-5-MeTmind e | -5-MeTin-4,5-auruapo-2H-nmupunaznn-3-oH.
[Xum. 310]
¢ |
r‘flﬁ//ﬂ\\_’,/l\

i
s N
i
D{”ﬁ\/\‘\
'H-SIMP (CDCly) &: 1,24 (3H, d, J=7,3 T'm), 1,28 (3H, d, J=6,4 T'm), 2,36 (3H, s), 2,47 (1H, dd, J=16.8,

1,0 T), 2,61 (1H, d, J=3,7 T), 2,69 (1H, dd, J=16.8, 6,8 T'w), 3,23-3,33 (1H, m), 3,77-3,83 (1H, m), 3,92-3,96
(1H, m), 4,19-4,31 (1H, m), 7,49 (1H, dd, J=2,2, 0,5 T'w), 7,61 (1H, d, J=2,2 T'w), 8,67 (1H, brs).

OH

ITpumep 56.
6-[3-DTOop-4-(2-TUAPOKCHUTIPOTIOKCH )-5-MeTrIIheHn | -5-MeTrin-4,5 -nuruapo-2H-uprunazux-3-oH.
[Xum. 311]
L
(’ /’::: /
Fr
HN /\ \fy\

O/”\./”\
'H-IMP (DMSO-dy) 8: 1,05 (3H, d, J=7,3 T'm), 1,16 (3H, d, J=6,1 T'm), 2,22 (1H, d, J=16,7 T'm), 2,29 (3H,
s), 2,66 (1H, dd, J=16,7, 6,8 I'm), 3,30-3,42 (1H, m), 3,80-3,97 (3H, m), 4,83 (1H, d, J=4,6 I'ry), 7,40-7,50 (2H,
m), 10,95 (1H, s).
ITpumep 57.
6-[3-bpom-5-x10p-4-(2-TUaApOKCHTIPOTIOKCH ) heHMI |-5-MeTrn-4,5 - nuruapo-2H-upuaa3znH-3-0H.
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[Xum. 312]

¢l

L

[7 >~ 0H
HN/N:;:: o ‘\;;ﬁg .

Br
T
'H-sIMP (CDCl5) 8: 1,24 (3H, d, J=7,3 Tw), 1,28 (3H, d, J=6,4 I'n)), 2,49 (1H, dd, J=17,1, 1,0 T), 2,66-2,75
(2H, m), 3,20-3,31 (1H, m), 3,88-3,94 (1H, m), 4,10-4,14 (1H, m), 4,21-4,34 (1H, m), 7,74 (1H, d, J=2,2 T'n), 7,87
(1H, d, J=2,2 Tw), 8,72 (1H, brs).
ITpumep 58.

6-[2-DTOp-4-(2-THAPOKCHUTIPOTIOKCH )-3-MeTHIIDeHM | -5-MeTriI-4, 5 -nuruapo-2H-nmuprugazua-3-oH
[Xum. 313]

oH
wox)\
i
P T

'H-SIMP (DMSO-dg) &: 1,03 (3H, d, J=7,2 T'w), 1,18 (3H, d, J=6,2 T'w), 2,11 3H, d, J=2,2 T'm), 2,22 (1H

dd, J=16,8, 3,7 '), 2,66 (1H, dd, J=16,8, 6,7 T'n), 3,06-3,18 (1H, m), 3,80-4,03 (3H, m), 4,89 (1H, d, J=4,8 T'u)
6,86 (1H, d, J=8,7 I'm), 7,36 (1H, t, J=8,7 I'n), 10,92 (1H, s)
ITpumep 59.

6-[2-DTOp-4-(2-TUAPOKCHUTIPOTIOKCH )-3-BUHWIDeHM |-5-MeTrn-4,5-muruapo-2 H-nmupunasuna-3-ox
[Xum. 314]

Ry \/’A\{}H
N,/ \J Y/k{/:’
G/ \/\\

'"H-sIMP (DMSO-de) &: 1,04 (3H, d, J=7,3 T'), 1,1.8 (3H, d, J=6,1 '), 2,23 (1H, dd, J=16,9, 3,9 I'n), 2,66
(1H, dd, J=16,9, 6,8 I'y), 3,06-3,18 (1H, m), 3,86-4,06 (3H, m), 4,93 (1H, d, J=4,6 T'n), 5,51-5,59 (1H, m), 6,02-
6,10 (1H, m), 6,81 (1H, dd, J=18,1, 12,0 I'y), 6,94 (1H, d, J=8,8 '), 7,43 (1H, t, J=8,8 I'r), 10,96 (1H, brs)

ITpumep 60.

6-[3-Otun-2-prop-4-(2-ruapokcumnponokcu ) pennn|-5-metui-4,5-muruapo-2H-nupunasun-3-on

[Xum. 315]

i

7Y Dy

AT
AL R

'"H-sIMP (CDCly) &: 1,16 (3H, t, J=7,6 ), 1,20 (3H, d, J=7,3 I'm), 1,32 (3H, d, J=6,4 I'm), 2,13-2,18 (1H,
m), 2,42 (1H, dd, J=16,9, 3,4 '), 2,66-2,78 (3H, m), 3,21-3,33 (1H, m), 3,84-3,91 (1H, m), 3,98 (1H, dd, J=9,0

3,4Tu), 4,18-4,30 (1H, m), 6,68 (1H, d, J=8,5 I'n), 7,36 (1H, t, J=8,5 T'u), 8,49 (1H, brs)
ITpumep 61.

[2,3-Mudrop-4-(2-ruapokcnbyTokch ) deHmn|-5-meTmi-4,5-nuruapo-2H-nmupuna3ud-3-oH
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[Xum. 316]

{‘)H

e \/U\../i\\. s
| i

-,

HN’N\I"\{; ~E
O’,//l' J\\,f " F‘:

'H-sIMP (DMSO-dg) 8: 0,93 (3H, t, J=7,4 T'm), 1,05 (3H, d, J=7,1 T'), 1,34-1,48 (1H, m), 1,50-1,63 (1H,
m), 2,25 (1H, dd, J=16,9, 3,3 T'm), 2,70 (1H, dd, J=16,9, 6,8 I'n), 3,09-3,23 (1H, m), 3,67-3,78 (1H, m), 3,94-
4,07 (2H, m), 4,93 (1H, d, J=5,4 '), 7,06-7,14 (1H, m), 7,31-7,43 (1H, m), 11,02 (1H, s).

ITpumep 62.

6-[3-X70p-5-dTop-4-(2-ruapoxcudyrokcn)henni]-S-mMetnin-4,5-auruapo-2H-nmuprunazuH-3-0H.

[Xum. 317]

F OH

[/’\J-\jj-g\\)\/
s g

PPN
0/

'H-SIMP (DMSO-de) &: 0,92 (3H, t, J=7,4 T'm), 1,04 (3H, d, J=7,3 I'n), 1,34-1,50 (1H, m), 1,56-1,71 (1H,
m), 2,24 (1H, d, J=17,0 I'y), 2,69 (1H, dd, J=17,0, 7,0 '), 3,35-3,46 (1H, m), 3,63-3,75 (1H, m), 3,92-4,09 (2H,
m), 4,82 (1H, d, J=5,4 Tw), 7,57-7,72 (2H, m), 11,06 (1H, s).

ITpumep 63.

6-[3,5-Anxnop-4-(2-ruapoxcudyroxcn)penun]-5-metmin-4,5-murunpo-2H-nupraasun-3-oH.

[Xum. 318]

Gl H

I .
HN \“/ N
0’,}‘\//\\
'H-sIMP (DMSO-dg) 8: 0,95 (3H, t, J=7,4 T'm), 1,04 (3H, d, J=7,3 T'w), 1,35-1,52 (1H, m), 1,60-1,76 (1H,
m), 2,24 (1H, d, J=16,9 I'n), 2,69 (1H, dd, J=16,9, 6,8 I'ny), 3,37-3,47 (1H, m), 3,71-3,81 (1H, m), 3,82-3,88 (1H,
m), 3,89-3,96 (1H, m), 4,85 (1H, d, J=5,4 I'y), 7,82 (2H, s), 11,08 (1H, s).
ITpumep 64.
6-[3-Xn0p-2-pTop-4-(2-ruapoxcudyTokcn)heHni]-S-Metni-4,5-auruapo-2H-mupuaazuH-3-0H.
[Xum. 319]
Ot

PN O

N e
HN" ™ Gi
T

e ST F
'H-sIMP (DMSO-dg) 8: 0,93 (3H, t, J=7,4 T'm), 1,04 (3H, d, J=7,1 T'w), 1,39-1,50 (1H, m), 1,56-1,67 (1H,
m), 2,25 (1H, dd, J=16,7, 3,7 T'w), 2,69 (1H, dd, J=16,7, 6,7 I'n), 3,10-3,18 (1H, m), 3,71-3,78 (1H, m), 3,98-
4,06 (2H, m), 4,90 (1H, d, J=5,4 T'n), 7,10 (1H, dd, J=8,9, 1,5 '), 7,53 (1H, t, J=8,9 'm), 11,02 (1H, s).
ITpumep 65.
6-[3-X70p-4-(2-TuapokcudOyToKCH )-5-MeTrindeHnn | -5-metnin-4,5 - nuruapo-2H-nupuaazuH-3-oH.
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[Xum. 320]
Ci OH
»"jb\_a\ ,G\V/l\‘ e

oY

il
|

o s I/-*-\:f/"' “
0-,4&/’\.

'H-SIMP (CDCl3) 8: 1,04 (3H, t, J=7,6 Tu), 1,24 (3H, d, J=7.3 T'n), 1,61 (2H, xsuutert, =76 I'm), 2,36
(3H, s), 2,47 (1H, dd, J=16,8, 1,0 I'm), 2,56 (1H, d, J=3,9 '), 2,69 (1H, dd, J=16,8, 6,8 I'y), 3,23-3,34 (1H, m),
3,83-3,88 (1H, m), 3,93-4,04 (2H, m), 7,47-7,51 (1H, m), 7,61 (1H, d, J=2,2 T'n), 8,65 (1H, brs).

ITpumep 66.

6-[3-bpom-5-x110p-4-(2-ruapokcudyroken)penu]-5-metun-4,5-murunpo-2H-nnprnaazns-3-oH.

[Xum. 321]
J/\ \/(\\/
HY ’N&\/L
/\‘\,//\‘\

'"H-SIMP (CDCly) &: 1,05 (3H, t, J=7,3 ), 1,24 (3H, d, J=7,3 Tm), 1,62 (2H, keunter, J=6,8 I'm), 2,49
(1H, d, J=16,9 I'm), 2,63-2,75 (2H, m), 3,20-3,31 (1H, m), 3,93-4,06 (2H, m), 4,10-4,18 (1H, m), 7,74 (1H, d,
J=2,2Tu), 7,86 (1H, d, J=2,2 T'), 8, 66 (1H, brs).

IIpumep 67.
6-[2-Drop-4-(2-runpokcuOyTOKCH)-3-BUHMIBEHNT]-5-MeTrn-4, 5 - turuapo-2H-nupuga3us-3-oH.
[Xum. 322]

OH

'H-SIMP (CDCLy) 8: 1,05 (3H, t, J=7,3 T), 1,19 (3H, d, J=7,3 Tw), 1,59-1,70 (2H, m), 2,15 (1H, d, J=3,7 T'w),
2,42 (1H, dd, J=17,1, 3,7 T'm), 2,73 (1H, dd, J=17,1, 6,8 I'n), 3,21-3,33 (1H, m), 3,90-4,10 (3H, m), 5,53-5,61
(1H, m), 5,97-6,06 (1H, m), 6,69-6,75 (1H, m), 6,78 (1H, dd, J=18,1, 12,0 I'my), 7,40 (1H, t, J=8,8 '), 8,55 (1H,
brs).

ITpumep 68.

[Monydenne 6-[3-Opom-5-xmop-4-(3-rupokcu-2,2-TMMeTUIANPOnokcH )peHn | -5-metnn-4,5-quruapo-2H-
NUpUAA3HH-3-0Ha.

[Xum. 323]

Gl .

/
r/J\\,/ ’0\\/’¥\/ OH
I

A ole
HN \‘"’ o Br

/J‘f\

B armocdepe aprona k cMmecu MeTI/IH—3—[2-6p0M-6-XHOp-4—(4—MCTI/IH-6-OKCO-4,5-,Z[I/IFI/I,Z[pO-lH—HI/IpI/I,ZlaSI/IH-
3-un)peHokcn]-2,2-TMMeTIIIIIporTMoHaTa (3TaoHHbIH mpumep 129, 342 mr) B THF (10 M) MeanenHo mo6aBis-
m ruapun auusooyTunamoMuaus (1 M pactBop B H-rekcane, 3,17 mu) npu 0°C. CMmech nepemMenmuBaiyd Ipu
KOMHAaTHOH TeMIIepaType B TEUCHHE 2 4, K PEAKIMOHHOW CMECH NOOaBISUIM XJIOPUCTOBOJOPOAHYIO KHCIOTY H
CMECh 3KCTparupoBaiy sTunaneratoM. OpraHmdecKkuil cI0i MPOMBIBAIN BOJOW M COJIEBBIM PacTBOPOM, BBICY-
MIMBaIU HaJ OE3BOAHBIM CyNb(}aTOM HATpHs, GUIBTPOBAIN U PACTBOPUTEID yAAIIH. [lorydeHHbIH HEOUHIIICH-
HBIA MPOJYKT OYHIIATU C IIOMOIIBI0O KOJIOHOYHOH Xpomartorpaduu Ha cuinkarene (renraH:dTianetat=>50:50-
25:75). Ilomy4yeHHOe TBEp0€ BEUIECTBO MEPEKPUCTAIUIN30BEIBAIM U3 2-TIPONAHOJIA C TIOJIyYeHHEM YKa3aHHOTO B
3aroJIoBKe coeiMHEeHust B Bue Oenoro mopomika (111 mr).

Temmeparypa miasienust: 198,0-199,7°C.
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Crnenyromue COCTUHCHUS MOJTydald U3 KaXXJIOTO COOTBETCTBYIOIIETO HMCXOJHOTO BEIICCTBA aHAIOTUYHO
npumepy 68.

ITpumep 69.

6-[3-bpom-5-pTop-4-(3-Tuapokcu-2,2-TMMETIIIPOTIOKCH ) eI |-5-MeTrin-4, 5 - nuruapo-2H-nupuga3un-
3-0H.

[Xum. 324]

F "
PN

e

N 'i‘ /_;i
S gy
o’fl\w”‘\.‘

'H-SIMP (DMSO-dg) 8: 0,98 (6H, s), 1,04 (3H, d, J=7,3 T'm), 2,23 (1H, d, J=16,9 T'm), 2,69 (1H, dd,
J=16,9, 6,8 I'm), 3,30-3,34 (2H, m), 3,34-3,45 (1H, m), 3,92 (2H, d, J=1,8 I'n), 4,61 (1H, t, J=5,3 T'my), 7,66
(1H, dd, J=13,1, 2,2 T'w), 7,79-7,83 (1H, m), 11,05 (1H, s).

ITpumep 70.

6-[3-bpom-2-¢pTop-4-(3-ruapokcu-2,2-AUMEeTHIIIIPOTIOKCH ) peHm |-5S-MeTrit-4,5 - murunpo-2 H-nupunasun-
3-oH.

[Xum. 325]

N/
/%/ﬂ\/&/aﬁ

|
G’%\\/ h F
'H-SIMP (DMSO0-dg) o: 0,97 (6H, s), 1,04 (3H, d, J=7,2 T'm), 2,24 (1H, dd, J=16,8, 3,7 Tm), 2,69 (1H, dd,
J=16,8, 6,8 T'm), 3,09-3,19 (1H, m), 3,33 (2H, d, J=5,4 T'm), 3,85 (2H, s), 4,65 (1H, t, J=5,4 T'm), 7,01 (1H, dd,
J=8,9,1,2T'm), 7,57 (1H, t, J=8,9 T'y), 11,01 (1H, s).
ITpumep 71.
6-[4-(3-T'unpokcu-2,2-TUMETHIATIPONOKCH)-3,5-miMeTrdenun | -5-metun-4, 5-auruapo-2H-mupunasu-3-oH.

[Xum. 326]
J\ !,/,
\\ ‘ /O‘\"/ VOH

]
HN/'N‘W‘/L’/HK\\

Br

G‘f’/j “‘\/‘/5\\

'H-SIMP (DMSO-de) &: 0,99 (6H, s), 1,05 (3H, d, J=7,2 Tm), 2,21 (1H, d, J=16,8 T), 2,25 (6H, s), 2,64
(1H, dd, J=16,8, 6,8 I'r), 3,30-3,38 (3H, m), 3,47 (2H, s), 4,58 (1H, t, J=5,1 '), 7,44 (2H, s), 10,86 (1H, s).

ITpumep 72.

6-[3-Xnop-4-(3-rugpokcu-2,2-TMMEeTHIINIPOIIOKCH )-5-MeTHIdeHMI |-5-MeTri-4,5-nurunpo-2H-
MAPUIa3uH-3-0H.

[Xwm. 327]
0! v
ll/’\k‘(ﬂzexv)\\“/OH
iy N

; T

'"H-sIMP (CDCl3) &: 1,09 (6H, s), 1,24 (3H, d, J=7,6 I'n)), 2,14 (1H, t, J=6,4 T'm), 2,35 (3H, s), 2,47 (1H, dd,
J=16,8, 1,0 I'm), 2,69 (1H, dd, J=16,8, 6,8 I'n), 3,23-3,34 (1H, m), 3,65 (2H, d, J=6,4 I'n), 3,74 (2H, s), 7,48 (1H,
dd, J=2,2, 0,7 I'ny), 7,61 (1H, d, J=2,2 '), 8,63 (1H, brs).

IIpumep 73.

6-[3-DTop-4-(3-TUaPOKCH-2,2 - TUMETHIITIPOTIOKCH ) -5 -Me TG ern |-5-Metnn-4,5-quruapo-2H-nmupunazun-
3-0H.
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[Xum. 328]
/FL /
\\\\\ \«/
/' \':\,/L/

./\\,

"H-SIMP (DMSO-dg) &: 0,95 (6H, s), 1,05 (3H, d, J=7,2 T'm), 2,22 (1H, d, J=16,7 T'm), 2,28 (3H, s), 2,66 (1H,
dd, I=16,7, 7,0 Tw), 3,27-3,42 (3H, m), 3,79 (2H, d, J=1,7 I'n), 4,60 (1H, t, J=5,3 Tw), 7,39-7,48 (2H, m), 10,94

AOH

(1H, s).
IIpumep 74.
[Honyuenue 6-[2-ruapokcu-4-(2-ruApOKCUIIPOTIOKCH)-3 -Me T eHI |-5-Me -4, S-aurunpo-2H-
NUpUAA3HH-3-0Ha.
[Xum. 329]
OH
NN

HY N\/\”/
OM QH
K cmecu  6-[2-(MeTOKCHMETHIIOKCH)-3-MeTHII-4-(2-0Kkconponokcn ) pennn |-5-metun-4,5-muruapo-2H-
UpHIa3uH-3-0Ha (3Tanonnsiit mpumep 107, 120 mMr) B Metanoste (2 M) g00aBisuid Gopruapua Hatpus (27 mr)
npu 0°C u cMech NepeMeluBalIu IpY KOMHATHOW TeMnepaType B TeueHue | 4. PeakiuoHHYI0 cMech BBUTUBAIU
B BOJY ¥ CMECh 9KCTPAarupoBasy 3TunaneTaroM. OpraHu4ecKuil coi MpoMbIBaIN BOJOH M COJIEBBIM PACTBOPOM
Y BBICYIINBAJIU HaJ 0€3BOJHBIM CyJb(haToM HaTpHs. PacTBOpHUTEND yIalsuii, OCTATOK PACTBOPSIN B 3TaHOIE (2
MJI) M K cMecH 100aBIIsui X10poBoopo (2 M pacteop B atanoie, 0,359 mu). PeakumoHHyto cMech IepeMenin-
BaJI TIPY KOMHATHOM Temreparype B TedyeHue 2 nueil. Ocaaky coObupanu Ha GUIbTpe C MoJy4eHHEeM yKa3aHHO-
T'O B 3ar0JIOBKE COEANHEHUS B BUJIE OJICHO-KENITOTO TBEPAOTO BemecTsa (83 mr).
'H-SIMP (DMSO-de) &: 1,10 (3H, d, J=7,3 Tu), 1,18 (3H, d, J=6,1 Tm), 2,03 (3H, s), 2,27 (1H, d, J=16,9
I'm), 2,76 (1H, dd, J=16,9, 6,6 '), 3,47-3,57 (1H, m), 3,76-3,83 (1H, m), 3,86-3,92 (1H, m), 3,92-4,02 (1H, m),
4,86 (1H, brs), 6,57 (1H, d, J=9,0 I'n), 7,42 (1H, d, J=9,0 I'y), 11,03 (1H, s), 12,46 (1H, s).
Crnenyromiee coeJUHEHNE MOTyYald U3 COOTBETCTBYIOLIETO HCXOIHOTO BEIIECTBA aHAIOTUYHO NPUMeEpy 74.

ITpumep 75.
6-[3-X70p-2-ruapokcu-4-(2-ruipoKcUIponokcH ) perm |-5-metun-4,5-quruapo-2H-mupunasun-3-oH.
[Xum. 330]
OH
rlj\ d O\-/L .
N ‘ e
Hz;r’ S ot
0 J,-.,_\ _,/\\\ OH

'H-IMP (DMSO-dg) 8: 1,11 (3H, d, J=7,3 T'm), 1,19 (3H, d, J=5,9 'm), 2,26-2,34 (1H, m), 2,80 (1H, dd,
J=16,7, 6,7 I'n), 3,50-3,60 (1H, m), 3,83-3,93 (1H, m), 3,94-4,05 (2H, m), 4,87-4,94 (1H, m), 6,74 (1H, d,
J=9,0 I'n), 7,55 (1H, d, J=9,0 I'm), 11,13 (1H, s), 13, 01 (1H, s).

ITpumep 76.

IMomyuenue 6-{3-x10p-2-prop-4-[(Z)-4-runpokcu-2-0yTeHuIoKkcH | peHnn | -5-metun-4,5-murunpo-2H-
NUpUAA3HH-3-0Ha.

[Xum. 331]

//\-\/0\_,/ \-\\
; Et

HN”N‘-\\&-‘/\‘“@ ”L““m -

- o
0/)\/1\ F

K cmecu 6-{4-[(Z)-4-(TpeT-Oy THIANMETHIICHIINIIOKCH )-2 -0y TeHIITOKCH |-3-XJ10p-2 - TopdheHn } -5-MeTHI-
4,5-muruapo-2H-mupunasun-3-ona (3Tanonusiil npumep 144, 296 mr) B THF (5 M) moGasnsimu ¢ropun teTpa-
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oyrunammonust (1,0 M pacteop B THF, 0,805 min), a 3aTeM cMech IepeMEIIMBAIN MIPU KOMHATHOW TeMIIepaType
B T€UCHHE HOYM. PeaknMOHHYIO cMeCh KOHIIEHTPHPOBAIN M MOJYYEHHBIH HEOUNIIEHHBIH MPOIYKT OYMILAIN C
TTOMOIIBI0 KOJIOHOYHOW XpomaTorpadun Ha cumukarene (renran:aTuinanetatr=10:90-0:100). TTonyuennoe tBep-
JIO€ BEIIECTBO NMPOMBIBATIN ITyTEM PACTUPAHUS C AUHU3ONPONMIOBEIM 3(PHUPOM, a 3aTeM COOMpasid Ha (QIIBTPE C
MOJTyYeHHUEM YKa3aHHOTO B 3ar0JIOBKE COSTMHEHNs B BUE Oeoro TBepaoro Bemectsa (135 mr).

'H-SIMP (DMSO-de) 8: 1,04 (3H, d, J=7,1 T'm), 2,25 (1H, dd, J=16.9, 3,4 I'n), 2,69 (1H, dd, J]=16,9, 6,8 T'm),
3,09-3,21 (1H, m), 4,11 (2H, t, J=5,0 I'm), 4,78-4,89 (3H, m), 5,59-5,70 (1H, m), 5,73-5,83 (1H, m), 7,09 (1H,
dd, J=9,0, 1,2 T'm), 7,54 (1H, t, J=9,0 T'm), 11,03 (1H, s).

Crnenyromue COCTUHEHUS TOJTydalnd W3 KaKIOTO COOTBETCTBYIOIIETO HCXOJHOTO BEIIECTBA aHAJIIOTHIHO
npumepy 76.

Ipumep 77.

6-[3-Xop-2-runpokcu-4-(3-runpokcuriponokcu)penm|-5-metmi-4,5-murunpo-2 H-nnprunasun-3-oH.

[Xum. 332]

/4;\?/0-\//\,‘ -
HM"’N%K N
D/”J;;\\//L\'\ fI)H

Temneparypa miasienus: 225,0-225,3°C.

ITpumep 78.
6-[2-I'mapokcu-4-(3-ruIpOoKCHIIPOTIOKCH)-3-Me T eHn |-5-MeTuin-4,5-auruapo-2H-nupunaszun-3-oH.
[Xum. 333]
If '\ﬂ’/{)‘\/’”\/‘GH
l
HN/N““\“T” \\‘\1) ™~
- 1
g,,/,i\/_,.i\\ OH

Temneparypa mnasnenus: 199,1-200,1°C.

IIpumep 79.
6-[3-X70p-4-(4-ruapokcudOyToKcn )-5-meTrndennn|-5-metni-4,5-nuruapo-2H-nupuaaznH-3-oH.
[Xum. 334]

/L\\/ 0™ o

'H-IMP (CDCly) &: 1,24 (3H, d, J=7,6 '), 1,57 (1H, t, J=5.4 T'xy), 1,78-1,98 (4H, m), 2,34 (3H, s), 2,43-
2,51 (1H, m), 2,68 (1H, dd, J=16,9, 6,8 I'mm), 3,23-3,34 (1H, m), 3,76 (2H, q, J=6,1 I'm), 3,98 (2H, t, J=6,1 I'my),
7,47 (1H, dd, J=2,2, 0,7 T'w), 7,58-7, 62 (1H, m), 8, 63 (1H s).

ITpumep 80.

6-[3-bpom-5-pTop-4-(4-runpokcubyToKcH ) peHmI|-5-meTmi-4,5-nmuruapo-2H-nupuga3znH-3-oH.

[Xum. 335]

N\ e : 4-"(
GG
0

'H-SIMP (CDCl5) &: 1,24 (3H, d, J=7,3 T), 1,42 (1H, t, J=5,5 T'u), 1,77-1,87 (2H, m), 1,88-1,97 (2H, m),
2,48 (1H, dd, J=17,0, 0,9 T'n), 2,70 (1H, dd, J=17,0, 6,8 I'm), 3,19-3,32 (1H, m), 3,76 (2H, q, J=5,5 '), 4,21
(2H, td, J=6,1, 1,2 T'm), 7,48 (1H, dd, J=12,3, 2,1 I'n), 7,70 (1H, t, J=2,1 '), 8,53 (1H, brs).

ITpumep 81.

6-[3,5-Anxnop-4-(4-rugpoxcudyroxcn)penun]-5-metmin-4,5-qurunpo-2H-nupraasun-3-oH.
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[Xum. 336]
ol
5
H \/’“‘\f”’L“Gf
1
i
04’4\\,// s
'"H-IMP (CDCly) &: 1,25 (3H, d, J=7,3 ), 1,47 (1H, t, J=5,5 Tmr), 1,79-1,90 (2H, m), 1,92-2,02 (2H, m),
2,49 (1H, dd, J=17,1, 1,0 Tw), 2,70 (1H, dd, J=17,1, 6,8 Tw), 3,17-3,33 (1H, m), 3,77 (2H, q, J=5,5 '), 4,10
(2H, t, J=6,2 T'), 7,69 (2H, s), 8,58 (1H, brs)
ITpumep 82.

[2,3-Mudrop-4-(4-ruapokcnbyTokc)deHmn|-5-meTmi-4,5-nuruapo-2H-mupuna3ud-3-oH
[Xwm. 337]

i// Q“\_T.a G \\,u/ﬂ“\‘,-/\"'\ QH
M ’

S \’//J\‘F

/A\ S F

'"H-SIMP (CDCLy) &: 1,22 (3H, d, J=7,1 T'w), 1,44 (1H, t, J=5.4 T, 1,72-1,84 (2H, m), 1,90-2,00 (2H, m)

2,45 (1H, dd, J=17,0, 3,1 I'n), 2,74 (1H, dd, J=17,0, 6,7 I'y), 3,21-3,33 (1H, m), 3,75 (2H, q, J=5,4 I'n), 4,13
(2H, t, J=6,2 I'n), 6,74-6,84 (1H, m), 7,27-7,35 (1H, m), 8,51 (1H, brs)
ITpumep 83.

6-[2-DTop-4-(4-TunpokcudOyTOKCH)-3 -MeTrmIheHn |-5-MeTnn-4,5-nuruapo-2H-mupuaazun-3-oH
[Xwm. 338]

Gf e J\\ F
'H-SIMP (CDCl5) &: 1,20 (3H, d, J=7,1 T), 1,41 (1H, t, J=5,4 T'u), 1,73-1,84 (2H, m), 1,85-2,00 (2H, m),
2,15 (3H, d, J=2,4 T'n), 2,42 (1H, dd, J=17,0, 3,3 T'm), 2,74 (1H, dd, J=17,0, 6,7 T'm), 3,22-3,33 (1H, m), 3,75
(2H, q, J=5,4 '), 4,05 (2H, t, J=6,1 '), 6,66 (1H, d, J=8,8 T'm), 7,35 (1H, t, J=8,8 '), 8,46 (1H, brs)
ITpumep 84.

6-[3-Xiop-2-¢pTop-4-(4-runpoxcndyroxcn)penu]-5-metmn-4,5-murunpo-2H-nuprunasun-3-on
[Xum. 339]

'H-sIMP (CDCl3) 8: 1,21 (3H, d, J=7,3 '), 1,48 (1H, t, J=5,5 I'n)), 1,76-1,85 (2H, m), 1,93-2,02 (2H, m),
2,44 (1H, dd, J=17,0, 3,3 I'm), 2,74 (1H, dd, J=17,0, 6,7 T'm), 3,17-3,34 (1H, m), 3,76 (2H, q, J=5,5 I'n), 4,14
(2H, t, J=6,1 '), 6,77 (1H, dd, J=8,9, 1,3 I'y), 7,46 (1H, t, J=8,9 I'my), 8,53 (1H, brs)

ITpumep 85.

6-[2-DTOp-4-(3-THAPOKCHUTIPOTIOKCH )-3-BUHWIDeHM |-5-MeTrin-4, 5-muruapo-2 H-nupunasun-3-ox
[Xmm. 340]

R /0‘\._,/’“‘\“,/
o
HN,/ N\\‘(/[\L%F ., u;f’/

'"H-SIMP (CDCly) &: 1,19 (3H, d, J=6,8 T), 1,70 (1H, t, J=5,1 Tm), 2,10 (2H, keumter, J=6,1 I'm), 2,42
(1H, dd, J=17,1, 3,7 T'w), 2,73 (1H, dd, J=17.1, 6,8 T'), 3,21-3,33 (1H, m), 3,86-3,91 (2H, m), 4,20 (2H, t, J=6,1

UH
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Tw), 5,52-5,59 (1H, m), 5,98-6,06 (1H, m), 6,74 (1H, dd, J=8,8, 0,5 '), 6,78 (1H, dd, J=18,1, 12,0 T'w), 7,39
(1H, t, J=8,8 T'r), 8,62 (1H, brs).

ITpumep 86.
6-{3-Xnop-4-[(Z)-4-runpokcu-2-0y TeHIITOKCH |-5-Me T enun } -5-mMeTun-4,5 - murunpo-2H-nupuna3zud-3-o1
[Xum. 341]
o
/f:’} \~( O\'\./ SO
] t :
i H

'H-SIMP (DMSO-d¢) &: 1,05 (3H, d, J=7,3 '), 2,23 (1H, d, J=16,7 T'n), 2,31 (3H, s), 2,67 (1H, dd,
J=16,7, 7,0 I'n), 3,33-3,43 (1H, m), 4,00-4,04 (2H, m), 4,53-4,56 (2H, m), 4,77 (1H, t, J=5,4 I'n), 5,69-5,78 (2H,
m), 7,61 (1H, dd, J=2,2, 0,7 T'n), 7,67 (1H, d, J=2,2 '), 10,99 (1H, s).

ITpumep 87.

6-[2-T'unpokcu-4-(4-rugpoKcuOyTOKCH )-3-MeTHIheHII |-5-MeTrin-4,5-muruapo-2H-mpuaa3sui-3-oH
[Xum. 342]

T e gy

Temneparypa nnaBneHus: 178,7—179,9°C.
ITpumep 88.

6-[3-Xn0p-2-ruapokcu-4-(4-ruipokcuOyToKCH ) e |-5-MeTrin-4,5-muruapo-2 H-mupunazun-3-oH.

[Xum. 343]
r*/:\IG\/A\“/\'OH
N A

HN kl T Gl
/’f“\ GH

O T S

Temneparypa mnasienust: 204,5-204,9°C.
ITpumep 89.

6-[2-D1op-4-(4-runpokcuOyTOKCH)-3-BUHMIGEHWT|-5-MeTn-4,5-turuapo-2H-nupuna3us-3-oH
[Xum. 344]

Temneparypa miasienus: 106,4-107,4°C.

ITpumep 90.
6-[3-Xnop-2-dhrop-4-[(E)-4-runpokcu-2-0yTeHWIokcH |peHun § -5-metn-4, 5-auruapo-2H-mupunasus-3-oxH
[Xum. 345]

Ao Oy

i
TS g

|
| |

055\\//\\ 3
'H-sIMP (DMSO-dg) &: 1,04 (3H, d, J=7,1 T'w), 2,25 (1H, dd, J=16,9, 3,7 I'ny), 2,69 (1H, dd, J=16.9, 6,7 T'),

3,11-3,19 (1H, m), 3,98-4,02 (2H, m), 4,73 (2H, dd, J=5.6, 1,2 T), 4,83 (1H, t, J=5,5 I'w), 5,81-5,89 (1H, m),

5,96-6,04 (1H, m), 7,10 (1H, dd, J=9,0, 1,2 I'm), 7,54 (1H, dd, J=9,0, 8,8 I'xy), 11,02 (1H, brs).
ITpumep 91.

6-[3-X70p-2-pTop-4-(5-TuapOKCHITIEHTOKCH ) peHII |-5-MeTr-4, 5- murunpo-2 H-nmupuaa3ud-3-ox
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[Xum. 346]
{%‘~y“0vwgﬂ
N e

i i ‘ Cl
U'J\/L F

'"H-SIMP (CDCly) 8: 1,20 (3H, dd, J=7,3, 0,5 Tw), 1,38 (1H, t, J=5,1 '), 1,54-1,72 (4H, m), 1,85-1,96 (2H,
m), 2,43 (1H, dd, J=16,9, 3,2 T, 2,73 (1H, dd, J=16,9, 6,6 Tw), 3,21-3,33 (1H, m), 3,66-3,74 (2H, m), 4,10 (2H,
t, J=6,4 T), 6,75 (1H, dd, J=9,0, 1,5 '), 7,42-7,50 (1H, m), 8,66 (1H, brs).

ITpumep 92.
6-[2-DTop-4-[(Z)-4-Tuapokcu-2-0yTeHUIOKCH |-3-MeTHIheHI | -5-MeTrI-4, 5 - nuruapo-2 H-mupr ga3ua-3-oH.
[Xum. 347]
e 0”\/ )QEL
H M‘/N“\:I‘ / ‘\‘\-\.‘IV/,M\\ OH

| H
o F

'H-SIMP (DMSO-de) &: 1,03 (3H, d, J=7,3 T), 2,09 (3H, d, J=2.2 ), 2,23 (1H, dd, J=16,7, 3,7 T'u), 2,66
(1H, dd, J=16,7, 6,7 T'n), 3,06-3,18 (1H, m), 4,10 (2H, t, J=5,3 '), 4,71 (2H, d, J=5,6 I'y), 4,82 (1H, t, J=5,3 '),
5,59-5,69 (1H, m), 5,70-5,80 (1H, m), 6,88 (1H, d, J=8,9 I'n), 7,37 (1H, t, J=8,9 '), 10,92 (1H, s).

ITpumep 93.

6-{2,3-udrop-4-[(Z)-4-runpokcu-2-6yreHrnokcu | penn } -5-metmin-4,5-murunpo-2H-nuprunasnn-3-oH.

[Xum. 348]

~_ b -
s e Ry

i
HN/N“T/L '}‘/\F ~OH
P F
0«’/\\/\\
"H-IMP (DMSO-d¢) &: 1,05 (3H, d, J=7,1 Tr), 2,25 (1H, dd, J=16,9, 3,4 T'), 2,70 (1H, dd, I=16,9, 6,8 T't),
3,09-3,23 (1H, m), 4,08-4,13 (2H, m), 4,80 (2H, d, J=6,1 '), 4,84 (1H, t, J=5,4 I'n), 5,59-5,70 (1H, m), 5,72-
5,82 (1H, m), 7,05-7,15 (1H, m), 7,34-7,43 (1H, m), 11,03 (1H, s).

IIpumep 94.
6-{3-Xnop-5-¢pTop-4-[(Z)-4-runpokcu-2-6yrennnokcu | pennn } -5-metun-4,5-nuruapo-2H-nupugasua-3-oH.
[Xum. 349]
F
N 3\‘ ’H
Y e S g gy

A

'H-sIMP (DMSO-dy) &: 1,04 (3H, d, J=7,1 T'm), 2,24 (1H, d, J=16,7 '), 2,69 (1H, dd, J=16,7, 7,0 '),
3,35-3,46 (1H, m), 3,96-4,03 (2H, m), 4,71-4,83 (3H, m), 5,61-5,81 (2H, m), 7,64 (1H, dd, J=12,3, 2,1 '), 7,69
(1H, t,J=2,1 Tm), 11,07 (1H, s).

ITpumep 95.
6-{3-bpom-5-rop-4-[(Z)-4-runpokcn-2-6yTeHnokcH |penu | -5-meTuin-4,5-quruapo-2H-mupunazni-3-oH.
[Xum. 350]
F

ANy

f I t

i I L.

i e S gy ~oH

0~ S

'H-sIMP (DMSO-dy) &: 1,04 (3H, d, J=7,3 T'm), 2,23 (1H, d, J=16,9 '), 2,69 (1H, dd, J=16.,9, 6,8 I'n),
3,34-3,46 (1H, m), 3,96-4,07 (2H, m), 4,68-4,84 (3H, m), 5,60-5,81 (2H, m), 7,67 (1H, dd, J=12,5, 2,2 '), 7,82

S
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(1H, t,J=2,2 T'm), 11,07 (1H, s).

ITpumep 96.

6-{2-DT1op-4-[(Z)-4-TuapoKcu-2-0y TeHMIOKCH | -3 -BUHUIG CHUT } -5-MeTHII-4,5-muruapo-2 H-muprugazun-
3-0H.

[Xum. 351]
T
i i i
N SN .,
Qlf)\"/ “ F

'H-sIMP (CDCly) 8: 1,19 (3H, d, J=7,3 '), 1,68 (1H, t, J=5, 6 T'u), 2,42 (1H, dd, J=17,1, 3,7 Tu), 2,73
(1H, dd, J=17.1, 6,8 '), 3,20-3,34 (1H, m), 4,30 (2H, t, J=5,1 I'm), 4,72 (2H, d, J=5,1 '), 5,51-5,59 (1H, m), 5,79-
5,95 (2H, m), 5,99-6,09 (1H, m), 6,72 (1H, d, J=8,8 I'm), 6,80 (1H, dd, J=18,1, 12,2 I'm), 7,39 (1H, t, J=8,8 I'm),
8,62 (1H, brs).

ITpumep 97.

6-[3-Otun-2-¢prop-4-(4-ruapoxcudyroxcn)penun -5-metmn-4,5-murunpo-2H-nuprnasnn-3-oH.

[Xum. 352]

AN I gy

S
WAR/&.F

'H-SIMP (CDCls) &: 1,14 (3H, t, J=7,6 T'm), 1,20 (3H, d, J=7,3 T), 1,38 (1H, t, J=5,4 T'm), 1,73-1,84 (2H,
m), 1,87-1,98 (2H, m), 2,41 (1H, dd, J=17,1, 3,4 I'n), 2,64-2,78 (3H, m), 3,21-3,34 (1H, m), 3,71-3,79 (2H, m),
4,05 (2H, t,J=6,4 I'n), 6,67 (1H, d, J=8,8 '), 7,35 (1H, t, J=8,8 '), 8,47 (1H, brs).

ITpumep 98.

[Monyuenne  6-[3-xn0p-4-(4-TUAPOKCH-2,2- TUMETHIIOYTOKCH)-5-MeTindeHun | -5-metuin-4,5-muruapo-2H-
MUpUAA3HH-3-0Ha.

[Xmm. 353]

K cmecn 6-(3-xmop-4-ruapoxcu-5-metundennn)-5-Mmetuin-4,5-quruapo-2H-nmupunazun-3-oHa (3TATOHHBIH
npumep 86, 255 wmr), 4-(TpeT-OyTHIIUMETHIICHITHIIOKCH)-2,2-TUMeTHII0yTaH-1-oma (258 mr) u tpudenundoc-
¢una (291 mr) B8 THF (10 mi) moGasisimu 6mc(2-MeToKCcHAITII )azonukapookcmiat (260 mr) mpu 0°C, a 3atem
CMech NepeMelInBalIi P KOMHATHOM TeMIeparype B Te4eHHe HOYHM. PacTBOpHUTENb ylalsiId, a 3aTeM OCTaTOK
OYMIIAIH C TIOMOIIBIO KOJIOHOYHOW XpoMaTorpaduu Ha cuimkarene (renran:atuinanetat=50:50) ¢ nonydennem
6nemHO-KenToro TBepaoro Bemectsa (165 mr). IlomydenHoe TBepaoe BemecTBo pactBopsu B THF (5 mur). K
pacTtBopy nmobasisiu Gropun terpadyrunammonws (1,0 M pactsop B THF, 0,424 M) npu 0°C, a 3aTeM pacTBop
nepememuBaiy npu S0°C B Tedyenune 2 4. K peakmoHHO# cMecH T00aBIsIN BOJLY U CMECh SKCTParupoBaj 3TH-
nanetatoM. OpraHn4ecKui CI0i MPOMBIBAIM COJIEBHIM PAacTBOPOM, BBHICYIIMBAIHM HaJ OE3BOAHBIM CYIb(haToM
HaTpusi, QUIBTPOBANM M PacTBOPUTEND ynamsuid. [loxyueHHBIH HEOYHIICHHBIN MPOIYKT OYHIIAIH C TOMOLIBIO
KOJIOHOYHOM Xxpomarorpaduu Ha criukarene (rentar:stiianetat=>50:50-0:100) u HeoOXoquMbIe (PpaKIuU KOH-
HeHTpupoBaIH. OCTaTOK KPUCTAUIN30BAIM M3 JAUU3ONPOINMIOBOTO d(Hpa/sTHiIalneTaTa U 0CaJKH cOOMpany Ha
(buIBTpe ¢ MOTyIeHHEM YKa3aHHOTO B 3ar0JIOBKE COSTUHEHMSI B BHIE Oestoro moponika (59 mr).

'H-SIMP (DMSO-dg) 8: 1,05 (3H, d, J=7,3 Tu), 1,06 (6H, s), 1,60 (2H, t, J=7,3 T'w), 2,22 (1H, d, J=16,5 '),
2,31 (3H, s), 2,67 (1H, dd, J=16.,5, 7,0 '), 3,34-3,42 (1H, m), 3,52-3,59 (2H, m), 3,58 (2H, s), 4,32 (1H, t,
J=5,0T'm), 7,59-7,61 (1H, m), 7,65-7,67 (1H, m), 10,98 (1H, s).

Crnemyronmye COeIMHEHUS MOIYYali U3 KaKIOT0 COOTBETCTBYIOUIETO HCXOTHOTO BEHIECTBA aHAIOTHIHO
npumepy 98.

ITpumep 99.

6-[3-Xnop-5-dprop-4-(4-ruapokcu-2,2-quMeTHIOyTOKCH ) peHn|-5-metnin-4,5-muruapo-2H-nupunazun-
3-0H.
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[Xum. 354]
F
‘ /
e ‘ G\/&‘\/’(\ OH
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'H-SIMP (DMSO-dy) o: 1,03 (6H, s), 1,04 (3H, d, J=7,6 T'm), 1,57 (2H, t, J=7,3 T'm), 2,23 (1H, d, J=16,7 I'm),
2,69 (1H, dd, J=16,7, 7,0 I'm), 3,35-3,46 (1H, m), 3,52 (2H, t, J=7,3 T'm), 3,83 (2H, d, J=1,5 I'n), 4,32 (1H, brs),
7,64 (1H, dd, J=12,6, 2,1 T'm), 7,68 (1H, t, J=2,1 I'm), 11,06 (1H, s).

ITpumep 100.
6-[3,5-Jluxmop-4-(4-ruapokcu-2,2-AuMeTHI0y TOKCH ) peHI |-5-MeTri-4, 5- murunpo-2 H-nmupuna3un-3-oH.
[Xum. 355]
Gl ,
N/
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'H-AMP (DMSO-dy) 8: 1,04 (3H, d, J=7,1 Tw), 1,07 (6H, s), 1,60 (2H, t, J=7,3 I'm), 2,23 (1H, d, J=16,7
I'm), 2,69 (1H, dd, J=16,7, 7,0 I'n), 3,36-3,47 (1H, m), 3,55 (2H, t, J=7,3 I'n), 3,71 (2H, s), 4,19-4,45 (1H, m),
7,82 (2H, s), 11,08 (1H, s).

ITpumep 101.

6-[3-®PTop-4-(4-runpokcu-2,2-nuMeTnOyToKcn )-5-MeTmiidenni]-5-metni-4,5-qurnapo-2H-
NUPHUAA3UH-3-0H.

[Xum. 356]
Y/
P \'\:‘l’”g\“}\“’ﬂ\ﬂﬁ
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'H-IMP (DMSO-dy) &: 1,02 (6H, s), 1,05 (3H, d, J=7,3 Tm), 1,57 (2H, t, ]=7,3 T'm), 2,22 (1H, d, J=16,6 Tm),
2,28 (3H, s), 2,66 (1H, dd, J=16,6, 6,8 T'm), 3,27-3,42 (1H, m), 3,48-3,57 (2H, m), 3,72 (2H, d, J=1,5 '), 4,32
(1H, t, J=5,0 T'm), 7,40-7,48 (2H, m), 10,95 (1H, s).

ITpumep 102.

6-[2,3-Androp-4-(4-runpokcu-2,2-numMeTnia0yToken ) perun]-5-metuin-4,5-quruapo-2H-nupunazun-3-oH.

[Xum. 357]
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'H-SIMP (DMSO-d¢) &: 1,00 (6H, s), 1,05 (3H, d, J=7,3 T'm), 1,55 (2H, t, J=7,3 Tw), 2,25 (1H, dd,
J=16,9, 3,4 T'm), 2,70 (1H, dd, J=16,9, 6,8 I'm), 3,09-3,22 (1H, m), 3,51 (2H, t, J=7,3 T'm), 3,82 (2H, s), 4,34 (1H,
brs), 7,02-7,12 (1H, m), 7,38 (1H, td, J=8,7, 2,2 T'r), 11,02 (1H, s).
ITpumep 103.
6-[3-Xmmop-2-drop-4-(4-ruapokcu-2,2 - TUMETHIIOyTOKCH ) peHHI | -5 -Me -4, 5-murnapo-2 H-nupraasua-3-0H.
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[Xum. 358]

'H-IMP (DMSO-d¢) &: 1,03 (6H, s), 1,04 (3H, d, J=7,3 Tw), 1,57 (2H, t, J=7,4 Tu), 2,25 (1H, dd,
J=16,9, 3,7 I'm), 2,69 (1H, dd, J=16,9, 6,7 I'nm), 3,07-3,22 (1H, m), 3,51 (2H, t, J=7,4 '), 3,83 (2H, s), 4,34 (1H,
brs), 7,05 (1H, dd, J=9,0, 1,2 I'), 7,53 (1H, t, J=9,0 T'm), 11,01 (1H, s).

ITpumep 104.

[Mony4uenune 2-pTop-6-(2-TUAPOKCHTIPOTIOKCH )-3-(4-MeTHII-6-0kCc0-4,5-muruapo- 1 H-mupugazun-3-
WT1)OEH30HHUTpPHIIA.

[Xum. 359]
|

Iﬁi S

ﬁN/N\E-*r‘/ \[’/‘ \“‘\\\\

O«%k/\ F A

Cwmech 6-[3-6pom-2-prop-4-(2-ruapokcunponokcu)penui|-S-metui-4,5-quruapo-2 H-nmuprugasnn-3-ona
(mpumep 48, 180 mr), muanuna nuaka (105 Mr) u rerpakuc(tpudennndochun)namiaams (29 mr) B DMF (2,5 i)
nepememuBanu npu 150°C mox neiicTBuEM MHUKpPOBOJIHOBOTO M3nydeHus B TedeHue 30 muH. K peakiuoHHOM
cMecH T00aBISUTN ATHIIANETaT U BOAY, a 3aTeM CMeCh (IIBTPOBAIH Yepe3 MOAYIIKYy U3 mnennurta. Opranndeckuit
CJIO OTIEINSIIH, TMPOMBIBAIN COJEBBIM PAcTBOPOM, BBICYIIMBAIN C ITOMOINBIO OE3BOAHOTO Cyib(dara HATpHA,
(unpTpoBaNy, a 3aTeM KOHIEHTPUPOBaH. [10IydeHHBIH HEOUHIICHHBIA MPOAYKT OYHIIAIHN C TIOMOIIBIO KOJIO-
HOYHOU XpomaTorpadun Ha cumkarene, (rentan:atuinanetar=40:60-0:100) n HeoOXoauMble PpaKIMy KOHIICH-
TpupoBany. OCTAaTOK KPUCTAJUITM30BAIN U3 AUH3onponmioBoro ddupa. Ocanku cobupanu Ha GUIBTPE C TOTY-
YeHHEM YKa3aHHOTO B 3aroJIOBKE COSTUHEHHS B BHJIe OEJIOTO TBEpI0TO BemecTna (93 mr).

'H-sIMP (DMSO-de) &: 1,05 (3H, d, J=7,3 T'w), 1,18 (3H, d, J=6,2 T'm), 2,26 (1H, dd, J=16,9, 3,4 I'n)), 2,71
(1H, dd, J=16,9, 6,8 I'nm), 3,11-3,22 (1H, m), 3,95-4,14 (3H, m), 4,99 (1H, d, J=4,8 T'w), 7,21 (1H, d, J=9,0 I'n),
7,90 (1H, t, J=9,0 T'm), 11,09 (1H, s).

Crenyroliee CoeTMHEHNE TOTyYaId U3 COOTBETCTBYIOLIETO NCXOMHOTO BELIECTBA aHAJIOTHYHO puMepy 104.

ITpumep 105.
2-Drop-6-(2-runpoKcH-2-METHIIPONIOKCH)-3-(4-MeTrit-6-0kco-4,5-murunpo- 1 H-nupunasun-3-
WI1)0CH30HUTPIIL.
[Xum. 360]
o Ty "OH
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'H-sIMP (DMSO-dq) 8: 1,05 (3H, d, J=7,1 T'w), 1,23 (6H, s), 2,26 (1H, dd, J=16,9, 3,4 T'm), 2,71 (1H, dd,
J=16.9, 6,8 T'm), 3,12-3,22 (1H, m), 3,97 (2H, s), 4,77 (1H, s), 7,21 (1H, d, J=9,0 T'w), 7,90 (1H, t, J=9,0 I'm),
11,09 (1H, s).

ITpumep 106.

[Tonyuenne 2-pTOop-6-(3-THAPOKCUTIPOTIOKCH )-3-(4-MeTHII-6-0KkC0-4,5-nuruapo- | H-mupumga3zun-3-
WT)0CH30HUTPHITA.

[Xum. 361]
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Cmech  6-[3-Opom-2-¢pTop-4-(3-ruapokcunponokcu)perni|-5-metni-4,5-nuruapo-2H-nupunasun-3-oHa
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(mpumep 12, 150 mr), muanuga nuaka (108 mr) u rerpakuc(tpudennndochun)namaans (24 mr) B8 DMF (1,5
M) nepemeruBasd Tipu 100°C B Teuenne Houn. OOecnieunBad OXJIAXACHUE PEaKIIMOHHOW CMECH 10 KOMHAT-
HOHM TeMIlepaTypsl, a 3aTeM K Heil mobamisim terpakuc(rpudenundocdun)nammaauii (97 mr). Peakumonnyro
cMmech nepememuBaiy npu 100°C 1OMOTHUTENBHO B TeUSHHE OHOTO IHA. O0ecTieunBaii OXJIaKICHUE PEeaKIln-
OHHOHM cMecH 10 KOMHATHOH TEMIIepaTypbl, K pPEeakIMOHHOH cMecH 00aBIsUTM BOXY M OTHJIALIETAT, a 3aTeM
cMech GIIBTPOBATHN Yepe3 MOMyImIKy U3 Henuta. Opranndeckuil ¢Ioi GuiIbTpaTa OTACISIIH, IPOMBIBAIH BOJON
M COJIEBBIM PacTBOPOM, BBICYIIMBAJIH C TMOMOIIBIO0 OE3BOAHOTO Cynb(dara HaTpus, GMIBTPOBAIHN, a 3aT€M KOH-
IIEHTPUPOBAIIY C MOJIyIeHHeM TBepjoro Bemectsa (191 mr). TBepaoe BemecTBo pactBopsiau B DMF (2,0 mi), k
cMecu NTo0aBIsT UMHUAA30J1 (34 Mr) U TpeT-OyTHIAUMETHIXIOPCHIaH (69 Mr) M CMECh MEepPEeMENINBAIN TPH
KOMHATHOW TeMIiepaType B TeueHrne Houn. K Hell m00aBisuii TOTIOTHUTEIFHOE KOJIMIeCTBO MMHUazona (34 mr)
U TPEeT-OyTHIAMMETHIIXJIOpCcIIIaHa (69 Mr) U cMech TiepeMeNuBaIi IPpY KOMHATHOW TemrepaType B TedeHue 30
MuH. K peaknmoHHON cMecH NOOaBISIIM BOAY UM CMECh SKCTparupoBaiy dTHianeTatoM. OpraHudecKuil CIou
MPOMBIBAJIM BOJOH M COJIEBBIM PacTBOPOM, BBICYIINBAIM HajJ OE3BOJHBIM CyIb()aToM HaTpus, GUILTPOBAIN H
pactBopuTens ynansum. IlomydeHHBIH HEOUHIIEHHBIH MPOAYKT OYHMIIAIM C HOMOIIBIO KOJOHOYHOH XpoMaro-
rpadun Ha cunmKaresne (renraH:aTHiIaneTar=85:15-15:85) ¢ moixyuenuem Oenoro TBepaoro Bemectsa (45 mr). K
pacTBopy noxyueHHoro Oenoro TBepaoro Bemmectsa (45 mr) B THF (1,0 mur) npu Temneparype nbia g00aBisiim
¢ropun rerpabyrmnammonus (1,0 M pactBop B THF, 0,16 mi). Cmech nepemMenmmBaiy Npu KOMHaTHOW TeMIle-
patype B Teuenne 1 4. K peakmoHHO# cMecH TOOaBIISIIM BOAY M COJIEBOM PAacTBOP M CMECh IKCTParupOBaIH
stunaneratoM. OpraHMdecKUd CJIOW BBHICYIIMBAIN HaJ 0€3BOIHBIM CYIh(haTOM HATPHS, QUIBTPOBAINA U PACTBO-
puterns yaansuid. [1oaydeHHBI HEOUNIIIEHHBIH MPOIYKT OYHIIAIH C IIOMOIIBI0O KOJIOHOYHOU XpoMaTtorpaduu Ha
cwmmkarene (renran:aTmwianetat=10:90-0:100 - stmranerat:mMeTanon=90:10). TloxydeHHOE TBEpAOE BEIIECTBO
MPOMBIBANIM ITyTE€M PACTHPAHUS C JAUU3ONIPOIIIOBEIM 3(UPOM, a 3aTeM cOoOMpanyd Ha (MIBTPE C MOTyYCHHEM
YKa3aHHOTO B 3ar0JIOBKE COCTMHEHMS B BHJIe OCJIOTO TBEpIOTO BetecTa (26 mr).

'H-SIMP (DMSO-de) &: 1,05 (3H, d, J=7,0 T'my), 1,86-1,96 (2H, m), 2,26 (1H, d, J=16,9 I'm), 2,70 (1H,
dd, J=16,9, 6,5 T'm), 3,12-3,22 (1H, m), 3,53-3,64 (2H, m), 4,25-4,33 (2H, m), 4,58-4,66 (1H, m), 7,20 (1H, d,
J=8,9T'n), 7,92 (1H, t, J=8,9 T'm), 11, 09 (1H, s).

ITpumep 107.

[Monyuenne 6-[4-(2,2-mudrop-3-ruapoKcupoIoken)-2-prop-3-metuidenun]-5-merun-4,5-qurugpo-2H-
MUpUAA3HH-3-0Ha.

[Xum. 362]
F F
r,./;t_b?/&v P
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K cMecHu 2,2—,HI/I(1)T0p—3-[3—(bTOp—Z-MeTI/IJ'I-4-(4—MeTI/IJ'I—6-0KCO—4,S—HHFI/I,HPO-IH-HI/IpI/IL[a3I/IH—3-

wi)deHokcu|mpornmideHzoara (3TaJoHHBIA npuMep 166, 253 mr) B Metanoiue (2 mur) no0asimsii 5 M BOIHBIH
pactBop ruapokcuaa Hatpus (0,349 mir) U cMech epeMeInBaIi NP KOMHATHOM TeMiieparype B Tedenue 2 4. K
peakumMoHHOM cMecH 100aBIIsUIN BOLY M CMECh 3KCTPAarupoBajH dTHiIaneTaroM. OpraHudecKuid CII0H MpoMbIBa-
JIM BOJIOW M COJIEBBIM PAcTBOPOM, BBICYIIMBAIM HaJ OS3BOAHBIM Cyib(aToM HATpus, GUIBTPOBAIH U PACTBOPH-
Tenb yaamsiid. [lomydeHHOEe HEOUMIIEHHOE TBEPIOE BEIIECTBO MEPEKPUCTAILTH30BbIBAIN U3 TENTaHa/3THIAIETaTa C
TIOJTyYCHUEM YKa3aHHOTO B 3aTOJIOBKE COSTMHEHHS B BUjIe OeJ1oro TBepaoro Bemectsa (117 mr).

'H-sIMP (DMSO-de) &: 1,03 (3H, d, J=7,1 Tw), 2,11 (3H, d, J=2,2 T'm), 2,23 (1H, dd, J=16,7, 3,8 I'n), 2,67
(1H, dd, J=16,7, 6,7 I'y), 3,06-3,20 (1H, m), 3,71-3,87 (2H, m), 4,39 (2H, t, J=12,6 '), 5,65-5,73 (1H, m), 6,97
(1H, d, J=8,8 '), 7,40 (1H, t, J=8,8 I'rr), 10,95 (1H, s).

Crenyromue COeAMHEHUS MOMydJalld U3 KaXIOT0 COOTBETCTBYIOLIETO MCXOJHOTO BEIECTBA aHAJIOIMYHO
npumepy 107.

ITpumep 108.
6-[4-(2,2-qudrop-3-ruapokcunponokcu)-2,3-mudroppennn]-S-metnmin-4,5-nuruapo-2H-nupuna3un-3-oH.
[Xum. 363]
F F
«_~OH
HN
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"H-SIMP (DMSO-dg) &: 1,05 (3H, d, J=7,2 T'w), 2,25 (1H, dd, J=16,8, 3,4 T'w), 2,71 (1H, dd, J=16,8, 6,8 I'w),
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3,12-3,23 (1H, m), 3,76 (2H, td, J=13,7, 6,3 T'w), 4,51 (2H, t, J=12,8 T'w), 5,71 (1H, t, J=6,3 T'w), 7,15-7,24 (1H,
m), 7,38-7,46 (1H, m), 11,06 (1H, s).

ITpumep 109.
6-[3,5-Auxmop-4-(2,2-mudrop-3-runapokcunponokcu )ennn |-5-metun-4,5-gurunpo-2H-nmuprunazun-3-oH.
[Xum. 364]
¢l F F
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'H-SIMP (DMSO-dy) &: 1,04 (3H, d, J=7,3 T'm), 2,24 (1H, d, J=16,9 Tu), 2,70 (1H, dd, J=16.9, 6,8 '),
3,37-3,49 (1H, m), 3,82 (2H, td, J=13,9, 6,1 '), 4,38 (2H, t, J=13,2 I'm), 5,65 (1H, t, J=6,1 '), 7,85 (2H, s),
11,11 (1H, s).

ITpumep 110.

6-[3-Xnop-4-(2,2-mudrop-3-ruaporcunpororcu)-2-propdenun]-5-mermn-4,5-qurunpo-2H-nmupugazun-
3-0H.

[Xum. 365]
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'H-IMP (DMSO-dy) 8: 1,04 (3H, d, J=7,1 I'm), 2,25 (1H, dd, J=16,9, 3,8 T'm), 2,70 (1H, dd, J=16.9, 6,8 I'u),
3,09-3,22 (1H, m), 3,80 (2H, td, J=13,7, 6,2 I'y), 4,51 (2H, t, J=12,6 I'my), 5,70 (1H, t, J=6,2 I'm), 7,19 (1H, dd,
J=9,0, 1,5 '), 7,53-7,61 (1H, m), 11,04 (1H, s).

ITpumep 111.

6-[3-Xnop-4-(2,2-mudrop-3-ruagpoKcunporokcu)-5-propdenun]-5-mermn-4,5-qurunpo-2H-nmupunazun-
3-0H.

[Xum. 366]
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'H-sIMP (DMSO-dg) &: 1,05 (3H, d, J=7,3 I'm), 2,24 (1H, d, J=16,9 T'm), 2,69 (1H, dd, J=16,9, 7,1 T'w),
3,36-3,47 (1H, m), 3,80 (2H, td, J=13,8, 6,1 I'm), 4,47 (2H, t, J=13,1 I'n), 5,65 (1H, t, J=6,1 T'm), 7,63-7,74 (2H,
m), 11,09 (1H, s).

ITpumep 112.

6-[3-bpom-4-(2,2-ngudrop-3-runpokcurponokcu)-2-propdpennn ]-5-metun-4,5-muruapo-2H-
NUPHUAA3UH-3-0H.

[Xum. 367]

FF
"/
I/"*\n\(fD\/ O
i N*\/ T%Br

"H-IMP (DMSO-d¢) &: 1,04 (3H, d, J=7,1 T), 2,25 (1H, dd, J=16,9, 3,7 T'), 2,70 (1H, dd, J=16,9, 6,8 T'tr),

3,08-3,21 (1H, m), 3,82 (2H, td, J=13.8, 6,2 Tw), 4,50 (2H, t, J=12,3 T'w), 5,70 (1H, t, J=6,2 Tw), 7,15 (1H, dd,
J=8,8, 1,2 '), 7,60 (1H, t, J=8,8 I'm), 11,04 (1H, s).
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ITpumep 113.

6-[3-Xop-4-(2,2-mudrop-3-ruapoKCUIPONIOKCH )-5-Me T eHIT | -5 -MeTin-4, 5 - turuapo-2H-nupunasus-
3-oH.

[Xum. 368]
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'H-IMP (DMSO-d¢) 8: 1,05 (3H, d, J=7,3 '), 2,23 (1H, d, J=16,7 I'n), 2,33 (3H, s), 2,68 (1H, dd,
J=16,7, 7,0 I'm), 3,33-3,45 (1H, m), 3,81 (2H, td, J=13,9, 6,0 I'n), 4,27 (2H, t, J=13,4 '), 5,65 (1H, t, J=6,0 T'm),
7,62 (1H, d, J=2,2 '), 7,68 (1H, d, J=2,2 T'm), 11,00 (1H, s).

ITpumep 114.

6-[4-(2,2-Audrop-3-ruapoKCcUIpPOnoKcH)-2-prop-3-BuHuIGeHm ] -5-metuin-4,5-quruapo-2 H-nupnpaznn-
3-oH.

[Xum. 369]

'H-sIMP (CDCl5) &: 1,19 (3H, d, J=7,1 I'm), 2,13 (1H, t, J=7,1 I'm), 2,42 (1H, dd, J=17,1, 3,7 T'w), 2,73 (1H,
dd, J=17,1, 6,8 T'm), 3,20-3,31 (1H, m), 4,00 (2H, td, J=12,5, 7,1 '), 4,34 (2H, t, J=11,5 '), 5,56-5,63 (1H, m),
5,98-6,06 (1H, m), 6,70-6,83 (2H, m), 7,41 (1H, t, J=8,5 '), 8,57 (1H, brs).

ITpumep 115.

[Monyuenne 6-[4-(2,2-mudTop-3-rUAPOKCUIIPONIOKCH )-2 -THAPOKCH-3-MeTHIhEeHNT]-5-MeTII-4, 5 - Truapo-
2H-nupuna3us-3-oHa.

[Xum. 370]
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Cmech  2,2-mudrop-3-[3-(METOKCUMETHIIOKCH)-2-MeTHIT-4-(4-MeThIT-6-0kc0-4,5-murunpo- 1 H-nupunazun-
3-mn)deHokcu|npormmeTaHcybponara (3TanoHHsii mpumep 141, 80 mr) u 6enzoara Hatpus (51 mr) B DMF
(2 M) mepemermmBany nipu 180°C mox neiicTBHEM MUKPOBOJHOBOTO M3MydeHHs B TeueHne 30 MuH. PeakimoH-
HYIO CMECh BBIIMBAIN B BOJIYy M CMECh 9KCTparupoBain dTmwianeraToM. OpraHnuecKui 1ol MpoMbIBaJIM BOJOH
U COJICBBIM PAacTBOPOM, BBICYIIMBAIU HaJ OC3BOIHBIM CYIb()aToM HATPHs, HUIBTPOBAIH U PACTBOPUTEIH Yia-
nsui. TlonydeHHBI HEOUUIIEHHBIN MPOAYKT OYHUINAIH C TIOMOIIBIO KOJIOHOYHOW XpoMaTorpaduy Ha CHIIHKAre-
ne (renran:yTIianetat=50:50) ¢ momydeHreM OecIBETHOTO Maciia. Macio pacTBOpsUIH B 3TaHoJe (2 M), K He-
My nmobaBnsim 5 M BoaHbIH pacTBop runpokcuna Hatpus (0,046 M) m cMech TIepeMeuBaIId TPU KOMHATHON
Temneparype B TedeHre 1 4. CMech BEUIMBAIN B BOIY M CMECh IKCTParupoBaJId dTHIAeTaToM. OpraHudecKui
CJIO¥ TIPOMBIBAJIN BOJIOW U COJIEBBHIM PAacTBOPOM U BBICYIIIMBAIN HaJl OE3BOJHBIM CYJIb(aToOM HATpws, PHILTPOBA-
JIY ¥ KOHIIEHTpupoBan. OCTaTOK PacTBOPSUIA B dTaHOIE (2 MIT), K HEMY T00ABIISUIN XJI0pOBOaAopo. (2 M pacTBop B
atanose, 0,058 MiT) U cMech MepeMeNInBaIy MpU KOMHATHON TeMIieparype B Tedenune Houn. Ocaaku codupam
Ha QUIBTPE C MOJYICHHEM YKa3aHHOTO B 3ar0JIOBKE COSAMHEHHS B BHIE OeJIoro TBepAoro BemecTa (20 Mr).

'H-SIMP (DMSO-ds) &: 1,10 (3H, d, J=7,3 T'n), 2,04 (3H, s), 2,27 (1H, d, J=16,6 T'w), 2,77 (1H, dd,
J=16,7, 6,7 I'n), 3,47-3,61 (1H, m), 3,73-3,86 (2H, m), 4,35 (2H, t, J=12,7 I'n), 5,66 (1H, t, J=6,2 '), 6,66 (1H, d,
J=9,0 I'm), 7,46 (1H, d, J=9,0 I'y), 11,06 (1H, s), 12,54 (1H, s).

ITpumep 116.

[Honyuenue (5R)-(-)-6-[ 3-x1m0p-4-(2-ruapoKcuITOKCH)-5-MeTmndenmn|-5-metmn-4,5-quruapo-2H-
MUpUAA3HH-3-0Ha.
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[Xum. 371]

Gl Xupaubabiii

P

K cmecu  2-{2-xsop-6-metnin-4-[(2R)-2-metnin-3-{[(1S)-1-(4-auTpothenni)aTri|kapbamon } mpora-
Howt]peHoken } aTmi-4-6pombensoara (3TanoHHsi npumep 175, 300 mr) B 2-nponanone (5,0 M) no6aBisin
ykcycHyto kucioTy (0,272 M) 1 moHoruapat ruapazuna (0,115 mi), a 3atrem cMech nepememuBanu mpu 60°C B
TeueHHe HOYW. PeakIMOHHYI0 CMeCh KOHIEHTPUPOBAIN, K OCTAaTKy JAO0ABJISUIM BOLY M CMECh SKCTPAarHpOBallU
sTmnaneraToM. OpraHuuecKuid CIIOH MPOMBIBAJIM BOJOW M COJIEBHIM PACTBOPOM, BBICYIIHMBAIIM HaJ OE3BOIHBIM
cynbhaToM HaTpusi, GUIBTPOBAIN M PACTBOPUTEND YAAISIH. OCTaTOK OYMINAIM C IOMOIIBIO KOJIOHOYHOH Xpo-
MaTtorpadun Ha cmiaukarene (remran:dTiianetat=80:20-50:50). ITomydyeHHOE TBEpIOE BEIIECTBO MPOMBIBAIN
MyTeM pPaCTUPAHHS C DTHIAIETATOM/TENTAHOM, a 3aTeM COoOHMpanu Ha (QUIbTPE C TOJydYeHHEM OeCIBETHOTO
TBepaoro BemecTBa (168 mr). TBepaoe BemecTBO pacTBOPsIN B 3TaHoie (5,0 Mi1) U K cMecu nob6aBisan 5 M
BOAHBIN pacTBOp ruapokcuaa Hatpus (0,140 mur). CMech mepemMenrBaii Mpu KOMHATHOW TeMIiepaType B Teue-
HHE 15 MUH, K pacTBOpY I0OABISIIN BOAY M CMECh AKCTPArupoBaiii 3TmianeTaroM. OpraHudecKui Cioil mpo-
MBIBAJI BOJOW M COJIEBBIM PacTBOPOM, BBICYIIMBAIN HaJ OE3BOIHBIM CyIb(PaTOM HATPHs, GUIBTPOBAIN U pac-
TBOPHTEIb YAAISIH. [10JTydeHHBIH HEOUHMILIEHHBIH MTPOITYKT OYHIAIH C TIOMOIIBIO KOJIOHOYHON XpoMaTtorpaduu
Ha cumkarene (rentan:ytunanerar=25:75-0:100). [TomydeHHOE TBEpI0€ BEMIECTBO MEPEKPUCTAILTH30BEIBAIN U3
STHIIALlETaTa/TeNTaHa C MOJIy4YEeHHEM YKa3aHHOTO B 3ar0JIOBKE COSJIMHEHUS B BUIEe OECIIBETHOT'O TBEPJOTO Belle-
ctBa (50 mr, €€>99%). OnTHYECKYIO YUCTOTY ONPEEISUTN ¢ TOMOIIBIO aHaJIN3a C IPUMEHEHHEM BBICOKOI(peK-
TUBHOM *uaKkocTHoi xpomarorpaduu (HPLC).

Orntudeckoe BpalleHue: [OL]D24 -322,4° (¢=0,21, MeOH).

'H-SIMP (CDCly) &: 1,24 (3H, d, J=7,3 Tw), 2,28 (1H, t, J=6,4 T'), 2,37 (3H, s), 2,44-2,52 (1H, m), 2,69
(1H, dd, J=16,9, 6,8 '), 3,23-3,34 (1H, m), 3,94-4,01 (2H, m), 4,03-4,13 (2H, m), 7,49-7,50 (1H, m), 7,62 (1H,
d, J=2,0 I'ny), 8,59 (1H, brs).

Venosua HPLC mis anannsa onTHYECKON YHCTOTEI

Komnonka: kononka Daicel CHIRALPAK TA (0,46 cM ¢x25 cm);

9JIFOEHT: Tekcan/3Tanon=60/40;

CKOpocTh ToToKa: 1,0 MiI/MHH.;

nerexktupoBanue: YO (254 am).

Bpewms ynepxuBanus: 7,22 muH. (€€>99%).

Kaxnmyro abcomoTHy0 KOHPUTypanuto s nmpuMepoB 117-127, moka3aHHBIX HIDKE, SKCTPAIIOJIAPOBAITH
MyTeM CpaBHEHUS c mpumMepom 116.

ITpumep 117.

(5R)-(-)-6-[3,5-AncTop-4-(2-ruapoxcu-2-MeTHINPONIoKCcH) peHn |-5-metni-4,5-muruapo-2H-nupuna3un-
3-0H.

[Xum. 372]

F XupaneHbiit
i

NS
DOl
HN/N\E‘{/\“{%\F

0 0,
6-[3,5-Indrop-4-(2-ruipoKcu-2-MeTHIATIPONIOKCH ) perm |-5-Metun-4,5-muruapo-2H-nmupunazua-3-oH
(mpumep 30, 267 MT) pa3aensud Ha ONITHYECKUE H30MEPHI MTOCPEICTBOM XpoMaTorpaduu Ha XUPATLHON KOJOHKE
B COOTBETCTBHH CO CIIEAYIOIIMMH YCIOBHAMH OCYIICCTBICHUS IPENapaTHBHON XpoMaTorpadum, a 3aTeM Imepe-
KPHUCTAJUTM30BBIBAIM M3 TENTaHa/3TaHONA C MOJYYCHHEM YKa3aHHOTO B 3arOJIOBKE COEAMHEHHS B BHUIE OEIoro

TBeporo BemecTBa (33 mr, ee 99%).
Y CIIOBUS OCYIIECTBIICHUS MPEHapaTUBHON XpoMaTorpaduu
Komonka: Daicel CHIRALFLASH IA (3,0 cm ¢x10 cm);
SJII0EHT: rekcan/>Tanon=60/40;
CKOpPOCTB TIOTOKA: 12 MiI/MUH;
nerexktupoBanue: YO (254 am).
Yenosus HPLC s ananu3a onTHYecKON YMCTOTHI
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Komonka: Daicel CHIRALPAK AS-RH (0,46 cm ¢x15 cm);

ANIOCHT: alleTOHUTPII/Bo1a=50/50;

CKOpPOCTh OTOKA: 1,0 MJI/MUH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxxuBanusi: 4,6 MUH. [a]p™* -306,4° (¢=0,25, MeOH).

'H-SIMP (DMSO-ds) &: 1,05 (3H, d, J=7,3 T'n), 1,20 (6H, s), 2,23 (1H, d, J=16,7 T'w), 2,68 (1H, dd,
J=16,7, 7,0 I'n), 3,34-3,44 (1H, m), 3,89 (2H, s), 4,62 (1H, s), 7,43-7,60 (2H, m), 11, 05 (1H, s).

ITpumep 118.

[Monyuenne (5R)-(-)-6-[3-xmop-2-hTop-4-(2-rHaApOKCH-2-METHITIPONIOKCH )P eHMI |-5-Me THIT-4, 5 - TUTHIPO-

2H-nupuma3uH-3-oHa.
[Xwm. 373]
X XHpansHEIH
Y~ 0l

6-[3-X70p-2-dTop-4-(2-THAPOKCH-2-METUITIPOTIOKCH ) e |-5-meTun-4,5-nuruapo-2H-nmupuaazua-3-oH
(mpumep 29, 200 MT) pa3aensud Ha ONITHYECKUE H30MEPHI MTOCPEICTBOM XpoMaTorpaduu Ha XUPATLHON KOJOHKE
B COOTBETCTBHH CO CIIEAYIOIIMMH YCIOBHSAMHU OCYIICCTBICHUS IPENapaTHBHON XpoMaTorpadum, a 3aTeM Imepe-
KPHUCTAJUTN30BBIBAIN U3 2-IIPOMAHOJIA C TIOJYYCHUEM YKa3aHHOTO B 3ar0JIOBKE COSAMHEHUS B BUE OETIOTO TBEp-
noro BerecTsa (46 mr, ee 95%).

VYcnoBus oCyecTBICHUS TIpeTapaTUBHON XpoMaTorpadun

Komonka: Daicel CHIRALFLASH IA (3,0 cmex10 cm);

3JI0eHT: rekcan/>tanon=70/30;

CKOpPOCTB TIOTOKA: 12 MII/MUH;

nerexktupoBanue: YO (254 am).

Yenosus HPLC st aHanu3a onTHYECKON YMCTOTHI

Komonka: Daicel CHIRALPAK IA (0,46 cmpx25 cm);

3I0eHT: rekcan/>tanon=30/70;

CKOpPOCTh OTOKA: 1,0 MJI/MUH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxuBanusi: 5,2 MUH.

Onrryeckoe Bpamtenne: [o]p>* -123,0° (¢=0,28, MeOH)

'H-IMP (DMSO-d¢) &: 1,04 (3H, d, J=7,2 T), 1,24 (6H, s), 2,25 (1H, dd, J=16,8, 3,5 T'm), 2,70 (1H, dd,
J=16,8, 6,8 I'm), 3,09-3,20 (1H, m), 3,87 (2H, s), 4,69 (1H, s), 7,08 (1H, dd, J=9,0, 1,3 '), 7,49-7,58 (1H, m),

11,01 (1H, s).
Cremyroriee COeMHEHHE TTOTyYald U3 COOTBETCTBYIOMIETO HCXOIHOTO BEIIECTBA aHATIOTHYHO puMepy 118.
ITpumep 119.
[Tomyuenne (5R)-(-)-6-{3-xmop-5-hrop-4-[ (1 -THAPOKCUITMKIOTIPOITHII)METOKCH | peHwMI | -5-MeTHI-4,5-
nuruapo-2H-nupunazun-3-oxa.
[Xum. 374]

XupamHmH

0//“’\

OnTHyeckas yucToTa: ee >99%.

Yenosus HPLC s ananu3a onTHYeCKOH YMCTOTHI

Komonka: Daicel CHIRALPAK IA (0,46 cmpx25 cm);

3II0eHT: rekcan/>Tanon=40/60;

CKOpOCTh OTOKA: 1,0 MJI/MUH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxxuBanwsi: 6,0 MUH.

Onrryeckoe Bpautenne: [o]p>* -274,6° (¢=0,31, MeOH).

'H-SIMP (DMSO-d) 6: 0,61-0,73 (4H, m), 1,04 (3H, d, J=7,3 '), 2,23 (1H, d, J=16,7 T'my), 2,69 (1H, dd,
J=16,7, 6,7 I'n), 3,34-3,47 (1H, m), 4,10 (2H, s), 5,54 (1H, s), 7,58-7,72 (2H, m), 11,06 (1H, s).
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ITpumep 120.

IMomyuenue (5R)-(-)-6-[4-(2,2-mnudTOp-3-TUIPOKCHIIPOTIOKCH)-2-(TOp-3-MeTHIpeHm |-5-meTni-4,5-
nuruapo-2H-nmupunasun-3-oHa.

[Xum. 375]

F F  XHpanbHeiH

i
i
] |
., F
Uiz 1y

6-[4-(2,2-udrop-3-ruapokcunponokcu)-2-gprop-3-metuindenu]-5-merun-4,5-quruapo-2H-nupupaznn-
3-on (mpumep 107, 130 Mmr) paznensuin Ha ONTHYECKHE M30MEPHI IIOCPENICTBOM XpoMaTorpaduy Ha XUpaIbHOMN
KOJIOHKE B COOTBETCTBHH CO CIICIYIOUIMMH YCJIOBHMSIMHU OCYIIECTBICHHS NperapaTHBHOW Xpomartorpaduu, a 3a-
TEM TIEPEKPUCTAIUTM30BBIBATIN M3 JTHIIAIETAaTa/TeNITaHa C TOTYIEHHEM YKa3aHHOTO B 3ar0JIOBKE COCTUHEHHUS B
Buze 6enoro TBepaoro Bemectsa (33 mr, ee 99%).

YcaoBust OCYIECTBICHUS MTPETapaTUBHON XpoMaTorpadun

Komnonka: Daicel CHIRALFLASH IA (3,0 cMm ¢x10 cm);

DJIFOEHT: TeKcaH/3Tanon=75/25;

CKOPOCTh TIOTOKA: 12 MII/MHUH;

nerexktupoBanue: YO (254 am).

Venoua HPLC s anann3a onTHYECKOH YHCTOTEI

Komonka: Daicel CHIRALPAK IA (0,46 cm @x25 cm);

SJII0EHT: rekcan/>tanon=50/50;

CKOpOCTh OTOKA: 1,0 MJI/MUH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxxuBanus: 5,7 MUH.

Omrrueckoe Bpatenne: [o]p> -101,5° (¢=0,29, MeOH).

'H-sIMP (DMSO-de) &: 1,03 (3H, d, J=7,1 T'w), 2,11 (3H, d, J=2,2 T'w), 2,23 (1H, dd, J=16,7, 3,8 I'n)), 2,67
(1H, dd, J=16,7, 6,7 I'n), 3,05-3,18 (1H, m), 3,79 (2H, td, J=13,7, 6,0 I'n), 4,39 (2H, t, J=12,6 I'm), 5,68 (1H,
t, J=6,0 I'y), 6,97 (1H, d, J=8,8 T'm), 7,40 (1H, t, J=8,8 '), 10,95 (1H, s).

Crnenyromue COCTMHEHUS TOJTydald W3 KaXJIOTO COOTBETCTBYIOIIETO HCXOJHOTO BEIIECTBA aHAJIIOTHIHO
npumepy 120.

ITpumep 121.

(5R)-(-)-6-[3,5-qudTop-4-(3-ruapokcurnpornokcn)perun|-5-metnin-4,5-muruapo-2H-nmupugazni-3-oH.

[Xum. 376]

0\_/\\/0H

XHpanbHEL

F
vy

OnTrueckas gyucrora: ee 95%.

Vemosua HPLC mis aHannsa onTHYECKO YHCTOTEI

Komnonka: Daicel CHIRALPAK IA (0,46 cMm @x25 cm);

JJIFOEHT: rekcan/aTanon=60/40;

cKopocTh Totoka: 1,0 mir/MuH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxxuBanus: 6,9 MUH.

[a]p>* -293,5° (¢=0,30, MeOH).

'H-sIMP (DMSO-de) &: 1,05 (3H, d, J=7,3 '), 1,76-1,90 (2H, m), 2,24 (1H, d, J=16,7 '), 2,68 (1H, dd,
J=16,7, 7,0 Tw), 3,36-3,46 (1H, m), 3,52-3,60 (2H, m), 4,23 (2H, t, J=6,3 I'n), 4,53 (1H, t, J=5,1 '), 7,44-7,59
(2H, m), 11,05 (1H, s).

ITpumep 122.

(5R)-(-)-6-[3-Xnop-2-dprop-4-(3-ruapoxcu-2,2-TuMeTHANPONOKCH ) peHn |-5-MeTrin-4, S -nuruapo-2H-
MUPUAA3HH-3-0H.
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[Xum. 377]
XHpaILHLii

OnTrueckas yucrora: ee 96%.

Vemnosua HPLC s aHann3a onTHYECKON YUCTOTEI

Komnonka: Daicel CHIRALPAK IA (0,46 cMm @x25 cm);

DJIFOEHT: Tekcan/aTanon=60/40;

cKopocTh Totoka: 1,0 myr/mMuH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxuBanwisi: 7,2 MUH.

[a]p>* -114,2° (¢=0,28, MecOH).

'H-SIMP (DMSO-dg) &: 0,96 (6H, s), 1,04 (3H, d, J=7,2 '), 2,25 (1H, dd, J=16,8, 3,6 T'm), 2,70 (1H, dd,
J=16,8, 6,7 I'm), 3,09-3,20 (1H, m), 3,29-3,34 (2H, m), 3,86 (2H, s), 4,66 (1H, t, J=5,4 Tw), 7,06 (1H, d, J=9,3 T'm),
7,49-7,58 (1H, m), 11,01 (1H, s).

ITpumep 123.

(5R)-(-)-6-[2,3-AucTop-4-[ (1-ruapoKkcHIMKIONPONHI)METOKCH |peHwm |-5-meTni-4,5-murunpo-2H-
MUpUAA3HH-3-0H.

[Xum. 378]

Onruueckas yuctora: ee 99%.
Ycenosus HPLC s ananm3a onTHYecKOH YMCTOTHI

Komonka: Daicel CHIRALPAK IA (0,46 cm @x25 cm);

SJII0EHT: rekcan/>Tanon=60/40;

CKOpOCTh OTOKA: 1,0 MJI/MUH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxxuBanwsi: 8,0 MUH.

[a]p™* -138,7° (c=0,44, MeOH).

'H-IMP (DMSO-dg) &: 0,61-0,76 (4H, m), 1,05 (3H, d, J=7,2 T'), 2,25 (1H, dd, J=16,8, 3.4 T'), 2,70 (1H,
dd, J=16.,8, 6,8 I'm), 3,11-3,22 (1H, m), 4,12 (2H, s), 5,66 (1H, s), 7,05-7,14 (1H, m), 7,33-7,41 (1H, m), 11,03
(1H, s).

[Tpumep 124.

[Monyuenne (5R)-(-)-6-[2,3-mudTop-4-(2-rumpokcu-2-MeTUIAPOTIOKCH )peHn | -5-MeTnn-4,5-quruapo-2H-

MUPHIa3UH-3-0Ha.
/ XapantHerii
D\X

[Xum. 379]
|

3
P
|
F

6-[2,3-Indrop-4-(2-ruipoKCcu-2-MeTHIATIPOTIOKCH ) peHm |-5-MeTnin-4,5-muruapo-2H-nmupuaazua-3-oH
(mpumep 27, 117 Mr) pa3aensuid Ha ONITHYECKUE H30MEPHI TOCPEICTBOM XpoMaTorpaduu Ha XUPATLHON KOJOHKE
B COOTBETCTBHH CO CIIEAYIOIIMMH YCIOBHAMHU OCYIICCTBICHUS MPENapaTHBHON XpoMaTorpadum, a 3aTeM Iepe-
KPHUCTAJUTM30BBIBAIM M3 ATAHOJIA/TENITAHA C MOJYYCHHEM YKa3aHHOTO B 3aroJIOBKE COCIWHEHHS B BHIE 0eloro
TBeporo BemecTBa (30 mr, ee 99%).

VYcnoBust OCYIIECTBIICHUS MTPETapaTUBHOM XpoMaTorpadun
Komonka: Daicel CHIRALFLASH IA (3,0 cm ¢x10 cm);
3JII0EHT: rekcan/>Tanon=80/20;
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CKOpPOCTB TIOTOKA: 12 MiI/MUH;
nerexktupoBanue: YO (254 am).
Venosua HPLC mis aHannsa onTHYECKO YHCTOTEI

Komnonka: Daicel CHIRALPAK AS-RH (0,46 cM ¢x15 cm);

AJTFOCHT: aneTOHUTPHI/Boa=40/60;

cKopocTh Totoka: 1,0 mir/MuH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxuBanwsi: 5,9 MuH.

Onrryeckoe Bpamtenne: [o]p> -137,6° (¢=0,38, MeOH).

'H-sIMP (DMSO-dg) 8: 1,05 (3H, d, J=7,3 T'm), 1,21 (6H, s), 2,25 (1H, dd, J=16,7, 3,3 T), 2,70 (1H, dd,
J=16,7, 6,7 '), 3,10-3,23 (1H, m), 3,87 (2H, s), 4,71 (1H, s), 7,05-7,14 (1H, m), 7,34-7,41 (1H, m), 11,02 (1H, s).

Crnenyromue COCTMHEHUS TOJTydald W3 KaKIOTO COOTBETCTBYIOIIETO HCXOJHOTO BEIIECTBA aHAJIIOTHIHO
npumepy 124.

ITpumep 125.

(5R)-(-)-6-[3-PTop-4-(3-ruapoKcu-2,2-AMMETHIIIIPOTIOKCH ) -S-Me Tt eHIIT | -5-MeTrin-4, S-aurnapo-2H-
MUpUAA3HH-3-0H.

[Xum. 380]

Xarpanc LI

r

PO
A A

0 iy
Onrudeckas gucrora: ee >99%.
Ycenosus HPLC s anann3a onTHYecKON YMCTOTHI

Komonka: Daicel CHIRALPAK IA (0,46 cm @x25 cm);

sIr0eHT:rekcan/>Tanon=50/50;

CKOpOCTh OTOKA: 1,0 MJI/MUH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxxusanus: 5,6 MUH.

[a]p>* -249,7° (¢=0,23, MeOH).

'H-IMP (DMSO-dg) 8: 0,95 (6H, s), 1,05 (3H, d, J=7,3 T'm), 2,22 (1H, d, J=16,9 T'm), 2,28 (3H, s), 2,66
(1H, dd, J=16,9, 6,8 T'), 3,27-3,42 (1H, m), 3,28-3,33 (2H, m), 3,79 (2H, d, J=1,7 I'n), 4,60 (1H, t, J=5,3 '),
7,38-7,49 (2H, m), 10,95 (1H, s).

HN

ITpumep 126.
(5R)-(-)-6-[3-Xn0p-2-pTOp-4-(2-TUapokcudTOKCH ) PeHm |-5-metrn-4,5-quruapo-2H-nmupunasun-3-oH.
[Xum. 381]
XHpanbHbIT
P

1
b

Ornrtuyeckas yncrora: ee 98%.

Venosua HPLC s aHannsa onTHYECKON YHCTOTEI

Komnonka: Daicel CHIRALPAK IA (0,46 cMm @x25 cm);

JJIFOEHT: Tekcan/3Tanon=60/40;

cKopocTh Totoka: 1,0 mur/MuH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxuBanwisi: 8,4 MUH.

[a]p™* -137,2° (¢=0,22, MeOH).

'H-sIMP (DMSO-de) &: 1,04 (3H, d, J=7,2 Tw), 2,25 (1H, dd, J=16,8, 3,7 I'n)), 2,69 (1H, dd, J=16,8, 6,7 '),
3,09-3,20 (1H, m), 3,73-3,79 (2H, m), 4,17 (2H, t, J=4,9 I'n), 4,91 (1H, t, J=5,3 '), 7,10 (1H, dd, J=9,0, 1,3 I'm),
7,53 (1H, t,J=9,0 T'm), 11, 01 (1H, s).

IIpumep 127.

(5R)-(-)-6-[3-bpom-5-xnop-4-(3-ruapoxcu-2,2-muMeTHANPONOKCH ) peHn |-5-MeTrin-4, 5 -nuruapo-2H-
NUpUAA3HH-3-0H.
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[Xum. 382]

)

| - XHpaneHEmi
T’l\\/@\/\‘/\/ﬂ“
ng”ﬂﬁ/’\’"/'l\ar
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OnTrueckas gyucrora: ee 97%.

Vemosua HPLC mis aHannsa onTHYECKON YUCTOTEI

Komnonka: Daicel CHIRALPAK IA (0,46 cMm @x25 cm);

JJIFOEHT: rekcan/aTanon=60/40;

cKopocTh Totoka: 1,0 myr/MuH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxuBanus: 5,5 MuH.

[a]p>* -231,9° (¢c=0,18, MecOH).

'H-IMP (DMSO-dg) 8: 1,03 (6H, s), 1,04 (3H, d, J=6,8 T'm), 2,23 (1H, d, J=16,9 T'm), 2,69 (1H, dd,
J=16,9, 6,8 I'm), 3,34 (2H, d, J=5,3 Tm), 3,37-3,47 (1H, m), 3,77 (2H, s), 4,58 (1H, t, J=5,3 I'n), 7,85 (1H, d,
J=2,2T), 7,95 (1H, d, J=2,2 I'y), 11,08 (1H, s).

ITpumep 128.

[Monyuenne 6-[3-xn0p-2-ruapoKcH-4-(2-THAPOKCH-2-METHIIIPOIIOKCH ) peHm ] -5-meTrn-4,5-quruapo-2H-
NUpUAA3HH-3-0Ha.

[Xum. 383]

[ap]

K comecu  6-[3-xsop-4-(2-rupoKcH-2-METHIIPONOKCH)-2 -(METOKCUMETHIIOKCH ) e HMI -5 -MeThit-4,5-
quruapo-2H-nupunasun-3-oHa (3TanmoHHsdd npumep 212, 130 mr) B aTanomne (2,0 Mi1) 100aBISLIH XJIOPOBOIOPO
(2 M pactBop B 3tanoise, 0,351 M) U cMech HepeMeIINBal NPH KOMHATHOW TeMIlepaType B TEUCHHE HOYH.
PeakinoHHYI0 cMech KOHIEHTPHPOBAIM M OCTATOK NPOMBIBAIH ITyTEM PACTUPAHHS C JUITHIOBBIM 3(QHPOM C
MOJYYCHUEM YKa3aHHOTO B 3aT0JIOBKE COCTIMHCHHUS B BUjIe Oenoro TBepaoro Bemiectsa (100 mr).

'H-IMP (DMSO-dg) 8: 1,11 (3H, d, J=7,3 Tu), 1,24 (6H, s), 2,25-2,34 (1H, m), 2,81 (1H, dd, J=17,0,
6,7 I'm), 3,48-3,60 (1H, m), 3,83 (2H, s), 4,67 (1H, brs), 6,73 (1H, d, J=9,3 '), 7,56 (1H, d, J=9,3 I'n), 11,13
(1H, s), 13,01 (1H, s).

Crnenyromue COCIMHEHUS TOJTydalnd W3 KaKJIOTO COOTBETCTBYIOIIETO HCXOJHOTO BEIIECTBA aHAJIIOTHIHO
npumepy 128.

ITpumep 129.

6-[3-X70p-2-ruapokcu-4-(2-ruApOKCH-2-METHITIPOIIOKCH )-5-MeTUIh eHII |-5-MeTH-4, 5 - nuruapo-2 H-
MTUPHIA3UH-3-0H.

[Xum. 384]
L *5,& f{.
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'"H-SIMP (DMSO-dg) &: 1,12 (3H, d, J=7,3 T'm), 1,28 (6H, s), 2,24-2,34 (1H, m), 2,26 (3H, s), 2,80 (1H, dd,
J=16.9, 6,6 T'm), 3,51-3,61 (1H, m), 3,64 (2H, s), 4,63 (1H, s), 7,46 (1H, 5), 11,17 (1H, s), 12,78 (1H, s).

ITpumep 130.

6-[5-Xop-2-ruapoxcu-4-(2-ruipoKcH-2-MeTHIIIPOIIOKCH ) -3 -MeTriIheHnIT |-5-Me -4, S -nuruapo-2H-
MUpPUAA3HH-3-0H.
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[Xum. 385]
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'H-SIMP (DMSO-de) &: 1,10 (3H, d, J=7,3 T), 1,28 (6H, s), 2,15 (3H, s), 2,27 (1H, dd, J=16,8, 0,9 T'u),
2,78 (1H, dd, J=16,8, 6,7 I'n), 3,50-3,66 (3H, m), 4,66 (1H, s), 7,55 (1H, s), 11,18 (1H, s), 12, 60 (1H, s).

Crnenyrolye coeIMHEHUS MOIYy4ald U3 KaKIOr0 COOTBETCTBYIOLIEr0 UCXOJHOTO BEUIECTBA AHATIOTHUYHO
npumepy 1.

ITpumep 131.

6-[3-Xuop-2,5-nmuprop-4-(2-ruapoxcn-2 -MeTHINPONoKCH ) peHm|-5-MeTnin-4, 5 -nuruapo-2H-nupunasus-
3-oH.

[Xum. 386]
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'H-IMP (DMSO-d¢) &: 1,06 (3H, d, J=7,2 T), 1,24 (6H, s), 2,26 (1H, dd, J=16,8, 3,5 '), 2,70 (1H, dd,
J=16.8, 6,8 T'm), 3,12-3,23 (1H, m), 3,91-3,97 (2H, m), 4,66 (1H, s), 7,55 (1H, dd, J=12,3, 7,1 Tn), 11,13 (1H, s).
ITpumep 132.
6-[2-DTOop-4-(2-TUAPOKCH-2-METHITIPOTIOKCH)-3, 5-mume T ernn |-5-metnun-4,5-quruapo-2H-nmupunazun-
3-0H.
[Xwm. 387]
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'H-sIMP (DMSO-dg) 8: 1,04 (3H, d, J=7,3 T'm), 1,27 (6H, s), 2,17 (3H, d, J=2,3 T'm), 2,22 (3H, s), 2,23 (1H,
dd, J=16,8, 3,8 I'y), 2,66 (1H, dd, J=16,8, 6,7 T'm), 3,07-3,17 (1H, m), 3,51 (2H, s), 4,65 (1H, s), 7,24 (1H, d,
J=8,9 T'm), 10,96 (1H, s).

ITpumep 133.

6-[2-DT0p-4-(2-rUApOoKCH-2-METHIIIPOIIOKCH ) - 3-BUHIIIp e HIIT | -5-MeTrit-4, 5 - iurunpo-2H-nnpupasus-3-oH.

[Xum. 388]
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'"H-IMP (DMSO-de) 5: 1,03 (3H, d, J=7,6 ), 1,23 (6H, s), 2,23 (1H, dd, J=16,9, 4,2 Tr), 2,66 (1H, dd,
J=16,9, 6,8 T'1), 3,06-3,18 (1H, m), 3,82 (2H, s), 4,71 (1H, s), 5,53-5,60 (1H, m), 6,03-6,11 (1H, m), 6,83 (1H,
dd, J=18,1, 12,0 Tr), 6,93 (1H, d, J=8,8 '), 7,43 (1H, t, J=8,8 T'rr), 10,96 (1H, s).

ITpumep 134.
6-[3-Otun-2-prop-4-(2-rupokcu-2-MeTUATPOTIOKCH ) peHu |-5-MeTnin-4,5-auruapo-2H-nmuprunazui-3-oH.
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[Xum. 389]
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'H-SIMP (DMSO-dg) &: 1,03 (3H, d, J=7,3 T'm), 1,11 (3H, t, J=7,3 T'm), 1,24 (6H, s), 2,22 (1H, dd,
J=16.9, 3,9 Tw), 2,61-2,71 (3H, m), 3,06-3,18 (1H, m), 3,76 (2H, s), 4,68 (1H, s), 6,84 (1H, d, J=9,0 I'n), 7,37
(1H, t, J=9,0 T'), 10,92 (1H, s).

ITpumep 135.
6-[2-D1op-4-(2-TUAPOKCUITOKCH)-3-BUHIIPEHMI |-5-MeTri-4,5-muruapo-2H-nupunasun-3-oH.
[Xum. 390]
A J%h s,
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'H-IMP (DMSO-dy) &: 1,03 (3H, d, J=7,1 I'm), 2,23 (1H, dd, J=16,9, 3,9 T'm), 2,66 (1H, dd, J=16.9, 6,8 ['u),
3,06-3,18 (1H, m), 3,72-3,80 (2H, m), 4,10 (2H, t, J=4,6 T'n), 4,91 (1H, t, J=5,6 I'wy), 5,54 (1H, dt, J=12,2, 2,0 I'),
6,06 (1H, dt, J=18,1, 2,0 I'm), 6,80 (1H, dd, J=18,1, 12,2 I'm), 6,95 (1H, d, J=8,8 I'u), 7,43 (1H, t, J=8,8 I'n),
10,95 (1H, s).

Crenyromue COeAMHEHUs MOMydJald U3 KaXIOT0 COOTBETCTBYIOLIETO MCXOJHOTO BEIECTBA aHAJIOIMYHO
npumepy 5.

ITpumep 136.

6-[5-Xnop-2-¢pTop-4-(3-ruapoxcu-2,2-TUMEeTHINPONOKCH)-3 -MeTHiAd e ] -5-metun-4,5-nurunpo-2H-
NUpPUAA3HH-3-0H.

[Xum. 391]
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'H-SIMP (DMSO-dy) &: 1,00 (6H, s), 1,04 (3H, d, J=7.2 T'n), 2,20-2,29 (4H, m), 2,68 (1H, dd, J=16,8,
6,8 I'm), 3,09-3,19 (1H, m), 3,34 (2H, d, J=5,2 '), 3,66 (2H, s), 4,64 (1H, t, J=5,2 '), 7,51 (1H, d, J=8,1 T'm),
11,06 (1H, s).

ITpumep 137.

6-[3-Xnop-2-¢prop-4-(3-ruapoxcu-2,2-TUMeTHINPONIOKCH) -5 -MeTriadenu ] -5-metun-4,5-nurunpo-2H-
NUpUAA3HH-3-0H.

[Xum. 392]

'H-SIMP (DMSO-dy) &: 1,00 (6H, s), 1,04 (3H, d, J=7.2 T'n), 2,21-2,30 (4H, m), 2,69 (1H, dd, J=16,7,
6,7 I'm), 3,09-3,19 (1H, m), 3,34 (2H, d, J=5,2 I'n), 3,68 (2H, s), 4,62 (1H, t, J=5,2 I'y), 7,42 (1H, d, J=8,5 T'm),
11,07 (1H, s).

ITpumep 138.

6-[2-®rop-4-(3-runpokcu-2,2-TMMETHIIIPOIIOKCH)-3, 5 -tuMe T eHm | -5-metnin-4,5-nuruapo-2H-
MTUPHIA3UH-3-0H.
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[Xum. 393]
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'H-SIMP (DMSO-dg) 8: 0,99 (6H, s), 1,03 (3H, d, J=7,2 T), 2,16 (3H, d, J=2,1 I'n), 2,18-2,27 (1H, m),
2,21 (3H, s), 2,66 (1H, dd, J=16,9, 6,6 '), 3,06-3,16 (1H, m), 3,35 (2H, d, J=5,1 I'n), 3,50 (2H, s), 4,62 (1H, t,
J=5,1Tn), 7,23 (1H, d, J=9,0 I'ny), 10,96 (1H, s).

ITpumep 139.

6-[3-Xnop-2,5-mudpTop-4-(3-ruapokrcu-2,2-muMeTHIPOIIoKcH ) peHm | -S-MeTHiI-4,5 - turuapo-2H-
MUPUJA3UH-3-0H.

[Xum. 394]
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'"H-SIMP (DMSO-dg) &: 0,96 (6H, s), 1,05 (3H, d, J=7,2 Tw), 2,26 (1H, dd, J=16,9, 3,5 T'w), 2,70 (1H, dd,
=169, 6,8 T'm), 3,12-3,21 (1H, m), 3,29-3,33 (2H, m), 3,98-4,00 (2H, m), 4,63 (1H, t, ]=5,3 T'm), 7,55 (1H, dd,
J=12,5,7,1 Tw), 11,13 (1H, s).

ITpumep 140.
6-[3-Xuop-2,5-mu¢prop-4-(3-ruapoxcunpornokcn)penmn]-5-merun-4,5-quruapo-2H-nupuaazns-3-oH.
[Xum. 395]
¥
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'"H-sIMP (DMSO-de) 8: 1,05 (3H, d, J=7,3 T'm), 1,82-1,92 (2H, m), 2,26 (1H, dd, J=16,9, 3,6 '), 2,70 (1H,
dd, J=16,9, 6,8 I'm), 3,12-3,22 (1H, m), 3,55-3,63 (2H, m), 4,24-4,32 (2H, m), 4,55 (1H, t, J=5,1 T'm), 7,56 (1H,
dd, J=12,1, 7,1 Tm), 11,14 (1H, s).

IIpumep 141.

6-[2-DTOop-4-(3-TUAPOKCHUTIPOTIOKCH )-3,5-TuMeTIIh eHI | -5 -MeTri-4,5 - nuruapo-2H-nmupuna3zui-3-oH.

[Xum. 396]
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'H-sIMP (DMSO-de) &: 1,04 (3H, d, J=7,1 '), 1,84-1,94 (2H, m), 2,15 (3H, d, J=2,3 T'm), 2,19-2,27 (1H,
m), 2,21 (3H, s), 2,66 (1H, dd, J=16,7, 6,7 I'n), 3,06-3,17 (1H, m), 3,58-3,66 (2H, m), 3,85 (2H, t, J=6,3 I'm),
4,53 (1H, t,J=5,1 T'm), 7,24 (1H, d, J=8,9 '), 10,96 (1H, s).
ITpumep 142.
[Tonyuenne 6-[3-x510p-4-(3-TUAPOKCH-2-METHIIIIPOTIOKCH )-5-MeTrh eHn | -5-MeThin-4,5-auruapo-2H-
MUPHIa3UH-3-0Ha.
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[Xum. 397]
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Cycnienzuto 6-(3-xmop-4-ruapokcu-5-mMetundenun)-5-metun-4,5-quruapo-2H-nmupnaasnn-3-ona (3tanos-
HBII ipumep 86, 251 Mr), 3-ruapokcu-2-MeTrInponuiI-4-MeTuiioeH3omcynspoHara (364 Mr) u kapOoHaTa LEe3Us
(647 mr) B NMP (3,0 mur) nepemermuBaiiu ripu 150°C o nelicTBHEM MUKPOBOJTHOBOTO U3MydeHUs B TeueHue 30
MuH. K peaknmoHHON cMecH NOOaBISIIM BOAY UM CMECh SKCTparupoBaid dTHianeTatoM. OpraHudecKuil CIou
MPOMBIBAJIM BOJOH M COJIEBBIM PacTBOPOM, BBICYIINBAIIM HajJ OE3BOJHBIM CyIb()AaTOM HaTpus, GUIBTPOBAIN H
pactBoputens ynansum. IlomydeHHBI HEOUHIIEHHBIH MPOAYKT OYHMIIAIM C HOMOIIBIO KOJIOHOYHOH XpoMaro-
rpadum Ha cumkarene (rernran:dTrnaneTat=>50:50-0:100 - strnanerat:Meranon=90:10) u HeoOXoauMBIE PpaK-
IIUU KOHIIEHTpUpOBaIH. OCTAaTOK KPHUCTAUTA30BAIN U3 JTUU30IPOITHIOBOTO 3(PHUpa/2-MPOTaHOIa ¢ TTOTyIeHUEM
YKa3aHHOTO B 3ar0JIOBKE COSTUHEHHS B BHIEe OeJIoTo Topomnka (224 mr).

'H-IMP (DMSO-dy) &: 1,03 (3H, d, J=6,6 T'u), 1,05 (3H, d, J=6,3 '), 2,01-2,07 (1H, m), 2,22 (1H, d,
J=16,7 I'm), 2,31 (3H, s), 2,67 (1H, dd, J=16,7, 7,0 T'm), 3,35-3,54 (3H, m), 3,72-3,77 (1H, m), 3,85-3,91 (1H,
m), 4,56 (1H, t, J=5,1 I'n), 7,60 (1H, d, J=2,2 '), 7,66 (1H, d, J=2,2 T'm), 10,99 (1H, s).

Cremyroriee COeMHEHHE TTOTyYaId U3 COOTBETCTBYIOMIETO HCXOIHOTO BEIIECTBA aHAJIOTHYHO IpuMepy 142.

ITpumep 143.
6-[3-Xop-4-(3-runpoxcudyrokcu)-5-metundenun 1 -5-metun-4,5-auruapo-2H-nmupunaznn-3-oH.
[Xum. 398]
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'H-IMP (DMSO-dg) &: 1,05 (3H, d, J=7,3 '), 1,13 (3H, d, J=6,1 T'u), 1,74-1,88 (2H, m), 2,23 (1H, d,
J=16,7 T'm), 2,31 (3H, s), 2,67 (1H, dd, J=16,7, 7,0 I'n), 3,33-3,42 (1H, m), 3,82-4,03 (3H, m), 4,53 (1H, d,
J=4,9T'n), 7,60 (1H, d, J=2,2 I'n), 7,66 (1H, d, J=2,2 I'r), 10,99 (1H, s).

Crnenyrolye coeIMHEHUS MOIy4ald U3 KaXKIOr0 COOTBETCTBYIOLIEr0 UCXOJHOTO BEUIECTBA AaHAIOTHMYHO
npumepy 98.

ITpumep 144.

6-{3-Xnop-4-[ 1 -(ruapOKCUMETHII ) IUKJIONPONMIMETOKCH |-5-MeTHiIheHuI | -5-MeTrin-4,5-nuruapo-2H-

NUpPUAA3HH-3-0H.
‘)ii. £:
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[Xum. 399]
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'H-sIMP (DMSO-dg) 8: 0,52-0,55 (4H, m), 1,05 (3H, d, J=7,3 I'm), 2,22 (1H, d, J=16,9 T'w), 2,32 (3H, s),
2,67 (1H, dd, J=16,9, 6,8 I'm), 3,32-3,42 (1H, m), 3,53 (2H, d, J=5,6 I'n), 3,80 (2H, s), 4,57 (1H, t, J=5,6 I'm),
7,59 (1H, d, J=2,2 T'n), 7,64 (1H, d, J=2,2 T'm), 10,97 (1H, s).

ITpumep 145.

6-{2,3-Iudrop-4-[ 1-(ruapoKCUMETHI ) ITUKIOTPONTUIMeTOKCH | perH } -5-MmeTnn-4,5-nuruapo-2H-
MUPUJA3UH-3-0H.
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[Xum. 400]
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'H-sIMP (DMSO-dg) 8: 0,52-0,54 (4H, m), 1,05 (3H, d, J=7,1 I'n), 2,24 (1H, dd, J=16,9, 3,4 I'xy), 2,70 (1H,
dd, J=16,9, 6,8 I'nm), 3,12-3,20 (1H, m), 3,39 (2H, d, J=5, 6 I'n), 4,03 (2H, s), 4,67 (1H, t, J=5,6 'n), 7,04-7,10
(1H, m), 7,37 (1H, td, J=8,8, 2,2 I'ry), 11,02 (1H, s).

ITpumep 146.

[Monyuenne  6-[3-xm0p-2-rUuapokcu-4-(4-ruipokcu-2,2-1uMeTIII0yToKCH ) peHnI |-5-meTrin-4, 5 - turuapo-
2H-nupuna3us-3-oHa.

[Xum. 401]

Cmech 6-[3-x10p-4-THIPOKCH-2-(METOKCUMETHIIOKCH ) peHII -5 -MeTrT-4, 5-nuruapo-2 H-nupuna3nn-3-oHa
(aranonnsti mpumep 99, 250 mr), 4-(TpeT-OyTHIIMMETHICHIMIOKCH)-2,2-TuMeTII0yTal-1-omna (214 mr), tpu-
tdenmngpochuna (285 mr) u Ouc(2-merokcudTII)a30uKapookcmata (255 mr) B8 THF (10 mur) mepemernuBanu
IpY KOMHATHOW TeMIlepaType B Te4eHHe HOYHM. PacTBOpUTENb yAaIsuIM M OCTaTOK OYMINAIN C TOMOIIBIO KOJIO-
HOYHOW XpoMaTorpaduu Ha cuimkarese (rentaH:aTuiaaneTat=67:33-33:67) ¢ noimydeHueM CMecH, CoJepiKalleH
HEeo0X0MMoe TPOMEKYTOYHOE coeanHeHne. K cMecu BbIIEyKa3aHHOTO MPOMEXYTOUYHOTO COEMHEHHS B ITa-
HoJe (2,0 M) mobaBisiu xiopoBoxopon (2 M pactBop B 3taHoie, 1,0 MiT) M CMeCh MMEPEMEIIUBAIH TIPU KOM-
HATHOHM TemIepaTrype B TE€UYeHHE HOYH. PeakIMoHHYI0 cMech (MIBTPOBAIN M (MIBTPAT KOHIECHTPHPOBAIH U
MOJYYCHHOE TBEPIOE BEIIECTBO MPOMBIBAIIM ITyTEM PACTUPAHUS C STHJIANETATOM/TEITAHOM C TOJTy4YeHHEM yKa-
3aHHOTO B 3ar0JIOBKE COCTMHEHHS B BUIe OSCIIBETHOT'O TBEPIOTO BeriecTBa (28 mr).

'H-SIMP (DMSO-dg) 8: 1,02 (6H, s), 1,10 (3H, d, J=7,6 '), 1,57 (2H, t, J=7,6 T'w), 2,29 (1H, d, J]=16,9 T'm),
2,80 (1H, dd, J=16,9, 6,8 '), 3,47-3,60 (3H, m), 3,79 (2H, s), 4,32 (1H, t, J=4,9 I'n), 6,70 (1H, d, J=9,0 '), 7,55
(1H, d, J=9,0 T'm), 11,12 (1H, s), 13,00 (1H, s).

Crenyronye cCOeIMHEHUS MOIYYali U3 KaKIOT0 COOTBETCTBYIOUIETO HCXOTHOTO BEIIECTBA AaHAIOTHIHO
npumMepy 48.

ITpumep 147.

6-[5-Xop-2-¢pTop-4-(2-ruapoKCHIIPOIIOKCH ) -3 -MeTHIIpeHn |-5-MeTri-4,5 - nmuruapo-2H-nupunasun-3-oH.

[Xum. 402]

6l 3

'H-SIMP (DMSO-de) &: 1,04 (3H, d, J=7,2 T'n), 1,19 (3H, d, J=6,2 T'm), 2,20-2,29 (4H, m), 2,68 (1H,
dd, J=16,8, 6,8 I'm), 3,08-3,19 (1H, m), 3,74-3,84 (2H, m), 3,94-4,04 (1H, m), 4,90-4,95 (1H, m), 7,51 (1H,
d, J=7,9 I'n), 11,06 (1H, s).

ITpumep 148.

6-[3-Xop-2-¢Top-4-(2-ruapOKCUIIPOIIOKCH )-5-MeTHIpeHnI |-5-MeTrin-4,5 - nmuruapo-2H-nupunasun-3-oH.
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[Xum. 403]
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'"H-SIMP (DMSO-dg) 8: 1,05 (3H, d, J=7,2 T), 1,19 (3H, d, J=6,3 T'm), 2,25 (1H, dd, J=16,8, 3,7 T'r), 2,29
(3H, s), 2,69 (1H, dd, J=16,8, 6,8 I'r), 3,09-3,20 (1H, m), 3,73-3,86 (2H, m), 3,93-4,05 (1H, m), 4,90 (1H, d,
J=4,9Tn), 7,43 (1H, d, J=8,3 I'y), 11,07 (1H, s).

ITpumep 149.

6-[3-Xuop-2,5-mu¢prop-4-(2-ruapoxcunpornokcn ) penmn]-5-metun-4,5-muruapo-2H-nupuaazns-3-oH.

[Xum. 404]

F OH
f"LQ:s ‘@M«fl’w

/L 1’6“ A

"H-SIMP (DMSO-dg) &: 1,05 (3H, d, J=7,2 T'm), 1,18 (3H, d, J=6,2 T'n), 2,26 (1H, dd, J=16,9, 3,5 T'),
2,70 (1H, dd, J=16,9, 6,8 T'nm), 3,11-3,23 (1H, m), 3,89-4,12 (3H, m), 4,88 (1H, d, J=4,8 I'n), 7,55 (1H, dd,
J=12,3, 7,1 T'm), 11,14 (1H, s).

Crenyromue COeIUHEHUS MOTYYaTH U3 KaKJOTO COOTBETCTBYIOMIETO MCXOTHOTO BEI[ESCTBA aHAIOTHY-
HO mpumMepy 76.

ITpumep 150.

6-{2-®1op-4-[(Z)-4-runpoxcu-2-0yTeHMIOKCcH |-3,5-qume i eHun } -5-metuin-4,5-murunpo-2H-
MUPUIA3UH-3-0H.

[Xum. 405]

Mi-.»f‘ﬂaT Lﬁ- ., T
- ., F

P

'H-sIMP (DMSO-dg) &: 1,04 (3H, d, J=7,2 Tw), 2,16 (3H, d, J=2,3 '), 2,20-2,28 (1H, m), 2,22 (3H, s),
2,66 (1H, dd, J=16,7, 6,7 I'nm), 3,06-3,16 (1H, m), 3,97-4,07 (2H, m), 4,39-4,46 (2H, m), 4,77 (1H, t, J=5,3 T'm),
5,68-5,79 (2H, m), 7,25 (1H, d, J=8,9 T'n), 10,97 (1H, s).

ITpumep 151.

6-{3-Xmop-2-prop-4-[(Z)-4-ruapokcu-2-0yTeHIIOKCH |-5-MeTrndennn } -5-metmin-4,5-nuruapo-2H-
MTUPHUIA3UH-3-0H.

[Xum. 406]

,e::;” g {j‘\ .."":{3:}};‘;

‘,n «\N\—" .‘
"1 Lt

'H-sIMP (DMSO-dy) &: 1,05 (3H, d, J=7,1 T'm), 2,22-2,32 (1H, m), 2,27 (3H, s), 2,70 (1H, dd, J=16,8,
6,8 I'm), 3,10-3,19 (1H, m), 3,97-4,07 (2H, m), 4,56-4,63 (2H, m), 4,78 (1H, t, J=5,4 I'n), 5,69-5,81 (2H, m),
7,44 (1H, d, J=8,7 I'm), 11,08 (1H, s).

ITpumep 152.

6-{3-Xunop-2,5-mudprop-4-[(Z)-4-runpoxcu-2-6yreHunokcu |penmn } -5S-metnin-4,5-qurnapo-2H-

S,

N A Rt
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NUPHUAA3UH-3-0H.
[Xum. 407]
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'H-sIMP (DMSO-de) &: 1,05 (3H, d, J=7,2 T'w), 2,26 (1H, dd, J=16,8, 3,6 '), 2,71 (1H, dd, J=16.8, 6,8 '),
3,12-3,23 (1H, m), 3,97-4,05 (2H, m), 4,76-4,86 (3H, m), 5,63-5,82 (2H, m), 7,56 (1H, dd, J=12,0, 7,1 T'n),
11,14 (1H, s).

ITpumep 153.

6-{2-T'uapokcu-4-[(Z)-4-rugpoxcu-2-0yTeHWIOKCH |-3-MeTHuIheHn } -5-MeTHI-4,5-muruapo-2 H-
MUPUIA3UH-3-0H.

[Xum. 408]

'H-SIMP (DMSO-dg) 8: 1,10 (3H, d, J=7,3 'n), 2,01 (3H, s), 2,27 (1H, d, J=16,7 T'w), 2,76 (1H, dd,
J=16,7, 6,7 I'n), 3,47-3,58 (1H, m), 4,05-4,14 (2H, m), 4,65-4,71 (2H, m), 4,81 (1H, t, J=5,3 I'm), 5,60-5,77 (2H,
m), 6,60 (1H, d, J=8,8 T'n), 7,43 (1H, d, J=8,8 I'y), 11,04 (1H, s), 12,48 (1H, s).

ITpumep 154.

6-(3-Xmop-2-dTop-4-{[(1S*,2R*)-2-(TuapOoKCUMETHIT ) IUKIOTPOTIHII [METOKCH } heHWMIT )-S5 -MeTHn-4,5-

muruapo-2H-nmupunasun-3-oH.
\L o \t
“»T "‘E S
},e Ry F

[Xum. 409]

'H-sIMP (DMSO-dg) 8: 0,36-0,43 (1H, m), 0,77-0,85 (1H, m), 1,04 (3H, d, J=7,3 '), 1,14-1,26 (1H, m),
1,29-1,40 (1H, m), 2,25 (1H, dd, J=16,7, 3,5 T'), 2,69 (1H, dd, J=16,7, 6,8 I'n), 3,09-3,21 (1H, m), 3,46-3,55
(2H, m), 4,20 (2H, d, J=7,6 '), 4,39-4,47 (1H, m), 7,04-7,10 (1H, m), 7,53 (1H, t, J=8,8 T'm), 11, 02 (1H, s).

ITpumep 155.

6-(3-Xmop-4-{[(1S*,2R*)-2-(ruapOoKCUMETHII ) [TUKIIOTIPOTIHI [METOKCH } -5-MeTHIGEeHWIT)-S-MeTHI-4,5-
muruapo-2H-nmupunasun-3-oH.

[Xum. 410]

}ﬁﬁh ‘m

ﬁi‘}’f‘\*mr’y T

'H-sIMP (DMSO-dy) 8: 0,28-0,35 (1H, m), 0,74-0,83 (1H, m), 1,05 (3H, d, J=7,3 T'), 1,11-1,23 (1H, m),
1,28-1,40 (1H, m), 2,19-2,27 (1H, m), 2,33 (3H, s), 2,67 (1H, dd, J=16,9, 6,8 I'n), 3,33-3,51 (3H, m), 3,82-3,92
(1H, m), 4,00-4,09 (1H, m), 4,41 (1H, t, J=5,3 I'n), 7,58-7,62 (1H, m), 7,64-7,68 (1H, m), 10,98 (1H, s).

IIpumep 156.

6-(3-Xnop-2-dTop-4-{[(1S*,25*)-2-(TuAPOKCUMETII ) [TUKIIOTIPOTIHI |]METOKCH } PeHIIT)-5-MeTrII-4,5-
muruapo-2H-nmupunasun-3-oH.
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[Xum. 411]

'H-SIMP (DMSO-dy) &: 0,49-0,58 (2H, m), 0,99-1,20 (5H, m), 2,25 (1H, dd, J=16,9, 3,5 I'm), 2,69 (1H,
dd, J=16,9, 6,8 T'm), 3,07-3,20 (1H, m), 3,25-3,41 (2H, m), 3,88-3,98 (1H, m), 4,11-4,20 (1H, m), 4,51 (1H, t,
J=5,6 '), 7,02-7,11 (1H, m), 7,53 (1H, t, J=8,8 T'my), 11,02 (1H, s).

ITpumep 157.

6-{3-Xmop-2-ruapoxcu-4-[(Z)-4-ruapokcu-2-0yreHninokcu | pennn | -S-metmin-4,5-nuruapo-2H-
MTUPHIA3UH-3-0H.

[Xum. 412]
;;":““‘“\ -~ ﬁ“‘-._,,x"@;:?;
o "”N%-““L"“ «JL L“@B
o
G*;“:-;‘ -a.,g-"l‘“--‘_ oH

'H-SIMP (DMSO-dg) 8: 1,11 (3H, d, J=7,3 T'm), 2,26-2,32 (1H, m), 2,80 (1H, dd, J=16,9, 6,6 I'n), 3,49-3,61
(1H, m), 4,08-4,16 (2H, m), 4,75-4,86 (3H, m), 5,59-5,69 (1H, m), 5,70-5,80 (1H, m), 6,75 (1H, d, J=9,0 I'm),
7,57 (1H, d, J=9, 0 I'), 11,13 (1H, s), 13,02 (1H, s).

Crnenyronye cCoeAMHEHHS TOTYYald U3 KaXXJI0T0 COOTBETCTBYIOUIETO MCXOJHOTO BEIIECTBA aHAIOTUYHO
npumepy 107.

ITpumep 158.

6-[5-Xnop-4-(2,2-mudrop-3-ruagpoKcunporokcn )-2-prop-3-metuindenmn]-5-merun-4,5-muruapo-2 H-
NUpUAA3HH-3-0H.

[Xum. 413]
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'H-sIMP (DMSO-de) 8: 1,04 (3H, d, J=7,2 T'm), 2,21-2,31 (4H, m), 2,69 (1H, dd, J=16,7, 6,7 I'y), 3,08-3,18
(1H, m), 3,80 (2H, td, J=13,8, 6,1 T'm), 4,32 (2H, t, J=13,5 '), 5,68 (1H, t, J=6,1 I'm), 7,55 (1H, d, J=7,9 T'm),
11,08 (1H, s).

ITpumep 159.

6-[3-X70p-4-(2,2-1udTOp-3 -THAPOKCHTIPOTIOKCH)-2 - TOp-5-MeTrmnderm |-5-metmn-4, 5-muruapo-2H-
MUpUAA3HH-3-0H.

[Xum. 414]

zl\ v
e e, HM*’”}” “J%

FE“\ R, I"%
ey “““T‘ G

Q,;{;, o P, F
'H-IMP (DMSO-de) &: 1,05 (3H, d, J=7,2 T'n), 2,26 (1H, dd, J=16,9, 3,8 T'n)), 2,29 (3H, s), 2,70 (1H, dd,
J=16,9, 6,8 I'm), 3,10-3,20 (1H, m), 3,81 (2H, td, J=13,9, 6,1 T'm), 4,32 (2H, t, J=13,4 I'n), 5,67 (1H, t, J=6,1 '),
7,46 (1H, d, J=8,5 I'y), 11,09 (1H, s).
ITpumep 160.
6-[4-(2,2-IudTop-3-ruapokcunponokcu)-2-prop-3,5-gumetmwndennn]-5-metmn-4,5-muruapo-2H-
MUPUIa3UH-3-0H.

racpien.
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[Xum. 415]
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'H-SIMP (DMSO-dg) 8: 1,04 (3H, d, J=7,1 I'n), 2,18 (3H, d, J=2,3 I'n), 2,237 (1H, dd, J=16,8, 3,7 I'm), 2,238
(3H, s), 2,66 (1H, dd, J=16,8, 6,8 T'm), 3,06-3,17 (1H, m), 3,80 (2H, td, J=13.8, 6,1 T'm), 4,14 (2H, t, J=13,3 '),
5,68 (1H, t, J=6,1 T'w), 7,27 (1H, d, J=8,8 T'u), 11,00 (1H, s).

ITpumep 161.

6-[3-Xnop-4-(2,2-mudTop-3-THAPOKCUTIPOTIOKCH)-2,5-tudTophenmn|-5-metun-4,5-quruapo-2H-
MUPUJA3UH-3-0H.

[Xum. 416]

/l FF
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'H-SIMP (DMSO-dg) &: 1,05 (3H, d, J=7,2 T'm), 2,27 (1H, dd, J=16,9, 3,6 T), 2,71 (1H, dd, J=16.9, 6,8 T'wr),
3,12-3,23 (1H, m), 3,79 (2H, td, J=13,8, 6,2 I'y), 4,55 (2H, t, J=13,1 '), 5,68 (1H, t, J=6,2 '), 7,61 (1H, dd,
J=12,2,7,1 T), 11,16 (1H, s).

ITpumep 162.

6-[3-Xnop-4-(2,2-mudTop-3-ruapOKCUNIPOIIOKCH)-2-TuaApoKcupenmi]-5-metmn-4,5-muruapo-2H-
NUPUJA3HUH-3-0H

[Xum. 417]
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'H-sIMP (DMSO-dg) &: 1,10 (3H, d, J=7,3 I'm), 2,29 (1H, d, J=16,8 T'm), 2,80 (1H, dd, J=16,8, 6,8 I'x),
3,50-3,62 (1H, m), 3,80 (2H, td, J=13,9, 6,4 I'n), 4,46 (2H, t, J=12,5 I'm), 5,68 (1H, t, J=6,4 '), 6,83 (1H, d,
J=9,3Tn), 7,60 (1H, d, J=9,3 I'y), 11,16 (1H, s), 13,08 (1H, s).

Crnenyronye CoeMHEHHsS TOIy4ald U3 KaXXJI0TO COOTBETCTBYIOLIET0 HCXOJHOTO BEIIECTBA aHAIOTHYHO
npumepy 74.

ITpumep 163.

6-[3-Xn0p-2-ruapokcu-4-(2-ruipokcuOyToKCH ) peHm |-5-meTrn-4,5-muruapo-2 H-mupuna3un-3-oH.

[Xum. 418]

e

'H-sIMP (DMSO-dg) 8: 0,93 (3H, t, J=7,3 T'm), 1,11 (3H, d, J=7,3 Tw), 1,37-1,51 (1H, m), 1,56-1,70 (1H,
m), 2,29 (1H, d, J=16,9 I'n), 2,79 (1H, dd, J=16,9, 6,8 '), 3,49-3,60 (1H, m), 3,68-3,79 (1H, m), 3,90-4,05 (2H,
m), 4,85-4,90 (1H, m), 6,75 (1H, d, J=9,3 I'ny), 7,55 (1H, d, J=9,3 T'm), 11,13 (1H, s), 13,00-13,03 (1H, m).

ITpumep 164.

6-[3-Xiop-2-ruapoxcu-4-(2-ruipoKCUITPONIOKCH )-S5 -MeTHideHm ] -5 -meTuin-4,5-quruapo-2 H-nupnpaznn-
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3-0H.
[Xum. 419]

A

ety g e

'H-IMP (DMSO-d¢) &: 1,11 (3H, d, J=7,3 Tm), 1,19 (3H, d, J=6,2 T'm), 2,25 (3H, s), 2,30 (1H, dd,
J=16,8, 1,1 I'm), 2,79 (1H, dd, J=16,8, 6,7 I'm), 3,51-3,61 (1H, m), 3,68-3,81 (2H, m), 3,93-4,03 (1H, m), 4,84-
4,90 (1H, m), 7,46 (1H, s), 11,17 (1H, s), 12,78 (1H, s).

ITpumep 165.

[Monyuenne 6-{3-6pom-5-xn0p-4-[(1-ruAPOKCUIMKIONPOIIIIT)METOKCH | (peHMIT | -5-MeTHI-4,5-muruapo-2H-
NUpUAA3HH-3-0Ha.

[Xum. 420]

K cmecu 6-(3-6pom-5-xmop-4-runpokcuderun)-5-metun-4,5-murunpo-2H-mupuna3na-3-oHa (3TATOHHBIH
npumep 87, 318 mr) u [1-(teTparuapo-2H-nmpan-2-minoken)mukionpornui|meranon (207 mr) 8 THF (5,0 mur)
nobasisuin Tpudenmwidocdun (315 mr) u 6uc(2-merokcudTiin)azonukapookcmnar (281 mr) mpu 0°C. Peakmuon-
HYIO CMECh NEPEMEIINBAIN P KOMHATHO TemMInepaType B TedeHue | 4, a 3aTeM pacTBopurelns ynamun. Ocra-
TOK Pa30aBILsUTH THUIALETATOM, IPOMBIBAIN € TIOMOIIBI0 | M BOZHOTO pacTBOpa TMAPOKCHIA HATPHS, a 3aTEM
COJIEBBIM PAcTBOPOM, BBICYHIMBAJIM HaJ O€3BOIAHBIM CyNb(}aTOM HaTpHs, (GHUIBTPOBAIM M KOHIEHTPHPOBAIIH.
OcraTok OYHMIIAIH C TOMOIIBIO KOJOHOYHOHM Xpomarorpaduu Ha cwimkarene (remras:dtuianerar=71:29-50:50-
32:68) ¢ nomy4yeHreM OecBETHOr0 aMOpQHOro BemecTBa. AMOp(HOE BELIECTBO pacTBOPsUIN B 3TaHode (5,0 Min), K
cMecH T0OaBISLTH T-TOyoJICYIb(GoHAT TUpuanHus (23 Mr) U cMech nepeMeruBaiy pu 60°C B Teuenue 30 MuH.
OOecrieunBaM OXJIaXK/CHNE PEAKIIMOHHOW CMECH JI0 KOMHATHOM TeMIlepaTyphl, K peaklMOHHOW cMecH 100aB-
JSUTH BOJLY M CMECh 9KCTparupoBaiy stuiianeraroM. OpraHudeckuii ¢i0i mpoMbIBaIy ¢ momolnsio 1 M BogHOTO
pacTBopa rHIPOKCHIA HATPHs, a 3aTEM COJIEBBIM PACTBOPOM, BHICYIIMBAIN HaJl O€3BOIHBIM CYJIb()ATOM HATpH,
¢unpTpOBaNy, a 3aTeM KOHIEHTpuposany. IlodydeHHOE TBEpAOE BEIIECTBO NMPOMBIBAIHN ITyTEM PACTHPAHUS C
JUH30TIPONHIIOBEIM 3(HPOM C TOJyYEHHEM YKa3aHHOTO B 3arojOBKE COCAWHEHHMS B BHAE OEIIOro TBEPAOTO Be-
mectBa (282 mr).

'H-sIMP (DMSO-dg) &: 0,67-0,78 (4H, m), 1,04 (3H, d, J=7,3 I'm), 2,23 (1H, d, J=16,8 T'm), 2,69 (1H, dd,
J=16.8, 6,9 I'm), 3,36-3,46 (1H, m), 3,97-4,03 (2H, m), 5,63 (1H, s), 7,85 (1H, d, J=2,2 T'n), 7,95 (1H, d, J=2,2
I'm), 11,08 (1H, s).

Crnenyronye COeAMHEHHS MOTy4ald U3 KaXXI0TO COOTBETCTBYIOLIETO MCXOJHOTO BEIIECTBA aHAIOTHIHO
npumepy 165.

ITpumep 166.

6-{2-I'nnpoxcu-4-[(1-ruxpoKCUIMKIONPONHI)METOKCH |-3-Me T eHmI | -5-MeThil-4,5-murunpo-2H-
MUpUAA3HH-3-0H.

[Xum. 421]
'efﬂTﬁ%y&“ﬂ%a
iiﬁ«?’i%[f']\\i#{ T
Uﬁ‘:L‘“xﬁ" T bt

'"H-SIMP (DMSO-dg) &: 0,60-0,73 (4H, m), 1,10 (3H, d, J=7,3 T'w), 2,05 (3H, s), 2,26 (1H, d, J=16,7 T'm),
2,76 (1H, dd, J=16,7, 6,7 T'w), 3,47-3,58 (1H, m), 3,96-4,05 (2H, m), 5,55 (1H, s), 6,57 (1H, d, J=9,0 '), 7,41
(1H, d, J=9,0 T, 11,02 (1H, s), 12,45 (1H, 3).
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ITpumep 167.

6-{3-Xnop-2-prop-4-[(1-ruapOKCUIIUKIONPONII)METOKCH | -5-MeTHApeHn | -5-MeTHi-4,5-muruapo-2H-
MTUPHUIA3UH-3-0H.

[Xum. 422]

'"H-SIMP (DMSO-dg) &: 0,61-0,74 (4H, m), 1,05 (3H, d, J=7,2 Tw), 2,25 (1H, dd, J=16,9, 3,7 I'n), 2,32 (3H,
s), 2,69 (1H, dd, J=16,9, 6,8 '), 3,09-3,19 (1H, m), 3,95 (2H, s), 5,63 (1H, s), 7,39-7,45 (1H, m), 11,06 (1H, s).

ITpumep 168.

6-{3-bpom-2-drop-4-[(1-ruapOKCUIIMKIONPOITHI)METOKCH | heHnT } -5-MeTmi-4,5-murunpo-2H-nupunasun-
3-oH.

[Xum. 423]
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'H-SIMP (DMSO-dg) &: 0,64-0,76 (4H, m), 1,04 (3H, d, J=7,2 Tn), 2,24 (1H, dd, J=16,8, 3,7 '), 2,69
(1H, dd, J=16,8, 6,8 I'ry), 3,08-3,19 (1H, m), 4,15 (2H, s), 5,59 (1H, s), 7,06 (1H, dd, J=9,0, 1,0 I'ry), 7,56 (1H,
t, J=9,0 I'y), 11,01 (1H, s).

ITpumep 169.

6-{3-bpoM-5-pTop-4-[(1-TuaAPOKCUTTUKIOTPOITHI ) MeTOKCH | peHwIT } -5-MeTnn-4,5-nmuruapo-2H-
MUPUIA3UH-3-0H.

[Xum. 424]
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'H-SIMP (DMSO-dg) 8: 0,65-0,72 (4H, m), 1,04 (3H, d, J=7,3 Tw), 2,23 (1H, d, J=16,8 T'w), 2,69 (1H, dd,
J=16,8, 6,9 T'n), 3,35-3,45 (1H, m), 4,09 (2H, s), 5,55 (1H, s), 7,66 (1H, dd, J=12,5, 2,1 T'w), 7,81 (1H, t, J=2,1 T'w),
11,06 (1H, s).

ITpumep 170.

6-{3,5-Iuxmop-4-[(1 -THAPOKCUIIMKIOTIPOTIHII )METOKCH | peHHIT } -5-MeThN-4,5-nurunpo-2H-

NUPHUAA3UH-3-0H.
[Xum. 425]

Qf "™

'H-sIMP (DMSO-dg) &: 0,66-0,75 (4H, m), 1,04 (3H, d, J=7,2 I'n), 2,24 (1H, d, J=16,9 T'w), 2,69 (1H, dd,
J=16,9, 7,0 I'm), 3,36-3,47 (1H, m), 4,01 (2H, s), 5,61 (1H, s), 7,81 (2H, s), 11, 08 (1H, s).

ITpumep 171.

6-{2-®1op-4-[(1-rUAPOKCUIIMKIONPOITHI)METOKCH |-3,5-muMeTundeHm } -5-metuin-4,5-muruapo-2H-
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MUpUAA3HH-3-0H.
[Xum. 426]
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o :3-’-, "&\wﬁ-‘}{m@i
!

= i
ﬁﬁ"ﬁ e NTM" e
ﬁ"ﬁﬁi\‘w’“ e, F

'H-sIMP (DMSO-dg) 8: 0,59-0,71 (4H, m), 1,04 (3H, d, J=7,2 T), 2,19 (3H, d, J=2,4 T'm), 2,23 (1H, dd,
J=16.8, 3,8 T'm), 2,24 (3H, s), 2,65 (1H, dd, J=16,8, 6,7 I'nm), 3,06-3,17 (1H, m), 3,77 (2H, s), 5,65 (1H, s), 7,23
(1H, d,J=8,9 T'y), 10,96 (1H, s).

ITpumep 172.

6-{3-Xuop-2,5-mudprop-4-[ (1 -ruApOKCUITUKIOPOITHI )METOKCH | peHIIT } -5-MeTHI-4,5-muruapo-2H-
NUpUAA3HH-3-0H.

[Xum. 427]

F v .
Lo, W
T N

[

1%%"‘&%‘::}»" ““Mf’ e
Q‘j'/’i\“uf" S, F

'H-sIMP (DMSO-dg) 8: 0,62-0,72 (4H, m), 1,05 (3H, d, J=7,2 I'm), 2,26 (1H, dd, J=16,8, 3,6 I'x), 2,70 (1H,
dd, J=16,8, 6,8 I'my), 3,12-3,21 (1H, m), 4,17 (2H, s), 5,54 (1H, s), 7,54 (1H, dd, J=12,1, 7,1 T'm), 11,13 (1H, s).
ITpumep 173.
[Monydenne 6-[3-x510p-2-TUAPOKCH-4-(3-THIPOKCHIIPOTIOKCH)-5 -MeTHII)eHn |-5-MeTnn-4,5-quruapo-2H-
NUpUAA3HH-3-0Ha.
Lo

[Xum. 428]
ey \WL:T_ ,:/'. P‘W Wﬂ&\“‘v‘w-ﬁ”'m

B

o C:Q[" '\Eff:? g
Py

&

-

T g

K cmecu  6-[3-x10p-4-rUnpoKcH-2-(METOKCUMETHIIOKCH)-S-MeTmdeHun | -5-metuin-4,5-muruapo-2H-
NUpHUIa3uH-3-0Ha (3TanoHHbIH npumep 203, 313 mr) u 3-(terparuapo-2H-nupan-2-unokcn)mnpona-1-oma (208
mr) B THF (5,0 mi) noGasnsun tpudenmndpocoun (341 mr) n 6uc(2-metoxcuaTrin)azonukapookcmnat (304 mr)
npu 0°C, a 3aTeM cMech NepeMeNInBaiy IpH KOMHATHOH TeMreparype B TeueHue 1 4. PacTBopurens ynansum u
0CTaToK paz0aBisUTH ATHIIAIleTaTOM. PacTBOp mpombiBasu ¢ momomipio 1 M BogHOTO pacTBopa rMIpOKCHAa Ha-
TpUsi, a 3aTE€M COJIEBOTO PacTBOPA, BHICYLIMBAIN HaJa OE3BOIHBIM Cyib(aToM HaTpws, QUILTPOBAIH, a 3aTEM
KOHIEHTPUPOBaH. [lomy4eHHbIH HEOUNIIEHHBIH MPOAYKT OYMINAIN C TIOMOIIBIO KOJIOHOYHOH XpoMmarorpadun
Ha cwuiukarene (rentaH:dtuianetar=61:39-40:60-33:67) ¢ momydeHueM OeCIIBETHOrO aMOp(HOTO BelIecTBa.
AMopdHOe BeniecTBO pacTBOpsuIH B 3TaHoe (5,0 M) M K cMecH 100aBIIsTN XJIopoBogopoa (2 M pacTBop B 3Ta-
Houe, 1,0 mur). CMmech miepeMenTuBai IpU KOMHATHOH TeMrieparype B TedeHue | 4. K peaknimoHHOW cMecH J0-
6aBISIIN BOMY, OCaAKH COOMpany Ha (GMIBTPE U BBICYIINBAIN C MOTyYE€HHEM YKa3aHHOTO B 3ar0JIOBKE COEIUHE-
HUS B BUe 0€JI0T0 TBEPAOTO BemiecTsa (256 mr).

'H-sIMP (DMSO-dy) 8: 1,11 (3H, d, J=7,3 I'n), 1,85-1,96 (2H, m), 2,23 (3H, s), 2,30 (1H, d, J=16,8 I'w),
2,79 (1H, dd, J=16,8, 6,7 I'm), 3,50-3,67 (3H, m), 3,98 (2H, t, J=6,5 T'm), 4,51 (1H, t, J=5,1 T'm), 7,46 (1H, s),
11,17 (1H, s), 12,77 (1H, s).

Crnenyrolye coeIMHEHUS MOIy4ald U3 KaKIOr0 COOTBETCTBYIOLIEr0 UCXOJHOTO BEUIECTBA AHAIOTHMUYHO
npumepy 173.

ITpumep 174.

6-{3-Xnop-2-runpokcu-4-[ (1 -ruApOKCUINKIONPOIII)METOKCH | (peHMI | -5-MeTH-4,5-nuruapo-2H-
NUpUAA3HH-3-0H.
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[Xum. 429]

e
T

&M’ R N

'H-SIMP (DMSO-dg) &: 0,62-0,74 (4H, m), 1,11 (3H, d, J=7,3 '), 2,29 (1H, d, J=16,8 T'm), 2,80 (1H, dd,
J=16,8, 6,8 I'm), 3,50-3,60 (1H, m), 4,07-4,15 (2H, m), 5,57 (1H, s), 6,76 (1H, d, J=9,2 '), 7,55 (1H, d, J=9,2 T'm),
11,12 (1H, s), 13,01 (1H, s).

ITpumep 175.

6-{3-Xnop-2-ruapokcu-4-[ (1 -rTuAPOKCHITUKIOMPOITHI )METOKCH |-5-MeTHII(h e HUI } -5-MeTHI-4,5- Turuapo-
2H-nupuaa3us-3-oH.

[Xum. 430]
| o ¥
= fﬁ"w‘”{“-%

ﬁ:@”'ﬁ\m“‘ e
P

'"H-SIMP (DMSO-dg) &: 0,62—0,74 (4H, m), 1,12 (3H, d, J=7,3 I'm), 2,29 (3H, s), 2,30 (1H, dd, J=16,9, 1,3 '),
2,79 (1H, dd, J=16,9, 6,7 T'm), 3,51-3,62 (1H, m), 3,87-3,94 (2H, m), 5,61 (1H, s), 7,46 (1H, s), 11,16 (1H, s),
12,76 (1H, s).

ITpumep 176.

6-{5-Xn0p-2-ruapokcu-4-[ (1-ruApOKCHIIUKIOMPOIIHI )METOKCH |-3-MeTHII(h e HUI | -S-MeTHI-4,5- TUruapo-
2H-nupuaa3us-3-oH.

[Xum. 431]

'H-SIMP (DMSO-dg) 8: 0,61-0,73 (4H, m), 1,10 (3H, d, J=7,3 Tu), 2,19 (3H, s), 2,27 (1H, dd, J=16,9, 1,2
I'm), 2,77 (1H, dd, J=16,9, 6,7 I'y), 3,50-3,60 (1H, m), 3,88 (2H, s), 5,64 (1H, s), 7,53 (1H, s), 11,17 (1H, s), 12,58
(1H, s).

ITpumep 177.

[Tonyuenne 6-[4-(1,1-mudpTop-2-ruApOoKCUITOKCH)-2 - TOp-S-MeTrmnderm |-5-metmn-4,5-muruapo-2H-
MUPHIa3UH-3-0Ha.

[Xum. 432]

o
; e ~\

,z-' "o, f
J I
o o
iﬁ' \l “

"35‘\.% f
K cmecu 6—(2-(1)T0p-4—mz[p01<cn—5—MeTHnd)eHHn)-S-MeTI/m-4,5—;mmz[po-2H—anI/ma3HH-3—OHa (3TanmOHHBII
npumep 205, 472 mr) u satundpomaudropanerat (0,385 i) B DMF (10 mur) mobarisimu kapOoHat kamus (415
Mmr) ipu 0°C. CMech TTOCTENIEHHO HArpeBay 10 KOMHATHOW TEMIIEPATYpPhl U MEPEeMEINBaIl B TedeHne Houn. K
PCaKIIOHHON cMecH T00aBIsUIM BOAY M CMECh SKCTParnpoBajy 3TianeTatoM. OpraHuveckuil ciaoi MpoMbIBa-
JIM BOJOW U COJICBEIM PAacTBOPOM, BBICYIIMBAIU HaJ OC3BOIHBIM CyNb(aToM HATpus, QUIFTPOBAIH, a 3aTeM

KOHIEHTpUpoBaId. OCTaTOK OYHMINAIM C TOMOINBI0 KOJIOHOYHOW XpoMaTorpaduu Ha CuiMKarene (Ter-
TaH:3TIIANeTaT=68:32-47:53-40:60) ¢ momydeHueM OCCIIBETHOTO aMOp(HOTrO BemiecTBa. AMOpP(GHOE BEIIECTBO
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pactBopsii B THF (6,0 Mi1) 1 k cMecu nob6asistmu 6oprugpun autus (44 mr) mpu 0°C. PeaknmoHHYIO cMech
nepeMeIInBaIl IpU KOMHAaTHOW TemrepaTtype B Tedenue 1 4. K peaknmoHHOM cMecu 100aBIsuM BOLY M CMECh
9KCTparupoBasiv dTHianeTaToM. OpraHMYecKnil CII0H MPOMBIBAIN COJIEBBIM PAacTBOPOM, BHICYIIMBAIN Haj 0e3-
BOJHBIM Cy/b(aTOM HaTpusi, QUIBTPOBAJIH, a 3aTeM KOHICHTPUPOBaIH. [10JydeHHbIH HEOUNIEHHBINH IPOAYKT
OYHIIANIA C ITOMOIILI0 KOJIOHOYHOM XpoMmaTorpaduu Ha cunmukarene (renTaH:atunanerar=53:47-32:68-29:71) u
HeoOXomuMBIe (QpakIul KOHIEHTpPHpOoBaiH. OCTaTOK NPOMBIBATH ITyTEM PACTHPAHHA C JUU3ONPOIMIOBHIM
3¢upoM ¢ ToTydeHnEM YKa3aHHOTO B 3aroJIOBKE COCTMHEHUS B BUIE OSJIOTO TBEpI0TO BelecTa (44 mr).

'H-IMP (DMSO-dg) 8: 1,06 (3H, d, J=7,2 Tu), 2,21-2,29 (1H, m), 2,22 (3H, s), 2,69 (1H, dd, J=16,8,
6,8 I'm), 3,11-3,21 (1H, m), 3,85-3,96 (2H, m), 5,94 (1H, t, J=6,7 I'm), 7,14 (1H, d, J=11,7 T'm), 7,54 (1H, d,
J=8,5Tm), 11,06 (1H, s).

Kaxnmayro aGcomoTHy0 KOHPUTrypanuto s mpuMepoB 178-183, moka3aHHBIX HIDKE, SKCTPAIIOJIAPOBATH
MyTeM CpaBHEHUS ¢ mpuMepom 116.

ITpumep 178.

[Monyuenne (5R)-(-)-6-[2-ruapoxcn-4-(3-ruaApoKCUNponoKkcH)-3-mMeTuiadenun]-5-merun-4,5-muruapo-2H-
NUpUAA3HH-3-0Ha.

[Xum. 433]

O\\/\-\// OH

HN/' S XupaTruwii

; o, OH

6-[4-(3-T'unpokcunponokcn)-2-(METOKCUMETHIIOKCH ) -3 -MeTrieHm |-5-metmn-4,5-muruapo-2 H-
MTUPHUIA3UH-3-0H (3TATOHHBIN puMep 228, 695 Mr) pa3aesiii Ha ONTHIECKHE H30MEPhI MMOCPEICTBOM XPOMATO-
rpadun Ha XMPaJIbHOW KOJOHKE B COOTBETCTBHHU CO CIIEIYIOUIMMH YCIOBHSMH OCYLIECTBIICHHS IpenapaTuBHON
XpoMaTtorpaguu € MOJIYYEHHEM  XHPaJbHOrO  6-[4-(3-THIPOKCHIIPOIIOKCH)-2-(METOKCUMETHIIOKCH)-3-
metwiheHmwn|-5-metuin-4,5-nuruapo-2H-nupunaszun-3-o1a B Buae OecuBeTHOro aMmopgHoro Bemectsa (322 wr,
ee 99%).

YcnoBus ocylecTBICHHs IpenapaTUBHON XpomMarorpadun

Komonka: Daicel CHIRALFLASH IA (3,0 cm ¢x10 cm);

3JII0EHT: rekcan/>tanon=80/20;

CKOpPOCTB TIOTOKA: 15 Mir/MuH;

nerexktupoBanue: YO (254 am).

Vemosua HPLC s agannsa onTHYECKON YHCTOTEI

Komnonka: Daicel CHIRALPAK IA (0,46 cMm @x25 cm);

2JIFOEHT: rekcan/aTanoa=40/60;

cKopocTh ToToka: 1,0 mur/mMuH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxuBanwisi: 4,7 MUH.

'H-sIMP (CDCl3) &: 1,06 (3H, d, J=7,3 I'n), 1,77-1,85 (1H, m), 2,09 (2H, xuuter, J=6,0 I'n), 2,19 (3H, s),
2,41 (1H, dd, J=17,1, 4,6 I'n), 2,78 (1H, dd, J=17,1, 7,0 T'w), 3,28-3,37 (1H, m), 3,50 (3H, s), 3,87-3,91
(2H, m), 4,15 (2H, t, J=6,0 I'n), 4,88 (1H, d, J=5,6 T'm), 4,98 (1H, d, J=5,6 '), 6,70 (1H, d, J=8,5 'n), 7,14
(1H, d, J= 8,5 '), 8,56 (1H, brs).

K cmecn mnomydeHHOro BbIle XHUPATBHOTO  6-[4-(3-rHIPOKCHIPOIIOKCH)-2-(METOKCHMETHIOKCH)-3-
metmipeHmwn|-5-metnin-4,5-nuruapo-2H-nupunasun-3-ona (291 mr) B atanone (1,5 mMir) 1o6aBisiiIn XJI0pOBOJIO-
pox (2 M pactBop B 3Tanoie, 0,865 M), a 3aTeM CMECh ITEPEMEIIUBAIH P KOMHATHON TEMIIEpaType B TCUCHUEC
1 4. OcaxaeHHOE TBEPAOE BEIIECTBO COOMpan Ha GUIbTPE, a 3aTeM NePEKPUCTATUZOBBIBAINA U3 2-TTPOTIaHOJIA
C TIOJTyYeHHEM yKa3aHHOTO B 3aroJIOBKE COCIMHEHUS B BHJE Oesoro TBepaoro BemecTra (182 mr, ee >99%).

Vemosua HPLC mis aHann3a onTHYECKO YHCTOTEI

Komnonka: Daicel CHIRALPAK AS-RH (0,46 cM ¢x15 cm);

AJTFOCHT: aneTOHUTPHI/Boa=40/60;

cKopocTh ToToka: 1,0 myr/MuH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxxuBanus: 5,2 MUH.

Omrryeckoe Bparenne: [o]p’ -332,1° (¢=0,26, MeOH).

'H-SIMP (DMSO-dg) 8: 1,10 (3H, d, J=7,3 Tw), 1,84-1,92 (2H, m), 2,01 (3H, s), 2,27 (1H, dd, J=16,9,
1,3 Tm), 2,76 (1H, dd, J=16,9, 6,6 I'm), 3,48-3,61 (3H, m), 4,08 (2H, t, J=6,2 I'm), 4,55 (1H, t, J=5,1 '), 6,59
(1H, d, J=9,0 I'm), 7,43 (1H, d, J=9,0 I'y), 11,03 (1H, s), 12,46 (1H, s).

Crnenyronye cCOeAMHEHHS TOTYYald U3 KaXXJI0TO COOTBETCTBYIOUIETO MCXOJHOTO BEIIECTBA aHAIOTUYHO
npumepy 178.

- 129 -



036423

ITpumep 179.
(5R)-(-)-6-[2-I'mnpokcn-4-(2-rupoKcu-2 -MeTHIIPOIIOKCH) -3 -MeTHI e |-5-MeThi-4,5 - murunpo-2H-
MTUPHIA3UH-3-0H.
[Xum. 434]
5 XuipabHELR

XupalbHbI  6-[4-(2-THAPOKCHU-2-METHIPOITOKCH )-2-(METOKCUMETHIIOKCH )-3-MeTHII eHIN | -5-MeThI-4,5-
muruapo-2H-nmupunasun-3-oH.

OnTrueckas gyucrora: ee 98%.

Venosust HPLC s ananu3a onTHYECKOM YUCTOTHI

Komonka: Daicel CHIRALPAK IA (0,46 cm @x25 cm);

SJII0EHT: rekcan/>tanon=50/50;

CKOpOCTh OTOKA: 1,0 MJI/MUH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxxuBanus: 5,6 MUH.

'H-sIMP (CDCl3) 8: 1,07 (3H, d, J=7,3 T'm), 1,38 (6H, s), 2,16 (1H, s), 2,24 (3H, s), 2,41 (1H, dd, J=17,1,
4,6 T'm), 2,79 (1H, dd, J=17,1, 6,8 I'm), 3,28-3,38 (1H, m), 3,51 (3H, s), 3,82 (2H, s), 4,89 (1H, d, J=5,6 I'n), 5,00
(1H, d, J=5,6 T'n), 6,67 (1H, d, J=8,5 I'n), 7,14 (1H, d, J=8,5 T'mm), 8,46 (1H, brs).

(5R)-(-)-6-[2-T'umpokcu-4-(2-ruApOKCH-2 -METHIITPOIIOKCH )-3-MeTHIIheH I | -5 -MeTrin-4, 5 -nuruapo-2H-
MTUPHUIA3UH-3-0H.

OnTrueckas gyucrora: ee 98%.

Vemosua HPLC s aHannsa onTHYECKON YUCTOTEI

Komnonka: Daicel CHIRALPAK AS-RH (0,46 cM ¢x15 cm);

AJTFOCHT: alleTOHUTPHI/Bosa=35/75;

cKopocTh ToToka: 1,0 mir/MuH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxxuBanus: 7,5 MUH.

Onrrdeckoe Bpatierne: [o]p’ -312,2° (¢=0,24, MeOH).

'H-sIMP (DMSO-dg) 8: 1,10 (3H, d, J=7,3 T'm), 1,23 (6H, s), 2,05 (3H, s), 2,23-2,31 (1H, m), 2,76 (1H, dd,
J=16,7, 6,7 Tm), 3,47-3,57 (1H, m), 3,74 (2H, s), 4,65 (1H, s), 6,55 (1H, d, J=9,0 '), 7,42 (1H, d, J=9,0 '),
11,03 (1H, s), 12,46 (1H, s).

ITpumep 180.

(5R)-(-)-6-[3-Xnop-2-runpokcu-4-(4-runpoxcudyrokcu)pennin]-5-merni-4,5-qurnapo-2H-
NUPHUAA3UH-3-0H.

[Xum. 435]

XupanbHerii 6-[3-x10p-4-(4-ruipokcuOyTOKCH )-2-(METOKCUMETHIIOKCH ) peHm |-5-metmn-4,5-muruapo-2H-
NUpUAA3HH-3-0H.

OnTryeckas gyucrora: ee >99%.

Venosua HPLC mis agannsa onTHYECKO YUCTOTEI

Komnonka: Daicel CHIRALPAK IA (0,46 cMm @x25 cm);

DJIFOEHT: TeKcan/aTanon=15/85;

cKopocTh Totoka: 1,0 myr/MuH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxuBanwisi: 4,6 MUH.

'H-sIMP (CDCl3) &: 1,07 (3H, d, J=7,3 T'), 1,50-1,54 (1H, m), 1,77-1,85 (2H, m), 1,94-2,01 (2H, m), 2,42
(1H, dd, J=17,0, 4,8 I'n), 2,80 (1H, dd, J=17,0, 7,0 '), 3,32-3,40 (1H, m), 3,53 (3H, s), 3,74-3,79 (2H, m), 4,11
(2H, t, J=6, 1 T'm), 5,01 (1H, d, J=5,6 T'w), 5,16 (1H, d, J=5,6 T'), 6,77 (1H, d, J=8,8 I'm), 7,21 (1H, d, J=8,8 T'm),
8,45 (1H, brs).
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(5R)-(-)-6-[3-Xnop-2-runpokcu-4-(4-runpoxcudyrokcu)penni]-5-metni-4,5-gurnapo-2H-
NUPHUAA3UH-3-0H.

Onrtudeckast aucToTa: ee >99%.

Venosua HPLC s agannsa onTHYECKON YUCTOTEI

Kononka: Daicel CHIRALPAK AS-RH (0,46 cm ¢x15 cm);

AJTFOCHT: aneTOHUTPHI/Boa=40/60;

cKopocTh ToToka: 1,0 myr/MuH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxuBanwisi: 4,7 MUH.

Orntuueckoe BpalleHue: [OL]D31 -305,4° (c=0,24, MeOH)

'H-SIMP (DMSO-dg) &: 1,11 (3H, d, J=7,3 T'm), 1,53-1,64 (2H, m), 1,73-1,84 (2H, m), 2,25-2,34 (1H, m),
2,79 (1H, dd, J=16,9, 6,8 '), 3,42-3,50 (2H, m), 3,50-3,60 (1H, m), 4,12 (2H, t, J=6,4 T'm), 4,46 (1H, t, J=5,1 T'm),
6,73 (1H, d, J=9, 0 '), 7,56 (1H, d, J=9,0 I'm), 11,13 (1H, brs), 13,01 (1H, brs).

ITpumep 181.

(5R)-(-)-6-[3-Xnop-2-runpoxcu-4-(3-ruApoKCUNponoKcH)-5-mMetuiadenun ] -5-metun-4,5-qurunpo-2H-
MUpUAA3HH-3-0H.

[Xum. 436]

XupanpHblit  6-[3-x110p-4-(3-TUAPOKCUITPOTIOKCH)-2-(METOKCUMETHIIOKCH )-5-MeTHIQeHm |-5-metni-4,5-
nuruapo-2H-nupunazun-3-oH.

OnTuueckas uucrora: ee >99%.

Vemosua HPLC s aHannsa onTHYECKON YUCTOTEI

Komnonka: Daicel CHIRALPAK IA (0,46 cMm @x25 cm);

DJIFOEHT: TeKcan/aTanon=25/75;

cKopocTh ToToka: 1,0 myr/MuH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxuBanwsi: 3,9 MuH.

'H-SIMP (CDCLy) 8: 1,08 (3H, d, J=7,6 T'm), 1,90 (1H, t, J=5,5 T'm), 2,07-2,13 (2H, m), 2,30 (3H, d, J=0,7 '),
2,42 (1H, dd, J=17,0, 4,9 T'm), 2,80 (1H, dd, J=17,0, 7,0 I'n), 3,30-3,39 (1H, m), 3,52 (3H, s), 3,97 (2H, td,
J=5,9, 5,5 '), 4,09 (2H, t, J=5,9 T'm), 4,98 (1H, d, J=5,4 I'n), 5,12 (1H, d, J=5,4 I'y), 7,08 (1H, d, J=0,7 T'm),
8,49 (1H, s).

(5R)-(-)-6-[3-Xnop-2-runpokcu-4-(3-ruApoKCUNponoKkcH)-5-mMetuiadenun ] -5-metun-4,5-qurunpo-2H-
NUpPUAA3HH-3-0H.

OnTHueckas uucrora: ee 96%.

VYenosust HPLC s ananu3a onTHYECKOM YUCTOTHI

Kononka: Daicel CHIRALPAK AS-RH (0,46 cM ¢x15 cm);

ANIOCHT: alleTOHUTPII/Bo1a=40/60;

cKopocTh Totoka: 1,0 myr/MuH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxuBanwisi: 4,7 MUH.

Onrryeckoe Bpamtenne: [o]p’ -286,0° (¢=0,23, MeOH).

'H-sIMP (DMSO-dy) 8: 1,11 (3H, d, J=7,3 I'n), 1,85-1,96 (2H, m), 2,23 (3H, s), 2,30 (1H, d, J=16,8 I'w),
2,79 (1H, dd, J=16,8, 6,7 I'm), 3,50-3,67 (3H, m), 3,98 (2H, t, J=6,5 I'n), 4,51 (1H, t, J=5,1 I'm), 7,46 (1H, s),
11,17 (1H, s), 12,77 (1H, s).

ITpumep 182.

INomyuenue (5R)-(-)-6-[3-x510p-2-ruapokcu-4-(2-runpoKcH-2-MeTHIPONOKCH ) heHm |-5-MeTni1-4,5-
nuruapo-2H-nupunazun-3-oxa.
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[Xum. 437]
Vs XHpaTEHEII

6-[3-X710p-4-(2-THAPOKCH-2-METHITPOTIOKCH ) -2 ~(METOKCUMETUIIOKCH ) peHr | -5 -MeTun-4,5-nuruapo-2H-
NUpHIa3HH-3-0H (STaJOHHBIA npuMep 212, 52 5 Mr) paznensuin Ha ONTHYECKHE U30MEPHI TOCPEICTBOM XpOMa-
Torpauu Ha XUPAIHLHON KOJIOHKE B COOTBETCTBUH CO CJICAYIOUIMMH YCIOBUSIMH OCYIIECTBIICHHUS INperapaTuB-
HOM Xpomarorpaui ¢ TOJYYCHHEM XHUPAIBHOTO 6-[4-(3-THIpOKCHIIPONIOKCH)-2-(METOKCUMETHIIOKCH)-3-
metwiheHmwn|-5-metnin-4,5-nuruapo-2H-nupunaszun-3-oHa B Buae OecuBeTHOro aMmopgHoro Bemectsa (220 wmr,
ee 99%).

YcnoBus ocylecTBICHHs IpenapaTUBHON XpoMarorpadun

Komnonka: Daicel CHIRALFLASH IA (3,0 cM ¢x10 cm);

SJIIOEHT: reKcan/>Tanon=75/25;

CKOPOCTh TIOTOKA: 15 Mi/MuH;

nerexktupoBanue: YO (254 am).

Vemosua HPLC s aHannsa OonTHYECKO YUCTOTEI

Komnonka: Daicel CHIRALPAK IA (0,46 cMm @x25 cm);

9JIFOEHT: rekcan/aTanoa=40/60;

CcKopocTh ToToka: 1,0 mir/MuH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxxuBanus: 5,2 MUH.

'H-SIMP (CDCl3) &: 1,07 (3H, d, J=7,3 T'm), 1,39 (6H, s), 2,42 (1H, dd, J=17,0, 4,8 T'm), 2,80 (1H, dd,
J=17,0, 7,0 T'm), 3,30-3,41 (1H, m), 3,53 (3H, s), 3,87 (2H, s), 5,01-5,06 (1H, m), 5,14-5,20 (1H, m), 6,76 (1H, d,
J=8,5Tm), 7,22 (1H, d, J=8,5 '), 8,44 (1H, brs).

K cMmecn mnomydeHHOro BbIle XHUPATBHOTO — 6-[4-(3-rHIPOKCHIIPOIIOKCH)-2-(METOKCHMETHIOKCH)-3-
metmipermwn|-5-metuin-4,5-nuruapo-2H-nupunasun-3-ona (164 mr) B atanone (1,0 M) 1o6aBisiiIM XJI0pOBOJIO-
pox (2 M pactBop B 3Tanoie, 0,442 i), a 3aTeM CMECh ITEPEMEIIUBAIH IPYU KOMHATHON TEMITEpaType B TCUCHUEC
1 9. Ocagku cobupany Ha GUIBTPE, a 3aTEM MEePEKPUCTAIUTH3OBBIBATIN U3 2-TIPOITAHOA C TIOTYICHHEM YKa3aH-
HOTO B 3ar0JIOBKE COSAMHEHHUS B BHJIe Oenoro TBepaoro BemiecTa (57 mr, ee 99%).

Venosua HPLC g aHannsa onTHYECKO YUCTOTEI

Komnonka: Daicel CHIRALPAK AS-RH (0,46 cm ¢x15 cm);

DJTFOCHT: alleTOHUTPHIT/BosIa=35/65;

cKopocTh ToToka: 1,0 mir/MuH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxxuBanus: 6,5 MUH.

Onrryeckoe Bparterne: [o]p’ -291,0° (¢=0,26, MeOH).

'H-SIMP (DMSO-d) &: 1,11 (3H, d, J=7,3 Tu), 1,24 (6H, s), 2,25-2,34 (1H, m), 2,81 (1H, dd, J=17,0,
6,7 I'm), 3,48-3,60 (1H, m), 3,83 (2H, s), 4,67 (1H, brs), 6,73 (1H, d, J=9,3 I'n), 7,56 (1H, d, J=9,3 I'n), 11,13
(1H, s), 13,01 (1H, s).

ITpumep 183.

IMomyuenue (5R)-(-)-6-{3-xnop-2-ruapokcu-4-[(Z)-4-runpokcu-2 -0y TeHUIOKCH | peHn | -5-MeTuin-4,5-
nuruapo-2H-nupunazun-3-oxa.

[Xum. 438]

XHpanbHEIH

s

ﬂ*‘,'ﬁ“ﬂk"’%_ Ty ﬁi

i

6-[3-Xn0p-4-[(Z)-4-ruapoxcu-2-0yTeHUIOKCH | -2 -(METOKCUMETHIIOKCH ) peHm | -5 -metun-4, 5-muruapo-2H-
MTUPHUIA3UH-3-0H (3TATOHHBINA npuMep 229, 497 Mr) pa3aesiii Ha ONTHIECKHE H30MEPhI MMOCPEICTBOM XPOMATO-
rpaduu Ha XUPAJbHOU KOJIOHKE B COOTBETCTBHHU CO CICIYIOUIMMH YCIOBHSIMH OCYIIECTBICHHS MpernapaTuBHON
xpomarorpadun c MTOJTyYeHHEM XUPAITLHOTO 6-[3-x710p-4-[(Z)-4-TrapoKCH-2-0y TEHUITOKCH |-2-
(MeTokcuMeTHITOKCH ) peHwm|-5-metmn-4,5-quruapo-2H-mupunazna-3-oHa B Bujae OecriBeTHOTO amopgHoro (232
M, ee >99%).
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Y CIIOBUS OCYIIECTBIICHUS MPEIapaTUBHON XpoMaTorpaduu

Komonka: Daicel CHIRALFLASH IA (3,0 cm ¢x10 cm);

3JI0EHT: rekcan/>tanon=70/30;

CKOpPOCTB TIOTOKA: 15 Mir/MuH;

nerexktupoBanue: YO (254 am).

Ycenosust HPLC mns ananm3a onTu4eckoil 9MCTOTHI

Komnonka: Daicel CHIRALPAK IA (0,46 cMm @x25 cm);

2JIF0eHT: rekcan/aTanon=20/80;

cKopocTh ToToka: 1,0 myr/MuH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxuBanwisi: 4,6 MUH.

'H-sIMP (CDCLy) 8: 1,07 (3H, d, J=7,3 T'), 1,63-1,68 (1H, m), 2,42 (1H, dd, J=17,0, 4,8 T'), 2,80 (1H, dd,
J=17,0, 7,0 T'm), 3,31-3,40 (1H, m), 3,53 (3H, s), 4,29-4,35 (2H, m), 4,72-4,77 (2H, m), 5,02 (1H, d, J=5,6 T'n),
5,16 (1H, d, J=5,6 I'n), 5,83-5,96 (2H, m), 6,78 (1H, d, J=8,5 I'y), 7,22 (1H, d, J= 8,5 '), 8,52 (1H, s).

K cMecm mOmy4yeHHOTO  BBHINIE  XHPANbHOTO  6-[3-x110p-4-[(Z)-4-rHapoKCcH-2-0yTeHUIOKCH -2~
(MeTokcuMeTHokcH)perm|-5-metnin-4,5-nuruapo-2H-nupunasun-3-ona (204 mr) B stanone (1,0 mia) nobas-
TSI XJI0poBoopox (2 M pactBop B atanone, 0,442 mi), a 3aTeM cMech IIepeMeNIBaI TP KOMHATHOH TeMIe-
parype B Teuenue 1 u. Ocanku coOupamyu Ha QUIBTpE, a 3aTeM MEPEKPUCTAILTH30BBIBAIN U3 TEKCaHa/2-TPOIaHoa
C TTOJTy4eHUEM YKa3aHHOTO B 3ar0JIOBKE COSAMHEHNS B BUIe Oemoro TBepaoro BemecTsa (54 mr, ee 93%).

Vemosua HPLC s agannsa onTHYECKON YUCTOTEI

Kononka: Daicel CHIRALPAK AS-RH (0,46 cM ¢x15 cm);

DJFOCHT: alleTOHUTPHIT/BosIa=35/65;

CcKopocTh ToToka: 1,0 Mur/MuH;

nerexktupoBanue: YO (254 am).

Bpewms ynepxuBanwsi: 6,5 MUH.

Onrryeckoe Bpautenne: [o]p’ -274,0° (¢=0,23, MeOH).

'H-SIMP (DMSO-dg) 8: 1,11 (3H, d, J=7,3 T'm), 2,26-2,32 (1H, m), 2,80 (1H, dd, J=16,9, 6,6 I'n), 3,49-3,61
(1H, m), 4,08-4,16 (2H, m), 4,75-4,86 (3H, m), 5,59-5,69 (1H, m), 5,70-5,80 (1H, m), 6,75 (1H, d, J=9,0 I'ry),
7,57 (1H, d, J=9,0 T'm), 11,13 (1H, s), 13,02 (1H, s).

ITpumep 184.

IMomyuenue 6-[2-prop-4-(2-runpoKcu-2-MeTHIPOIOKCH)-3-(Tpud TopmeTin)penun]-5-metuin-4,5-
nuruapo-2H-nupunazun-3-ona.

[Xum. 439]

K cmecn 6-[2-dTop-4-ruapokcu-3-(tpudropmernn)penwn]-5-metmn-4,5-murunpo-2H-nmupunasun-3-oHa
(aTasonnsrit mpumep 242, 290 mr) 8 DMF (5,0 M) no6aBmnsin kapoonat kamnus (207 mr) u 3-Xmop-2-MeTHiI-1 -
npornen (0,117 mi), a 3atem cmechk nepememusany npu 80°C B teuenue 1 4. K peakimonnoit cmecn no6asis-
mu 3-xnop-2-metui-1-npornen (0,029 min), a 3aTeM peakMOHHYIO cMech nepememunBany npu 80°C nomonHu-
TenbHO B TeueHne 30 MuH. O0ecTieunBaiy OXJIKICHUE PEaKIIMOHHOW CMeCH O KOMHATHOMW TeMIepaTypsl, K
PEaKIMOHHON cMecH HO00aBISIM BOAY, a 3aT€M CMECh SKCTPAarHpoBaiii dTwianeTatoM. OpraHmdecKuil cioi
MPOMBIBAJIN C IOMOIIBI0 1 M BOIHOrO pacTBOpa TMIPOKCHIA HATPHS, & 3aTEM COJICBBIM PACTBOPOM, BBICYIIHBAIIN
HaJ 0e3BOJHBIM CYNIb()ATOM HaTpus, (IIBTPOBAIH, a 3aTeM KOHLEHTpUpoBaiy. [lomydyeHHOE TBEpOe BELIECTBO
TIPOMBIBAJIM ITyTEM PacTHPAHHS C AUM3OIPOIIOBEIM 3(HPOM C NOITydEeHHEM Oeoro TBepoTo BemecTsa (276 mr).
Benoe TBepmoe BemecTBO (242 Mr) pacTBOpsulM B MeTWieHXJopuze (3,5 M), K pacTBopy NOOaBIAIM M-
xyopriepoen3oitnyto kucaoty (280 mr) npu 0°C. PeakimoHHYI0 CMECh TepEeMENTMBAIA TP KOMHATHOW TeMIIe-
patype B Teuenue 3 4. K peaknMOHHONW cMecH J00aBISITA BOIHBIA pacTBOp THOCyib(para Hatpus npu 0°C u
CMECh IKCTpAarupoBaJiM dTwiiaieraroM. OpraHMuecKHi CJIO0H NMPOMBIBAIM HACBHIIIEHHBIM BOJHBIM PAacTBOPOM
OukapOoHaTa HaTpHs, a 3aTE€M COJIEBBIM PAcTBOPOM, BBICYIIMBAIHM HaJ OC3BOAHBIM Cyab(aTroM HATpHs, GuibT-
poBaiu, a 3aTeM KOHLEHTpUpoBaink. OCTaTOK OYMINAIN C TIOMOIIBIO0 KOJJOHOYHON XpoMaTorpauy Ha CHITUKAare-
ne (rentan:THIANETaT=47:53-26:74-12:88) 1 momydeHHOE TBEPIOE BEIIECTBO TPOMBIBAIIU ITyTEM PACTHPAHUS C
JTUU30TPOIIIIOBEIM d(pHupoM ¢ TosrydeHrneM Oenoro TBepaoro BemecTBa (163 mr). ObecreunBan HAX0XKICHUES
cMmecu 6eroro TBepaoro Bemectsa (140 mr), popmuara ammonmus (74 mr) n naymutagus Ha yrie (10% Bec./Bec., 14
MT) B 3Tanose (7,0 Mir) B aTMocdepe BOJopoia U CMECh TIEpEeMEeNTUBAIH ITPH KOMHATHON TeMITepaType B TCUCHHE
3 4. CMech QUIBTPOBAIM Yepe3 MOAYIIKY K3 TeNTUTa ¥ GUIBTPAT KOHICHTpupoBain. OCcTaTOYHOE TBEpAOE Belle-
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CTBO IPOMBIBAJIM ITyTEM PacTHPAHUS C JUA3ONPOIIIOBEIM d(PHPOM, a 3aTeM cOOMpay Ha (GHUIBTPE C HOTyYEHHEM
YKa3aHHOTO B 3aT0JIOBKE COCIMHEHUS B BUJIE OEIIOro TBeporo Bemectsa (108 mr).

'H-sIMP (DMSO-dg) 8: 1,03 (3H, d, J=7,2 Tw), 1,21 (6H, s), 2,25 (1H, dd, J=16,8, 4,2 T), 2,69 (1H, dd,
J=16.8, 6,7 T'm), 3,06-3,17 (1H, m), 3,88 (2H, s), 4,72 (1H, s), 7,17 (1H, d, J=9,0 I'n), 7,76-7,83 (1H, m), 11,05
(1H, s).

Tect

AKTHBHOCTb B OTHOIIICHUH TIOJIABJICHISI POCTA JIMHHUIA KIETOK OITyXOJIA TOJIOBHOTO Mo3ra y nereit (PFSK-1)
U3MepsUT ¢ ToMoImnsio peareara WST-8, MoHoHaTpueBo conu  [2-(2-MeToKCU-4-HUTPOQEeHMIT)-3-(4-
HUTpOoeHmN)-5-(2,4-mucynbdodpennn)-2H-terpazonus, Cell Counting Kit-8™], B cooTBeTcTBHM CO CcriocoOoM,
onmcanHbIM B Tominaga, H. et al., Anal. Commun., 1999, 36, 47-50. Kparko, PFSK-1 BriceBanu B 96-myHOIHBIH
MukporuianmretT npu 100 mxn/myaky co cpenoir Roswell Park Memorial Institute (RPMI) 1640, conepxarmeit
10% ¢eranbhyto Ob1ubio ceiBOpoTKy (FBS), 1 kieTkn MHKyOHMpOBaiM B NPUCYTCTBHM 5% AHMOKCHAA yriiepoja
(CO,) mpu 37°C B Teuenue 24 4. B xaxayto nyHKY m00aBIsiid S0 MKII KaKJIOTO TECTHPYEMOTO COCIMHEHUS,
pa30aBIEHHOTO CPENOH, a 3aTeM KJIETKH MHKYOMPOBAJIM JOTIOJHUTENBHO B Teuenue 3 nueid. [locne nukyouposa-
HUS B Kaxayro TyHKy go6asmsumm 15 M Cell Counting Kit-8™ u kJIeTKM HHKYOHUpPOBaIM B TEUCHUE TOTYTOpa
4acoB. 3aTeM M3MEpPSIN 3HAaUeHHs onThudeckoi miotHocty (OD) npu [irHe BOIHBI H3MEPEHHs, COCTABIISIONICH
450 HM, U TaJIOHHOW ATHMHE BOJHBI, COCTaBisitouied 630 HM, U pacCUMUTBIBANIM UX pa3HOCTh. M3 paccunTanHOM
Pa3HOCTH BBIYMTANH Pa3sHOCTh A 3HaueHui OD (mpu AnMHE BOJNHBI U3MEpeHus, cocTaBistomen 450 HM, U Ipu
9TAJIOHHOM JUIMHE BOJIHBI, cocTaBisitomel 630 HM) KOHTPOJIBLHON JIYHKH, KOTOpasl He colepikajia KJIETOK, C Io-
JYYCHHUEM aKTUBHOCTHU B OTHOIICHUH POCTA KICTOK B KAXKIOW JIYHKE.

AKTHUBHOCTB B OTHOIIICHWN NOJABIICHHUS POCTa KIETOK KaXKIOTO TECTHPYEMOT'O COCTMHEHHUS PACCUUTHIBAIH
MyTEeM CpPaBHEHUS aKTUBHOCTH B OTHOIICHHH POCTA KIETOK C KaXIBIM TECTUPYEMBIM COCIHHEHUEM C aKTHBHO-
CTHIO B OTHOIIEHUHU POCTa KJIETOK 0e3 KaKOTO-JIM0O TECTHPYEeMOTO COSHUHEHHS (KOHTPOJIb) M PACCUUTHIBAIN
kaxayro 1Csy (HM), KoTopas mpeacTaBisieT co00i KOHIICHTpANHWio, IpH KOTopoi obecnieunBaercs 50% momas-
JICHHWE poCTa KIEeTOK. Pe3ynpTaThl moka3aHsl B TAOIUIIE HIDKE.

[Ipumep IC50 [IpuMep IC50 [pumMep IC50 [Ipumep IC50
(M) (uM) (uM) (HM)
1 1,1 2 1,0 6 3,8 7 1,0
8 7,9 9 4,2 10 3,7 11 3,0
12 1,9 14 8,0 15 4,0 16 3,6
17 2,9 18 4,0 19 1,3 20 4,2
21 4,0 22 1,9 23 8,0 24 1,7
25 2,6 26 2,0 28 6,3 31 1,1
32 4,0 33 5,1 34 5,2 35 6,3
36 1,0 37 8,8 38 5,2 39 2,8
40 1,6 43 4,3 44 1,0 45 7,2
46 3,9 47 2,4 48 0,9 49 2,8
50 2,9 51 5,5 52 3,8 53 1,9
54 0,5 55 1,9 56 7,6 57 <1,0
58 2,8 59 2,2 60 4,7 6l 4,7
62 8,9 63 5,0 64 2,1 65 4,3
66 4,1 67 3,6 69 1,2 70 5,3
71 3,9 72 0,9 74 4,1 75 3,2
76 2,7 77 5,3 78 6,6 79 5,6
80 5,1 81 4,7 82 6,0 83 6,6
84 3,3 85 4,0 86 4,6 87 9,8
88 9,5 89 4,9 90 3,9 91 6,0
92 4,9 93 3,1 94 3,0 95 3,0
96 3,9 97 8,6 98 3,6 99 <1l,0
100 1,6 101 7,5 102 3,4 103 2,6
104 5,2 105 9,0 106 6,4 108 4,1
109 1,6 110 7,8 111 3,0 112 2,3
113 1,1 114 3,3 115 5,9 116 4,3
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117 3,0 118 <1,0 J119 2,9 120 2, 4
121 3,8 122 1,1 123 3,3 124 2,3
125 1,5 126 2,9 127 <1,0 |129 3,6
130 7,0 131 1,0 132 3,0 133 3,4
134 7,1 135 6,8 136 5,2 137 <1, 0
138 3,9 139 2,7 140 2,0 141 1,6
142 1,0 143 6,9 144 1,2 145 7,1
146 6,8 147 7,6 148 <1,0 |149 3,6
150 S, 7 151 1,3 152 3,4 153 5,3
154 2,9 155 2,2 156 2,9 158 1,3
159 <1,0 |160 1,9 161 2,7 162 6,4
163 5,2 164 1,9 165 2,6 166 1,7
167 1,3 168 2,3 169 1,0 170 2,5
171 6,3 172 5,2 174 1,2 175 4,1
176 9,2 177 1,0 178 1,6 179 3,3
180 6,5 181 3,9 182 2,9 183 1,5
184 2,2
DOOPMVIJIA NU3OBPETEHUM A

1. Coennnenne dpopmynsr (1)

Wi ero (papManeBTHIECKU IpueMiieMast Coiib, Iie

R'-R* nezaBucumo MPENCTaBIAIOT co0oi atoM Bogopona, ranorer, OH, CN, C,_salkuisHYyIO TpyIITy, ra-
NoreHupoBaHHyI0 C_¢alKHIbHYIO Tpymny Wik C, ¢alIKCHUIBHYIO TPYIITY MPH YCJIOBHH, YTO OIUH WU JBa U3
R'-R* npencrasior co6oif aTOMBI BOZOPO/IA, HO HE BCE TPU MM YETHIPE U3 HHUX HPEACTABIAIOT COGOI aTOMbI
BOAOpPOJA, U

Y npeacrasisier coborr C;_qankmieHoByo mwin C) ¢alIKEHUICHOBYIO TPYIITY, TJ¢ alKAICHOBAs MM ajKe-
HUJICHOBAs TPYIIIa MOXET OBITh 3aMEIICHA OJHUM WJIA HECKOJIBKAMHU 3aMECTHTEIISIMU, HE3aBUCHMO BHIOPAHHBI-
MU U3 Tpymnnsl, cocrosimei! u3 C; ¢alKuIbHON IPYIMIbL, TaJoreHa U TaloreHupoBaHHOM C, ¢alKUIBHOM TPYIIIEL,
T/ie TOTIOJIHUTENHHO JOCTYIHBINA JUIT 3aMEIEHISI aTOM yriIepoJia B 3aMECTUTEIIE, CBI3BIBAIONIEMCS C AJIKHIICHO-
BOW WJIM aJKEHUJICHOBOUW TPYNION, ¥ APYrod JOCTYIHBIN Ui 3aMEIEHUs aTOM YIJIepoJa B aJKUJICHOBOW WIIH
AIKCHWICHOBOH TPYIINe WX JIBA JOCTYIHBIX IS 3aMEIIEHIS aTOMa YIiepo/ia B 3aMECTHTENE, CBA3BIBAIOIIEMCS
C aJKWUJICHOBOM WJIM aTKeHUJICHOBOH TPYNION, MOTYT OBITh 00BEAMHEHBI BMECTE ¢ 00pa3oBaHUEM 3-6-4JICHHOTO
YTIEPOJHOTO KOJIBIIA.

2. CoenuHeHue 110 1.1 MM ero (hapMareBTHYECKH pHeMiIeMast Collb, rie mobOsie aBa u3 R'-R* mpexcras-
JSFOT OO0 aTOMBI BOJIOPOIA.

3. Coenuuenue o 1.1 win 2 wim ero papMareBTUUCCKH MpUEMIIeMasi COJTb, TIe R'-R* uesaBucumo npe-
CTaBJSIIOT coboli atoM Bogopoaa, ranored, OH, CN, C;_4ankmibHYIO TPYIITy, TaJOreHHPOBaHHYI C;_4alKIITEHYIO
rpynny win C,_4allKeHWIBHYIO TPYIIITY.

4. CoeauaeHue 1O 1.1 win 2 win ero (papMarieBTUYECKU MpHeMIIeMasi COJIb, TIe R!-R* uezaBucumo npea-
CTaBJISIIOT cOOOW aToM BoAOpoja, aToM (ropa, atom xmopa, OH, CN, C,_4aKiIbHYIO TPYIITY WX BHHIILHYIO
Tpymiy.

5. Coenuuenue mo moOoMy u3 Ti.1-4 wim ero GapMarneBTHIECKH MpUeMIieMast COJlb, TN alTKUICHOBAs
WM aJKCHWJICHOBAs TPyIa B Y 3aMelleHa OJHUM MM HECKOJIbKUMH 3aMECTUTEIISIMI, HE3aBUCUMO BEIOPAHHBI-
MU U3 TPYIIBI, cocTosmen n3 C;_4alKIuILHOW TPYIIIBI, TAJIOTeHa U TaoreHupoBaHHON C|_4alIKFIILHOW TPYIITIBI,
T/ie TOTIOJTHUTENHHO JOCTYIHBINA [T 3aMEIEHISI aTOM yriIepoia B 3aMECTUTEIE, CBI3BIBAIONIEMCS C AJIKHIICHO-
BOM MM aJIKEHUJIEHOBOM IPYNIOH, U APYrod NOCTYMHBIM Ul 3aMEIEHHs] aTOM YIJIepoa B alKUICHOBOW WU
ANKCHWICHOBOH TPYIINE WIX JIBA JOCTYITHBIX JJIsl 3aMCIICHIS aTOMa YIIIepoia B 3aMECTUTENIC, CBS3BIBAIOIIEMCS
C QIKUJICHOBOW WJIM aJKCHHUJICHOBOW TPYIIIOH, MOTYT OBITh 0OBCIUHEHBI BMECTE C 00pa30BaHHEM 3-6-WICHHOTO
YIJIEPOIHOTO KOJIbIIA.

6. Coemunenue 1o 1r00oMy u3 mi.1-4 wiu ero papMareBTHYeCKH IpUeMiieMast COJb, TIIC aTOM yIIIepoAaa
ANKWJICHOBOW WJIM alTKCHHJICHOBOM TPYyMITBl B Y 3aMEIICH OJHUM WM JBYMS 3aMECTHTCIISIMUA, HE3aBUCUMO BBI-
OpaHHBIMH W3 TPYMIIEL, cocTosmei n3 C|_4aNnKuabHON TPYIIBl ¥ TaIOTeHHPOBaHHON C_4alIKUIBHOM TPYIIIEL, T/Ae
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JIOTIOTHUTEIBHO aTOM YIJIEpPOJa 3aMEIIeH NBYMs 3aMECTHTEIISIMU, TIPH 3TOM KaXKIbIH JTOCTYITHBIA JJIS 3aMeIle-
HUS aTOM yIJiepofa B JABYX 3aMECTUTEIIIX MOXET OBITh OOBEIMHCH C JAPYTHM C 00pa3oBaHHEM 3-6-4JICHHOTO
YIIIEPOTHOTO KOJIBIIA.

7. CoenuHenune mo moOoMy u3 Ti.1-4 wim ero GapManeBTHIECKH MpUeMIIeMast COJlb, TN alTKUICHOBAs
WY aJIKCHUJICHOBAs Tpynna B Y He COACPIKUT KaKOH-THO0 3aMECTHTEb.

8. Coenurenne 1o mo0oMy u3 mim.l-7 wiam ero (apManeBTHUECKH MpUEMIIeMas COJIb, TNIe COCTUHEHHE
dhopmyel (1) mpeacraBieHo ciaenyromei Gopmymo:

9. Coenunenwne 1o 1.1 Wi ero GapManeBTUISCKU TpUeMyIeMasi COJlb, KOTOPOE BBIOPAHO M3 CIICAYIOIINX
COETMHEHHI:

IpuUMep 1: 6-[3-6pom-5-x110p-4-(2-THAPOKCH-2-METHITIPOTIOKCH )peHm |-5-MeTrmin-4, 5-muruapo-2H-
MTUPHIA3UH-3-0H,
IIpUMep 2: 6-[3,5-nuxsop-4-(2-ruipoKcH-2-MeTHIPONOKCH ) heHmI |-5-MeTni-4,5-nuruapo-2H-

MUpUAA3HH-3-0H,

npumep 7:  6-[3-x710p-5-Prop-4-(3-runpokcu-2,2-numerTmimnpornokcn )penun]-5-merun-4,5-quruapo-2H-
MUpUAA3HH-3-0H,

npumep 12: 6-[3-6pom-2-drop-4-(3-ruapokcunpornokcu)penun]-5-metun-4,5-muruapo-2 H-nupunasus-3-oH,

npumep 19: 6-[3-x10p-2-¢prop-4-(3-ruapoxcunponokcn)hpernn|-5-metmn-4,5-auruapo-2H-nupraazun-3-oH,

mpumep  22:  6-[3-x70p-2-hTOp-4-(3-THIPOKCHTIPOTIOKCH)-5 -MeTrmiIheHnn |-5-metun-4,5-muruapo-2H-
MTUPHIA3UH-3-0H,

mpumep  24:  6-[3-Opom-2-dTop-4-(2-THIPOKCH-2-METHITIPOTIOKCH ) heHM | -5-MeThiI-4,5 -auruapo-2H-
MTUPHIA3UH-3-0H,

mpumep  26:  6-[3-Opom-5-hTop-4-(2-THIPOKCH-2-MeTHITIPOTIOKCH ) (heHMI | -5-MeTri-4,5 -auruapo-2H-
MTUPHIA3UH-3-0H,

npumep 31:  6-[3-x10p-4-(2-rUAPOKCH-2-METHIIIIPOIIOKCH)-S-MeTdeHun | -5-metuin-4,5-muruapo-2H-
MUpUAA3HH-3-0H,

npumep 36: 6-[3-xmop-2-Pprop-4-(2-ruApOKCH-2-METHIIIIPOTIOKCH )-5-MeTHIIheHIIT|-5-MeTin-4, 5 - Turuapo-
2H-nupuaa3us-3-oH,

IpuMep 40: 6-{3-x1n0p-4-[(2R)-2-ruppokcunponokcu|-5-metuidenun } -5-metnn-4,5-auruapo-2H-
MTUPHIA3UH-3-0H,

mpumep 44:  6-{3-xs0p-4-[(1-THAPOKCUIIHKIOTIPOITHII)METOKCH |-5-MEeTUIDEHWUI |} -5-MeTHI-4, 5-TUTHIIPO-
2H-nupuna3un-3-oH,

npumep 47: 6-{3-xmop-2-prop-4-[(1-ruApOKCUITMKIONPOITHIT)METOKCH |PeHIT } -5-MeThi-4,5-quruapo-2H-
MTUPHJIA3UH-3-0H,

npumep 48: 6-[3-6pom-2-drop-4-(2-runpokcumnponokc)perni]-5-metuin-4,5-quruapo-2 H-nmupugasua-3-oH,

npumep 53: 6-[3,5-nuxnop-4-(2-runpoxcurnponokcn)penni)-5-metmi-4,5-gurunpo-2H-nupunaszun-3-oH,

npumep 54: 6-[3-x10p-2-¢prop-4-(2-ruapoxcunponokcn ) hernn|-5-metmn-4,5-auruapo-2H-nuprnazun-3-oH,

npumep 55: 6-[3-x1n0p-4-(2-rUAPOKCUIIPONIOKCH)-S-MeTHIQeHm |-5-MeTnn-4,5-muruapo-2H-
NUPHUAA3UH-3-0H,

npumep 57: 6-[3-6pom-5-xsop-4-(2-runpokcurpornoxcu)penu]-5-metmi-4,5-nurunpo-2H-nuprunasus-3-oH,

npumep 59: 6-[2-dprop-4-(2-ruapoKcunponokcH)-3-BuHUIAPEHMII |-5-MeTH-4,5-nuruapo-2H-
MAPUIa3UH-3-0H,

npuMep 64: 6-[3-xmop-2-pTop-4-(2-ruapokcudyrokcH)henun|-5-metun-4,5 - muruapo-2H-nmupunasua-3-oH,

npumep 69: 6-[3-6pom-5-dTop-4-(3-ruapokcu-2,2-TUMeTUIANPOToKcH ) peHn | -5-MeTnun-4,5-quruapo-2H-
MTUPHJIA3UH-3-0H,

npumep 72: 6-[3-x0p-4-(3-THapOKCH-2,2- TUMETHIIIIPOTIOKCH )-S5 -MeTrmihennn |-5-metun-4,5-muruapo-2H-
MUpUAa3HH-3-0H,

npumep 99:  6-[3-xsop-5-drop-4-(4-runpokcn-2,2-mumeTHnOyToken ) heHun|-5-metuin-4,5-muruapo-2H-
MUpUAA3HH-3-0H,

npumep  100:  6-[3,5-nuxnop-4-(4-runpokcn-2,2-nuMeTnnOyToken ) henun|-5-metuin-4,5-muruapo-2H-
MUpUAA3HH-3-0H,

npumep  109:  6-[3,5-muxnop-4-(2,2-mudrop-3-rugpoxcunpornokcn)penun]-5-merun-4,5-quruapo-2H-
MTUPHIA3UH-3-0H,
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npumep 112: 6-[3-6pom-4-(2,2-gudTop-3-rUnpoKcurponokcn)-2-propdenun]-5-metuin-4,5-muruapo-2H-
MUpUAA3HH-3-0H,

npumep 113: 6-[3-xm0p-4-(2,2-1udTOp-3-THIPOKCHIIPOTIOKCH )-S5 -MeTHiIheHn |-5-MeTnin-4,5-muruapo-2H-
MTUPHIA3UH-3-0H,

mpumep 118: (5R)-(-)-6-[3-xmop-2-hTop-4-(2-ruapoKCH-2-METHITIPONIOKCH )peHII |-5-Me THIT-4, 5 - TUTHIPO-
2H-nupuna3un-3-oH,

mpumep  120:  (5R)-(-)-6-[4-(2,2-nudpTOp-3-THAPOKCUTIPOIIOKCH )-2-PTOp-3-MeTrheHnN |-5-MeThI-4,5-
nuruapo-2H-nmupunasun-3-oH,

npumep 124:  (5R)-(-)-6-[2,3-mudrop-4-(2-runporcu-2-MeTHIPOnoKeH ) peHmI|-5-MeTin-4, 5 - Turuapo-
2H-nupuna3us-3-oH,

npumep 125:  (5R)~(-)-6-[3-dprop-4-(3-runpoxcu-2,2-TMMETHIIIPONOKCH)-5-MeTHadenu |-5-metui-4,5-
nuruapo-2H-nupunasun-3-oH,

npumep 127:  (5R)-(-)-6-[3-6pom-5-x10p-4-(3-ruapokcu-2,2-uMeTHIIIIPOTIOKCH ) e HmI |-5-MeTni-4,5-
nuruapo-2H-nupunasun-3-oH,

npumep 131: 6-[3-x0p-2,5-mudTop-4-(2-ruapoKCcH-2-Me TUIATPOTIOKCH ) peHm | -5-MeTnn-4,5-quruapo-2H-
MTUPHJIA3UH-3-0H,

mpumep 137:  6-[3-xmop-2-pTop-4-(3-TUapoKcH-2,2- TMMETHUIIIIPOTIOKCH )-5 -MeTHIIh eHr | -5-MeTh-4,5-
nuruapo-2H-nmupunasun-3-oH,

IpuUMep 140: 6-[3-x510p-2,5-nudrop-4-(3-ruapoKcUTponokcH ) perw |-5-metmn-4, 5-muruapo-2H-
MTUPHIA3UH-3-0H,

npumep 142:  6-[3-x50p-4-(3-rHAPOKCU-2-METHIIIIPOIIOKCH)-S-MeTdeHu | -5-metuin-4,5-muruapo-2H-
MUpUAA3HH-3-0H,

npumep  148:  6-[3-x70p-2-Prop-4-(2-TUAPOKCUITPOIIOKCH)-S-MeTdeHu | -5-MeTrni-4,5-muruapo-2H-
MUpUAA3HH-3-0H,

IpuMep 151: 6-{3-x10p-2-Pprop-4-[(Z)-4-runpokcu-2-0yreHunokcu|-5-metundenun } -5-metnin-4,5-
nmuruapo-2H-nmupunasun-3-oH,

mpumep 155:  6-(3-xmop-4-{[(1S*,2R*)-2-(THApOKCUMETHI ) ITUKIOMPOITHI |[METOKCH } -5-METHI(PEHIIT)-5-
MeTmi-4,5-nuruapo-2H-nupuaa3sni-3-oH,

mpumep  159:  6-[3-xmop-4-(2,2-n1udTOp-3-THAPOKCUTIPOIIOKCH )-2-PTOp-5-MeTrmndeHnn |-5-meTnin-4,5-
nuruapo-2H-nmupunasun-3-oH,

IpuUMep 160: 6-[4-(2,2-muTop-3-rUAPOKCUTIPONIOKCH )-2-PpTOp-3,5-1umMeTnndenmn|-5-metun-4,5-
nuruapo-2H-nupunasun-3-oH,

npumep 167:  6-{3-xsop-2-¢pTop-4-[(1-TUIPOKCHIIUKIONPOIHI)METOKCH |-5S-MeTHIIheHNIT | -5 -MeThII-4,5-
nurunapo-2H-nupunasun-3-oH,

npumep 168:  6-{3-6pom-2-pTop-4-[(1-ruapOoKCHIIMKIONPONIT)METOKCH |peHm | -5-meTmn-4,5-1uruapo-
2H-nupuaa3us-3-oH,

npumep 170:  6-{3,5-nquxnop-4-[(1-ruapOKCHINKIONPOIIHI)METOKCH |(peHIIT | -5-MeTHI-4,5-muruapo-2H-
MUPHJIA3UH-3-0H, U

mpumep  184:  6-[2-pTop-4-(2-THAPOKCH-2-METHIIIPOTIOKCH)-3 -(Tprud TopMe TN ) heHnn | -5-meTri-4,5-
muruapo-2H-nmupunasun-3-oH.

10. JIekapcTBEHHOE CPEACTBO VIS MOJABICHHS POCTA KJIETOK OIYXOIIH, COZEpIKaIlee COCIUHEHNE TI0 JIIO-
6omy u3 1. 1-9 unm ero hapmareBTHIECKH MPUEMIIEMYIO COJTIb.

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB
Poccusi, 109012, MockBa, Manblii Yepkacckuit nep., 2
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