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OIIMCAHVE V3OEPETEHNUA
2420-552177EA/017
[IPOMBBOJHOE 5-METUII-6-$EHUII-4 ,5-OIUTUOPO-2H-TIMPUIASNH-3-0OHA

OBJsilacThk TeXHUMKM MB0OpeTeHMUs

[0001]

Hacrosmee wm300peTeHMe MOXET OTHOCUTBCS K I[IPOM3BOIHOMY b-
MeTUJI-6-beHnIi—4, S—nurnnpo-2H-nupuna3mMH—-3-0Ha, XapaKTepusyoleMycCs
IPOTHUBOONYXOJIEBOM aKTUMBHOCTHIO, B  UYACTHOCTM IIPOTUBOOIIYXOJIEBOMU
AKTMBHOCTBI B IT'OJIOBHOM MO3Te€.

VYpoBeHbL TexXHUKM MBoOpeTeHms:

[0002]

o HacTOoAWero BpeMeHU OBLIIO paszpaboTaHo MHOT'O
IIPOTUBOOIIYXOJIEBEIX  JIEKAPCTBEHHEX CpPelCcTB, C Tex II0Op Kak B
KaueCTBe aHTUOJIaCTOMHOT'O JI€KapCTBEeHHOTI'O cpencTea B 1940-x 1Tonmax
BIEPBEHE B MMPOBOM KJIMHMUECKOM IIpaKTUKe IIPUMEHAJICA a30TUCTHMN
unpuT. OODHAKO MHOITME U3 DTUX IIPOTUBOOIIYXOJIEBHX JIeKAPCTBEHHEX
CpencTB Takxe MOTYT TIIPOABJATL LMUTOTOKCHUUECKOEe BO3IEeMCTBUEe Ha
HOpMaJIbHEE KJIETKM M, TakuM o60pas30oM, MOI'YT IIPOABJIATL Cepbe3HHE
[IODOUHHE 20beKTH, Takue KaK  XeJIYIOUHO-KMUIIeUHad OVUCOYHKLUSA,
MMEeJIOCYIIPeCcCHsa M BHIIaIeHMe BoJioc. CleloBaTeJIbHO OOJIBIMMHCTBO BSTHUX
IIPOTURBOOIIYXOJIEBEIX JIEKAPCTBEHHEX CPeICTB MMenT OTPaHMUeHMS B
OTHOMEHUM MIPUMEHEHUS M YacCTO IMNIPOABJIART UYAaCTHUUHHE M KPaTKOCPOUHHE
50derTEl. Hapamy ¢ OocjieIHMMM pal3paboTkamMm B 00JacTM MOJIEKYJISPHOM
froJjioruM, OBJIa I[IOCTaBJIEHa 3alada MWIOSHTUOUIIMPOBATH MOJIEKYJISPHEE
MUIIEeHU, XapakTepusywonmmecs BoJiee BLHICOKOM CeJIEKTUBHOCTBIO B
OTHOMEeHMNM OIlyxXoJiel, C ULeJibD  VYIydlleHusa 5S0bpexkTa M IIODOUHOTO
>0bexkTa, M TaKMe WCIBTaHMA OOCTUIJIM OIpeleJIEHHOTO [IpoTpecca.
OOHaKO TIIOJIOXUTEJIbHEIE 320QeKTH He ABJIAOTCA TaKMMM, KaK OXUIOalnTCSa B
OMIYXOJIAX, KOTOPHE MMElT HU3KYID SKCIPeCCUui/BKJAl MOJEeKYJISPHHX
MumeHel, a [Io0ouHbEe 5hPeKTH He CTOJIb HUMBKMe, KaK »2To TpebyerTcd.

TakuMm  oBpas3oM, TpedoBalloCh paspadboTaTrs HOBHIE JIEKapCTBEHHHE

cpencTBa.

[0003]

HexoTophe IPOTUBOOITYXOJIEBEE JIeKapCTBEHHHE cpencTea,
comepxamue bparmeHT beHUNIIUTUOPOTIVPYIAA3MHOHA, KOTOPHM

InpenycMaTpmMBaeTCAd B HaCTOAIIleM MBOGpeTeHMM, M3BeCTHE, OIDHaAKO BCe



2TU CTPYKTYPH  OTJIMUAKTCSA oT TaKOBEIX COTJIaCHO HacToAleMy
n300peTeHND (MCTOUHMK  [aTeHTHOM  JIMTepaTypH 1 M  UCTOUHUK
IIaTeHTHOW JIMTepaTypPH 2) .

CrMcok JIUTepaTyPH

[IaTeHTHaAss JIUTepaTypPa

[0004]

[PL 1] WO 2009/114993

[PL 2] WO 2014/164704

KpaTkoe ommcanue mnsobpeTeHUS

TexHnueckast 3agaua

[0005]
OcHOBHa4dg LeJib HacTodmero n3o0peTeHns 3aKjouyaeTcs B
obecrneyeHUn COoeIMHEeHUdd, oBJlamamnimero CUJIbHEIM  IIPOTHMBOPaKOBEM

50beKTOM, C HUI3KUMU [IOOOUHEIMM BdbeKTaMM, KOTOpOe, KaK OXMUIOaeTCHd,
oBJlaZaeT xXopolel PpacCTBOPMMOCTBLIO B BOIE.

Pemenmne SBamaudum

[0006]

ABTOPH HaCTOAMEIO MU300peTeHUS BCECTOPOHHE U3YUMIIM, a 3aTeM
OBHaPYXUIIN, UyTO HOBOE COeIMHeHUE, IpencTaBJIeHHOEe  CJlelyiomen
bopmyJsion (1), obJjlagjaeT CUIJILHOM IIPOTHMBOOIIYXOJIEBOM AaKTUBHOCTLIO, B
YAaCTHOCTM IPOTUBOOIIYXOJIEBOV AaKTMBHOCTBIO B TOJJOBHOM MO3T'e. Ha
OCHOBaHUU HOBEIX pPes3yILTaToOB HacTodlmee ns3obpeTeHne OBLJIO
pealrM30oBaHoO. HacTodmee wm300peTeHMe IpeldyCMaTpMBaeT IPOM3BOIOHOE
5-MeTmii-6-beHusi-4, S-ournnpo-2H-nrupmnoasuH-3—-0Ha, npencraBJIeHHOE
ciaenyome dopmyJsion (1), mIM ero odapMalleBTUUECKM IpMeMIIeMyl COJIb
(maJjiee Ha3EBaeMywn VHOT Oa "coenoMHEeHUEM 110 HaCTOAmeMy
n3obpeTeHUn") . HacTodmee n300peTeHre B OCHOBHEIX uepTax
IPUBOIUTCSA HUXE.

[0007]

(IlyakT 1) . CoenmmHeHMe OGopMyJiEl (1) :

[xmuM. 1]



WUIM eTro dapMalleBTUMUECKM IIpMeMiieMas COJib,

Toe

Rt - R? HeszaBuUCHMMO MNpPeOCTaBILT CcoOOOM aToM BOIOPOILE,
raJIoTeH, CH, CN, Ci-g@JIKMJIBHYID  TPYIILY, TaJIoOTeHupoOBaHHylD  Cq-
GAJIKMIIbHYID TpPyHny, Co gallIKEHUJIbHYD TpPyHny, Ci_¢aJIKOKCUTPYIIY WK
TaJIOTeHMPOBAaHHYK C1_gaJIKOKCUTPYIINY, OPpM YCJIOBUM, UYTO OIOMH WMJIM IBa
us R - R? mpepmcraBigoT coBoli aTOME BOLOPOAa, HO He BCe TPU WK
yeTHpe M3 HUX IpelcTaBJISoT cofo¥ aTOMHE BOOOpOHa, U

Y mnpencraBageT coboy CigalJIKMIEHOBYID MIN Cor galIKEHUJIEHOBYIO
Tpynlly, T'Ie aJIKMJIeHOBas WM aJIKeHMJIEHOBasa Tpyllla MOXeT OHTb
3aMelneHa OOIHUM WU HEeCKOJIbK/MA 3aMeCTUTEJIAMA, He3aBUCKMO
BHOPAHHEMMY M3 TPYIIH, cocTodgmer U3 Ci_saJIKMJILHOM TPYIIIH, TaJloreHa
u TaJIOTeHUPOBAHHOM C1_s@JIKMJILHOM TPYIIIIH, Toe OOIIOJIHUTEJILHO
IOOCTYIIHEM nJIs 3aMemeHmsa aToM yTJjlepona B 3aMecTuTeJe,
CBASHBAKMUNCS C aJIKMJISHOBOM WMJIM aJIKeHMJIEHOBOM TPYIINION, U IpyTou
OOCTYIIHEM  IJIS  3aMelleHMs aToM YyIJlepola B aJIKMJIIeHOBOM  MJIU
aJIKEeHUJIEHOBOM TpyIllle WJIM »OBa JOCTYIHHX OJS 3aMelleHrMsa aToMa
yIJlepona B 3amMecTuTese, CBA3HBAMMUXC c aJIKMJIEHOBOM W
aJIKeHUJIEHOBOM TPYIIIoN, MOTYT BHITE 00BbeOVHEeHE BMECTe c
obpasoBaHMeM 3-6-UJIEHHOTO YIJIEPOIHOTO KOJbIla.

[0008]

(IlyaxkT 2) CoeIMHeHMe TIIO0 NOyHKTy 1 MM ero ¢QapMalleBTUUYeCKHU
npreMsieMas CcoOJIb, DIIe Jmobhe mnBa u3 R!' - R? mnpepmcrasigoT coBoit

aTOMEI BOIOOpOIoa.

[0009]
(IlyuxT 3). CoemMHeHMe II0 IOYHKTY 1 WJIM IOYHKTY 2 WJIM eTo
bapMalleBTUUYECKHA npremiieMa s COJIb, roe Rt - R4 He3aBUCUMO

IpencTaBJg0T coBoM aToM Bomopoma, rajoreH, OH, CN, Ci ,aJIKMJILHYIO



TPYINnY, TaJIOTeHUPOBAHHYID Ci 4aJIKWJIBHYD TPYIIIIY, Cy_4aJIKEHUJILHYIO

Tpynmny, Ci1 4aJIKOKCUTPYIIITY WM TaJIOTeHUPOBAHHYD Ci 4aJIKOKCUTPYIIILY .

[0010]
(IlyHKT 4) . CoeOMHeHUe 1o IIYHKTY 1 WJIN 2 MJIN ero
bapMalleBTUUYECKHA npremMiieMa s COJIb, roe Rt - R4 He3aBUCUMO

nperncTaBiagoT co®oM aToM BOHOpoIa, aToM oTopa, aTom xJjopa, OH,

CN, Ci4aJIKMJIbHYID TPYIIIY, BUHWIILHYD T'pyldinly uin Ci; 4aJIKOKCUTPYIIILY .

[0011]
(IllyaxT 5). CoeImMHeHMe IO JoOOOMYy M3 IIOYHKTOBR 1-4 wiIM eTo
bapMalleBTUUECKHA npmremiieMa s CcOoJIb, roe aJIKMJIeHOBasA W

aJIkeHMJIeHOBAa A rpylrna B Y  3aMelleHa  OIHMM MJIM  HEeCKOJIbKMMU
3aMeCTUTeJIIAMM, HEe3aBUCUMO BHOPAHHEMM M3 IPYIILE, cocTodamen mu3 Ci-
JAJIKMJILHOM  TPYIINH, TajioTeHa ¥ TaJloOTeHUPOBaHHOM  Ci_4aJIKMJILHOM
TPYIINE, T'Ae OOMNOJHUTEJLHO IOCTYIHHM IJIS BaMelleHMsS aToM yIJlepola
B 3aMecTuTeJle, CBA3HBaMMUMCA C aJIKMWJIEeHOBOM WM aJIKeHUJIeHOBOM
TPYINOM, ¥ »OpyToM IOCTYIHHM IJIS 3aMeleHMsa aToM yIJlepoda B
AJIKMJIEHOBOY WM aJIKeHMJIEHOBOW TpyIle WIM OBa OOCTYIIHBEIX OJIA
3aMelneHm s aToMa yoJjiepona B 3aMecTuTele, CBSA3SHBAKIIUXC A C
AJIKMJIEHOBOM WMJIM AaJIKeHMJIEHOBOW TPYIIION, MOTYT OBTL OOBeIMHEHE
BMeCTe C ofOpasoBaHMeM 3-6-UJIEHHOTO YIJIEPOOHOTO KOJIbla.

[0012]

(IlyuxT 6). CoemMHeHMe IO JOOOMYy M3 IIYHKTOB 1-4 WM ero
bapMalleBTUUECKM IIpHeMIIeMas COJIb, I'Ie aToM yIJulepoma aJIKMJIeHOBOM
MM aJIKeHUJIEHOBOM TPYIIIIH B Y 3aMelneH OOHUM  WJIN IOIBYMS
3aMecTUTeJIIMM, He3aBUCUMO BHOPAHHEIMM M3 ITPYIIIL, cocTosmer us Ci_
JAJIKMJIBHOY TPYINH UM TaJloTeHMpoBaHHOM Ci 4aJIKMJILHOM TPYIINHE, IOe
OOIOJIHMTEJIBHO aToM YIUIepola 3aMelleH IBYMS 3aMeCTUTeJIIMU, IIpHu
STOM KaxXxOuM OOCTYIIHBM @OJIA 3aMelleHMsa aToM yIulepoda B IBYX
3aMeCTUTEJIAX MOXeT OHTb OOBeIMHEeH BMecTe C oOpa30BaHMEM 3—-6-

UWIEHHOT'O YIJIepOIOHOI'O KOJIkIla.

[0013]
(IlyaxT 7). CoeIMHeHMe IO JoOOOMYy M3 IOYHKTOR 1-4 WM eTo
bapMalleBTUUYECKHU npremiieMa s COJIb, rge aJIKMJIeHOBasA WM

aJIKeHWJIeHOBAaA I'pylna B Y He COOEPXUT KakKom-JmbOo 3aMeCTUTeJIb .

[0014]
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(IlyaxT 8). CoeIMHeHMe IO JoOOOMY M3 IOYHKTOR 1-7 WM e€TO0
bapMalleBTUUECKM TIIpMeMIIeMasd COJIb, TIIOe coenurHeHMre o¢QopMyJiel (1)
IpencTaBJIeHO clenyiomey GoopMyJIon:

[XuM. 2]

‘e R

/

0 “CH,

[0015]

(IyuxkT 9). CoenMHeHMe IO IIYHKTY 1 WIM ero oGapMalleBTUUECKU

npuemseMas COJIb, KOTOpOe BHOPaHO M3 CJIeIyRIMX COeOMHEHMN:

IpUMeD 1: 6— [3-0poM-5-xJ10p—4- (2-TUOPOKCU—2—
MeTUJINIPOonokcHu ) beHui] -5-MeTuii—4, S—-ourunpo-2H-nupunasmuH—-3—-0H,

IpUMep 2: 6-[3, 5—ouxjiop-4- (2-TUOPOKCU—2—
MeTUJINPOoNoKCcHK) peHMII] —S—-MeTuin-4, S—-ourunpo-2H-nupmuoasmH—-3-0H,

[IpUMEP 7 6— [3—-xJop—-5-bTOop—-4- (3—-THUOPOKCU—2, 2—
OVME TUJIIIPOINOKCK ) eHMJI] —b—-MeTuii—-4, b—ourunpo-2H-nupuna3mMH-3-0H,

npuMep 12: 6-[3-0poM—2-0pTop—-4- (3—-TMOPOKCUIIPOIIOKCHU ) QeHUII] —5-
MeTui—-4, 5—-ournopo-2H-nupuna3nH—-3—-0H,

npuMep 19: 6-[3-xjop-2-0Top-4- (3—-TMOPOKCUIIPOIIOKCHU ) QeHUII] —5—
MeTui—-4, 5S—-ourmnpo-2H-nupuna3nH-3—-0H,

[IPUMEP 22 6— [3—-xJI0p—-2-bTOop—4- (3-IMOPOKCUIIPOIIOKCHK) —5-
MeTuideHnI ] -5-MeTmii—4, S-ourunpo-2H-nmpunasmMH-3-0H,

[IPUMEP 24 6- [3-0poM—2-pTOop—-4- (2-TUOPOKCU—2—
MeTUJINIPOIIOKCHK ) QeHMII] —5—-MeTmii—4, S—ourmunpo-2H-nmpunasmH—-3-0H,

[IPUMEDP 26: 6- [3-BpoM—5-¢TOop-4- (2-TUOPOKCU—2—
MeTUJINIPOIIOKCHK ) QeHMII] —5—-MeTmii—4, S—ourmunpo-2H-nmupunasmHa—-3-0H,

[IPUMEDP 31: 6— [3—-xJ0p—4- (2-IMOPOKCU—2~MEeTUJIIIPOIIOKCHU ) —5—
MeTuideHmI ] —5-MeTmii—4, 5S—ourunpo-2H-nmpunasmH—-3-0H,

npuMep 36: 6-[3-xJ0op-2-0Top-4- (2-TUMOPOKCU—2—METUJIIIPOIIOKCH ) —
S5-MeTmndenu] -5-MeTmii-4, S-ournnpo-2H-nnproasmuH-3—-0H,

npuMep 40: 6—{3-xJyop-4-[ (2R) —2-TUIPOKCUIIPOIIOKCH ] —5-—

MeTuIQeHnI } —5-MeTuii—4, S5S—ourunpo-2H-nmpunasmHa—-3-0H,



npuMep 44: 6—{3-xJyop-4-[ (1 -TMIPOKCUIIMKJIIONPONINII) METOKCHU ] —5—
MeTuIdeHnI } —5-MeTmii—4, S—ourmunpo-2H-nmpunasmH—-3-0H,

[IPpUMEP 47 6—{3-xjop-2-¢Top-4-1[ (1-
TUIPOKCULIMKIIONPONIWII) METOKCHU ] beHMII } —S5—-MeTmi—-4, S—nurunpo-2H-
nMpunasuH—-3-0H,

npuMep 48: 6-[3-0poM—2-0Top-4- (2-TUMOPOKCUIIPOIIOKCHU ) QeHMII] —5-
MeTui—-4, 5S—ourrnpo-2H-nupunasmH-3-0H,

[IpUMEP 53: 6-[3, 5—ouxJjiop—4- (2-I'MOPOKCUIIPOIIOKCH ) beHMII] —5-
MeTui—-4, S—ourrnpo-2H-nmpunasmH—-3-0H,

npuMep 54: 6-[3-xJ0p-2-0Top-4- (2-TUMOPOKCUIIPOIIOKCHU ) QeHMII] —5-
MeTui—-4, S—ourrnpo-2H-nmpunasmH-3-0H,

npuMep 55: 6-[3-xJop-4- (2-TUMOPOKCUNPOIIOKCHU ) —5—MeTuJIdeHMII] —
5-MeTnii-4, S5S-ournopo-2H-nupunasmMH-3-0H,

npuMmep 57: 6-[3-0poM—-5-xJi0p—4- (2-TUOPOKCUIIPOIIOKCK) beHnJI] —5-
MeTmJI-4, S-ourunpo-2H-nupraoasmH—3—-0H,

npuMep 59: 6-[2-bTop—-4- (2-TUMOPOKCUIIPOIIOKCHU ) —3-BUHUIIQeHWII] —5-
MeTuJI-4, S-ourunpo-2H-nuprnasmH—3—-0H,

npuMep 64: 6-[3-xjop-2-0Top—-4- (2-TUOpOoKCUOYTOKCH) QeHMJI] —5-
MeTui—-4, 5—-ouruopo-2H-nupunasmMH—-3-0H,

[IpUMEP 69: 6— [3-0poM—-5-bTOop—4- (3—-TUOPOKCU—2, 2—
OVME TUJIIIPONOKCK ) eHMII] —b—-MeTuii—-4, b—ourunpo-2H-nupuna3mMH-3-0H,

npumMep 72: 6-[3-xJjop-4- (3-TUOPOKCU—2, 2—OVMEe TUJIIIPOIIOKCHU ) —5—
MeTuindeHnI ] -5-mMeTmii—-4, S-ourunpo-2H-nmpunasmMH-3-0H,

IPpUMEP 99: 6— [3—-xJop—-5-bTop—-4- (4-THUOPOKCU—2, 2~
OIMMeTHUIIOYTOKCHK ) beHMII] —S—MeTuin-4, S—-nurunpo-2H-nupuomasmH—-3-0H,

[IPUMEP 100: 6-[3, 5—ouxjop-4- (4-TUOpokrCcu—-2, 2-
OIMMeTHUIIOYTOKCHK ) beHMII] —S—MeTnin-4, S—-nurunpo-2H-nmpmuoasmMH—-3—-0H,

[IPUMEP 109: 6-[3, 5—ouxJjop-4- (2, 2—-oudTop—-3-
TUIPOKCUIIPOIIOKCHK ) eHMII] —5—-MeTuii—-4, b—nurunpo-2H-nupuna3mMH-3-0H,

npuMep 112: 6-[3-06poM—4- (2, 2-0udTOop—3-TMOPOKCUIIPOIIOKCHU) —2—
bTopbennn] -5-mMeTuii-4, S-gurunpo-2H-nnpruia3nH—-3-0H,

npuMep 113: 6-[3-xJop—-4- (2, 2-0udTop—-3-TI'MOPOKCUIIPOIIOKCHU) —5—
MeTuideHnI ] —5-MeTmii—4, 5S—ourunpo-2H-nmpunasmH—-3-0H,

npuMep 118: (5R) = (=) -6-[3—-xyop-2-dpTOop—-4- (2-TMOPOKCHU—2—

MeTUJINIPOIIOKCHU ) QeHMII] —5—-MeTmii—4, S—ourunpo-2H-nmpunasma—-3-0H,



npuMep 120: (5R) = (=)-6-14-(2,2-nudTOop—3-TUIPOKCUIIPOIIOKCH) —
2-pTop-3-MeTuideHWI] -5-MeTmii—-4, S-ourmunpo-2H-nmpunasmH-3-0H,

opuMep 124: (5R) = (-)-6-12,3-oudTop—-4- (2-TUIPOKCU—2—
MeTUJINIPOIIOKCHU ) QeHMII] —5—-MeTuii—4, S—ourunpo-2H-nmupunasma—-3-0H,

npuMep 125: (BR) = (-)-6-[3-0dTOop—-4- (3—-TUOPOKCU—2, 2—
OVIMe TUJIIIPOIIOKCHU ) —S—MeTuideHmI1 ] —-5—-MeTuii—4, S—ourunpo-2H-nmrpuna smH-—
3-0H,

npuMep 127: (5R) - (=) —-6-[3-0poM—-5-xJjiop—4- (3-TMOPOKCU—2, 2~
OUME TUJITIPOIIOKCH ) beHMII] —5—-MeTuii—4, S5—ourunpo—-2H-nupuna3mH—-3—-0H,

[IpUMEP 131: 6— [3—-xJ0p-2, S5—nuprTop-4- (2-ITMOpPOKCU-2—
MEeTUJIIPONIOKCHU ) eHMII] -5-MeTuii—4, S—ourunpo-2H-nmupunasma—-3-0H,

[IpUMEP 137: 6— [3—-xJ0op-2-bTOopP—-4- (3-TUOPOKCU—2, 2—
OVME TUJINIPOIIOKCHY ) —5-MeTuIIbeHnII ] —5-MeTuii-4, S-aurmunpo-2H-nuprna3uH-
3-oH,

IpUMeD 140: 6- [3—-xJjiop—-2, S—oudpTop—-4- (3-
TUOPOKCUIIPOIIOKCHU ) deHuII] —5-MeTui—4, S—-ourunpo-2H-nmupuna3mMH—-3-0H,

IpUMeD 142: 6— [3-xJ0p—-4- (3-TUOPOKCU—2-MEeTUJIIIPOIIOKCH) —5-
MeTuJIpeHMI] —5-MeTuii—-4, b—-ogurugpo-2H-nupuona3mMH-3-0H,

IPpUMEP 148: 6— [3—-xJ0p—-2-bTOopP—-4- (2-TUOPOKCUIIPOIIOKCH) —5-—
MeTuindeHns] -5-mMeTmii—-4, S-ourunpo-2H-nmupunasmMH—-3-0H,

IpUMEP 151: 6-{3-xJyop-2-dTop-4-[ (Z) -4-TUOpPOKCU- 2~
OYTEeHUIIOKCHK ] —S5-MeTuideHuI } —5—-MeTuii—4, S—-ogurunopo-2H-nmupunasmHa—3-—
OH,

npruMep 155: 06— (3-xjop-4-{ [ (1S*,2R*)-2-
(TMOPOKCUME TUJI) UMKJIONIPONIWJI ] METOKCHK } —5b—-MeTuIIdeHmJI) —5-MeTmii—4, 5-
ourmopo-2H-nupuna3mnH-3—-0H,

npuMep 159: 6-[3-xJop—-4- (2, 2-0UdTOop—-3-TUMOPOKCUIIPOIIOKCHU) =2~
drop-5-MeTndeHm ] —5-MeTmII—-4, S-ourunopo-2H-nmMpniasmuH-3—0H,

[IPUMEP 160: 6-[4- (2, 2-0UdTOP-3-I'MOPOKCUIIPOIIOKCHK) —2—OTOop—
3, 5—mumeTuabeHnn] -5-metui-4, S-gurunpo-2H-nnpruia3nMH—-3-0H,

[IPUMED 167: 6—{3-xyjop-2-¢Top-4-1[ (1-
TUOPOKCULUUKJIIONPOIWII) METOKCK | —5—MeTriibeHMJI } —5—MeTmJi—4, 5—Ourmungpo-
2H-nimpunasmH—-3-0H,

[IPUMEP 168: 6—{3-0pomM—2-¢pTOop-4-[ (1-
TUIPOKCULIMKJIIONPONINII) METOKCHU | beHMII } —S5—MeTmi—-4, S—nurunpo-2H-

nMpuoasnH-3-0H,



npuMep 170: 6-{3, b—muxjop-4-[ (1-
TUIPOKCULIMKJIIONPONINII) METOKCHU | beHMII } —S5—MeTmi—-4, S—nurunpo-2H-
IVpMOasyH—3—-0H, U

[IPpUMEP 184: 6-[2-0TOp—-4- (2-IMOPOKCU—2-MEeTUJIIIPOIIOKCHU ) —3—
(TpudpTOopMeTIIT) beHMI ] —5-MeTui-4, S—ournnpo-2H-nupuna3smuH-3—0H.

[0016]

(ITyHKT 10). dapmMalleBTUUECKAA KOMIIOBULINSA, comepxama g
COenOMHEHMe TII0 JboMy M3 IIYHKTOB 1-9 wmiaM ero odapMalleBTUUeCKU
IpUeMIIEMYI0 COJIb .

[0017]

(IyuxT 11). CpemncTBO IJA JeUeHMS 3JI0OKAaYeCTBEHHOM OIIyXOJIH,
comepxauee COoeOMHeHNue 1o JIOOMY M3  IIYHKTOB 1-9 wim ero

bapMalLleBTUUECKM IPpUEeMIeMyln COJIb.

[0018]
(IIyHKT 12). Crioco0 JIeueH A VI npenynpexneHn
3JI0Ka4eCTBEHHOM OIlYyXOJIU, IpenycMaTPUEalmmui BBeIeHUe

TepalleBTUUYEeCKM 5OOeKTUBHOTO KOJIMUeCTBa COeIMHEeHUA II0 JIoOoOMYy U3
IOIYHKTOB 1-9 wmiau ero dapMaleBTHUUECKM IIPpUeMJIeMOV COJIM IIallMeHTY,
HYXIDalIeMyCs B 3TOM.

[0019]

(IlyaxT 13). dapMalleBTMUEeCKasad KOMIO3ULUMA IIO0 NOYHKTY 10 14
IpUMeHeHUSI B JIeUeHUM MM NpelylpexXIeHUM 3JIOKaueCTBeHHOM OIIYyXOJIN.

[0020]

(IlyaxT 14). IlpMMeHeHMe COeIMHEeHMS I10 JIOOMYy M3 IIYHKTOB 1-9
UM ero ¢apMalleBTHUUECKM IIpMeMJIeMOM COJIM B M3TOTOBJIEHUM CpeICcTBa
OJIs JIeueHUS 3JI0KAaUeCTBEHHOM OIIyXOJM.

[0021]

[lpenmouTMTeJIbHO, 3JIOKadeCTBeHHasd OIyXOJik, OIpelejlIeHHad B
BHIleyKas3aHHEIX NIYyHKTax 11-14, npexncrTaBjaseT coboM, B UYacTHOCTH,
OIIYXOJIb TOJIOBHOT'O MO3Ta.

SbdbexT mMzobpereHUS

[0022]

CoeMHeHMVEe TII0 HACTOMAIEeMy M300pPeTeHUI MOXeT OHTH II0JI€3HEM
CpeICTBOM IJg JeUueHMsa OIIyX0oJM, B UYaCTHOCTM 3JIoKaueCTBeHHOM
onyxoJim, O6oJiee TIOOPOOHO, COEIMHEHMEe HGBJIAETCS IIOJIE3HEIM B KaudecTBe

HOBOIT'O CpelCTBa IJIA JIedeHMA OIIyXoJiM T'OJIOBHOI'O MO3T'a Y oeTe,



BHIOpAHHOW M3 TPYIIE, COCTOAMEeM U3 acCTPOLMTOME, 3JI0KaueCTBEeHHOM
MenyJIJI00JIaCTOMH, SMOPUOHAJBHO-KJIETOUHOM OITY XOJIN,
KpaHMOoQapMHTVOMEL UM DIIEeHIVMMOME; ONyXOJIM  TOJIOBHOTO MO3Ta Yy
B3POCJIEX, BHOPAaHHOW U3 TPYIIIH, COCTOAMENM M3 TJIMOMH, MEeHWHTMWOMEH,
ameHOMHE TuNodMza U ONyxXoJM OBOJIOUKM HepBa; paka TOJIOBH U Ieu,
BEHIOPAHHOTO M3 TPYINH, COCTOAMEM M3 paka BepXHEUeJIOCTHOTO CHMHYyCa,
bapuHTeallbHOTO paka (HaopuMep, PpakK HOCOTJIOTKM, pPak PpPOTOTJIOTKM,
TunobapuHIrealIbHEM — pak), paka TOopTaHM, paka pPOTOBOM IIOJIOCTH
(HampuMmep, pak TyOH, pPakK [A3HKa) ¥ pakKa CJIIOHHHX Xejle3 (HalpuMep,
pak OKOJIOYIHOM XeJie3bl); paka I'PYyIOHOM KJIETKM M OIIYyXOJiM, BHOpPaHHOM
us TPYIIIH, cocTodmen us3 MEJIKOKJIETOUHOT'O paka JIeTKOTO,
HeMEeJIKOKJIETOUHOTO paka JeTKOoT'0o, TUMMOME ¥ Me30TeJIMOME; paka
XKeJIYIOUHO-KUIIEeYHOTO TpaKTa UM OIYyXOJM, BHOpaHHOM U3 TPYIIIH,
COCTOAmMEN M3 pakKa OulleBoOa, paka I[edeHM, IIepBMUHOTO paka IledeHN,
paka XKeJJUHOTO IIy3HpPs, paka XeJJUHHX I[IPpOTOKOB, paKa XeJlyOka,
KOJIOPEKTAaJLHOTO paka (HalpuMep, pPeKTaJlbHEM pak, pakK aHaJIbHOTO
KaHaJa), paka IIOIKEJIYOOUHOM  XeJIe3H U SHIOOKPUHHOM OIIYyXOJIN
IIOMXeJIyOOUHOM  XeJle3H; pakKa MOUEIOJIOBOM CUCTEMEL UM  OIIYXOJIH,
BHIOpaHHOM M3 TPYIIH, COCTOAmeM M3 paka I[OJIOBOTO UWJjleHa, paka
[IOUEUHOM JIOXAaHKU/MOUETOUHNKOB, II0UEeUHO-KJIETOUHOTO paka, OIYyxXoJu
AYYUKaA (Taxxe Ha3LBaeMOM HOBOOOpPa30BaHUEM auykKa) , paka
npencTaTesbHOM XeJle3h, paka MOUeBOTO IIy3HpPs, OIIYyXOJM BuibMca u
YPOTeNraJIbHOM  KaplMHOME; TVHEKOJIOTMUECKOTO paka U OIIyXOoJwu,
BHIOpPAHHOM M3 TPYIIIH, COCTOAMEN W3 paka BYJBLBH, paka MeVKM MaTKHU,
paka TeJjla MaTKM, paka SHIOMEeTPMSA, CapKOMH MAaTKM, XOPUOKAPLMHOMH,
paka BJIaTaJauma, paka  MOJIOUHOM  XeJIes3H, paka AVYUHUKOB u
SMOPUMOHAJNILHO-KJIETOUHOM OITyXOJIM SAWUYHMKOB,; CAPKOMB MATKMX TKaHeW Yy
B3POCJIEIX U IeTel; OIyXOJM KOCTH, BHOPAHHOM W3 TPYIIIHE, COCTOAMEN
M3 OCTEeOCAapKOMH M ONyxoJiu MHTa; paka SHIOKPUMHHOW TKaHW U
OMIyXOJIM, BHOPaHHOW W3 TPYIIH, COCTOAmMEer U3 alJpeHOKOPTUKAJILHOM
KaplMHOMEL ¥ paka MUTOBUIOHOM XeJIe3H; 3JIOKaueCTBEHHOW JIMMOOME U

ﬂeﬁKOSa, BBI@paHHBIX ns3 T'PYyIIIIEL, cocTodgmen nus 3JI0KaUYeCTBEHHOM

JIMMOOMEL, HEeXOIXKMHCKOM JIMPOMEL, XOIKKMHCKOMN JIMMOOMEL,
MHOXECTBEHHOM MMEJIOMEL, [1JIa3MOKJIE TOUHOM Oy XOJIU, OCTPOTO
MMEJIOMIHOTO Jlerkos3a, OCTPOTO JIMMOOBIJIaCTHOTO JIeMKo3a, T-

KJIETOUHOTO JIEMKO3a—JIMMOOME YV BB3POCJIHX, XPOHMUECKOTO MMEJIOMOHOTO
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JIeMKo3a M XPOHMUEeCKOTO JMMPOLUMTAPHOTO JeWko3a; WM pakKa KOXu U
OIIYXOJIN, BHOpPaHHOM n3 TPYIIIIH, cocToAmen n3 XPOHUUECKOTO
MUEJIONIPOandepaTMBHOTO pPacCCTPOMCTBA, 3JI0OKaueCTBeHHOM  MeJIaHOMH,
IIJIOCKOKJIE TOUHOM KapLUWHOMEI, 6aszaJIbHOKJIETOUHOMN KapLUMHOMEI u
IPUOOBUOHOTO MUKO3a. B YaCTHOCTH, OXMUIAETCSH, UYTO COeIOMHEeHMEe IO
HacTogleMy MN300peTeHND oynoeT XapaKTepnusoBaTbLCHA BEICOKOM
BesonacHOCThIO, HalpuMep, IO TOM MOIpUUMHEe, UYTO COoeIMHeHMre He
obJlamjaeT MMEJIOCYINIPEeCCHUMBHEM BO3OEMCTBMEM WJIM T. II., YTO SABJISETCH
JyacTo BCTpevanlMC g IIOBOOUHEIM sbdexrTOM pu [IpYMeHEeHUNU
TPaIMLMOHHOTO CpPenOCcTBa I[IPOTHB 3JIOKAaUeCTBEHHEX OoIyxoJjiel. Kpowme
TOTO, COeldMHeHMe XapaKTepMu3yeTCs XOpolley pacTBOPMMOCTBIO B BOIe,
[IOBTOMY OXMIOaeTCsa, UYTO eTlo MOXHO OymeT IIPUMEHATL B JIeUeHUU
IIOCPEeNCTBOM Pa3JIMUHEIX IIYTeM BBeIeHMUd.

OmmMcaHMe BapMAHTOB OCYIUEeCTBJIEHUS

[0023]

CoemuHeHMe IIO HacCToAlleMy M300peTeHMI0 MOXeT HaXOOUTLCHA B
bopme roparTa U/ U coJibBaTa, u CJIenoBaTeJIbHO HacTodlmee
coeIMHeHMe TakKXe OxXBaTHBaeT MX IMOpaT U/UIM COJILbBaT.

[0024]

CoellMHeHMe TII0 HacTodlleMy M300peTeHMI MOXeT MVMEeTb  OIMH
XVPaJIbHEM aToM YyIJlepola WM Heofsa3aTelIbHO HEeCKOJIBKO XUpPaJibHHX
aToOMOB yIJlepona. FEcim He yKas3aHO MHOe, TO COeIMHEeHMe TIIO
HacToAmeMYy M300peTeHMI TaKXe OXBAaTHBAeT BCe eIr'0 CTepeOM30MEDH.

CoemmHeHMe OGopMyJiH (1) MOXeT comepXaTb XMPaJbHHEM YIUIEepOoI B
5-M HOJIOXeHUM eI'0 odparMeHTa 4, 5-nurmopo-2H-nupunasmH-3-oHa. Eciwm
He yKa3aHO WMHOe, TO CcoelIMHeHMe O¢opMyJiel (1) MOXeT OXBaTHBATh BCE
CTEPEOUBOMEPH, IpennouTUTEeJIbHO CTEPEOU3OMED, comepxammui R-
KOHQUIT'Ypaluuln B 5-M IIOJIOXEHUMN .

[0025]

Kpome ToT0O, CoenmMHeHMe ©QopMyJiEl (1) (bopma meviTepud), B
KOTOPOM JIOOOM OOMH WJIM HEeCKOJILKO aToMOB 'H 3aMemeHH aToMaMu
H(D), BXOOUT B OOLEM HaCTOAMEIO M300pPEeTeHM .

B kpucTasuie coelIVMHeHMSA GQOpMYyJIHL (1) MIM ero QapMalleBTUUECKU
IpueMJIeMOM COJM MOXeT MMeTh MeCcTO IIOJMMOPpOM3M, M CcJeldoBaTeJIbHO
TakoM IMOJUMOPOM3IM KPUCTAJIJIOB TaKXe BXOOUT B O0O0BEM HACTOAMEIO

n300peTeHuAa.
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[0026]

Kaxnemi TepMMH, MCIOJB3YEeMHEM B ITaHHOM IOKYMeHTe, IIOSCHSeTCH
HUXe .

TepmmH "rmajoreH" B JaHHOM JIOKYMEHTEe O3HadaeT aToM @Topa,
aToM XJjiopa, aToM OpoMa MWIM aToM Monma. lIpellodTUTesIbHO, OH
IpeIcTaBJIgeT COoOOM aToM @Topa MIM aToOM XJopa.

[0027]

Tepvuu "aJgkuJbHag Ipynmna" B0 ODaHHOM IOOKYMeHTe  O3HadaeT

HaCHIMIEHHYIO YTUIEBOOOPOIOHYIO TPYIITY C HpFIMOﬁ I paBBeTBJ’IeHHOIZ

LIenso. Hanpumep, "Cigzanxkma" wmim  "Ci_gaJIKkMII" o3HauvaeT  aJIKWII,
comepXamu¥ COOTBeTCTBeHHO 1-4 wmiaum 1-6 aToMOB YyIJiepola. "Cqi-
jaJkua"  BKJOYaAeT, HalpuMep, MeTWJI, D2TWJ, OPOIOWJI, M30IpOoNWi,
OyTui, wu300yTWUI, BTOp-O0yTHMI ¥ TpeT-0yTui. "Ci gankuia" BKJIOUAET,

KpoOMe BBIIeYKa3aHHOTO Ci_jaJIkuiia, I[IeHTWJI, W3O0IeHTWJI, HEOIEeHTUJI U
TeKCUJI.

[0028]

TepMmH "DaJloreHMpOBaHHAad aJIKMUJIbHAA rpynna” Oo3HavaeT
AJIKMJILHYID TPYINY, B KOTOPOW OIMH WMJIM HECKOJIBKO 3aMelaeMHEX aTOMOB
BOOOPpOLa 3aMelleHE ONOVMHAKOBEIMM WJIM PAa3JIMUHBEIMM UM OIOHMM  WJIU
HEeCKOJIbKMMU aToMaMm TaJIOTeHOB. Hanpuwmep, TepMUH
"TaJJoTeHUpPOBaHHA A Ci gaJIKMJIbEHA L rpynmna” O3HayvaeT AJIKMJIbHYIO
Tpymomy, colepxamylo 1-6 aToMOB yIUlepola, B KOTOPOM OOMH WU
HEeCKOJIBKO 3aMellaeMeHxX aTOMOB BOINOPOLa 3aMelleHE OOMHAKOBEMMY WJIU
Pa3JMUYHEIMY M OIOHMM WMJIM HECKOJIBKMMM aToMaMM IT'aJIOTeHOB, U IIpU DTOM

OH BKJIOUAET, HaIpuMmep, TPpUOTOPMETUII, MIeHTadToOp®TWJ, 2-XJIOP3TUII,

2-BpoMBTUII, TenTadToOPIPOInII, 3-OpOMIIPONNII, HOHaQTOPOYTUII,
TPUIeKadTOPTEKCUII, 2,2, 2-TpUdTOP2 TN, 1,1-oud¢Top>TIi, 1,1-
OIUOTOPHIPONNI, 1,1,2,2-TeTpadTOPIPOININII, 3,3, 3-TpUQTOPIPOIINII u

2,2,3,3,3-1eHTad®TOPIPONINI, VM OPeniIouTUTEJIbHO OH IIpencTaBJIsgeT
cobor TpudTOpMETUI.

[0029]

TepMrH "C, gaJIKeHMJIbHAa g rpymnna" O3HadvaeT HeHAaCHIEHHYID
YIUIEBOOOPOIHYID TPYIIY C OpaMOM WJIM pPasBeTBJeHHOM lLelbld Co g,
comepxXamymo 1-3 YTUIEPOO-yTUIEPOOHEE IOBOVHEIE CBA3U.

[IpennouyTuUTeJIbHO, OHa IIpeacTaBgeT cobor "C, jalIkeHUMJIbHYID Tpynmny".
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"Csy gaJIKeHMJIbHAa g rpynna” BKJIIOUaEeT, HalpuMmep, S TEeHWUII (. e.
BUHMWJILHYID TPYIIY), OIPOINeHuJ, OyTeHWJI, NeHTeHWJI M TeKCeHMUII.

[0030]

TepmmH "ankokcurpynmna'" oszsHadaeT "anxkuia-O-rpynny". Hanpuwmep,
"Ci_gaJikokcurpynmna" o3HadvaeT "Cigankuia-O-rpynny", 1nrme uyacTb "Ci_
cAJIKMII" SABJISeTCA TaKoM, Kak olpeneJleHO B olIpeleJleHHOM Brme "Ci_
caJIkmye™ . [IpennouyTnuTeJIbHO, OHa npelCcTaBJIgeT cobom "Ci-
jaJIkokcurpynny" . "Ci_galIkokcurpynna'" BKJKUYaeT, HallpMMEpP, MEeTOKCH,
STOKCH, IIPOIOKCH, WM3IOIPOIOKCH, OYTOKCHU, U300YTOKCH, BTOP-OYTOKCH
M TpeT-0OyTOKCH.

[0031]

TepmmH "aJIKMJIeHOBAaA rpynmoa” O3HauvaeT HaCHIIEHHYIO
IBYXBaJISHTHYID YIJIEBOIOOPOOHYID TPYIIY C OPAMOM WMIM pPasBeTBJIEHHOM
lenvio. Hamopumep, "Ci_ g¢aJIKMJIeHOBas Tpyhnna" o3HauaeT aJKUIIeHOBYI
Tpyny, comepxamylo 1-6 aToMoB yrJiepoma. "C,_galkuieHoBasgd rpynmna'"
BKJIIOUAET, HalpuUMep, MeTWuJIeH, 5STWJIEeH, [IPpOIuJIeH, Oy THIEeH, 1-
MEeTHUIINIPONINIIEH, 2-MeTUJIIIPOINIIEH, [IEHTUJIEH, 1-MeTuIOyTHUIIEH, 2=
MeTUIIOYTHUIJIEH, TeKCUJIeH, 2-3TuiadyTuiieH u 1, 3-IMMeTUJIOYTHUJIeH.

[0032]

TepMuH "aJIKeHUJIEHORAa S rpynmoa” O3HauvaerT HEHaCHIEHHYI
IBYXBAJIEHTHYID YIJVIEBOIOPOIOHYID TPYIINY C IIPAMOM WM pPas3BeTBJIEHHOMN
llenbio, comepxamyio 1 WMIM HEeCKOJLKO YIJIEPOO-YIJIEPOIHHEX IBOMHEX
cBAazen. Hampumep, "C, saJIKeHUJIeHOBAa 4 rpynmna” O3HauvaeT Co_
cAJIKMIIEHOBYID TPYIIY, colepXamyn 1-3 yIJlepol-yIJIePOIOHLHEe OBOMHEIE
CBABU. "Cy_gaJIKeHUJIeHOBAas rpynmna” BKJIIOUAET, HaopuMep,
STUHUIIEHOBYIO Tpynamny, IPONVHMUIIEHOBYIO TpyImny, OYTUHUIIEHOBYIO
TPYINYy, IIeHTUHUIISHOBYID TPYIINY UM TeKCUHUIIEHOBY TPYIIIY.

[0033]

Bo bpasze "OOCTYIHEIM  OJIS 3aMelleHU A aToM yIoJepona B
3aMecTuTese, CBASHBAKMMUMCA C  aJKMIeHOBOM MM  aJIKeHMJIEHOBOM
Tpynmno¥, ¥ »OpyToM IOOCTYIHHM OJS 3aMelleHrMsa aToM YyIJlepola B
AJIKMIJIIEHOBOM WJIM aJIKeHMJIeHOBOM TpYyIINe WIXM »OBa JOCTYIHHX IJ4
3aMemeHmsa aToMa yTJlepona B 3aMecTuTese, CBA3HBAKMUXC A c
AJIKMIIEHOBOW WMJIM AaJIKeHMJIEHOBOW TPYIIOM, MOTYT OBTL OOBeIMHEeHH
BMeCTe C oO0Opa30oBaHMeM 3—-6-4WJIEHHOI'O YIJIepOOHOIT'O koJbuUua" B Y, IIpu

3TOM TepPMMH " TOCTYIIHEI g 3aMeleHn s aToM yIJepona B
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3aMeCTuTeJie, CBA3EBAKIUNC A C aJIKMJIEHOBOM I aJIKeHUJIeHOBOM
Ppynnoﬁ" O3HadaeT HOCTyHHHﬁ OJId 3aMelleHMd aToM yIulepoma B Ci-

cAJIKMJIBHOM  TPVYIINe WIXM TaJIoOTeHUPOBAHHOM Ci1 gaJIKMJIBHOM  TPYIIIE,

KOTOPEM BHIOpAaH B KadecTee 3aMeCcTUTe g AJIKMIIEHOBOM WUIIN
AJIKEeHWJIEHOBOM TpyHOne B Y, ¥ TepMuH "3-6-UJIeHHOE YIJIEPOOHOE
KOJIBLO" BKJIOUAET, HallpuMep, LUMKJIOIIPOIINII, UMKJIOOY TWUII,
LUVKJIOIIeHTWJI, LUVKJIOTeKCWII, LUMKJIOOY TEeHWII, LUMKJIOIIeHTEeHWUII,

IVMKIJIOTeKCeHMJI M UX PaHOPeHMpOBaHHHﬁ IIPOOYKT.

[0034]

TepMmmH "bapMaleBTUUECKA premMiiemMad coJip" BKJIOUAET B
KauecTbBe COJIM IIpMCOelIVMHEHIMA KHMCIIOTEH COJIb HeOpPaHquCKOﬁ KVMCJIOTEI,
TakKyo Kak TUOPOXJIOPUI, TMopobpoMum, TUOPOMOONI, cyasdar,
nepxJjiopaT u docdar, COJIb  OpPTaHUUYeCKOM  KMUCJIOTH, TakKyrn Kak
okcaJar, MaJIoHaT, Majieart, bymapar, JakTarT, MaJjaT, UuTPaT,
TapTparT, BeHzoarT, TpudTOpPAalleTaT, alueTaT, MeTaHCcyJb)oHaAT, II-
TOJIYOJICYJIEQoHAT u TpudTOPMeTaHCYJIEQOoHAT, a Takxe COJIb
aMMHOKMCJIOTH, TakKyln KaK IJlyTaMaT M acroapraT; M B KauecTke
OCHOBHOM COJIM COJIb MeJIOUHOTO MeTaJlla, Takyl Kak HaTpueBas COJIb U
KaJueBas COJb, COJIb IeJIOUHOB3eMeJIbHOTO MeTalljyla, Takyl Kak CoJib
KaJIblMg, ¥ aMMOHMEBRYI COJIb.

[0035]

O6umi crnoco® MOJYUeHMSI COeIMHEHMS Mo HacTodleMy M300peTeHMU

BrmmeykazaHHOe COoenOMHEHNEe 4, 5-nurunpo-2H-nnpniasmHE—3—-0Ha
dopmyJsiel (1) MM €TI0 COJb MOTYT OBTE TIIOJyUeHH OofOmMM CIIOoCODOM
OpPTraHMYeCcKOT'O0 CHMHTe3a, HallpMMep HWMXEOIMCaHHEIM CIIOCO0OO0M, OIHAaKO
HacTosdmee wu300peTeHMe He IOJDKHO OTpaHMUMBATBHCS WUMM. CoeIMHeHUSA
MaTepMraJjloB, MCIIOJIb3YEMEE B HOaHHOM JIOKYMeHTe, MOTYT OBTE I[IOJIyUdeHH
M3 KOMMEPUECKM HOOCTYIHEX IMIPONYKTOB WM IIOJYyYeHH TPpaluIMOHHEM
criocoboM, ecJu BTO HeoOXOOUMO .

[0036]

[XuMm. 3]
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Cxema 1

OH x1-y1-OH
(3)

R4 X': yxomgmas rpymma HN™ =

(2) (1a)

rne R'* - R% HeszaBMCKMMO MPenCcTaBJISOT CcOOOM aToM BOHIOPONa,
rajioreH, CN, Ci galJIKMJIBHYID TPYIIY, TaJIOTeHUPOBAHHYID C)_gaJIKMIILHYIO
TpYyIny, Cr_aJIKEHUJIL HYIO TpyInmny, C1_6QJIKOKCUTPYIIILY VI
TaJIOTeHUPOBAHHYI Ci1_galJIKOKCUTPYIIIY, IPpU YCJOBUM, UYTO OOMUH WM OBa
u3s R'® - R' mpemcraBigpT co®oil aTOMH BONOPOOa, HO He BCe TPU WK
YeTHpe M3 HUX OPeNCTaBJIgRT coBolM aToMu BoIopoma. X' obosHadaer
YXOOAMYD TPYIILY. Yyt npencraBjysgeT codon Ci_galIKMWJIEeHOBYI WM Co-
cQJIKEHUJIEHOBYK TpPYINy, I'Ie aJIKUJIeHOBasa WM aJIKeHUJIeHOBad TIpyIlla
MOXeT OHITE 3aMelleHa OOHVM  WJIM  HECKOJIbBKMMM  3aMeCTUTeJISAMA,
He3aBUCHUMO BHOPAaHHBEIMU U3  DPYIIIH, cocrTosmen wu3 C; gaJIKUJILHOM
TPYIIIH, bTopcomepxamey IPYIINE U (TOPUPOBAHHOM  Ci_gaJIKMJILHOM
TPYIIE, T'Ie IONOJHUTEJILHO IOCTYIIHHM OJId 3aMelleHMs aToM YyIJlepona
B 3aMecTuTeJie, CBA3HBALMIUMCS C aJKMIIEHOBOM WJIM aJIKeHUJIEHOBOM
TPYNno¥, © »OpyT'oM IOCTYIIHHM OJIS 3aMelleHMs aToM YyIJlepola B
AJIKMJIEHOBOM WMJIM  aJIKeHMJIEHOBOM TpPYyIINe MWIXM »OBa JOCTYIHHX IJIA
3aMelleHn I aToMa yToJiepona B 3aMeCcTuUTele, CBABBEBAKIINXC A c
AJIKMJIEHOBOM WMJIM AaJIKeHMJIEHOBOW TIPYIIIOM, MOTYT OBTL OOBeIMHEHEH
BMeCTe C o0OpasoBaHMeM 3-6-4UJIEHHOTO YIJIEPOOHOTO KOJIbla.

[0037]

B cooTBeTCcTBUM CO crocofbom, MokKas3aHHEM Ha  CXeMe 1,
coenmHeHre (la) MOXeT OHTBH IIOJYyYeHO IIyTeM BBeJeHMSA B pPeaKIuo
COeIMHEHMA (2) W CcoeOMHeHMsa (3) B [NOOXOLAINEeM pacTBOpUTEeJle WU
Bes pPacTBOPUTEIIA B IPUCYTCTBUA VIV OTCYTCTBUU OCHOBHOTO
COEeNMHEHNA .

[0038]

Yxomamas  rpymona X, VCIIOJIbE3YyeMasd B  ITaHHOM HOOKYMEHTe,
BKJIOUAET TaJIoOTeHCOoOepXallyn TpPyIlly, TaKyln KaK @TopcomepXxamasd,

XJIiopcogmepxama#d, OpoMcomepxala g n ﬁonconepmamaﬂ; SaMelleHHYIO
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CyYJIbOOHMIIOKCUTPYIIIY, TaKyn Kak C1_aJIKMJICYJIE QOHUIIOKCUTRYIIIIa
(HanpuMep, MeTaHCYJIEQOHUIIOKCH, 3TaHCYJbEQOHUIIOKCH) , Ce
142PUIICYJIbQOHUIIOKCUTPYTIIITY (HanmpuMep, OeH30JICYJIbOOHUIIOKCH, -

TOJIYOJICYJIBQOHMIIOKCH) U Cq_15apPaJIKMIICYJIbQOHMIIOKCUTPYIIILY (HaIpUMep,
OeH3UIICYJIE DOHMIIOKCH) ; AUMJIOKCUTPYIIY, TaKyIo Kak alleTOKCHU u
OeH30MJIOKCH,; OKCUTPYIIY, 3aMelleHHYI TeTepPOLUKIINIOM WM apmuijioM,
TaKMM KaK CYKUVMHMMAUL, OeH30Tpuas30Jl, XMHOJMH U 4-HUTPOQeHWII; U
TeTepOLUMKIMII, TaKoM KaK MMMIa30JI.

[0039]

VicioJIb3yeMEll B JaHHOM HOOKYMEeHTe pacTBOPUTENL MOXeT OHTh
BHOpaH M3 IMPOKOTO pdOa M3BEeCTHHX pPacTBOPUTEJIENM, €eCJM OH He
OKa3HBaeT OTpHUIATeJIEHOTO BJIMAHMSA Ha peakuuio. VICTIOJNbB3YEMHM B
OaHHOM OOKYMEeHTe PpacTBOPUTENL BKJOUAEeT, HalpuMep, BOLOY; S0UPH,
TakKMe KaK OMOKCaH, TeTparugpodypaH (THF) , OVBTUJIOBEM  20Up,
OVMETUJIOBEM 20UP OUSTUIEHTJVIMKOJNA (IUIJIMM) ¥ OUMETHJIOBHM S0Up
DTUJICHIJIMKOJIA; apoMaTUUeCcKMre YyIJIEBOOOPOHNE, TakKue Kak O0eH30J,
TOJIYOJI UM KCUJIOJI; TaJIOTeHMPOBAaHHEE  YIUIEBOIOPOLH, TakmMe Kak
OUXJIOPMEeTaH, IUXJIOP®TaH, XJIOPOohOopM U UeTHPEexXXJIOPUCTHM YIJIePOon;
CIOMPTH, TakMe KaK MeTaHOJI, D2TaHOJ U 2-IPpOoIllaHOJI; KeTOHH, TaKue
KaK alleTOH U MEeTHUJISTHUIIKETOH; IIOJIAPHHE PacTBOPUTEM, TakKue Kak
N, N-nume TuJiIdopMaMm (DMF) , OVIME TUJICYJIE QOKCHU (DMSO) ,
rekcaMeTmipochaTTpaMUI U AlleTOHUTPWUII; a TaKXe MX CMeCh.

[0040]

HNcnone3yeMoe B JaHHOM IOOKYMEHTEe OCHOBHOE COelIMHEHME MOXET
OBITL BHOPAHO M3 MUPOKOTO pPsAla M3BECTHHEX OCHOBHHEX COeOVHEeHUM,
KOTOPHE BKJIOUAKT, HaIpUMep, TIUIOPOKCUOE MeJIOUHHX METAaJIJIOB, TakKue
KaKk TIMIPOKCUI HaTpUH, TUOPOKCUL  KaJusd, TUIPOKCUI 1Le3usa U
TUIPOKCUI JIUTUA; KapOoHATH MeJIOUHHX MeTalJlJIOB, TaKue KakK KapOoHaT
HaTpu4, KapboHaT KaJn4g, KapboHaT ue3us4d, KapboHaT JINTUA,
rMgpokapboHaT JUTHUA, TIUIpoKapboHAT HaATPUA M TI'MIOpoKapbOoHAT KaJudg;
alneTaTH, TakKye Kak alleTaT HaTpMd U alleTaT KaJludg; IeJIOUHHE
MeTaJlJIEl, TaKye KakK HaTpuM U KaJuli,; HeopTaHuMUecKue COJIM, Takue
KakK aMul HaTpud, IUIPUIO HaTPMad ¥ THUIPUI KaJlusd; HU3MKe aJIKOKCHUIH
MeJIOUHEIX MEeTaJlJIOB, TaKMe KaK MeTOKCHI HaTpuid, DSDTOKCUI HaTPUA U
TPeT-0YTOKCUL KaJnusg,; oOpTraHM4YeCcKue OCHOBAaHMA, Takme Kak

TPMSTMIJIaMIH , OIVMM3OIIPOIIMIIS TUIIaMH, TPUIIPOIIMIIaMH , IIMprIinH,
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XVHOJIVIH, 1, 5-mnazadbuumkio[4.3.0]HoH-5-¢eH (DBN) , 1,8~
orazabunmkio [5.4.0]yHOel—-7-eH (DBU) u 1,4-
oMaz3abuuImKIo [2.2.2]okTad  (DABCO). OS5TM OCHOBHHE COeIMHEeHMSI MOTYT

MCIIOJIL30BATLCA KaK OIOMH MHIPeOVMeHT WM B KOoMOMHaALUMM OBYX WK
foJjiee MHTPEOUEHTOB.

[0041]

Ilpy HeoOXOOMMOCTM B peakKUMM MOXHO  MCIIOJBL30BATb  MOOMI
meJIOUHOTO MeTajljla, TakoM KaK MoouI KaJduda M WoIOuI HaTpusa, B
KauecTBe YCKOPUTEeJd peaKluu.

[0042]

KolmyecTBO MCIOJL3YeMOI'O B ITaHHOM IOOKYMeHTe coelMHeHusa (3)
OOBUHO CoOCTaBJIgeT IO MeHbler Mepe npubiam3uressHo 0,5 wMoJb,
IPEenrIoYTUTEJILHO IPUOJIUBUTEJIEHO 0,5-10 MOJIb Ha OOMH  MOJIb
coenmHeHusa (2). KoJMuecTBO OCHOBHOTO COEIMHEHMS, MCIOJL3YyeMOI'O B
OaHHOM IOKYMeHTe, OOBUYHO CcoCTaBJgeT npubiam3urejsHo 0,5-10 wmoJib,
OpPenrnoYTUTEJILHO OpUOIMU3UTEJIEHO 0,5-6 MOJIb Ha OnOVH MOJIb
coeIMHEeHMA (2). BommeykasaHHasd peakLMsa OCYIMECTBIAETCHS OOBUYHO IIPU

TeMneparype orT 0 pmo 250°C, NpellouTUTEeNILHO IOIpKY TeMmepaType oT O

no 200°C, npu OOBLUYHOM IaBJICHUM WMJIM IIOBBIIEHHOM IaBJIEHUM, U peaklud
3aBepmaeTcsa depes OpubamzmresibHO 1-80 uyacor. KpomMe TOTO, peakKuus

MOXET OCYHEeCTBJIATLCA IIPY BO3OEMCTBUM MUKPOBOJIHOBOTO M3JIYUEHMUS.
[0043]
[XuMm. 4]

Cxema 2

¥

(1b)

roe R - R* pesaBuMCKMMO MOpencTaBJISOT cOOOM aToM BOIOPONA,
rajoreH, Ci alIKMJIbHY TPYINYy,  TallOTeHVMPOBaHHY  Ci_galIKUJILHYIO
TPYIIIY, Cy aJIKEHUIIb HYIO TpYIIIY, C1- 6aJIKOKCUTPYIIITY UIIN

T'aJIOT'eHVMPOBAaHHYIO ClﬁaﬂKOKCMPpyHHy, Inmpn ycCcJoBMM, UYUTO OIVMH WJIM IBa
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n3 R - R* mpencraBigoT co®ol aTOMH BOIOPOHa, HO He BCe TPpU WK
YyeTHpe M3 HUX IIPelcTaBJIgnT coBoM aTOME BOLOPOHa. Y2 MpencTaBJIsgeT
cobom CraldxkuibHylo WM CpallKeHWJIbHYID TPYINYy, KoTopasa COIepXuT
OKCOTPYIINY, I'Ie aJKMWJIbHAS WM aJIKeHWIbHasg TpyIna MOXeT OHTb
3aMelmeHa OIOHVM VI HeCKOJIbL KVIMIU 3aMeCTUTeJISIMHA, HEe3aBUCKHMO
BHIOPAHHEMY M3 TPYINOH, cocToAmer U3 Ci gaJIKMJIBHOM TI'PYIINH, TajloTeHa
u TaJIOTEHUPOBAHHOM  Ci gaJIKMJILHOM  TPYIIIH, rIoe IOTIOJIHUTEJILHO
IOCTYIIHHM oJis 3aMelleHU I aToM yTJepomna B 3aMecTuTese,
CBASHBAKMUMCA C aJKMJIBHOW WM aJIKeHMJIbHOM TPYNIIoW, M IpyTon
IOCTYIIHHM oJIs 3aMelleHn I aToM  yIJiepona B aJIKWUJILHOM NI
AJIKeHWJILHOY  T'pyIle MWJIM IOBa JOCTYIHHX IJIS  3aMeleHMs  aToMa
yIJepona B 3aMecTuTese, CBS3HBAMVXC S c aJIKWUJILHOM WU
AJIKEHWJILHOY TPYINoM, MOTYT OHTL OOBEeIMHEeHHE BMecTe C ofOpasoBaHMeM
3-6-uJeHHOTO YIJVIEPOOHOTO KOJblla, NIpM YCJIOBMM, UYTO aToM yIJlepona,
C KOTOPHM CBABHBAETCS OKCOTPYIINa, He HaxXOoIUTCSI PAIOM C aTOMOM
rajioreHa WM aTOMOM KMCJIOpoIa MeXOy OeHS3OJIbHEM KOJBLOM U Y2, u
OKCOTpyINa He CcBA3aHa C OJIeQMHOBHIM YyIJIepomoM. R® mpemcTaBjgeT
coB0oi CLalIKMJIbHYID TPyIny. X2 OperncraBjdeT coBoi aToM TajioreHa. Y3
npencraBJigeT cofom Ci galIKWIBHYD MM  Cy gaJIKEeHMJIbHYID  TPYIIY,
KOTOopasad COOEPXUT IMUIPOKCUTPYINY, TI'IOe aJIKMJIbHAasg WIM aJIKeHWIbHAad
TpyIoa MoOXeT OHThL 3aMelleHa ONOHMM WMJIM HEeCKOJIBKMMU BaMeCTUTeJIIMHA,
He3aBUCKMO BHOPaHHBEMM M3 TPYIIE, cocTosmelrr mu3 Ci aJIKUJILHOM
TPYIINE, TaJjloreHa U TaJIOTeHUPOBAHHOM Ci (aJIKMJILHOM TPYIIE, TIOe
OOTIOJIHUTEJILHO IOCTYIIHEIM i 3aMeleHn s aToM yIJepona B
3aMecTuTesJe, CBASHBAKIMUMCS C aJKMJILHOM WM aJIKeHMJILHOM TPYIINOoN,
M IOpyTOoM IOCTYIIHHI IOJIS BaMelleHMS aToM YIJlepoda B aJKMIJILHOM WM
AJIKEHWJILHOY  T'pyIIe MWJIM OBa OOCTYIHHEX IJII 3aMelleHMs  aToMa
yIJepona B 3aMecTuTele, CBSA3HBALIMVXC I c AJIKWJILHOM NI
AJIKEHWJILHOM TPYINIOoN, MOTYyT OHTE OOBLeIMHEHH BMeCcTe C oOpas30oBaHMeM
3-6-WJIeHHOTO VYIJIEPOOHOTO KOJblla, NIPpM YCJIOBMM, YTO aToM YyIJlepona,
C KOTOPHM CBASHBaAeTCH TIMUIPOKCUIPYIIIa, He HaAxXOOUTCHS PSIOM C
ATOMOM TaJloTeHa WMJIM aTOMOM KMCJIOpOoIda MexXnoy OeH30JIbHEM KOJIBILOM U
Y3, ¥ TIUOPOKCUTPYINa He CcBA3aHa C OJIeQMHOBEIM yIJIEPOOOM, U
TUOPOKCUTPYIINIa He [ABJISETCS IIePBUYHHM CIMPTOM. 1 IIpeOcTaBJIsgeT

coboM 1Lejioe uMcJio OoT 2 mo 5, m IIpeacTaBJjideT coBoM 1ejioe UMCJIO OT
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3 mo 5, m n mnpencraBjageT coboy uejyioe umcjgo oT 1 mo 4, 1npu
ycJoBMM, YTO l+n = 6, M m+n = 6.

[0044]

B cooTeBeTCcTBUM CO  criocofBow, Ioka3aHHEM Ha  CxXeMe 2,
coemmHenmue (1b), comepxamee TIMUIPOKCUIPYIIINY B Y3, MOXeT OHTh
[IOJIYUEeHO c [IOMOIIB I OCVYIeCTBJIEHUS peaxkumum coeIMHeHM A (4),
comepxalero OKCOTPYNIy B Y2, C peareHToM IpuHbapa (R°MgX?) wm
JIUTUMOPTaHUYeCKUM peareHToOM (R°L1) B IIOOXOOAMEM VHEPTHOM
pacTBOpPUTeJIe, TaKOM KaK IOUATUIIOBEM 20mp u THE.

[0045]

KolmMuecTBO peareHTa IpuHbSpa (R°MgX?) WM JIUTUMOPTAHUYECKOTO
pearenTa (R°Li) ¢QopMmyJsu (5), HMCOOJIB3YeMOT'O B HOAaHHOM HOKYMEHTE,
OBHUHO COCTAaBJISeT IO MeHblel Mepe nOpubiausuTeabHo 0,5 MoJb,
OPEenrnouTUTEJIbHO NpUubian3mTesbHo 3-10 MOJIB Ha OIOMH MOJIb COeIMHEHUSA
(4) . BomeykaszaHHad peaKLMd OCYMeCTBJISeTCsa OOBUYHO IIPpKM TeMIlepaType
or -78°C @m0 KOMHATHOM TeMIepaTyph, NOpellouTuTeybHo oT 0°C mo

KOMHAaTHOM TeMIIepaTyYypPE, M IIPM STOM pPpeaKIMA 3aBeplaeTCAd B TedeHNe

oT npubam3auresbsHO 1 1o 24 yacos.

[0046]
[XmuMm. 5]
Cxema 3
G gt
;R?
(P
(8) (1c)
roe RY! - RY gBjgoTCcd TakuMM, KaK oOIpelejleHo Beme. R° u R’

He3aBUCKMO IIpeldCcTaBJISnT coBoM aToM Bomopola, Ci galIKMJIbHYID IPYIITY
UM TaJIOTEeHMPOBAHHYI Ci aJIKMIIbHYD TIpPyHomny. R® m R’ MODyT OHTH
OOBEeIVHEHE BMeCTe IIPpM KaXIOM OOCTYIIHOM IJIS 3aMelleHMsS aToMe
yoglepoma B R® m R7 ¢ oOpasoBaHMeM 3-6-UJIEHHOTO YIJIEPOOHOTO
KoOJIBLA .

[0047]
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B COOTBETCTBMM  CO crmocofoM, MMoKa3aHHEM Ha  CXeMe 3,
coegmMHeHne (lc) w™MoxeT OHTHL IIOJYYEHO C IIOMOIBID OCYMeCTBJIEHMS
pearumum COeIVHEeHU A (6) u COeIVHEHU A (7) B NOOXOOAleM
pacrTBopuUTesie B NPUCYTCTBMM OCHOBHOT'O COEIOMHEHUS.

[0048]

VIcrioJIb3YeMEl B JaHHOM OOKYMEeHTe pacTBOPUTENL MOXeT OHTh
BHOpaH M3 IMPOKOTO pdda M3BEeCTHHX pPacTBOPUTEJIEM, eCJiM OH He
OKa3HBaeT OTpHUIATEeJILHOTO BJIMAHMSA Ha peakluuio. JVICTIOJNbL3YEMHM B
OaHHOM IOOKYMEHTe  pacCTBOPUTEJb BKJIOUAET, HalprMep, [IOJIAPHEE
pacTBopUTEeN M, TakMe KkKak DMFE, DMSO M aLeTOHUTPWMII; KEeTOHH, Takue
KakK alleTOH ¥ MeTWJISTUJIKETOH; YIJIEBOLOPOHE, TaKue Kak O0eH30J,
TOJIYOJI, KCMJIOJI, TeTpaJMH M XUIKMM [HapaduH; CIOMPTHE, TaKMe Kak
MeTaHOJI, BSTaHOJI, Z2-IpPOoIlaHOoJI, H-OyTaHOJ ¥ TpeT-0yTaHOJ; SQUPH,
Takve kak THF, 1»OIMokcaH, »OUIPONMJIOBHM 20MP, IUSTUIIOBHM B20Up U
OUTJIVM; CJIOXHEE  BOUPHL, TakMe Kak MeTwujalerar, sTMIaneTarT,
MU3ooponuijaleTaT M TpeT-0OyTuialeTaT; a TakXe UX CMecCh.

[0049]

VcrnioJsib3yeMoe B @OaHHOM IOOKYMeHTe OCHOBHOE CcoeIMHeHMEe MOXeT
BBITEL BHOPAHO M3 MUPOKOTO pPsAla MB3BECTHHEX OCHOBHHX COeIOVHEeHU’M,
KOTOPHE BKJIOUAKT, HaIpuUMep, OCHOBHHE COeIMHEeHUs, IIepeuMCJIeHHEEe
Ha cxeme 1.

[0050]

KomuecTBO MCIOJB3YEeMOT'O B IaHHOM IOKYMeHTe coeluHeHMa (7)
cocTaBJageT OOBUHO nOpubamzmTesbHo 0,5-5 MOJB, NOPEeINOUTUTEJIBHO
NPUOIIN3UTEIJIBEHO 0,5-3 MOJIb Ha OIVIH MOJIb coeIMHeHM A (6).
KonuecTBO MCIOJB3YEMOT'O B IOaAaHHOM IOKYMEeHTE OCHOBHOT'O COeIVMHeHWUSA
cocTaBJgeT OOvBUHO nOpubamamTesbHOo 0,1-5 MOJB, NOPEINOUTUTEJIBHO

OpUOIU3UTEJIEHO 1-2 MOJIE Ha OIOMH MOJIBE CcOoelVHeHusa (6).

[0051]
BumeyxasaHHasa peaxuusa MOXeT OCymeCTBJIATLCSA, HanpuMep,
clenyomyM — oOpa30oM: COeOMHeHUe (6) pacTBOPART B pPeakLUMOHHOM

pacTeOopHUTEIIE, OCHOBHO®e€ coemVHeHUe NoBaBJIALT K IepeMelliBaeMOMy
pacTeOopy OXJIaXOeHHEM  1OO TeMIIepaTyPEl JiBEIOa I Ipn KOMHaTHOM

TeMIlepaType, PeaKIMOHHYK CMeCEk IIepeMellMBalT IIpM TeMlilepaType OoOT

KOMHATHOM mo 80°C B mTeueHme oT 30 MuHYT »Do 1 uyaca, K HeMy
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no0aBJIAKRT CcoeIuMHeHMe (7), a 3aTeM pPeaKUMOHHYK CMeCh IepeMellBaKT
OOHUHO TIPKM TeMIepaType OT KOMHaTHOM mo 100°C, NOpelNouTUTeJIbHO IIPU
TeMnepatype oT 50 mo 80°C, B TeueHue oT 30 MmMHYT mo 60 uUacos,

OpenrodTuTesibHo oT 1 mo 50 uacos.

[0052]
[XuM. ©]
Cxema 4
RZC RZC
ic vl 1 VA
o R OYOHNHQNHQ R|\OYOH
8
Ro R4 HN s S Ree
0 R¥ )\/L R3¢
0
(8) {(1d)
roe R - R% HgesaBMCHMMO MNPeICcTaBJIgOT coBOM aToM BOHOPOLa,

rajioreH, OH, CN, Ci_ gaJIKMJILHYID TPYINY, OTOPUPOBAHHYI Ci_galIKMIIBHYIO
TpyHnmny, Cr_gaJIKEHUJILHYIO Tpynmny, C1_6QJIKOKCUTPYIIILY VI
bTopUpoBaHHYD Ci_gaJIKOKCUTPYIIY, IIpU YCJOBMUM, UTO OOUH WMJIM OBa U3
Ri¢ - Ri¢ mpepmcTabiganT cobOoM aTOMH BONOPOHa, HO He BCe TPU WK
YeTHpe M3 HUX IIPelcTaBJIgART coBoll aToMeE Bomopona. R® mpenmcraeiger

coBoit Ci galIKUMJIbHY TPyONy. Y! dABjJIgeTcd TakuM, KakK oIpelesleHO

BLHIIE .

[0053]

B COOTBETCTBMM  CO crmoco6oM, IIOKa3aHHEIM Ha  CcXeMe 4,
coeIMHeHne (1d) w™MoxeT OHTHL IIOJYUYEHO C IIOMOIBI OCYIeCTBJIeHUSA

PeakKlMM COeIMHEHNMA (8) m I'mopa3rMHa B IIoOXOoIOAmeM pacTBOpUTEJIe B
IIPMCYTCTBVMM WMJIM OTCYTCTBUMM KMCJIOTHOI'O COeIMHEHWMA.

[0054]

MCHOJ’IBByeMbIﬁ B IODTaHHOM IOOKYMEHTEe pPacCTBOpPHMTEJIbE IIpeldCTaBJIAeT
cobom MHepTHBIﬁ pacrTeOpPMUTEIIE, KOTOpI:II\/J[ BRJIIOWaeT, HaIllpuMep, CINMPTEH,
TarMMe KaK MeTaHOJI, STaHOJI I 2—HpOHaHOH; YKCYCHYK KHMCIIOTY M BOIOY,
IIpeliIouyTrTEeJIEHO S5TaHOJI.

[0055]

MCHOJ’IBByeMbIﬁ B IJaHHOM JOKYMEHTEe I'MopasrH OOBIUHO
InpeocraBjidaeT cobomr eTro rmopaT MJIn eT'o COJIb HeOpI‘aHMT{eCKOIZ

KMCJIOTH, Takyio Kak THUOPOXJIOPUO " cyabpdar. KosmmuecTBO
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MCIIOJIE3YEMOT'O B IOAHHOM HOOKYyMeHTe IMIOpas3uHa OOBYHO COCTaBJISET
NPUOJIUBUTEJIEHO OOVH W HEeCKOJIBKO MOJIE, NIPenioYTUTEJIEHO
OpUOJIU3UTEJIEHO 1-3 MOJIE Ha OIOMH MOJIB coelvHeHud (8).

[0056]

TeMIlepaTypa peakUUM He OI'PaHMUMBaeTCd KOHKPEeTHHIM 3HaUeHMEM,
KOTOpOe  BKJIUaeT TeMIlepaTypy OT KOMHATHOM  TeMIepaTypH IO
TeMIlepaTypsl GQJIeTMBl MCIIOJIE3YyeMOT'O pacTBOPUTENISA, U IIPeOIOUTUTEeJIEHO
HaTrpeBaThk PeakKUMOHHYK Cpeny OJA COOeMCTBMSA peaKUuuu. BpewMmsa

peakuun oOOHUHO cocTabJysgeT oT 0,1 mo 100 uyacosn.

[0057]
[XumMm. 7]
Cxema 5
R2
iyl 4 Y]
O-Y BoccranosiienHe ¢ R O-Y
IIOMOINBIO THAPHIA
4 - N 4
R HN™ =y R
R3
O
(9) {(1e)
roe RY - R' gBugoTcs  TakuMMy, KakK oIpefejieHO Beme. Y?

opencraBJygeT cobol CigalIKMIIbHYD MK Co galJIKEHUJIBHYID  TPYIILY,
KoTopasa COIEepPXUT OKCOTPYINY, I'Ie aJIKMJIbHad WIM aJIKeHUJIbHAasd
TpyIna MOXeT OBTbL 3aMelleHa OIHMM WMJIM HEeCKOJbLKMMM 3aMeCTUTeJISIMU,
He3aBUCKMO BHOPaHHBIMM W3 TPYINH, cocTogmer u3 Ci_gaJIKMJILHOM
TPYIIH, TajloTeHa ¥ TaJloTeHUpoBaHHOM Ci (aJIKMJILHOM TPYIOH, T'Oe
OOIIOJIHUTEJILHO IOCTYIIHEM nJis 3aMelleHn S aToM yTJlepomna B
3aMecTuTeJe, CBASHBAKIMUNMCSA C aJKMJILHOM WIM aJIKeHMJILHOM TPYIINOoN,
¥ OpyTOM OOCTYIIHBIM NOJIS 3BaMelleHMsa aToM YyIJlepola B aJIKMJILHOW WM
aJIKEeHUJILHOM  TpyIe WJIM IOBa OOCTYIHHX OJ4 3aMelleHud  aToMa
yTJlepona B 3amMecTuTese, CBSA3HBALIUXCS c AJIKUIILHOM WIIN
aJIKeHUJILHOW TPYIIoM, MOTYT OHTb O0O0BLeIMHeHH BMecTe C ofpa30BaHUEM
3-6-uJIeHHOTO VYIJIEPOIOHOT'O KOJblla, IIpM YCJIOBUM, UYTO aToM yIJulepona,
C KOTOPEIM CBA3HBBAETCHA OKCOTPYINa, He HaxXOOUTCA paAOoM C aTOMOM
rajioTedHa WM aTOMOM KMCJIOpoOa MexXOy OeH3OJILHEM KOJILLOM M Y?, wu

OKCOTpPYIIIa He CcBA3aHa C OJIepMHOBEM YIJIEPOIOM. Y® IIpenCcTaBJideT
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coBol 3aMecCTUTeJlb, B KOTOPOM OQparMeHT OKCOTPYINE Y? BoCcTaHOBJIEH
00 TUIPOKCUIILHOWM TPYIINH.

[0058]

B cooTBeTCcTBUMM CO crnocoboM, IIoKas3aHHEM Ha  CcxXeMe 5,
coemmHenmne (le), comepxamee TIHUIPOKCUIPYIINY B Y°, MOXeT OHTb
[IOJIYYeHO c [IOMOIIB I OCVYIeCTBJIEHUS peaxkumumn coeIMHeHU S (9)
comepxamero OKCOTpyIny B Y?, ¢ TI'UIPUOHEM BOCCTaHOBUTEJIEM B
COOTBETCTBYKIIEM PaCTBOPUTEJIE.

[0059]

VIcioJIb3yeMEll B OaHHOM HOOKYMeHTe THUIOPUIOHBY BOCCTAHOBUTEID
BKJIIOUAET, HalpuMmep, OopIuIpul HaTpMUAa, OOpTMAPUI LMHKA, W BTU
TUOPUIOHEIE BOCCTAHOBUTEJM MOTYT MCIOJbL30BATHLCA B BUIE OIHOTO
MHTpEeOMEeHTa WM B KOMOMHaUMM IOBYyX WM 0oJjlee UHIPeIMeHTOR.
BoccTaHOBJIEHME C IIOMOUWBI TI'MIPUIHOTO BOCCTAHOBUTEJS OOBHUHO MOXET
OBITE OCyMeCTBJIEHO B pacTBOpUTEIE. VICIIOJIb 3Y MBI B OaHHOM
IOOKYMEHTE pPacCTBOPUTEJIbL BKJIOUAEeT, HalpuUMep, BOOY; CIUPTH, TakKue
KakK MeTaHOJ U 2-MIpOolaHoJI; U 20upH, Takue kak THF, OUSTUIOBHM
20Mp, OUMIONPONMJIOBEM 20MP ¥ IUTJIMM. O9TM PacTBOPUTEJM MOTYT
MCIIOJIEB0BATLCSA B KauecCcTBe OIHOTO PAaCTBOPUTEN S WM B KOMOMHALUU
IBYX WM 0OoJlee pacTBOpUTEJIEN.

[0060]

TeMmInlepaTypa peakKUMM He OT'paHMUeHa KOHKPETHBIM 3SHAaUEeHMEM,
KOTOpoe OOBUHO cocTaBJjgeT oT -60 mo 150°C, npemmouyTuTesbHO OT —30

mo 100°C. BpeMma peakKuum OOBUHO cocTabjgeT oT 10 w»mHyT mo 15

JacoB.
[0061]
[XuMm. 8]
Cxema 0
RZ
O-Y%-COOR® R’ O-Y5-CH,OH
BoccTranoBnense ¢ IICMCIMEBERD
THAPHAA N ’N
R4 = HNTD R4
R3

O
(10) af
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roe R! - R*Y gBugoTCA TaKMMM, KaK oONpenejyleHO Bome. Y°
npencraBJisgeT cobor Ci saJIKMIJIIEHOBYHD MM Co saJIKEHWJIEHOBYID TPYIIILY,
TOe aJIKMJIeHOBad WM aJIKeHMJIeHOBasg TpyIla MOXeT OHTh 3aMeleHa

OIOHVIM WIJIMM HeCKOJIBKVIMM 3aMeCTUTeJIAMM, He3aBUCHMO BH@paHHHMM ns

TPV, cocTodmen nus C1_6aJIKMJILHOM TPYIIIH, TajioreHa u
TaJIOTeHUPOBAHHOM C1_6aJIKMJILHOM TPYIIIIH, Toe OOIIOJIHUTEJILHO
IOCTYIIHEI 0JIs 3aMelmeHms aToM yTJepomna B 3aMecTuTese,

CBASHBAKMUNMCA C aJIKMJIEHOBOM WMJIM aJIKeHMJIEHOBOWM TPYIIOoN, U IpyTon
OOCTYIHEM  IOJIA  3aMelleHMsa aToM yIJlepoda B aJIKMJIeHOBOM  WMJIU
aJIKEHUJIEHOBOM TpPyIlle WIM »OBa OOCTYIHHX OJ4 3aMelleHrMa aToMa
ynJiepona B 3aMeCcCTUTelE, CBA3EBaKIMUXCA c AJIKMJIEHOBOM VI
aJIKEHUJIEHOBOM TpPYyIIoN, MOTYT OBITE 0O0BenVHEHH BMECTE c
oBpasoBaHMeM 3-6-WJIeHHOTO YIJIEPOOHOTO KoJkla. R° mHOpelcTaBjger
cobont Ci galIKMJIBHYID TPYIIIY.

[0062]

B cooTBeTCTBMM CO  CIIOCOOOM, [IOKa3aHHBEIM Ha  CXeMe 6,
coeguHeHnme (1f) w™MoxeT OBTHL IIOJYUYEHO C IIOMOIBI OCYIeCTBJIEHUS
peakuuu coeiguHeHusa (10) Cc IMOIPUOHEM BOCCTAHOBUTEJIEM B IIOOXOIAMEM
pacTBOpUTEJIE.

[0063]

VICrIoJIb3YEMEIM B HOAaHHOM OOKYMEeHTe TUIOPUIOHLEY BOCCTAHOBUTEJL
BRJIIOUAET, HaIpUMep, IUN300YTUIAJIOMUHUNTUOPUL, OOPITUIPUI HaATPUS U
Bopruopmun JIUTUS—-TPUMEeTOKCHUOOpaH. Sy BOCCTAHOBUTEJIN MOTYT
MCIIOJIbEB30BATLCA KakK OIOMH MHIPeOVMeHT WM B KoMOMHALMM OBYX WK
BoJee VHTPEeINeHTOB. KosgmuecTBO TUOPUOHOTO BOCCTAHOBUTEJIA,
MCIIOJIbE3YEMOTO B HOAHHOM IOKYyMeHTe, OOBUHO SABJISeTCI II0 MeHben
Mepe DSKBUMOJIAPHHEM coenuHeHuno (1f), OpednouTuTe]JIbHO B OUallasoHe
OT BKBUMOJISAPHOTO OO 15-KpaTHOT'O MOJIAPHOTO.

[0064]

PeakllMsgs BOCCTAHOBJIEHUMS MOXET OCYIEeCTBJIATLCS B IMIOOXOOAMEM
pacTBoOpuUTeJe, HalpuMep, BoOe; CIMPTax, TakKMxX Kak MeTaHOJI, STaHOJI
u 2-TIPOIMaHOJI; sdrpax, TaKUX Kak THF, OV TUIJIOBHIM 5dup,
OVM3ONPONUIIOBEM 20UP UM OUTJIMM,; TaJJIOTeHMPOBAaHHHEX YIUIeBOOOpOIax,

TaKMX KaK IMXJIOpMEeTaH, XﬂOpO@OpM 17 quHpeXXHOpMCTHﬁ y1Jlepono,; WMt

Ux CMecHu, TPy TeMmIeparType OT nOpubimsurensHo -60 mpmo 150°C,
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IpPennouTUTEJILHO oT -30°C 1mo 100°C, OBBIUHO B TeueHMe oT

npubymusnuresibHO 10 vmEyT mo 40 yacos.
[0065]
[XumMm. 9]

Cxema 7

[Muanupyiomee
O-Y-OH cpenctso (12)

(11) (1g)

roe RY - R gesaBucUMO OpemcTaBJIAlT COOOM YXOOANyl IPYIIILY,
aToM BOIOOpOIoa, raJioTreH, OH, CN, C1-6aJIKMJIbHYIO TPYIIY,
TaJIOTeHVPOBAHHYID Ci_galJIKMJIBHYID TpyHny, Cr galJIKEHUJIbHY Tpynmny, Ci-
cAJIKOKCUTPYIIITY ZN)RZN TaJIOTEeHUPOBAHHYID C1-6aJIKOKCUTPVYIIILY, npu
YCJIOBMM, UTO IO MeHbllell Mepe omuH us R'Y - R* mpencraeisdger coboir
YyXOOAmyl TPYyHOIy, OOVMH WMIM OBa M3 HUX IPeICcTaBJSl0T CcoOo¥V aTOMH
BOOOPOIAa, HO He BCe TPpUM WMIM UYeTHpPpe M3 HUX OpedcTaBJIginT cobon
aTOMBI BOIOpPOIa. VYXomAmas TpPylla BKJoUaeT xXJiop, OpoMm, Moo u
3aMeMEeHHYD CYJIbBQOHUIJIOKCUTPYIINY . Y [ABJIAETCS TakMM, KaK OIlpenesJIeHO
Bolle. R - R% HgesaBucuMMO IMNPencTaBJIART coBoOM aToM Bomopomna,
TaJioTeH, OH, CN, Ci_g@JIKMJIBHYI  TPYIIILY, raJIoreHUpOBaHHy®  Cq_
cAJIKMJIBHYI TpyHny, C, gaJIKEHUJIBHYID TPYyHIny, Ci gaJIKOKCUTPYIINY WIIN
TaJIOTeHUPOBAHHYID (i ¢aJIKOKCUTPYIIY, OPpU YCJIOBUM, UTO IO MeHbIeM
Mepe OoIMH M3 R'® - R mpepcraeiger cot6oit CN, OOMH WMJIM OBa U3 HUX
OpencTaBJIgnT coBoM aToOMH BOOOPOIA, HO He BCe TPM WMIM UYeTHpe U3
HMX IOpedcTaBJgiT cofoM aToOME BoOOOpoOIa. yxomamasa  Tpylna B

coenmHeHmMM (11) =samemeHa CN B TOM Xe IIOJIOXEeHMM B COeIMHEeHUU

(lg) .

[0066]

B COOTBETCTBUM  CO crmocofoM, IIOKa3aHHEIM Ha  CcXeMe 7,
coenmHeHue (lg) wmMoxeT OHTH IIOJYyUYeHO C IIOMOmMBK OCYMEeCTBJIEHUS

peakuum coenmHeHuda (11) ¥ LUMaHMpyoImero CpelcCTBa B IIOOXOIAMEM
pacTBOpUTEJIe B NPUCYTCTBUM COEeOMHEHWUS aJllalud.

[0067]
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VcrioJIb3yeMell B OaHHOM HOOKYMEeHTe pacTBOPUTEJL BKJIOUAEeT,
HaopuMep, »0upH, TakMe kKak THF, OUMMeTMJIOBHM 520MP STUIIEHTJIMKOJIA,
TpeT-0yTUJIMe TMJIO BHM 20Up " 1,4-nuokcaH; anmmbpaTUuueCcKue
YTJIEBOOOPOMOE, TaKMe KaK TeKCaH, TelTaH M OKTaH; apoMaTUUeCKMe
YTJIEBOOOPOOE, TaKMe KaK TOJIyoJ WM KCWUJIOJI; CIMPTE, TaKMe Kak
MeTaHOJI M D2TaHOJI; aMMOH KMUCJIOT, TakuMe kKak DMF u N-MeTmjI-2-
ovpposiMooH  (NMP); cynb@oKcuOr, TakMe Kak DMSO; M HMX CMecCh,
npennourmureJbHO DME.

[0068]

Mcrnose3yeMoe B OaHHOM  JIOKYMeEeHTE UMaHUpyKlee CpencTBO
BKJIOUAET, HallpMMep, LIMaHuUO LIMHKa, W MCIOJb3yeMoe B IOaHHOM
OOKYMEHTe cCoenMHEeHUEe najujlaomsa BKJIOUAET, HalpuMep,
TeTpakuc (TpubpeHmnIdoChMH) najjianomi . KommuecTBO UMaHUPYRIEeT o
CpeICTRBa, WMCIOJIBE3YyEeMOTO B IaHHOM IOKYMEHTe, OOBUHO COCTaBJigeT 1-
5 MOJIB Ha OOMH MOJIb coeIuMHeHMsa (11), ¥ KOJIMUECTBO COEIVMHEHUS
najjiaong, WCIOJNB3YeMOT'O0 B IOaHHOM HOOKYMEHTe, COCTaBJIAeT OOBUHO
0,01-0,5 MOJIE Ha OIMH MOJIbL coeIMHeHMs (11).

[0069]

TeMIoepaTypa peakKuuy OOHUHO HaAXOIMTCA B »OuanazoHe oT 50 @mo
200°C. BpeMms peakluy OOHUHO HaxXOIMTCS B nOmamnaszsodHe otr 0,5 mo 24
yacoB. KpomMe TOTO, peakuUMsda MOXET OCYMeCTBJIATLCS IIPUM BO3IEVCTBUU
MUKPOBOJIHOBOTO WMBJIYUYEHM.

[0070]

[XmMm. 10]
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(13) (15

Rz
R! O-Y-0OH
YianenHe 3amHTHOH
TPYIIIHI HN'N\v R4
- R?
O
(1h)
roe R - RY pesaBucuMMO mnOpencTaBigOT CcOBOM aToOM BOLOPOLA,

rajjored, OH, TUIPOKCUTPYIIY, SalMIEHHYD 3allMTHOW TPYIION IJd

TUOPOKCUTPYIIIIE (DmaJjiee B IOaHHOM  JOKyMeHTe 3TO COKpalleHHO
o603HavaeTCcsa Kak "zamumeHHasd TIuapokcurpynna"), CN, Ci_¢alIKMJIBHYIO
TPYIIY, TaJIOTEeHUPOBAHHYID  Ci galJIKMJIBHYID  TPYIILY, Cor_saJIKEHUJIIBHVYIO

TPV, Ci aJIKOKCUTPYINY WM TIaJIoTeHUPOBaHHYD Ci aJIKOKCUTPYIIY,
opuM YCJOBUM, UYTO omguH wim nBa us R - R npencraengor coBoi
aTOMH BOOOPOOa, HO He BCe TPM WIM UYeTHpEe M3 HUX [NPeNcTaBJIgoT
coBo¥ aToMel BOmopoma. P! mpepmcrabigeT cofol BallUTHYD TPYIINY OJIS
TUOPOKCUTPYIINE., B ciydae ecJM OOHa WM HecKoJibko u3 RME - R4
NpencTaBgnT CcOBOM 3alMIeHHYD IMIPOKCUIPYIILY, TO 3SallMTHasd IpyIla
MOXET OHTh YyIajleHa ONHOBPEMEHHO C YyIaJleHMeM 3allMTHOM Ipymnns Pl.
R - R* 1 Y gBIAOTCA TakKMMM, KaK ONpeIesIeHO BHIIE.

[0071]

BamMTHaA Tpylona OJS TUIPOKCUTPYIINE, MWCIOJbL3YeMasd B IaHHOM
IOKYMEHTe, He oTpaHMueHa, eCJM OHa He OKashHBaeT OTPULATEJILEHOTO
BJAMAHMA Ha peakKlUuio. SBaluTHad TIpylda OpedycMaTpMBaeT, HalpuMep,
CUJIMIIBHYIO — SallMTHYD  DPYIIIY (Hampumep, TPUME TUJICWJIAIL, TpeT-
6y TUIIOUME TUIJICUIIAIL, TPUMSOIPONIUIICUIINIL, TpeT-0yTUIIOUOESHUIICUIINIL) ,
alleTaJIbHYD SallMTHYD TDPYONY (HamopuMmep, TeTparumponupaHmia (THP),
MeTokcuMeTHsT (MOM), MeTMJITMOMETMJI, DSTOKCUSTHII, OeH3UIJIOKCHUMETHUJI)

n AlllJIBEHYIO 3allMITHYIO TPYyIITY (HaanMep, aleTnJI, IIPOIIMOHWMII,
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IMEBAaJIOWNJI, TpeT-0yTHUiialeTn, 2-xJiopalueTi, 2-0bpomMaleTn,
TpudTOPaALIE T, TPUXJIOPale T, bTasm, O—HUTpOOeHOKCHALIE T,
Benszsoms, 4-xJjopbeH30MJ, 4-0OpoMOeH30MII MM 4-HUTPOOEH3O0WMII) .

[0072]

B cooTeBeTCcTBMM CO  CIOCOOOM, [IOKa3aHHBEIM Ha  CXeMe 8,
coeguHeHre (15) w™MoxeT OBTHL TIIOJYYEHO C IIOMOIBI OCYIeCTBJIEHUSA
peaxkumum COenOMHEeHnd (13) u COeOuHEeHUA (14) B [IoOxXondmeM

PACTBOPHUTEJIE, B IPUCYTCTBUM pPearleHTa MuuyHoOy M docdmHa.

[0073]
Peareur MuiryHo 0y BKJIOUAET B cebs, HanpuMep,
OUBTUIIa30IUKaAPOOKCHUIIaAT u BrC (2-MeTOKCUDTUJII) a30IUKaAPOOKCUIIAT .«

KomuecTBO MCIOJIB3YEeMOTO B IaHHOM IOKYMEHTe pearleHTa MUIyHOOY
cocraBadgeT 1-10 MOJBb, MOPeOlIoUTUTEeJJbHO 1-5 MOJIB Ha OIMH MOJIb
coeIMHeHU S (13), [IOKasaHHOTO Ha cxeMme 8. KommuecTBO
MCIIOJIL3YEMOT'O B IaHHOM JOKyMeHTe coenuHeHus (14) cocrTaijgeTr 1-10
MOJIB, IIPennouTmMTeslbHO 1-5 MOJB Ha OOMH MOJIb CcoeIMHeHuda (13),
IIOKAa3aHHOTO Ha cxeMme 8. Vcrnosib3yeMelM B OaHHOM  IOOKYMEeHTe
bochMHOBHIM peaTeHT BKJOUaeT B cebs, Haopumep, TpubeHuabocdmH wu
Teudyruiadochmur. KoJImMuecTBO MCIOJIL3YEMOT'O B  HOAHHOM IOOKYMeHTe
bocdmHOBOTO peareHTa cocTaBJggeT 1-10 MOJb, OPEeONoUuTUTEJIEHO 1-5
MOJIbL Ha OIMH MOJIb coeIMHeHMsa (13), mokas3aHHOTO Ha cxXeMme 8.

[0074]

VCroJIb3YEMEIM B HOAHHOM OOKYMEHTEe PacTBOPUTEJIL He OoTpaHUueH,
ecJiM OH He OKa3HBaeT OTpMUIATEeJILHOTO  BJIMAHMA Ha  pPeaKlLuo.
[IpednouTUTEJILHEN PacTBOPUTENL, MCIOJbL3YEeMEl B HOaHHOM IOKYMeHTe,
BKJIOUAEeT, HalpuMep, ToJiyoJ, ©OenzoJjy, THF, 1,4-mouokxcaH, DMF, N,N-
ouMeTuJalleTaMmun, NMP, DMSO M MX CMecCh.

[0075]

TeMrnepaTypa peakluu OOHUHO CcoOCTaBJgeT oT -78 mo 200°C,
npennouruTeasHo oT 0 mo 50°C. BpeMmsa peakliMy OOBUHO COCTAaBJISET OT
5 MmuyT mo 3 IOHeM, OpedlnouTuTe]JIbHO oT 10 mMmuHyT mo 10 uacos.

[0076]

B cooTeeTCcTBMM CO  CIIOCOOOM, [IOKa3aHHEIM Ha  CXeMe 8,
coenmHeHMe (1lh) MoxeT OBTE IIOJYUEHO C IIOMOIBID YIAJIEHMS 3alMTHOM

TpyHNIH C coeluvHeHMA (15).
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[0077]

B ciayJdae ecmn 3alMTHa g TpyIna oJisa TUOPOKCUTPYTIIIIH
OpencTaBJgeT coBOM 3alMTHYID TIPYINY CUJIMILHOTO THIIa, TO YyIaJleHue
3alMTHOM TPYINH MOXEeT OCYMEeCTBJIATLCHA C IIOMOILID YCJIOBUM TUAPOJM3A
B KMCJIOM cpele WIM C MCIOJb30BaHMeM O(TopuI-MoHa. Hamnopumep, B
ciydae TpeT-O0yTWIOVMMETUIICUIIMIILHOM TPYIINHE, BHOPaHHOM B KauecTBe
CUJIMJIBHOV  BamlMTHOM TPYINH, pPeaKUuio YyIOaJleHUd BallMTHOM  TPYIIIH
OCYMeCTBJIART C IIOMOMbI (QTOpUI-MOHa. IlloOXOoOAmMe MCTOUHUKY QTOPpUI-—
MOHOB BKJOUaT B cebd, HaopuMmep, oéTopun TeTpal®yTHUIIaMMOHMS U
dbTopun BOOOPOIa—-IIUPUANH, IPearnouYTUTEJIBHO bTopun
TeTpabyTulaMMOHMSA. KOJIMUeCTBO MCIOJNB3YEMOT'O B IaHHOM HOOKyMeHTe
dTopcomepxamero coelMHeHMSa cocTabjsgeT 1-10 MOJb, OPEelloudTHUTeJILHO
1-5 MOJIL Ha OIMH MOJIb coerIMHeHMs (15), mnokaszaHHOT'O Ha CcxeMme 8.

[0078]

Vcriosb3yeMell B IaHHOM IOKYMeHTe pPacTBOPUTEJIL He OTI'paHuueH,
ecJaM OH He OKa3HBaeT OTpHuIAaTeJIbHOTO  BJIMAHMA Ha  peaKUuuo.
Vcriosb3yeMHl B IaHHOM IOOKYMEeHTe pPacTBOPUTEJNIL BKJIOUAET, HalpuMep,
THE, aueTOHUTPUII UM MEeTUIJIEHXJIOPUID.

[0079]

Peakumda yroaJleHUI 3alUTHOM TPYIIIIEL MOXeT OCYHMeCTBIJIATBECA IIPU
TeMIlepaTtType oT 0°C o TeMIIepaTyPErI @ﬂePMH MCIIOJIB3YyeMOTI'O

PeakKLMOHHOTO PacTBOPUTEJIS, OPellouTUTeSIbHO oT 0°C »mo KOMHaTHOM’
TeMIIepaTypE. BpeMsa peakKuuu OOBUYHO CcoOcCTaBJgeT oOT 5 MMHYT 10O 3
oHeM, OpednouTuTesibHO oT 10 MmHYT mo 10 uacos.

[0080]

B cayudae ecun 3aMMUTHAaS TpyImna OJ1s TUOPOKCUTPYTIIIE
nIpelcTaBJIgeT cobom aleTallbHYy®  3allUTHYKD  ITPYIIy, Takymn  Kak
MeTOKCHMMeTMJIbHasg Tpylla, To YyIajleHVMe BallMTHOM TPYINE OOHUHO
MOXEeT OCYIMEeCTBJIATLCI C MCIOJNbL30BaHMEM YCJIOBUM TUAPOJIM3a B KUCIJIOM
cpeme. "Kucjora", wMcHOoJbayeMasa IOpu TITHUIPOJM3e B KHCJIOM cpele,
BKJIOUAET, HallpMMep, YKCYCHYK KUCJIOTY, XJIOPMCTOBOOOPOIOHYK KUCIIOTY
M GOCPOPHYK KUCIOTY, MNPEellOoUTUTEJIbHO XJIOPUCTOBOOOPOIOHYK KUCIIOTY .
KomMuecTBO KMCJIOTH HaxoIMTCS B OMala30He cooTBeTcTBeHHO 1-1000
MOJIb, IpelrnouTruTesibHO 1-10 MOJIB Ha OOMH MOJIb CcoeauHeHuUs (15),

[IOKa3aHHOT'O Ha CXeMe 8.
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[0081]

VcroJIb3YEME B OaHHOM OOKYMEeHTe PacTBOPUTEJIL He OoTpaHMueH,
ecJiM OH He OKa3HBaeT OTPMIIATEJIBHOTO  BJMAHMSA Ha  peakluo.
VcrioJIb3YeMEl B ITaHHOM IOOKYMeHTe PacTBOPUTEJIL BKJIOUAEeT, HalIpuMep,
OMXJIOPMETAH, METAaHOJ M BOLY.

[0082]

Bpems peaxkuun MOXET BapbUPOBATECH B 3aBUCHUMOCTH oT
VCIIOJIE 3YEMOT O B OaHHOM OOKYMEHTE COenMHEHUSA MaTepuala,
TeMIepaTypPH peakuuu WM OpyI'ux G(aKTOpOoB, OIOHAKO OHO HaxoOuTCsHd
COOTBETCTBEHHO B IOMalnaz30oHe oT 0,5 uyaca mo 24 yacoB.

[0083]

B ciyuyae ecJu 3alMTHa g TpyIia oJis TUOPOKCUTPYIIIIE
npencrTaBjsgeT cofOo¥ BamMTHYD TPYINY aluuJIbLHOTO Tulla, TO YyIaJleHue
3AMUTHOM TPYINOH OOBYHO MOXET OCYMEeCTBJSATLCS C MCIOJb30BaHMeM
YCJIOBUM TUAPOJIMB3a B MeJIOUHOM cpeme. JVCHOJNb3YeMHl B IOaHHOM
OOKYMEHTe PpPacTBOPUTEJL BKJKUaeT, HaIpuUMep, BOLOY; CIMPTE, TaKue
KaK MEeTaHOJI, STaHOJI, 2-IPOoIlaHOoJ ¥ TpeT-0yTaHOJI; KETOHH, TaKue
KakK alleTOH UM MeTUJIISTUIIKeTOH; 5SOMpPH, Takue Kak IUDTUIJIOBHM 30UpP,
omokcaH, THF, MOHOTJIMM ¥ IOUITJIMM; CJIOXHEE 20QMPH, Takue Kak
MeTuJIaleTaT UM BTUJalleTaT; TaJIoOTeHMPOBaHHEE YIJIEBOIOPOIH, TakKue
Kak xJjopodopM, OMXJIOPMETaH, OUXJIOP2TaH U YEeTHPEXXJIOPUC THIM
YIJIepon; DMSO; DMF'; rekcaMeTuJIpochaTTpraMm n nx CMeChH .
McnoJsb3yeMoe B JaHHOM OOKYMEHTe OCHOBHOE COeIMHEeHMe BKJIUaeT,
HalopuMep, kap®oHaTH, TaKKe KaK kKapboHaT HaTpuid, KapbOoHaT Kajausd,
rMopokapboHaT HaTpusa U TMOopokapboHaT KaJng; u TUIPOKCUIH
MeTaJlJIOB, TakKMe KaK TIUIPOKCHUI HaTpusig, I'MIPOKCHUI KaJud, IUIAPOKCUID
KaJlblMd ¥ THUIPOKCHUI JIUTUA. 5T OCHOBHEIE COEIOMHEHUS MOTYT
MCIIOJIE30BATECA KaK OIVMH MHIPeIVMeHT WM B KOMOMHALUM »OBYX WU
foJjiee MHTPEOUEHTOB.

[0084]

PeakllMd TUIOPOJIM3a MOXET IIpOTeKaThb OOBUYHO IIPM TeMIepaType OT
0 mo 200°C, mOpenmouTUTeNILHO IpY TeMraepaType oT 0 mo 150°C, u npwu
2TOM pPeaKlMsd 3apepmaeTcd OOBYHO B TeueHMe OT OpubiamsmTesbHo 10
MMHYT o 50 uacos.

[0085]
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B Clly4dae eCJIn CymecTByeT MHOXeCTBO SallMTHBIX T'PYyIIIn IJIA

Tugpokcurpynnel B R - R* y P!, 710 samMTHLHE TPYNNE MOIYT OHTh
OOMHAKOBEIMM MJIM Pa3JIMUHEIMM. ECJIM  SalMUTHHE DPYIINE  ABJISOTCH
pPasIUMUHEMA, TO peakums vIaJleHn A 3aMMUTHON TPYIIIEL MOXeT

OCYIIECTRBJIATECA C I[IOMOUBKD OOBLEeIVMHEHMSI MHOXeCTBa YCJ'IOBI/Iﬁ YOaJIeHUA

3alUTHON T'POYIIIIEL, TIIOOXOIOAIMX OJIA Kaxmooy s3alMTHOM T'OYIIIIEL.

[0086]
[(XmMm. 11]
Cxema 9
R2¢
R19 O-Y* r y
HIPHTHBIH
N BOCCTAHOBHUTEIER
HN™ = R49 >
R3¢
O

(16)

YianeHHe 3amHTHOR
TPYIIIIEL

¥

(1)

roe RY9 - R%Y HeszaBMCKMMO MNPeICTaBJIST coOOM aToM BOIOPOLa,

raJJoreH, SaAUIEHHYID ITUIPOKCUTPYIILY, CN, Ci_g@JIKMJIbHYI TpPyIIly,
TaJIOTEHUPOBAHHYID Ci galJIKMJIbBHYID Tpylny, Co galJIKEeHUJIBHYID Ipynny, Ci-
cAJIKOKCUTPYIIITY VI TaJIOTeHVUPOBAHHYID C1_aJIKOKCUTPVYIINY, npu
YCJIOBUM, UYTO IIO MeHbllell Mepe oIMH u3 R!'9 - R mpermcraBiger coboin
S3allMIEeHHYD TUIPOKCUTPYIINY, OIOMH WM -OBa W3 HUX OPedCcTaBJIgoT
coboM aToMBl BOIOPOIA, HO He BCe TpM WIM UYeTHpe U3  HUX
npencTaBpJganT cobou aTOMHI BOIOpOIa. RiD - R0 He3aBUCUMO
OpencTaBJIgT coBoM aToM Bomopoma, rajoreH, OH, CN, Ci saJIKMJILHYIO
TPYyImny, TaJIOTEeHVUPOBAHHYKD Ci galIKMJIIBHYKD  TPYINY, Co_gaJIKEHUIILEHY
TpyHny, Ci gaJIKOKCUTPYINY WIM TalIoOTeHMPOBAHHYKD Ci gaJIKOKCUTPYIIILY,
npu YCJOBUM, UYTO I[IO0 MeHbIeld Mepe omuH u3 RP - R* npencrarsger

cobon TUOPOKCHUTPVYIIILY, OIoIVMH WJIM IBa W3 HMX IIpeldCTaBJIAKT cobom
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aTOMEl BOIOPOIa, HO He BCE TPpM WIM UYeTHpe W3 HUX I[IPeIcTaBJISoT
coboM aToMH BOIOpOHa. 3ammMmeHHas IHUIPOKCUTPYIINa B COeOIMHEHUU
(17) IIOOBEePIHYTa YyIaJleHMI0 3alMTHOM Tpynne ¢ OH B ToM  Xe
[IOJIOXEHUM B coemouHeHmr (1i). Y? wm Y° 4gBugoTcd TakuMMM, Kak
OTIPEeNEJIEHO BHIIE.

[0087]

Peakumsa coeluHeHMa (16) ¥ ITUOPUIOHOT'O BOCCTAHOBUTEJIS MOXET
OCVYIIECTBJIATECA B YCJOBUAX pPeaKlUMM, aHaJIOTUMUHHX peakKlUuMu M3 CXEMH
5.

[0088]

YoaJjieHue 3allMTHOM TPYIIIEL COeIMHEeHMS (17) MOXeT
OCVYIIECTBJIATECA B YCJOBUAX pPeaKUMM, aHaJIOTUUHHX peakKUuM M3 CXEMH

8.

[0089]
[(XuMm. 12]
Cxema 10
R2a
Ty7? 1 7
OH x(1 ;;) R 0 ONOKCHIHPOBaHHE
R4a X yxomlma; HN’N\ e '
IpyImIa R
O
(19
R2a
O-v8 Boccranosnenne Rrla o-y°
e N
HNT = R4a
3a
o R
(20} (1
roe R'® - R?® py X! gBigoTcd TakMMM, KaK OINpemesIeHO Boime. Y/

OpencraBJgeT cobol Cr gaJIKeHUWJILHYID TPYINYy, I'Ie aJlkeHWJIbHasd TIpyIia
MOXeT OHITH 3aMeleHa OIHMM MJIM  HECKOJBKMMM  3aMeCTHUTeJISIMH,
He3aBUCKMO BHOPaHHBEIMM W3 TPYINH, cocTodgmer u3 Ci gaJIKMJILHOM
TPYIH, TajloTeHa ¥ TajJloTeHupoBaHHOM (i (aJIKMJILHOM TPYIOH, TIOe
OOIIOJIHUTeJILHO IOOCTYIIHEMN oJis 3aMeleHm s aToM yTJlepona B
3aMecTuTelle, CBASHBAKMUNMCA C aJIKeHMJILHOM  TI'PYIINoN, U Opyrou

,JIOCTyHHBIIZ IOJId 3aMelleHMA aTOM YyIJlepolda B aJIKeHUJILHOM I'pyIlinie, WX
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IOBa IOOCTYIHHX IJIS 3aMelleHrMa aToMa YyIJlepolla B 3aMecTUTele,
CBASHBAKMMUXCA C aJIKeHMJILHOM TPYyIIoM, MOTYT OHTb OObeIMHEeHH
BMECTE c of6pa30BaHMEM 3—-6-UJIEHHOTO YIJIEPOOHOTO  KOJbIla. Y8
opencraBygeT coboM TpPyIdy, B KOTOPOM IOBOMHaS CBSA3b B aJIKEHMJILHOMU
rpynmne Y/ OpeBpamaeTcsd B SIOKCUOHYD IPYIONY, Y° HOpencTaBigeT cobou
TPYINY, B KOTOPOM SIOKCUIPYINa Y° C PAa3OMKHYTEM KOJILLOM.

[0090]

Peakumsda COeIMHEeHN (2) " coOeIMHeHMS (18) MOXeT
OCVYIIECTBJIATECA B YCJOBUAX pPeaKlMM, aHaJIOTUMUHHX peakKlUUM Ha CXeMe
1.

[0091]

B COOTBETCTBUM  CO criocobowm, IIOKas3aHHBEIM  Ha cxeMme 10,
coenmHeHue (20) wmoxeT OHTH IIOJYUEeHO C IIOMOUmBLI OCYHMeCTRBJIEHUS
peakumMy coemuHeHMa (19) M OKMCIMTEJIS B I[IOOXOOANEM pPacCTBOPUTEIE
uwim 6es pacTBOPUTENS. JVCIOJbB3YEeMEM B IOaHHOM IOKYMEHTEe OKUCIIUTEJb
BKJIOUAET, HalpuMep, M-xXJIOpepOeH30MHYID  KUCJIOTY, [IEPYKCYCHYIO
KUCJIOTY, OKCOH ¥ IIepekKuchb Bomopoda. JVICIOJb3yeMel B  OaHHOM
OOKYMEHTe PpacTBOPUTEJIb MOXeT OBTL BEHOpaH M3 IMPOKOTO pAna
M3BECTHEIX PacTBOPUTEJIEM, eCJIM OH He oKa3hBaeT OTPpHLIATeJILHOTO
BIIMAHMSA Ha peakluMio. JVCNOJbL3YEeMHM B ITaHHOM OOKYMEHTE PacTBOPUTEIIbL
BKJIOUAET, HalpuMep, apoMaTHuUueCcKMe YTJIEBOOOPOIH, Takme Kak
0eH30JI, TOJYyOJI M KCWUJOJ; auMdaTUUeCcKrue YyIJIEBOOOPONE, TakKue Kak
reKcaH u TelTaH; CIIMPTH, TakKue Kak MeTaHOJI u 2TaHOJI;
TaJIOTeHMPORBAHHEIE PACTBOPUTENM, TakMe KakK XJopodopM, IUXJIOPMEeTaH
VM IUXJIOP3®TaH; HUTPWJH, TaKMe KaK aleTOHUTPWMIJI U OYyTHUPOHUTPWII;
CJIOXHHE 5QUPE, TakMe Kak >TulalleTaT, OyTujalueTaT UM MeTuJIdopMuUaT;
aMuUIbl, TakKMe Kak DMF m N, N-mmMeTmialleTaMuUl; M MX CMeChb.

[0092]

KomuecTBO MCHOJBL3YEeMOI'O B OaHHOM JOKYMeHTe  OKUCIMUTEJIA
OBOBIUHO COCTaBJIAET OPpUOIIN3UTEJIEHO 1-5 MOJIb Ha OIUH MOJIb
coenmHeHusa (19). BrmeykaszsaHHasa peakKlMad OCYMECTBJISAeTCS OOBUYHO IIPU
TeMnepaType oT 0°C mo 100°C, mpemmouTuTessHO oT 0°C IO KOMHATHOM
TeMIIEPATYPE, W IIPM 32TOM pPeakKlMsda OOBUYHO 3aBeplaeTcd B TEeUeHMe OT

npubgusureJibHo 0,5 nmo 24 uacos.

[0093]
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B COOTBETCTBUM  CO criocobomM, IIOKas3aHHBEIM  Ha cxeMe 10,
coenuHeHMre (1j) MoxeT OHTH IIOJIYUeHO C TIIOMOmMBK pPasMHEKAaHMA KOJbIA
COeOMHEeHnd (20) npu YCJIOBUU TUIPUPOBAHUA B [IoOxXonAameM
pacTeoOpUTeJie B IIPUCYTCTBUM COeIVMHEHUMA Iajjlanud.

[0094]

Vcrionb3yeMel B IaHHOM JOKYMEHTe BOCCTAHOBUTEJIL BKJIOUAET,
HallpyMep, BOOOPOI M QopMMaT aMMOHMUA, U STM BOCCTAHOBUTEJM MOITYT
MCIIOJIB30BATHECA B BUIEe OOHOT'O MHIPEOMEHTa WM B KOMOMHaALUUM OBYX
VHIPEOUEHTOB.

[0095]

VcniosnbsyeMoe B OaHHOM OOKYyMEeHTe COeIMHEHNE najianns
BKJIOUAET, HaOpuMep, Oajamuii Ha yrye (10% Bec/Bec). KoJauuecTBO
COeIMHEHMA ajulangyva, MCIOJBb3YeMOT'0 B HOaHHOM »OOKYMeHTe, OOBUHO
cocrapjyger 0,01-0,5 MOJIbL Ha OIMH MOJIb coeIMHeHUsa (20).

[0096]

Vcrmosib3yeMEl B IaHHOM IOKYyMeHTe pacTBOPUTEJL MOXeT OHTbH
BrIOpaH M3 MMPOKOTO psAla M3BECTHHEX pacTBOPUTEJIEM, eCJXM OH He
OoKas3HBaeT OTPMLATEJILHOTO BJMAHMSA Ha peakuuo. VCIOOJb3YyeMEM B
IOaHHOM IOKYMEHTe pacCTBOPUTEJIb BKJIOUAET, HaIpuMep, »0MpPH, Takue
Kak nuokcaH, THF, IMSTWUIOBHM 30up, IUTJIMM U IUMETUIIOBHM 520UP
STUIIEHTJIMKOJIA ; TaJIOTeHVPOBAaHHEE YTJIEBOLOPOIH, Takme Kak
OUXJIOPMEeTaH, IUXJIOP®TaH, XJIOPOohOopM U UeTHPEexXXJIOPUCTHM YIJIEPOn;
CIIMPTH, TakuMe KakK MeTaHOJ, DTAHOJ M  2-TIPOIaHOJI;  I[OJISPHHE
pacTeopuUTesM, Takue Kak DMF, DMSO M aleTOHUTPUJI; M MUX CMeChb.

[0097]

BrmmeykasaHHasa peaklMsa OCYWEeCTBJSAeTCd OOBUHO IIPpU TeMIlepaType
or 0°C mo 70°C, npemmouturenbHOo OT 0°C OO KOMHATHOM TeMIIepPaTypH,
n npu 5TOM peakumsa OOBUHO 3aBepllaeTcsd B TeueHNe oT
npubausurelibHo 0,5 mo 24 uacos.

[0098]

[XmMm. 13]
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Cxema 1l
. &“;
- | :
O_w+ -
0 (2

(22) (1k)

roe R - RY, Y u P! gBagoTCd TakuMM, KakK OINpeIeJIeHO BHIIe.

[0099]

Peakuusa coemmHeHMs (21) M TIuOpasMHa MOXeT OCYIECTBJATHCH B
YCJIOBUMAX PpPeaKluM, aHaJIOTMUHHX peakKUuu Ha cxeMe 4. VYioaJjieHue
3alMTHOM TPYIINE COeOMHEeHUS (22) MOXeT OCYMEeCTBJIATLCS B YCJIOBUAX
peakluMy, aHaJIOTMUHEIX pPeakKluM M3 CXEeMBl 8.

[0100]

CoemmMHeHMe IIO HacToAmeMy Hu300peTeHMID QOopMyJiel (1) MoxeT OHTH
[IOJIYUYeHO B COOTBETCTBMM C BHIIeyKa3aHHEMM cCclocobaMmM CUHTes3a, U
MOXeT OBTL TakxXe II0JIYUYeHO Ha OCHOBe CIOCOB0B CHUHTe3a, OIMCaHHBEX
B STaJIOHHHX IIpuMepax U IIpuMepax B IaHHOM »IOOKYMEeHTe, C YUeTOM
IpenmecTBYOMNEeTr0 VYPOBHS TexXHUMKM, M3BEeCTHOT'O Ha MOMEHT IIoJauu
3aaBKU.

[0101]

IIpu HeoBXOoOMOCTH, VCXOIHHE BelmecTBa WU IIPOMEXY TOUHEIE
coeIMHeHMs, IIOKa3aHHHE Ha BHIIeYyKa3aHHHX CXeMaxX, MOTYT OHTb
3amuimeHs  NOOXOOAmEeN 3allMTHOM TPYINOWM IIepeld HauvaJioM peakKluuu, a
3aTeM IocJie OCYIEeCcTBJeHUS peakKUuy 3allMTHas TpPylla MOXeT OHBTh
yIoajleHa M3BEeCTHHEM CIOoCOOOM.

[0102]

KaxOuil OpOoOyKT, IIOJYUEeHHHM B COOTBETCTBMM C BHIIeYKa3aHHBMU

cxeMaMu, MOXeT OBTE OUMIIEH OT Kaxmon peaKLU/IOHHOﬁ CMeCHr CcJlelyrmyM
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obpasoM, HalpuUMep, pPpeaKUMOHHAas CMech oXxJaxXIaeTcsd, peakKUMoHHAasd
cMechb obpabaTHBaeTCH B opolienype BHIOEJIEHUS, TakKom Kak
dMIILTPpalMsa, KOHIEeHTpalud M SKCTPaKUMA OJS BHIEJeHMS HeOUMIeHHOTO
OponykKTa, ¥ HEeOUMIEeHHHM [OPOOYKT  OUMMAalnT  OOHUHHM  CIOCOOOM
OUMCTKH, TaKuM Kak KOJIOHOUHASA XpoMaToTrpadmsa u
IepekpucTaJIn3alng.

[0103]

VicxonHHE BelecTBa M TMPOOYKTH, I[IOKal3aHHBE Ha KaXIoM CcXeMme,
TakXxe BKJIOUAKT COJIEBAT B KaueCTBE OOIOJHUTEJILHOM (QOPME, HalpUMep
TUMOpaT M STaHoJaT.

[0104]

VIcXOoOHEE BemecTBa M TIPOOYKTH, I[IOKa3aHHBE Ha KaXIoM CXeMe,
MOTYT OBTEH MCIIOJIE30BAHH B MIPEedlouTUTeJSIEHOM dopMe, IIpelcTaBJidlmen
cofboy CcoJib. KaxOwil NPpoOyKT Ha KaXOoM CcTaIuM MOXeT MCIIOJb30BaThbCH
Ha cJenyomey cTamuu ©0e3 BHIOEJIeHUA.

[0105]

CoemmHeHMre (1) DO HacTodAlmeMy MU300peTeHU, IPOMEeXYTOUHEE
CoOeIMHEeHMs, IIOJIYUEeHHEEe B BHIIeyKa3aHHEIX CXeMax, U MX MUCXOIOHBEe
BelecTBa MOT'YT BRJIIOUATDH B cebsa TeoMeTpUUeCKUM n3oMep,
CTepeonu30Mep, TayToOMep M UMX OINTUUECKUNV M30Mep.

[0106]

KaxnOuil mM3oMep MOXeT OBTb BHIOEJEH C IIOMOmbLI TPaIUUIMOHHOTO
criocoba. HamnpuMmep, paleMMUecKre COeIVMHEeHUSI MOTYT OBThL paslesIeHH
c IIOMOIIBIO obmero OIITUUECKOTO pacuerJjeHmus, TakoIro Kak
KpUCTaJIM3aluMsa UM xXpoMaTorpadmsda, Ha UMX OINTUUECKM UMCTHE M30MEPH.
Kpome ToOTO, OIITUUYECKM UMCTOe COoeIMHeHMe MOXeT OHBTb TakKxe
IIOJIYUEeHO M3 COOTBETCTBYKHIMEeIO MaTepuala.

[0107]

CoelMHeHMVe TII0 HaCTOAIlleMy M300peTeHUI MOXeT OHTh I10JI€3HEM
CpeICTBOM IJid JeUeHMSa OIIyXOoJM, B UYaCTHOCTM 3JI0OKaueCTBeHHOM
omnmyxoJu, 0o0Jee IOOpPoBHO, CoeIMHEeHMe MOXeT IpPeICcTaBJIATL cobon
HOBOE CpeIcTBO i JleueHUs u/ npenynpexaeHns Oy XOJIU
TOJIOBHOTO MO3Ta VY »OeTel, BHOpaHHOM M3 TPYINHE, COCTOAmEN U3
ACTPOLMUTOMEH, 3JI0KaYeCTBEeHHOM MeoyJII00JIaCTOMH, SMOPUOHAJILHO
KJIETOUHOM Oy XOJIN, KPaHMOOAPUHTMOMEL ¥ SIeHIVMOME; Oy XOJIN

I'OJIOBHOT'O MO3T'a Y B3POCJIEX, BBI@paHHOﬁI 3 TPYyIILlE, cocTodmen u3
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TJIMOMEI, MEHMHIMOMEI, aIeHOME I'MIO(M3a UM OIyXoJM OOOJIOUKM HepRBa;
paka TOJIOBH M MmeM, BHOPAHHOTO M3 TPYIIIE, COCTOAmEeNM M3 paka
BEPXHEUEJIOCTHOTO CHMHYyCa, O(apMHIealJIbHOTO pPaka (HaopuMmep, Pak
HOCOTJIOTKMH, pak POTOTJIOTKH, TUNOQapPUHI €aJIb HEM pak), paka
TOPTAaHM, Ppaka POTOBOM IIOJIOCTM (HaIpMMep, pak TyOH, pPak Sg3HKa) U
paka CJIOHHHX XeJjie3 (HaoprMep, Pak OKOJIOYIHOM XeJIe3H),; Ppaka
TPYOHOM KJIETKM ¥ OIIyXOJIM, BHOPAHHOM M3 TPYINH, COCTOAMNEN U3
MEJIKOKJIETOUHOTO paka JIeTKOoT'0o, HeMeJIKOKJIETOUHOTO paka JeIrKoTo,
TUMOMEl M ME30TeJIMOMHE; Ppaka XeJIYIOUHO-KUIEeUHOT'O TpakKTa M OIIYXOJH,
BHIOpPAHHOM M3 TPYIIIHE, COCTOSAMeN uW3 paka IIumeBona, paka IedueHu,
IIepPBUUYHOTO paka IIeueHMr, paka XeJJUHOTO IIy3HpPSI, Ppaka XeJJUHHX
IIPOTOKORB, paka xKeJIynoKa, KOJIOPEKTaJIbHOTO paka (HanmpuMmep,
PeKTaJIbHEIM pakK, pak aHaJlbHOTO KaHalla), paka IIOIXeJIyOIOUHOWM XeJles3H
Y  SHIOOKPUMHHOM OIIYyXOJIM IIOIXEJIYIOOUHOM XKeJie3hl; pPakKa MOUeIlloJIOBOM
CUCTEeMBl ¥ OIIYyXOJIM, BHOpPaHHOW U3 TPYINH, COCTOAmMeM M3 paka
[IOJIOBOTO UJleHa, paka I[IOUeUHOM JIOXaHKM/MOUEeTOUHMKOB, [IOUEUHO-
KJIETOUHOTO paka, OITYy XOJIU AUYKA (Takxe HasBEBaeMoMn
HOBOOOGpa30OBaHMeM  guuKa), paka TIOpeacTaTesJIbHOM  XeJle3H, paka
MOUEBOTO TIIY3HPA, ONYXOJM BuJIbMca ¥ YPOTeJIMaJIbHOM KapLMHOMEH;
TMHEKOJIOTMUECKOTO Ppaka M OIYyXOJM, BHOPAHHOM M3 TPYIIIH, COCTOAMeN
M3 Ppaka BYJBBH, paka IeMKM MaTKM, PakKa Tejla MaTKM, paka
SHIOMETPMS, CAapKOMEI MAaTKM, XOPMOKAPILMHOME, Paka BJlaTajuima, pakKa
MOJIOUHOM XeJIe3H, pakKa SUUYHUKOB U SMOPMOHAJBHO-KJIETOUHOM OIIYyXOJIU
AMUYHMKOB,; CAPKOMH MATKMX TKaHeM Yy B3POCJHX UM »IeTel; OIIyX0oJU
KOCTM, BHOPaAHHOM M3 TPYIIIE, COCTOSAMEN M3 OCTEOCAPKOME U OIIYyXOJIU
IOuMHTa; paka SHIOOKPMHHOM TKAHM UM OIYyXOJIM, BHOPAHHOM W3 TI'PYIIIH,
COCTOAMEN M3 AaIPeHOKOPTHMKAJLHOM KAaPLUMHOMEL M pPaka IUTOBUIOHOM
XKeJIe3H; 3JIOKAaYeCTBEHHOM JMMOOME U JIeMKO3a, BHOPAHHHX M3 TPYIIIH,
COCTOAMmMEN M3 BJIOKAUECTBEHHOM JIMMOOMEI, HEXOMXKMHCKOM JIMMOOMEL,
XOMXKKMHCKOM  JIMMPOME, MHOXECTBEHHOM  MMEJIOME, [1JIa 3MOKJIE TOUHOM
OIYyXOJIM, OCTPOTO MHMEJIOMIHOTO JIeMKO03a, OCTpOoro JmMMOoBJIaCTHOTO
Jlerko3a, T-KJIETOUHOTO JIEMKO3a-JIMMOOMEI VY BBPOCJEHX, XPOHMUECKOTO
MMEJIOMIHOTO JIeMKO3a ¥ XPOHMUECKOTO JMMPOLMTAPHOTO JIeMKO3a; WU
paka KOXM UM OIIYXOJIM, BHIOPAHHOW M3  I'PYIIIH, cocToAmen M3
XPOHUYECKOTO MMUEJIONPOJIMPEPATUBHOTO PACCTPOMCTBA, 3JIOKAUEeCTBEHHOM

MeJIaHOME], [IJIOCKOKJIE TOUHOM KapLUMHOMEI, BasaJIbHOKJIETOUHOM KapUMHOMEI
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" TpUbOOBMIHOT'O MUKO3a. IlyTb BBeIeHUS COeOMHEeHMI II0 HacToAlleMy
N300peTEeHN  MOXEeT OBITE BEHIOpPAH U3 [IepopalibHOT'O BBelleHUHd,
[IapeHTepallbHOT'O BBeIeHUd WIM PeKTallbHOT'O BBeIeHUd, U I[IPpU STOM
CyTOUHad Io3a MOXeT BapbMpOBaThLCA B 3BaBUCUMOCTM OT CTPYKTYPH
coenuHeHMUs, IIyTM BBeIeHMs, COCTOSHMA/BO3pacTa IMalMeHTOB ¥ T. I.
Hanpuwmep, B ciydae [IepopalibHOT'O BBEeeHUA COeIMHEHNE 1o
HacTodAleMy Mn300peTEeHND MOXeT BBOOUTHLCHA UeJIOBEeKY VI
MIIeKOIMTaKmeMy B IJo03e, OOHUHO cCcocTaBJjgomer nOpubiausmurenbHo 0,01
MKD - 10 MI', [OPEemOIOUTUTEJIbHO IPUOJIM3UTEJIBHO 1 MKI - 5 MI' Ha KI
Beca ero Tejla, OT OIHOM OO HECKOJIBLKMX pas3OeJIeHHEX »0o3. Hamnpuwmep,
B CJlydae [I[IapeHTepallbHOT'O BBeINeHMA, TaKoI'0 KaK BHYTPMBEHHAaA
VMHBEKLNVA, COeOMHEHMEe II0 HacCTodAlleMy MW300peTeHMI MOXET BBOOUTLCHA

UeJIOBEeRY VI MJIEKOIIMTapnimeMy B oo3e, OBBIUHO cocTaBJgmen

npubmmsuregbHo 0,01 Mxr - 10 MD, OPeOlNOUYTUTEJIBHO NIPpUOJIM3UTEIJILEHO
1 Mkr - 5 MI' Ha KI' Beca ero Teja.
[0108]

JlekapcTBeHHass ¢opMa IO HaCTOoAmeMy M300peTeHMI  BKJIOUAaeT
TabJIeTKy, KalCyJly, TI'PaHyJly, IIOPOIOK, CHPOIl, CYCIEeH3MIO, MHBEKLUI,
CYIIIIOBUTOPUM, TJla3HHE KarJjam, Mashb, JIMHVIMEHT, [1JIaCTHPb u
MHTAJISHT . Chy7i JleKapCTBeHHHEe bopMe MOTYT OHITE TIOJIYUEeHEl
TPaIMLMOHHEM cloco®oM. EcamM JlekapCTBeHHasa ¢opMa ABJISeTCS XUIKOM,
TO OHa MOXeT IMpelcTaBJIATL coBoM cocTaB IJiS IOJYUYeHMS pacTBopa
WM CYCIeH3UM IJIS [IPpUMeHeHUS IIOCPeICTBOM CMemMBaHMA €TI0 C BOIOH,
IIOOXOOANMM BOIHEIM PACTBOPOM WMJIM IPYTMM IIOOXONOAMVM PacTBOPUTEJIEM.
TabjeTka M TIpaHyJla MOT'YT OHBTL IIOKPHBITH C  IIOMOILI  XOPOIO
M3BeCTHOTO crnocoba. Ilpu 5SToOM 5BTU JIeKapCTBeHHBEe (QOPMEl MOTYT
comepXaTh IOPYTOoM TepaleBTUUECKM NPUTOOHBM MHTPEeIMeHT.

[0109]

B ciaydae ecJn coeauMHeHUe infe) HacToAmeMy n300peTeHno
cocTaBJIeHO B BUIE eIVHUYHOM JIeKapCTBeHHOM bopMHL, TO
JleKapcTBeHHas ¢QopMa MOXeT BKJOUATL COeIMHEeHMe IIO HacToAlleMy
U300peTeHMd B KOJMUeCcTBe, cocTaBjagimeM 0,1-70% (Bec/Bec) Ha BCD
KOMIIOBUILIMIO, OOHAKO HacTodmee M300peTeHMe He OTpaHMUeHO DTUM.
[IpennouyTmuTesbHO, OHO cocTaBJigeT 5-40% (Bec/Bec) Ha BCE
KOMIIO 3ULIAIO .

[IpymMepsl
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[0110]
Hacrogamee wm300peTeHre OoJjiee MNOOPOOHO IOACHEHO majlee B
IDaHHOM IOOKYyMEeHTe CO CCHJUIKOM Ha DSTaJIOHHEE IIPYMMEDPEH, I[IPUMEPH U

TeCT, OIDHaKO HacTodlee MBO@peTeHMe He IOOJIXHO OI'PaHMUMBaTBECHd VIMUM.

[0111]

(STaJIoOHHEM OpuMep 1)

HoJyueHne (4-BpoM—2—-XJIOP—6—-MeTUIOEHOKCH ) —TpeT—

OV ITUIIOMME TUMIJICMJIaHa

[(XmuMm. 14]

K cmecu 4-06poM-2-xJjop-6-MeTuidpeHosa (13,3 r) B DMF (120 M)
nofaByaaauM ¥MMMIOazsosg (6,1 1) m Tper-OyTmiaxjopouMeTuiicuiadH (10,9 1)
M CMecChb IIepeMemMyBalIM I[IPM KOMHATHOM TeMIepaType B TeueHMe HOUM.
PacTBOopUTEIb yoandaau UM K ocTaTky  mofaBjsaaM  BOOy. CMech
SKCTPATUPOBAJIM STUjlalleTaToM. OpTraHUMUeCKMM CJIOM IIPOMHBAJIM BOIOM U
COJIEBHM PaCTBOPOM, BECYMMBAJIM Hall ©Oe3BOOHEM CYJIbGaToM HaATPUSI, U
OMIILTPOBAJIM, U PaCTBOPUTENL YIaJaldM. IIOJIyUeHHHM  HeOUMIeHHLM
OPOOYKT OUMIIAJIM C IIOMOMBI KOJIOHOUWHOM XpoMaToTIpaduuM Ha CcUuIMkKarese
(renTal:sTMmlaeTaT=100: 0-99: 1) C IIOJIYUEeHMEM YKa3aHHOTO B
3aT0JIOBKEe CcoeldMHeHMS B BHIe OeclLBeTHOro MacJja (20,0 r).

H-aMP (CDCls) &: 0,24 (e6H, s), 1,03 (9H, s), 2,22 (3H, s),
7,14-7,17 (1H, m), 7,30-7,33 (1H, m).

[0112]

(STaJIOHHBEM OpUMep 2)

[HolydeHMre MeTUI—-2- (4-0poM—2—-XJIOp—6—-0TopdeHOKCHK) alleTaTa

[XmMm. 15]
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K cvmecn 4-0OpoM—-2-xJjiop—-6-bTopdenosa (2,0 1) wm kapboHaTa
kammusa (1,47 1) B DMF (15 M) mpoBGariasiau MeTuJibpomauetatr (0,924
MJI) M CMeChb IepeMellMBajiM IIPpM KOMHATHOM TeMIepaType B TeueHUe 2
yacos. K peakUMOHHOM cCMecu »Ho0aBJIAIM BOLY M CMeChb DKCTparlupoBaJiu
STUJIALEeTaTOM. OpraHMYeCcKUM  CJIOM IIPOMHBAaJIM BOOOM UM  COJIEBEM
PacTBOPOM, BHICYIIUBAJIN Han 0e3BOIOHEIM CyJbdaToM  HaTpud, u
bunsTpOoBaM, U PACTBOPUTENL YyIalaau. IlOJIyUeHHHEM  HeOUMIeHHHN
OPOOYKT OUMIMaJM C IIOMOUIILID KOJIOHOUHOM XpoMaToIpaduM Ha CUIMKaTele
(renTan:>TuiaueTar=80: 20-60: 40) ¢ 1#nojJgydeHMeM YKa3aHHOTO B
3aroJIOBKe CoelIMHeHMs B BuIe OeclBeTHOTO Macja (2,53 r).

H-AMP (CDCls) &: 3,81 (3H, s), 4,73 (2H, s), 7,20 (1H, dd,
J=10,4, 2,3 Tu), 7,33-7,37 (1H, m).

[0113]

Crlemywnmye COeIMHEeHMSa TIoJiydallM M3 KaXIoI'o COOTBETCTBYKIMETO
MCXOOHOTO BemMecTBa aHaJJOTMUHO DTaJIOHHOMY IIpUMeEpy 2.

(S3TaJJOHHLEM OpuMep 3)

Merun—-2- (4-06poM—2-0Top—-6—-MeTUIOSHOKCHK) alleTaT

[XuMm. 10]

| 0
| a

1
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'H-AMP (CDCls) O: 2,33 (3H, s), 3,79 (3H, s), 4,69 (2H, d,
J=1,0 I'u), 7,06-7,11 (2H, m).
[0114]

(STaJJOHHLE OpuMep 4)

MeTun—-2- (4-06poM—3-0Top—2-MeTUIOECHOKCHU) alleTaT

(XM, 17]
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'H-AMP (CDCls) 6: 2,24 (3H, 4, J=2,3 Tu), 3,80 (3H, s), 4,65
(24, s), 6,42 (1H, dd4, J=8,9, 1,2 Tu), 7,28 (1H, t, J=8,9 Twu).
[0115]

(OTaJIOHHBEM OpuMep 5)

HoaydeHre MeTUJI-2- (4-06poM—2—-xJIOop—3—-@TopdeHOKCHU) alleTaTa

[XumMm. 18]

0
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K cmecu 2-xjop-3-dTopdenHosyia (2,6 I') B YKCYCHOM kucjoTe (30
MJT) nodasnuanmu OpoMUO-LIepOpoMMI  I[IUPUOMHUA (6,0 1) U CMecChb
IepeMellMBalX IIpYM KOMHATHOM TeMIepaType B TedeHue 4,5 uyaca. K
peaklMOHHOM cMecHu »noOaBJIAJAM BONHEM pacTBOpP THOCYJIbbdaTa HaTpUA U
CMeCh DBKCTparuMpoBaj M TOJYOJIOoM. OpTaHMUeCKMM CJIOM OPOMEIBAJM BOIOMU
M COJIEBEIM PacCTBOPOM, BHCYIMBaIM Han O0e3BOOHEIM CyJIbbaToM HaTpuUid,
M OUIBTPOBAJIM, U PACTBOPUTEJNE YIaJIAM C IIOJIydeHUeM XeJITOT'O Macja
(3,4 1r). IanHoe MacJo pacTeopsamu B DMEF (30 wMI) M K CMeCcu
nobasnuanm kapboHaT kamma (4,9 1©) m MeTmsbOpomaueTaT (2,0 M) .
CMech IepeMellMBaJiM [IpM KOMHATHOM TeMIepaType B TedueHue 30 MMHYT.

K peaKHMOHHOﬁ CMeCHr noBaBJISAIN BOOY n CMeChb SKCTparmporajin

STUIIALleTaTOM. OpraHMUYeCKUM CJIOV TIPOMHBAJIM BOIOOM ¥  COJIEBBEIM
pacTBOPOM, BHICYIIMBAJM  Han 6e3BOOHEIM CyJbdaToM  HaTpu4, u
duIrTPpOBaIM, ¥ PACTBOPUTENbL YyHOaJldaau. IIOJIyYeHHHBM  HeOUMIeHHBN

IIPOOYKT OodMIaJiiM C IIOMOIIEBIO KOJIOHOUHOM XpOMaTOPpa®MM Ha ClWIMRKarejle
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(renTal:>TMmJlaueTaT=100: 0-84: 16) C IIOJIYUYEeHMEM VYKas3aHHOTO B
23aT0JIOBKe COeIMHeHMS B BHIe DeclUBeTHOTO Macja (2,3 1).

'H-AMP (CDCls3) &: 3,81 (3H, s), 4,73 (2H, s), 6,56 (1H, dd,
J=9,0, 1,8 ™), 7,37 (1H, dd, J=9,0, 7,4 Tu).

[0116]

(2TaJIOHHEM HOpUMeEp 6)

HoJyueHne 1-[ (4-BpoM—2—XJIOpP—6—

dTopdeHOKCH) MeTIJI | LMKJIONpOoIaH—-1-oJia

[(XmMm. 19]

F —
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B aTMochepe aproHa K cMecu  MeTui-2- (4-6poM-2-xJIop—6-—
bropbeHokcH) alleTaTa (DTaJIOHHEM opuMmep 2, 2,53 1) B THE (30 M)
DO0aBJAIM TeTpaus3onponuopToTUuTadaT (2,49 wi) npm 0°C. K Hent
MemoJIeHHO nDoBaBJajM sSTuaMarHuvdpoMmun (3,0 M pacTBOP B OUDTUIOBOM
sdupe, 7,65 M) npum 0°C ¥ peaKUMOHHYID CMeCh IepeMelrBalli IIPpU
KOMHATHOM TeMIlepaType B TeueHMe OIHOTO uYaca. K peakKIMOHHOM CMecU
nobaBjasaau 1 M XJOPUCTOBOMNOPOINHYI KKcJoTy mnpu 0°C um  cMech
SKCTPAarvMpoOBalIM >TuUialleTaToM. OpTaHWUEeCKMM CJIOM TIPOMHBAJIM COJIEBHM
pPacTBOpPOM, BHICYLIIMBaJIN Hano Oe3BOIHEIM cyJlbdaToOM  HaTpUA, u
OMIILTPOBAJIM, U PaCTBOPUTENL YIaJlaldM. I[IOJIyUeHHHM  HeOUMIeHHHM
OPOOYKT OUMIaJM C I[IOMOMBI KOJIOHOUHOM XpoMaToTrpadum Ha CulIMkKareie
(renraH:sTmaueTar=100: 0-80: 20), a 3areM C IIOMOMBI KOJIOHOWHOM
XpoMaToTrpadun Ha aMVHOMOOUQUUNPOBaHHOM cumkarese
(MeTuIIeHxJIOpUL:MeTaHos=100: 0-90: 10) c nojJydeHMeM YyKa3aHHOTO B
23aT'0JIOBKEe COeIMHeHMS B BHUIe OeclBeTHOTo MacJja (1,15 7).

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

[0117]
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Cllepynmue COeOMHEeHMA IIoJIy4YaJiM M3 KaXOIoI'o COOTBEeTCTRBYKIEIO
MCXOIOHOT'O BemeCTBa aHaJIOT'TMUHO 3STaJIOHHOMY IIPVMMEPY 6.

(STaJIOHHEM OpuMep 7)

1-[(2,3-IIndbTopdeHOKCHU) MEeTIJI | UIMKJIONPOIaH—1—-0JI

[XmuMm. 20]

'H-saMP (CDCl;) 6: 0,68-0,74 (2H, m), 0,95-1,00 (2H, m), 2,78
(14, s), 4,08 (2H, s), 6,71-6,84 (2H, m), 6,93-7,02 (1H, m).
[0118]

(STaJJOHHEM OpuMep 8)

1-[ (4-BpoM—2, 6—ouMeTUJIOEHOKCHU ) MeTWJI | IMKJIONPpOonaH—1—-0JI
[(XumMm. 21]

'H-AMP (CDCls) o: O0,66-0,71 (2H, m), 0,93-0,98 (2H, m),
2,26-2,28 (6H, m), 2,77 (l1H, s), 3,78 (2H, s), 7,13-7,16 (2H,

m) .
[0119]

(STaJIOHHEM OpuMep 9)

1-[ (4-BpoM—2-XJIOp—6—-MeTUJIOEHOKCHM ) METIJI | ULMKJIONPpOoIaH—1-0J

(XM, 22]
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'H-aMP (CDCls) 6: 0,66-0,73 (2H, m), 0,92-0,98 (2H, m), 2,32
(34, s), 2,90 (1H, s), 3,95 (2H, s), 7,23 (1H, dd, J=2,4, 0,6
'), 7,37 (1H, 4, J=2,4 Tu).

[0120]

(OTaJoHHEM OpuMep 10)

1-[ (4-BpoM—2-0TOop—-6-MeTUJIOEHOKCHM ) METIJI | UIMKJIONPOIaH—1-0J
[(XmuMm. 23]

'H-AMP (CDCls) 6: 0,62-0,68 (2H, m), 0,90-0,95 (2H, m), 2,30
(34, s), 2,7¢ (1H, 4, J=1,0 Twu), 4,02 (2, s), 7,07-7,13 (2H,

[0121]

(STaJJOHHEM oOpuMep 11)

1-[ (4-BpoM—3-0Top—2-MeTUJIOEHOKCHM ) METIJI | ULMKJIONPpOoIaH—1—-0J
(XM, 24]

'H-AMP (CDCls)d: 0,69-0,75 (2H, m), 0,95-1,00 (2H, m), 2,22
(34, 4, J=2,3 I'u), 2,59 (1H, s), 4,00 (2H, s), 6,53 (1H, dd,
J=8,9, 1,3 I'u), 7,25-7,32 (1H, m).

[0122]
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(STaJIOHHLEM OpuMep 12)

1-][ (4-BpoM—2-xXJIop—3—-0TopdheHOKCHU) MeTIJI | UIMKJIONpOoIaH—-1—-0J

[XmuMm. 25]

'H-saMP (CDCl;3) 6: 0,70-0,76 (2H, m), 0,96-1,03 (2H, m), 2,81
(14, s), 4,07 (2H, s), 6,065 (1H, dd4, J=9,0, 1,8 Tu), 7,38 (1lH,
dd, J=9,0, 7,5 T'u).

[0123]

(STaJJOHHEM OpuMep 13)

HoJgydyeHue {1-[ (4-BpoM—2-XJIOP—6—

dTopdeHOKCH ) MeTUJI | UIMKJIONPONMIIOKCH | TOMS TUIICKUIIaHa

[XuM. 26]

SN
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K cvmecu 1-[ (4-BpoM-2-xXJIO0p—6-0OTOpPOeHOKCH ) MeTIJI] UIMKJIONIPOIIaH—
l-oJla (PTaJlIoOHHEM OpuMep 6, 1,15 1) B MeTmJgeHxJopume (15 wmi)
onobaBJigym 2, 6=JIYyTUIVH (0,544 MJI) u
TPUS TUIICUIMITPUGTOPpMeTauCcyIbboHaT (0,968 M) mpu 0°C. PeaKLUMOHHYIO
CMecChb IIepeMelMBaJiM IIPM KOMHATHOM TeMIepaType B TeueHMe HouM. K
PeaklMOHHOM CcMecHu nobaBJIaJM BOOY, a 3aTeM CMeCh DKCTparlupoBaJu
MeTHUJIeHXJIOPpUIOM. OpraHMUeCKUM CJIOM IIPOMBBAJIM COJIEBHM pPacTBOPOM,
BHICYMIMBAJIM Hall Oe3BOIHEM CyJbOaTOM HaATpUig, W OUIBTPOBaIM, WU
pPacTBOPUTEJL yIaJaar. I[IOJIYyUeHHHY HEeOUMMEeHHBM OIPOOYKT OuMmaJu C

IIOMOIIEBO KOJIOHOUHOM XpOMaTOI‘pa(]_)I/H/I Ha CHUJIMKaresle
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(renTal:>TMmJlaueTaT=100: 0-85: 15) C IIOJIYUYEeHMEM VYKas3aHHOTO B
23aT0JIOBKe COeIMHeHMS B BHUIe OecluBeTHoOTo MacJjia (1,08 1).

'H-AMP (CDCls) &: 0,64 (6H, g, J=7,8 Tu), 0,77-0,84 (2H, m),
0,84-0,91 (2H, m), 0,95 (9H, t, J=7,8 Tu), 4,05 (2H, s), 7,17
(14, dd, J=1i0,0, 2,4 Tu), 7,30-7,33 (1H, m).

[0124]

Clenynmye COeIMHEHMA IIoJiydaJlM M3 KaXOOoTI'0 COOTBEeTCTBYKIEIO
MCXOIOHOTO BelleCTBa aHaJIOTMUHO STaJIOHHOMY IpuMepy 13.

(STaJIOHHEM OpuMmep 14)

{1-1(2,3-IndbTopdeHOKCHU) MEeTIJI | UIMKJIONPOIMJIOKCHU | TOU2 TUJICUIIAH

[(XmuMm. 27]

H-AMP (CDCls) o&: 0,62-0,70 (6H, m), 0,73-0,78 (2H, m),
0,86-0,92 (11H, m), 4,02 (2H, s), 6,67-6,81 (2H, m), 6,91-7,00
(1H, m).

[0125]

(BTaqoHHEM OpuMep 15)

{1-[ (4-BpomM—2, 6—

OMMETHUJIOEHOKCHU ) METIUJI | UMKJIONPONMIIOKCHU } TPUD TUJICHUIIAH

[XuM. 28]

'H-AMP (CDCls3) 6: 0,64 (6H, g, J=7,9 Tu), 0,74-0,79 (2H, m),
0,87-0,%92 (2H, m), 0,96 (9H, t, J=7,9 Tu), 2,25 (6H, s), 3,73
(24, s), 7,12 (2H, s).
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[0126]

(S3TaJIOHHEM OpuMep 16)

{1-[ (4-BpoM—2-XJIOpP—6—

MeTUJIOEHOKCHU ) METUJI | UMKJIONPONMUIIOKCH | TPUR TUIICUIIaH

[(XuMm. 29]
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'H-saMP (CDCl3) o&: 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,
sy, 7,21 (1, dd4, J=2,4, 0,7 T'n), 7,33 (1H, d4dd, J=2,4, 0,5 Tu).

[0127]

(STaJJOHHEM OpuMep 17)

{1-[ (4-BpomM—2-dbTOpRD—-6—

MeTUIOEHOKCH ) ME T | UMKJIOOPOOUIIOKCHY | TOUD TUJICUIIaH

[XmMm. 30]

'H-AMP (CDCls) 6: 0,62 (6H, g, J=8,0 Tu), 0,68-0,74 (2H, m),
0,83-0,89 (2H, m), 0,94 (94, t, J=8,0 Iu), 2,30 (3H, s), 3,98
(24, s), 7,04-7,09 (2H, m).

[0128]

(STaJJOHHEM OpuMep 18)

{1-[ (4-BpomM—3-dbTOpRP—-2-

MeTHUJIOESHOKCHU ) METUJI | ULMKJIONPONMIIOKCH | TPUR TUMIICMUIIaH

[XmMm. 31]
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'H-aMP (CDCls) o&: 0,59-0,68 (6H, m), 0,73-0,78 (2H, m),
0,85-0,%0 (2H, m), 0,93 (9H, t, J=7,9 Tu), 2,20 (3H, d, JI=2,3
I'm), 3,96 (2H, s), 6,50 (l1H, dd4, J=8,9, 1,3 Tu), 7,24-7,30 (1H,

m) .
[0129]

(STaJJOHHEM OpuMep 19)

{1-[ (4-BpomM—2-xJI0p—3—

dTopdeHOKCH ) ME T | UIMKJIOOPOOMUIIOKCHY | TOUD TUJICUIIaH

[XumMm. 32]
;’
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'H-aMP (CDCl;) &: 0,61-0,71 (6H, m), 0,75-0,98 (13H, m),

4,03 (24, s), 6,63 (1H, dd4, J=9,0, 1,7 Tu), 7,36 (1H, dd, J=9,0,
7,6 T11).

[0130]

(STaJJoHHEM OpuMep 20)

HoJlydyeHure 3-xJop—-5-0bTop—-4-{[1-

(TPU2 TUIICUMIIMIIOKCH ) IMKJIOOPONOMII | MeETOKCH } BeH3aJlbIeTIMIa

[XmMm. 33]
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B aTMochepe aproHa K cMecu {1-[ (4-BpoM—-2—-xJIOp—6—

srpamn

bTopdeHOKCHU ) Me TUJI ] UMKJIOIIPOIIMIIOKCH } TPUB TUJICUIIaHa (2 TaJIOHHBIM
npumep 13, 1,08 1) B THF (10 M) npu -78°C mobaBidanay H-OYTUIIIMTUNA
(1,6 M pacTBOpPp B H-T'ekcaHe, 1,73 MI) ¥ IIpU Tex Xe YCJOBUAX,

pPeakuMoOHHYID CMech IepeMemuBanu B TeueHue 30 wmHyT. Ilpm -78°C K

peakUMOHHOM cMecu pobaBuagiam DME (0,224 M) ¥ peaKUMOHHYID CMecChb

nepeMemmeagu npu -78°C B Teuenme 30 MMHYT, a 3aTeM IIPYM KOMHATHOM
TeMnepaType B TeueHre 30 MuHYyT. K peakUMOHHOM cCMecH HOOaBJIAIU
BOIHEM pacTeop XJjiopuna aMMOHU A u CMecCh 3KCTPparmpoBalll
sTualneTaToM. OpTaHMYEeCKMM CJIOM IIPOMEBAJIM COJIEBHM pPacTBOPOM,
BEHICYyIIMBAJIM Hal ©Oe3BOOHEM CyJibGaToM HaTpuig, ¥ QuiIbTpoBasX, U
PacTBOPUTENL YyHallaldu. I[lOJIyUeHHBM HEOUMIEHHHM IPOOYKT OuMIalM C
TIOMOIMBIO KOJIOHOUHOM XpoMaTorpadun Ha cuJmMKareje
(renTal:sTmlaleTaT=100: 0-90: 10) C IIOJIydeHMEeM VYKa3aHHOT'O B
3aT0JIOBKEe COeIMHeHMS B BHUIe 0OeclLBeTHOT'O MacJjla (873 wmr).

H-AMP (CDCl;) &: 0,63 (6H, g, J=7,9 T'u), 0,78-0,85 (2H, m),
0,86-0,92 (2H, m), 0,94 (9H, t, J=7,9 Tu), 4,23 (2H, s), 7,53
(14, dd, Jg=10,7, 2,0 Twu), 7,69-7,72 (1H, m), 9,84 (1H, d, J=2,0
T) .

[0131]

Clenynmye COeIMHEHMS IIoJiydaslM M3 KaXOIOoTI'0 COOTBeTCTBYKHIEIO
MCXOIOHOT'O BelleCTBa aHaJIOTMUYHO STaJIOHHOMY IIpuMepy 20.

(STaJJOHHEM OpuMep 21)

3, 5-Immermn—-4-{[1-

(TPU2 TUIICUMIIMIIOKCH ) IMKJIOOPONMII | METOKCHK } BeHBaJIbIeT U

[XmMm. 34]
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: K)Z ST
0"

'H-aMP (CDCl;) 6: 0,64 (6H, g, J=7,9 Tu), 0,76-0,80 (2H, m),
0,86-0,92 (2H, m), 0,96 (9H, t, J=7,9 Tu), 2,36 (6H, s8), 3,83
(24, s), 7,55 (2H, s), 9,87 (1H, s).

[0132]

(STaJIOHHEM HOpuMep 22)

3-XJgop-5-mMeTma-4-{[1-

(TPUB TUIICUIIMIIOKCHU ) IIMKJIOOPONMUII | MeTOKCH } OeHBaIbIeT U

[XumMm. 35]

'H-aMP (CDCl3) &: 0,59-0,70 (6H, m), O0,76-1,01 (13H, m),
2,43 (3H, s), 4,02 (2, s), 7,61 (1H, 4, J=1,6 Twu), 7,73 (1H, d,
J=1,6 I'u), 9,86 (1H, s).

[0133]

(STaJIOHHBEM OpuMep 23)

2-01op—-3-MeTumyn-4-{[1-

(TPURTUIICUIIMIIOKCHY ) IMKJIONPOOMII | METOKCHK } DeHBalb e T U

[XM. 30]

/
Ef N
\ .,/\\\
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'H-aMP (CDCls) 6: 0,63 (6H, g, J=7,9 Tu), 0,75-0,80 (2H, m),

0o,87-0,98 (11, m), 2,20 (3H, 4, J=2,1 Tu), 4,08 (2H, s), 6,70

(14, 4, J=8,8 I'u), 7,70 (1H, t, J=8,8 I'u), 10,22 (1H, s).
[0134]

(S3TaJIOHHEM OpuMmep 24)

3-¢Top-5-MeTMma-4-{[1-

(TPUR TUIICUIIMIIOKCHY ) IMKJIOONPOOMII | METOKCHK } DeHz3anb eI
[(XmuMm. 37]

/
@\Xgﬁs {_\

F

'H-AMP (CDCls) 6: 0,61 (6H, q,

J=7,9 I'u), 0,71-0,76 (2H, m),

0,85-0,90 (2H, m), 0,93 (94, t, J=7,9 Tm), 2,39 (3H, s), 4,18

(24, s), 7,44 (1H, dd4, J=11,4, 1,9 Twu),
(1H, 4, J=2,0 Tu).

[0135]

7,47-7,50 (1H, m), 9,84

(3TaJJOHHLEM OpuMep 25)

3-XJjgop—2-dbTop—-4-{[1-

(TOURTUIICUIIMIIOKCHY ) HMKJIONPOOMII | MeToOKCHK } OeHBaNlb Oe T U]
[XuM. 38]

'H-AMP (CDCls3) &: 0,66 (6H, g,

J=7,9 Tu), 0,78-0,84 (2H, m),
0,89-0,98 (11H, m), 4,14 (2H,

s), 6,82 (l1H, d, J=9,0 Twu), 7,77
(14, 44, J=9,0, 7,7 T'u), 10,22 (1H,

[0136]

s) .

(STaJIOHHLM IOpUMep 26)
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HoJyudeHHne 2, 3-nubTtop—-4-{[1-

(TOURTUIICUIIMIIOKCHY ) IMKJIOOPOOMII | MeTOKCHK | BeHRalbLermia

[XuMm. 39]
9\57 5™
-~
i ™~
Jos M” _
, F
|
F
B aTMocohepe aproHa K cMecHu {1-[(2,3-
INOTOPOEeHOKCH ) Me TIUJI ] IMKJIONIPONIMIIOKCH } TPMB TUJICUIIaHa (2TaJIOHHBIM

npumep 14, 1,4 ©) un 2,2,6,6-TerpaMerTunnunepmuanusda (0,8 wi) B THFE
(10 mu1) npu -78°C pobGaBjasaau H-OyTwnmmTuit (1,6 M pacTBOop B H-
TekcaHe, 2,9 wMi). CMmecb HepeMemuBagu Opu -78°C B TeueHme 30
MMHYT, a 3aTeM K Hel pobGaBjanau DME (0,4 wi) . PeakKUMOHHYID CMecCh
nepemMemmBagu npu -78°C B Teuenme 30 MMHYT, a 3aTeM IIPUM KOMHATHOM
TeMIIepaType B TeueHre 30 MuHYT. K peakKUMOHHOM cMecu »DoOaBJIANIU
BOOHHIM PacCTBOpP xJopuaa aMMouus mnpu 0°C ¥ CMech BSKCTparmMpoBajn
sTUjaneTaToM. OpraHMYeCKMM CJIOM IIPOMEIBAJIM COJIEBHM PaCTBOPOM,
BHICYIIMBAJM Hal ©Oe3BOOHEM CyJbdaToM HaTpui, U OUILTPOBAJIM, U
PACTBOPUTENE YyIOaldaau. IIOJIyUeHHHY HEOUMIEHHHY OIPOOYKT OuMmaar C
TIOMOIBIO KOJIOHOUHOM XpoMaTorpadun Ha CuJIMKareje
(renTal: sTUJlaleTaT=94 6-76: 24) C TIIOJIYUEHMEM YKa3aHHOTO B
3aT0JIOBKe COeIMHeHMS B BHMIe 0OeclBeTHOTO Macjla (1,3 1).

H-aAMP (CDCl,;) o&: 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
(14, m), 10,20 (1H, s).

[0137]

(STaJIOHHEM OpuMep 27)

[HonydueHre 3-0poM—2-pTOop—4-MeTOokCcHUBOeH3aJlbLIerMIa

[XmMm. 40]
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i
H
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i

CMeck 2-06poM—-3-dpTopaHuUszojya (25 1), TeKcaMeTUJIeHTeTpaMMHa

(34,2 T) U TPUPTOPYKCYCHOM KMCJIOTH (150 mj) mnepememmBaim mnpu 20°C
B TeueHMe 27 uyacoB. OfecHneumBalM OXJaXIEHME peaKUMOHHOM CMeCHu o
KOMHAaTHOM TeMIepaTypH, a 3aTeM K peaKUMOHHOM cMecu npobaBjadaam 1 M
XJIOPUCTOBOOOPOOHYI  KUCJIOTY . PeaklMOHHYK CMeChb DBKCTpalupoBaliu
STUIIaleTaToM, a BaTeM OpPTaHUUECKMUN CJOM KOHLEHTPHPOBaJIM IO
NIPUOIIUBUTEJIEHO [IOJIOBUHEL ero obweMa . K KOHILIEHTPUPOBaHHOMY
OpraHnuYecKoOMy CJIOK Oo00aBJIAJIM BOIHHM pPacTBOP IMIPOKCHUIA HaATPUA, a
3aTeM OpTaHMUeCKMM CJIOM OTHOeJISaJM OT CMEeCH U IIPOMHBBAJIM COJIEBHEM
pacTBopoM. OpTaHMUeCKMUM CJIOV BHCYMMBAJIM Hall ©Oe3BOIHBIM CyJbbaToMm
HaTpuA, u  GuIbLTpOBaJHU, M  PacTBOPUTENL  yOaJIAJNU. [ToJIyUYeHHBIN
HEeOUMIMEeHHEM IPOOYKT OUMIMAaJ M C IIOMOMBI KOJIOHOUWHOM XpoMaToIpaduu
Ha cCcuimrKareie (renTal: sTUJlaleTaT=94": 6-73: 27) C IIOJIYUYeHUEM
yKaz3aHHOTO B 3aroJIOBKe CoelIMHeHMa B Buame 0eJJoT0 TBepOoTo
BellecTBa (22,3 1).

H-aMP (CDCl,;) &: 4,01 (3H, s), 6,82 (1H, 4, J=8,8 Iu), 7,85
(1H, dd4, J=8,8, 7,7 I'u), 10,22 (1H, d, J=0,7 Tu).

[0138]

(STaJIOHHLEM OpuMep 28)

HoaydueHme 2-0pTop—4-MeTOKCU—-3-MeTUIOeH3aJbIernna

[XmMm. 41]

if’%’” O\x
|

K cMecHu 3-6poM—2-pTop-4-MeTOKCHMOeH3aILEIeTUIa (2 TaJIOHHBEM
npumep 27, 6,0 1) B 1,2-OMMeTOKCHUITAaHEe (90 ) nobaBJIgin

MeTUJIO0OpOHAT (4,6 1), TpukaaumdochaT (loe,4 ) M  KOMILJIEKC
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omxJjopuna [1,1'-06uc (mndeHNIPOCOMHO ) QeppolleH ] Naljlaams c
MeTuieHxJjiopunoM (1,1 1). PeakUMOHHYK CMeChb HaIlpeBaJil C OOpaTHEM
XOJIOOUIJIL HUKOM B TeueHMe 24 JyacoB B aTMochepe aproHa.
OBecneuyrBalin oxXJIaXIeHne peakuMOHHOM cMecu oo KOMHAaTHOM’
TeMIIepPaTypPH, a 3aTeM K Hew pno®aBJAIM  B3TUJalleTartT. CMmechb

buIeTPOBAJIM Uepes IIOOYIKY M3 1LeJluTa, a 3aTeM K QuiIbTpaTy
no®aBJIgdM BOIOHHM pPacTBOpP XJopMIa aMMOHMA. OpTraHMUYeCcKMM CJIou
OTOEJIANIM OT CMEeCH, IIPOMBEBAaJIM COJIEBEIM pPacTBOPOM, BHCYNMBAJIM Hal
0e3BOOHEIM CyJibdaToOM HaTpuUL, u  QUIJILTpPOBAJHN, Y  pacTBOPUTEJIb
YIOaJIAaJN . [IoJTydeHHE  HEOUMIEHHBEM [NPOOYKT OuMmaJM C  IIOMOIBLIO
KOJIOHOUHOM XpoMaToTIpaduuM Ha CcuIMkareje (renTaH:sTuialueTar=100:
0-73: 27) c HnojgiydeHMeM YKa3aHHOTO B 3al'OJIOBKe COeIMHEeHMsS B BUIE
BeJloro TBEPHOOTO BemecTBa (3,8 1).

H-aMP (CDCl,) &: 2,15 (3H, d, J=2,2 Tu), 3,92 (3H, s), 6,74
(1, 4, J=8,7 I'u), 7,73 (1H, t, J=8,7 T'u), 10,22 (1H, s).

[0139]

(STaJIOHHEM OpuMep 29)

[HoJlydyeHMe 3-XJop—2-0Top—4-TUIPpOoKCcU—-5S5-MeTunOeH3aJbIeTr1Ia

[XuMm. 42]

K cmecu 2-pTop-4-runpokcu—-5b5-mMetmabeHzalbieruna (2,7 T') B
YKCYCHOM KucJoTe (5 ™) @pmobariasaiau CcyiabdypuiaxJopun (2,8 wMiI) u
CMecCh IepeMellMBaliM IIpM KOMHATHOM TeMIepaType B TeueHMe 3 UacoB.
K Hel gpobBaBiagaam cylabdypuiaxjopun (0,7 MI) ¥ peakKUMOHHYID CMecCh
IepeMellMBajJM I[IPM KOMHATHOM TeMIepaType OOMNOJHUTEJLHO B TeueHUue
OOHOTO uYaca. K peaKlUMOHHOM cMecHu nobaBJjdaiar Jien B Bome mnpu 0°C u
IIOJIyUeHHEIe oCcalKu cobupann Ha bunbTpe. CoBpaHHHEe ocalKM
pPacTBOPSAIM B sTuUlaleTare, cMecChb BHICYIIMBAJM  Ham Be3BOOHEM
cyJabbaToM  HaATPUA, 1  OUILTpOBANM, Y  PacTBOPUTEJIL VIOaJIsaan.

HOJ’IyT{eHHBIIZ HeOouMIlle HHEIN IIPOOYKT OouHiaJiv C IIOMOIIEO KOJIOHOUHOM
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XpoMaToI'paduy Ha Ccuiukareje (renTaH:sTuilalleTaTr=88: 12-67: 33) cC
IOJIydeHreM YyKa3aHHOTO B 3al0OJIOBKe COeOMHEeHMda B BuIe OeJioTro
TBEepIOTC BemecTBa (1,3 1).

'H-AMP (DMSO-d6) &: 2,23 (3H, s), 7,56 (1H, dd, J=7,9, 0,7
I'm), 10,02 (1H, s), 10,98 (1H, brs).

[0140]

(STajsioHHEM Opumep 30)

HoaydeHre 5-xJop—-2-@Top—4-MeTOKCHU—-3—-MeTUJIO0eH3aJbLIeTrMIa

[(XmuMm. 43]

B arTMocdpepe aproHa K cMecu 1-xJjop-4-0TOop-2-MeTOKCU-3-—
MeTuJI0eH30Ja (2,6 T) B MeTWJIeHXJIopuIe (30 1) no®aBJIaiIn
TeTpaxJiopun TUTaHa (8,1 MI) U OIUXJIOPMETUIJIMETMJIOBEM 20up (2,7 M)
npmu 0°C. PeaKLUMOHHYI CMecChb IepeMmemuBanu nopu 0°C B TeueHre 1,5
Jaca, a 3aTeM BHJMBAJM Ha Jieod B Bome. CMeCch IepeMemlMBaJM IIpU
KOMHAaTHOM TeMIIepaType B TeueHME OIOHOTO Jaca, a 3aTeM
SKCTPATUPOBAaIM sSTUJalleTaToM. OpTlaHMUeCKMM CJIOM IIPOMEBAJIM COJIEBHM
pPacTBOPOM, BHICYMIVBaJIN Hano Oe3BOIHEM cyJbdaToM HaTpUA, u
OMIILTPOBAJIM, U PacCTBOPUTENL YIaJadM. I[IOJIyUeHHHM  HeOUMIeHHLM
OPOOYKT OUMIIAJ M C IIOMOMBI KOJIOHOUWHOM XpoMaToTIpaduyM Ha CcuIMkKarese
(renTal:sTMJauneTaT=100: 0-90: 10) C IIOJIYUYeHMEM VYKa3aHHOT'O B
3ar'0JIOBKE COEeIMHEHMS B BuIe 0OeJIoTO TBepIoIr'o BemecTBa (2,6 T).

H-AMP (CDCls3) &: 2,28 (3H, 4, J=2,4 Tu), 3,91 (3H, s), 7,75
(1H, 4, J=7,3 T'u), 10,24 (1H, s).

[0141]

(STaJJOHHEM OpuMep 31)

HoJdydueHMre 3-xXJop-—2,4-nuMeTokcHubOeHz3aJlbIernna

[(XuMm. 44]
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CyCIIeH3U 3-xJI0p—-2, 4-IurnigpokcubeH3allbHermuna (3,35 T,
MeTunonuna (12,1 wia) m kapboHaTa kaausa (26,8 1) B aunetoHe (70
MII) TIepeMemmBaiiv npu  40°C B  TeueHMe HOUM. PeaKLUMOHHYK CMeChb
OuIETPOBaIM UYepe3 IMNOOYyUKY M3 LeuTa U QUIbTpaT KOHLEHTPUPOBAJIM.
[IoJTydeHHEM HEOUMIEHHB IPOOYKT OouMllajiM C IIOMOMBI KOJIOHOUHOM
XpoMaToIpadum Ha cumrKarese (renTaH:sTHIIALleTaT=85: 15) C
[IOJIyYeHMeM YKa3aHHOT'O B 3al'0JIOBKe COeIMHEeHMsa B Bule OJIegHO-
XKeJITOTO TBepIoITo BemecTBa (2,57 7).

'H-AMP (CDCls) O: 3,99 (3H, s), 4,01 (3H, s), 6,84 (1H, d,
J=9,0 I'u), 7,79-7,82 (1H, m), 10,24 (1lH, s).

[0142]

(STaJIOHHEM OpuMep 32)

HonyueHue 3-0poM—5-xJjiop—4- (MEeTOKCUMETUIIOKCHK) BeHz3aJIbIermna

[XuMm. 45]

K cmecu 3-0poM-5S5-xjop-4-tuapokcubeHzansnerunga (1,00 1) B
ouxJjopzTalHe (20 wia) npobaBasaiay N, N-IMM30OPONMIZTUIIaMUH (2,23 MI)
1 XJIOPMETUJIMETUJIOBHN  20UP (0,645 M) ™M CMeCchb Harpepalu C
oBpaTHEIM  XOJOIMJIBHMKOM B TeuyeHMe  HOUM. PeakKUMOHHYI CMeChb
KOHIIEHTPUPOBAaJIN, K ocCcTaTky »no0aBJjdaJgu BOLY, a 3aTeM CMecChb

SKCTPAarvMpOBRalIM >TUJaleTaToM. OpTaHMUeCKUM CJIOM MOPOMEIBAJM BOHNOM U
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COJIEBHM PpPacTBOPOM, BECYWMMBaJIM Hall Oe3BOOHEM CyJEGaTOM HaTPUA, WU
duIrTPOBaIM, M PAaCTBOPUTENbL YyHOaJlaau. IIOJIyYeHHHM  HeOUMNeHHBN
IPOOYKT OUMIIaJM C I[IOMOMBK KOJIOHOUHOM XpoMaTorpadum Ha CcuiIMkKareie
(renTaH:>THJlaleTaT=83: 17-67: 33) C TIIOJIYUYEeHMEM VYKas3aHHOTO B
3aTOJIOBKe COelMHeHUd B BuUIe O0eJIoT0 TBepOooI'o kellecTea (920 wmr).

‘H-AMP (CDCl3) O 3,72 (3H, s), 5,29 (2H, s), 7,87 (1H, d,
J=2,0 I'u), 8,00 (1H, 4, J=2,0 T'u), 9,87 (lH, s).

[0143]

Cillenypumye COeIVMHEHMA IIoJydalid M3 KaXIoI'0 COOTBETCTBYKIEIO
MCXOIOHOT'O BelleCTBa aHaJIOTMUHO STAaJIOHHOMY IpuMepy 32.

(S3TaJIOHHEM HOpuMep 33)

3-BpoM—5-bTOop-4- (METOKCUMETHJIOKCHK ) OeH3aJIbIeTIn

[(XuMm. 46]

'H-AMP (CDCl,) &: 3,63 (3H, s), 5,34 (24, d4, J=1,0 Tu), 7,59
(14, dd4, J=10,¢, 1,9 ITwn), 7,89 (1H, 44, J=1,9, 1,3 Tu), 9,86
(14, 4, J=2,1 Tu).

[0144]

(S3TaJJOHHLEM OpuMep 34)

3, 5-IuxJjop—4- (METOKCUMETUJIOKCH) OeH3aJIbIe T Ul

(XM, 47]

'H-aMP (CDCl1ls3) &: 3,70 (3H, s), 5,29 (2H, s), 7,84 (2H, s),
9,87 (1H, s).
[0145]

(STaJIOHHEM OpuMep 35)




6,90
T'o),

5,16
(1H,
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4-BeHB3UJIOKCU—3—XJIOp—2— (MEeTOKCHUMETUJIOKCHK ) BOeH3aJIbIe TN

[XmMm. 48]

'H-sAMP (CDClj3) 6: 3,63 (3H, s), 5,24 (2H, s), 5,25 (2H, s),
(14, 4, J=8,8 ITw), 7,32-7,48 (5H, m), 7,77 (1H, d, J=8,8
10,23 (1H, s).

[0146]

(STaJJOHHEM OpuMep 36)

4-BeHBUJIOKCU—2— (METOKCUMETUIIOKCHK ) —3-MeTuIOeH3aJIbIeT U

[XmMm. 49]

'H-AMP (CDClj3) 6: 2,24 (3H, s), 3,61 (3H, s), 5,08 (2H, s),
(24, s), 6,83 (1H, 4, J=8,5 Tm), 7,32-7,46 (5H, m), 7,72
d, J=8,8 I'u), 10,19 (1H, s).

[0147]

(STaJJOHHEM OpuMep 37)

3-XJop—2-0bTOop—4- (METOKCUMETMJIOKCHK) —5—-MeTMI0eH3aJbIe T

[XmMm. 50]
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'H-AMP (CDCls) 6: 2,34-2,36 (3H, m), 3,65 (3H, s), 5,20 (2H,
s), 7,62 (1H, dd4, J=7,6, 0,7 Tu), 10,26 (1H, s).
[0148]

(OTaJIOHHBEM OpuMep 38)

HoJgyueHne 1-[4- (TpeT-0YyTUIOMME TUJICUJIMIIOKCHU ) —3—XJIOP—5-—

MeTuabeHM I ] DponaH—1—-oHa

[XumMm. 517

B aTMmocdepe aproHa kK cMecu (4-0OpoM-2-XJIOp—-6-MeTUJIPEHOKCHU) —
TpeT-0yTUIOVMEe TUJICKUJIaHa (2TaJIoOHHuM nopumep 1, 10,0 rv) B THEFE (100
MI) npu -78°C mo kKamiaM Do0aBisaaM H-OyTwnmTui (2, 65 M pacTBOp B
H-TekcaHe, 11,8 w™I). PeaklMOHHYI CMeCh IIepeMelMBaJiM IIPUM TOM Xe
TeMmreparype B TeueHre 30 MMHYT, a 3aTeM K Hel po®aBjagaamu N, N-
OIMMeTHIIIpoNaHaMmun (3,9 ™). PeaKUMOHHYK CMECh IIepeMelMBaJiM IIPpHu
TOM Xe TeMIepaType B TeueHue 30 MMHYT, a 3aTeM IOIPpM KOMHATHOM
TeMIepaType B TeueHMe 2 UYacoB. K peakKLUMOHHOM cMecu Opu -—78°C
no®aBJIgM BOOHHIM pPacTBOP XJOopMIa aMMOHMSA OJIS TalleHuS peakKluM.
CMechb BKCTpaluMpoOBaJM D2THUIIAlLleTaTOM U OPTaHMUEeCKUM CJIOM IPOMHBAJIK
COJIEBHM PacCTBOPOM, BHCYIMBaJIM Hall Oe3BOIHEIM CYyJbOaTOM HaTPUHA, U
bnieTPOBAJIN, ¥  PacTBOPUTENL yIOalaldu. IIoJYUeHHHEM  HeOUMIeHHBM
OPOOYKT OUMIMAJ M C IIOMOMBI KOJIOHOUWHOM XpoMaToTpaduy Ha CcUuIMKarese
(renTal:>TMIaueTaT=100: 0-91: 9) C TIIOJIYUEHMEM YKa3aHHOTO B

23aT0JIOBKEe COeIMHeHMS B BHIe OJeOHO—-XeJITOTO Macja (6,3 1).
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'H-aMP (CDCl;) &: 0,28 (e6H, s), 1,04 (9H, s), 1,20 (3H, t,
J=7,3 I'm), 2,29 (3H, s), 2,92 (2H, g, J=7,3 Tu), 7,67 (1H, d,
J=2,1 Iun), 7,81 (1H, 4, J=2,1 Tu).

[0149]

(S3TaJIOHHEM OpuMep 39)

HoaydeHre MeTuI—-4-[4- (TpeT-0VTUIIOMME TUJICUIIMIIOKCH ) —3—-XJIOp—5-—

MeTunbeHm ] - 3-MeTuJI-4-okcobyTaHoaTa

[XmuMm. 52]

™0

B aTMochepe aproHa K cMecu 1-[4- (TpeT-

Oy THUIIOMME TUJICUIIMIIOKCH ) —3—XJIOp—5—-MeTuideHnJI ] mponaH—1—-0oHa

(3TajloHHET TpuMep 38, 6,3 1v) B THF (100 M) mpu -78°C mo KarjaMm
DOBaBIAIM IOUM3ONpONMIamMun JuTtua (2,0 M, B CMemaHHOM pacTBope
THF/renraHda/sTuiabeHsosa, 15,0 mi). CMech IHepeMellMBaJM IIPU TOM Xe
TeMIlepaType B TeudueHMe OINHOTO dYaca, a 3aTeM K HeM »obaBJalu
MeTuibpomMalueTaT (2,9 wiI). PeaKUMOHHYK CMeCh IlepeMellrBalv IIpU -
78°C B TeueHMe 15 MMHYT, a 3aTeM IIpPM KOMHATHOM TeMIepaType B
TeueHMe HOUM. PeaKUMOHHYI CMeChb OoxXJlaXmaliM Ha ©OaHe CO JIbIOM-—
MeTaHOJIOM, a 3aTeM K Hel [no0aBJisajM BOIHEM pacTBOp XJopuIa
aMMOHMA. CMeCh BKCTparvMpoBalIM STUIIAlleTaTOM ¥ OpTaHUUeCKUM CJIOU
IIPOMEBAJIM COJIEBHM pPacCTBOPOM, BHCYMMBAJIM Hall Oe3BOOHEM CyJbbaToMm
HaTpud, U OUIBTpOBalM, ¥ PAaCTBOPUTENbL yHOaJAIM. I[lOJIyUYeHHHN
HEeOUMUIMEeHHEN OPOOYKT OUMIMAalIXM C IIOMOMBI KOJIOHOUHOM XpoMaToTpadmuu
Ha CUJIMKaTreJe (renTaH:sTmialeTtar=100: 0-82: 18) c [#DoJIydeHHEeM
YKa3aHHOTO B 3aTOJIOBKe COeIOMHEHMA B BuUIe OJIeOHO—XeJITOTO MacJja
(2,7 o).

‘H-AMP (CDC1ls) &: 0,28 (6H, s), 1,04 (9H, s), 1,21 (3H, d,
Jj=7,1 Tu), 2,30 (3H, s), 2,44 (1H, dd, J=1¢,8, 5,7 Tu), 2,94
(14, dd, J=16,8, 8,5 Twu), 3,65 (3H, s), 3,80-3,90 (1H, m), 7,70
(14, 4, J=2,3 Tu), 7,85 (1H, d, J=2,3 Tu).
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[0150]
Crlemyniliee COeIMHEeHMEe IOoJIydallM M3 COOTBETCTBYHIETO MCXOOHOTO
BelleCTBa aHaJIOTMUHO STaJIOHHOMY IIpuMepy 39.

(STasioHHEM nOpumep 40)

Meruyn—-4- (3, 5—nudrTop—-4-MeTokcubeHUII) —3-MeTuJI-4-0okcoByTaHoaT

[XuMm. 53]

'H-saMP (CDCl;) &: 1,21 (3H, d, J=7,2 Tu), 2,46 (1H, dd,
J=17,0, 5,3 I'm), 2,96 (1H, dd, J=17,0, 9,0 Tu), 3,65 (3H, s),
3,73-3,85 (1H, m), 4,11 (3H, t, J=1,6 Tw), 7,52-7,60 (2H, m).

[0151]

(STaJJOHHEM OpuMep 41)

[HoJydeHMe MeTuJI-4- [ 3-0BpoM—-5-xJ0p—4 -

(METOKCUMETUIIOKCHK ) beumJi] —3-MeTuyi-4-okcofyTaHoara

[XMm. 54]

B aTMochepe aproHa K 3-6poM-5-xJj0p—-4-
(METOKCUMETMJIOKCHK) BeH3aIbIeT Oy (3TaJIOHHEM nOpuMep 32, 885 wMr)
no0aBJaIM XJIOPUO JMUTUA (7 M) u TpuMmerTuicuiauiaumanun (0,509 wi) u
CcMech MNepeMemuBaau nOpu 50°C B TeueHmMe 2 YyacoB. K cMecu moBaBJIAIIM
THEF (30 ™M) C pacTBOpPeHMEM CMeCH, a 3aTeM pPeaKIUMOHHYK CMecCh
oxJlaxmaiau pno -78°C. K cMecr MeIJIEHHO HNOOaBJIAIM OUUBOMNPONMIIaMAIL
autusg (2,0 M, B cMemaHHOM pacTBope THF/rentaHa/sTuiadensosa, 1,90

MJI) ¥ CMech IepememuBanu npu -78°C B Teuenme 30 wmuHyT. K
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peakluIMOHHOM cMecu poBaBJjaaM MeTuJIkpoToHaT (0,369 wMiI), a 3aTeM
CMeCh IIepeMellMBaJiM IIPpM TOM Xe TeMlIepaType B TedeHMe 2 Yacob. K
peakLMOHHOM cMecu — HoBaBJaAIM  BOLOY U CMeCh 3KCTParvpoBaliM
STUIJIALeTaTOM. OpraHMUYeCKUM CJIOM TIPOMHBAJIM BOOOM ¥  COJIEBEM
pacTBOPOM, BEHICYIIMBAJM  HanO 0e3BOOHEIM CyJbdaToOM  HaTpuU4, u
bunbTpOBAM, ¥ PacCTBOPUTENb yHajladM. OCTaTOK OuYMmaliM C IIOMOUBIO
KOJIOHOUHOM XpoMaToTrpadum Ha CcuimMkarejie (TeldTaH:sTuialeTaT=83:
17-67: 33) c noJiyudyeHMeM YyKa3aHHOTO B 3al'0JIOBKe COeIMHEeHMS B BUIE
BJIegHO—XeJITOTO MacJa (1,15 1m).

‘H-AMP (CDCl,) &: 1,21 (3H, d, J=7,1 Tu), 2,46 (1H, dd,
J=17,1, 5,1 Tu), 2,96 (1H, dd, J=17,1, 9,0 Iu), 3,65 (3H, s),
3,71 (34, s), 3,74-3,87 (1lH, m), 5,26 (2H, s), 7,97 (1H, d,
J=2,0 I'u), 8,10 (1H, d, J=2,0 Twu).

[0152]

CilenywmMe COeIMHEHUA IIoJydaliM M3 KaXOoT'0 COOTBETCTBYKIETO
MCXOOHOTO BelleCTBa aHaJIOTMUHO 2TaJIOHHOMYy IIpuMepy 41.

(STaJJOHHEM OpuMep 42)

Merun—-4- (3-xJop—-5-bTop-4-MeTOKCUbEHUIT) —3—-MeTUJI-4 -

OkKcoByTaHoaT

[XMm. 55]

'H-aMP (CDCls) &: 1,21 (3H, d, J=7,2 Tu), 2,47 (1H, dd,
J=17,0, 5,2 T'm), 2,97 (14, dd4, J=17,0, 8,9 Iu), 3,65 (3H, s),
3,75-3,86 (1H, m), 4,08 (3H, 4, J=2,7 Twu), 7,066 (1H, d4dd, J=11,8,
2,1 Tu), 7,80-7,83 (1H, m).

[0153]

(STaJJOHHEM OpuMep 43)

Merun—-4- (3-xJop-2-bTop—-4-MeToKCcUbeHUII) —3-MeTuUJI-4 -

OokcoByTaHoarT

[XuM. 50]
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'H-aMP (CDCls) &6: 1,22 (3H, dd, J=7,1, 1,0 Tu), 2,44 (1H,

dd, J=1le¢,8, 5,3 I'm), 2,96 (1H, ddd, J=le¢,8, 68,8, 1,8 Im), 3,65

(34, s), 3,73-3,83 (1H, m), 3,98 (3H, s), 6,83 (1H, dd, J=9,0,

1,3 T'um), 7,82 (1H, dd, J=9,0, 8,1 Tu).
[0154]

(OTaJJoHHEM OpuMep 44)

Memun—-4- (2, 4-guMeToKCU—3-MeTundbeHnII) —3-MeTua-4-okcof®yTaHoar
[(XumMm. 57]

'H-AMP (CDCl,) &: 1,14 (3H, 4, J=7,3 Tu), 2,17 (3H, s), 2,38

(14, dd, J=1l6,6, 5,7 Iwu), 2,89 (1lH, dd, J=1l¢, 6,

8,3 I'm), 3,67
(34, s), 3,77 (3H, s), 3,87 (3H,

s), 3,88-3,98 (l1H, m), 6,68
(14, 4, J=8,5 '), 7,53 (1H, 4, J=8,5 Twu).

[0155]

(STaJJOHHEM oOpuMep 45)

MeTmma—4- (3-xJop—2, 4—guMeTOKCULeHWII) —3—-MeTuJI—-4-0oKcoByTaHoaT

[XuM. 58]
0 : RS AN
.
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'H-aMP (CDCl;) &: 1,15 (3H, d, J=7,1 Tu), 2,40 (1H, dd,

J=16,9, 5,4 Tu), 2,91 (1H, dd, J=l¢,9, 8,8 Iu), 3,67 (3H, s),
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3,84-3,95 (l1H, m), 3,94 (3H, s), 3,95 (3H, s), 6,79 (1H, d,
J=¢,8 I'm), 7,61 (1H, 4, J=8,8 Tw).
[0156]

(S3TaJIOHHLEM OpuMep 46)

Merun—-4-[3-6poM—5-bTop—4—- (METOKCUMETUIIOKCHU) beHMII] —3—-MeTUJI—

4-oxkcobyTa”Hoar

[XmuMm. 59]

'H-gMP (CDClz) &: 1,22 (3H, d, J=7,2 Tw), 2,47 (1H, dd,
J=17,0, 5,3 Tm), 2,97 (1H, dd, J=17,0, 9,0 Tu), 3,63 (3H, s),
3,65 (3H, s), 3,75-3,86 (1H, m), 5,31 (2H, 4, J=0,6 Iwu), 7,70
(14, 44, J=11,5, 2,1 I'm), 8,00 (1H, t, J=2,1 Tu).

[0157]

(STaJJOHHEM OpuMep 47)

Merun—-4- (3-06poM—2-bTop—4-MeToKCcUbeHMUII) —3-MeTuJI—4 -

OKcofByTaHoaT

[XMm. 60]

'H-aMP (CDCls3) &: 1,22 (3H, dd, J=7,1, 0,9 Tu), 2,44 (1H,
dd, J=1le¢,7, 5,4 Tm), 2,95 (1H, ddd, J=1le¢,7, 8,7, 1,8 Im), 3,65
(34, s), 3,73-3,83 (1H, m), 3,98 (3H, s), 6,79 (1H, dd, J=9,0,
1,2 '), 7,88 (1H, 44, J= 9,0, 8,2 Tu).

[0158]

(STaJJOHHEM OpuMep 48)
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Merun—-4-[4- (METOKCUMETUIIOKCHK) —3, S—nuMeTunbedm ] —3-MeTuI—4-
OokcoByTaHoar

[XuMm. 61]

'H-saMP (CDCl;) 6: 1,21 (3H, 4, J=7,2 Tu), 2,34 (6H, s), 2,44

(14, d4dd, J=1e,7, 5,9 Tw), 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,
(2H, s).

[0159]

s), 7,68

(STaJJOHHEM OpuMep 49)

Memun—-4- (3-dTop—4-MeTOoKCU-5-MeTUnbeHMJI) —3—-MeTUJI—4—

oKcobyTaHoaT

[XM. 62]

'H-AMP (CDCl,) &: 1,21 (3H, 4, J=7,2 Tu), 2,30 (3H, s), 2,45

(14, dd, J=1¢,9, 5,6 Iwu), 2,95 (1H, dd, J=1l¢,9, 8,5 Twu), 3,65

(34, s), 3,79-3,90 (l1H, m), 4,01 (3H, 4, J=2,9 Tu), 7,54-7,62

(2H, m).
[0160]

(STaJoHHEM OpuMep 50)

Merun—-4- (2-dTop—-4-MeTOKCU-3-MeTuUIbeHUII) —3-MeTujI—-4-

OokcoByTaHoar

[XM. 63]
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0 F
6: 1,21 (3H, dd4, J=7,1, 0,9 Tu), 2,15 (3H, d,
J=2,4 Tu), 2,41 (1H, dd, J=1l6,6, 5,8 Tu), 2,94 (1H, ddd, J=le, 6,

H-SIMP (CDCLs)

8,3, 1,7 Tu), 3,65 (3H, s), 3,76-3,86 (1H, m), 3,90 (3H, s),
o,71 (1H, 4, J=8,8 I'm), 7,74 (1H, t, J=8,8 Twu).
[0161]

(OTaJJoHHEM OpuMep 51)

Merma—-4- (5-xJop—-2-dTop—4-MeTOKCU—-3-MeTuJIbeHUII) —3-MeTuUJI—-4 -

oOKcoByTaHoOaT

[XumMm. ©4]

?1

'H-aMP (CDCls) &: 1,21 (3H, dd4, J=7,1, 0,9 Tu), 2,27 (3H,
dd, J=2,7, 0,5 I'm), 2,43 (1H, dd, J=16,9, 5,4 Twu), 2,95 (1H,
ddd, J=1e¢,9, 8,7, 1,7 T'um), 3,66 (3H, s), 3,71-3,80 (1H, m), 3,88
(34, s), 7,73 (1H, dd4, J=7,6, 0,6 Iu).

[0162]

(STaJIOHHEM OpuMep 52)

Memna—4-[4-0eH3UJIOKCU~3-XJIOP—2— (METOKCUME TUJIOKCHK) deHmII] —3—

MeTuJI-4-okcobyTaHoatT

[XM. 65]
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'H-amp (CcDC1ls) &: 1,14 (3H, d, J=7,1 Tu), 2,39 (1H, dd,

J=1l6,6, 5,9 TIm), 2,86 (1H, dd, J=le6,6, 8,1 TIu), 3,58 (3H,
3,66 (3H, s), 3,84-3,96 (l1H, m), 5,12 (1H, d,

s),
J=5,6 TIu), 5,17

(1§, 4, J=5,6 Im), 5,21 (2H, s), 6,83 (1H, 4, J=8,8 Tu), 7,31l-

7,49 (5H, m), 7,53 (1H, d, J=8,8 Tn).
[0163]

(STaJJOHHEM OpuMep 53)

Memua—4-[4-0eH3UJIOKCU—2— (METOKCUMETUIIOKCHK ) —3—-MeTuJaIdeHmII ] —3 -

MeTuI-4-okcoByTaHoarT

[XM. 66]

'H-aMP (CDCls) &: 1,14 (3H, 4, J=7,1 Tu), 2,27 (3H, s), 2,37

(14, dd, J=1l6,6, 6,1 Twu), 2,87 (1H, dd, J=le¢,6, 7,8 Tu), 3,54
(34, s), 3,66 (3H, s), 3,83-3,95 (l1H, m), 4,%6 (1H, d,
I'm), 5,02 (1H, 4, J=6,1 Twu), 5,13 (2H,
'), 7,31-7,55 (6H, m).

[0164]

J=6,06
s), 6,75 (1H, d, J=8,8

(STaJJOHHEM Opumep 54)
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Merun—-4-[3-xJop—-2-0Top—4—- (METOKCUMETUIIOKCHU ) —S—-MeTunbeHm ] -

3-MeTmI-4-okcobyTaHoarT

[XuM. 67]

'H-saMP (CDCls) &6: 1,22 (3H, dd, J=7,1, 0,9 Tu), 2,33 (3H,
s), 2,44 (1H, dd, J=le¢,9, 5,4 Tu), 2,96 (1lH, ddd, J=leo,9, 8,8,
1,¢ T'nm), 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 Twu).

[0165]

(STaJJOHHEM OpuMep 55)

HoJdydeHMue MeTuI-4-{3-xjJop—-5-dbTop-4-[ (1-

TUIPOKCULIMKIIONPONNII) MeTOKCU | beHMI } —3-MeTi—4-okcofByTa”HoaTa

[XM. 68]

B aTMochepe aproHa K 3-xJjop-5-¢pTop-4-{[1-
(TPUD TUIICUIIMIIOKCH ) UMKJIOIIPOIINII | METOKCH } DeH3aJlb e T Uy (»TaJIOHHBEM
npuMep 20, 873 wMr) pofaBiaaiM TpuMeTwIicuymiumvanmun (0,391 M) wu
XJIOPUO JUTHUS (6 MI') M CMechb IepeMemmBaiau npu 50°C B TeueHue 2
yacos. OfecrneuuBalM OXJIaXIeHMe CMeCHM IO KOMHATHOM TeMIepaTypH U
Kk cMecu nobBaBijsiau THE (10 mu) . CMmMech HepememyvBaau npu -78°C. Ilpu
TOM Xe TeMIlepaType K cMecu »DofaBJjajaM IuUM3oOponmaMun JmMTusg (2,0
M, B cCcMemaHHOM pacTBope THF/rentaHa/stundensosa, 1,34 w™i) u
CMeChb IlepeMellMBaJiM B TedeHre 30 wMmHYyT. K cMecu noGaBJiidiu

MeTuIKpoToHaT (0,284 M) npu -78°C M CMechb IepeMemyBaj X B TeueHue
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2 4acos. K cmecu pmoBaejsiaM BOOYy M CMeCh BKCTparMpoBaJu
sTUaneTaToM. OpraHMYeCKUM CJIOM IIPOMEIBAJIM COJIEBHM pPAaCTBOPOM,
BHICYIIMBAJIM Hal ©Oe3BOOHHEM CyJbdaToOM HaTpusi, ¥ OQUILTPOBaIM, U
pacTeopuUTelb ynajaian. OcTaTok pacTeopsaiu B THE (10 M) M K HeMy
nodasuanm o¢rTopun TerpadbyTmiaamMoHusa (1,0 M pacteop B THF, 2,92
MJI) . PeakKUMOHHYK CMeCh IIepeMellMBajiM IIPpM KOMHATHOM TeMIepaType B
TeueHMe OIHOI'O 4Yaca M K HeM »noBaBiaiu Booy. CMeCchb BKCTpal'MpOoBalilu
sTUIaneTraToM. OpraHUUeCKUI CJIOM IIPOMEIBAJIM  COJIEBHM pPaCTBOPOM,
BHICyIIMBAJIM HaX ©Oe3BOOHHEM CyJibbaToM HaTpui, ¥ OUIbLTpOBaM, U
PACTBOPUTENE YyIHaladu. IIOJIydeHHHM HEOUMIIEHHHM OIPOOYKT OuMaJu C
IIOMOIBIO KOJIOHOUHOM xpoMaTorpadun Ha cuJmMKarese
(renTaH:>THJaueTaT=90: 10-60: 40) C IIOJIYUYeHMEeM VYKas3aHHOTO B
3aT'0JIOBKE COeIOMHEHMA B BuUIe OJIeOHO-XeJITOI'O MacJja (352 wmr).

'H-AMP (CDCls) 6: 0,63-0,69 (2H, m), 0,92-0,98 (2H, m), 1,22
(34, 4, J=7,1 Tw), 2,47 (1H, 44, J=17,1, 5,1 Tu), 2,95 (1H, s),
2,98 (14, d4dd4, J=17,1, 9,0 T'u), 3,65 (3H, s), 3,76-3,86 (1H, m),
4,27 (2€, s), 7,67 (1H, dd4, J=11,4, 2,1 Tw), 7,83-7,85 (lH, m).

[0166]

Clenynmye COeIMHEHMS IIOoJIydaJM M3 KaXIoT'0 COOTBEeTCTBYKIEIO
MCXOIHOT'O BelleCTBa aHaJIOTMUYHO STaJIOHHOMY IIpuMepy 55.

(STaJIOHHEM OpuMep 56)

Merun—-4-{2, 3—-nudbrop—-4—-[ (1-

ITUMIPOKCUIIMKIIOOPOONII) MeTOKCHK | beHMII } —3—-MeTuJIi-4-okcobyTaHoaT

[XM. 69]

'H-AMP (CDCl3) 6: 0,72-0,78 (2H, m), 0,98-1,04 (2H, m), 1,22
(34, 4, J=7,1 Tw), 2,44 (1H, 4dd, J=le¢,8, 5,4 Twu), 2,77 (1H, s),
2,96 (1H, ddd, J=16,8, 8,8, 1,6 Iwu), 3,65 (3H, s), 3,70-3,81
(14, m), 4,15 (2H, s), 6,78-6,86 (1H, m), 7,61-7,68 (1H, m).
[0167]
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(STaJIOHHEM Opumep 57)

Merun—-4-{4-[ (1-TUIPOKCUIUKIIONPONOMUI) METOKCH] -3, 5-

OVMeTUIdeHU } —3—-MeTua—-4-okcoByTaHoarT

[XmuMm. 70]
0. .
0| o

'H-saMP (CDCl;) 6: 0,68-0,73 (2H, m), 0,94-1,00 (2H, m), 1,21

(34, 4, J=7,1 Tw), 2,35 (6H, s), 2,44 (1H, d4dd, J=1¢,8, 5,7 In),

2,79 (1€, s), 2,95 (1H, d4dd, J=1l¢,8, 8,5 I'u), 3,65 (3H, s), 3,85

(2H, s), 3,86-3,96 (1H, m), 7,68 (2H, s).

[0168]

(STaJJOHHEM OpuMep 58)

Memun—4-{3-xJjgop—4-[ (1 -TUIPOKCUIIMKJIONPONNII) METOKCHK ] —5-

MeTunbedmu} —-3-MeTun-4-okcofByTaHoarT

[XmMm. 71]

'H-aMP (CDCls) &: 0,69-0,74 (2H, m), 0,95-1,00 (2H, m), 1,21

(34, 4, J=7,2 Twu), 2,40 (3H, s), 2,40 (1H, 44, J=17,0, 5,4 Twu),

2,92 (1€, s), 2,96 (1H, dd4, J=17,0, 8,9 T'u), 3,65 (3H, s), 3,79-
3,90 (1H, m), 4,03 (2H, s), 7,74

(14, 4, J=2,1 Twu), 7,86 (1H, d,
J=2,1 Tu) .

[0169]

(STaJJOHHEM OpuMep 59)

Merun—-4-{3-0Top—4-[ (1 -TUIPOKCULUKIIONPOINII) METOKCHK] —5-—

MeTunbedmn} —3-MeTun-4-okcobyTaHoaT

[(XuMm. 72]
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'H-aMP (CDCls) 6: 0,65-0,73 (2H, m), 0,92-0,98 (2H, m), 1,21
(34, 4, J=7,2 Twa), 2,38 (3H, s), 2,45 (1H, 44, J=17,0, 5,5 Tu),
2,73 (14, s), 2,96 (1H, dd4, J=17,0, 8,7 Tu), 3,65 (3H, s), 3,79-
3,91 (1H, m), 4,16-4,18 (2H, m), 7,58 (1H, dd4, J=12,0, 1,8 Tu),
7,061-7,64 (1H, m).

[0170]

(STaJJOHHEM OpuMep 60)

Memun—-4-{2-0Top—4-[ (1 -ITUIPOKCULMKIIONPONNII) METOKCHK ] —3—

MeTUunbeHm } —3-MeTmuyI—4-okcofyTa”HoarT

[(XumMm. 73]

'H-AMP (CDCls) 6: 0,71-0,77 (2H, m), 0,96-1,02 (2H, m), 1,21
(34, 4, J=7,1 Tu), 2,21 (3H, 4, J=2,3 T'u), 2,41 (1H, d4dd, J=16,7,
57 I'u), 2,59 (l1H, s), 2,94 (1H, ddd, J=le¢,7, 8,5, 1,7 Tu), 3,65
(34, s), 3,76-3,87 (1H, m), 4,05-4,13 (2H, m), 6,68 (1H, d,
J=¢,8 I'm), 7,72 (1H, t, J=8,8 Twu).

[0171]

(STaJIOHHEM OpuMep 61)

Memmn—-4-{3-xjgop—-2-dbTop—-4-[ (1-

TMIPOKCUIIMKIIOOPOONII) METOKCHK | beHMII } —3—-MeTuJI—-4-okcobyTaHoaT

[(XuMm. 74]
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'H-aMP (CDCls) 6: 0,74-0,79 (2H, m), 0,99-1,05 (2H, m), 1,22
(34, dd, J=7,1, 0,9 T'm), 2,44 (1H, dd, J=le¢,8, 5,3 Im), 2,82
(14, s), 2,96 (1H, ddd, J=le6,8, 8,8, 1,8 Tu), 3,65 (3H, s),
3,72-3,83 (1H, m), 4,15 (2H, s), 6,80 (1H, dd, J=9,0, 1,3 Tu),
7,80 (1H, dd, J=9,0, 8,1 Tu).

[0172]

(STaJIOHHLM OpMMep 62)

HoJgydeHMue 4- (3, 5—nmuxjop—-4-runpokcubeHmy) —3-MeTmgI—4-—

OKCOBYTAHOBOM KMCJIOTEL

[(XumMm. 75]

Gl
|
H{)/u \)ﬁf T
0

B aTMochepe aproHa K 3, 5-muxjop-4-
(MeTOKCUMETHJIOKCH ) OeH3aJIbOeI'uay (2TaJIOHHEM nOpumep 34, 3,28 1)
no0aBJIaIM TPUMEeTWJICUIMIUMaHun (2,25 M) u xjgopun JmTtusa (30 MT) u
cMecCh TIepeMemmpBau nOpu 50°C B TeueHMe 2 YacoB. OfeclIeurBalld
oxXJlaxIeHre CMeCcHM IO KOMHATHOM TeMIepaTypH M K cMecu »Jo0aBJIsaiIM
THE (40 wi). K cmMecu pobGaBasaiIM IuM3onpolmiamun JmTtusa (2,0 M, B
CMemaHHOM pacTBope THF/TenTaHa/sTuindensosa, 7,67 M) npu -78°C u

CMEeCE IIepeMellMMBaJIM B TeUeHNe 30 MVHYT IIpM TOM Xe TeMIliepaType. K

CMecH HDOBaBJANIM METUIIKPOTOHAT (1,63 ™) mpu -78°C m CMecChb
IepeMellMBalM B TeueHMe 2 YacoB. K peakKUMOHHOM CMecHu I00aBJIAIU
BOIY ¥ CMeChkb BKCTparMpoBajM »TujaleTaToM. OplaHUYeCKMM CJON
[IPOMEIEAJIM COJIEBEIM PAaCTBOPOM, BEHCYWMMBaJM Hall Oe3BOIHEM CyJbGaToM

HaTpMA. PaCTBOpMTeJ'Ib yoaJidaJjnm ™ l_.[O.]'IyT:'[eHHB]_T\/JI OCTaTOK pPacCcTBOpPAJIML B
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THEF (40 M) m K pacTBOpy IOoBarjadanu o¢Topun TerpabyTmiiamMMoHmsa (1,0
M pacrBop B THF, 16,7 wMiI). PeakUMOHHYK CMEChH IIepPeMelMBaJIM IIPU
KOMHaTHOM  TeMIlepaType B TedeHMe OIHOTO dYaca. A 3aTeM K
pPeaKlMOHHON cMecH no0aBJIAIN BOLY U CMeChb BKCTPATINPOBaJIN
sTUJlalleTaToM. OpTaHMUYeCKMM CJIOM IPOMEEBRAJIM COJIEBEIM pPacTBOPOM,
BHICYIIMBAJIM Hal Oe3BOOHEIM CyJbdaToM HaTpUA, U OUIbETPOBaIN, WU
PaACTBOPUTENE yHaldaau. OCTaToK OouMmajJyM C I[IOMOMBI  KOJIOHOUHOM
XpoMaTorpadum Ha cuiamMkKareje (rentaH:sTuialetar=90: 10-70: 30) wu
HeoOXoOuMEE QpakLUMM KOHLeHTpMpoBain. K ocrarky mpobaejgsammn 1 M
BOOHHM pPacTBOP TIHUIPOKCHUIA HaTpMS WM BOIHHM PaCTBOP IPOMHEBAJIU
MEeTUIJIEHXJIOPUIOM. BonHEM cJjiom IIOOKUCIIAJIN C TIOMOIIBIO 6 M
XJIOPUCTOBONOPOOHON KMCJIOTHL, a 3aTeM CMeChb BKCTPaATINPOBaJIN
MeTuJIeHXJIopUuooM. OpTaHUUeCKUM CJIOM IIPOMHBBAJIM COJIEBEHM pPaCTBOPOM,
BHICYIIMBAJIM Hal Oe3BOOHBEIM CyJIbdaToM HaTpUA, U OQUILTPOBaINM, WU
pPacTBOPUTEIb yoajgaayu ¢ IIOJIyYeHMeM  YyKas3aHHOTO B 3aT0JIOBKE
coenMHeHMA B BUIOe 0eJIoT'O TBepHoI'o BemecTBa (1,16 1).

H-aMP (CDCls) &: 1,23 (3H, d4, J=7,3 Tu), 2,51 (1H, dd,
J=17,2, 5,0 I'u), 3,01 (1H, dd4, J=17,2, 8,9 Iu), 3,72-3,85 (1H,
m), 7,92 (2H, s).

[0173]

(STaJIOHHHM OpuMep 63)

[HoJlyudeHHne 4- (2-dbTOop—4-MeTOKCU—-3-MeTUJIbeHWUJI) —3—-MeTujI—4-

OKCOBYTaHOBOM KMCJIOTE

[XuM. 706]

K cvecn wMeTtmi—-4- (2-0Top—-4-MeTOKCU-3-MeTUIIQEHWII) —3—MeTUJI—4 -
oKcoOyTaHoaTa (2TaJlIoHHEM nOpumMep 50, 7,8 1) B 5»TadHojye (60 M)
no6aBaaau 5 M BOOHEM pacTBOp TIHUIPOKCHUIa HaTpusa (17,5 MII) M CMech
IepeMellMBalay MOpM KOMHATHOWM TeMIepaType B TeUeHMe OOHOTO daca.

PeaKUMOHHYK CMeChb pas30aBJIAn BOOOM M CMecCh IMNOIKMCIAIM C IIOMOILIO

6 M XJOPUCTOBONOPOIHOW KMCJOTH 1mpu 0°C. CMechb BKCTParmMpoBaJn
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sTUaneTraToM. OpraHMUYeCKUM CJIOM IIPOMEIBAJIM COJIEBHM pPAaCTBOPOM,
BEHICYIIMBAJIM Hal ©Oe3BOOHHEM CyJbbaToOM HaTpui, ¥ OQUILTpOBaIM, U
pacTBOPUTEJNE  yOaJlalIM C  [HOOJIydeHMeM yYKas3aHHOT'O B 3al0JIOBKe
COenMHEeHMS B BuIe OeJIoT'O TBepnoro BemecTBa (7,9 1).

‘H-AMP (DMSO-d6) 6: 1,08 (3H, d4, J=7,1 Tu), 2,10 (3H, d,
J=1,8 Tu), 2,36 (l1H, dd, J=1¢,8, 5,2 Tu), 2,69 (1H, dd, J=16,8,
8,9 Tmu), 3,58-3,70 (1H, m), 3,90 (3H, s), 6,97 (1H, d, J=8,8
'), 7,71 (1H, t, J=8,8 T'u), 12,13 (1H, s).

[0174]

Cilenywmye COeIMHEHUd IIoJiydaliM M3 KaXIOoT'0 COOTBETCTBYKIETO
MCXOIOHOT'O BelleCTBa aHaJIOTMUHO STAaJIOHHOMY [IpUMepy 63.

(OTaJIOHHBEM OpuMep 64)

4- (3-BpoM—-2-pTop—-4-MeTOKCUbeHW]T) —3-MeTuJI-4-0oKcoByTaHoBasg

KKMCJIioTa

[(XumMm. 77]

'H-AMP (DMSO-d6) &: 1,09 (3H, d4, J=7,1 Tu), 2,39 (1H, dd,
J=17,0, 5,1 ), 2,71 (1H, d4ddd4, J=17,0, 8,9, 1,3 ITu), 3,58-3,69
(14, m), 3,98 (34, s), 7,12 (1H, 4dd4, J=9,0, 1,0 Tu), 7,88 (1H,
t, J=9,0 T'u), 12,17 (1H, brs).

[0175]

(STAJIOHHLM IOpHUMep 65)

4- (5-XJjop—-2-dTOop—4-MeTOKCU—-3-MeTUJIOEeHWUII) —3—-MeTuja—4-

OKCOBYyTaHOBad KUCIOTAa

[XmuMm. 78]
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'H-aMP (DMSO-d6) 6: 1,09 (3H, d4, J=7,1 Tu), 2,24 (3H, d,
J=2,¢ I'm), 2,41 (1H, dd4, J=17,0, 5,1 Tm), 2,70 (1H, ddd, J=17,0,
8,9, 1,3 I'm), 3,56-3,67 (1H, m), 3,84 (3H, s), 7,70 (1H, d,
J=7,0 I'm), 12,21 (1H, brs).

[0176]

(STaJIOHHEM OpUMEp 66)

4-[4-BeH3UJIOKCU—2— (METOKCUMETUJIOKCHK) —3-MeTubeHUI ] —3-MeTUJI—

4-oxcoByTaHOBasdg KUCIOTa

[(XumMm. 79]

'H-AMP (CDCl,) 6: 1,16 (3H, 4, J=7,1 Tu), 2,26 (3H, s), 2,45
(14, dd, J=1l6,6, 5,7 Twu), 2,90 (1H, dd, J=le¢,6, 7,8 Tu), 3,52
(34, s), 3,85-3,97 (l1H, m), 4,95-5,02 (2H, m), 5,13 (2H, s),
6,76 (1H, 4, J=8,5 I'um), 7,31-7,53 (6H, m).

[0177]

(STaJIOHHEM OpuMep 67)

4-[4-BeH3MIOKCU—3—XJIOP—2— (METOKCUMETUIIOKCHK ) beHUJI | —3—MeTHUJI—

4d-okcoByTaHOBasg KMCIOTa

[XmMm. 80]



'H-saMP (CDCl;) &: 1,16 (3H, d, J=7,1 Tu), 2,46 (1H, dd,
J=1le,7, 5,7 Tu), 2,91 (1H, dd, dJ=le¢,7, 7,9 Tu), 3,56 (3H, s),
3,86-3,95 (l1H, m), 5,13 (2H, s), 5,21 (2H, s), 6,84 (1H, d,
J=8,8 I'u), 7,32-7,49 (5H, m), 7,52 (1H, d, J=8,8 In).

[0178]

(STaJIOHHEM OpUMep 68)

4-{2,3-IIndrop—4-[ (1 -TUOPOKCULMUKJIIONPOIMII) MeTOKCK | beHMJI} —3—

MeTuIn-4-okcoB®yTaHoBasg KMCJIOTAa

[XumMm. 81]

'H-AMP (DMSO-d6) 6: 0,63-0,76 (4H, m), 1,10 (3H, d, J=7,1
'), 2,39 (1, d4, J=17,0, 5,1 Tw), 2,71 (1H, d4dd4, J=17,0, 8,5
I'm), 3,56-3,69 (1H, m), 4,18 (2H, s), 5,67 (1H, s), 7,14-7,21
(14, m), 7,00-7,67 (1H, m), 12,17 (1H, brs).

[0179]

(STaJIOHHEM OpuMep 69)

4-{2-070op—-4-[ (1 -TMOPOKCULUMKIIONPOOMJI) METOKCHU ]| —3—-MeTHUJIDeHMII } —

3-MeTuJI-4-okco®yTaHoBagd KMCJIOTAa

[XM. 82]



'H-aMP (DMSO-d6) 6: 0,61-0,76 (4H, m), 1,08 (3H, d, J=7,1
'), 2,15 (3H, 4, J=2,3 Tu), 2,35 (1H, dd4, J=16,9, 5,3 Tu), 2,69
(14, ddd, J=1e6,9, 8,9, 1,2 Tu), 3,59-3,70 (1H, m), 4,09 (2H, s),
5,63 (1H, s), 6,94 (1H, 4, J=8,9 TIua), 7,06 (1H, t, J=8,9 Tu),
12,12 (1H, s).

[0180]

(STajoHHEM OpuMep 70)

4-{3-Xgop-2-dpTop—-4-[ (1 -TUIPOKCULMUKIIONPONINII) METOKCHK ]| beHMUII} —

3-MeTua-4-okcof®yTaHoBag KMUCJIOTAa

[XumMm. 83]
'O\EZ
DO
; v H B
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'H-AMP (DMSO-d6) 6: 0,64-0,77 (4H, m), 1,09 (3H, d, J=7,1

ra), 2,40 (1H, dd, J=17,0, 5,1 Tu), 2,70 (1H, ddd, J=17,0, 8,9,
1,1 Tw), 3,58-3,68 (1H, m), 4,21 (2H, s), 5,64 (1H, s), 7,18
(14, dd, J=9,1, 1,0 TWU), 7,79 (1H, t, J=9,1 Tu), 12,18 (1H,
brs) .

[0181]

(STaJJOHHEM OpuMmep 71)

[HoJlyudeHHMe 41— (3-xJJop—4-TUIPOKCU-S5—MeTUIdeHWJI) —3—-MeTuja—4-

OKCOBYTaHOBOM KMCJIOTE

[XM. 84]
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K cMecu  MeTuIi—-4- [4- (TpeT-0y TUIIOMME TUIICUJIMIIOKCHU ) —3—XJIOp—5—
MeTUIIQeHWI ] —3-MeTuI-4-0oKcoByTaHoaTa (®TaJIOHHEM HnOpuMep 39, 500
M) B MeTaHoJie (10 wi) mobaBiasauM 5 M BOOHBM pPacTBOP I'MIPOKCHIA
HaTtpusa (0,520 Mj). PeakKUMOHHYI CMECh IIepeMellMBaJM IIPpM KOMHATHOM’
TeMIlepaType B TedeHMe HOuH, a 3aTeM K pPeaKUMOHHOM CMecH
notaBaaau 5 M BOOHEM pacTBOp IMIpokcunma Hatpusa (0,260 wi).
PeakKlMOHHYIO CMeChb IIepeMellMBaJM I[IpM KOMHATHOM  TeMiepaType B
TeueHMe 3 UYacoB, a 3aTeM npu 50°C B TeueHMe 2 YaACOB. PeaKLUMOHHY
CMecChb KOHLeHTPUPOBAJN . K [IOJIyYEeHHOMY oCTaTKy no0aBJian
IUSTUJIOBHY 5»0Up, a 3aTeM CMecChb BKCTparMpoBajM BoOIOoM. OTIeJIeHHHM
BOIHBIM CJIOM INOOKMUCJIAJM C IOMOHmBI 6 M XJIOPUCTOBONOPOLHOM KMCJIOTH,
a BaTeM CMeChb DBKCTpalMpoBajiM »TuUjlalleTaToM. OpTaHMUYeCcKMU CJIOM
IIPOMEIBAJIM BOOOM ¥ COJIEBEIM pPaCTBOPOM, BHCYMMBAJM Hald ©Oe3BOIHHM
cyJbdaToM HaTpud, U OMIBTPOBaJM, U pPacTBOPUTENL YyIajlsdaln C
[IOJIYyUYEeHEeM YKaz3aHHOT'O B 3al'0JIOBKe COeIMHEHMS B Buie OJIeIHO-
XeJITOTO TBepmoTro BemecTBa (317 Mmr).

H-aMP (DMSO-dé6) o6: 1,06 (3H, d, J=7,1 Tu), 2,27 (3H, s),
2,36 (1H, dd4, J=17,1, 4,9 Tu), 2,68 (1H, d4d, J=17,1, 9,5 Tu),
3,75-3,88 (1, mwm), 7,74-7,75 (l1H, wm), 7,80 (1H, d, J=2,0 Tu),
10,12 (1H, brs), 12,13 (1H, brs).

[0182]

(STaJIOHHEM OpuMep 72)

[HoJyudueHHMe 6—[3—-xJop—-2-0bTop—4- (METOKCUMETUIIOKCHK) —5—

MeTunbedm] —5-MeTun—-4, b—aurugpo—-2H-OMupMnias3mMH—-3—0Ha

[XmM. 85]
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K cMecu MeTmII-4- [3-xJ0p—2-9pTOop—4—- (METOKCUMETUIIOKCH) —5—
MeTunbeHns] -3-MeTuJI-4-okcoByTaHoaTa (2TaJIoHHHM OpuMep 54, 2,91
T) B 5TaHoJie (35 wMi) poBaBasaam 5 M BOOHBIM pPacTBOP I'MIOIPOKCHIA
HaTpusa (4,37 MJI) M pPeakKUMOHHYK CMeCh IIepeMelMBaJiM [OIpY KOMHAaTHOMN

TeMIleparType B TeUeHNMe 30 MMHYT . Ilocsie oxJjlaXxnoeHmd peaKI_U/IOHHOﬁ

cMecy npu  0°C  peaklUMOHHYK CMeChb IIOOKMCJSAIM C IIOMOomblo 6 M
XJIOPUCTOBOOOPOIHOM KUCJIOTH M CMeChb DKCTpalMpOBaJ M BSTUIIALlETaTOM.
OpraHMyecKMM CJIOM I[IPOMHBAJIM COJIEBEIM pPacTBOPOM, BHCYNMBaJIM Hal
0e3BOOHEIM CyJibGaToOM HaTpuUA, n  buasTpoOBalM, N  pacTBOPUTEJb
YyIOaJjsaay C IOJIYUYeHMEeM XeJIToro Macja (2,96 1). Macio pacTBOpPSAJIU B
sTa”HoJie (30 MJI) M K pacTBOPY OOOaBJIAIM MOHOTMOpAaT IuMapas3mHa (1,3
MJI) ¥ YKCYyCHy© kucjory (1,5 w™jia). CMmMeck HarpeBaJu C 0OpaTHBEM
XOJIOIMJIBLHUKOM B  TeueHMe 2  YacoB. ObecrnieurBaJIM  OXJIaXIeHUE
peaklMOHHOM CMeCcH »OO KOMHATHOM TeMIepaTypH, K He¥ 1$o6aBJdaju
HACHIIEHHH BOOHHIM pPacTBOp OukapboHaTa HaTpua npu 0°C, a 3aTeMm
CMeCh DKCTpalupoBaJM »TuUlalleTaToM. OpTraHMUeCKMM CJIOY IIPOMHEBAJIU
COJIEBEIM PAaCTBOPOM, BHCYIIMBaIM Hal Oe3BOOHEIM CyJIbbaToM HaTpUA, U
dunpTPOBaIM, M PACTBOPUTENbL YyHOaJldaau. I[IOJIyUYeHHHM HeOUMNeHHBN
OIPOOYKT OUMIaJM C I[IOMOMBI KOJIOHOUHOM XpoMaToTrpadrm Ha CuIMKareie
(renTad:sTUIaueTaTr=77: 23-47: 53) C IIOJIYUYeHMEM VYKa3aHHOT'O B
3aTOJIOBKe COelMHeHus B BuUIe O0eJIoT'0 TBepnor'o eemecTea (1,65 1).

'H-AMP (DMSO-d6) &: 1,05 (3H, d4, J=7,2 Tu), 2,26 (1H, dd,
J=1e¢,7, 3,8 Tu), 2,29 (3H, s), 2,70 (1H, dd, J=16,7, 6,8 Tu),
3,10-3,20 (1H, m), 3,50 (3H, s), 5,13 (2H, s), 7,45 (1H, dd,
J=8,5, 0,5 ru), 11,08 (1H, s).

[0183]

(STaJIOHHEM OpuMep 73)

HoJlydyeHue 60— (2-dTOop—4-MeTOKCHU-3-MeTuJIbeHmJ) ~S—-MeTmn—-4, 5-

OIUTIMgpo—2H-OMpMIasrMH—3—0Ha
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[XM. 806]

K cMecHu 4= (2-pTOp—-4-METOKCU—3—MEeTUJIQEeHWII) —3—MeTuJI—4-
OKCOOYTaHOBOM KMCJIOTH (2TaJIOHHEM HOpuMep 63, 4,6 1) B sTaHojie (60
MJI) HDOOGaBJIAIM MOHOTMIOpAT IMApa3uHa (1,3 MI) UM YKCYCHYIR KUCIJIOTY
(1,6 M), a B3BaTeM CMeChb HalpeBaJiM C OOpaTHEM XOJOOMIJIBHMKOM B
TedueHMe 2 dYacob. Of0ecneumBalM OXJIaXIeHMe pPeaKLUMOHHOM CMeCH HO
KOMHATHOM TeMIepaTypPH M IIOJIydeHHEEe OcCalku cobupalu Ha OuiIbTpe C
[IOJIyYeHreM YyKa3aHHOTO B 3al'0JIOBKe COeOMHEeHMsa B BuIe OeJioro
TBepOoro BemecTBa (2,4 1).

'H-AMP (DMSO-d6) &: 1,03 (3H, d4, J=7,2 Tu), 2,08 (3H, d,
J=2,2 I'u), 2,23 (l1H, dd4, J=1le¢,8, 3,7 I'u), 2,66 (lH, dd, J=16,8,
6,8 Iru), 3,07-3,17 (1H, m), 3,85 (3H, s), 6,88 (1H, d, J=8,8
ru), 7,40 (1H, t, J=8,8 T'u), 10,92 (1H, s).

[0184]

Clenynmye COeIMHEHMS IIoJiydasM M3 KaXIoT'0 COOTBeTCTBYKHIEIO
VCXOOHOTO BEmMeCcTBa aHaJIOTMUYHO 32TaJIOHHOMY IpuMepy 73.

(STaJJOHHEM OpuMep 74)

6— (3, 5-Inmdrop—-4-MeTOoKCcUbeHMUIT) —S5—-MeTun—-4, S—aurmuapo—-2H-

OVMPUIAaSUH—3—0H

[XMm. 87]
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'H-gamMpP (DMSO-d6) 6: 1,04 (3H, d, J=7,3 Tu), 2,24 (1H, d,

J=16,8 Iu), 2,68 (1H, dd, J=1l¢,8, 6,9 ITu), 3,33-3,44 (1H, m),

3,97 (34, s), 7,47-7,57 (2H, m), 11,05 (1H,
[0185]

s) .

(STaJIOHHEM OpumMmep 75)

6— (3-XJjop—-5-dbTop-4-MeTOoKCcUbeHUIT) —S—-MeTusI—-4, S—aurmapo—-2H-
OVMPUIa3UMH—3—0H

[XuM. 88]

'H-AMP (DMSO-d6) o6: 1,04 (3H, d,

J=7,3 TI'm), 2,24 (1H, d,
J=1l¢6,8 ITwu), 2,69 (1H, dd, J=16,8,

6,9 TI'm), 3,36-3,45 (1H, m),
3,94 (3, 4, J=1,6 T'u), 7,62-7,71 (2H, m), 11,07
[0186]

(1H, s).

(3TaJJOHHLEM OpuMep 76)

6— (3-XJjop-2-bTop—-4-MeTOoKCcUbeHUIT) —S5-MeTun—-4, S—agurmunpo—-2H-
OVMPUIa3UH—3—0H

[XuM. 89]

'H-aMP (DMSO-d6) &: 1,04 (3H, d, J=7,2 Tu), 2,25 (1H, dd,

J=1l6,8, 3,6 Iu), 2,70 (1H, dd, J=16,8, 6,8 Iu), 3,09-3,20 (1H,
m), 3,93 (3H, s), 7,09 (1lH, d,
T'm), 11,03 (1H, s).

[0187]

J=9,0 Iu), 7,57 (1H, t, J=9,0

(STaJIoOHHEM OpuMep 77)
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6— (2, 4-IMMeTOKCU—-3-MeTuUJIbeHuII) —5—-MeTuyn—-4, S—aurmapo—-2H-

OVMPUIa3UMH—3—0H

[XmuMm. 90]

'H-saMP (CDC1l;) 6: 1,08 (3H, 4, J=7,3 Tu), 2,16 (3H, s), 2,43
(14, d4dd, J=1e¢,9, 4,5 Tu), 2,75 (1H, dd, J=1l6,9, 6,8 Iu), 3,28-
3,38 (1H, m), 3,70 (3H, s), 3,85 (3H, s), 6,67 (1H, d, J=8,5
I'm), 7,15 (1H, 4, J=8,5 T'u), 8,48 (1lH, brs).

[0188]

(STaJJOHHEM OpuMep 78)

60— (3-XJjop—2, 4—-numMeTokcUubeHMI) —S5—MeTnga—4, S—nurmuagpo—-2H-

OUpPMUIasUMH—3—0H

[XumMm. 91]

N Yg

|
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'H-aMP (CDCl3) &: 1,10 (3H, d, J=7,3 Tu), 2,44 (1H, dd,
J=17,0, 4,5 T'u), 2,75 (1H, dd4, J=17,0, 6,8 ITu), 3,26-3,36 (1H,
m), 3,85 (3H, s), 3,94 (3H, s), 6,77 (1H, d, J=8,5 Twu), 7,24
(14, 4, J=8,5 I'u), 8,45 (1H, brs).

[0189]

(STaJJOHHLEM OpuMep 79)

6—[4- (MeToOKCUMEeTUIIOKCHK) —3, S—nuMeTunbedms] -5-MeTmn—-4, 5-

IMrMopo—2H-OvprnonasmMH—3—0H

[XuMm. 92]
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'H-saMP (DMSO-d6) 6: 1,05 (3H, d4, J=7,3 Tu), 2,22 (1H, d,
J=16,9 Iu), 2,20 (6H, s), 2,65 (l1H, dd, J=1l¢,9, 6,8 Tu), 3,33-

3,41 (1H, m), 3,51 (3H, s), 4,96 (2H, s), 7,46 (2H, s), 10,88
(1H, s).

[0190]

(STaJJoHHEM OpuMep 80)

6— (3, 5-Iuxjop-4-rugpokcuberm) —5-Mernn—4, S—ourmugpo—-2H-

OMpMOasmMH—3—0H

[XumMm. 93]

'H-aMP (DMSO-d6) 6: 1,03 (3H, d4, J=7,3 Tu), 2,21 (1H, d,
J=1le6,7 Iu), 2,67 (l1H, dd4, J=le¢,7, 7,0 TITu), 3,26-3,46 (1H, m),
7,73 (2H, s), 10,57 (1H, s), 10,97 (1H, s).

[0191]

(STaJIJOHHEM OpuMep 81)

6— (3-0dT0op—-4-MeTOKCU-S-MeTUIbeHUIT) —5—-MeTun—-4, S—aurmuapo—-2H-

OVMPUIas3UMH—3—0H

[XuMm. 94]
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'H-saMP (DMSO-d6) 6: 1,05 (3H, d4, J=7,3 TIu), 2,23 (1H, d,
J=16,9 Im), 2,27 (3H, s), 2,67 (1H, dd, J=1¢,9, 6,9 Tu), 3,32-

3,42 (l1H, m), 3,86 (3H, 4, J=1,7 Tu), 7,42-7,50 (2H, m), 10,96
(1H, s).

[0192]

(STaJIOHHLM OpMMep 82)

6— (5-Xjop—-2-bTop—-4-MeTOKCU-3-MeTUIbeHUI) —S5—MeTHgI—-4, 5-

ourmugpo—-2H-nupnuasmMH—3—0H

[XumMm. 95]

'H-aMpP (DMSO-d6) &: 1,04 (3H, d4, J=7,2 Tu), 2,21-2,29 (1H,
m), 2,21 (34, 4, J=2,3 I'u), 2,69 (lH, 44, J=1l6,8, 6,8 Iu), 3,08-
3,19 (1, m), 3,80 (3H, s), 7,52 (1H, 4, J=7,9 Twu), 11,07 (1H,

s).
[0193]

(STaJJOHHLEM OpuMep 83)

[HoJlyudeHHMe 60— [4-BeH3UIoOKCU—2— (METOKCUMETUIIOKCHK ) —3—

MeTunbedmi] —5-MeTun—-4, b—aurugpo—-2H-OupMuIias3mMH—-3—0Ha

[XuMm. 90]
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CMeck 4-[4-0eH3UJIOKCU-2— (METOKCUMETUIIOKCH) —3—MeTUIJIQEeHUII] —3—
MeTUII-4-0KCOOYTAHOBOM KMCJIOTH (STaJIOHHBM IpuMep 66, 3,20 1) wm
MOHOTMIpaTa Imaopas3mHa (0,626 M) B »TaHoJie (30 MJI) IIepeMellMBaJIU
IpM KOMHAaTHOM TeMlepaType B TeueHMe 3 1nHel. Ocalku cobupal Ha
duiIETpe C IIOJIyUeHMeM YKas3aHHOTO B 3alOJIOBKe COeOMHEHMSa B BUIeE
BeJjloro TBepHOTO BemecTBa (1,56 1).

'H-AMP (CDCls) &: 1,10 (3H, 4, J=7,3 Tu), 2,28 (3H, s), 2,44
(14, dd, J=1¢,9, 4,6 Tu), 2,82 (lH, dd4, J=17,0, 7,0 Twu), 3,31l-
3,41 (1H, m), 3,53 (3H, s), 4,92 (1H, 4, J=5,6 Tu), 5,03 (1H, d,
J=5,¢6 Tu), 5,13 (2H, s), 6,78 (1H, d, J=8,5 Tu), 7,16 (1H, d,
J=8,5 Iru), 7,33-7,49 (bH, m), 8,42 (1H, s).

[0194]

Clenynmye COeIMHEHMS IIoJiydasM M3 KaXIOoT'0 COOTBeTCTBYKHIEIO
MUCXOIOHOT'O BelleCTBa aHaJIOTMUYHO STaJIOHHOMY IIpMUMepy 83.

(STaJJOHHLM OpuMep 84)

6— (3-BpoM—2-bTop—-4-MeTOoKcUbeHUII) —S5-MeTun—-4, S—aurmuapo—-2H-

OVMPUIa3UH—3—0H

[XuMm. 97]

H-AgMP (DMSO-d6) &: 1,04 (3H, 4, J=7,2 ITu), 2,25 (1H, 44,
J=16,9, 3,7 Tu), 2,69 (1H, dd, J=16,9, 6,8 Twu), 3,09-3,19 (1H,
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m), 3,92 (34, s), 7,05 (l1H, d4d4, J=8,9, 1,2 Tu), 7,60 (1lH, t,
J=6,9 I'm), 11,02 (1H, s).
[0195]

(S3TaJIOHHEM OpuMep 85)

6— [4-BeH3UJIOKCU—3—-XJIOp—2— (METOKCUMETUIIOKCHK ) beHMUJI ] —5—-MeTuJI—

4, 5—ourngpo-2H-Oupnoas3mMH—3—0H

[XmuMm. 98]

'H-sgMP (CDCl3) &: 1,07 (3H, d, J=7,3 Tu), 2,42 (1H, dd,
J=17,0, 4,8 I'u), 2,80 (l1H, dd4, J=17,0, 7,0 TIwua), 3,30-3,41 (1H,
m), 3,53 (3H, s), 5,03 (1H, d, J=5,6 TIu), 5,15-5,22 (3H, m),
6,82 (1H, 4, J=8,8 I'u), 7,19 (1H, 4, J=8,5 T'm), 7,31-7,49 (5H,
m), 8,45 (1H, s).

[0196]

(3TaJIJOHHLEM IOpHuMep 86)

[HoJlyudeHHne 60— (3—-xJop—4-TUIPpoKCcU—-S-MeTUunbeHmnl) —5—-MeTmn—-4, 5-

ourunpo—2H-noupmnasmMH—3—0oHa

[XmMm. 99]

K cMecu MeTmII-4- [4- (TpeT- 0y TUIIOVME TUJICUIIMIIOKCHU ) —3—XJIOp—5—
MeTuinbeHns] —3-MeTuJI-4-okcoByTaHoaTa (2TaJIOHHHM OpuMep 39, 2,7 1)

B DTaHoOJIe (35 wi) pnobarjisaaM MoHOIMOpaT Iuapa3mHa (1,0 M) wm
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YKCYCHy® kucjory (1,2 ™Mi), a B3aTeM CMEeCh HarpeBaJM C oOOpaTHBEM
XOJIOOIMJIBEHUKOM B  TeueHMe 5  YacoB. ObecneumBaJM  OXJaXIeHUE
PeakKlMOHHOM CMeCHM IO KOMHAaTHOM TeMIepaTypH, K Hel¥ 1o0aBJaJu
HAaCHIIEHHHI BOOHHIM pPacTBOp OurkapboHaTa HaTpua npu 0°C, a 3aTeMm
CMeCh DKCTpalMpoBajM »TUilaleTaToM. OpTraHWUeCKMM CJIOM IIPOMEIBAJIU
COJIEBEIM pPacCTBOPOM, BHCYIMBaIM Hal Oe3BOOHEM CyJIbdaTOM HaTpUSI U
duIerTPOBAIIM . PacTBOpPUTEJIb yOaJIAan . [ToslyuyeHHOE HeOouMlleHHOe
TEBEpHOOE BeleCTBO IMIPOMHBAaJIM IIyTeM pacTUPaHMAa C OUM30NPONMUIIOBEM
s¢rpoM, a 3zaTeM cobupaliM Ha O(UIbLTPpe C IIOJIyUeHMeM YKasaHHOT'O B
3aTOJIOBKe COoenMHeHuda B BuIOe 0OeJIoTO0 TBepnoro eemecTea (1,5 1).

‘H-AMP (DMSO-d6) 6: 1,03 (3H, d, J=7,2 Tu), 2,20 (1H, d,
J=16,8 Iu), 2,24 (3H, s), 2,65 (lH, dd, J=16¢,8, 6,9 Tu), 3,27-
3,40 (1Y, m), 7,50 (1H, 4, J=2,2 Tu), 7,58 (1H, d, J=2,2 Tu),
9,47 (lH, brs), 10,86 (1H, s).

[0197]

(STaJJOHHEM OpuMep 87)

HoJdydeHKe 06— (3-BpoM—5-xJyop—4-TUnpokcudbeHms) -S5-mermyn-4, 5-

IUrmMgpo—-2H-nupmiasmH—3—0Ha

[XmMm. 100]

S |
@M

K cvecn wMeTtmi—-4-[3-0poM—5-xJi0p—4- (MeTOKCUMETUIIOKCH) GeHWIT] —
3-MeTmJI-4-okcobyTaHoaTa (2TajloHHEM nOpumep 41, 1,15 1) B 3TaHoje
(15 ™) gpobBapiaaamM yKCyCHyw kuciaotry (0,518 ™M) m  MOHOTHMIOpPAT
TUOpas3nHa (0,440 ™), a 3aTeM CMeChb Harpepajlu C OOpaTHBEM
XOJIOOMJIE HUKOM B TeueHNe 13 JacoB. PeakIIMOHHYI CMECH
KOHIIEHTPUPOBAaJIN, K OocCcTaTky nno0aBJjdaJu BOLY, a 3aTeM CMecChb
SKCTPAaTrvMpOBalIM >TUJlalleTaToM. OpTaHMUeCKUM CJIOM MOPOMBEIBAJM BOOOM U
COJIEBHM PacCTBOPOM, BHCYIMBaJIM Hall Oe3BOIHEIM CYyJbBOaTOM HaTPULA, U

OUIIL TPOR AN, u PacTBOPUTEIL YIOaJIdJn. OcraTok
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[IepeKPUCTAJIJIN3OBEB AN ns3 TenTaHa/sTUialeTaTa c [IOJIy4YeHNEeM
YKasaHHOT'O B 3al'0JIOBKe COeIMHEeHMA B BuIe OJIeOHO—XEJITOT'O TBepHOoI'O
BemecTBa (713 wMT).

‘H-AMP (DMSO-d6) &: 1,03 (3H, 4, J=7,3 Tu), 2,18-2,24 (1H,
m), 2,66 (1H, dd, J=16,9, 6,8 Tu), 3,30-3,45 (1H, m), 7,76 (1H,
d, J=2,2 Tw), 7,87 (1H, 4, J=2,2 Twu), 10,50 (1H, Dbrs), 10,098
(1H, s).

[0198]

Clenywllee COeIMHEHMe IOoJIydallM M3 COOTBETCTBYKHIEIO MCXOIHOTO
BelleCTBa aHaJIOTMUYHO 5STaJIOHHOMY IIpuMepy 87.

(S3TaJIOHHEM HOpuMep 88)

06— (3-BpoM—5-dbTop—-4-THnpokcubeHmy) —S-mMeTmsn—-4, S—-ogurmugpo—-2H-

OoMpuIasmuMH—3-0H

[XmmMm. 101]

Hrss*”’N\g

'H-aMpP (DMSO-d6) &: 1,03 (3H, 4, J=7,3 Tu), 2,21 (1H, d,
J=1l6,7 Iu), 2,67 (l1H, dd, J=l¢,7, 6,8 Iwu), 3,32-3,41 (1H, m),
7,59 (1, d4dd4, J=12,2, 2,1 Tw), 7,73 (1H, t, J=2,1 Tu), 10,85
(14, brs), 10,95 (1H, s).

[0199]

(STaJIOHHLEM OpuMep 89)

[HoJlyudeHHne 6— (3—-xJop—-2-dbTop—-4-TUIpoKcUubeHml) —5-MeTHI—-4, 5-

oMrunpo—2H-OupmnonasmMH—3—0Ha

[XuMm. 102]

PR ; _
G)v’i\ F
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K cMecHu 6— (3—-xJop-2-pTop-4-MeTOKCHUbeHMII) —S5—MeTU—-4, 5-
ourmopo-2H-nupunasmH-3-0Ha (PTAJIOHHHM TpuMep /6, 1,4 1) B
MeTuileHxJopune (50 wi) pmobGariaiyM xXJjopuI ajmoMvHuga (14,2 1) nopwm
0°C. B aTMochepe aproHa peakLMOHHYI CMeCh IIepeMellMBalJiM I[IpK
KOMHaTHOM TeMIlepaType B TeueHUe HOUH. [Tocuie OXJIaXIeHUI
peakumoHHoM cMecu npu 0°C k HelM mo®aBJIAIM Jied B Bome M 5 M BOIHEIM
PacTBOp TUAPOKCHIa HaTpusa. OTHeJIeHHHM BONHEIM CJIOM MNOIOKUCJIAIM C
nmoMomein 6 M XJIOPMCTOBONOPOIHOM KMCJIOTH Ipu 0°C, a 3aTeM CMecCh
SKCTparuMpoBalM STuJaueTaToMm/THE. OpTraHMUeCKUM CJIOM  I[IPOMEIBaJIU
COJIEBHM pPacTBOPOM, BECYWNMBaJIM Hal Oe3BOOHBM CyJbGaTOM HaATPUA, U
buIbTPOBANM, M PACTBOPUTEJL yHallalM. [loJIydeHHOe TBepmoe BeleCTBO
IIPOMEEBAJIM IIyTeM pacTHUpaHMa C 5STaHOJIOM, a 3aTeM cobupanan Ha
duIIETPe C I[IOJIyYeHMEeM YKas3aHHOTO B 3al'OJIOBKe COeIMHEHMA B BUIE
BJIeIHO—XeJITOTO TBepmoro eemecTtBa (0,9 ).

'H-AMP (DMSO-d6) &: 1,04 (3H, 4, J=7,2 Tu), 2,23 (1H, dd,
J=16,8, 3,4 T'u), 2,67 (l1H, dd, J=16,8, 6,8 Iu), 3,06-3,18 (1H,
m), 6,87 (1H, 44, J=8,8, 1,3 Iu), 7,41 (1H, t, J=8,8 Twu), 10,98
(1H, s), 11,04 (1H, s).

[0200]

Cllenypmuye COeIMHEHMA IoJydallM M3 KaXIoI'0 COOTBETCTBYKIETO
MUCXOIOHOT'O BelleCTBa aHaJIOTMUYHO 5STaJIOHHOMY IIpuMepy 89.

(STaJoHHEM OpuMep 90)

6— (3, 5-IIndrop—4-runpokcubedms) —S5-MeTuyn—-4, S—aurmapo—-2H-

OVMPUIASUH—3—0H

[XmuMm. 103]

0~
1H-gMP (DMSO-dé) &: 1,03 (3H, 4, J=7,2 Tu), 2,21 (1H, d,

J=16,8 Iu), 2,66 (1H, dd, J=l¢,8, 6,9 ITu), 3,29-3,41 (1H, m),
7,39-7,50 (2H, m), 10,63 (1H, brs), 10,95 (1H, s).
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[0201]

(STaJIOHHEM OpuMmep 91)

6— (3-XJjop—-5-dbTop—-4-rUunpokcubedm) —5-MeTuyn—-4, S—aurmapo—-2H-

OVMPUIaSUH—3—0H

[XmuMm. 104]

H-AMP (DMSO-d6) &: 1,03 (3H, d, J=7,3 Tu), 2,21 (1H, d,
J=16,7 Tu), 2,67 (1H, dd, J=16,7, 7,0 Tu), 3,30-3,43 (1H, m),
7,51-7,65 (2H, m), 10,83 (1H, brs), 10,96 (1H, s).

[0202]

(STaJJOHHEM OpuMep 92)

HoJydeHMe 60— (2-dTop—4-THUOpoKCcU—-3-MeTuIbeHMJI) —S-MeTmyn—-4, 5-

ourunpo-—2H-nupmnonasmMH—3—-0Ha

[XmMm. 105]

B aTMochepe aproHa K cCMecu 6- (2-pTOop-4-MeTOKCU—-3—
MeTuIdeHnI) —5-MeTuii—4, 5S-ourunpo-2H-nmupunasmMH—-3-0Ha (»TaJIOHHBEM
npumMep 73, 3,6 1) B MeTwJeHxJiopuOe (80 M) O kamjiaM »$oOaBJILaJiU
TpubpomMun Gopa (1 M pacTBOp B MeTwJeHxJjopune, 100 miu) mpm 0°C, a
3aTeM CMeChb IIepeMelMBal M [IpM KOMHATHOM TeMIepaType B TeueHue 3
nHeti. K peakUMOHHOM CMecuM nHoBaBjasaiIM Jied B BOoOe UM CMecCh
IepeMellMBalay TIPpM KOMHATHOM TeMlepaType B TeudeHre 30 MuHYT. CMecCh
SKCTparuMpoBaJiM CMechblo osTuiaalleraTa/THF, a 3aTeM pacTBOPUTEJb
yoansainn. OCTaToK pacTeopsin B 1 M BOOHOM pacTBOpe I'MIPOKCHUIA

HaTpn4a, a 3aTeM IIPOMEIBaAJIM MeTWMIJIEHXJIOPMIOM. OTneJleHHBI BOIHHM
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CJIONM TIOOKMUCJIIAJNY C IIOMOmbI 6 M XJOPMCTOBOIOPOMHOM KMUCJIOTH npu 0°C,
a 3aTeM CMeCch 5SKCTparupoBasy sTuialeTaToM/THF. OpraHMUeCKMN CJIOM
IIPOMEBAJIM COJIEBHM pPacTBOPOM, BHCYyNMBaJIM Hal Oe3BOOHEM CyJbdaToM
HaTpusg, U OUIBTPORBRaNIM, ¥ PAaCTBOPUTENb YyHOaJldadu. IloJIydeHHOe
TEEepHOOE BeleCTBO IMIPOMHBAaJIM IIyTeM pacTUPaHMSa C OUM30NPONMUIIOBEM
s¢rpoM, a 3aTeM cobupaliM Ha O(UIbETPpe C IIOJIyUeHMEeM YKasz3aHHOTO B
3aTOJIOBKe COeNMHeHUA B BUIEe Cepol'0 TBepOoor'o BellecTea (2,7 ).

‘H-AMP (DMSO-d6) 6: 1,03 (3H, d4, J=7,1 Tu), 2,05 (3H, d,
Jj=2,2 Tu), 2,21 (1H, dd, J=1¢,7, 3,4 Tu), 2,63 (lH, dd, J=16,7,
6,6 I'im;), 3,05-3,16 (1H, m), 6,68 (1H, d, J=8,4 Tu), 7,24 (1H, t,
J=8,4 '), 10,12 (1H, 4, J=2,0 I'uy), 10,86 (1lH, s).

[0203]

CienywuMe COeIMHEHUA IIoJydaliM M3 KaXOoT'0 COOTBETCTBYKIETO
MCXOOHOTO BelleCTBa aHaJIOTMUHO 2TaJIOHHOMY IIpuMepy 92.

(STaJJOHHEM OpuMep 93)

06— (2, 4-Inrnapokcu—-3—-MeTmadeHmr) —5-Mermun—-4, S—nurmunpo—-2H-

OoMpUIas3mMH—3-0H

[XmMm. 106]

HI;V \*g

Qﬁﬁ%\mx’fx\\ OH

'H-AMP (DMSO-d6) &: 1,09 (3H, d4, J=7,3 Tu), 1,98 (3H, s),
2,21-2,28 (1H, m), 2,73 (l1H, 4d, J=16,9, 6,6 T'u), 3,41-3,51 (1H,
m), 6,43 (14, 4, J=8,5 T'm), 7,27 (1H, 4, J=8,5 TIu), 9,80 (1H,
s), 10,97 (1H, s), 12,48 (1H, s).

[0204]

(STaJIOHHEM OpuMep 94)

06— (3-BpoM—2-dbTop—4-THUnpoKcubedms) —S—-MeTun—-4, S—agurmuapo—2H-

OMPMIOa3MH—3—0H

[XmuMm. 107]
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'H-saMP (DMSO-d6) &: 1,04 (3H, d, J=7,2 Tu), 2,23 (1H, dd,
J=1l6,8, 3,5 I'm), 2,67 (1H, dd, J=16,8, 6,7 ITu), 3,06-3,17 (1H,
m), 6,84 (1H, 44, J=8,7, 1,3 Twu), 7,44 (1H, t, J=8,7 Tu), 10,96
(14, s), 11,07 (1H, 4, J=1,7 Twn).

[0205]

(STaJIOHHEM OpuMep 95)

60— (3-0rop—4-TUapokcu-5S5-MeTunbeumsna) -S5-mermn-4, S—-ourunpo—-2H-

OUPUIasmMH—3—0H

[XmmMm. 108]
HN“”N\
4]

'H-aMP (DMSO-d6) 6: 1,04 (3H, d4, J=7,3 Tu), 2,20 (1H, d,
J=1l6,7 Iu), 2,21 (3H, s), 2,64 (l1H, dd4, J=1l¢,7, 6,8 Tu), 3,29-

3,39 (1H, m), 7,34-7,44 (2, m), 9,79 (1H, s), 10,85 (1H, s).
[0206]

(STaJIOHHEM OpuMep 96)

6— (b-XJjop-2-dbTop—-4-TUIPOKCU—-3-MeTuUIbeHmnI) —5-MeTm—-4, 5-

IMrmMnpo—2H-OvpnnonasmMH—3—0H

[XmuMm. 109]
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'H-gaMp (DMSO-d6) 6: 1,03 (3H, d, J=7,2 Tu), 2,14 (3H, d,
J=2,4 Tm), 2,22 (1H, dd4, J=le¢,7, 3,7 Tu), 2,66 (1H, dd, J=le6,7,
o,7 I'nm), 3,07-3,17 (1H, m), 7,41 (1H, 4, J=7,9 Twu), 10,00 (1H,
s), 10,96 (1H, s).

[0207]

(STaJJOHHEM OpuMep 97)

HoJgydeHMue 60— (3—-xJy0p—2, 4—murmugpokcubenms) —-5-mMernya—-4, 5-

IUrmMopo—-2H-nupmuiasmH—3—0Ha

[XmmMm. 110]

B aTMmMocdepe aproHa K cMecu 6- (3-xJop-2, -guMeToKCcudeHmI) —5-
MeTuI-4, S-auruapo-2H-nuproa3mMH-3-0OHa (»TalloHHEM OpuMmep 78, 2,55
) B MeTwJleHxJiopume (100 M) no kamaaMm npobaBasiam Tpubpomun ©Oopa
(1 M pacTBOP B METHIIEHXJIOPUIE, 45,1 i) npu 0°cC. CMech
IepeMellMBajJM I[OIpM KOMHATHOM  TeMIepaType B TeueHMe 3 IOHeM.
PeaklIMOHHYK CMECh TaCUJIM I[IyTeM MeIJIeHHOTO nobaBJIeHMS MeTaHoJa
npu  0°C, a 3aTeM pacTBOpPUTEN s yaaldaau. OcTaTok pa30aBJISain
STUJIalleTaToM, IIPOMBIBAJIM BOIOOM UM COJIEBEIM PAaCTBOPOM, BHCYMIMBAJIU
Han O6e3BOIHBEIM CyJIbdaTOM HaTpUAa U QUIBTPOBaIM. M pacTBOPUTEIBL
yoajasaau. CMmechb pacTeopsaiauM B DME (15 mi), k HeM ODoOaBIAIM XJIOPHUI
JINTHUA (1,91 1). CMech mHOepeMmemrBaJM oOpu 240°C mom »OelCTBUEM
MUKPOBOJIHOBOTO M3JIYyUeHUS B TeueHre 30 MMHYT. K peaKUMOHHOW CMecCcHu

noGaBJIAIM BOLY M CMEChb SKCTParMpOoBallM sSTUJalleTaToM. OpTaHnueCKUN
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cJon ITPOMEIB aJIr BOOOM u COJIEBEIM pacTBOpPOM, BEICYIIMBaJIN Hal

0e3BOIHEIM Cyﬂb®aTOM HaTpu4a, n @MHprOBaHM, n PacTBOPHUTEIIb

yoanaan. IoJIydeHHHY  HEOUMMEHHHM [NIPOOYKT OUMIagM C  IIOMOUIBK
KOJIOHOUHOM XpoMaToTrpadur Ha CcuiIMkarejie (TeldTaH:»>TUlaleTaT=67:
33-33: 67), a 3aTeM [IEePEeKPUCTAJUIMIOBHBAJIN U3 TaHoJIa C

[IOJIyYeHMeM YKa3aHHOTO B 3al'0JIOBKe COeIMHeHMs B BuIe 0eJioro
TBepnoro eemecTea (1,21 r).

‘H-AMP (DMSO-d6) 6: 1,10 (3H, d, J=7,3 Tu), 2,27 (1H, d,
J=1l6,1 Iu), 2,78 (1H, dd, J=1¢,7, 6,7 TITu), 3,41-3,56 (1H, m),
6,57 (14, 4, J=8,9 Tu), 7,42 (1H, 4, J=8,9 Iu), 10,67 (1H, brs),
11,07 (1H, s), 13,03 (1H, s).

[0208]

(STaJJOHHEM OpuMep 98)

HonydeHre 6-[4-Tugpokcu—2— (METOKCUMETUJIOKCK) —3—-MeTunbeHmsI] —

S5-MmMeTun—-4, b—nurmugpo-2H-nupuiasrH—3—0Ha

[(XmmMm., 111]

OBecrieurBau HaXOXIeHUe cMecu 6- [4-DeH3UIJIOKCU—2 -
(MEeTOKCHUMETUIIOKCHU ) —3—MeTuJIdeHnII] —S5—-meTmi—-4, S—ourunpo-2H-
nupunasuH-3-0oHa (2TaJIoHHEM npuMmep 83, 1,55 1) u naajlamusa Ha YyIJle
(10% Bec/Bec, 100 mMr) B sTa”ose/THF (1: 1, 40 mI) B aTMochepe
BOOmopoma. CMech IepeMemMBaJiM IIPM KOMHATHOM TeMlIepaType B TeUueHUe
2 YacoB, a 3aTeM NepememuBaiau Ipu 40°C B TeueHme 2 uyacoB. CMecChb
OMIIETPOBAJIM UYepes IMNOOYINKY M3 LeJinTa U QUIIBETPpaT KOHLEeHTPUPOBAJIN.
OcTaTouHoOe TBepOOoe  BEWeCTBO I[IPOMEBAJM IIyTeM pacTUpaHusa C
OVSTUIJIOBEIM 20MPOM, & 3aTeM cobupajiM Ha OQuIbTpe C IIOJIyYeHMeM
YKasaHHOT'O B  3al'OJIOBKe COeOMHeHMsa B BuOe 0eJlolO TBepOol'o

BemecTBa (1,13 7).
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'H-AMP (DMSO-de6) &: 0,90 (3H, 4, J=7,1 Tu), 2,07 (3H, s),
2,21 (1H, dd, J=1e6,7, 4,8 Tu), 2,63 (1H, dd, J=16,6, 6,8 Tu),
3,09-3,20 (1H, m), 3,41 (3H, s), 4,87-4,92 (2H, m), 6,64 (1H, d,
J=8,3 I'u), 6,96 (1H, 4, J=8,3 Tu), 9,73 (1H, s), 10,76 (1lH, s).

[0209]

Clenywllee COeIMHEHMe IIOJIydallM M3 COOTBEeTCTBYKRIEI'O MCXOIHOTO
BelleCTBa aHaJIOTMUYHO STaJIOHHOMY IIpuMepy 98.

(S3TaJIOHHEM OpuMep 99)

60— [3-XJop—4-TUIPOKCU—2— (METOKCUMETUIIOKCHK ) beHMJI] —5—-MeTuJI—

4, 5-ourngpo-2H-nupnoasmMH—3—0H

[(XmMm. 112]

'H-aMP (CDCl3) &: 1,08 (3H, d, J=7,3 Tu), 2,42 (1H, dd,
J=17,0, 4,6 T'm), 2,79 (1H, dd4, J=17,0, 7,0 Tu), 3,27-3,39 (1H,
m), 3,54 (3H, s), 5,02 (1H, d, J=5,6 Iwu), 5,14 (1H, d, J=5,6
I'n), 5,84 (l1H, brs), 6,88 (1H, 4, J=8,5 Tw), 7,19 (1H, d, J=8,5
T'm), 8,47 (1H, s).

[0210]

(STasodHL ODpuMep 100)

6—[3-BpoM—2-bTop—4- (METOKCUMETUIIOKCHU) bedmi] -5-MeTmy—-4, 5-

oMrmunpo—2H-OupnnonasmMH—3—0H

[XmuMm. 113]

I |
Q%L\/\ i
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K cMeCcu 6— (3-0poM—-2-dTOop—-4-TUOpoKCUbeHMIT) —5—MeTmJi—4, 5-
ourmopo-2H-nupunasmH-3-0Ha (»TajloHHEM TpuMep 94, 2,37 1) B
MeTuIeHxJiopune (30 wi) pobaBiasaau N, N-gumszonponuizsTuiiaMvH (2, 06
MJI) " XJIOPME TUJIME TUJIO BEI 20mUp (1,16 wI), a 3aTeM CMecCchb
IepeMellMBaX [OpY KOMHATHOM TeMIepaType B TedeHMe 3 dYacoB. K

peaKHMOHHOﬁ CMeCHU nO0aBJIAIN BOOY u CMeChb SKCTpal'MmpOoBaJi

2TUIIalleTaTOM. OpraHn4YeCKuMn CJIOV  HOPOMHBAaJM BOIOM U COJIEBEHIM
pPacTBOpPOM, BEICYIIMBAJIN Han He3BOIHEM cyJibdaToMm HaTPpUH, u
d1JILTPOBANM, ¥ PacTBOPUTENE YyIOalaldM. IIOJIYUYeHHEM  HEeOUMIeHHBMN

IPOOYKT OUMIAJM C IIOMOWIBI KOJIOHOWHOM XpoMaTorpaduyu Ha CUIMKareje
(renTaH:>THIaueTar=80: 20-67: 33) C IIOJIYUYeHMEeM VYKas3aHHOTO B
3aTOJIOBKEe COenMHeHud B Bume OeJIoTO0 TBepnoro eemecTea (1,97 1).

'H-sMP (DMSO-d6) &: 1,04 (3H, d, J=7,3 Tu), 2,25 (1H, dd,
J=16,9, 3,7 Tu), 2,69 (lH, dd, J=16,9, 6,8 Twu), 3,08-3,20 (1H,
m), 3,42 (3H, s), 5,38 (2H, s), 7,12 (1H, dd, J=8,8, 1,2 Tu),
7,59 (1H, t, J=8,8 I'u), 11,05 (1H, brs).

[0211]

(STaJJoHHEM oOpuMep 101)

HoJdydeHMre 6—[2-0TOop—4- (METOKCUMETUIIOKCHU ) —3—BUHMIOEeHMII | —5—

MeTua-4, S-nurnnpo-2H-omupnuoa3mMH—3—-0oHa

[XmuMm. 114]

s

0

K cMecHu 6-[3-6poM—2-pTOop—-4- (METOKCUMETUIIOKCH ) eHMJI] —5-
MeTwI-4, S-auruapo-2H-nupraoa3mMH-3-0Ha (3TaJloOHHHEM nOpumep 100, 4,87
T) B 1, 2-nuMeTOKCUSTaHe/BOIE (3: 1, 32 MJI) nodaBJIaim
BUHMITpUbTOpOOpaT Kajmsa (3,78 1), kapboHaT kama (4,87 1) wm
KOMILJIEKC OuxJjiopmna [1,1'-
ouc (nnbeHmIpocdmHo ) peppoueH] najuanmga (I1) ¢ MeTwmIeHxJopuioM (1,15
). BareM CMeChb [IepeMellnBajinu npu 150°C non nelicTBUEM

MVKPOBOJIHOBOTI'O M3JIydeHNA B TedeHle OIOHOTO daca. PeakUMOHHYID
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CMeCh BEUIMBAJIM B BONY/5THUJlalleTaT, a 3aTeM CMeChb OWJIbTPOBaJM
yepes MNOOYIIKY M3 LeluTa. VM duiabTpaT 3KCTparuMpoBaJiM STUIalleTaTOM.
OpTraHn4deCKUn cJiom [IPOMEIB aJIn BOOOM u COJIEBHM pacTeoOpPOM,
BHICYIIMBAJIM Hal Oe3BOOHEIM CyJIbdaToOM HaTpUA, U OUILETPOBaIN, WU
PACTBOPUTENE YIalaau. IIOJyUeHHHM HEOUMIEHHHM OIPOOYKT OUMMaJu C
TIIOMOIIEBIO KOJIOHOUHOM XpoMaToTrpadmnm Ha cunmMkarese
(renTaH:>TMmIaueTar=80: 20-67: 33) C TIIOJIYUYeHMEM VYKas3aHHOTO B
3aroJIOBKe COeOMHEeHMA B BuUIOe OJIeOHO—XeJITOT'O TBEPHOOTl'O BelleCcTBa
(3,01 ).

‘H-AMP (CDCl,) &: 1,20 (3H, d, J=7,1 Tu), 2,43 (1H, dd,
J=16,9, 3,4 Tu), 2,74 (l1H, dd, J=16,9, 6,6 TITu), 3,21-3,33 (1H,
m), 3,50 (3H, s), 5,26 (2H, s), 5,54-5,60 (1H, m), 5,98-6,08
(14, m), 6,81 (1H, dd4, J=18,1, 12,0 Tw), 6,95 (1lH, dd, J=8,8,
1,0 '), 7,37 (1H, t, J=8,8 I'u), 8,60 (1H, brs).

[0212]

(STaJJOHHEM OpuMep 102)

HoJdydeHKe 6—[3-nTMa-2-dbTop—-4- (METOKCUMETUJIOKCHK) deHMII] —5-

MeTua-4, S5-nurunpo-2H-nupnuoas3mMH—3—-0oHa

[XmMm. 115]

K cMecHu 6-[2-dTOop-4- (METOKCUMETUIIOKCHU ) —3—BUHUJIQeHUII] —5—
MeTuJI-4, S-auruapo-2H-nupraa3mMH-3-0Ha (»TajIoHHEM nOpuMep 101, 292

MI') B sTaHoJe (10 mi) mofaBidaiM IJIaTUHY Ha yIoule (1% Bec/Bec, 195

MI') . PeaKIMOHHYID CMeCh IepeMellMBaJiM IIPpM KOMHATHOM TeMIepaType B
TeueHue 4 JyacoB B aTMochepe BOIOOpOIA. PeakKUMOHHYIIO CMeChH
OUIILE TPOB AN yepes [IOOYUIKY ns ueJgmuTa, a 3aTeM duIILTPAaT

KOHIEHTPUPOBAJM C IIOJIyUYeHMeM yKas3aHHOTO B 3aTOJIOBKEe COeIMHEeHMVSI B
BUIOe OeJIoC TBepHOI'0 BemecTBa (280 Mr).

'H-aAMP (CDClj3) &: 1,16 (3H, t, J=7,6 Tu), 1,20 (3H, d, J=7,3
Tru), 2,42 (1H, dd, J=16¢,9, 3,4 Tu), 2,66-2,79 (3H, m), 3,21-3,34
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(14, m), 3,49 (3H, s), 5,24 (2H, s), 6,90 (1H, dd, J=8,8, 1,0
I'm), 7,33 (1H, t, J=8,8 I'u), 8,53 (1H, brs).
[0213]

(STasioHHE OpuMep 103)

HoJyudueHne 6— (3—-nTUn-2-bTop—-4-TUIpoKCcUbeHMII) —S5—-MeTHu—-4, 5-

oIMrunopo—2H-OuprnoasmMH—3—-0Ha

[(XmuMm. 116]

K cMecHu 6- [3-pTUII-2-0bTOop—-4- (METOKCUME TMJIOKCHU ) QeHUII] —5-
MeTuIi-4, 5-nurunpo-2H-nupunas3mMH-3-0Ha (®TaJIOHHHM OpuMmep 102, 280
MI') B »sTaHoJie (10 mi) mofaBaanaM 6 M XJIOPUCTOBOIOPOIOHYI KMCIIOTY
(0,476 w™J), a 3arTeM CMecChb IepeMmemuBaiau npu 60°C B TeueHre 7
yacoB. K peakUMOHHOM cCMecH HOBaBJAIM BOOY, a 3aTeM CMech
SKCTPATUPOBAIM STUjlaleTaToM. OpraHUMUeCKMM CJIOM IIPOMHBAJIM BOIOM M
COJIEBEIM PAaCTBOPOM, BHCYIMBaJIM Hal Oe3BOOHBEIM CyJbbOaToM HaTpUi, a
3aTeM GOUILTPOBAJIM M PACTBOPUTENb YIajlalIM. IIOJIyUeHHHM HeouuleHHBN
IPOOYKT OUMIaJ M C IIOMOIMBI KOJIOHOUHOM XpoMaToTrpadru Ha CuIMkKareie
(renTaH: sTHUJlaleTaT=33: 67-17: 83) C IIOJIYUYeHMEeM VYKa3aHHOT'O B
3aroJIOBKE COEeIMHEHMS B BuIe 0eJJoT'O TBepOoro BemecTBa (151 mr).

'H-aMP (DMSO-de6) 6: 1,03 (3H, d4, J=7,3 Tu), 1,08 (3H, t,
Jg=7,3 Tu), 2,20 (1H, dd, J=16,9, 3,7 Tu), 2,52-2,68 (3H, m),
3,04-3,18 (1H, m), 6,68 (1H, d, J=8,5 Tu), 7,24 (1H, t, J=8,8
T'u), 10,09 (1H, brs), 10,87 (1H, brs).

[0214]

Clenynmye COeIMHEHMS IIoJIydaslM M3 KaXOOoI'0 COOTBeTCTBYKHIEeIO
MCXOIOHOT'O BelleCTBa aHaJIOTMUYHO BSTaJIOHHOMY IpuMepy 103.

(STaJJjoHHEM oOpuMep 104)

60— (4-Tmgpokcu—3, S—auMeTmandeHmnsr) —5-MeTmyi—-4, S—ourmuopo—-2H-

OMPMIOa3MH—3—0H

[(XuMm. 117]
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'H-saMP (DMSO-d6) &: 1,04 (3H, d, J=7,3 Tu), 2,19 (6H, s),
2,19 (14, 4, J=1l6,7 Tu), 2,61 (1H, dd, J=le6,7, ©6,8 Iu), 3,27-
3,38 (1H, m), 7,36 (2H, s), 8,59 (1H, s), 10,75 (1H, s).

[0215]

(OTaJoHHEM OpuMep 105)

60— (2-0TOoP—4-TUIPOKCHU—3-BUHUIDEeHWII) —S—-MeTuyn—-4, S—agurmunpo-2H-

OMpMOasmMH—3—0H

[XmmMm. 118]

HN*’k
e

'H-AMP (DMSO-d6) &: 1,03 (3H, d4, J=7,3 Tu), 2,21 (1H, dd,
J=16,9, 3,7 T'u), 2,64 (l1H, dd, J=16,9, 6,8 IT'u), 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 I'u), 10,56 (1H, 4, J=1,2 Tu), 10,91 (1lH, s).

[0216]

(STaJoHHEM oOpuMep 106)

60— (3-XJop—2-bTop—4-TUIOPOKCHU—-S-MeTUIbeHWI) —S—MeTHnJI—4, 5—

OIUTIMOgpo-—2H-OMpMIasrMH—3—0H

[XuMm. 119]
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'H-saMP (DMSO-d6) &6: 1,04 (3H, d, J=7,2 Tu), 2,19-2,27 (1H,
m), 2,20 (34, s), 2,067 (1H, dd, J=le6,7, 6,7 Tu), 3,08-3,18 (1H,
m), 7,32 (l1H, 4, J=8,8 I'm), 10,02 (1H, s), 10,97 (1H, s).

[0217]

(OTaJgoHHEM OpuMep 107)

[HoJdydeHHue 60— [2—- (METOKCUMETUIJIOKCHU) —3—MeTuJi—4—- (2-

okcomnponokcu) beumi] —5-mMerun—4, S—ourugpo-2H-nupmuigasmH—-3—-0OHa

[XumMm. 120]

~”\\[/Q\)j\

%
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K cvmecu 6-[4-TUOPOKCU-2- (METOKCUMETHUIIOKCHU) —3—-MeTUJIQeHUII] —5-
MeTuJI-4, S-auruapo-2H-nuproa3mMH-3-0Ha (»TalJIoOHHHEM nOpuMmep 98, 140
MI') M kapboHaTa kajmusa (83 mr) B DME (3 M) nobGapisdaian OpoMalleTOH
(0,052 M) mpm 0°C M cMech IepeMemMrBallM IIPM TOM Xe TeMlIepaType B
TeueHMe 2 dYacob. PeaKUMOHHYH CMeChb BEJIMBaJM B BOLy UM CMEeCh
SKCTPAaTMpPOBaIM >TUJalleTaToM. OpTaHMUeCKUN CJIOM MOPOMBEIBAJM BOOOM U
COJIEBHM pPacTBOPOM, BECYNMBaJIM Hall Oe3BOOHEM CyJIEGaTOM HaTPWUA, U
dunrTpOBaIM, ¥ PACTBOPUTENbL YyHOaJlaau. IIOJIyUeHHHBM  HeOUMNeHHBN
OPOOYKT OUMIIaJM C [IOMOMBI KOJIOHOUHOM XpoMaToTrpadum Ha CulIMKareie
(renTaH:>TUaueTar=60: 40-40: 60). IloJlydyeHHOe TBEPIOE BEMECTBO

IIPOMEIEAJIM IIyTeEM paCTUPaHMA C IMSTHMIIOBEM 9(]_)I/IpOM, a 3arTeM co@mpam/{
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Ha GUIbTpe C HOJIydeHMeM YKas3aHHOTO B 3al0JIOBKe COeOMHEHMsS B BUIe
feJioTo TBepnoro BemecTBa (120 Mmr).

'H-AMP (CDCls) &: 1,07 (3H, 4, J=7,3 Tu), 2,28 (3H, s), 2,32
(34, s), 2,41 (1H, dd4, J=17,0, 4,6 Tu), 2,79 (1H, dd, J=17,0,
7,0 Tu), 3,26-3,37 (1H, m), 3,51 (3H, s), 4,56 (2H, s), 4,90
(14, d4, J=5,¢ Tu), 5,00 (1H, 4, J=5,6 Twu), 6,52 (1H, d, J=8,5
'), 7,13 (1H, 4, J=8,5 I'u), 8,42 (1H, s).

[0218]

Clenywmye COeIMHEHUA IIoJiydaJiM M3 KaXIOoTI'0 COOTBETCTBYKIEIO
MCXOIOHOTO BelleCTBa aHaJIOTMUHO STaJIOHHOMY npuMepy 107.

(STajsioHHEM nDpuMep 108)

6-[2,3-Indrop—-4- (2-okconponokcu) beums] -S-mMeTmsn-4, 5-amurmopo-

2H-nmpnoasmH—3—0H

[(XumMm., 121]

'H-gaMp (DMSO-d6) &: 1,05 (3H, d4, J=7,3 Tu), 2,16 (3H, s),
2,25 (14, d4d, J=1e,7, 3,3 ITwa), 2,70 (1H, dd, J=1l¢,7, 6,8 TITu),
3,10-3,23 (1H, m), 5,04 (2H, s), 6,91-7,01 (l1H, wm), 7,28-7,38
(14, m), 11,03 (1H, s).

[0219]

(STasoHHEM OpuMep 109)

6—[3, 5-IIuxjiop—4- (2-okconponokcu) bedmyn] -5-MeTun—-4, 5—-OUrmMapo-

2H-nmpuIasmMH—3—-0H

[(XuMm. 122]
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'H-saMP (DMSO-d6) &6: 1,04 (3H, d, J=7,3 Tu), 2,20-2,28 (1H,
m), 2,23 (34, s), 2,70 (1H, dd, J=le,7, 7,0 Tu), 3,37-3,49 (1H,
m), 4,73 (2H, s), 7,84 (2H, s), 11,10 (1H, s).

[0220]

(OTaJoHHEM nOpuMep 110)

60— [3-XJjop—2-dbTop—-4- (2-0oKconponokcu) beumy] -5-mMerna—-4, 5-

ourmuogpo-2H-noupniasmH—3—0H

[(XumMm. 123]

0
NQ\) j\
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'H-AMP (DMSO-d6) &: 1,04 (3H, d, J=7,1 Tu), 2,18 (3H, s),
2,25 (1H, d4d, J=le6,¢, 3,7 ITwu), 2,69 (1H, dd, J=l¢,6, 6,8 TITu),
3,10-3,19 (1H, m), 5,06 (2H, s), 6,95 (1H, dd, J=8,9, 1,5 Tu),
7,49 (1H, t, J=8,9 I'u), 11,03 (1H, s).

[0221]

(STaJJoHHEM oOpuMep 111)

60— [3-XJop—2- (METOKCHUMETMIIOKCHK) —4— (2-0KCONPOHNoOKcHK) deHMII] —5-

MeTuI-4, S-aurmnnpo-2H-OMpnoas3mMH—3-0H

[(XuMm. 124]



™
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'H-saMP (CDCls) 6: 1,08 (3H, 4, J=7,3 Tu), 2,37 (3H, s), 2,42
(14, 44, J=17,0, 4,9 T'u), 2,80 (1H, dd4, J=17,0, 7,0 Twu), 3,29-
3,40 (1H, m), 3,54 (3H, s), 4,60 (2H, s), 5,04 (1H, d, J=5,6
I'm), 5,18 (1H, 4, J=5,6 Iu), 6,63 (1lH, 4, J=8,8 Iu), 7,22 (1lH,
d, J=8,8 I'u), 8,44 (1lH, s).

[0222]

(STaJJOHHEM OpuMep 112)

60— [3-XJjop—5-bTop—-4- (2-0okconponokcu) beumy] -5-mMerna—-4, 5-

ourmugpo-2H-noupnuasmMH—3—0H

[XmuMm. 125]

'H-AMP (DMSO-d6) &: 1,04 (3H, d4, J=7,3 Tu), 2,17 (3H, s),
2,24 (14, 4, J=16,8 Tu), 2,69 (1H, dd, J=16,8, 6,9 Im), 3,35-
3,45 (1H, m), 4,95 (2H, 4, J=2,0 T'm), 7,62 (1H, dd, J=13,2, 2,1
'), 7,¢7-7,71 (1H, m), 11,06 (1H, s).

[0223]

(STaJJoHHEM oOpuMep 113)

60— [3-BpoM—5-dbTOop—-4- (2-0KCcoOponokcu) beumy] -S—mMeTma—-4, 5-

OUTMOpo—2H-OMpMIOasrMH—3—0H

[XuMm. 126]
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'H-saMP (DMSO-d6) &: 1,04 (3H, d, J=7,3 Tu), 2,19 (3H, s),
2,23 (1H, 4, J=1l6,8 Tu), 2,69 (1H, dd, J=16,8, ©,9 Iu), 3,34-
3,45 (1H, m), 4,92 (2H, 4, J=2,1 Tu), 7,65 (1H, dd, J=13,4, 2,1
I'm), 7,82 (1H, t, J=2,1 T'u), 11,06 (1H, s).

[0224]

(STaJJOHHEM OpuMep 114)

6—[3-BpomM—2-bTop—4- (2-0oKconponokcu) beumy] -5-mMerna—-4, 5-

IUrmMopo—-2H-OupniasmMH—3—0H

[(XumMm. 127]
0
i N /Q\A
N
N S N gy

'H-AMP (DMSO-d6) &: 1,04 (3H, d, J=7,2 Tu), 2,19 (3H, s),
2,25 (1H, d4d, J=le,8, 3,7 Iu), 2,69 (l1H, dd, J=l¢,8, 6,7 Tu),
3,08-3,19 (1H, m), 5,04 (2H, s), 6,90 (1H, dd, J=8,9, 1,2 Tu),
7,52 (1H, t, J=8,9 I'm), 11,02 (1H, s).

[0225]

(STaJoHHEM nDpuMep 115)

6—[3, 5-IIumMeTus—-4- (2-oKcoOponokcu) bedms] -5-MeTun—-4, 5-

IMrmuopo—2H-OvprnoasmMH—3—0H

[XmuMm. 128]
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'H-gaMp (DMSO-d6) &: 1,05 (3H, d4, J=7,3 Tu), 2,17 (3H, s),
2,22 (1H, 4, J=16,8 Tu), 2,24 (6H, s), 2,64 (1H, dd, J=16,8, 6,8
T'u), 3,31-3,42 (1H, m), 4,52 (2H, s), 7,45 (2H, s), 10,88 (1H,
s) .

[0226]

(STaJJOHHEM OpuMep 116)

6—[3-0Top—-5-MeTUn-4- (2-oKcomnponokcu) beumn] -5-MmeTmyna-4, 5-

IUIrMopo—-2H-OupniasmMH—3—0H

[(XuMm. 129]

'H-AMP (DMSO-d6) &: 1,05 (3H, d4, J=7,3 Tu), 2,14 (3H, s),
2,22 (1, 4, J=le¢,7 Tu), 2,31 (3H, s), 2,066 (1H, dd, J=le6,7, 6,8
I'm), 3,32-3,42 (l1H, m), 4,84 (2H, 4, J=1,7 Tu), 7,40-7,48 (2H,
m), 10,95 (1H, s).

[0227]

(STaJJoHHEM OpuMep 117)

60— [3-XJop—-5-MeTun-4- (2-oKkcoOponokcu) bedmsn] -5-MeTmn—-4, 5-

IMruopo—2H-OupnnoasmMH—3—0H

[XuMm. 130]



(34, 4, J=7,3 T'u), 2,36 (3H, s), 2,38
(1H, dd, J=17,1,
J=2,2

g-gIMP (CDCls) &: 1,24
2,47 (1H, 44, J=17,1, 1,2 Tu), 2,69

(3H, s),
(1H, m), 4,51 (2H, s), 7,50 (1H, d,

6,8 T'm), 3,23-3,33
'), 7,02 (1H, 4, J=2,2 I'u), 8,73 (1H, brs).

[0228]

(STaJIoOHHEM OpmMep 118)
06— [3-BpoM—5-xJi0p—-4- (2-0oKconponokcu) beumy] -5-mMernya—-4, 5-

ourmugpo—-2H-nupnuasmMH—3—0H

[(XmmMm. 131]

2,45 (3H, s),
(1H,

(ChbCcls) &: 1,25 (3H, d, J=7,3 Tu),
2,70 (1, 44, J=17,1, 6,8 T'u), 3,20-3,31
J=2,2 I'u), 7,87 (1H, d, J=2,2

TH-AMP
2,45-2,55 (1H, m),
m), 4,54 (2H, s), 7,75 (1H, d,
I'u), 8,58 (1H, brs).

[0229]

(STaJJoHHEM OpuMep 119)
6—[2-0Top-3-MeTU-4- (2-0oKcoOponokcu) bedms] -5-MeTmn—-4, 5-

IMrunpo—2H-OvpnnonasmMH—3—0H

[(XuMm. 132]
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'H-saMP (DMSO-d6) 6: 1,03 (3H, d, J=7,2 Tu), 2,14 (3H, d,
J=2,0 I'm), 2,18 (3H, s), 2,23 (l1H, dd, J=1l6,9, 3,6 TIu), 2,66
(14, dd, J=16,9, o,7 Tw), 3,07-3,17 (1H, m), 4,92 (2H, s), 6,74
(14, 4, J=8,7 '), 7,33 (1H, t, J=8,7 Iu), 10,93 (1H, s).

[0230]

(STaJJOHHEM OpuMep 120)

6—[2-0TOop—4- (2—0KCONPOINOKCU) —3—-BUHMUIGeHUII ] —5-MeTU-4, 5—

ourmuogpo—-2H-nupmnuasmH—3—0H

[XumMm. 133]

'H-AMP (CDCl,) &: 1,20 (3H, d4, J=6,8 Tu), 2,31 (3H, s), 2,43
(14, 44, J=17,1, 3,7 T'u), 2,74 (1H, d4dd4, J=17,1, 6,8 ITu), 3,21-
3,33 (1H, m), 4,63 (2H, s), 5,59-5,66 (1H, m), 6,06-6,13 (1H,
m), 6,56 (l1H, d4d4, J=8,8, 1,0 ITu), 6,85 (1H, dd, J=18,1, 12,0
I'm), 7,39 (1H, t, J=8,8 I'u), 8,58 (1H, brs).

[0231]

(STaJIJOHHEM OpuMep 121)

6—[3-STUn-2-bTop—-4- (2-0oKcoOponokcu) bedmy] -5-MeTmn—-4, 5-

IMrmuopo—2H-OupnnonasmMH—3—0H

[XuMm. 134]



107

it

T

%
Qﬂﬁkmwffﬁmm F

'H-AMP (CDCls) 6: 1,16-1,24 (6H, m), 2,31 (3H, s), 2,42 (1H,

m/a\/go
Py

dd, J=16,9, 3,4 Tu), 2,69-2,83 (3H, m), 3,20-3,33 (1H, m), 4,58
(24, s), 6,51 (14, d4, J=8,8 Twu), 7,35 (1H, t, J=8,8 Twua), 8,48
(1H, brs).

[0232]

(STaJIOHHEM OpuMep 122)

6-[2,3-Iudrop—-4- (2-okcodyTokcu) beHus] -5-MeTui—-4, 5-0Urmnopo-

2H-OupnoasmMH—3—0H

[XumMm. 135]

'H-AMP (DMSO-d6) 6: 0,98 (3H, t, J=7,3 Tu), 1,05 (3H, d,
J=7,1 I'm), 2,25 (1H, d4d, J=le,7, 3,3 Iwu), 2,48-2,58 (2H, m),
2,70 (14, dd4, J=1e,7, 6,8 Twm), 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).

[0233]

(STaJJOHHEM OpuMep 123)

o6—[3-XJop—-5-dbTop—-4- (2-0oKcoByTOoKCHU) beHMJI]| —S5—MeTMmI—-4, 5—

oMrmunpo—2H-OvpnnonasmMH—3—0H

[XuMm. 136]
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'H-saMP (DMSO-d6) 6: 0,98 (3H, t, J=7,3 Tu), 1,04 (3H, d,
J=7,3 Tm), 2,24 (1H, 4, J=16,9 Tu), 2,54 (2H, g, J=7,3 Tu), 2,69
(14, dd, J=1e¢,9, 7,1 Tua), 3,34-3,45 (1H, m), 4,96 (2H, d, J=2,0
I'n), 7,58-7,04 (1H, m), 7,67-7,72 (1H, m), 11,06 (1H, s).

[0234]

(STaJIOHHEM OpuMep 124)

6—-[3, 5-Iuxjop-4- (2-okcodyTokcu) beHmusn] -5-MeTui-4, 5-oUrmnopo-

2H-nmpnoasmH—3—0H

[(XumMm. 137]

‘H-aMP (DMSO-d6) 6: 1,00 (3H, t, J=7,3 Tu), 1,04 (3H, d,
J=7,3 I'u), 2,24 (14, 4, J=16,9 T'u), 2,62 (24, g, J=7,3 I'm), 2,70
(14, dd4, J=16,9, 7,1 Twua), 3,38-3,49 (1H, m), 4,75 (2H, s), 7,84
(24, s), 11,10 (1H, s).

[0235]

(STaJIOHHEM OpuMep 125)

6—[3-XJop—2-dbTOop—-4- (2-0KCcoByTOoKCHU) beHMmyI ]| —S5—MeTmga—-4, 5-

IUTIMOopo—2H-OMpMIasrMH—3—0H

[XmuMm. 138]
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'H-aMP (DMSO-d6) 6: 0,98 (3H, t, J=7,2 Tu), 1,04 (3H, d,
J=7,3 Iu), 2,25 (lH, dd4, J=1e,7, 3,7 Tu), 2,56 (2H, g, J=7,2
ru), 2,69 (l1H, dd4, J=16¢,7, 6,7 Twu), 3,10-3,19 (1H, m), 5,07 (2H,
s), 6,94 (1H, dd, J=8,8, 1,5 T'u), 7,49 (1H, t, J=8,8 Tu), 11,03
(1H, s).

[0236]

(STaJIOHHEM OpuMep 126)

60— [3-Xyjop—-5-MeTuyi-4- (2-okcobyTokcu) beumy] -5-MeTna—-4, 5-

IUIrMopo—-2H-OupniasmMH—3—0H

[XumMm. 139]

Gl 0

et ~F

'H-AMP (CDCl,) &: 1,17 (3H, t, J=7,3 Tu), 1,24 (3H, 4, J=7,3
I'm), 2,36 (34, s), 2,47 (1H, dd4, J=17,1, 1,0 Tu), 2,65-2,80 (3H,
m), 3,23-3,33 (1H, m), 4,53 (24, s), 7,49 (1H, dd4, J=2,2, 0,7
I'm), 7,62 (1H, 4, J=2,2 I'u), 8,76 (1H, brs).

[0237]

(STaJIJOHHEM OpuMep 127)

60— [3-BpoM—5-xJ0p—-4- (2-0okcoByToKkcHK) beHmy ]| —-S5—mMeTma—-4, 5-

OUTIMOopo—2H-OMpMIOasrMH—3—0H

[XmuMm. 140]
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'H-saMP (CDCls) &: 1,17 (3H, t, J=7,3 Tu), 1,25 (3H, 4, J=7,3
I'm), 2,49 (1H, dd, J=l¢,9, 1,0 Tu), 2,70 (1H, dd, J=16,9, 6,8
I'm), 2,83 (2, g, J=7,3 Tua), 3,20-3,31 (1H, m), 4,57 (2H, s),
‘1,75 (1, 4, J=2,2 Tu), 7,87 (1H, 4, J=2,2 T'u), 8,77 (1H, brs).
[0238]

(STaJIOHHEM OpuMep 128)

6—[2-0TOop—4- (2-0kcoByTOoKCcH) —3-BUHUIbeHUI] —S5—MeTngI—-4, 5-

ourmugpo—-2H-nupnuasmMH—3—0H

[(XmumMm. 141]

‘H-aMP (CDCls) &: 1,13 (3H, t, J=7,3 Tu), 1,20 (3H, 4, J=7,1
I'n), 2,43 (1H, dd4, J=16,9, 3,4 I'un), 2,63 (2H, g, J=7,3 Twu), 2,73
(14, dd, J=l¢,9, 6,6 I'u), 3,21-3,33 (1H, m), 4,65 (2H, s), 5,59-
5,66 (l1H, m), 6,06-6,15 (1H, m), 6,54-6,59 (1H, m), 6,85 (1H,
dd, J=18,1, 12,0 Tw), 7,39 (1H, t, J=8,5 T'u), 8,64 (1lH, brs).
[0239]

(STaJJOHHLEM OpuMep 129)

HoJlydueHHne MeTuJI-3-[2-0BpoM—-6-xJiIop—4- (4-MeTUJI-6—-0KCco—-4, 5-

omurunpo—l1H-OupnnoasmH—3-1J) PeHOKCHU | —2, 2—IOVMEe TUJINPONOMOoHAaTa

[(XuMm. 142]
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CyCIieH3M© 6— (3-6poM—-5-xJjiop—4-runpokcudbeHm) —-5-mMmetmii—4, 5-
oIUTHUIpo-2H-nupunasmuH-3-oHa (»TajioHHEM Opumep 87, 500 M1T), MeTUI-
2, 2—-IVMe TUII- 3~ (MeETUJICYJIbQOHMUIIOKCH ) [IpOollaHoaTa (430 MI') u
kapboHaTa uesusa (769 mr) B NMP (4 M) nepemMemvBaiau npu 150°C mon
OeVICTBMEM MMKPOBOJIHOBOT'O M3JIydeHuUsd B TedeHue 1,5 wuyaca. K
peaklLMOHHOMN cMecH no0aBJIAIN BOOLY U CMeChb BKCTPaATNPOBaJIN
sTUlaneTaToM. OpTlaHMUeCKM CJIOM I[IPOMHBIBaJM HACHIEHHHIM BOIHEM

pacTBOopoM OukapbdoHaTa HATPUS M COJIEBHM PaCTBOPOM, BHCYMMBAJM HAI

6e3BOOHEIM CyJbdaToM HaTpua, U OUILTpOBalM, ¥  PacTBOPUTEIDb
yoansanu. IoJIydeHHBM  HEOUMIEeHHHM I[IPONYKT  OUMIagM C  IIOMOULIO
KOJIOHOUHOM xXpoMaToIpaduy Ha Cculmkarejye (renTaH:sTuialeTaT=50:

50-33: 67) cCc nojJyueHMEeM YyKal3aHHOT'O B 3alOJIOBKEe CcOeIMHEeHMS B BUIE
BJIeIHO—XeJITOTO TBepHoIro BemecTBa (342 wmr).

'H-AMP (CDCls) & 1,24 (3H, 4, J=7,6 Tu), 1,41 (6H, s), 2,48
(14, dd4, J=17,1, 1,0 Tw), 2,69 (1H, dd, J=17,1, 6,8 Tu), 3,20-
3,30 (1H, m), 3,74 (3H, s), 4,08 (2H, s), 7,72 (1H, d, J=2,2
ru), 7,84 (1H, d, J=2,2 Tu), 8,67 (1H, brs).

[0240]

Clemynire COeIMHEHMA IOoJiydallM M3 KaXIoI'O0 COOTBETCTBYKIETO
MCXOIOHOT'O BelleCTBa aHaJIOTMUYHO STaJIOHHOMY IpuMepy 129.

(STaJoHHEM OpuMep 130)

Merua—-3-[2-0poM—6-bTop—4- (4—-MeTUJI-6—-0Kco—4, S—aurmuapo—-1H-

OUPUIASUH—-3-UJI) PeHOKCU ]| —2, 2—OVMEe TUJINPOOMOHAT

[XuMm. 143]
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'H-saMP (DMSO-d6) &: 1,04 (3H, d, J=7,3 Tu), 1,28 (6H, s),
2,23 (1H, 4, J=1l6,8 Tu), 2,69 (1H, dd, J=16,8, ©,9 Iu), 3,35-
3,45 (1H, m), 3,63 (3H, s), 4,16 (2H, 4, J=1,5 Tu), 7,67 (1H,
dd, J=12,8, 2,1 T'u), 7,80 (1H, t, J=2,1 Twy), 11,07 (1H, s).

[0241]

(STaJJOHHEM OpuMep 131)

Memun-3-[2-06poM—3-dbTop—-4- (d—-MeTUI-6-0KCcOo—-4, S5—nurunpo-1H-

OUPUIasUMH-3-1Jl) beHOKCH | -2, 2—OVMEe TUJINPOIMOHAT

[(XmumMm. 144]

HN"'”; AN

'H-AMP (DMSO-d6) &: 1,04 (3H, d, J=7,2 Tu), 1,29 (6H, s),
2,25 (1, d4d, J=le,8, 3,7 Iu), 2,69 (l1H, dd, J=1l¢,8, 6,8 TITu),
3,09-3,20 (1H, m), 3,63 (3H, s), 4,14 (2H, s), 7,05 (1H, dd,
J=6,9, 1,1 r'u), 7,58 (1H, t, J=8,9 Tm), 11,02 (1H, s).

[0242]

(STaJIOHHEM OpuMep 132)

Memun-3-[2, 6—guMeTmn—-4- (4-MeTUJI-6-0Kco—4, b—gurmgpo—-1H-

OUPUIASUH—-3-MJI) PeHOKCU | —2, 2—IOVMEe TUJINPONMOHAT

[XuMm. 145]
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'H-saMP (DMSO-d6) &: 1,05 (3H, d, J=7,3 Tu), 1,28 (6H,

s), 2,64 (1H, dd, J=1le¢,7,

s),
2,17-2,27 (1H, m), 2,22 (6H,

6,8 Iu),

3,30-3,40 (1H, m), 3,67 (3H, s), 3,74 (2H, s), 7,44 (2H,

S)
10,87 (1H, s).
[0243]
(STaJJOHHEM OpuMep 133)
Memua—-3-[2-xJop—6-MeTuji-4- (d-MeTun-6-0okco—-4, S5—nurunpo-1H-
OUPMIasUMH-3-1Jl) beHOKCHK ]| -2, 2—OVMEe TUJINPOIMOHAT
[(XumMm. 146]
Gl
0 0
N 0
HN
0
H-AMP (CDCls) &: 1,23 (3H, 4, J=7,3 TI'm), 1,38 (6H, s), 2,31

(34, s), 2,46 (1H, d4dd, J=16,8,

1,0 T'm), 2,68 (1H, dd, J=1le¢,8,
6,8 IT'm), 3,23-3,33 (1H,

m), 3,75 (3H, s), 3,95 (2H,

s), 7,46
(14, 4, J=2,2 T'u), 8,73

(14, 4, J=2,2 T'u), 7,59 (1H, brs).

[0244]

(STaJJOHHEM OpuMep 134)

Memuna-3-[2-0Top—6-MeTUuI-4- (4-MeTUJI-6-0kKco—-4, S—aurmuopo-1H-

OMPUIOA3UMH-3-WJ) DeHOKCH | —2, 2—OVMEe TUJINPOIMOHAT

[(XuMm. 147]
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'H-aMP (CDCl;) 6: 1,24 (3H, t, J=6,8 Tu), 1,34 (6H, s), 2,25
(34, s), 2,46 (1H, 4, J=17,0 Twm), 2,09 (1H, 44, J=17,0, 6,8 Imu),
3,23-3,32 (1H, m), 3,72 (3H, s), 4,09-4,14 (2H, m), 7,28-7,36
(2ZH, m), 8,53 (1H, s).

[0245]

(STaJJOHHEM OpuMep 135)

HoJgydeHMue 2,2-nubrop-3-[3-dbTop—-2-MeTUJI-4- (4-MeTUJI-6—0KCO—

4, 5-nurunpo-1lH-nupunazsmH—-3-mj) beHOKCHU | IpOoIMIMeTaHCcyJIbboHaTa

[XmmMm. 148]

CyCcIIeH3U1I0 6- (2-0TOop-4-TUIPOKCU-3-MeTUJIdeHWI) —S5S-MeTuia—-4, 5-
oIUTUIpo-2H-upunasyH-3-0Ha (2TaJIOHHHM OpuMmep 92, 500 wmrm), 2,2-
oudTop—3— (METUIJICYJIEOOHMIIOKCH ) IPONMIIME TAHCYJIEQoOHATA (1,70 T) "
kapboHaTa uesus (2,07 1©) B NMP (4 M) nepemMemvBaau npu 150°C mon
OeViCTBMEeM MMKPOBOJIHOBOTO M3JIydyeHuUs B TedeHume 1,5 uyaca. K

peaKHMOHHOﬁ CMeCHr noBaBJISAIIN BOOY u CMeChb SKCTpal'MpoOBaJi

STUIIALleTaTOM. OpraHMUYeCKUM CJIOM TIPOMHBAJIM BOIOOM UM  COJIEBBEIM
pacTBOPOM, BHICYIIMBAJM  Han 6e3BOOHEIM CyJIbdaToOM  HaTpu4, u
dunrTPOBaIM, M PACTBOPUTENbL YyHOaJlaau. IIOJIyUeHHHM  HeOUMNeHHBN

IIPOOYyKT OoUdMIaJiM C IIOMOIIEBIO KOJIOHOUHOM XpOMaTOPpa®MM Ha ClIMRKarejle

(renTaH: >2THUJIalleTaT=65: 35-45; 55) C IIOJIYUYeHMEM VYKas3aHHOTO B
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3aT0JIOBKE COeIMHEeHMs B BuUIe OJeOHO—XeJITOTO aMOpQHOT'O BelecTBa
(324 wMr) .

'H-AMP (DMSO-d6) &: 1,03 (3H, 4, J=7,3 Tu), 2,13 (3H, d,
J=2,2 Tu), 2,24 (1H, dd, J=1¢,7, 3,8 Tu), 2,67 (1H, dd, J=16,7,
6,7 Tu), 3,04-3,19 (1H, m), 3,32 (3H, s), 4,54 (2H, t, J=12,6
'), 4,73 (2, t, J=13,4 Tu), 6,98 (1H, d, J=8,8 Tu), 7,41 (1H,
t, J=8,8 T'u), 10,96 (1H, s).

[0246]

Clenywmye COeIMHEHUA IIoJiydaJiM M3 KaXIOoTI'0 COOTBETCTBYKIEIO
MCXOIOHOTO BelleCTBa aHaJIOTMUHO STaJIOHHOMY NpuMepy 135.

(STaJIOHHEM OpuMep 136)

3-[2,3-IInbrop—-4- (d-MeTuJI-6-0KCco—-4, S—murmuopo-l1H-nMpnogasmMH—3—

ui) beHokcu] -2, 2-1UdTOPHIPOIMIMEe TaHCYJIbOOHAT

[XumMm. 149]

'H-aMp (DMSO-d6) &: 1,05 (3H, d4, J=7,3 Tu), 2,26 (1H, dd,
J=16,9, 3,4 T'u), 2,71 (1H, dd4, J=16,9, 6,7 IT'u), 3,13-3,22 (1H,
m), 3,32 (3H, s), 4,00-4,7¢ (4H, m), 7,1l6-7,26 (1H, m), 7,38-
7,47 (1H, m), 11,06 (1H, s).

[0247]

(STaJJOHHLM OpuMep 137)

3-[2, 6-Iuxjop—4- (4-MeTUJI—-6—-0KCco—4, S—nurunpo-1H-OupnoasmH—3—

Wil) deHoKCU ] -2, 2—-IUOTOPHOPONIMIME TAHCYJIEDOHAT

[XuMm. 150]
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'H-saMP (DMSO-d6) 6: 1,04 (3H, d4, J=7,3 Tu), 2,25 (1H, d,

J=1l6,9 Im), 2,70 (1H, dd, J=16,9, 6,8 Tu), 3,34 (3H, s), 3,39-

3,51 (1H, m), 4,49 (2H, t, J=13,1 Tu), 4,76 (2H, t, J=13,6 Tu),
7,81-7,90 (2H, m), 11,12 (1H, s).

[0248]

(STaJJOHHEM OpuMep 138)

3-[2-XJgop-3-dTop—-4- (4-MeTUJI-6-0KCcO0—4, S—nurunpo-1H-

OUPMIasmMH-—3-uJl) beHOoKCK ] -2, 2-IUdTopOponnaIMe TaHCYyJIbLboHAaAT
[XmmMm. 151]

FF
| 0
§x4QQ7//G\NW/><\w/{G\\§V
k : |

PPN

'H-AMP (DMSO-d6) &: 1,04 (3H, d4, J=7,1 Tu), 2,26 (1H, dd,

J=1l6,9, 3,7 T'u), 2,70 (1H, dd4, J=16,9, 6,8 ITu), 3,07-3,21 (1H,

m), 3,33 (3H, s), 4,58-4,78 (4H, m), 7,17-7,25
7,63 (1H, m), 11,06 (1H, s).
[0249]

(1H, m), 7,55-

(STaJJOHHLM OpuMep 139)

3-[2-XJop—-6—-dTop—4- (d-MeTUJI-6—-0KCcOo—4, S—nurmnnpo-1H-

OUPUIOASUH—-3-UJI) PeHOKCU ] -2, 2—IUPTOPHPOOMIMEe TaHCYJILhoHAT
[XuMm. 152]
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'H-saMP (DMSO-d6) 6: 1,04 (3H, d4, J=7,1 Tu), 2,25 (1H, d,

J=17,0 Im), 2,70 (1H, dd4, J=17,0, 7,0 Twu), 3,32 (3H, s), 3,37-

3,49 (1H, m), 4,58 (2H, t, J=13,1 Tu), 4,73 (2H,
7,65-7,75 (2H, m), 11,10 (1H, s).
[0250]

t, J=13,6 TIu),

(STaJJOHHEM OpuMep 140)

3-[2-BEpoM—-3-dTop—-4- (4-MeTUJI-6-0KCcO0—4, S—nurunpo-1H-

OUPMIasmMH—3-1Jl) beHOoKCH ] =2, 2-IUdTopOponnaMe TaHCyJIbLboHAaT
[XmmMm. 153]

'H-AMP (DMSO-d6) &: 1,04 (3H, d, J=7,1 Tu), 2,26 (1H, dd,

J=1l6,¢, 3,8 Iu), 2,70 (l1H, dd, J=1l6,6, 6,8 Iu), 3,07-3,20 (1H,

m), 3,36 (3H, s), 4,55-4,81 (4H, m), 7,16 (1H,
7,62 (1H, t, J=8,8 I'u), 11,06 (1H,
[0251]

d, J=8,8 TIi),
s) .

(STaJJOHHEM oOpuMep 141)

2, 2=-IndTop—-3-[3— (METOKCUMETUIIOKCHU) —2-MeTuJI—4- (4-MeTHuJI—-6-—

okco—4, b—murmipo-1H-OMpMuIas3rH—3-MJI) DeHOKCHU | IPOOMJIME TaHCYJIbLHOHAT
[XuMm. 154]




'H-AaMP (CDCls) &: 1,07 (3H, 4, J=7,3 Tu), 2,22 (3H, s), 2,42
(14, dd4, J=1v7,1, 4,9 Tw), 2,79 (1lH, d4dd4, J=17,1, 7,0 Twu), 3,10
(3H, s), 3,25-3,37 (1H, m), 3,51 (3H, s), 4,29 (2H, t, J=11,4
Tu), 4,61 (24, t, J=11,8 Tu), 4,89 (1H, d, J=5,9 T'u), 5,00 (1H,
4, J=5,¢ Tn), 6,67 (1H, 4, J=8,5 Tu), 7,16 (1H, d, J=8,5 Twu),
8,43 (1H, brs).

[0252]

(STaJJOHHEM OpuMep 142)

2, 2-IInbrop-3-[3-dbTop—4- (4d-MeTUJI-6-0KCO—-4, S5—nmurmunpo-1H-

OUPUIASUH—3-WJI) —2—-BUHMIOEHOKCHK | IPOIMUJIMEe TaHCYJIbLboHAaT

[XmMm. 155]

'H-aMP (CDCl;) &: 1,20 (3H, d, J=7,1 Tu), 2,43 (1H, dd,
J=17,1, 3,7 I'um), 2,70-2,80 (1H, m), 3,09 (3H, s), 3,21-3,32 (1H,
m), 4,34 (24, t, J=11,2 Tu), 4,58 (2H, t, J=11,7 Tu), 5,59-5,65
(14, m), 5,95-¢,03 (1H, m), 6,69-6,80 (2H, m), 7,43 (1H, ¢t,
J=8,5 I'u), 8,47 (1H, brs).

[0253]

(STaJJoHHEM oOpuMep 143)
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3-[2-XJop—-6-MeTuJI—-4- (4-MeTuJI—-6—-0KCco—4, S—onurmunpo-1H-

OUPUIOASUH—-3-UJI) PeHOKCU ] -2, 2—IUPTOPHOPOOMIMEe TaHCYJILhoHAT

[XuMm. 156]

'H-gaMpP (DMSO-d6) 6: 1,05 (3H, d, J=7,1 Tu), 2,24 (1H, d,
J=16,9 Im), 2,34 (3H, s), 2,68 (l1H, dd, J=1l¢,9, 6,8 Tu), 3,30-
3,45 (l1H, m), 3,31 (3H, s), 4,37 (2H, t, J=13,2 Tu), 4,75 (2H,
t, J=13,6 Iu), 7,64 (1H, 4, J=2,0 I'u), 7,70 (1H, 4, J=2,0 TIu),
11,01 (1H, s).

[0254]

(STaJJOHHEM OpuMep 144)

[HogydeHue 6—{4-[(Z2)-4- (ToeT-0VTUIIIMME TUJICUJIMIIOKCH ) —2—

OV TeHMJIIoOKCHK ]| —3—-xJjop—2—-dbTopdbeHm} —5—-MeTmuyn—-4, S—ourmngpo—2H-

OMpMIasmMH—3—0Ha

[XmuMm. 157]

T

—Si_
/ 1<

CMmechb 6— (3—-xJ0p—-2-dTOop—-4-TUOpPOoKCUbeHWMT) —5—MeTmJI—4, 5—
InTUapo-2H-nupuoa3uH-3-0oHa (2TaJIoHHHM OpuMep 89, 250 wmr), (Z)-4-
(TpeT- 0y TUIOMME TUJICUIIMIIOKCHK ) —2—-0yTeH—1-0Ja (217 MT) , Buc (2-
MEeTOKCHUITUI) asonukapbokcuiata (251 wMr) wm TpudeHuIpocdmuHa (281
M) B THEF (10 w™MJI) IIepeMellMBaJM IIPM KOMHATHOM TeMIlepaType B
TeueHHUe HOUM. K peakuMOHHOM cMecu nodaBJaim Buc (2-
MEeTOKCHURTWI) azonukapbokcuaaTtT (251 M) m TpubeHmndpocdmH (281 wMr),

a 3aTeM pPeakKIMOHHYI CMeCh IIepeMemMrBaJy 1PV KOMHATHOM TeMIepaType
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B TedueHMe 4 YacoBR. PacCTBOPUTENb YIaldajlM M [OJYUYEeHHBEM HeOUMNeHHBN
OPOOYKT OUMIlaJM C I[IOMOMBI KOJIOHOUHOM XpoMaToTrpadum Ha CcuIMkKaree
(renTaH: >THUJlIalleTaT=65: 35-45: b5b) C IIOJIYUYEeHMEM VYKas3aHHOTO B
3aTOJIOBKe COeOMHeHUd B BuUIOe O0eJIOT0 TBepOoI'o BellecTBa (296 M) .

‘H-AMP (CDC1l,) &: 0,09 (6H, s), 0,92 (9H, s), 1,21 (3H, d,
Jj=7,1 Tu), 2,44 (1H, dd, J=17,1, 3,2 Tu), 2,74 (1H, dd, J=17,1,
6,7 I'm), 3,22-3,32 (1H, m), 4,33 (2H, dd, J=5,3, 1,3 Tu), 4,81
(24, dd, J=5,5, 1,1 ru), 5,65-5,86 (2H, m), 6,78 (1H, dd, J=8,8,
1,5 I'u), 7,45 (1H, t, J=8,8 I'u), 8,47 (1H, s).

[0255]

CienywumMe COeIMHEHUd IIoJiydalJiM M3 KaXOoT'0 COOTBETCTBYKIETO
MCXOOHOTO BelleCTBa aHaJIOTMUHO DTAaJIOHHOMY IpuMepy 144.

(STaJJOHHEM OpuMep 145)

6—{4-[(Z)-4- (TpeT-0YTUJIIMME TUJICUJIUIIOKCHU ) —2—-OYTEeHUJIOKCK ] —3—

xJop-5-MeTundbeuns} -S5-mMerun-4, S-ogurunpo-2H-oupmunas3mMH—3—0H

[XmmMm. 158]

'H-AMP (CDCls) o: 0,06 (6H, s), 0,89 (9H, s), 1,24 (3H, d,
J=7,¢ I'm), 2,34 (34, s), 2,47 (1H, 44, J=17,1, 1,0 Tu), 2,70
(14, d4dd4, J=17,1, 6,8 I'u), 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
(14, 4, J=2,2 T'u), 8,60 (1H, brs).

[0256]

(STaJJOHHEM OpuMep 146)

6—={4-[(7Z)-4- (TpeT-OYTUJIIMME TUJICUJIMIIOKCHK ) —2—-OYTEeHUJIOKCH ]| —2—

dTop—-3-BMHMIbeHM } —5—MeTma—4, S—ournuigpo-2H-OMpuIas3MH—3—0H

[XuMm. 159]




'H-aMP (CDCls) 6: 0,09 (éeH, s), 0,91 (9H, s), 1,19 (3H, d,
J=7,3 Tu), 2,42 (1H, dd, J=16,9 3,4 Tu), 2,73 (1H, dd, J=1l6,9,
6,0 I'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 (1, 4, J=8,5 Iu), 6,80 (1H, dd, J=18,1, 12,2 Tu), 7,38
(1§, t, J=8,5 I'u), 8,52 (1lH, brs).

[0257]

(STaJJOHHEM OpuMep 147)

6—{4-[(Z)-4- (TpeT-0YTUIIMUME TUJICUJIUIIOKCHU ) —2—-OYTEeHUJIOKCKU ]| —2—

drop-3-MeTUnbeHUN } —5—MeTm—4, S—nurugpo-2H-nIupmuiasrH—3—0H

[XmuMm. 160]

ﬁ/ﬁ/\r/a\/f\\\\\

H&”NW LB
04[\/5\ i “‘“‘“j;éi 7<

'H-AMP (CDCls) 6: 0,09 (eH, s), 0,91 (9H, s), 1,20 (3H, d,
J=7,1 I'm), 2,15 (3, 4, J=2,2 Tu), 2,42 (1H, dd4, J=17,0, 3,5
I'n), 2,73 (14, 44, J=17,0, 6,7 Tu), 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 I'm), 7,34 (1H, t, J=8,8 T'u), 8,43 (1lH, s).

[0258]

(STaJJOHHEM oOpuMep 148)

6—{4-[(7)-4- (TpeT-OYTUIOMME TUJICUJIMIIOKCHK ) —2—-OYTEHUJIOKCHK | —

2, 3—mmndTopdeHmna} -S5-MeTmn-4, S—-ourunpo-2H-OMpUIa3MH—3-0H

[XmuMm. 161]
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'H-aMP (CDCls) 6: 0,09 (éH, s), 0,91 (9H, s), 1,22 (3H, d,
J=7,1 I'u), 2,45 (1H, dd4, J=17,0, 3,3 Twu), 2,74 (1H, dd, J=17,0,
6,7 I'm), 3,21-3,33 (1H, m), 4,32 (2H, dd, J=5,4, 1,5 Tu), 4,80
(24, dd, J=5,9, 1,2 Tu), 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 (1lH, brs).

[0259]

(STaJJOHHEM OpuMep 149)

6—{4-[(Z)-4- (TpeT-0YTUIIMME TUJICUJIUIIOKCHU ) —2—-OYTeHUJIOKCK ] -3 -

xJop-5-dTopdeHmn} -5-Mmerun-4, S—nurunpo-2H-OMpnIasmMH—-3-0H

[(XumMm. 162]

'H-AMP (CDClj3) o: 0,06 (6H, s), 0,89 (9H, s), 1,24 (3H, d,
J=7,¢ I'm), 2,49 (1, dd4, J=17,0, 0,7 Twu), 2,70 (1H, dd, J=17,0,
7,0 I'm), 3,18-3,31 (1H, m), 4,26 (2H, 4, J=3,9 T'u), 4,78 (2H, d,
J=4,2 TITw), 5,73-5,83 (2H, m), 7,44 (1H, dd, J=12,0, 2,2 Tu),
7,54 (1H, t, J=2,2 T'u), 8,54 (1lH, s).

[0260]

(STasodHr npuMep 150)

6—{3-BpomM—4-[ (Z) —4- (TpeT—-OYVTUIIMME TUJICUJIIUIIOKCHU ) —2—

OyTeHMJIoKCcK ] —5-dbTopdbeumn} —-5-MeTun—-4, S—aurmgpo—-2H-Oupnias3mMH—3—-0H

[XuMm. 163]
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A

'H-saMP (CDCljz) 6: 0,06 (6H, s), 0,89 (9H, s), 1,24 (3H, d,
J=7,3 Ium), 2,48 (1H, dd4, J=17,1, 1,5 Tm), 2,70 (1H, dd, J=17,1,
6,8 Tu), 3,18-3,31 (1H, m), 4,27 (2H, 4, J=4,6 Tu), 4,78 (2H, d,
J=5,1 I'm), 5,73-5,83 (2H, m), 7,48 (1H, dd, J=12,1, 2,1 Tu),
7,70 (1H, t, J=2,1 Tu), 8,61 (1H, brs).

[0261]

(STaJJOHHEM OpuMep 151)

6—{4-[3- (TpeT-0yTUIOVUME TUJICUJIINIJIOKCHY ) IPOIOKCU ]| —3—XJIOP—2—

runpokcudeHmi} —5-Merun-4, S-nurunpo-2H-nmMpnunas3mMH—3-0H

[XmuMm. 164]

|
OH

'H-AMP (CDC1l,;) &: 0,04 (6H, s), 0,88 (9H, s), 1,30 (3H, d,
Jj=7,3 Tu), 2,04 (2H, xBuHTeT, J=6,1 Iu), 2,52 (1H, 4, J=17,1
I'un), 2,74 (1H, 44, J=17,1, 6,6 I'u), 3,38-3,50 (1H, m), 3,85 (2H,
t, J=6,1 Tu), 4,19 (2H, t, J=6,1 Tw), 6,56 (1H, d, J=8§,8 Iu),
7,30 (l1H, 4, J=8,8 I'u), 8,47 (1lH, brs), 12,38 (1H, s).

[0262]

(STaJJOHHEM oOpuMep 152)

6—{4-[3- (TpeT-OYyTUIOVME TMJICUJIMIIOKCH ) IPOINOKCU ]| —2—TUIPOKCU— 33—

MeTUIbeHMI } —5—MeTma—4, S—ourrugpo—-2H-OMpuIas3MH—3—0H

[XuMm. 165]
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‘H-AMP (CDC1l,;) &: 0,04 (6H, s), 0,89 (9H, s), 1,29 (3H, d,
Jj=7,3 T'u), 2,01 (2H, xBuHTeT, J=6,1 ITu), 2,13 (3H, s), 2,46-2,54
(14, m), 2,72 (1H, d4dd, J=1l¢,8, 6,06 ITu), 3,40-3,52 (1H, m), 3,83
(24, t, J=¢,1 Tw), 4,11 (2H, t, J=6,1 Twu), 6,48 (1H, d, J=8,8
I'u), 7,23-7,28 (1H, m), 8,37 (1H, brs), 11,89 (1H, s).

[0263]

(STaJJOHHEM OpuMep 153)

6—{4-[3- (TpeT-ByTUIOVUME TUJICUJINIIOKCHY ) IPOIOKCU] —2—-dTOop—3—

BuHMIbeHM } —5—-MeTun—-4, S—agurunpo-2H-nupnunasmMH—3-0H

[XumMm. 166]

'H-AMP (CDC1l,;) &: 0,04 (6H, s), 0,88 (9H, s), 1,19 (3H, d,
Jj=7,1 IT'u), 2,03 (2H, xBuHTeT, J=6,1 ITu), 2,42 (1H, dd, J=16,9,
3,4 Tu), 2,73 (l1H, dd, J=16,9, 6,6 IT'u), 3,21-3,33 (1H, m), 3,82
(24, t, J=6,1 Tw), 4,15 (2H, t, J=6,1 Tw), 5,49-5,57 (1H, m),
5,99-6,08 (1H, m), 6,73 (1H, 4, J=8,8 Iu), 6,80 (1H, dd, J=18,1,
12,2 Tw), 7,38 (1H, t, J=8,8 IT'u), 8,53 (1lH, brs).

[0264]

(STasoHHEM OpuMep 154)

6—{4-[4- (TpeT—-OYVTUIIMME TUJICUJIIUIIOKCHU ) BYTOKCHU ] —3—-XJIOp—5-

MeTunbedun} —5-MeTun—-4, S—aurmgpo—-2H-OMpuigas3mMH—3—0H

[XuMm. 167]
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'H-aMP (CDCls) 6: 0,06 (6H, s), 0,90 (9H, s), 1,24 (3H, d,
J=7,3 Im,), 1,70-1,80 (2H, m), 1,85-1,95 (2H, m), 2,33 (3H, s),
2,43-2,51 (l1H, m), 2,68 (1H, d4dd, J=16,9, 6,8 Tu), 3,23-3,34 (1H,
m), 3,70 (2H, t, J=6,4 Tu), 3,9 (2H, t, J=6,4 Tu), 7,47 (1H,
ad, J=2,2, 0,7 Iu), 7,57-7,61 (1H, m), 8,54 (1lH, s).

[0265]

(STaJJOHHEM OpuMep 155)

6—{3-BpomM—4-[4- (TpeT—-0YyTUIOVME TUJICUIINIJIOKCHK) By TOKCHK ] —5-—

dropdeumsi}t —-5-MeTun-4, S-gurunpo-2H-nupunasmMH—3—-0H

[XmmMm. 168]

N/
NP 7<

H

“Br

'H-AMP (CDCls) o: 0,06 (6H, s), 0,89 (9H, s), 1,24 (3H, d,
J=7,3 I'm), 1,69-1,79 (2H, m), 1,83-1,93 (2H, m), 2,48 (1H, dd,
J=1l6,9, 1,0 T'u), 2,70 (1H, dd, J=16,9, 6,8 ITu), 3,18-3,32 (1H,
m), 3,69 (24, t, J=6,2 Tu), 4,19 (2H, td, J=6¢,5, 1,3 Tu), 7,48
(14, 4dd, J=12,2, 2,2 Tu), 7,67-7,72 (1H, m), 8,55 (1H, brs).

[0266]

(STaJJOHHEM OpuMep 156)

6—{4-[4- (TpeT-OYTUILOMME TUIJICUJIMIIOKCHK ) ByTokCcH ] -3, 5—

ouxJgopbeEm} —5-MeTun-4, S—-aurmnpo-2H-OMpUIa3MH—3—-0H

[XuMm. 169]
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'H-AMP (CDCls) &: 0,06 (6H, s), 0,90 (9H, s), 1,25 (3H, d,
Jj=7,3 Tu), 1,71-1,82 (2H, m), 1,88-1,98 (2H, m), 2,49 (1H, d,
J=16,9 Iu), 2,70 (1H, dd, J=1¢,9, 6,8 ITua), 3,19-3,33 (1H, m),
3,71 (2H, t, J=6,2 ITu), 4,08 (2H, t, J=6,5 Tu), 7,68 (2H, s),
8,53 (1H, brs).

[0267]

(STaJJOHHEM OpuMep 157)

6—{4-[4- (TpeT-0yTUIILOUME TUIJICUJIMIIOKCHK) OYTOKCHK ] -2, 3—

nubrTopdbeumit —5-Merun—-4, S-agurunpo-2H-noupuna3mMH—3-0H

[XumMm. 170]

N/
, @W0/S§\<

[rRm——

'H-aMP (CDCls) &: 0,06 (6H, s), 0,90 (9H, s), 1,21 (3H, d,
J=7,1 I'm), 1,64-1,76 (2H, m), 1,86-1,96 (2H, m), 2,45 (1H, dd,
J=17,0, 2,9 I'um), 2,74 (1H, dd4, J=17,0, 6,7 ITu), 3,20-3,34 (1H,
m), 3,69 (2H, t, J=6,1 Tu), 4,12 (2, t, J=6,5 Twu), 6,74-6,81
(14, m), 7,24-7,34 (1H, m), 8,55 (1H, brs).

[0268]

(STasoHHE nDpuMep 158)

6—{4-[4- (TpeT-OYVTUIIUME TUJICUIIUIIOKCHU ) BOYTOoKCcHU] —-2-bTop—3-—

MeTunbedmn} —5-MeTun—-4, S—aurmugpo—-2H-OMpuia3mMH—3—0H

[(XuMm. 171]
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‘H-AMP (CDC1l,;) &: 0,06 (6H, s), 0,90 (9H, s), 1,19 (3H, d,
Jjg=7,1 I'u), 1,67-1,76 (2H, m), 1,82-1,94 (2H, m), 2,15 (3H, d,
J=2,2 T'u), 2,42 (1H, dd, J=16,9, 3,5 T'u), 2,73 (1H, dd, J=1lo,9,
6,8 I'u), 3,22-3,33 (1H, m), 3,69 (2H, t, J=06,2 Tu), 4,03 (2H, t,
J=¢,3 Iu), 6,65 (1H, 4, J=8,8 Tu), 7,34 (1H, t, J=8,8 Tu), 8,48
(1H, s).

[0269]

(STaJJOHHEM OpuMep 159)

6—{4-[4- (TpeT-OyTUIIOVUME TUJICUIMIIOKCHU ) OYTOKCHU | —3—-XJIOp—2—

dropdeumsi}t —-5-MeTun-4, S-ogurunpo-2H-nupunasmMH—3—-0H

[XuMm. 172]

. Hﬂs”’&w

Q&‘J\/l\?

'H-AMP (CDCls) o: 0,06 (6H, s), 0,90 (9H, s), 1,21 (3H, d,
J=7,3 I'm), 1,68-1,78 (2H, m), 1,87-1,99 (2H, m), 2,44 (1H, dd,
J=17,0, 3,3 T'm), 2,74 (1H, dd4, J=17,0, 6,7 ITu), 3,22-3,34 (1H,
m), 3,70 (2H, t, J=6,2 Tu), 4,12 (2H, t, J=6,5 T'u), 6,76 (1H,
dd, J=s8,8, 1,2 I'm), 7,45 (1H, t, J=8,8 T'u), 8,49 (1H, s).

[0270]

(STaJJoHHEM oOpuMep 160)

6—{4-[4- (TpeT-OYTUIOVME TUJICUJIMIIOKCHU ) OYTOKCH | —2-TUIOPOKCHU—3—

MeTunbedmnn} —5-MeTun—-4, S—aurmgpo—-2H-Oupuigas3mMH—3—0H

[XuMm. 173]
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Jr—

'H-aMP (CDCls) o6: 0,06 (6H, s), 0,90 (9H, s), 1,28 (3H, d,
J=7,o Im), 1,67-1,77 (2H, m), 1,83-1,94 (2H, m), 2,14 (3H, s),
2,49 (14, 4, J=17,1 Tuw), 2,72 (1H, dd4, J=17,1, o,6 Iu), 3,40-
3,50 (1H, m), 3,69 (2H, t, J=6,4 Tu), 4,03 (2H, t, J=6,4 Tu),
6,46 (1H, 4, J=9,0 Tw), 7,24 (1H, 4, J=9,0 Tu), 8,48 (1H, brs),
11,90 (1H, s).

[0271]

(STaJJOHHEM OpuMep 161)

6—{4-[4- (TpeT-0OyTUIIOVUME TUJICUJIMIIOKCHU) OYVTOKCHU | —3—-XJI0p—2—

runpokcudeHmit —5-Mmerun-4, S—nurunpo-2H-OMpnuoas3mMH—3-0H

[(XumMm. 174]

N/

F’YQ\”/\’/\Q/‘& W<
"\\"‘(\m

OH

'H-AMP (CDCls) o: 0,06 (6H, s), 0,90 (9H, s), 1,29 (3H, d,
J=7,¢ I'm), 1,68-1,78 (2H, m), 1,88-1,98 (2H, m), 2,49-2,55 (1H,
m), 2,74 (14, 44, J=17,1, 6,6 ITu), 3,38-3,48 (1H, m), 3,70 (2H,
t, J=6,4 Twu), 4,11 (2H, t, J=6,4 Tu), 6,53 (1H,d, J=9,0 Tu),
7,29 (1H, 4, J=9,0 I'u), 8,57 (1H, brs), 12,40 (1H,s).

[0272]

(STaJJOHHEM OpuMep 162)

6—{4-[4- (TpeT-OYVTUIIOMME TUJICUIIUIIOKCHU ) OYTOKCcHU] —-2—-bTop—3-—

BUHMIbOeHU } —S-—MeTun—4, S—nurunpo-2H-Oupuioas3vMH—3—-0H

[XuMm. 175]
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<
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'H-aMP (CDCls) 6: 0,06 (6H, s), 0,90 (9H, s), 1,19 (3H, d,
J=7,1 Im), 1,66-1,76¢ (2H, m), 1,86-1,97 (2H, m), 2,42 (1H, dd,
J=1l6,9, 3,4 Tu), 2,73 (l1H, dd, J=16,9, 6,6 ITu), 3,21-3,32 (1H,
m), 3,69 (2H, t, J=6,4 Tu), 4,07 (2H, t, J=6,4 Tu), 5,49-5,57
(14, m), 6,01-6,09 (1H, m), 6,70 (1H, 4, J=8,1 TITu), 6,81 (1H,
dd, J=1is8,1, 12,0 I'u), 7,35-7,40 (1H, m), 8,51 (1lH, brs).

[0273]

(STaJJOHHEM OpuMep 163)

6—{4-[4- (TpeT-0OyTUIIOVUME TUJICUIMIIOKCHU) OYVTOKCHU ] —3—-9TUJI—-2—

bdropdeumsi}t —-5-Mermun-4, S—-ngurunpo-2H-nupunasmMH—3-0H

[(XumMm. 176]

'H-AMP (CDClj3) o: 0,06 (6H, s), 0,90 (9H, s), 1,14 (3H, t,
J=7,3 I'm), 1,19 (3H, 4, J=7,3 Tu), 1,66-1,76 (2H, m), 1,82-1,94
(24, m), 2,41 (1H, d4dd4, J=17,1, 3,4 Twu), 2,64-2,78 (3H, m), 3,21-
3,32 (1H, m), 3,69 (2H, t, J=6,4 Twu), 4,03 (2H, t, J=6,4 Tu),
6,66 (1H, 4, J=8,5 I'u), 7,34 (1H, t, J=8,5 Tu), 8,48 (1H, brs).

[0274]

(STaJJOHMHLEM OpuMep 164)

6—{4-[(E)-4- (TpeT—-0YVTUIIUME TUJICUJIIMIIOKCHU ) —2—-OYVTEeHUJIOKCH ] =3 -

XJop—2—-0TopdeHUNn} -5-MeTun—-4, S—-nurunpo-2H-OuproasmMH—3—0H

[(XuMm. 177]
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'H-aMP (CDCls) 6: 0,08 (6H, s), 0,92 (9H, s), 1,21 (3H, d,
J=7,1 I'u), 2,44 (1H, dd4, J=17,0, 3,3 Twu), 2,74 (1H, dd, J=17,0,
6,7 I'm), 3,23-3,32 (1H, m), 4,22-4,25 (2H, m), 4,60-4,69 (2H,
m), 5,90-¢6,03 (2H, m), 6,77 (1H, dd4, J=8,8, 1,5 Tu), 7,45 (1H,
t, J=8,8 Tu), 8,49 (1H, brs).

[0275]

(STaJJOHHEM OpuMep 165)

6—{4-[5- (TpeT-BYyTUIOIVUME TUJICUJINIJIOKCHU ) IEHTOKCU | —3—XJIOP—2—

bdropdeumgi}t —-5-MerTun-4, S—-ngurunpo-2H-nupnunasmMH—3-0H
[XmmMm. 178]

ﬁx\i/ﬁmg\ﬁk

/N

'H-AMP (CDC1l,;) &: 0,05 (6H, s), 0,89 (9H, s), 1,20 (3H, d,
Jj=7,3 Tu), 1,50-1,65 (4H, m), 1,88 (2H, xBUHTeT, J=6,6 IT'u), 2,43
(14, dd4, J=17,1, 3,2 Twu), 2,73 (1H, d4dd4, J=17,1, 6,8 Iu), 3,22-
3,33 (1H, m), 3,65 (2H, t, J=6,1 Tu), 4,08 (2H, t, J=6,6 TIwu),
6,75 (1H, dd4, J=9,0, 1,5 I'm), 7,42-7,49 (1H, m), 8,49 (1lH, brs).

[0276]

(STaJJOHHL OpuMep 166)

HoJyudeHHne 2, 2—-1mndrTop—-3—-[3-dbTop—2-MeTUI-4- (4-MeTUJI-6—0KCO—

4, 5—nurnopo-1lH-OupnoasmMH—-3-1J) deHOKCH | DponmabeH30aTa

[XuMm. 179]
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CMmech 2, 2-mnudpTop-3-[3-dpTOop-2-MeTUI-4- (4-MeTMUJI-6-0KCO—4, b—
ourmopo-1H-nrpunasmH-3-1I) QeHOKCH | IPONIMIIMe TaHCYJIbQoHaTa

(TajioHHEM opuMmep 135, 324 Mr) m OeH3o0aTa HaTpusa (229 mMr) B DMFE

(4 ) nepeMemmrBaau HOpu 180°C mom mOelCTBUEeM MMKPOBOJIHOBOTO
usJgyueHus B TeuenHre 30 MuMHYT. K peakUMOHHOM cCcMecH HOOOaBJIAIM BOOY
Y CMeChb DKCTpaIlMpPOBaJM >TujlalleTaToM. OpTraHMUYeCKMM CJIOM I[IPOMEBAJINU
BOIOM ¥ COJIEBHM PaCTBOPOM, BHCYIMBaJM Hal ©Oe3BOOHHEM CyJbbaToM
HaTpusda, U OUILTPOBRaM, ¥ PacTBOPUTENL yIaldaiau. IloJlydeHHHN
HEeOUMIIeHHH}Y NPOAOYKT OUMIaJM C IIOMOMBI KOJIOHOUHOM xXpoMaToIpaduu
Ha cuiIukKareje (renrtaH:sTtuiaanetar=70: 30-50: 50) ¢ [OOJyUYeHHEM
YKasaHHOTO B  3aloJIOBKe COeIMHeHMA B BuOe 0eJloTo TBepHoI'o
BellecTBa (253 wm1).

‘H-AMP (DMSO-dé6) &: 1,02 (3H, d4, J=7,1 Tu), 2,12 (3H, d,
J=2,2 ), 2,23 (1H, dd, J=1e¢,7, 3,8 Tu), 2,67 (1H, dd, J=l6,7,
6,8 I'm), 3,03-3,19 (1H, m), 4,63 (2H, t, J=12,7 Tu), 4,84 (2H,
t, J=13,8 1w, 7,01 (1H, d, J=8,8 ITu), 7,40 (1H, t, J=8,8 TImu),
7,52-7,60 (2H, m), 7,67-7,75 (1H, m), 7,98-8,05 (2H, m), 10,96
(1H, s).

[0277]

Clenynmye COeIMHEHUS IIoJiydaslM M3 KaXIOoI'0 COOTBeTCTBYKHIEIO
MCXOIOHOT'O BelleCTBa aHaJIOTMUYHO STaJIOHHOMY IpuMepy 166.

(STaJJOHHLEM OpuMep 167)

3-[2,3-Indrop—-4- (d—-MeTUJI-6—-0KCO—4, S—nurunpo-1H-OupnoasmH—3—

Wil) deHokcHU ] -2, 2—nudTopOponmabeH30aT

[XmuMm. 180]
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'H-saMP (DMSO-d6) &: 1,04 (3H, d, J=7,1 Tu), 2,25 (1H, dd,
J=16,9, 3,4 Twu), 2,71 (1H, dd, J=16,9, 6,8 Tu), 3,08-3,22 (1H,
m), 4,67-4,87 (4H, wm), 7,20-7,27 (1H, mwm), 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).

[0278]

(STaJJOHHEM OpuMep 168)

3-[2, 6-IIuxjop—-4- (d-MeTuJI-6-0KCco—-4, S—murnnpo-1H-OMpnoasmH—3—

wui) be"Hokcu] -2, 2-nudropnponmuadeHzo0arT

[XmMm. 181]

'H-aMP (DMSO-d6) 6: 1,03 (3H, d4, J=7,3 Tu), 2,24 (1H, d,
J=16,9 Iu), 2,69 (1H, dd, J=1¢,9, 6,8 Iu), 3,39-3,49 (1H, m),
4,56 (2H, t, J=12,8 Tu), 4,86 (2H, t, J=13,6 T'u), 7,54-7,61 (2H,
m), 7,68-7,7¢ (1H, m), 7,83-7,88 (2H, m), 7,99-8,06 (2H, m),
11,12 (1H, s).

[0279]

(STaJJOHHLE OpuMep 169)

3-[2-XJop-3-dTop—-4- (d-MeTUJI-6—-0KCcOo—4, S—nurmunpo—-1H-

OUPUIASUH—-3-WJI) PeHOoKCU ] —2, 2—nudTopOponmabeH30aT

[XuMm. 182]
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H?ﬁi”ﬁx. >

AL

'H-saMP (DMSO-d6)6: 1,03 (3H, d4, J=7,3 Tu), 2,25 (1H, dd,
J=1le6,9, 3,7 Tu), 2,70 (1H, dd, J=16,9, 6,8 ITu), 3,06-3,21 (1H,
m), 4,067-4,91 (4H, m), 7,20-7,28 (1H, m), 7,52-7,63 (3H, m),
1,067-7,74 (1H, m), 7,98-8,05 (2H, m), 11,05 (1H, s).

[0280]

(STaJJOHHEM OpuMep 170)

3-[2-XJgop-6-dTop—-4- (4-MeTUJI-6-0KCcO—-4, S—nurunpo-1H-

OMpnoasmHE—-3-uJ) beHokcu ] -2, 2—nubropnponmadeH30aT

[XmmMm. 183]

‘H-aMP (DMSO-d6) 6: 1,03 (3H, d4, J=7,3 Tu), 2,24 (1H, d,
J=1l6,7 Iu), 2,69 (1H, dd4, J=1le¢,7, 7,0 ITwu), 3,34-3,45 (1H, m),
4,67 (2H, t, J=12,9 Tu), 4,83 (2H, t, J=13,7 T'u), 7,52-7,61 (2H,
m), 7,64-7,75 (3H, m), 7,98-8,04 (2H, m), 11,09 (1H, s).

[0281]

(STaJJoHHEM oOpuMep 171)

3-[2-BpoM—-3-@Top—-4- (4—-MeTUJI-6-0KCcOo—4, S—gurugpo-1H-

OMPUIOa3UE-3-UJ) DeHOKCHK ] -2, 2—-IUOTOopOponmIdeH30aT

[XmuMm. 184]
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'H-aMP (DMSO-d6) &: 1,03 (3H, d, J=7,3 Tu), 2,25 (1H, dd,
J=1l6,9, 3,9 I'm), 2,70 (1H, dd, J=16,9, 6,8 ITu), 3,07-3,19 (1H,
m), 4,75 (2H, t, J=12,6 Tu), 4,84 (2H, t, J=13,9 Tu), 7,19 (1H,
dd, J=s8,8, 1,2 Tw), 7,53-7,064 (3H, m), 7,67-7,74 (1H, m), 7,98-
8,04 (2H, m), 11,05 (1H, s).

[0282]

(STaJJOHHEM OpuMep 172)

3-[2-XJgop-6-MeTuyi—-4- (4-MeTUJI-6-0Kco—4, b—nurungpo—-1H-

OMpMIasmME—-3-uJl) beHoKcu ] -2, 2—-nubropnponmabeH30aT

[XmmMm. 185]

'H-aMP (DMSO-d6) 6: 1,04 (3H, d4, J=7,3 Tu), 2,23 (1H, d,
J=16,9 I'm), 2,33 (3H, s), 2,68 (l1H, dd, J=1¢,9, 6,8 Tu), 3,27-
3,43 (1H, m), 4,45 (2H, t, J=12,9 Tu), 4,85 (2H, t, J=13,6 Tu),
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).

[0283]

(STaJJoHHEM oOpuMep 173)

2,2-ndTop-3-[3-dbTop—4- (d-—MeTHUJI-6-0KCO—-4, S—nurmnopo-1H-

OUPUIASUH—-3—UJI) —2—-BUHMJIPEHOKCH | DpoOmIBbeH30aT

[XuMm. 186]
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'H-saMP (CDCl;) &: 1,19 (3H, d, J=7,1 Tu), 2,43 (1H, dd,
J=17,1, 3,7 I'u), 2,70-2,80 (1H, m), 3,19-3,31 (1H, m), 4,39 (2H,
t, J=11,2 T'u), 4,75 (2H, t, J=12,5 Tu), 5,55-5,62 (1H, m), 5,97-
6,05 (1H, m), o6,70-¢,81 (2H, m), 7,37-7,49 (3H, m), 7,56-7,64
(l1H, m), 8,00-8,06 (2H, m), 8,51 (1H, brs).

[0284]

(STaJJOHHEM OpuMep 174)

HoJdydeHMre (3R) —4- (3-xJ0p—4-TUOPOKCU—S5-MeTUNIbeHWII) —3—-MeTUJI—

N-[(1S)-1-(4-uurpodeHmy) sTtun] —-4-okcodbyTaHaMmuia

[XmmMm. 187]

my
-
-

K cMecu 4- (3-xJI0p—4-TUOPOKCU—5-MeTUIJIQeHWT) —3—MeTnJI—4 -
OKCOOYTaHOBOM KUCJOTH (»TaJIoOHHBM nOpuMmep 71, 317 wMr) B DME (10
MJI) OOBaBJIAIM TUIPOXJIOPUIN (S)-1- (4d-HUTPOOEHWUII) 3THUIIaMMHA (275
M), TpusTHmiaammuH (0,189 M), MoHOTMIpaT l-TuapokcubeH30TpHUasoa
(208 MI') n TUIOPOXJIOPUL 1- (3-oVMe THUIIaMUHOIIIPOIIWII) —3—
sTukapbonumuMmna (260 MI) . PeaKUMOHHYK CMeCh IIepeMelluBalil IIpU
KOMHaTHOM TeMlIepaType B TeueHre 3 nOHer. K peakUMOHHOM CMecCcHU
no0aBJIAJM HACHIMEHHEM BOIHHY pacTBOp OuMKapboHaTa HaTpUa U CMecCh
SKCTPATMpPORaIM 3TUJalleTaToM. OpTaHMUeCKUM CJIOM MOPOMEIBAJM BOHNOM U

COJIEBEIM pacTBOPOM, BECYIMBAJIM Hal ©Oe3BOIHEM CYJ'H:(]_)aTOM HaTpr4a, "



136

duIrTpOBaIM, M PACTBOPUTENbL YyHOaldaau. I[IOJIyYeHHHBM  HeOUMNeHHBN
IMacTepeoMep OuMma M C IIOMOWIBID KOJIOHOUWHOM  XpoMaToI'padum Ha
CHUJIMKarTeJe (renTaH:>THUJIalleTaT=67: 33-25: 75) C [IOJIYUEHMEM
YKasaHHOTO B 3aT'0JIOBKE CoeIVHEeHUSA B BUIE BJIeIHO—XeJITOTO
aMopdHOTO BemecTBa (206 Mr).

'H-AMP (CDCl3) &: 1,18 (3H, 4, J=7,1 Tu), 1,44 (3H, 4, J=7,1
'), 2,30-2,38 (4H, m), 2,80 (1H, dd, J=14,9, 9,0 Tu), 3,85-3,97
(l1H, m), 5,07 (1H, xBWUHTeT, J=7,1 ITu), 5,99 (1H, d, J=6,8 TITu),
6,08 (1H, s), 7,41-7,48 (2H, m), 7,70 (1H, d, J=1,5 Tu), 7,85
(14, 4, J=2,2 Tu), 8,15-8,22 (2H, m).

[0285]

(OTaJJoHHEM OpuMep 175)

[HoJgydeHMue 2—{2-xjop-6-MeTuyn—-4-[ (2R) -2-MeTuy-3—-{ [ (1S)-1-(4-

HUTpObeHMII) 57U | KapdaMomJl  IponaHomy | beHokcHU } osTuia—4-06poMbeH30aTa

[XmmMm. 188]

g XHpanbHEIH

K cmecHu (3R) -4- (3—-xyop—-4-TUOPOKCU—5-MeTUIOeHMII) —3—-MeTUJI-N-—
[ (1S)-1- (4-HUuTpOodeHMI ) 5TMI] —4-0oKCcoDyTaHaMIa (2TAJIOHHEM  [IPUMED
174, 206 MT) B THFE (5,0 ™) no6aBJIaIM  2-TUIOPOKCUBTUII-4-—
tpomMmbenzoaT (162 Mr) M TpudbeHmMndocodmH (174 MI') M CMECh OXJaXIaJu
Ha JensaHoM OaHe. K peaKUMOHHOM CMeCH MeIJIeHHO »noOaBJaan Ouc (2-
MEeTOKCHUITUI) azonukapbokcuiaar (155 Mr), a 3aTreM peaKIMOHHYK CMeCh
lepeMellnBaJin npu KOMHaTHOM TeMIlepaType B TeueHNe HOUW.
PacTBOpUTesbE YHOaJNAAM M IOJYYEHHEM HEeOUMIEeHHHM MNIPONYyKT OUMMaJu C
IIOMOIIEIO KOJIOHOUHOM XpoMaTorpadmn Ha cumkarese
(renTaH: >2THUJIalleTaT=67: 33-33: 67) C IIOJIYUYeHMEM VYKas3aHHOTO B
3aTOJIOBKe COeOMHeHMs B BUIe OeCLBeTHOI'O TBepHOI'O BemecTBa (205
MI') .

'H-AMP (CDCls3) &: 1,17 (3H, 4, J=7,3 Tu), 1,45 (3H, 4, J=7,1
ra), 2,31-2,39 (4H, m), 2,82 (1H, dd, J=14,9, 9,3 Tu), 3,85-3,96
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(l1H, m), 4,32-4,38 (2H, m), 4,64-4,70 (2H, m), 5,08 (1H,
kBuHTET, J=7,1 Iun), 5,96 (1H, 4, J=7,1 Tu), 7,41-7,47 (2H, m),
7,57-7,63 (24, wm), 7,71 (1H, 4, J=1,5 Tu), 7,85 (1H, d, J=2,2
), 7,87-7,93 (2H, m), 8,15-8,21 (2H, m).

[0286]

[ToslyuyeHHOE CcoeIVHEeHHue [IepeKPUCTaJIJIN30BLBaJN nus
sTulalleTaTa/TrenTada C IOJIydeHMeM eT0 MOHOKpMUCTasula. llocpelcTBOM
PEHTTeHOCTPYKTYPHOTO aHamnsza CTPYKTYPH KpucTaja B BUIOE
MOHOKPHMCTAJIJIa ONpPelesIMIM, UYTO CTEepeoXUMMs B 3-ThbeM IIOJIOXEeHUM eTo
dparMeHTa OyTaHamMmMOa OpedcTaBJdja cobon R.

<KpucrasuiorpadpmuueCckmue NaHHHeE>

dopwmyiia COeIVHEeHU T : Co9H3BrC1N,07, MOJIEKYJIIApHAad Macca:
631,90, MOHOKJIMHHAaSN

[lpoCTpaHCTBeHHad Tpynmna P2, (#4), a=4,7154(5)A, b=20,026(2)A,
c=15,3231(18)A, V=1433,7(3)A3, z=2, Dc=1, 464 r/cMm3, R-
baxTop=0,1308

[0287]

(S3TaJJOHHE OpuMep 176)

HogydeHre 3-0poM—2-0Top—4-TUIPOKCU—-S5-MeTUnOeH3aJbLIeTr1Ia

[XmMm. 189]

K pacTBOopy 2-0TOop-4-THUOpOKCU-L-MeTmJIOeH3aJbOmeruma (3,39 1)
B YKCYCHOM kucjoTe (20 wmi) npoBariaanu OpoMuO-NepOpoMMUI NIUPUIOVHUSI
(8,44 1) m cmMechb TIepeMemmBaJM Ipu 75°C B TeueHMe OIOHOTO UYaca.
OBecneuyrBaln OxXJIaXIeHne peakuMOHHOM cMecu oo KOMHAaTHOM’
TeMIIepaType. K peakUMOHHOM CMecHM 1O00aBJISAM BOOY UM OCaIKU
cobupanmM Ha OUIBTpe, MNOPOMEBAJIM BOIOWM ¥ BHCYNMBAJIM C [IOJIYyUYeHUEM
YKasaHHOTO B 3aloJIOBKe COeIMHeHUs B BuIe OJIeIHO-KOPUUHEBOI'O
TBepIoro BemecTBa (4,77 1).

'H-AMP (DMSO-de6) &: 2,25 (3H, s), 7,59 (1H, dd, J=8,1, 0,7
T'u), 10,02 (1H, s), 10,82 (1H, brs).
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[0288]
Crlemyniliee COeIMHEeHMEe IOoJIydallM M3 COOTBETCTBYHIETO MCXOOHOTO
BelleCTBa aHaJIOTMUHO STAaJIOHHOMY IIpMMepy 28.

(STasgloHHEM nOpmMep 177)

2-010p—4- (METOKCUMETUIIOKCHK) —3, b—IuMeTunOeHz3albLIeT U

[XmuMm. 190]

H-AMP (CDCls) &: 2,25 (3H, 4, J=2,3 Tu), 2,29 (3H, s), 3,62
(34, s), 5,03 (2H, s), 7,55 (1H, 4, J=7,9 Tu), 10,27 (1H, s).

[0289]

Cllemynllee COeIMHEHMe IIoJIydajlM M3 COOTBETCTBYKIEIO MCXOIHOTO
BelleCcTBa aHaJIOTMUHO STaJIOHHOMY Ipumepy 30.

(STaJJOHHEM OpuMep 178)

3=-XJjop—-2, 5—nudbrop—4-MeToKCUDEH3AJIL IS TUI

[XmMm. 191]

'H-aMP (CDCl;) o: 4,16 (3H, d, J=3,4 Tu), 7,53 (1H, dd,
J=11,4, 6,3 I'u), 10,23 (1H, 4, J=3,2 Tn).
[0290]

(STaJJOHHLM OpuMep 179)

HonaydueHre 5-xJop-—-2,4-OUTUIPOKCU—-3-MeTUIOeH3aJbIeTrMIa

[XuMm. 192]
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Gl
ﬁﬁ@ﬁ’ 7
K cmecu 2,4-IurnIpokCHU-3-MeTuJIOeH3allbaermuna (6,09 1) B

ouxJjopsTaHe (80 ™) pobariasaiau N-xXJIOpCyKUMHMMMIO (6,41 T') M CMEecChb

nepememmBaiamu npu 60°C B TeueHMe 3 UYacCOB. PacTBOPUTENL yHaldlIu U
OCTaTOK PacTBOPAJM B »TUlalleTaTe. PacTBOp M[IPOMEEBaJM BOOOUM U
COJIEBEIM pPacTBOPOM, BHCyNMBaJM Haln Oe3BOOHEM CyJbdaToM HaTpUH,
duneTPOBaIM, a 3aTeM KOHIUeHTpupoBaliM. IIOJIydeHHEM HeOUMIIeHHBI
OIPOOYyKT OUMIaJM C IIOMOUIILID KOJIOHOUHOM XpoMaToIpaduyu Ha CcUIMKareie
(renTaH:>TUIaueTar=95: 5-74: 26) C TIIOJIYUEeHMEM VYKa3aHHOTO B
3aTOJIOBKe COelMHEeHMA B BuUIe 0eJIoT'O0 TBepHoI'o BelmecTBa (6,76 1).

'H-AMP (DMSO-d6) o6: 2,07 (3H, d, J=0,6 Tu), 7,68-7,70 (1H,
m), 9,77 (1H, s), 10,52 (1H, brs), 11,36 (1H, s).

[0291]

(STaJjoHHEM OpuMep 180)

Hoayuenme 2,4-06uc (Bedsmyokcu) —5-xjgop-3-MeTunbeHz3aJbIermna

[XmuMm. 193]

K cMeCcu 5-xJi0p—2, 4—-OUTUOPOKCU-3-MeTUJIOeH3albIeInna
(sTajioHHE opumep 179, 6,76 1) B DMF (75 M) mobaBiaaam kKapboHaT
rkajmsa (15,0 1) m OeHswiabpommn (10,8 M) M CMeChb IllepeMellMBaJi IIPpU
KOMHaATHOM TeMIlepaType B TeueHMe OIHOTO dYaca. K peakKIMOHHOM CMecCcHU
Do0BaBIAIM BOLY M CMeChb DKCTpalMpoBasiM >TuUialleTaToM. OpTaHMUeCKUN

cJon IIPOMEIB aJIrt BOOOM u COJIEBEIM pacTBOpPOM, BEICYIIMBaJIM Hal
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Be3BOOHEIM CyJIbGaTOM HaTpPUS, bunbpTpOBaIM M KOHIEHTPUPORAJIMU.
[IoslydeHHOEe  TBeploe  BEMeCTBO IIPOMHEBAJM [OYTeM pacTUpaHusa C
IUWBOIPONMIIOBEIM 30MpPOM, a 3aTeM cobupaliM Ha OUIBTPe C IIOJIydYeHMeM
YKasaHHOT'O B 3aloJIOBKe COeIMHeHUA B BuIe OJIeIHO-KOPUUHEBOI'O
TBEepIOTro BemecTBa (11,3 1).

‘H-AMP (DMSO-d6) &: 2,20 (3H, d4, J=0,5 Tu), 5,03 (2H, s),
5,05 (2€, s), 7,35-7,55 (10H, m), 7,66-7,67 (1H, m), 9,99 (1H,
s) .

[0292]

Cilenywllee COeIMHEHMe IOoJydallM M3 COOTBETCTBYKRIEIO MCXOIHOTO
BelleCTBa aHaJIOTMUHO STaJIOHHOMY IpuMepy 180.

(OTaJJoHHEM OpuMep 181)

2, 4-Buc (BeH3MIJIOKCHK) —3—-xJIop—S5-MeTUunOeH3albIe U]

[XumMm. 194]

'H-aMP (CDCls) &: 2,25 (3H, d4, J=0,7 Tu), 5,06 (2H, s), 5,14
(24, s), 7,35-7,53 (10H, m), 7,58 (1H, 4, J=0,7 Tu), 10,05 (1H,
s) .

[0293]

(STaJJOHHLM OpuMep 182)

[HoJyudueHHMe 4-BeHBUIIOKCU—5—XJIOP—2—TUIPOKCHU—3—

MeTunbeH3alboeruna

[XmuMm. 195]
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K CMecCu 2,4-0uc (BeH3UIIOKCH) —5—xXJIop—3-MeTuUJIOeH3allb eI una

(pTajIoHHHM nOpumMmep 180, 11,33 r©) B TojgyoJsie (140 ™M) /IU3TUIOBOM
s0upe (20 ™) npobaeiadsau Opomun wMarHudg (8,53 1) . B arTmMocoepe
aproHa CMechb IepeMemyBaau Inpu 100°C B TeueHMe OIHOTO Uaca.
ObecneunBajm OXJIaXIOeHNre peakLUMOHHON cMecu oo KOMHAaTHOM
TeMnepaTyphkl, K HeV »oBaBjaanau 1 M XJOPUCTOBOIOPOINHYI KUCIIOTY, a
3aTeM CMeChb DBKCTparuMpoBajJM  STUJalleTaToM. OpraHMUYecKu  CJIOM
IIPOMEIBAJIM COJIEBEHM pPacTBOPOM, BHCYNMBaJM Hall Oe3BOOHEIM CyJbdaToM
HaTpu4, buisTPOBAJH, a 3aTeM KOHLEHTPUPOBAJIN . [ToJry4YeHHEM
HEeOUMIIeHHE}Y NPOAOYKT OUMIaJXM C IIOMOMBI KOJIOHOUHOM xXpoMaTorpadun
Ha cuImMkKarese (renTal: sTUJlaleTaT=95: 5-90: 10-75: 25) c
[IOJIyUeHeM YKasz3aHHOT'O B 3al'OJIOBKe COeOMHeHMsa B BuIe OeJIoTo
TBepIOTro BemecTBa (4,26 1).

H-aMP (CDCls) &: 2,15 (3H, d4, J=0,5 Twu), 5,02 (2H, s),
7,34-7,53 (6H, m), 9,77 (1H, s), 11,37 (1H, s).

[0294]

Cllenypmye COeIVMHEHMA IoJydalld M3 KaXIoI'0 COOTBETCTBYKIEIO
MUCXOIOHOT'O BelleCTBa aHaJIOTMUYHO STaJIOHHOMY IpuMepy 182.

(STaJJoOHHLM OpuMep 183)

4-BeHBUJIOKCU—3—XJIOP—2—TUIPOKCHU—-5—MeTUIOeH3aJIbLIe T Ul

[XuMm. 196]
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H-gMP (CcDCls) &: 2,21 (3H, 4, J=0,9 Tu), 5,08 (2H, s),
7,29-7,31 (1H, m), 7,36-7,53 (5H, m), 9,79 (1H, s), 11,57 (1H,
s) .

[0295]

Crlemynmye COeIMHEHMA IOoJydallMd M3 KaXOIOT'O COOTBETCTBYKIETO
MCXOIOHOT'O BelleCTBa aHaJIOTMUHO STaJIOHHOMY IpuMepy 32.

(STaJioHHEM OpuMep 184)

2=-010p—4- (METOKCUMETUIIOKCHK ) —b—-MeTunbeH3albIeT M

[(XmMm. 197]

'H-AMP (CDCls) 6: 2,22 (3H, s), 3,49 (3H, s), 5,26 (2H, s),

6,85 (1H, d, J=12,5 TWw1), 7,65 (1H, dd, J=8,1, 0,7 Tu), 10,21
(1H, s).

[0296]

(STaJIOHHEM OpuMep 185)

3-BpoM—-2-dbTOop—4- (METOKCUMETUJIOKCK) —5—MeTUnOeH3aJIbIeTUn

[XmMm. 198]

'H-AMP (CDCls3) 6: 2,36-2,39 (3H, m), 3,66 (3H, s), 5,18 (2H,
s), 7,67 (14, 44, J=7,7, 0,7 T'u), 10,26 (1H, s).
[0297]

(STaJJOHHL OpuMep 186)

4-BeH3UJIOKCU—3—XJIOp—2— (METOKCUME TUJIOKCHK ) —5—

MeTunbeH3albOeTun

[XuMm. 199]
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'H-aMP (CDCls) 6: 2,26 (3H, d4, J=0,7 Tu), 3,63 (3H, s), 5,03
(24, s), 5,20 (2, s), 71,34-7,51 (5H, m), 7,062-7,63 (1H, m),
10,27 (1H, s).

[0298]

(STaJJoHHEM OpuMep 187)

4-BeH3UJIOKCHU~5-XJIop—2— (METOKCHUME TUJIOKCK ) —3—

MeTuJI0eH3aJlb e T UL

[XumMm. 200]

'H-aAMP (CDClj;) &: 2,19 (3H, 4, J=0,5 Tu), 3,58 (3H, s), 5,03
(24, s), 5,04 (2H, s), 7,34-7,50 (bH, m), 7,78-7,80 (1H, m),
10,20 (1H, s).

[0299]

Clenynmye COeIMHEHMS IIoJiydaJlM M3 KaXOIOoT'0 COOTBeTCTBYKHIEIO
MCXOIOHOT'O BelleCTBa aHaJIOTMUYHO 5STaJIOHHOMY IpuMepy 41.

(STaJJOHHEM oOpuMep 188)

Memnna—-4-[2-0T0op—4- (METOKCUMETUIIOKCHU) —S5—MeTHUJIPeHMII | —3—-MeTUJI—

4-oxkcobyTa”Hoar

[XuMm. 201]
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'H-saMP (CDCls) 6: 1,21 (3H, 4, J=7,1 Tu), 2,20 (3H,

2,94 (1H, ddd, J=l1e6,7, 8,4,
3,49 (3H, s), 3,65 (3H, s),

s), 2,41
(14, dd, J=1le¢,7, 5,9 Tu),

1,8 To),
3,73-3,84 (1H, m), 5,24 (2H,

(1H{ d, J:8,5 ].—'I_I,) .

s),
6,83 (1H, 4, J=13,2 Iu), 7,69

[0300]

(OTaJJoOHHEM OpuMep 189)

Memun—-4- (3-xJjop—2, 5S—nudrop—-4-MeTOoKCUbEeHUII) —3—-MeTUJI—4 -
OKcoByTaHoOaT

[(XumMm. 202]

'H-aMP (CDCls) &: 1,22 (3H, dd4, J=7,2, 1,0 Tu), 2,45 (1H,

dd, J=17,0, 5,1 Tm), 2,97 (l1H, ddad, J=17,0, 9,1,

1,9 T'u), 3,65
(34, s), 3,69-3,80 (1H, m), 4,12 (3H, 4, J=3,1 Tw), 7,57 (1H,
dd, J=12,1, 6,5 Tu).

[0301]

(STaJJoHHEM OpuMep 190)

Merun—-4-[2-bTop—4- (METOKCUMETUIIOKCHU) -3, b—nuMeTunbeHdm ] -3-
MeTmJI-4-okcoByTaHoar

[XuMm. 203]
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'H-aMP (CDCls) 6: 1,21 (3H, 4, J=7,1 Tu), 2,24 (3H, d, J=2,7
'), 2,27 (3H, s), 2,42 (1H, dd, J=le,7, 5,7 Tu), 2,94 (1H, ddd,
J=le6,7, 8,4, 1,6 I'um), 3,61 (3H, s), 3,65 (3H, s), 3,73-3,86 (1H,
m), 5,00 (2H, s), 7,52 (1H, 4, J=8,5 Tn).

[0302]

(STaJIoHHEM OpuMep 191)

Memuna—4-[4-0eHB3UJIOKCU—3-XJIO0P—2— (METOKCUME TUJIOKCHK) —5-

MeTuabeHmsI ] —3-MeTuI—4-okcofyTa”HoarT

[XumMm. 204]

'H-aMP (CDCls) &: 1,15 (3H, 4, J=7,3 Tu), 2,25 (3H, d, J=0,6
'), 2,40 (1H, dd, J=l6,6, 6,1 Iu), 2,87 (1H, dd, J=le¢,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, d4, J=5,6 ITu), 5,13 (1H, 4, J=5,¢6 ITwu), 7,32-7,33
(14, m), 7,35-7,53 (5H, m).

[0303]

(STaJJOHHLM OpuMep 192)

Merun—-4-[4-0eH3UIOKCU-5—XJJop—2— (METOKCUMETUJIOKCH ) —3—

MeTunbedmyn] —-3-MeTun-4-okcobyTaHoarT

[XuMm. 205]




'H-AMP (CDCls) &: 1,14 (3H, 4, J=7,2 Tu), 2,23 (3H, d, J=0,5
), 2,39 (1H, dd, J=16,7, 5,9 Tu), 2,87 (1H, dd, J=l6,7, 8,1
Tu), 3,50 (3H, s), 3,68 (3H, s), 3,76-3,87 (1H, m), 4,92 (1H, d,
J=¢,0 T'u), 4,99 (1H, d, J=6,0 Twu), 5,00 (2H, s), 7,34-7,52 (6H,
m) .

[0304]

ClemynmMe COeIMHEHMA IoJIydallM M3 KaXOol'0 COOTBEeTCTBYKIEIO
MCXOOHOTO BelleCTBa aHaJIOTMUHO STaJIOHHOMY IIpUMepy 63.

(STaJJOHHEM OpuMep 193)

4- (3-XJop-2, 5-nudbrop-4-MeToKCcUubeHMJI) —3-MeTUJI—4—

OKCOBOyTaHOBad KUCJIOTa

[XuMm. 206]

'H-AMP (DMSO-d6) &: 1,10 (3H, d4, J=7,1 Tu), 2,43 (1H, dd,
J=17,0, 5,1 m), 2,71 (1H, d4ddd4, J=17,0, 8,8, 1,2 ITu), 3,57-3,69
(14, m), 4,08 (3H, 4, J=2,9 I'm), 7,73 (1H, d4dd, J=12,2, 6,7 Tu),
12,25 (1H, s).

[0305]

(STaJJOHHLM OpuMep 194)

4-[2-0T0op—4- (METOKCUMETUIIOKCHK) =3, S—nuMeTuIdeHUJI | —3—-MeTuja—4-

OKCOBYyTaHOBAad KUCIOTA

[XuMm. 207]
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'H-saMP (DMSO-d6) 6: 1,08 (3H, d4, J=7,1 Tu), 2,19 (3H, d,
J=2,4 TI'm), 2,25 (3, s), 2,37 (l1H, dd, J=1l6,9, 5,3 Tu), 2,69
(14, ddd, J=1e6,9, 8,9, 1,3 Tu), 3,52 (3H, s), 3,58-3,068 (lH, m),
5,04 (2H, s), 7,50 (1H, 4, J=8,5 T'u), 12,16 (1H, brs).

[0306]

(STaJIoOHHEM OpuMep 195)

4-[4-BeH3UJIOKCU—3—XJIOPp—2— (METOKCUMETUIIOKCHU ) —S—MeTUuIheHMUII ] —

3-MeTua-4-okcof®yTaHoBag KUCJIOTAa

[XumMm. 208]

'H-AMP (DMSO-d6) &: 1,05 (3H, d, J=7,2 Tu), 2,25 (3H, s),
2,34 (14, d4d, J=1le,7, 6,0 ITwu), 2,64 (1H, dd, J=le¢,7, 7,7 Tu),
3,45 (3H, s), 3,67-3,77 (lH, m), 4,98-5,02 (3H, m), 5,04 (1H, d,
J=5,9 I'u), 7,34-7,56 (6H, m), 12,16 (1H, brs).

[0307]

(STaJJOHHEM oOpuMep 196)

4-[4-BeH3MJIOKCU—5—XJIOp—2— (METOKCUMETUIIOKCHU ) —3—MeTUJIOEeHMII | —

3-MeTuI-4-okco®yTaHoBagd KMCJOTAa

[XuMm. 209]
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'H-sAMP (DMSO-d6) &: 1,05 (3H, d, J=7,1 Tuw), 2,20 (3H, d,
J=0,5 I'm), 2,34 (1H, dd, J=le¢,8, 5,9 Tm), 2,04 (1H, dd, J=1lo,8,
7,8 Im), 3,40 (3H, s), 3,04-3,74 (1H, m), 4,90 (1H, d, J=6,1
I'm), 4,95 (1H, d4, J=o0,1 Tu), 4,99 (2H, s), 7,36-7,53 (5H, m),
1,55-7,56 (1H, m), 12,22 (1H, brs).

[0308]

Cilenyromye COeIMHEHMI IIoJIydvaJlM M3 KaXIoT'o COOTBEeTCTBYWIMEIO
MCXOOHOTO BelleCTBa aHaJIOTMUHO STaJIOHHOMY IIpuMepy 73.

(STaJJOHHEM OpuMep 197)

60— (3-XJyop—2, b—mudrop—4-MeTokcubeHmusr) —S5-MeTun—-4, 5-OIUTUIPO-

2H-OupmoasmMH—3—0H

[XmuMm. 210]

'H-AMP (DMSO-d6) &: 1,05 (3H, d, J=7,2 Tu), 2,26 (1H, dd,
J=16,9, 3,7 Tu), 2,71 (1H, dd, J=16,9, 6,8 Tu), 3,12-3,22 (1H,
m), 4,00 (3, 4, J=2,1 ), 7,57 (1H, d4dd4, J=12,3, 7,1 Tu), 11,14
(1H, s).

[0309]

(STaJJOHMHLEM OpuMep 198)

60— [2-0dTOop—4- (METOKCHUMETMIIOKCHU) —3, S—IuMe TMIOeHMII | —5—-MeTUJI—

4, 5-ogurnnpo-2H-OMpruIoas3mMH—3-0H

[(XuMm. 211]
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'H-gaMpP (DMSO-d6) &6: 1,04 (3H, d, J=7,2 Tu), 2,17 (3H, d,
J=2,4 Tu), 2,20-2,27 (1H, m), 2,23 (3H, s), 2,06 (1H, dd,
J=1le,7, ¢,7 Tu), 3,07-3,18 (1H, m), 3,52 (3H, s), 5,00 (2H, s),
7,26 (1H, d, J=8,8 I'm), 10,98 (1H, s).

[0310]

(STaJJOHHEM OpuMep 199)

06— [4-BeH3UJIOKCU—3-XJIOp—2— (METOKCUME TUJIOKCHU) —5—MeTUJIOEeHUII ] —

S5-MmMemun—-4, b—nurmuapo-2H-OupniasmMH—3—0H

[(XumMm. 212]

'H-aMP (DMSO-d6) &: 0,94 (3H, 4, J=7,2 Tu), 2,24 (3H, d,
J=0,7 Iu), 2,26 (1lH, dd4, J=1ie¢,7, 5,4 Tu), 2,67 (1H, dd, J=16¢,7,
7,0 I'u), 3,11-3,23 (1H, m), 3,46 (3H, s), 4,96 (2H, s), 5,01-
5,06 (24, m), 7,18-7,19 (1H, m), 7,34-7,55 (5H, m), 10,96 (1H,
s) .

[0311]

(STasoHHEM ODpuMep 200)

6— [4-BeH3UJIOKCU—-5—XJIop—2— (METOKCUMETUIIOKCHU ) —3—-MeTuIbeHmn ] -

S5-MeTun-4, S5—ourngpo-2H-OupnoasmMH—3—0H

[XuMm. 213]
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'H-aMP (DMSO-d6) &: 0,94 (3H, d, J=7,2 Tu), 2,21 (3H, s),
2,26 (1H, dd, J=1l¢,8, 5,8 Iua), 2,67 (1H, dd, J=1l¢,8, 6,9 Tu),
3,10-3,20 (1H, m), 3,42 (3H, s), 4,93 (1H, d, J=06,0 Tu), 4,95
(14, 4, J=6,0 Twu), 4,96 (2H, s), 7,29-7,31 (1H, m), 7,35-7,54
(5H, m), 10,95 (1H, s).

[0312]

(STaJJoHHEM OpuMep 201)

6—[2-0TOop—4- (MeTOKCUMeTUIIOKCHK) —5S5—MeTunbeunsa] —S5-meTmn-4, 5-

IUIrMOopo—-2H-OupniasmMH—3—0H

[(XumMm. 214]

'H-AMP (DMSO-d6) &: 1,04 (3H, 4, J=7,3 Tu), 2,17 (3H, s),
2,22 (1H, dd, J=16,7, 3,3 Tu), 2,66 (1H, dd, J=16,7, 6,8 Tu),
3,10-3,18 (1H, m), 3,39 (3H, s), 5,28 (2H, s), 6,95 (1H, d,
J=13,4 Tu), 7,42 (1H, dd, J=9,0, 0,7 Tu), 10,95 (1H, s).

[0313]

Clenynllee COeIMHeHMe I[OJIy4dallM M3 COOTBEeTCTBYKHINEI'O MCXOIHOTO
BeMeCcTBa aHaJIOTMYHO >TaJIOHHOMY IIpuMepy 92.

(STaJJOHHLM OpuMep 202)

6— (3-XJjop-2, 5—nudrTop—-4-runpokcubedm) —5-MeTun—-4, 5S-OIUTUIPO—

2H-nmpuiasmMH—3—-0H

[XuMm. 215]
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‘H-AMP (DMSO-d6) o6: 1,05 (3H, d4, J=7,2 Tu), 2,24 (1H, dd,
J=1¢,8, 3,4 Tu), 2,68 (1H, dd, J=16,8, 6,8 Twu), 3,10-3,21 (1H,
m), 7,45 (1H, dd, J=11,7, 7,2 Tw), 11,05 (1H, s), 11,37 (1H,
brs) .

[0314]

ClemynmMe COeIMHEHMA IoJIydallM M3 KaXOol'0 COOTBEeTCTBYKIEIO
MCXOOHOTO BelleCTBa aHaJIOTMUHO 2TaJIOHHOMY IIpuMepy 98.

(STaJJoHHEM OpuMep 203)

60— [3-XJop—4-TUIPOKCU—2— (METOKCUMETUIIOKCHU) —S—MeTuadeHmII ] —5-

MeTua—-4, S5-nurunpo-2H-nupnunasmMH—3-0H

[XuMm. 216]

'H-aMP (DMSO-d6) 6: 0,92 (3H, d4, J=7,3 Tu), 2,18 (3H, d,
J=o0,7 '), 2,23 (l1H, dd4, J=le¢,7, 5,1 Twu), 2,64 (1H, dd, J=le6,7,
6,8 I'm), 3,12-3,22 (1H, m), 3,44 (3H, s), 4,96 (1H, d, J=5,7
I'm), 4,99 (1, 4, J=5,7 T'u), 7,03-7,05 (1H, m), 9,50 (1H, brs),
10,86 (1H, s).

[0315]

(STaJJoHHLM nOpuMep 204)

60— [5-XJjop—-4-TUIPOKCU—2— (METOKCUMETUIIOKCHU ) —3—-MeTunbedm] —-5-

MeTu—-4, S—aurmuigpo-2H-OMpuIia3vMH—3—-0H

[(XuMm. 217]
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‘H-AMP (DMSO-d6) o6: 0,91 (3H, 4, J=7,3 Tu), 2,16 (3H, s),
2,23 (1H, dd, J=1¢,8, 5,4 Tu), 2,64 (1H, dd, J=1¢,8, 7,0 TITu),
3,10-3,19 (1H, m), 3,41 (3H, s), 4,89 (1H, d, J=6,0 TITwu), 4,91
(14, 4, J=6,0 Tw), 7,13-7,15 (1H, m), 9,54 (1H, s), 10,85 (1H,
S) .

[0316]

ClemynmMe COeIMHEHMA [oJIydallM M3 KaXOol'0 COOTBEeTCTBYKIEIO
MCXOOHOTO BelleCTBa aHaJIOTMUYHO DTaJIOHHOMY IIpuMepy 103.

(STaJJoHHEM OpuMep 205)

60— (2-0Top—4-TUOpokKcUu—-5S5-MeTunbeHmsa) —S5-Merun—-4, S—-ourunpo-—-2H-

OUPUIasUH—3—0H

[XuMm. 218]
gﬁdfgﬁbwfji;‘ =
ﬁ%ﬁr'.:" .

'H-AMP (DMSO-d6) &: 1,03 (3H, d, J=7,1 Tu), 2,09 (3H, s),
2,20 (14, d4d, J=1le,7, 3,1 ITwua), 2,64 (1H, dd, J=le¢,7, 6,7 Tu),
3,08-3,16 (1H, m), 6,59 (1H, 4, J=13,2 Tu), 7,32 (1H, dd, J=9,3,
0,7 I'm), 10,19 (1H, brs), 10,87 (1H, s).

[0317]

(STaJJoHHEM OpuMep 206)

6— (2-0Top—-4-TUIPOKCU—-3, S—nuMeTunbeHUI) —5-MeTu—-4, 5—-IUIrmMIpo-

2H-nmpuIasmvMH—3—-0H

[XuMm. 219]
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‘H-AMP (DMSO-d6) 6: 1,03 (3H, d, J=7,2 Tu), 2,10 (3H, d,
J=2,2 Tu), 2,15 (3H, s), 2,20 (1H, dd, J=1le¢,7, 3,4 Tu), 2,63
(14, dd4, J=1e¢,7, 6,7 Tw), 3,05-3,16 (1H, m), 7,14 (1H, d, J=9,0
'), 9,03 (1H, s), 10,87 (1lH, s).

[0318]

ClemynmMe COeIMHEHMA IoJIydallM M3 KaXOol'0 COOTBEeTCTBYKIEIO
MCXOOHOTO BelleCTBa aHaJIOTMUYHO DTAaJIOHHOMY IpuMepy 107.

(STaJJoHHEM OpuMep 207)

60— [5-XJjop—2-bTop—-3-MeTUJI-4- (2-0OKCONPONOKCHK) deHMUII | —5-MeTUJI—

4, 5-nurunpo-2H-nupunasmMH—3-0H

[XuMm. 220]

'H-AMP (DMSO-d6) &: 1,04 (3H, d, J=7,2 Tu), 2,18 (3H, s),
2,21-2,29 (4H, m), 2,69 (1H, 4dd, J=16,8, 6,8 Tu), 3,07-3,17 (1H,
m), 4,72 (2, s), 7,53 (14, 4, J=7,8 T'u), 11,07 (1H, s).

[0319]

(STaJJoHHEM OpuMep 208)

60— [3-XJop—2-bTOop—-5-MeTUI-4- (2-0OKCONPONOKCHK) PeHMII | —5—-MeTUJI—

4, 5-ogurnnpo-2H-OMpruoas3mMH—3-0H

[(XuMm. 221]
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'H-saMP (DMSO-d6) &: 1,04 (3H, d, J=7,2 Tu), 2,19 (3H, s),
2,22-2,30 (1H, m), 2,28 (3H, s), 2,70 (1H, d4dd, J=16,8, 6,8 Tu),
3,09-3,19 (1H, m), 4,73 (2H, s), 7,44 (1H, d, J=8,4 Tu), 11,08
(1H, s).

[0320]

(OTaJoHHEM OpuMep 209)

60— [3-XJyop—2, 5—nudrop—4- (2-okconponokcu) beumys] -5-mermn-4, 5-

IUrmMopo—-2H-OoupniasmMH—3—0H

[(XumMm. 222]

F 0
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‘H-AMP (DMSO-d6) &: 1,05 (3H, d4, J=7,2 Tu), 2,16 (3H, s),
2,26 (1H, d4d, J=1e¢,8, 3,5 Iu), 2,70 (1H, dd, J=1l¢,8, 6,8 TITu),
3,12-3,21 (1H, m), 5,02-5,07 (2H, m), 7,53 (1H, 44, J=13,0, 7,1
T'm), 11,13 (1H, s).

[0321]

(STaJJOHHEM OpuMep 210)

6— [3-XJop—2—- (METOKCUMETUIIOKCHU) —S-MeTUun—-4- (2-

okcomnponokcu) bedmy] —5-MeTmn—-4, S—nurunpo-2H-OmupmuiasvMH—3—-0H

[XuM. 223]
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'H-aMP (DMSO-d6) &: 0,93 (3H, d, J=7,3 Tu), 2,19 (3H, s),
2,25 (1H, dd, J=16,8, 5,6 I'm), 2,26 (3H, 4, J=0,7 Tu), 2,066 (1H,
dd, J=1e6,8, 6,9 I'n), 3,10-3,20 (1H, m), 3,45 (3H, s), 4,66 (2H,
s), 5,01 (1H, 4, J=5,9 Tu), 5,02 (1H, 4, J=5,9 Tu), 7,17-7,18
(1H, m), 10,95 (1H, s).

[0322]

(STaJJOHHEM OpuMep 211)

60— [3-XJop—2- (MeTOKCUMeTUJIOKCHK) —4— (2-okcobByToKcHK) beHmIr] —5-

MeTun-4, 5-nurunpo-2H-nupnunasmMH—3-0H

[(XumMm. 224]
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'H-aMP (CDCls) &: 1,07 (3H, 4, J=7,3 Tu), 1,14 (3H, t, J=7,3
'), 2,41 (1H, 44, J=1¢,9, 4,6 Twu), 2,69-2,85 (3H, m), 3,30-3,40
(14, m), 3,54 (3H, s), 4,63 (2H, s), 5,04 (1H, d, J=5,6 TITwu),
5,18 (1, 4, J=5,6 TIu), 6,63 (1H, 4, J=8,8 Iu), 7,21 (1H, d,
J=8,8 I'u), 8,52 (1H, brs).

[0323]

(STaJJOHHL OpuMep 212)

HoJyudueHHne 60— [3—-xJ0p—4- (2-TUIPOKCU—2—-MEeTUJINPOIOKCH) —2—

(METOKCUMEeTUIIOKCHU) bedmIi ] —5—-MeTun—-4, S—ourmgpo—-2H-Oupnioas3mMH—-3—0Ha

[XuM. 225]
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0.

Cmech 6- [3—-xJ0p—4-TUIPOKCU—2— (METOKCUMETUIIOKCH ) QeHUII] —5-—
MeTwJI-4, S-ourunpo-2H-nuproa3mMH-3-0Ha (»TajlIoHHBEM Opumep 99, 130
MI') , 1l-xJop-2-MeTuii-Z2-IporaHojia (0,268 wiI) M KapboHaTa Kajausd
(241 mr) B sTa”Hojye (2,0 wi)/Bome (0,2 M) nepeMemmBay npu 80°C B
TedueHre 7/ YacoB. PeaKUMOHHYI CMeCh BHUIMBAJIM B BOOHEM pPacTBOP
TUOPpOKCHUOA HaTpud u CMecCh SKCTparmpoBau STUJIalleTaTOM.
OpraHuuecKuUn cJion IIPOMEIBAJIN BOIOM u COJIEBEIM pPacTBOPOM,
BEHICyIIMBaJIM  Han  O0e3BOOHEIM CyJbdaToM HaTpusa U OUIBTPOBAJIMU.
PacTBopuTesie  yOoajajdM C  IIOJIydeHMeM  YyKa3aHHOI'O B 3al'0OJIOBKe
coeIMHeHMS B BuIOe OecuBeTHOTo MacJga (130 mr).

'H-aMP (CDCls) 6: 1,07 (3H, d, J=7,3 Tu), 1,39 (6H, s), 2,42
(14, dd, J=17,0, 4,8 Tu), 2,80 (1H, dd4, J=17,0, 7,0 Tu), 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=8,5 Tu), 7,22 (1H, d, J=8,5
Tu), 8,44 (1H, brs).

[0324]

Cllemynmre COeIMHEeHMA IIoJiydallM M3 KaXIoI'O0 COOTBETCTBYKIEIO
MUCXOIOHOT'O BelleCTBa aHaJIOTMUYHO STaJIOHHOMY NIpuMepy 212.

(STaJJOHHEM oOpuMep 213)

60— [3-XJop—4- (2-TUIPOKCU—2—MEeTUJINPOIOKCHU) —2—

(METOKCUMETUIIOKCHU ) —S—-MeTunbedmi] -5-MeTmnn—-4, S—aurmapo—-2H-

OVMPUIa3UMH—3—0H

[XuM. 226]
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'H-saMP (DMSO-d6) &: 0,93 (3H, d, J=7,3 Tu), 1,28 (6H, s),
2,21-2,29 (1H, m), 2,27 (3H, 4, J=0,7 I'm), 2,66 (1H, dd, J=1l¢,8,
6,9 I'm), 3,10-3,20 (1H, m), 3,45 (3H, s), 3,64 (2H, s), 4,04
(14, s), 5,00 (1H, 4, J=5,8 Tw), 5,02 (1H, d, J=5,8 Tu), 7,15-
7,16 (1H, m), 10,94 (1H, s).

[0325]

(STaJJOHHEM OpuMep 214)

6—[4- (2-TUIDPOKCU—2-METUJIIPOIOKCK) —2— (METOKCUME TUJIOKCHK) —3—

MeTuabeHmsi ] —b-MeTmn—4, S—ourngpo-2H-IupmuiasmMH—3—0H

[(XumMm. 227]

'H-aMpP (CDCls3) &: 1,07 (3H, 4, J=7,3 Tu), 1,38 (6H, s), 2,16
(14, s), 2,24 (3H, s), 2,41 (1H, dd4, J=17,1, 4,6 Tua), 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, 4, J=5,6 Iu), 5,00 (1H, 4, J=5,6 Iu), 6,67 (1H, d,
J=8,5 Iu), 7,14 (1H, 4, J=8,5 T'u), 8,46 (1H, brs).

[0326]

(STaJJOHHLEM OpuMep 215)

06— [5-XJjop—-4- (2-TUIPOKCU—2-METUJINPOIOKCHU) —2—

(METOKCUMETUIIOKCHU ) —3—-MeTunbedmi] —-5—-Me1unn—-4, S—aurmapo—-2H-

OVMPUIa3UMH—3—0H

[XuM. 228]
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'H-sAMP (DMSO-d6) &: 0,93 (3H,

d, J=7,3 T'm), 1,28 (6H, s),
2,251 (1H, dd, J=16,8,

58 Im), 2,255 (3H, d,

J=0,6 Tu), 2,66
(1H, dd, J=16,8, 6,9 Tu),

3,09-3,20 (1H, m), 3,42 (3H,

s), 3,64
(2H, s), 4,66 (1H, s), 4,92

(1, 4, J=6,0 Tu), 4,96 (1H, d,

J=6,0 I'u), 7,24-7,25 (1H, m), 10,94 (1H, s).

[0327]

Cilenywumye COeIMHEHUd IIoJydaliM M3 KaXOoT'0 COOTBETCTBYKIEIO
MCXOOHOTO BelleCTBa aHaJIOTMUYHO DTAaJIOHHOMY IIpuMepy 135.

(STaJJOHHEM OpuMep 216)

3-[6-XJop—-3-dTop—-2-MeTUgI-4- (d-MeTUJI-6-0KCcOo—-4, S—nmurunpo-1H-

OUPMIasUMH-3-1Jl) beHOoKCHK ]| -2, 2-IUOTOpHOPOoInIMe TaHCYJIbLboHAT

[XuMm. 229]

'H-AMP (DMSO-d6) o&: 1,04 (3H,

d, J=7,2 I'm), 2,22-2,30 (4H,
m), 2,09 (1H, dd, J=16,8,

6,8 I'm), 3,09-3,18 (1H,
s), 4,43 (2H, t, J=13,3 Tu), 4,75
d, J=7,8 I'u), 11,09 (1H, s).

[0328]

m), 3,34 (3H,
(24, t, J=13,5 Twu), 7,57 (1H,

(STaJJOHHLM OpuMep 217)

3-[2-XJop-3-dTOop—-6—-MeTUI—-4- (d—-MeTUJI—-6—-0KCco—4, S—nurunpo-1H-

OMPUIOA3UMH-3-WJ) DeHOKCHK ]| —2, 2-IUOTOPOPOOMJIMEe TaHCYJIbLHOOHAT
[XuMm. 230]
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'H-saMP (DMSO-d6) &: 1,05 (3H, d, J=7,2 Tu), 2,26 (1H, dd,
J=1l6,8, 3,8 TIu), 2,30 (3H, s), 2,70 (1H, dd, J=1l6,8, 6,8 TIu),
3,10-3,20 (l1H, m), 3,34 (3H, s), 4,44 (2H, t, J=13,2 Tu), 4,75
(24, t, J=13,5 T'u), 7,48 (1H, 4, J=8,2 Iu), 11,10 (1H, s).

[0329]

(STaJJOHHEM OpuMep 218)

2,2=-Inbrop-3-[3-bTop—-2, 6—nuMeTun-4- (d-MeTUJI-6-0KCc0O—-4, 5—-

ourmaopo-—1H-noupniasmuH—3-1Jl) beHOKCHU | OpoOnIMe TaHCyJIbboHAaT

[(XumMm. 231]

'H-AMP (DMSO-d6) 6: 1,04 (3H, d4, J=7,2 Tu), 2,19 (3H, d,
J=2,3 I'm), 2,24 (l1H, dd, J=le¢,8, 3,8 ITwu), 2,25 (3H, s), 2,67
(14, dd4, J=16,8, 6,8 ITwua), 3,00-3,17 (1H, m), 3,31 (3H, s), 4,27
(24, t, J=13,2 Tu), 4,74 (2H, t, J=13,6 Tu), 7,28 (1H, 4, J=8,8
T'm), 11,00 (1H, s).

[0330]

(STaJIOHHEM OpuMep 219)

3-[2-XJop-3, 6—agudTop—-4- (4—-MeTUJI-6-0KCco—4, S5S—agurmunpo—-1H-

OMPUIOA3UMH-3-WJ) DeHOKCHK ]| —2, 2-IUOTOPOPOOMJIMEe TaHCYJIbLHOHAT

[XuMm. 232]
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‘H-AMP (DMSO-d6) o6: 1,05 (3H, 4, J=7,2 Tu), 2,27 (1H, dd,
J=1¢6,9, 3,8 Tu), 2,71 (1H, dd, J=16,9, 6,8 Twu), 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).

[0331]

ClemynumMe COeIMHEHMA IoJIydallM M3 KaXOol'0 COOTBEeTCTBYKIEIO
MCXOOHOTO BelleCTBa aHaJIOTMUYHO DTAaJIOHHOMY IpuMepy 144.

(3TaJIOHHHEM OpuMep 220)

6-(4-{[ (1S*,2R*)-2- (TpeT-—

OV TUIIMME TUJICUIIMIIOK CYUME TWJI ) HIMKJIONPONIUJI | METOKCHU } —3—-XJIOp—2—

dropdennyi) —S5-MeTun-4, S—nurunpo-2H-nupunasmMH—3-0H

[XuMm. 233]

'H-AMP (CDCls) o6: 0,04 (3H, s), 0,05 (3H, s), 0,49 (1H, d,
J=5,¢6 I'mu), 0,85-0,95 (10H, m), 1,21 (3H, 4, J=7,1 Twu), 1,25-1,37
(14, m), 1,38-1,49 (1H, m), 2,44 (1H, dd4, J=17,1, 3,2 Twu), 2,74
(14, dd4, J=17,1, 6,7 T'u), 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).

[0332]

(STaJIOHHL OpuMep 221)
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6— (4-{[(15*,2R*)-2- (TpeT—

OV TUIIOMME TUJIICUIMIIOKCUME TIJI ) IMKJIOIPONINII | METOKCHK } —3—XJIOp—5-—

MeTuJnbednl) —5-MeTuy—-4, S—amurmapo—-2H-Oupuiga3mvH—3—0H

Ja_<
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'H-saMP (CDCls) &: 0,046 (3H, s), 0,054 (3H, s), 0,38-0,45
(14, 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 (l1H, m), 2,69 (l1H, dd, J=17,1, 6,8
I'm), 3,23-3,34 (l1H, m), 3,71 (2H, 4, J=7,1 Tu), 3,94 (1H, dd,
J=10,4, 7,9 Tw), 4,12 (1H, dd, J=10,4, 7,4 Tu), 7,48 (1H, d,
J=2,2 Iu), 7,60 (1H, d, J=2,2 ITu), 8,54 (1H, brs).

[0333]

[(XuMm. 234]

¢l

(3TaJJOHHL IOpuUMep 222)

6— (4-{[(15*,28*)-2- (TpeT—

OV TUIIOMME TUJICUIIMIIOKCHYUME T ) IMKJIOIPONINII | METOKCHU } —3—XJIOp—2—

bropdbermst) —S5-MeTun—-4, S—ourunpo-2H-nupuiasvMH—3—0H

[XmuM. 235]

'H-AMP (CDCls) 6: 0,06 (6H, s), 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'm), 2,74 (14, dd4, J=17,0, 6,7 T'u), 3,22-3,33 (1lH, 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 I'm), 8,51 (1H, brs).

[0334]
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(STaJJOHHLI OpuMep 223)

6—{4-[(Z2)-4- (TpeT-OYTUIIMME TUJICUJIIMIIOKCHU ) —2—-OYVTEeHUJIOKCHU ] -2 -

dTop—-3, S—numMeTunbeHm } —S-MeTun—-4, S—ourunpo-2H-OmupmrIas3vMH—3—-0H

[XuM. 236]

'H-saMP (CDCljz) 6: 0,06 (6H, s), 0,89 (9H, s), 1,20 (3H, d,
J=7,2 Tu), 2,22 (3H, 4, J=2,4 Tu), 2,26 (3H, s), 2,43 (1H, dd,
J=17,0, 3,4 Tu), 2,74 (1H, dd4, J=17,0, 6,7 Tu), 3,22-3,32 (1H,
m), 4,21-4,28 (2H, m), 4,42 (2H, 4, J=5,3 Tu), 5,72-5,86 (2H,
m), 7,21 (1H, 4, J=8,8 I'u), 8,47 (1H, brs).

[0335]

(STaJIOHHEM OpuMep 224)

6—{4-[(Z)-4- (TpeT-OYTUIIMUME TUJICUJIUIIOKCHU ) —2—-OYTeHUJIOKCKU | —3—

XJ0p—2-0Top—5-MeTUuanbeHMI } —5—MeTma—4, S—auruigpo-2H-OupmuiasmH—3—0H

[XuMm. 237]

'H-AMP (CDClj3) 6: 0,06 (6H, s), 0,89 (9H, s), 1,21 (3H, dd,
J=7,2, 0,6 Im), 2,27-2,30 (3H, m), 2,45 (1H, dd, J=17,0, 3,4
I'n), 2,74 (1H, 44, J=17,0, 6,7 Tu), 3,22-3,31 (1H, m), 4,25-4,28
(2ZH, m), 4,59-4,63 (2H, wm), 5,74-5,87 (2H, m), 7,31 (1H, dd,
J=¢,3, 0,7 I'um), 8,52 (1H, s).

[0336]

(STaJIOHHEM OpuMep 225)
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6—{4-[(Z2)-4- (TpeT-OYTUIIMME TUJICUJIIMIIOKCHU ) —2—-0OYVTEeHUJIOKCH ] =3 —

XJop—2, 5—nudrTopdbeumn} -5-Merun—-4, S-nurunpo-2H-Ompmrioas3mMH—3—-0H

[XuM. 238]

'H-saMP (CDCljz) 6: 0,06 (6H, s), 0,89 (9H, s), 1,22 (3H, d,
J=7,2 I'm), 2,46 (1H, dd4, J=17,0, 3,1 Tw), 2,73 (1H, dd, J=17,0,
6,8 I'm), 3,25-3,34 (1H, m), 4,25-4,29 (2H, m), 4,82-4,86 (2H,

m), 5,71-5,84 (2, m), 7,34 (1H, dd4, J=11,7, 7,0 Tu), 8,55 (1H,
S) .

[0337]

(STaJIOHHEM OpUMep 226)

6—{4-[(Z2)-4- (TpoeT-0VTUIIUME TUJICUJIUIIOKCHU ) —2-0OVTEeHUJIOKCHU ]| -2 -

ITUMIPOKCU—-3-MeTunbedmn} —-5-MeTun—-4, S—gurugpo-2H-nupuigasmuH—3—-0H

[XuMm. 239]

S gﬁw%ffmé
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'H-AMP (CDCls) 6: 0,09 (eH, s), 0,92 (9H, s), 1,29 (3H, d,
Jg=7,3 Tw), 2,14 (3H, s), 2,47-2,53 (l1H, m), 2,73 (1H, dd,
J=16,9, 6,6 Iu), 3,40-3,51 (1H, m), 4,30-4,35 (2H, m), 4,67-4,71
(2ZH, m), 5,69-5,80 (2H, m), 6,46 (1H, d4, J=8,8 ITu), 7,21-7,28
(14, m), 8,38 (1H, s), 11,90 (1H, s).

[0338]

(STaJJOHHLE OpuMep 227)

6—{4-[(7Z)-4- (TpeT-OYTUJIIMME TUJICUJIMIIOKCHK ) —2—-OYTEeHMUJIOKCHK | —3—

XJIOPp—2-TUIpokcubeHMNI} —-5—MeTma—4, S—ourmgpo-2H-OMpMuIas3rH—3—0H

[XuMm. 240]
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'H-saMP (CDCls) 6: 0,12 (eH, s), 0,95 (9H, s), 1,33 (3H, d,
J=7,o I'm), 2,52-2,59 (l1H, m), 2,78 (1H, dd, J=17,1, 6,6 TIu),
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, 4, J=9,3 TIu), 7,32 (1H, d, J=9,3 Tu),
8,40-8,53 (1H, m), 12,41 (1H, 4, J=2,4 Twn).

[0339]

(STaJIOHHEM OpuMep 228)

HonyvueHue 6-[4- (3-TMIOPOKCUIPONOKCHU) —2— (METOKCUMETUJIOKCH) —3—

MeTunbeHusi ] -b-MeTmn—4, S—ourugpo-2H-nupmuiasmMH—-3—-0OHa

[(XmumMm. 241]

K cvmecu 6-[4-TUOPOKCU-2- (METOKCUMETHUIIOKCHU) —3—-MeTUJIQeHnJI] —5-
MeTuI-4, S-auruapo-2H-nupraoas3mMH-3-0Ha (»TalJIoOHHEM Opumep 98, 611
MT') , 3- (TpeT-0yTUIIOVME TUJICUJIMJIOKCH ) ITpolaH—1-oJia (627 MT') "
TpubeHUIPOCIMHA (864 wMT) B THF (12 w) nodaBjanm  Ouc (2-
MEeTOKCUSTUII) asomukapdbokcuyiar (771 wMr) npm 0°C, a 3aTeM CMechb
epeMellBaJin npu KOMHaTHOM TeMIlepaType B TeueHNe HOUW.

PacTBopuTelb yoaJjldian, a 3aTeM OCTaToOK oummaJim C IIOMOIIEBO

KOJIOHOUHOM XxXpoMaToTpaduM Ha CcuIMkareje (TrenTaH:>TujalleTaT=8b5:
15-35: 6©65) ¢ nojgyueHmMeM OJiegHO—XeJiToTo Macja (1,04 1m). Macio
pPacTBOP AN B THF (10 MII) , K cMecu nodaBJianm bTopun

TeTpadyTuiaaMMoHrsa (1,0 M pacTtBop B THF, 2,76 M) npu 0°C, a 3aTeM
CMeCh IepeMemMBallM IpM KOMHATHOM TeMIlepaType B TeueHue 2,5 uaca.

PeaKLUMOHHYI0 CMeChb KOHIEHTPUPOBAJM, K OCTATKY »nofGaBJSJIM BOIOY, a
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3aTeM CMeChb DBKCTpalMpoBaJiM  sTujlaueTaToM. OpTaHMUYeCKMM  CJIOM
IIPOMEBAJIM COJIEBHM pPacTBOPOM, BHCYMMBAJIM Hal Oe3BOOHEM CyJbdaToM
HaTpud, U OUIBTpOBalY, ¥ PAaCTBOPUTENbL YyHOaJlddu. I[lOJIyUeHHHN
HeOUMIeHHEM IPOOYKT OUMIMAal M C IIOMOMBI KOJIOHOUWHOM XpoMaToITpadmu
Ha CUIMKareJe (renTaH:sTtmialerar=50: 50-0: 100) ¢ n#DoJiydeHMeM
YKasaHHOT'O B 3aloJIOBKe COoeIOMHeHMA B BuIe OecLBeTHOI'O aMOopdHOTO
BemecTBa (635 wMm1).

‘H-AMP (CDC1l5) &: 1,06 (3H, d4, J=7,3 Tu), 1,77-1,85 (1H, m),
2,09 (2H, BuHTeTr, J=6,0 Iwua), 2,19 (3H, s), 2,41 (1H, dd,
J=17,1,, 4,6 Tu), 2,78 (1H, dd, J=17,1, 7,0 Tu), 3,28-3,37 (1H,
m), 3,50 (3H, s), 3,87-3,91 (2H, m), 4,15 (2H, t, J=6,0 Tu),
4,88 (1H, d, J=5,6 Tu), 4,98 (1H, d, J=5,6 Tu), 6,70 (1H, d,
J=¢,5 ru), 7,14 (1H, 4, J= 8,5 I'u), 8,56 (1H, brs).

[0340]

CilenywmMe COeIMHEHUA IIoJydaliM M3 KaXOoT'0 COOTBETCTBYKIETO
MCXOOHOTO BelleCTBa aHaJIOTMUYHO DTAaJIOHHOMY I[IpuMepy 228.

(STaJIOHHEM OpuMep 229)

60— [3-XJjop—4-[ (Z) —4-TUIOPOKCU—2-OYTEeHUJIOKCU ] —2—

(MeTOKCUMeTUIJIOKCHK) beHMII ]| —5—MeTna—4, S—nurmugpo-2H-OupuiasrH—3—0H

[XuMm. 242]

",
e

ﬁ“&wwgmm

H-AMP (CDCls) &: 1,07 (3H, 4, J=7,3 ITu), 1,63-1,68 (1H, m),
2,42 (1H, dd4, J=17,0, 4,8 Iu), 2,80 (1lH, dd, J=17,0, 7,0 Tu),
3,31-3,40 (1H, m), 3,53 (3H, s), 4,29-4,35 (2H, m), 4,72-4,77
(2H, m), 5,02 (l1H, 4, J=5,¢6 ITu), 5,16 (1H, d, J=5,6 ITu), 5,83-
596 (2H, m), 6,78 (l1H, 4, J=8,5 Tu), 7,22 (1H, d, J= 8,5 Tu),
8,52 (1H, s).

[0341]

(STaJJOHHLM OpuMep 230)

6—[3-XJjop—4- (4-TUIPOKCUDBYTOKCHU) —2— (METOKCUMETUIIOKCHK) beHmIi] —

S5-MeTun-4, S5—ourngpo-2H-OupnoasmMH—3—0H




166

[XuMm. 243]
s

'H-saMP (CDCls) 6: 1,07 (3H, 4, J=7,3 Tu), 1,50-1,54 (1H, m),
1,77-1,85 (2H, m), 1,94-2,01 (2H, m), 2,42 (1H, 44, J=17,0, 4,8
'), 2,80 (1H, dd4, J=17,0, 7,0 Tu), 3,32-3,40 (1H, m), 3,53 (3H,
s), 3,74-3,79 (2H, m), 4,11 (2H, t, J=o0,1 TITwu), 5,01 (1H, d,
J=5,0 Im), 5,16 (1H, 4, J=5,6 Tw), 6,77 (1H, 4, J=8,8 Iu), 7,21
(14, 4, J=8,8 I'u), 8,45 (1H, brs).

[0342]

(STaJJOHHEM OpuMep 231)

60— [3-XJjop—4- (3—-TUIPOKCUIPONOKCHK) —2— (MEeTOKCUMETUIIOKCHK ) —=5—

MeTuabeHusi ] —b-MeTmn—4, S—ourugpo-2H-nIupmuiasrMH—3—0H

[(XumMm. 244]

'H-AMP (CDCl;) &: 1,08 (3H, 4, J=7,6 Tu), 1,90 (1H, t, J=5,5
ra), 2,07-2,13 (2H, m), 2,30 (3H, 4, J=0,7 Tu), 2,42 (1H, dd,
J=17,0, 4,9 Tu), 2,80 (1H, dd, J=17,0, 7,0 Tu), 3,30-3,39 (1H,
m), 3,52 (3H, s), 3,97 (2H, td, J=5,9, 5,5 Tu), 4,09 (2H, <,
J=5,9 Tu), 4,98 (1H, d, J=5,4 Tu), 5,12 (1H, d, J=5,4 Tu), 7,08
(14, 4, J=0,7 Tu), 8,49 (1H, s).

[0343]

Clenynmye COeIMHEHMS IIoJiydaslM M3 KaXOoI'0 COOTBEeTCTBYKHIEIO
MCXOIOHOT'O BelleCTBa aHaJIOTMUYHO STaJIOHHOMY IpuMepy 166.

(STaJJOHHLI OpUMep 232)
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3-[6-XJop—-3-dTop—-2-MeTUJI-4- (4-MeTUJI-6—-0KCco—4, S—nurmunpo-1H-

OUPUIOASUH—-3-UJI) PeHOKCU ] -2, 2—nudTopaponmabeHz3o0arT

[XuMm. 245]

'H-aMP (DMSO-d6) &6: 1,03 (3H, d, J=7,2 Tu), 2,20-2,30 (1H,
m, 2,24 (34, 4, J=2,4 I'u), 2,69 (lH, dd, J=le¢,7, 6,7 Tu), 3,07-
3,18 (1H, m), 4,51 (2H, t, J=13,2 Twu), 4,85 (2H, t, J=13,6 Tu),
7,52-7,62 (3H, wm), 7,70-7,75 (1H, m), 8,00-8,07 (2H, m), 11,09
(1H, s).

[0344]

(STaJJOHHEM OpuMep 233)

3-[2-XJop—-3-dTop—-6-MeTua-4- (d-MeTUJI-6-0KCcOo—-4, S—nurunpo-1H-

OUpUIasmMHa—3-wuJ) beHokcu ] -2, 2—nudTopaponmnabdeHsoar

[XuMm. 246]

'H-AMP (DMSO-d6) &: 1,04 (3H, d4, J=7,1 Tu), 2,26 (1H, dd,
J=1l6,8, 3,7 Tu), 2,30 (3H, s), 2,70 (1H, dd, J=16,8, 6,8 TIu),
3,09-3,19 (l1H, m), 4,52 (2H, t, J=13,1 Twu), 4,85 (2H, t, J=13,6
I'm), 7,47 (14, 4, J=7,9 Twu), 7,55-7,62 (2H, m), 7,69-7,76 (1H,
m), 8,01-8,07 (2H, m), 11,10 (1H, s).

[0345]

(STaJIOHHL OpuMep 234)

2, 2=-IndTop—-3-[3-bTOop—-2, 6—muMeTmuI-4- (d—-MeTHUJI-6-0KCco—-4, 5—

ourunpo-—1lH-noupnunoasmMH—3-1uJ) deHokcCcU | DponmabeH30aT

[(XuMm. 247]




'H-gamMpP (DMSO-d6) &6: 1,03 (3H, d, J=7,2 Tu), 2,18 (3H, d,
J=2,2 TI'm), 2,23 (3H, s), 2,24 (1H, dd, J=le6,7, 3,9 Tu), 2,66
(14, d4dd, J=1le,7, 6,8 IT'u), 3,006-3,16 (1H, m), 4,36 (2H, t, J=13,2
I'n), 4,84 (2H, t, J=13,7 Tw), 7,27 (1H, 4, J=8,9 Tu), 7,54-7,62
(2, m), 7,09-7,75 (1H, m), 8,02-8,08 (2H, m), 11,00 (1H, s).

[03406]

(STaJJOHHEM OpuMep 235)

3-[2-XJop-3, 6—nudbrop-4- (4-MeTUJI-6-0KCc0o—-4, S—ourunpo-1H-

OMpMOasmMHE—-3-uJ) beHoKkcu ] -2, 2—-nubropnponmabeH30aT

[XumMm. 248]

'H-aMpP (DMSO-d6) &: 1,04 (3H, d, J=7,2 Tu), 2,27 (1H, dd,
J=1l6,8, 3,6 Iu), 2,71 (l1H, dd4, J=16,8, 6,9 ITu), 3,11-3,21 (1H,
m), 4,75 (24, t, J=13,0 I'uy), 4,83 (2H, t, J=13,7 Tu), 7,52-7,65
(34, m), 7,068-7,75 (1H, m), 7,97-8,05 (2H, m), 11,17 (1H, s).

[0347]

(STaJJOHHLI OpUMep 236)

[HoJydueHHMe 3-[2-xJop—-3-THUapokcu—-4- (d-MmeTmuja—-6-okco—-4, 5-

mrunpo—l1H-OupunoasmH—3-uJl) deHokcHu ]| -2, 2—nudTopOponmabeHz30aTa

[XuMm. 249]
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CyCIrieH3M 6- [3—-xJ0p—4-TUIPOKCU—2— (METOKCUMETUIIOKCH ) QEHUIT] —

5-mMeTni-4, S5S-ournopo-2H-nupuna3mMH-3-0Ha (®TaJIOHHEM oOpuMmep 99, 350
MI') , 2,2-IndTop-3- (MeTMJICYJIEOOHUIIOKCHU) IPONIMIJIMETAaHCYJIbQOoHaTa (943

MI') M KapboHaTa uesuda (1,53 1) B NMP (2,0 MI) OepeMellMBaJIM IIpU

150°C mom meMcTBUEeM MMKPOBOJIHOBOTO M3JIyUeHUS B TeueHre 30 MMHYT.
K peaklmMoHHOM cMecu moBaBJsaJIM BOOY M CMeChb BKCTparmMpoBaJu
sTUlaneTaToM. OpTraHMUYeCcKMM  CJIOM IIPOMHEBAJM BOIOM U COJIEBHM
pPacTBOpPOM, BHICYIIMBaJIN Harz ©e3BOOHEM cyJpdaToM  HaATPUH, u
OMIILETPOBAaNIM, ¥ PaACTBOPUTEJL yHalaau. OCTaTOK ouMmalM C IIOMOIBIO
KOJIOHOUHOM XpoMaToTrpaduu Ha CcuimMkarejye (renTaH:sTuilaneTaTr=50:
50-0: 100) C [IOJIYUEeHUEM cMecH, comepxaien Heobxoomumoe
IPOMEeXyTOUHOe CcoelMHeHMe. PacTBOP IIOJIYyUeHHOM cMecu U OeHBo0aTa
HaTtprsa (121 wMmr) B NMP (2,0 ™M) nepememupBanu npu  180°C non
oecTBMEeM MMKPOBOJIHOBOTO M3JIyUeHMsS B TeueHue 30 MUHYT. K

peaKLU/IOHHOIZ CMeCHr no0aBJISaIIN BOLIY u CMeChb SKCTpal'MpOBaJin

STUIIalleTaToOM. OpraHnyeCcKui CJIOV  HOpPOMHBaJM  BOIOM U COJIeBLEIM
pPacTBOPOM, BLHICYIIMBAJIA Ham Bes3BOIHLEIM cyJbdaToMm HaTpUH, n
1L TPOBAM, ¥  PacTBOPUTENL yIOalsaldu. IoJYUYeHHHEM  HeOUMIeHHBM

OPOOYKT OUMIaJM C I[IOMOMBI KOJIOHOUHOM XpoMaToTrpaduM Ha CuIMkKareie
(TenTaH:>TUJaleTaT=67: 33-33: 67), a 3aTeM C IIOMOMLI KOJIOHOUHOM
XpoMaToTrpadnnu Ha MOIMOUIMPOBAHHOM OVOJIOM CUJIMKareje
(renTaH:sTHJlauneTaTr=75: 25-33: 67) C IIOJIYUYeHMEM VYKas3aHHOT'O B
3aTOJIOBKe COeOMHeHMsa B BHKIe OeCUBETHOI'O TBepIOI'O BemecTBa (38
MI') .

'H-AMP (CDCl;) &: 1,28 (3H, d4, J=7,3 Tu), 2,53 (1H, d,
J=16,6 Tu), 2,75 (1H, dd, J=1¢,6, 6,6 Tu), 3,38-3,43 (1H, m),
4,42 (2H, t, J=11,2 Tu), 4,48 (2H, t, J=12,7 Tu), 6,55 (1H, d,



170

J=9,3 Im), 7,31 (1H, 4, J=9,3 Tu), 7,41-7,48 (2H, m), 7,55-7,63
(14, m), 8,00-8,06 (2H, m), 9,10 (1H, s), 12,54 (1H, s).
[0348]

(S3TaJIOHHLE OpuMep 237)

HoJyudueHne 4-BeHB3UTIOoKCU—1—-BpoM—2—dTOop—3—

(TpudbTOpMeTIII) BeH30J1a

[XuMm. 250]

B aTMochepe aproHa K cMecu 4-BeH3UJIOKCHU—1-0BpoM—2—
bTopbeHz0OIIAa (6,10 1) B THF (20 w™iI) 10 KaIJiaM noOaBJIsaJIM
OVMBOIPONNIIaMAL JIUTUS (2,0 M, B CMEeIlaHHOM pacTeope

THF/renrtana/smunbensojya, 13,6 wmi) mnpu -78°C. PeaKUMOHHYID CMeChb
nepeMelBaay IIpKY TOM Xe TeMlIepaType B TeueHre 30 MMHYT, a 3aTeM
K HeM po®aBjasaaM ¥mon (6,61 T). PeaKIMOHHYID CMeCh IepeMelMBaJM IIpu
-78°C B mTeuenme 1,5 uyaca. K peaklLUMOHHOM CMecCH OOOaBJIAIM BOOY U
CMeCh DKCTpaluMpoBajM »TulaleTaToM. OpTaHMUeCKMM CJIOY IIPOMHEIBAJIU
BOOHEIM pPacTBOPOM THOCYJIEbaTa HaTpusd, HACHIMEHHHM BOIOHEM PacTBOPOM
BbukapBboHaTa HaTpuA, a 3aTeM COJIEBHM PacTBOPOM, BHCYMMBAJIM Ham
Be3BOOHEIM cyJnbbaToM HaTpu4, buiasTpOBAN, a 3aTeM
KOHLIEHTPUPORBAJMN . OcTaTok ouumaJm c TIOMOMIBIO KOJIOHOUHOM
XpoMaTorpadmumM Ha CcuIMkKareje (renTaH:s>TuiaueTaT=100: 0-95: 5-91:
9), a BaTeM IIOJIy4YeHHOe TBEPIOOE  BEmMEeCTBO I[IPOMHBAJIM IIYTEM
pacTupaHusa C TelNTaHOM C TIoJydyeHueM OeJloTO0 TBEepOOTO BelMecTBa
(5,12 1). Bejyioe TBepmoe BemecTBO (5,12 1) pacTBOopsaaM B NMP (40
M), a 3arTeM K HeMy HDOOaBJsAIM MeTuiIaudTop (bTopCcylsbQOHWII) aueTaT
(12,8 w™yi1) wu nommm w™Memm (4,79 1©). B aTmMochepe aproHa CMecChb
[lepeMelnBaIn  I[IpKU 100°C B TeueHNe 18 wuyacos. OBecrnieurpalu
OXJIaXIIeHVe peaKUMOHHOM CMeCH IO KOMHATHOWM TeMIepaTypH, K Hel
nofaBJjdaM BOLOYy M STUJalleTaT, a 3aTeM CMeCh OQOUIbETPpOBaliM UYepes

IIOOYVIIKY W3 LHeJiiTa. OTneJleHHBEMN OpI‘aHMT{eCKMﬁ cJIom TP OMEIB aJIr BOIOM
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M COJIEBEIM pPacTBOPOM, BHCYWLMBAJXM HaD Oe3BOIHEM CYJibOaTOM HaTpPUA,
dunrTpOBaIM, a 3aTeM KOHIEeHTpUpOoBalM. IIOJIyUeHHHM HeOUMIeHHHN
IPOOYKT OUMIIaJM C I[IOMOMBK KOJIOHOUHOM XpoMaTorpadum Ha CcuiIMkKareie
(renTal:>TMmJaueTaT=100: 0-83: 17) C TIIOJIYUYEeHMEM VYKas3aHHOTO B
3aTOJIOBKe COelMHeHud B BuUIe OeJIoT'0 TBepOooI'o BellecTea (3,93 1).

‘H-AMP (CDCl,;) o&: 5,17 (2H, s), 6,74 (1H, d, J=8,8 Tun),
7,31-7,43 (5H, m), 7,57-7,63 (1H, m).

[0349]

Cllenypllee COeIMHEHMe IIOJIydalll M3 COOTBETCTBYKIIETO MCXOIHOTO
BelleCTBa aHaJIOTMUHO STaJIOHHOMY IpuMepy 20.

(S3TaJIOHHEM HOpuMep 238)

4-FBeHusujgokcu—-2-dbTop—-3- (TpudbTopMeTHJI) HeH3aJIbde T

[XumMm. 2511

H-AMP (CDCl;) &: 5,28 (2H, s), 6,95 (1H, d, J=8,8 Tu),
7,32-7,45 (5H, m), 8,01 (1H, dd, J=8,8, 7,9 Tu), 10,25 (1H, s).

[0350]

ClenyKllee COeIMHeHMe IOJIydasll M3 COOTBEeTCTBYKHIEIO MCXOIHOTO
BeMlecTBa aHaJIOTMYHO >TaJIOHHOMY NIpuMepy 41.

(STaJIOHHBEM OpuMep 239)

Merui—4-[4-0eH3UJIOKCU—2-bTop—3— (TpudbTopMeTUII) beHmJr] —3-

MeTun-4-okcobyTaHoaT

[XuMm. 252]

L F
T

'H-aMP (CDCls) &6: 1,22 (3H, dd, J=7,0, 0,9 Tu), 2,44 (1H,
dd, J=le¢,8, 5,2 Im), 2,95 (1H, ddd, J=le¢,8, 8,9, 1,8 TITu), 3,64
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(34, s), 3,69-3,79 (1H, m), 5,25 (2H, s), 6,91 (1H, d, J=9,0
Tu), 7,31-7,44 (5H, m), 7,96-8,03 (1H, m).

[0351]

Clenywllee COeIMHEHMe I[IOJIy4dallM M3 COOTBEeTCTBYKHINEI'O MCXOIHOTO
BeMleCTBa aHaJIOTMYHO »TaJIOHHOMY IIpUMepy 63.

(STaJIoOHHEM OpuMep 240)

4-[4-BeHBUJIOKCU—2-dTop—3— (TpUdTOPMETWUII) PeHUJI | —3—-MeTuja—4-

OKCOOyTaHoOBad KUCIOTAa

[XmuM. 253]

R

'H-aMP (DMSO-d6) &: 1,10 (3H, d4, J=7,1 Tu), 2,41 (1H, dd,
J=17,0, 5,3 I'm), 2,71 (1H, ddd, J=17,0, 9,0, 0,9 TIu), 3,55-3,67
(l1H, m), 5,39 (2, s), 7,32-7,49 (6H, m), 8,05-8,13 (1H, m),
12,20 (1H, s).

[0352]

Cjenypllee COeIMHEHMEe IOJiydaJlM M3 COOTBETCTBYKIEIO MCXOIHOTO
BelleCcTBa aHaJIOTMYHO >TaJIOHHOMY IIpuMepy 83.

(STaJJOHHEM OpuMep 241)

06— [4-BeHusujokcu—-2-dbTop—3- (TpudTopMeTMJI) beHms] -S—-MeTmn-4, 5-

OIUTMOgpo—-2H-OMpMIasrMH—3—0H

[XuMm. 254]

'H-aMP (DMSO-d6) &: 1,04 (3H, d, J=7,2 Tu), 2,25 (1H, dd,
J=le,7, 4,2 Tu), 2,69 (1H, dd4, J=1e6,7, 6,7 ITu), 3,05-3,19 (1H,
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m), 5,34 (2, s), 7,28 (1H, d, J= 9,2 Tu), 7,32-7,50 (5H, m),
7,77-7,87 (1H, m), 11,05 (1H, s).

[0353]

Clenywllee COeIMHEHMe I[IOJIy4dallM M3 COOTBEeTCTBYKHINEI'O MCXOIHOTO
BelleCTBa aHaJIOTMUHO STaJIOHHOMY IIpuMepy 98.

(STaJIOHHE OpuMep 242)

6—[2-0Top—-4-TUIPOKCcU—-3— (TpudbTopMeTHUII) beHmi] —5—-MeTmy—-4, 5-

oruopo—2H-OupnnonasmMH—3—0H

[XmuM. 255]

'H-aMP (DMSO-d6) &: 1,04 (3H, d4, J=7,2 Tu), 2,23 (1H, dd,
J=le¢,8, 3,8 Im), 2,67 (l1lH, dd, J=16,8, 6,8 Twu), 3,04-3,15 (1H,
m), 6,9 (1H, 4, J=8,8 I'u), 7,61-7,68 (1H, m), 10,99 (1lH, s),
11,40 (1H, brs).

[0354]

(IMMpuMep 1)

[HoJydeHHue 60— [3-0poM—5-xJiop—4—- (2-TUIOPOKCU—2—

MEeTUINOPONoOKCcHK) bedmJi] —5-MeTun—-4, S—agurnugpo—-2H-OupuiasmMH—3—0H

[XuMm. 256]

K cCMeCcu 6— (3—-0poM—-5-xJiop—4-TUunpokcudeHmsr) —5—MeTmji—4, 5-
ourmopo-2H-nvpunasmH-3-0Ha (®TaJIOHHEM IpYMeDp 87, 300 Mmr),
pPacTBOpPEeHHOTO B 3TaHoJe-Bonme (4: 1, 10 wi), mpobGaBiasaiam 1-xJop—-2-

MeTWUJI—2-TIPOIIaHOJ (0,388 MJT) u KapboHaT Kajmng (522 MI') .
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PeakUMOHHYID CMeEChH Harpeeraljlnm C O@paTHHM XOJOOMUJILHMKOM B TeueHMe 8

yacoe. K peaKHMOHHOﬁ cMecHu nofaBJiANM BOOY UM CMEeCh DBKCTparmMpoBalu

STUIIalleTaTOM. OpraHnyeCcKun CJIOV  HOPOMHBAaJM BOIOM U COJIeBEIM
pPacTBOPOM, BEICYIIVBAJIN Han BHe3BOIHEM cyJbdaToMm HaTPpUH, "
d1JILTPOBAJM, ¥  pPacTBOPUTENL YyIOalaldu. IIoJIYUeHHHEMW  HeOUMIeHHBMN

OPOOYKT OUMIMaJM C IIOMOMBI KOJIOHOUHOM XpoMaToTpaduyM Ha CUIMKarese
(renTaH:>TUIaLeTaT=67: 33-33: 67). IloJlydeHHOe TBEPIOOE BEIECTBO
[IEPEKPUCTAJJIM3O0OBHEBAM U3 2-[pOollaHoJia C IIOJIYUeHUEM YKa3aHHOT'O B
3ar'0JIOBKE COENOMHEHMS B BuIe OeJjioro mnopomka (107 wmr).

TeMnepaTypa LjaBJeHus: 176,6-178,2°C

[0355]

Cilemypuye COeIVMHeHMd IIoJIydaliMd M3 KaXOoI'0 COOTBETCTBYKRIEI'O
MCXOIOHOTO BellecTBa aHaJIOTMUHO OpuMepy 1.

(IlpuMep 2)

6—-[3, 5-Iuxjop-4- (2-TUIOPOKCU—2-MEeTUJIIPOIOKCK) beHMJI] —5-MeTUII—

4, 5-nurunpo-2H-nupunasmMH—3-0H

[XumMm. 257]

'H-AMP (DMSO-d6) &: 1,05 (3H, d4, J=7,3 Tu), 1,29 (6H, s),
2,24 (1H, d, J=16,7 ITwu), 2,69 (1H, dd, J=1le6,7, 7,0 Tu), 3,37-
3,49 (1H, m), 3,75 (2H, s), 4,68 (lH, brs), 7,82 (2H, s), 11,09
(1H, s).

[0356]

(ITpuMep 3)

60— [3-XJop—-2-bTop—4- (2-TUIPOKCURTOKCHU) beHm1] —5-MeTmyn—-4, 5-

IMrMnopo—2H-OvprnoasmMH—3—0H

[XuM. 258]
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'H-gaMp (DMSO-d6) &: 1,04 (3H, 4, J=7,3 Tu), 2,25 (1H, dd,
J=le,7, 3,5 T'm), 2,69 (1H, dd, J=1l6,7, 6,7 ITu), 3,10-3,20 (1H,
m), 3,76 (2H, dt, J=5,4, 5,0 Tm), 4,17 (2H, t, J=5,0 Twu), 4,91
(14, ¢, J=5,4 Tw), 7,10 (1H, dd4, J=8,9, 1,5 Tu), 7,53 (1H, t,
J=6,9 I'um), 11,01 (1H, s).

[0357]

(IMTpuMep 4)

60— [3-XJyop—4- (2-TuUIpokKcuUsTOoKCcHU) —S5—MeTunbeumsa] —5-mermn-4, 5-

IUIrmMopo—-2H-OupniasmMH—3—0H

[XumMm. 259]

TeMIepaTypa ILIaBJeHus: 157,4-157, 6°C
[0358]
(ITpuMep 5)

HoJlydyeHMre 60— [3—-xJop—2-dbTOop—-4- (3-TUIPOKCU—2, 2—

OVMMETUJINPONOKCHK ) deHMNI ] —5—-MeTun—4, S—-murmopo—-2H-OMpnoasmMH—3—0Ha

[XuMm. 260]
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CyCIieH3M 6— (3—-xJop-2-dpTop—-4-rUunpokcudbdeHmr) —-5-Mmetmii—-4, 5-
oIUTHUIpo-2H-nupunasmuH-3-0Ha (»TajIoHHBEM OpuMep 89, 302 wMmr), 3-
OpoM-2, 2-numMeTuii-1-nponanoja (0,434 wi) u kapOoHaTa uUe3ug (767
MI') B NMP (3 MJI) nepeMemmBagn  OIpuU 130°C infe}i! OeMCcTBUEM
MUKPOBOJIHOBOT'O MB3JIYUYEHMHA B TeueHMe ONOHOTO dYaca. PeaKUMOHHYIO
CMeCh BHUIMBaJM B BOLYy M CMeCh 5SKCTpalMpoBaJiM STUJaLeTaToM.
OpraHuuecKuUn cJion IIPOMEIB AJIN BOIOM u COJIEBEIM pPacTBOPOM,
BHICYIIMBAJIM Hal Oe3BOOHBEIM CyJIbdaToM HaATPpMUA, U OQUILTPOBaN, WU
PacTBOPUTEJNL YyHaJadu. I[lOJIyUeHHHM HEOUMIEHHHM IPOOYKT OuUMIalX C
IIOMOIIBIO KOJIOHOUHOM XpoMaTorpadum Ha AMVMHOMO OUOMUMPOBaHHOM
cuJIMkarese (renTal: sTuilaueTaT=50": 50-0: 100 -
sTUJIaleTaT : MeTaHoJ=90: 10) u HeOoOXOOUMEIe bparuum
KOHLEHTpUPOoOBaJiM. OCTaTOK KPUCTAJJIM30BaJIM M3 >TUalleTaTa M OCalKu
cobupasu Ha QUIbTpe C IIOJIYUYEeHMEM yKas3aHHOTO B  3al'0OJIOBKE
coeIMHeHMS B BuIOe OeJioro mopomka (37 MT).

'H-AMP (DMSO-d6) &: 0,96 (6H, s), 1,04 (3H, d, J=7,1 Tu),
2,25 (1H, dd, J=16,9, 3,7 Tu), 2,69 (1H, dd, J=16,9, 6,8 Tu),
3,11-3,18 (1H, m), 3,31 (2H, d, J=5,4 Tu), 3,86 (2H, s), 4,65
(14, t, J=5,4 Tu1), 7,06 (1H, dd, J=8,8, 1,5 Tu), 7,53 (1H, ¢t,
J=8,8 I'u), 11,01 (1H, s).

[0359]

Crlemynive COeIMHEHMA IOoJydallM M3 KaXIoI'0 COOTBETCTBYHIETO
MCXOIOHOT'O BelleCTBa aHaJIOTMUHO IIpUMepy 5.

(ITpuMep 6)

6—[3,5-IIndrop—4- (3-TUIPOKCU—2, 2—IOUMME TUJIINPOINOKCHK ) beHm] —=5-

MeTu—-4, S—auruiapo-2H-OMpmuIia3vMH—3—-0H

[XuMm. 261]
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'H-aMP (DMSO-d6) &: 0,93 (6H, s), 1,04 (3H, d, J=7,3 Tu),
2,23 (14, 4, J=l6,7 Tu), 2,68 (1H, dd, J=1le6,7, 7,0 Tu), 3,27
(24, 4, J=5,3 Tu), 3,34-3,42 (1H, m), 3,92 (2H, s), 4,62 (1H, t,
J=5,3 I'u), 7,44-7,57 (2H, m), 11,05 (1H, s).

[0360]

(ITpumMep 7)

60— [3-XJjop—-5-bTop—-4- (3-TUIPOKCU—2, 2—IUMETUJIIPOIOKCK) beHMJI] —

S5-MmMermun-4, b—nurmugpo-2H-OupniasmMH—3—0H

[XuM. 262]

'H-AMP (DMSO-d6) o&: 0,96 (6H, s), 1,04 (3H, d, J=7,3 Tu),
2,23 (1H, 4, J=16,9 Twu), 2,69 (1H, dd, J=16¢,9, 6,8 Iu), 3,29-
3,34 (2H, m), 3,36-3,46¢ (1H, m), 3,92 (2H, 4, J=1,7 Tu), 4,6l
(14, brs), 7,63 (1H, dd, J=12,8, 2,1 Twu), 7,66-7,68 (1H, m),
11,06 (1H, s).

[0361]

(ITpuMep  8)

60— [2-0T0op—4- (3—-TUIPOKCU—2, 2—IMMETUIINPOIOKCH) —3—-MeTUIhdeHMII ] —

S-MeTma-4, b—mourmgpo-2H-OMpMIas3MH—3—0H

[XuM. 263]
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'H-aMp (DMSO-d6) &: 0,95 (6H, s), 1,03 (3H, d, J=7,2 Tu),
2,11 (3H, 4, J=2,2 Tm), 2,22 (1H, dd, J=le¢,7, 3,7 Tu), 2,066 (1H,
dd, J=1e¢,7, o,7 Twm), 3,07-3,16 (1H, m), 3,29-3,32 (2H, m), 3,75
(24, s), 4,63 (1H, t, J=5,4 Tu), o,84 (1H, 4, J=8,5 Tu), 7,37
(1§, t, J=8,5 I'u), 10,91 (1H, s).

[0362]

(IMTpuMep 9)

6—[2,3-Indrop—4- (3—TUIOPOKCU—2, 2—IOUMETUJIIPONOKCHK) deHMII] —5-

MeTun—-4, S5-nurunpo-2H-nupnnasmMH—3-0H

[XuMm. 264]

'H-AMP (DMSO-d6) &: 0,94 (eH, s), 1,05 (3H, d, J=7,3 Tn),
2,25 (14, d4d, J=1le,7, 3,3 Iu), 2,70 (1H, dd, J=le¢,7, 7,0 Tu),
3,10-3,22 (1H, m), 3,28 (2H, 4, J=5,4 Tu), 3,85 (2H, s), 4,67

(14, t, J=5,4 1™1), 7,03-7,14 (1H, m), 7,30-7,45 (1H, m), 11,02
(1H, s).

[0363]

(ITpumMep 10)

6—[2,3-IndrTop—4- (3-IMIPOKCUNPONOKCHU) beHMI] -—5-MeTmnn—-4, 5-

IMrmuopo—2H-OvpnnoasmMH—3—0H

[XuM. 265]
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'H-aMP (DMSO-d6) &6: 1,05 (3H, d, J=7,1 Tu), 1,84-1,95 (2H,
m), 2,25 (1lH, dd, J=16,9, 3,3 Tu), 2,70 (1H, dd, J=1l6,9, 6,8
I'm), 3,09-3,23 (1H, m), 3,49-3,64 (2H, m), 4,20 (2H, t, J=6,3
I'm), 4,59 (1H, t, J=5,1 Twu), 7,03-7,15 (1H, m), 7,34-7,44 (1H,
m), 11,03 (1H, s).

[0364]

(IMIpumMmep 11)

6—[3-BpoM—5-dbTop—-4- (3-TUIpoKCcUlIponoKkcu) beumyn] -5-meTmn-4, 5-

IUrmMopo—-2H-OoupniasmH—3—0H

[XuM. 266]

'H-AMP (DMSO-d6) o6: 1,04 (3H, d, J=7,3 Twu), 1,82-1,92 (2H,
m), 2,23 (1, 4, J=le¢,8 TIu), 2,69 (1H, dd, J=16,8, 6,9 TITu),
3,35-3,45 (1H, m), 3,55-3,64 (2H, m), 4,16-4,24 (2H, m), 4,54
(14, t, J=4,8 I'u), 7,67 (1H, dd4, J=12,7, 2,1 Tu), 7,82 (1H, t,
J=2,1 I'u), 11,07 (1H, s).

[0365]

(ITpyumMmep 12)

60— [3-BpoM—2-dbTop—4- (3-TUIPOKCUNPOINOKCK) beHms] -S—-MeTmn—-4, 5-

IMruopo—2H-OuprnoasmMH—3—0H

[XuM. 267]
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'H-gaMp (DMSO-d6) &: 1,04 (3H, 4, J=7,2 Tu), 1,85-1,95 (2H,
m), 2,24 (1H, dd, J=16,9, 3,7 TIu), 2,69 (1H, dd, J=1l6,9, 6,8
I'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 Tu), 7,04 (1H, 44, J=8,9, 1,0 Twu), 7,58
(14, t, J=8,9 I'm), 11,02 (1H, s).

[0366]

(IMTIpumMmep 13)

6—[3,5-Indrop—-4- (3—-I'MIOPOKCUIPONOKCHK) beHMT] —5-MeTmi—-4, 5—

IUIrmMopo—-2H-OupniasmMH—3—0H

[XuM. 268]

‘H-AMP (DMSO-d6) &: 1,05 (3H, 4, J=7,3 Tu), 1,77-1,89 (2H,
m), 2,24 (1, d4, J=1¢,7 TITwu), 2,68 (1H, dd, J=1le¢,7, 7,0 TIwa),
3,33-3,47 (1H, m), 3,51-3,62 (2H, m), 4,23 (2H, t, J=6,3 Twu),
4,53 (1H, t, J=5,0 T'u), 7,45-7,61 (2H, m), 11,06 (1H, s).

[0367]

(ITpumMmep 14)

06— [4- (3-TMOPOKCHUIOPONOKCHU) =3, S—nuMeTmadedmi ]| —5-MeTmyi—-4, 5-

IMrmunpo—2H-OvpnnonasmMH—3—0H

[XuM. 269]




181

'H-saMP (DMSO-d6) o6: 1,05 (3H, d, J=7,2 Tu), 1,84-1,93 (2H,

m)y, 2,21 (1H, 4, J=16,8 Tu), 2,24 (6H, s), 2,64 (1H, dd, J=1le¢,8,

6,9 I'm), 3,30-3,40 (1H, m), 3,58-3,66 (2H, m), 3,82 (2H, ¢t,

J=6,4 T'u), 4,50 (1H, t, J=5,1 Tu), 7,44 (2H,
[0368]

s), 10,86 (1H, s).

(ITIpumep 15)

60— [3-XJjop—-5-bTop—-4- (3-—TUIpokKCcUlIponokcu) beumn] -5-mermn-4, 5-

IUrmMopo—-2H-OupniasmMH—3—0H

[XumMm. 270]

'H-aMpP (DMSO-d6) &: 1,04 (3H, 4, J=7,3 Tu), 1,80-1,92 (2H,

m), 2,24 (14, 4, J=1¢,9 Twu), 2,69 (1H, dd, J=16,9, 7,0 Tu),

3,35-3,47 (1H, m), 3,52-3,64 (2H, m), 4,14-4,2¢6 (2H, m), 4,53

(14, t, J=5,1 '), 7,00-7,72 (2H, m), 11,06 (1H,
[0369]

s) .

(IMpuMep 16)

6—[3, 5-IInxjiop—4- (3-I'MIPOKCUNPONOKCHU) beHm1] —5-MeTmnn—-4, 5-

IMrmuopo—2H-OvprnonasmMH—3—0H

[(XuMm. 271]
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'H-aMp (DMSO-d6) &: 1,04 (3H, 4, J=7,3 Tu), 1,87-1,98 (2H,
m), 2,23 (1, 4, J=17,0 Tun), 2,69 (1H, dd, J=17,0, 7,0 Twu),
3,36-3,49 (l1H, m), 3,57-3,066 (2H, m), 4,10 (2H, t, J=6,5 Tu),
4,53 (1H, t, J=5,1 Tw), 7,82 (2H, s), 11,08 (1H, s).

[0370]

(IMTIpumMmep 17)

60— [3-XJyop—4- (3—-IMIPOKCUIPONOKCHK) —S-MeTUunbeum ] —-5—-MeTna—-4, 5-

IUIrMopo—-2H-OupniasmMH—3—0H

[(XumMm. 272]

TeMIepaTypa ILIaBJeHus: 129,7-132, 6°C

[0371]

(ITpuMmep 18)

06— [3-BpoM—5-xJ10p—4- (3-TUIPOKCUNPOINOKCK) beHM] —S—-MeTmn—-4, 5-

OUTMOpo—-2H-OMpMIasrMH—3—0H

[XuMm. 273]
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TeMnepaTypa LjaBJjeHus: 153,0-156, 6°C

[0372]

(IMTpMep 19)
60— [3-XJop—-2-bTop—-4- (3-ITMIPOKCUIPONOKCHU) beHmI1 ] -—S5-MeTmyn—-4, 5-

ouruopo—2H-OupnunoasmMH—3—0H

[(XumMm. 274]
o Gx\f/”x\jfgﬁ

HN X . Gl
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0
'H-AMP (DMSO-d6)
2,25 (1H, dd, J=le¢,7, 3,5 Twu),

6: 1,04 (3H, d4, J=7,3 Tu), 1,87-1,93 (24,

2,70 (1H, dd, J=le¢,7, 6,7

m),
(2H, m), 4,21 (2H, t, J=6,3

T'm),
I'm), 4,59 (1H, t, J=5,1 Tu), 7,09

J=6,8 I'u), 11,02 (1H, s).

3,10-3,19 (1H, m), 3,56-3,62
(14, 44, J=8,8, 1,5 I'm), 7,55

(1H, t,
[0373]

(ITpumMmep 20)
60— [3-0T0op—4- (3—-TUIPOKCUIPONOKCHK) —S—-MeTunbeHms] —-S5—-MeTmga—-4, 5-

OIUTMIpo—2H-OMpMIas3rMH—3—0H

[XuMm. 275]




184

'H-amMp (DMSO-d6) &: 1,05 (3H, 4, J=7,2 Tu), 1,80-1,90 (2H,
m), 2,22 (1, 4, J=16,8 Tu), 2,27 (3H, s), 2,66 (1H, dd, J=le¢,8,
6,9 I'm), 3,31-3,41 (1H, m), 3,55-3,62 (2H, m), 4,00-4,13 (2H,
m), 4,52 (1H, t, J=5,1 Tm), 7,40-7,48 (2H, m), 10,95 (1H, s).
[0374]

(IMTpuMep 21)

6—-[2-0T0p—-4- (3-TUIOPOKCUIPONOKCHU) —3-MeTunbedms] -5-MeTmyn—-4, 5-

oMruopo—2H-OupnnonasmMH—3—0H

[(XuM. 276]

'H-aMP (DMSO-d6) o6: 1,03 (3H, d4, J=7,2 Tu), 1,84-1,93 (2H,
m), 2,08 (3H, 4, J=2,2 I'u), 2,22 (1H, d4dd, J=1¢,8, 3,7 Tu), 2,66
(14, dd, J=1le¢,8, 6,7 I'n), 3,07-3,17 (1H, m), 3,55-3,63 (2H, m),
4,10 (2, t, J=6,2 Twn), 4,56 (1H, t, J=5,2 Iu), 6,87 (1H, d,
J=¢,8 I'u), 7,38 (1H, t, J=8,8 T'u), 10,92 (1H, s).

[0375]

(MpuMep 22)

60— [3-XJop—-2-bTop—4- (3-I'MIPOKCUNPOINOKCHU) —b-MeTunbedm] —-5-

MeTu—-4, S—agurmunpo-2H-OupmuiasvMH—3—-0H

[(XuMm. 277]

_ :O\\/WOH
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'H-aMP (DMSO-d6) &6: 1,05 (3H, d, J=7,2 Tu), 1,87-1,96 (2H,

Gl

m), 2,22-2,29 (l1H, 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
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T'u), 4,54 (1H, t, J=5,1 Tw), 7,43 (1H, 4, J=8,7 Twu), 11,07 (1H,
s) .
[0376]

(ITpMep 23)

60— [3-O1Uun-2-0T0op—-4- (3-ITMIPOKCUNPONOKCHU) beHmJI ]| —5—-MeTmyn—-4, 5-

oMrmunpo—2H-OupnnonasmMH—3—0H

[XuMm. 278]

'H-aMP (CDCls) 6: 1,15 (3H, t, J=7,6 Tu), 1,19 (3H, 4, J=7,3
I'm), 1,56-1,62 (1H, m), 2,09 (2H, xBuHTeTr, J=6,1 Tu), 2,41 (1H,
dd, J=16,9, 3,4 Tw), 2,63-2,78 (3H, m), 3,21-3,33 (1H, m), 3,85-
3,93 (2H, m), 4,16 (2H, t, J=6,1 ITwu), 6,70 (1H, d, J=8,3 Tw),
7,33-7,38 (1H, m), 8,49 (lH, brs).

[0377]

(IMTpuMep 24)

HoJdydeHMre 6—[3-6poM—2-0bTOop—4- (2-TUIPOKCU—2—

METUJINPONOKCHK) deHMII] —S5—-MeTui—-4, S—-agurunpo-2H-nuprna3mMH—3-0Ha

[XuMm. 279]

| _OH

B aTMochepe aproHa K pacTBoOpyY 6- [3-06poM-2-pTOop—-4- (2-
OKCONIPOIOKCH ) deHnIl] -5-MeTmii—4, 5S-ourunpo-2H-nupunasmMH—3-0Ha
(sTayoHHer npumep 114, 357 mr) B THE (10 MJI) 0o KamjuaM no®aBJISsU

MeTUIMaTrHUMOpoMun (3 M pacTBOp B IURTUIOBOM »sdupe, 1,0 wMiI) mOpu

0°C. PeaKIMOHHYID CMeCh IIepeMemMBaIM IIPYM KOMHATHOM TeMIepaType B
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TeueHMe 23 UYacCoOB. PeaKIMOHHYID CMeCh oxJaxnaau rnpu 0°C, K Hel
D00aBJIAJIM BOIOHHEIM pacTBOP XJOpHMIa aMMOHMSA UM CMeChb BKCTpalrvMpoBRasu
sTUaneTraToM. OpraHMUYeCKUM CJIOM IIPOMEIBAJIM COJIEBHM pPaCTBOPOM,
BHICYIIMBAJIM Hal ©Oe3BOOHHEM CyJbdaToOM HaTpui, ¥ OQUILTpOBaIM, U
PACTBOPUTENE YIalaau. IIOJydeHHHY HEOUMIEHHHM OIPOOYKT OUMMaJu C
IIOMOIBIO KOJIOHOUHOM XxpoMaTorpadun Ha cuImMKarese
(renTaH:>TUIaLeTaT=33: 67-6: 94). IloJlydeHHOe TBepIOe BEIECTBO
IpOMEBAJIM IIYyTeM PpacTUpaHusa C OUM3ONPONMJIOBEIM 5S0MpPOM, a 3aTeM
coBupaiu Ha QUIBTpe C IOJIydeHMeM YyKa3aHHOTO B  3al0JIOBKe
COoenOMHEeHMS B BuIe OeJIOTO TBepHoI'o BellecTBa (18 wMr).

‘H-AMP (DMSO-d6) o6: 1,04 (3H, 4, J=7,3 Tu), 1,25 (6H, s),
2,24 (1H, dd, J=1¢,8, 3,7 Iu), 2,69 (1H, dd, J=16¢,8, 6,8 Iu),
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 T'u), 11,01 (1H, s).

[0378]

Cilemyoumye COeIMHEHUd IoJydaliM M3 KaXIoT'o COOTBETCTBYKIMETO
MCXOIOHOT'O BelleCTBa aHaJIOTMUHO IpuMepy 24.

(IlpuMep 25)

66— [3-XJjop—5-bTop—4- (2-TUIPOKCU—2—MEeTUJINPOIOKCHK) beHMJI ] —5—

MeTuI-4, S5-nurnnpo-2H-nomupnnasmMH—3—-0H

[XmuMm. 280]

s
07

'H-AMP (DMSO-d6) &: 1,05 (3H, d, J=7,3 Tu), 1,25 (6H, s),
2,24 (1H, 4, J=le6,7 Tu), 2,69 (1H, d4dd, J=le,7, 7,0 TIu), 3,35-
3,45 (l1H, m), 3,87 (2H, 4, J=1,2 Tu), 4,04 (1H, s), 7,064 (1H,
dad, J=12,7, 2,2 Tu), 7,68 (1H, t, J=2,2 T'u), 11,06 (1H, s).

[0379]

(ITIpuMep 26)
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6—[3-BpoM—5-bTop—4- (2-TUIPOKCU—2-MEeTUJINPOIOOKCHK ) beHmi] —5-

MeTu—-4, S—aurmiapo-2H-OMprIia3vMH—3—-0H

[XuMm. 281]

s %
07N

'H-saMP (DMSO-d6) &: 1,04 (3H, d, J=7,3 Tu), 1,26 (6H, s),
2,23 (1, d, J=1¢,8 Iu), 2,69 (1lH, dd, J=1¢,8, 6,9 Iu), 3,34-
3,45 (l1H, m), 3,86 (2H, 4, J=1,3 ITwu), 4,64 (1H, s), 7,67 (1H,
dd, J=12,9, 2,1 Iu), 7,81 (1H, t, J=2,1 Tu), 11,06 (1H, s).

[0380]

(Ilpumep 27)

HoJdydeHKue 6-[2,3-ngudrop—-4- (2-TUOPOKCU—2—

MeTUJINponokcu) deumii] —5S5-Mermms—-4, S—-gurunpo-2H-nupunas3mMH—3—-0Ha

E}\f\(ﬁﬁ

[XuMm. 282]

N A -
N XYy YT
i
QﬁﬁL“xx/)K“\ F
CyCIIEH3UD 6- (2, 3—oudrTop-4-ruagpokcudpeHmi) -5-mertmi-4, 5-

ourunpo-2H-nmpunasmH—-3-oHa (480 wmr), 2,2-mguMeTmJiokcupaHa (0,231
MII) M kapboHaTa kajusa (415 mr) B DME (3 MJI) DepeMellMBaJiM IIPpU
160°C mom IelCcTBUEeM MMKPOBOJIHOBOTO M3JIYUeHMS B TeueHre 30 MMHYT.

PeaKIUMOHHYIO CMeCBhb BBEJIMB aJIM B BOOY 17 CMeChb SKCTparmporajin

STUIIALleTaTOM. OpraHMUYeCcKUM CJIOM TIPOMHBAJIM BOOOM UM  COJIEBBEIM
pacTBOPOM, BHICYyIIMBAJM  Han 6e3BOOHEIM CyJbdaToM  HaTpu4, u
dunrTPOBaIM, M PACTBOPUTENbL YyHOaldaau. IIOJIyUeHHHM  HeOUMNeHHBN

IMIPOOYyKT oOodMIaJjiiM C IIOMOIIEBIO KOJIOHOUHOM XpOMaTOPpa(l)T/H/I Ha ClIMRarejle
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(renTaH:>TUaueTar=60: 40-33: 67). IloJlydeHHOe TBEPIOE BEMECTBO
IPpOMEBAJM OYTeM pacTHMpaHMsa C OUM3O0NPONMJIOBEIM 530MpPOM, a 3aTeM
coBupanu Ha QUIBTpe C IOJIydeHMeM YyKa3aHHOTO B  3al'0JIOBKe
COeNMHEHMS B BuIe 0OeJIOT'O TBepHOoIl'O BemecTBa (326 Mr).

‘H-AMP (DMSO-d6) o6: 1,05 (3H, 4, J=7,3 Tu), 1,21 (6H, s),
2,25 (1H, dd, J=16,9, 3,4 Tu), 2,70 (1H, dd, J=16,9, 6,7 Tu),
3,11-3,21 (1, 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).

[0381]

Cilenywmye COeIMHEHUd IIoJiydaliM M3 KaXIOoT'0 COOTBETCTBYKIETO
VMCXOOHOTO BelleCTBa aHaJIOTMUHO IIpuMepy 27.

(ITpumMmep 28)

6—-[2-Tmapokcu—4—- (2-TUIOPOKCU—2-METUJIIPOIOKCHK) —3-MeTunbeHmII ] —

S5-MmMemun-4, b—nurmugpo-2H-nupnuiasmMH—3—0H

[XumMm. 283]

'H-gaMp (DMSO-d6) &: 1,10 (3H, d4, J=7,3 Tu), 1,23 (6H, s),
2,05 (34, s), 2,23-2,31 (1H, m), 2,76 (1H, dd, J=l1le6,7, 6,7 Tu),
3,47-3,57 (l1H, m), 3,74 (2H, s), 4,65 (1H, s), 6,55 (1H, d,
J=9,0 '), 7,42 (1H, 4, J=9,0 I'u), 11,03 (1H, s), 12,46 (1H, s).
[0382]

(IMTpuMep 29)

60— [3-XJop—-2-bTop—4- (2-TUIPOKCU—2-MEeTUJINPOINOKCHK ) beHm] —=5-

MeTun—-4, S—auruinpo-2H-OupuIia3svMH—3—-0H

[XuMm. 284]




'H-gaMp (DMSO-d6) &: 1,04 (3H, d, J=7,3 Tu), 1,24 (6H, s),
2,25 (1H, d4dd, J=16,9, 3,7 Tu), 2,70 (1H, dd, J=16,9, 6,7 Tu),
3,09-3,20 (l1H, m), 3,87 (2H, s), 4,71 (1H, s), 7,06-7,11 (1H,
m), 7,53 (1H, t, J=8,8 I'm), 11,02 (1H, s).

[0383]

(ITpuMep 30)

6—[3,5-Indrop—-4- (2-TUIOPOKCU—2-METUJINIPOIOKCK) beHMJI] —5-MeTUII—

4, 5-nurunpo-2H-nupunasmMH—3—-0H

[XumMm. 285]

S

0
'H-gaMpP (DMSO-d6) &: 1,05 (3H, d4, J=7,3 Tu), 1,20 (6H, s),
2,20-2,27 (1H, m), 2,68 (1H, dd, J=1i¢,7, 7,0 Tu), 3,33-3,43 (1H,
m), 3,89 (2H, s), 4,61 (1H, s), 7,46-7,55 (2H, m), 11,05 (1H,
s) .
[0384]

(IMpuMep 31)

60— [3-XJjop—4- (2-TUIPOKCU—2-MEeTUJINPOINOKCHU ) —S-MeTunbedm] —-5-

MeTu—-4, S—aurmiapo-2H-OupuIia3vMH—3—0H

[XuM. 286]
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'H-AMP (DMSO-d6) &: 1,05 (3H, 4, J=7,3 Tu), 1,28 (6H, s),
2,19-2,26 (1H, m), 2,33 (3H, s), 2,67 (lH, dd, J=16,9, 6,8 Tu),
3,33-3,43 (l1H, m), 3,64 (2H, s), 4,64 (1H, s), 7,58-7,67 (2H,
m), 10,98 (1H, s).

[0385]

(IIpumep 32)

6—[4- (2-TUIOPOKCU—2-MEeTUJINPONOKCHK) =3, S—nuMeTunbeHms ] —5-

MeTun—-4, S5-nurunpo-2H-nupnnasmMH—3-0H

[XumMm. 287]

N
G%\)\

'H-AMP (DMSO-d6) &: 1,05 (3H, d, J=7,4 Tu), 1,27 (6H, s),
2,21 (1H, 4, J=1le¢,7 Tu), 2,26 (6H, s), 2,04 (1H, dd, J=le6,7, 6,8
I'm), 3,32-3,40 (1H, m), 3,46-3,52 (2H, m), 4,60 (1H, s), 7,45
(24, s), 10,87 (1H, s).

[0386]

(IMpuMep 33)

6—-[3-0T0p—-4- (2-TUIPOKCU—2-METUJINPOINOKCHU ) —S5-MeTunbedm] —-5-

MeTu—-4, S—auruinpo-2H-OupmuIia3vMH—3—-0H

[XuM. 288]
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‘H-AMP (DMSO-d6) 6: 1,05 (3H, d4, J=7,2 Tu), 1,23 (6H, s),
2,22 (1, d, J=1e¢,7 Tu), 2,30 (3H, s), 2,66 (1H, dd, J=16,7, 6,8
I'n), 3,31-3,42 (1H, wm), 3,77 (2H, 4, J=1,5 Twu), 4,61 (1H, s),
7,41-7,49 (2H, m), 10,95 (1H, s).

[0387]

(IIpumep 34)

6—[2-0TOop—4- (2-TUIPOKCU—2—MEeTUJINPOIOKCHU) —3—-MeTuaIdeHmII ] —5-

MeTun—-4, S5-nurunpo-2H-nupnnasmMH—3-0H

[XumMm. 289]

'H-gaMpP (DMSO-d6) &: 1,03 (3H, d4, J=7,2 Tu), 1,23 (6H, s),
2,13 (3H, 4, J=2,2 Tu), 2,23 (1H, d4dd, J=1l¢,7, 3,7 Tu), 2,66 (1H,
dd, J=1e¢,7, 6,7 T'un), 3,06-3,18 (l1H, m), 3,76 (2H, s), 4,68 (1H,
s), 6,84 (l1H, d, J=8,7 Tu), 7,37 (1H, t, J=8,7 Iu), 10,92 (1H,
s) .

[0388]

(ITIpuMep 35)

6—[5-XJjop—-2-bT0op—4- (2-TUIPOKCU—2-METUJINPOIOKCHU) —3—

MeTunbedmi] -5-MeTun—-4, S—aurmgpo—-2H-OMpuia3mMH—3—0H

[XuMm. 290]
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'H-sAMP (DMSO-d6) &: 1,04 (3H, d,

J=7,1 Tu), 1,28 (6H, s),
2,21-2,29 (1H, m), 2,24

(34, 4, J=2,4 T'un), 2,68 (1lH, dd, J=1l¢,8,

6,8 I'm), 3,08-3,19 (1H, m), 3,067 (2H, s), 4,69 (1H, s), 7,52

(14, 4, J=7,9 I'u), 11,06 (1H, s).
[0389]

(IlpuMep 36)

60— [3-XJyop—2-bTop—-4- (2-TUIPOKCU—2—METUJIIPOIOKCHU) =5—

MeTuabeHmsi ] —b-MeTmn—4, S—ourugpo-2H-nIupmuiasmMH—3—0H
[XumMm. 291]

‘H-AMP (DMSO-d6) &: 1,05 (3H, d, J=7,2 Tu), 1,28 (6H, s),

2,25 (1, dd, J=16,9, 3,8 ITwu), 2,29 (3H, s), 2,69 (1H, dd,

J=16,8, 6,8 Twu), 3,09-3,20 (1H, m), 3,68 (2H, s), 4,67 (1H, s),

7,43 (1H, 4, J=8,4 T'u), 11,07 (1H,
[0390]

s) .

(IMpuMep 37)

6—{3-Xjop—-5-bT0op-4-[3, 3, 3-TpULTOP—2-TUIPOKCU—2—

(TepubdTOPMEe TIII) OPONOoKCKU ]| beHMII } —S5—MeTmI—4, S—ournigpo-2H-OUpuias3vH—
3-0H

[XuMm. 292]
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'H-gaMp (DMSO-d6) 6: 1,04 (3H, d, J=7,3 Tu), 2,24 (1H, d,

J=1le6,7 Iu), 2,70 (1H, dd, J=le,7, 7,0 Tu), 3,36-3,47

(1H, m),
4,48 (2H, s), 7,66-7,74 (2H, m), 8,46 (1H, brs), 11,11 (1H, s).
[0391]
(MpuMep 38)

6—{3-BpoM—5-bTop—-4-[3,3,3-TpULTOP—2-TUIPOKCU—2—

(TpubTOopMeTIII) DponoKcKU | beHMIt } —5—MeTman—4, S—nuruiapo-2H-IUpuigasvH-—
3-0H

[XumMm. 293]

'H-AMP (DMSO-d6) o6: 1,04 (3H, d4, J=7,3 Tu), 2,19-2,30 (1H,

m), 2,70 (14, d4dd4, J=1e6,7, 7,0 Twm), 3,35-3,48 (1H, m), 4,47 (2H,
s), 7,72 (1H, 44, J=12,7, 2,2 Tu), 7,82-7,86 (1H, m), 8,44 (1H,
s), 11,10 (1H, s).

[0392]

(ITpuMep 39)

6—{3-Xymop—4-[ (2S) —2-TUIOPOKCUIOPONOKCHU ]| —5-MeTuabeHMII} —5-—

MeTuiI-4, S—-aurnnpo-2H-OMpruoas3mMHa—3-0H

[XuMm. 294]
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'H-amp (cDCl3) 6: 1,24 (3H, 4, J=7,3 Tw), 1,28 (3H, 4, J=6,6

I'n), 2,36 (3H, s), 2,47 (1H, dd, J=1l¢,9, 1,2 Tu), 2,61 (1H, d,
J=3,4 TI'm), 2,069 (1H, dd, J=16,9, 6,8 TITwu), 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
(14, 4, J=2,2 ), 7,01 (1H, 4, J=2,2 Tu), 8,62 (1H, s).

[0393]

(ITpumMmep 40)

6—{3-Xyop—4-[ (2R) —2-TUIOPOKCUIPONOKCHK ]| —5-MeTUnbeHMII} —5-

MeTun-4, S5-nurunpo-2H-nupnunasmMH—3-0H

[XumMm. 295]

'H-aMP (DMSO-de6) 6: 1,05 (3H, d4, J=7,1 Tu), 1,19 (3H, d,
J=6,4 Twu), 2,20-2,26 (1H, m), 2,33 (3H, s), 2,66 (1lH, dd,
J=16,9, 6,8 Twu), 3,32-3,42 (l1H, m), 3,67-3,83 (2H, m), 3,92-4,03
(l1H, m), 4,86 (lH, brs), 7,60 (1H, 4, J=2,0 Twu), 7,65 (1lH, d,
J=2,0 I'u), 10,98 (1H, s).

[0394]

(ITpumMmep 41)

HoJlydyeHne 6—{3-xJgop—-5-bTop—-4-[ (1-

TMIPOKCHUUIMKIIOOPOOMII) MeTOKCHK | beHMI} —S5—MeTma—4, S—ourmagpo—-2H-

OMpMIas3MH—3—0Ha

[XuM. 296]
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K cMecHu MeTuII—-4-{ 3-xJjop-5-pTop—-4-[ (1-
TUOPOKCULUUKJIIONPOINII) METOKCHK ] beHMII } —3-MeTuJi-4-0KCcOoByTaHoaTa
(prasoHHer 1npumep 55, 352 wMr) B sTadHojye (10 M) poBaBiagasu
MoHOTMIOpaT ImopasuHa (0,149 wi) u yKCcycHywo kucjgory (0,175 wi), a
3aTeM CMeChb HalpeBaJlM C OOpaTHEM XOJIOOWJIBHMKOM B TeueHMe 8
yacoB. K peaKLUMOHHOM CMecH HOOaBJAIM BOOY M CMeChb SKCTpalMpoBaliu
sTualeTaToM. OpTaHMYeCKMM CJIOM IIPOMEBAJIM COJIEBEHM pPacTBOPOM,
BHICYIIMBAJIM Hal Oe3BOOHBEIM CyJIbdaToM HaATPpMUA, U OQ(UILTPOBaIM, WU
PacTBOPUTEJNL yHaJlaldu. I[lOJIyUdeHHHM HEOUMIEHHBM [IPOOYKT OuMIalM C
IIOMOIIBIO KOJIOHOUHOM XpoMaTorpapmnm Ha cumkarese
(renrTaH:sTUIIaLeTaT=25" 75-0: 100) u HeOoOXOoOUMEIe bparuum
KOHLEHTpUPOBaJM. OCTaTOK IIE€PeKPUCTAJIJIM30OBEBAIN U3 2-IIpollaHojia C
[IOJIyUeHMEM YyKa3aHHOTO B 3al'0OJIOBKe COelMHeHMAa B BuUIe OeJioT'o
TBepnoIro BemecTea (91 wMmr).

'H-AMP (DMSO-d6) &: 0,61-0,73 (4H, m), 1,04 (3H, 4, J=7,3
ra), 2,23 (1H, d, J=16,7 Tu), 2,69 (1H, dd, J=1¢,7, 7,0 Tu),
3,35-3,46 (1H, m), 4,10 (2H, s), 5,54 (1H, s), 7,63 (1H, dd,
J=12,5, 2,2 Tu), 7,66-7,69 (1H, m), 11,06 (1H, s).

[0395]

Clemynire COeIMHEHMA IOoJIydallMd M3 KaXIoI'O COOTBETCTBYKIETO
VCXOOHOTO BEMecTBa aHaJIOTMUHO NIpuMepy 41.

(ITpuMmep 42)

6—{2,3-Indrop—4-[ (1 -ITMIPOKCUIMKJIIOOPOIMJI) METOKCHK ]| deHMII} —5-

MeTua-4, S-aurnnpo-2H-OMpruoas3mMH—3-0H

[XuMm. 297]



'H-saMP (DMSO-d6) 6: 0,61-0,75 (4H,

m), 1,05 (3H, d, J=7,2
T'm), 2,25 (1H, dd, J=16,8,

3,4 Tm), 2,70 (1H, dd, J=1l¢,8, 6,8

'), 3,12-3,22 (1H, m), 4,12 (2H, s), 5,65 (1H, s), 7,05-7,13

(14, m), 7,33-7,41 (1H, m), 11,02 (1H,
[0396]

s) .

(IMTIpuMep 43)

6—{4-[ (1-TUIPOKCULMKJIIONPONMJI) MeTOoKkCcHK ] =3, S—nuMeTnndeHm} —5-
MeTun—-4, S5-nurunpo-2H-nupnnasmMH—3-0H

[XumMm. 298]
N OH

~

'H-AMP (DMSO-d6) 6: 0,58-0,72 (4H, m), 1,05 (3H, 4, J=7,3

'), 2,21 (1, d, J=16,8 Tu), 2,27 (6H, s), 2,64 (1H, dd,

J=16,8, 6,9 Tu), 3,30-3,39 (1H, m), 3,74 (2H, s), 5,62 (1lH, s),

7,44 (2H, s), 10,86 (1H, s).
[0397]

(ITpumMmep 44)

6—{3-Xymop—4-[ (1 -TUIPOKCULIMKIIOOPONINII) METOKCK | —S—MeTUndeHMII} —

S5-MeTun-4, S5—ourngpo-2H-OupnoasmMH—-3—0H

[XuM. 299]
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'H-saMP (DMSO-d6) 6: 0,60-0,74 (4H, m), 1,05 (3H, d, J=7,3
I'm), 2,23 (1, d, J=le6,7 Tu), 2,36 (3H, s), 2,67 (1H, dd,
J=1le,7, 7,0 Tu), 3,32-3,43 (1H, m), 3,90 (2H, s), 5,62 (1lH, s),
7,59 (1, 4, J=2,1 Tu), 7,65 (1H, 4, J=2,1 T'u), 10,97 (1H, s).
[0398]

(IMIpumMep 45)

6—{3-010op—4-[ (1-TUIPOKCULIMKIIOOPONINII) METOKCK ]| —S—-MeTundbeHm } —

S5-MmMemun—-4, b—nurmuapo-2H-OupniasmMH—3—0H

[XmmMm. 300]

'H-AMP (DMSO-d6) 6: 0,55-0,70 (4H, m), 1,05 (3H, d, J=7,2
'), 2,22 (1, d4, J=16,8 Tu), 2,33 (3H, s), 2,66 (1H, dd,
J=16,8, 6,8 Twu), 3,32-3,42 (1H, m), 4,00 (2H, s), 5,53 (1H, s),
7,40-7,48 (2H, m), 10,95 (1H, s).

[0399]

(IMpuMep 46)

6—{2-070p-4-[ (1 -TUIPOKCUIIMKIIONPONINII) METOKCHU ] —3—-MeTunbeHm } -

S-MeTma-4, b—mourmgpo-2H-OMpMIas3MH—3—0H

[XmuMm. 301]



'H-AMP (DMSO-d6) 6: 0,60-0,75 (4H, m), 1,03 (3H, d, J=7,2
'), 2,13 (3H, 4, J=2,2 Tu), 2,22 (1H, d4dd, J=1¢,8, 3,7 Tu), 2,66
(14, dd, J=16,8, 6,7 Tw), 3,07-3,18 (1H, m), 4,03 (2H, s), 5,60
(14, s), 6,86 (1H, d, J=8,7 Tu), 7,35 (1H, t, J=8,7 Tu), 10,92
(1H, s).

[0400]

(IIpumep 47)

60— {3-Xjop—-2-bTop—4-[ (1 -TUOPOKCULUKJIIONPOIMII) METOKCMK ]| beHMJI } —

S5-MmMeruna-4, b—nurmugpo-2H-OupniasmMH—3—0H

[XumMm. 302]

'H-AMP (DMSO-d6) 6: 0,61-0,76 (4H, m), 1,04 (3H, d, J=7,2
I'm), 2,25 (1, dd4, dJ=le¢,7, 3,7 Iua), 2,70 (1H, dd, J=le¢,7, 6,8
I'm), 3,10-3,19 (1H, m), 4,15 (2H, s), 5,61 (1H, s), 7,10 (1H,
dd, J=9,0, 1,3 T'm), 7,52 (1H, t, J=9,0 I'uy), 11,03 (1H, s).

[0401]

(IMpMep 48)

[HoJlyudeHHne 6—[3-0BpoM—2-bTop—4- (2-TUIPOKCUIPONOKCHK) beHmII] —5-

MeTun—-4, S—aurmigpo-2H-OMpuIa3mMH—-3—-0Ha

[XuMm. 303]



K cMecu 6-[3-0poM—2-dTop—-4- (2-OKCOIPOIIOKCK) QeHUII] —5—Me T~
4, 5-murunpo-2H-nupunasmuH-3-0Ha (®TaJIOHHEM onpuMep 114, 321 wMr) B
MeTaHoJe (4,5 M) mobBaBiasgam Oopruipun HaTpusg (68 Mmr) npm 0°C, a
3aTeM CMeChb IIepeMellMBaJiM IIPpM TOM Xe TeMIepaType B TeueHMe ONHOTO
yaca. K peakLUMOHHOM cCMecH »oOaBJIAIM BOLY M COJIEBOM pacTBOp, a
3aTeM CMeChb DBKCTparmpoBajM  STUJlalleTaTOoM. OpraHMUYeCcKu  CJIOM
BHICYIIMBAJIM Hal Oe3BOOHBEIM CyJIbdaToM HaTpMUA, U OQUILTPOBaINM, WU
pacTBOpUTENE yIananu. IIoJlydeHHOe  TBephnoe BelleCTBO IIPOMEBAJIN
IyTeM pacTUpaHMAag C IOUM3OIPONMIJIOBEM 50MPOM, a 3aTeM cobupalX Ha
drIIbTPe C I[OJIyYeHMeM YKas3aHHOTO B 3al'OJIOBKe COeIMHEHMA B BUIE
feJioTo TBepHmoro BemecTBa (270 Mmr).

‘H-aAMP (DMSO-dé6) &: 1,04 (3H, d, J=7,2 Tu), 1,20 (3H, d,
J=6,0 Tu), 2,24 (1H, dd, J=1¢,8, 3,7 Tu), 2,69 (1H, dd, J=16,8,
6,8 Tu), 3,09-3,19 (1H, m), 3,88-4,08 (3H, m), 4,92 (1H, d,
Jj=4,¢ Tu), 7,04 (1H, dd, J=8,9, 1,1 Tu), 7,57 (1H, t, J=8,9 Tu),
11,01 (1H, s).

[0402]

Cllenynire COeIMHEHMA IOoJIydallM M3 KaXIoI'O0 COOTBETCTBYKIETO
VCXOOHOTO BEemMecTBa aHaJIOTMUHO NpuMepy 48.

(ITpumMmep 49)

6-[2,3-Indrop—4- (2-TMIOPOKCUIPONOKCHK) beHUI] —5-MeTmii—-4, 5—

OIUTMOgpo—2H-OMpMIasrMH—3—0H

[XuMm. 304]
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'H-saMP (DMSO-d6) 6: 1,05 (3H, d4, J=7,1 Tu), 1,16 (3H, d,
J=6,1 T'u), 2,25 (1H, dd, J=1l¢,9, 3,2 Tu), 2,70 (1H, dd, J=l6,9,
6,8 Im), 3,10-3,22 (1H, m), 3,91-4,05 (3H, m), 4,96 (1H, d,
J=4,0 I'u), 7,05-7,14 (1H, m), 7,33-7,42 (1H, m), 11,03 (1H, s).

[0403]

(ITpumMmep 50)

6—[3-BpoM—5-dbTop—-4- (2-THOpokculIponokcu) beumn] -5-mermn-4, 5-

IUIrmMopo—-2H-OupniasmMH—3—0H

[XumMm. 305]
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'H-AMP (DMSO-d6) 6: 1,04 (3H, d4, J=7,2 Tu), 1,20 (3H, d,
J=6,1 ITm), 2,23 (1H, 4, J=16,8 ITu), 2,69 (1H, dd, J=16,8, 6,9
I'm), 3,35-3,45 (1H, m), 3,83-4,07 (3H, m), 4,86 (lH, d, J=4,8
I'n), 7,¢7 (1H, dd4, J=12,7, 2,1 ITw), 7,81 (1H, t, J=2,1 Twu),
11,06 (1H, s).

[0404]

(IMpuMep 51)

06— [4- (2-TUOPOKCUIOPONOKCHU) =3, S—nuMeTmadeHmI ]| —5-MeTmyii—-4, 5—

OIUTMOpo—2H-OMpMIasrMH—3—0H

[XuMm. 306]
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'H-saMP (DMSO-d6) 6: 1,05 (3H, d, J=7,4 Tu), 1,19 (3H,
J=1l6,7 T'u), 2,26 (6H,

3,29-3,40 (1H, m),

d,

s), 2,64 (1H, dd,
3,54-3,66 (2H,

J=6,3 I'm), 2,21 (1H, d,

J=1l6,7, 6,8 Twu),

(1H, m), 4,85
[0405]

m), 3,91-4,01
(14, 4, J=4,9 '), 7,44 (2H, s), 10,86 (1H, s).

(IlpuMep 52)

60— [3-XJjop—-5-bTop—-4- (2-TUOpokcUulIponokcu) beumn] -5-meTmn-4, 5-
ourmngpo-2H-noupnuasmMH—3—0H

[XumMm. 307]

OH

'H-aMP (DMSO-d6) 6: 1,04 (3H, d4, J=7,3 Tu), 1,18 (3H, d,
J=16,9 Tu), 2,69 (1H, dd,
m), 3,81-4,06 (3H,
'), 7,58-7,72 (2H, m),

[0406]

J=5,9 Tm), 2,24 (1H, d, J=16,9, 6,8
T'm), 3,35-3,46 (1H,

m), 4,86 (1H, d, J=4,6
11,06 (1H, s).

(ITpumMep 53)

06— [3, 5-Inxjiop—4- (2-TMIOPOKCUIOPONOKCHK) beHMI] —5-MeTmi—-4, 5—
OIUIMopo-—2H-OMpMIasrMH—3—0H

[XmuMm. 308]
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‘H-AMP (DMSO-d6) 6: 1,04 (3H, d4, J=7,3 Tu), 1,21 (3H, d,
J=0,1 Twm), 2,24 (lH, 4, J=le6,7 Twu), 2,069 (1H, dd, J=leo,7, 7,0
I'm), 3,37-3,47 (1H, m), 3,74-3,81 (1H, m), 3,89-3,96 (lH, m),
3,97-4,07 (1H, m), 4,89 (l1H, d4, J=4,9 Twu), 7,82 (2H, s), 11,09
(1H, s).

[0407]

(ITpumMmep 54)

60— [3-XJyop—2-dbTop—4- (2-TUIpOoKCcUIPOINOoOKcK) beums] —-5-meTmn-4, 5-

IUIrMopo—-2H-OupniasmMH—3—0H

[XumMm. 309]

'H-AMP (DMSO-d6) 6: 1,04 (3H, d4, J=7,3 Tu), 1,18 (3H, d,
J=6,1 T'm), 2,25 (1H, dd4, J=le¢,9, 3,7 T'm), 2,70 (1H, dd, J=16,9,
6,8 Im), 3,10-3,19 (1H, m), 3,91-4,05 (3H, m), 4,93 (1H, d,
J=4,¢ Tmu), 7,09 (1H, 4ad, J=8,8, 1,2 Twu), 7,53 (1H, t, J=8,8 Tu),
11,02 (1H, s).

[0408]

(ITIpuMep 55)

60— [3-XJop—4- (2-TUIPOKCUINPOINOKCHU) —S—-MeTunbedm ]| -5-MeTmyn—-4, 5-

IMrmMopo—2H-OvpnnoasmMH—3—0H

[XuMm. 310]




s
@ﬁﬁi\ﬂwffk“x

g-gIMP (CDCls) &: 1,24

(34, 4, J=7,3 T'm), 1,28
'), 2,36 (3H, s),

2,47 (1H, dd, J=1le6,8,
J=3,7 TI'm), 2,69 (1H, dd,

(3H, d, J=6,4
1,0 Tm), 2,61 (1H, d,
J=16,8, ©,8 Iu), 3,23-3,33 (1lH,

m),
3,77-3,83 (1H, m), 3,92-3,96 (1H, m), 4,19-4,31 (1H, m), 7,49
(1H, 44, J=2,2, 0,5 ), 7,61 (1H, 4, J=2,2 Tu), 8,67 (1H, brs).

[0409]

(ITpuMep 56)

6—[3-0T0op—4- (2-TUIPOKCUIPONOKCHK) —S—-MeTUunbeums ] -5—-mMeTnna—-4, 5-
ourmopo—-2H-OoupniasmH—3—0H

[XmmMm. 311]

H-aMP (DMSO-d6) &: 1,05 (3H, 4, J=7,3 Tu), 1,16

J=16,7 T'u), 2,29 (3H,
J=16,7, 6,8 T'm), 3,30-3,42

(3H, d,

s), 2,66 (1H, dd,

(1H, m), 3,80-3,97 (3H,

d, J=4,¢ I'u), 7,40-7,50 (2H, m), 10,95 (1H, s).
[0410]

J=6,1 I'u), 2,22 (1H, d,

m), 4,83 (1H,

(ITpuMep 57)

6— [3-BpoM—-5-xJi0op—4- (2-TUIPOKCUNPONOKCHU) beHm1 ]| —5-MeTmy—-4, 5-
IMrmuopo—2H-OvprnonasmMH—3—0H

[(XuMm. 312]
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'H-AMP (CDCls) &: 1,24 (3H, 4, J=7,3 Tu), 1,28 (3H, d, J=6,4
'), 2,49 (1H, 44, J=17,1, 1,0 Twu), 2,66-2,75 (2H, m), 3,20-3,31
(14, 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 TIu), 7,87 (1H, d, J=2,2 Tu), 8,72 (1H,
brs) .

[0411]

(ITpuMep 58)

6—[2-0T0op—4- (2-TUIPOKCUNIPONOKCHK) —3-MeTunbeHms | —5—MeTna—-4, 5-

IUrmMopo—-2H-OupniasmMH—3—0H

[XumMm. 313]

HN“’N\

0

‘H-aAMP (DMSO-d6) 6: 1,03 (3H, d, J=7,2 Tu), 1,18 (3H, d,
J=6,2 ITw), 2,11 (3H, 4, J=2,2 Iu), 2,22 (1lH, dd, J=1le,8, 3,7
I'u), 2,66 (1H, dd, J=le¢,8, 6,7 T'u), 3,06-3,18 (1H, m), 3,80-4,03
(3, m), 4,89 (l1H, 4, J=4,8 ITwu), 6,86 (1H, d, J=8,7 Iu), 7,36
(1, t, J=8,7 T'u), 10,92 (1H, s).

[0412]

(ITpumMep 59)

60— [2-0T0op—4- (2-TUIPOKCUIPONOKCHK) —3-BUHMUIbeHWJI | —S—MeTma—4, 5—

OUTIMOopo—2H-OMpMIOasrMH—3—0H

[XuMm. 314]
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'H-saMP (DMSO-d6) 6: 1,04 (3H, d4, J=7,3 Tu), 1,18 (3H, d,
J=6,1 T'm), 2,23 (1H, dd, J=1l¢,9, 3,9 Tu), 2,66 (1H, dd, J=1l6,9,
6,8 Im), 3,06-3,18 (1H, m), 3,86-4,06 (3H, m), 4,93 (1H, d,
J=4,¢ Iu), 5,51-5,59 (1H, m), 6,02-6,10 (1H, m), 6,81 (1H, dd,
J=18,1, 12,0 Tw), 6,94 (1H, 4, J=8,8 Iu), 7,43 (1H, t, J=8,8
T'm), 10,96 (1H, brs).

[0413]

(ITIpuMmep 60)

60— [3-Ormun—-2-dbrop—-4- (2-TUIpokKcUlIponokcu) beumn] -5-mermn-4, 5-

IUrmMopo—-2H-OupniasmMH—3—0H

[XumMm. 315]

E
0 A,

| Hﬁf’k
e

'H-aMP (CDCls) 6: 1,16 (3H, t, J=7,6 Tmu), 1,20 (3H, 4, J=7,3
I'm), 1,32 (3H, 4, J=¢,4 Twu), 2,13-2,18 (1H, m), 2,42 (1H, dd,
J=16,9, 3,4 Tu), 2,66-2,78 (3H, m), 3,21-3,33 (1H, m), 3,84-3,91
(14, m), 3,98 (1H, dd4, J=9,0, 3,4 Twu), 4,18-4,30 (l1H, m), 6,68
(14, 4, J=8,5 '), 7,36 (1H, t, J=8,5 Tu), 8,49 (1H, brs).

[0414]

(ITpuMep 61)

6—[2,3-IIndTop—4- (2-TUIPOKCUDYTOKCHU) beHMI] —5—-MeTmn—-4, 5-

IMrMnpo—2H-OvpnnoasmMH—3—0H

[XuMm. 316]
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‘H-AMP (DMSO-d6) 6: 0,93 (3H, t, J=7,4 Tu), 1,05 (3H, d,
Jj=7,1 ), 1,34-1,48 (1H, m), 1,50-1,63 (1H, m), 2,25 (1lH, dd,
J=16,9, 3,3 Tu), 2,70 (1H, dd, J=16,9, 6,8 TITu), 3,09-3,23 (1H,
m), 3,67-3,78 (l1H, m), 3,94-4,07 (2H, m), 4,93 (1H, d, J=5,4
'u), 7,06-7,14 (1H, m), 7,31-7,43 (1H, m), 11,02 (1H, s).

[0415]

(IIpumep 62)

60— [3-XJjop—-5-dbTop—-4- (2-Tunpokcudyrokcu) beuma] -5-meTmn-4, 5-

ourmugpo-2H-noupnuasmMH—3—0H

[(XumMm. 317]

'H-aMP (DMSO-d6) &: 0,92 (3H, t, J=7,4 Tu), 1,04 (3H, d,
Jj=7,3 Iu), 1,34-1,50 (1H, m), 1,56-1,71 (1H, m), 2,24 (1H, d,
J=17,0 I'm), 2,69 (1H, d4d4, J=17,0, 7,0 Twu), 3,35-3,46¢ (1H, m),
3,63-3,75 (l1H, m), 3,92-4,09 (2H, m), 4,82 (1H, d, J=5,4 Tu),
7,57-7,72 (2H, m), 11,06 (1H, s).

[0416]

(ITpuMep 63)

6—[3, 5-IIuxjop—4- (2-TUIPOKCUBYTOKCHU) beHMI] —5—-MeTmn—-4, 5-

IMIrMopo—2H-OupnnonasmMH—3—0H

[XuMm. 318]
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'H-saMP (DMSO-d6) 6: 0,95 (3H, t, J=7,4 Tu), 1,04 (3H, d,
J=7,3 Tu), 1,35-1,52 (1H, m), 1,60-1,7¢ (1H, m), 2,24 (1H, d,
J=16,9 Iu), 2,069 (1H, dd, J=1l¢,9, 6,8 ITu), 3,37-3,47 (1H, m),
3,71-3,81 (1H, m), 3,82-3,88 (l1H, m), 3,89-3,96 (1H, m), 4,85
(14, 4, J=5,4 T'm), 7,82 (2H, s), 11,08 (1H, s).

[0417]

(IlpuMep 64)

60— [3-Xyop—2-dbTop—-4- (2-THuapokcudyrokcu) beumyua] -S5-meTmn-4, 5-

IUIrmMopo—-2H-OupniasmMH—3—0H

[(XumMm. 319]

'H-aMP (DMSO-d6) &: 0,93 (3H, t, J=7,4 Tu), 1,04 (3H, d,
J=7,1 Iu), 1,39-1,50 (1H, m), 1,56-1,67 (1H, m), 2,25 (1lH, dd,
J=16,7, 3,7 Tu), 2,69 (1H, dd, J=16,7, 6,7 Tu), 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
ru), 7,10 (1H, dd4, J=8,9, 1,5 Tu), 7,53 (1H, t, J=8,9 Tu), 11,02
(1H, s).

[0418]

(ITpuMep 65)

60— [3-XJop—4- (2-TUIPOKCUBYTOKCHU) —S—-MeTunbedm ] -5-MeTuy—-4, 5-

IMrmMopo—2H-OvprnonasmMH—3—0H
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[XuMm. 320]

'H-sAMP (CDCls) 6: 1,04 (3H, t, J=7,6 Tu), 1,24 (3H, 4, J=7,3
I'm), 1,61 (2H, xBUMHTeT, J=7,6 I'un), 2,36 (3H, s), 2,47 (1H, dd,
J=le¢,8, 1,0 I'm), 2,56 (1H, 4, J=3,9 ITu), 2,69 (1lH, dd, J=1¢,8,
6,8 Im), 3,23-3,34 (l1H, 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'u), 8,65 (1lH, brs).
[0419]

(IlpuMep 66)

06— [3-BpoM—5-xJi0p—4- (2-1uapokcudyrokcu) beumys] -5-meTmn-4, 5-

ourunpo—2H-noupnunonasmHa—3—0H

[XmuMm. 321]

'H-AMP (CDCl;) &: 1,05 (3H, t, J=7,3 Tu), 1,24 (3H, 4, J=7,3
I'mm), 1,62 (2H, xBUHTeT, J=6,8 TITu), 2,49 (1H, d, J=1l6,9 Tu),
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 (1, 4, J=2,2 Tw), 7,86 (1H, d, J=2,2 Twu),
8,66 (1lH, brs).

[0420]

(ITpuMep 67)

60— [2-0T0op—4- (2-TUIOPOKCUDYTOKCHU) —3-BUHMIOeHMI] —S—-MeTmn—-4, 5-

OIUTIMgpo—-2H-OMpMIasvMH—3—0H
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[XuMm. 322]

'H-saMP (CDC1l;) 6: 1,05 (3H, t, J=7,3 Tu), 1,19 (3H, 4, J=7,3
I'm), 1,59-1,70 (2H, m), 2,15 (1H, 4, J=3,7 Tu), 2,42 (1H, dd,
J=17,1, 3,7 Tu), 2,73 (l1H, dd, J=17,1, 6,8 ITu), 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 (l1H, m), 6,78 (l1H, dd4, J=18,1, 12,0 Iu), 7,40 (1H, t,
J=8,8 I'u), 8,55 (1H, brs).

[0421]

(IlpuMep 68)

HoJydyeHMe 66— [3-6poM—-5-xJop—4- (3-TUOPOKCU—2, 2—

OIVMe TUIOponokcK) beumn] —5-mMermun—4, S—nurunpo-2H-OvpmnonasmMH—3—0oHa

[XmuMm. 323]
OH
](, 0. M

/)\8{*

ﬁ&“’N\

:3’5’]‘ )

B aTmMocdepe aproHa K CMecu MeTuJI-3-[2-06poM—-6-xJjiop—-4- (4-
MeTuJI-6-0okco—-4, S—nurunpo-1H-nrprunasmH—-3-mJl) peHOKCU] -2, 2—
OVMeTUIINPONMOHAaTa (®TaJIOHHEM nOpuMmep 129, 342 wmr) B THE (10 M)

MeOJIEHHO HOOaBJAIM IUOpun IunsodyTuiajmoMyEvs (1 M pacTBop B H-

TexcaHe, 3,17 wi1) npum 0°C. CMech IIepeMemMBaJM IIPYM KOMHATHOM
TeMIIepaType B TeueHMe 2 YacoB, K pPeakKIMOHHOM cMecu »1o0aBJIAIM
XJIOPUCTOBONOPONHYK KMCJIIOTY ¥ CMECh 3KCTPaAl'MpOoBallM BSTUIIALIETATOM.
OpraHu4YeCKUn cJiom [IPOMEIB aJIn BOIOM n COJIEBHM pPacTeEOpPOM,

BEICYIIMBaJIMM Hal Oe3BOIHEIM Cyﬂb(l)aTOM HaTpn4g, n (]_)I/IJ'H:: Tporaln, n
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PACTBOPUTENE YIaladu. IIOJyUeHHHM HEOUMIEHHHM OIPOOYKT OUMMaan C
IIOMOIIEIO KOJIOHOUHOM XpoMaTorpadum Ha cumkarese
(renTaH:>TUauneTar=50: 50-25: 75). IloJlydeHHOe TBEPIOE BEMECTBO
[IePEeKPUCTAJJIM30BEBAIM W3 2-IIpOollaHojla C IIOJIyYeHMeM YKa3aHHOI'O B
3aTOJIOBKe CoelMHeHud B Bune Oejioro nopomka (111 wMr).

TeMnepaTypa LIaBJeHMs: 198,0-199, 7°C

[0422]

Cllenypumye COeIVMHEHMA IoJydalid M3 KaXIoI'0 COOTBETCTBYKIEITO
MCXOIOHOT'O BelleCTBa aHaJIOTMUHO IIpUMepy 68.

(ITpMep 69)

6—[3-BpoM—-5-bT0op—-4- (3-TUIOPOKCU—2, 2—-IOVMMETUIJINPOINOKCHK ) beHmII ] —

S-MmMeTua-4, b—gurmngpo-2H-OMpngasmMH—3—0H

[(XumMm. 324]

N/
\/G\A/OH

i ;
i {

'H-AMP (DMSO-d6) &: 0,98 (6H, s), 1,04 (3H, d, J=7,3 Tu),
2,23 (1H, d, J=16,9 Twu), 2,69 (1H, dd, J=16¢,9, 6,8 Iu), 3,30-
3,34 (2H, m), 3,34-3,45 (1H, m), 3,92 (2H, 4, J=1,8 Tu), 4,6l
(14, t, J=5,3 T'u), 7,66 (1H, d4dd, J=13,1, 2,2 Twu), 7,79-7,83 (1H,
m), 11,05 (1H, s).

[0423]

(ITpumMmep 70)

6—[3-BpoM—2-bTop—4- (3—-TUIPOKCU—2, 2—IUMETUJIINPOINOKCHK ) beHMII] —

S5-MeTua-4, S5—ourngpo-2H-OupnoasmMH—-3—0H

[XuMm. 325]
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'H-gaMp (DMSO-d6) &: 0,97 (6H, s), 1,04 (3H, d, J=7,2 Tu),
2,24 (1H, dd, J=le¢,8, 3,7 ITua), 2,69 (1H, dd, J=1l¢,8, 6,8 Tu),
3,09-3,19 (1H, m), 3,33 (2H, d4, J=5,4 Tu), 3,85 (2H, s), 4,65
(14, ¢, J=5,4 Tw), 7,01 (1H, dd4, J=8,9, 1,2 Tu), 7,57 (1H, t,
J=8,9 I'um), 11,01 (1H, s).

[0424]

(IMTIpumMmep  71)

6—[4- (3-TUIOPOKCU—2, 2—IOUMETUJIIPONOKCHK) =3, S—nuMeTnndeHmi ] —5-

MeTun-4, S5-nurunpo-2H-nupnnasmMH—3-0H

[XuM. 326]
LM

s

'H-AMP (DMSO-d6) &: 0,99 (6H, s), 1,05 (3H, d, J=7,2 Tu),
2,21 (1, d, J=16,8 Twu), 2,25 (6H, s), 2,64 (1H, dd, J=16,8, 6,8
I'm), 3,30-3,38 (3H, m), 3,47 (2H, s), 4,58 (1H, t, J=5,1 Twa),
7,44 (2H, s), 10,86 (1H, s).

[0425]

(IlpuMmep 72)

6— [3-XJjop—4- (3-TUMIOPOKCU—2, 2—IUMETUJINPOINOKCHU ) —5b—-MeTunbeHm ] -

S5-MeTun-4, S—ourngpo-2H-OupnoasmMH—3—0H

[XuMm. 327]
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Gl
(J\N/B\X/QH
HA M?QM
NN

'H-AMP (CDCls) 6: 1,09 (6H, s), 1,24 (3H, 4, J=7,6 Tu), 2,14
(14, t, J=¢,4 Twu), 2,35 (3H, s), 2,47 (1H, d4dd, J=le6,8, 1,0 T,
2,69 (1H, dd, J=le6,8, 6,8 Iu), 3,23-3,34 (1H, m), 3,65 (2H, d,
J=6,4 Tu), 3,74 (24, s), 7,48 (1H, dd, J=2,2, 0,7 T'u), 7,61 (1H,
d, J=2,2 I'n), 8,63 (1H, brs).

[0426]

(IMTIpumMmep  73)

6—[3-0T0op—4- (3-TUIPOKCU—2, 2—IUMETUIINPOIOKCK) —S—-MeTundbenm] -

S5-MmMeTmun-4, b—nurmugpo-2H-OupngasmMH—3—0H

[XumMm. 328]

'H-AMP (DMSO-d6) &: 0,95 (6H, s), 1,05 (3H, d, J=7,2 Tn),
2,22 (1H, 4, J=le¢,7 Tu), 2,28 (3H, s), 2,66 (1H, d4dd, J=le¢,7, 7,0
I'm), 3,27-3,42 (3H, m), 3,79 (2H, 4, J=1,7 Twua), 4,60 (1H, t,
J=5,3 I'u), 7,39-7,48 (2H, m), 10,94 (1H, s).

[0427]

(ITpumMmep 74)

HoJlydeHHne 60— [2-TUIPOKCU—4— (2-TUIPOKCUIPOIOKCH) —3—

MeTunbedmi] —5-MeTun—-4, S—aurugpo—-2H-OMprnioas3mMH—-3—0Ha

[XuMm. 329]
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K cMecu 6-[2- (METOKCUMETUIJIOKCHK) —3—MeTuJI—-4- (2-
OKCONPOIOKCH ) beHMIl] -5-MeTmii—4, S-ourunpo—-2H-nupunasmMH—-3-0Ha
(prasoHHer npumep 107, 120 wMr) B MeTaHoJe (2 M) poBaBigasu
oprunmpun HaTpus (27 wMr) npu 0°C M CMecChb IepeMemuMBalu I[IpU
KOMHATHOM TeMIepaType B TeueHMe OOHOTO UYaca. PeaKUMOHHYI CMEChb
BHUIMBaJIN B BOOY " CMeChb 3KCTparmpoBau 5TUJIalleTaTOM.
OpraHMyecKMM  CJIOM  IIPOMHBAJM BOIOOM U  COJIEBHM pPacTBOPOM U
BHICYIIMBAJIM Hal Oe3BOOHHM CYJbOaTOM HaTpUd. PacTBOPUTEINbL YyIaJlaiu
M OCTaTOK pacTBOPAJNIM B DTaHoJe (2 MJI) M K CMecu »[oOaBJIANMU
xJiopoBomopon (2 M pacTtBOop B 2TaHoJye, 0,359 wmia). PeakUMOHHY
CMeChb IIepeMellMBajiM IIpM KOMHATHOM TeMIlepaType B TedeHMe 2 IOHEN.
Ocamku cobupaliM Ha OQuIbTpe C IOJIydeHMeM YyKas3aHHOT'O B 3al'0JIOBKE
coeIMHeHMS B BuIe OJIeDHO—-XeJITOTO TBepIOoIr'o BemecTBa (83 wMr).

‘H-AMP (DMSO-d6) 6: 1,10 (3H, d4, J=7,3 Tu), 1,18 (3H, d,
J=6,1 Tu), 2,03 (3H, s), 2,27 (1H, d, J=16,9 Tu), 2,76 (1H, dd,
J=16,9, 6,6 Tu), 3,47-3,57 (1H, m), 3,76-3,83 (1H, m), 3,86-3,92
(14, m), 3,92-4,02 (1H, m), 4,86 (1H, brs), 6,57 (1H, d, J=9,0
ra), 7,42 (1H, 4, J=9,0 ), 11,03 (1H, s), 12,46 (1H, s).

[0428]

Clemynilee COeIMHeHMEe IIOoJIydallM M3 COOTBETCTBYRIETIO MCXOOHOTO
BeMeCcTBa aHaJIOTMYHO HOpumMmepy 74.

(IMpuMep 75)

60— [3-XJop—-2-TUIPOoKcU—4— (2-TUIPOKCUINPOIOKCHU) beHUI] —5—-MeTuI—

4, 5—ngurnopo-2H-nupnoasmMH—-3—0H

[XuMm. 330]
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'H-gamMp (DMSO-d6) &6: 1,11 (3H, d4, J=7,3 Tu), 1,19 (3H, d,
J=5,9 I'm), 2,26-2,34 (l1H, m), 2,80 (1H, dd, J=le,7, 6,7 Tu),
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, 4, J=9,0 Tu), 7,55 (1H, d, J=9,0 Tu),
11,13 (1H, s), 13,01 (1H, s).

[0429]

(IIpuMep 76)

HoJgydeHMue o—{3-xJyop—-2-dbTop—-4-[ (Z2) —4-TUIOPOKCU—2—

fyrTeHmyokcu ] beumun} —-5-Memun—-4, S—nurnaopo-2H-OUpHUIa3UMH—3—0Ha

[XumMm. 331]

K cMecu 6-{4-[(2) -4- (TpeT-0Oy TMJIOVME TUJICUJIMIIOKCHU ) =2~
Oy TeHUJIOKCHK ] —3-xJIop—2-bTopbeHn } —-S—-MeTmin-4, S—-ourunpo-2H-
oVpuoasuH-3-oHa (2TaJIoHHHM nOpumep 144, 296 wMmr) B THE (5 M)
nobaBuanm o¢Topun TeTpabyTmuiaamMmoHmusa (1,0 M pacrBop B THFE, 0,805
MJI), a 3aTeM CMeChb IIepeMellMBaJM IIpM KOMHATHOW TeMllepaType B
TeueHMe HOUM. PeaKIMOHHYID CMeChb KOHIEHTPUPOBAJM U IIOJIYUeHHHM
HEOUMIMeHHHY OIPOOYKT OUMIAaJM C IIOMOILI KOJIOHOUWHOM XpoMaToIrpaduu
Ha cuiIMKarejie (renTaH:sTHIIaleTar=10: 90-0: 100). IToJlydyeHHOEe
TBEPIOE BeNeCTBO I[IPOMHEBAJM IIYyTEM pPacCTUPaHUSa C OUU3OIPONUIIOBEM
sdrpoM, a 3aTeM cobupaliM Ha O(UIBETpe C TIOJIYUeHMEeM YKas3aHHOTO B

3aTr'0JIOBKE COEIMHEHMSA B BuIe 0OeJJoT'O TBepHoro BemecTBa (135 mMr).
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'H-gaMp (DMSO-d6) &: 1,04 (3H, d4, J=7,1 Tu), 2,25 (1H, dd,
J=16,9, 3,4 Tu), 2,69 (1H, dd4, J=16,9, 6,8 ITu), 3,09-3,21 (1H,
m), 4,11 (24, t, J=5,0 Twu), 4,78-4,89 (3H, m), 5,59-5,70 (1H,
m), 5,73-5,83 (l1H, m), 7,09 (1H, d4dd, J=9,0, 1,2 Tu), 7,54 (1H,
t, J=9,0 T'u), 11,03 (1H, s).

[0430]

Clemynumye COeIMHEHMA IoJIydaslM M3 KaXOol'0 COOTBEeTCTBYKIEeIO
MCXOOHOTO BelMecTBa aHaJJoOTMUHO NpuMepy 76.

(IMMpmmMep 77)

60— [3-XJop—-2-1UIpoKcU—4- (3-ITMIPOKCUIPOIOKCHU ) beHMnII] —5—-MeTuI—

4, 5-ourngpo-2H-nupnoas3mMH—-3—0H

[(XmuMm. 332]

TeMIepaTypa LIaBJeHus: 225,0-225,3°C

[0431]
(ITpuMmep 78)

6— [2-Tmapokcu—4-— (3—-TUIOPOKCUIPOIOKCHU) —3-MeTUJIbeHMJI | - 5—-MeTuJI—

4, 5—ngurngpo-2H-nupmuugasmMH—-3—0H

[XmuMm. 333]

SN NN
V

S
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TeMepaTypa ILIaBJeHMs: 199,1-200, 1°C

[0432]

(IMpuMep 79)

06— [3-XJjop—4- (4-TUIPOKCUBYTOKCHU) —S—-MeTunbedm ]| -5-MeTuyn—-4, 5-

IMrMopo—2H-OvpnnoasmMH—3—0H
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[XuMm. 334]

'H-aMP (CDCl;) &: 1,24 (3H, 4, J=7,6 Tu), 1,57 (1H, t, J=5,4
I'm), 1,78-1,98 (4H, m), 2,34 (3H, s), 2,43-2,51 (1H, m), 2,68
(14, dd, J=16,9, o¢,8 Twua), 3,23-3,34 (1lH, m), 3,76 (2H, g, J=6,1
'), 3,98 (2H, t, J=o¢,1 Twu), 7,47 (1H, dd, J=2,2, 0,7 Tu), 7,58-
7,62 (1H, m), 8,63 (lH s).

[0433]

(ITpumMmep 80)

6—[3-BpomM—5-dbTop—-4- (4d-tunpokcudyrokcu) beumys] -S5-mermn-4, 5-

IUIrMopo—-2H-OupniasmMH—3—0H

[XumMm. 335]

'H-AMP (CDCls) &: 1,24 (3H, 4, J=7,3 Tu), 1,42 (1H, t, J=5,5
I'm), 1,77-1,87 (2H, m), 1,88-1,97 (2H, m), 2,48 (1H, dd, J=17,0,
0,9 Tu), 2,70 (1H, d4dd4, J=17,0, 6,8 IT'm), 3,19-3,32 (1H, m), 3,76
(24, g, J=5,5 T'm), 4,21 (2H, td, J=e¢,1, 1,2 Tu), 7,48 (1H, dd,
J=12,3, 2,1 Iu), 7,70 (1H, t, J=2,1 Tu), 8,53 (1H, brs).

[0434]

(ITIpuMep 81)

6—[3, 5-IIuxjop—4- (4-TUIPpOoKCUBYTOKCHU) beHMI] —5-MeTmn—-4, 5-

IMIrMopo—2H-OupnnoasmMH—3—0H

[XuM. 336]
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'H-AaMP (CDCls) &: 1,25 (3H, 4, J=7,3 Tu), 1,47 (1H, t, J=5,5
I'm), 1,79-1,90 (2H, m), 1,92-2,02 (2H, m), 2,49 (1H, dd, J=17,1,
1,0 Tu), 2,70 (1H, d4dd4, J=17,1, 6,8 Tw), 3,17-3,33 (1H, m), 3,77
(24, g, J=5,5 Tu), 4,10 (2H, t, J=6,2 Twu), 7,69 (2H, s), 8,58
(1H, brs).

[0435]

(IlpuMep 82)

6—[2,3-Iudrop—-4- (4—-runpokcubyrokcu) beumy] -5-mMeTna—-4, 5-

ourmMopo—-2H-OoupniasmMH—3—0H

[(XumMm. 337]

»’g\\w/f\\\fﬁw\\ﬁﬁ
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'H-aMP (CDCls) &: 1,22 (3H, 4, J=7,1 Tu), 1,44 (1H, t, J=5,4
I'm), 1,72-1,84 (2H, m), 1,90-2,00 (2H, m), 2,45 (1H, dd, J=17,0,
3,1 '), 2,74 (14, dd4, J=17,0, o,7 Twu), 3,21-3,33 (1H, m), 3,75
(24, g, J=5,4 Tm), 4,13 (2H, t, J=6,2 Twu), 6,74-6,84 (1H, m),
7,27-7,35 (1H, m), 8,51 (1H, brs).

[0436]

(ITpuMep 83)

6—[2-0T0op—-4- (4-TUIPOKCUBYTOKCHU) —3-MeTunbedms] -5-MeTmyn—-4, 5-

IMrmuopo—2H-OvprnonasmMH—3—0H

[XmuMm. 338]
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H-AMP (CDCls3) &: 1,20 (3H, 4, J=7,1 Tu), 1,41 (1H, t, J=5,4
'), 1,73-1,84 (2H, m), 1,85-2,00 (2H, m), 2,15 (3H, d, J=2,4
u), 2,42 (1H, dd, J=17,0, 3,3 ITu), 2,74 (1H, dd, J=17,0, 6,7
Iu), 3,22-3,33 (1H, m), 3,75 (2H, gq, J=5,4 Tu), 4,05 (2H, ¢£t,
J=¢,1 I'n), 6,66 (1H, 4, J=8,8 Tu), 7,35 (1H, t, J=8,8 Tu), 8,46
(1H, brs).

[0437]

(IMTIpumMmep 84)

60— [3-XJjop—2-dbTop—-4- (4d-Tunpokcudyrokcu) beumua] -5-meTmn-4, 5-

IUIrmMopo—-2H-OupniasmMH—3—0H

[XumMm. 339]

'H-aMP (CDCl;) &: 1,21 (3H, 4, J=7,3 Tu), 1,48 (1H, t, J=5,5
I'm), 1,76-1,85 (2H, m), 1,93-2,02 (2H, m), 2,44 (1H, dd, J=17,0,
3,3 Tw), 2,74 (1H, dd4, J=17,0, 6,7 I'u), 3,17-3,34 (1H, m), 3,76
(24, g, J=5,5 T'u), 4,14 (2H, t, J=6,1 T'u), 6,77 (1H, dd, J=8,9,
1,3 '), 7,46 (1H, t, J=8,9 T'u), 8,53 (1H, brs).

[0438]

(ITpuMep 85)

60— [2-0dT0op—4- (3—-TUIPOKCUIPONOKCHK) —3—-BUHMUIbeHMI ]| —S—MeTmga—-4, 5—

OIUTIMopo—-2H-OMpMIOasrMH—3—0H

[XuMm. 340]
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'H-AaMP (CDCls) &: 1,19 (3H, 4, J=6,8 Tu), 1,70 (1H, t, J=5,1
I'm), 2,10 (2H, xBuHTEeT, J=6,1 ITu), 2,42 (l1H, dd, J=17,1, 3,7
I'un), 2,73 (1, dd4, J=17,1, 6,8 Tu), 3,21-3,33 (1H, m), 3,86-3,91
(2H, m), 4,20 (2H, t, J=6,1 Twu), 5,52-5,59 (1lH, m), 5,98-6,06
(l1H, m), 6,74 (1H, dd, J=8,8, 0,5 Tu), 6,78 (1H, dd, J=18,1,
12,0 T'u), 7,39 (1H, t, J=8,8 Iu), 8,62 (1lH, brs).

[0439]

(IlpuMep 86)

60— {3-Xyop—4-[(Z2) —4-TUIDPOKCU—-2-OYVTeHUJIOKCHK ]| —S5-MeTUunbeHMsI } —5-

MeTun-4, S5-nurunpo-2H-nmupnunasmMH—3-0H

[(XmumMm. 341]

'H-aMP (DMSO-d6) 6: 1,05 (3H, d4, J=7,3 Tu), 2,23 (1H, d,
J=1le6,7 Iu), 2,31 (3H, s), 2,67 (l1H, d4d4, J=1l¢,7, 7,0 Tu), 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 T'u), 5,69-5,78 (2H, m), 7,61 (1H, d4dd4, J=2,2, 0,7 Twu), 7,67
(14, 4, J=2,2 T'u), 10,99 (1H, s).

[0440]

(ITpuMep 87)

6—[2-Tunpokcu—4- (4-TUIPOKCUDYTOKCHU) —3—-MeTUIbeHnI] —5—-MeTUJI—

4, 5—ngurngpo—-2H-nupnoas3mMH—-3—0H

[XuMm. 342]
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TeMnepaTypa LJIaBJgeHus: 178,7-179,9°C
[0441]
(ITpumMmep 88)

60— [3-XJop—2-TuOpoKcru—4- (4-TUIpoKCcUbYTOKCHK) PeHMUII ] —5—-MeTUJI—

4, 5-ogurunpo-2H-nupnuna3mMH—3-0H

[(XmMm. 343]
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TeMIepaTypa LIaBjeHus: 204,5-204,9°C

[0442]
(ITpuMep 89)

60— [2-0Top—4- (4-TUIpOoKCUDYTOKCHU) —3-BUuHMIbeHMJI] - S—-MeTmn—-4, 5-

OIUTIMOgpo—-2H-OMpMIasrMH—3—0H

[XuMm. 344]

T

Q"
TeMnepaTypa LIaBJjeHus: 106,4-107,4°C

[0443]

(ITpumMmep 90)

6—[3-Xjop—2-dbTop—4-[ (E) —4-TUIPOKCU—-2-OYTeHMJIOKCHK | peHMII} -5

MeTuiI-4, S-aurnnpo-2H-OMpnoas3mMH—3-0H
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[XuMm. 345]
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'H-AMP (DMSO-d6) &: 1,04 (3H, 4, J=7,1 Tu), 2,25 (1H,
J=16,9, 3,7 Tu), 2,69 (l1H, dd, J=16,9, 6,7 ITu), 3,11-3,19
m), 3,98-4,02 (2H, m), 4,73 (2H, dd, J=5,6, 1,2 Tu), 4,83
t, J=5,5 TIu), 5,81-5,89 (1H, m), 5,96-6,04 (1H, m), 7,10
dd, J=9,0, 1,2 Tu), 7,54 (1H, dd, J=9,0, 8,8 Twu), 11,02
brs) .

[0444]

(IMTIpumMmep 91)

60— [3-XJjop—2-bTop—4- (5-TUIPOKCUIIEHTOKCHK) beHni] —S-mMeTmn-4,

dd,
(1H,
(1H,
(1H,
(1H,

5—-

ourmugpo-2H-noupnuasmMH—3—0H

[XuMm. 346]
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'H-AMP (CDCl,) 6: 1,20 (3H, d4d4, J=7,3, 0,5 Tu), 1,38 (1H, t,

J=5,1 Tm), 1,54-1,72 (4H, m), 1,85-1,96 (2H, m), 2,43 (1H, dd,
J=1¢,9, 3,2 Tw), 2,73 (1H, dd, J=1¢,9, 6,6 Iu), 3,21-3,33 (1H,
m), 3,06-3,74 (2H, m), 4,10 (2H, t, J=6,4 Tu), 6,75 (1H, dd,
J=9,0, 1,5 I'u), 7,42-7,50 (1H, m), 8,66 (1lH, brs).

[0445]

(ITpuMmep 92)

6-[2-010p—4-[ (Z) -4-TUAPOKCU—2—-OYTEeHUJIOKCHU ]| —3-MeTuJibeHnII ] —5-

MeTu—-4, S—auruiapo—-2H-OMpuIia3vMH—3—-0H

[(XuMm. 347]
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'H-gaMp (DMSO-d6) &6: 1,03 (3H, d4, J=7,3 Tu), 2,09 (3H, d,
J=2,2 I'm), 2,23 (1H, d4dd4, J=le¢,7, 3,7 Tu), 2,66 (1H, dd, J=le6,7,
6,7 T'u), 3,06-3,18 (1H, m), 4,10 (2H, t, J=5,3 Tu), 4,71 (2H, d,
J=5,0¢ I'm), 4,82 (1H, t, J=5,3 Tu), 5,59-5,69 (1H, m), 5,70-5,80
(14, m), o¢,88 (1H, 4, J=8,9 Tw), 7,37 (1H, t, J=8,9 Tu), 10,92

(1H, s).
[044¢6]
(MpumMep 93)
6-{2,3-udbrop-4-[ (Z) —4-TUIPOKCU—2—OYTeHUJIOKCK ]| beHUIT } —5-

MeTun—-4, S5-nurunpo-2H-nupnunasmMH—3-0H

[XmmMm. 348]

TN OH

'H-aMp (DMSO-d6) &: 1,05 (3H, d4, J=7,1 Tu), 2,25 (1H, dd,
J=16,9, 3,4 T'u), 2,70 (l1H, dd4, J=16,9, 6,8 Iu), 3,09-3,23 (1H,
m)y, 4,08-4,13 (2H, m), 4,80 (2H, d, J=6,1 Tu), 4,84 (1lH, ¢t,
J=5,4 I'u), 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).

[0447]

(IMpuMep 94)

6—{3-Xjgop—-5-dbTop—-4-[ (Z) —4-TUIPOKCU—-2—-OYVTeHUJIoOKCcHK ]| bedm } -5-

MeTu—-4, S—auruigpo-2H-OMpmuIa3vMH—3—-0H

[XuMm. 349]
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‘H-AMP (DMSO-d6) 6: 1,04 (3H, d, J=7,1 Tu), 2,24 (1H, d,
J=1l6,7 Iu), 2,69 (1H, dd, J=1¢,7, 7,0 Tua), 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
(14, 44, J=12,3, 2,1 Tw), 7,69 (1H, t, J=2,1 Tu), 11,07 (1lH, s).

[0448]

(ITIpumep 95)

6—{3-BpomM—5-bTop—-4-[ (Z2) —4-TUIDPOKCU—-2-OyYTeHUJIOKCHK | beHMII} —5-

MeTun-4, S5-nurunpo-2H-nupnunasmMH—3-0H

[XumMm. 350]
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'H-aMP (DMSO-d6) 6: 1,04 (3H, d4, J=7,3 Tu), 2,23 (1H, d,
J=16,9 Iu), 2,69 (1H, dd, J=1¢,9, 6,8 Iu), 3,34-3,46¢ (1H, m),
3,96-4,07 (2H, m), 4,068-4,84 (3H, m), 5,060-5,81 (2H, m), 7,67
(14, 44, J=12,5, 2,2 Tw), 7,82 (1H, t, J=2,2 Tu), 11,07 (1lH, s).

[0449]

(ITpuMep 96)

6—{2-0T0p—-4-[ (Z) —4-TUIPOKCU—-2—-OYVTEeHUJIOKCHU ]| —3—-BUHMUIbeHMUII } —5—

MeTu—-4, S—aouruiapo-2H-OMpuIia3vMH—3—-0H

[XuMm. 351]



'H-aMP (CDCls) 6: 1,19 (3H, 4, J=7,3 Tu), 1,68 (1H, t, J=5,6
I'm), 2,42 (1#, dd4, J=17,1, 3,7 TIu), 2,73 (1H, dd, J=17,1, 6,8
I'm), 3,20-3,34 (1H, m), 4,30 (2H, t, J=5,1 Tu), 4,72 (2H, d,
J=5,1 I'u), 5,51-5,59 (1H, m), 5,79-5,95 (2H, m), 5,99-6,09 (1H,
m), o,72 (1, 4, J=8,8 I'u), 6,80 (1H, d4dd4, J=18,1, 12,2 Tu), 7,39
(14, t, J=8,8 I'u), 8,62 (1H, brs).

[0450]

(ITpumMmep 97)

60— [3-Ormun-2-dbrop—-4- (d-rtugpokcudyrorcu) beumys] -5-meTmyn-4, 5-

ourmngpo-2H-noupngasmH—3—0H

[XumMm. 352]
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'H-aMP (CDCls) &: 1,14 (3H, t, J=7,6 Tu), 1,20 (3H, 4, J=7,3
I'm), 1,38 (14, t, J=5,4 Twu), 1,73-1,84 (2H, m), 1,87-1,98 (2H,
m), 2,41 (14, dd4, J=17,1, 3,4 Twu), 2,64-2,78 (3H, m), 3,21-3,34
(14, m), 3,71-3,79 (2H, m), 4,05 (2H, t, J=6,4 Tu), 6,67 (1H, d,
J=8,8 I'm), 7,35 (1H, t, J=8,8 Tu), 8,47 (1H, brs).

[0451]

(ITpuMep 98)

HoJyudeHHne 60— [3—-xJ0p—4- (4-TUIPOKCU—2, 2—IUMeTUIOYTOKCHK) —5—

MeTunbedm] —5-MeTun—-4, b—aurugpo—-2H-OMpMuIa3mMH—-3—0Ha

[XmuMm. 353]
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K cMecHu 6— (3—-xJop-4-TuigpokCcu-5S5-MeTuiideHns) -5-meTui—-4, 5-
oIUTUIpo-2H-nupunasyuH-3-0Ha (PTaJIoOHHBEM IOIpuMep 86, 255 wmr), 4-
(TpeT- 0y TUIIOUME TUJICUIIMIIOKCHU ) =2, 2—OUMe THUJIOyTaH—1-oJia (258 M) u

TpudeHUIIPOCHMHA (291 w™rm) B THF (10 1) nobapJjsaim  6uc (2-

METOKCUSTIUII) asonukapobokcuiaaT (260 wr) npmu 0°C, a 3aTeM CMeChb
[IepeMelBaJn opu KOMHAaTHOM TeMIepaTtype B TeueHNe HOUMN.
PacTeopuTens  yIoaJdhu, a 3BaTeM OCTaTOK OouMmaIM C  IIOMOIBI0
KOJIOHOUHOM XpoMaToTrpaduu Ha Ccuimkarejye (renTaH:sTuilaneTrar=50:
50) ¢ nojayuyeHmeM OJIEOHO—XEJITOT'O TRBEepIOTO BemecTBa (165 wMr).
[loslydeHHOe TBepOoe BemecTBO pacTeopau B THE (5 mi). K pacTeopy
nobaBaanm o¢rTopun TeTrpadyTmiaammMoHmsa (1,0 M pacTtBop B THFE, 0,424
M) npm 0°C, a 3aTeM pacTBOp IepeMemubBay Opu 50°C B TeueHue 2
yacoB. K peakKUMOHHOM cMecHu »HoOaBJIAIM BOIOY UM CMECh BKCTparuMpoBalil
sTHJIaueTaToM. OpTaHMUYeCKMM CJIOM IIPOMHBAaJIM COJIEBHM pPaCcTBOPOM,
BHICYIIMBAJIM Hal O0e3BOOHEIM CyJbdaToM HaATPUSI, U O(UILTPOBAIM, WU

pacTeOpHTEJIE YyIOaJidaJIl. HO.J'IyL_TeHHBIﬁ HeOouMIeHHBIM IIPOOYyKT oOodMIaJjnm C

IIOMOIIEIO KOJIOHOUHOM XpoMaTorpadmn Ha cumkarese
(renraH:sTHalneTaT=50: 50-0: 100) u HeOoOXOoOUMEIe bparumm
KOHLIEHTpMPOBaJK. OCTaTOK KPUCTAJUIM30BaM U3  OUMUIOMNPOIMUIIOBOTO

sdupa/sTHIIalleTaTa M ocalkKu cobupalM Ha OQUILTpe ¢ IIoJyUeHUeM
YKaz3aHHOT'O B 3al'OJIOBKEe COeIOMHeHMs B BUIOe OeJioro IHopoumka (59 mr) .

'H-AMP (DMSO-d6) o&: 1,05 (3H, 4, J=7,3 Tu), 1,06 (6H, s),
1,60 (2H, t, J=7,3 Twu), 2,22 (1H, d, J=16,5 Tu), 2,31 (3H, s),
2,67 (1H, dd, J=1e¢,5, 7,0 Tu), 3,34-3,42 (1H, m), 3,52-3,59 (2H,
m), 3,58 (2H, s), 4,32 (1H, t, J=5,0 Tu), 7,59-7,61 (1H, m),
7,65-7,67 (1H, m), 10,98 (1H, s).

[0452]
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Crlemywniye COeIMHEHMA IOoJydallM M3 KaXIOT'O COOTBETCTBYKIETO
MCXOIOHOT'O BelleCTBa aHaJIOTMUHO IIpuMepy 98.

(ITpMep 99)

60— [3-XJop—-5-dbT0op—-4- (4-TUIPOKCU—2, 2—-IUMeTUIOYTOKCHK) beHm] —5-

MeTu—-4, S—aurmiapo-2H-OuMprIia3vMH—3—-0H

[XmuMm. 354]

s

o

'H-saMP (DMSO-d6) &: 1,03 (6H, s), 1,04 (3H, d, J=7,6 Tu),
1,57 (24, t, J=7,3 T'm), 2,23 (1H, 4, J=1l6,7 Tu), 2,69 (1lH, dd,
J=1ie¢,7, 7,0 T'm), 3,35-3,46 (l1H, m), 3,52 (2H, t, J=7,3 Tu), 3,83
(24, 4, J=1,5 Twu), 4,32 (1H, brs), 7,64 (1H, dd, J=12,6, 2,1
I'm), 7,68 (1H, t, J=2,1 T'm), 11,06 (1H, s).

[0453]

(ITpumMep 100)

6—[3, 5-Inxjop—4- (4—-TUOPOKCU—2, 2—OUMeTUJIOYTOKCHK) beHMII] —5—

MeTuI—-4, S—-nurnnpo-2H-omupnnasmMH—3-0H

[XuMm. 355]

‘H-AMP (DMSO-d6) &: 1,04 (3H, 4, J=7,1 Tu), 1,07 (6H, s),
1,60 (24, ¢, J=7,3 Twu), 2,23 (l1H, d, J=1le¢,7 Tu), 2,69 (1H, dd,
J=1le¢,7, 7,0 T'm), 3,36-3,47 (1H, m), 3,55 (2H, t, J=7,3 Tu), 3,71
(2H, s), 4,19-4,45 (1H, m), 7,82 (2H, s), 11,08 (1H, s).

[0454]

(ITpuMmep 101)
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6—-[3-0T0op—4- (4-TUIPOKCU—2, 2—IOIUMEeTUIOYTOKCHU) —S5—-MeTunbeHmn] -

S5-MeTun-4, S5—ournagpo-2H-OupnoasmMH—3—0H

[XuMm. 356]

'H-saMP (DMSO-d6) &: 1,02 (eH, s), 1,05 (3H, d, J=7,3 Tu),
1,57 (24, t, J=7,3 Tw), 2,22 (1H, d, J=16,6 Tu), 2,28 (3H, s),
2,66 (l1H, dd, J=16,6, 6,8 Tu), 3,27-3,42 (1H, m), 3,48-3,57 (2H,
m), 3,72 (2H, 4, J=1,5 Tu), 4,32 (1H, t, J=5,0 Tw), 7,40-7,48
(2H, m), 10,95 (1H, s).

[0455]

(MpumMep 102)

6—-[2,3-Indrop—4- (4—TUOPOKCU—2, 2—OUMeTUIOYTOKCHU) beHMII ] —5—

MeTua-4, S-nurnnpo-2H-nmupnnasmMH—3—-0H

[XmuMm. 357]

'H-AMP (DMSO-d6) &: 1,00 (6H, s), 1,05 (3H, d, J=7,3 Tn),
1,55 (24, t, J=7,3 Twu), 2,25 (1H, 44, J=16,9, 3,4 T'u), 2,70 (1H,
dd, J=16,9, 6,8 I'n), 3,09-3,22 (1H, m), 3,51 (2H, t, J=7,3 Tu),
3,82 (24, s), 4,34 (1H, brs), 7,02-7,12 (1H, m), 7,38 (1H, td,
J=8,7, 2,2 I'u), 11,02 (1H, s).

[0456]

(ITpuMep 103)
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60— [3-XJop—-2-bTop—4- (4-TUIPOKCU—2, 2—-IUMeTUIOYTOKCHK) beHm] —5-

MeTu—-4, S—aurmiapo-2H-OMprIia3vMH—3—-0H

[XmuMm. 358]

'H-saMP (DMSO-d6) &: 1,03 (6H, s), 1,04 (3H, d, J=7,3 Tu),
1,57 (24, t, J=7,4 Tu), 2,25 (1H, dd, J=16,9, 3,7 Tu), 2,69 (1lH,
dd, J=1¢,9, 6,7 Tw), 3,07-3,22 (l1H, m), 3,51 (2H, t, J=7,4 Tu),
3,83 (2H, s), 4,34 (1H, brs), 7,05 (1H, dd4, J=9,0, 1,2 Tu), 7,53
(1§, t, J=9,0 I'm), 11,01 (1H, s).

[0457]

(ITIpumMmep 104)

HoJdydeHMre 2=0TopP—6— (2—-TUIOPOKCUIPONOKCHK) —3— (4—-MeTHUIJI—-6—0KCO—

4, 5-nurunpo-1lH-nupuna3mH—3-mj) OeH30HUTPUIIa

[XmuMm. 359]

i«tw”“\ g

@f’
CMechb 6-[3-6poM—2-dTOop—-4- (2-TUIPOKCUIIPOIIOKCH ) PeHMJI] —5-
MeTuI—-4, S—ourrnpo-2H-nMpunasmH-3-0Ha (mpumMep 48, 180 Mmr),

UMaHMIa LIMHKa (105 wMr) wm  TeTpakuc (TpudeHMIGOCOUH) nanagnug (29
MIT') B DMF (2,5 w) nepeMemmBajy nOpu 150°C nom mencTBHEM
MUKPOBOJIHOBOTO M3JIYyUeHUS B TeueHre 30 MyMHYT. K peaKUMOHHOW CMecCcHu
nobaBygaaIM »TUJalleTaT M BOIOY, a 3aTeM CMeCh OQUIBTPOBAJIM UYepes
IOOYMKY U3 LeJuTa. OpTlaHMUueCcKMUM CJIOM OTIOeJIAJIM, IIPOMBEIBAJIM COJIEBHM
PacTBOPOM, BHEHCYIMBaJIM C IIOMOmMBK Oe3BOIHOTO CyJdbdaTa HaTpUHd,

(]_)T/IJ'H:: Tporaln, a 3aTeM KOHLEeHTpMpOBaJI. HOJ'IyT{eHHBIIZ HeOoUMIe HHEIN
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OPOOYKT OUMIIaJM C I[IOMOMBI KOJIOHOUHOM XpoMaToTrpaduM Ha CuIMkKareie
(renraH:sTHialeTaT=40: 60-0: 100) u HeoOXOoOouMEIe dparumm
KOHIUEHTpHUpOoBaM. OCTaTOK KPUCTAJJIM30BAJIM U3  OUU3OIPONIMUIIOBOTO
spupa. Ocamkm cobupalu Ha O(UILBTpe C IIOJIYUYeHMeM VYKa3aHHOTO B
3aTr'0JIOBKE COEIOMHEHMS B BuUIe OeJIOTO TBepIoIl'o BemecTBa (93 wMr).

‘H-AMP (DMSO-d6) 6: 1,05 (3H, d4, J=7,3 Tu), 1,18 (3H, d,
J=6,2 T'u), 2,26 (1lH, dd, J=1¢,9, 3,4 Tu), 2,71 (1H, dd, J=16,9,
6,8 ITu), 3,11-3,22 (1H, m), 3,95-4,14 (3H, m), 4,99 (1H, d,
J=4,8 ru), 7,21 (1H, 4, J=9,0 Tu), 7,90 (1H, t, J=9,0 Tu), 11,09
(1H, s).

[0458]

Cilenywllee COeIMHEHMe IOoJydallM M3 COOTBETCTBYKRIEIO MCXOIHOTO
BelleCTBa aHaJIOTM4YHO OpumMmepy 104.

(ITpumMep 105)

2=QTopP—6— (2—-TUIOPOKCU—2-MeTUJIIPONOKCHK) —3— (4—-MeTUJI-6—0KCO—

4, 5-nurunpo-1lH-nupunaz3mH—3-mj) OeH30HUTPUIL

[XumMm. 360]

'H-AMP (DMSO-d6) &: 1,05 (3H, d4, J=7,1 Tu), 1,23 (6H, s),
2,26 (1H, d4d, J=le¢,9, 3,4 Tw), 2,71 (1H, dd, J=16¢,9, 6,8 TITu),
3,12-3,22 (1, m), 3,97 (2H, s), 4,77 (1H, s), 7,21 (1H, d,
J=9,0 '), 7,90 (1H, t, J=9,0 I'm), 11,09 (1H, s).

[0459]

(ITpuMep 106)

[HoJydueHHne 2=bTop—6— (3—ITMIOPOKCUIPONOKCHK) —3— (4—-MeTUJI-6—0KCO—

4, 5—nurmngpo-1lH-OupnoasmMH—-3-1Jl) OeH30HUTPUIIA

[XuMm. 361]
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CMmechb 6- [3-6poM—2-pTOop—4- (3-TUIPOKCUIIPOIIOKCH ) QeHMII] —5-
MeTui—-4, S—ourrnpo-2H-nmrpunasmH-3-0Ha (mpumMep 12, 150 Mmr),
uMaHmMma LIuHKa (108 wMr) wm  TeTpakuc (TpubeHmIdochOuH) nayyagmud (24

M) B DMF (1,5 wu) nepememuBanm Inpu 100°C B TeuyeHMe HOUM.

OBecrnieunBalu OXJIaXIOeHue peakuMOHHOM cMecu oo KOMHAaTHOM’
TeMIIepPaTyPH, a 3aTeM K Heu DoBaBJIAIIN
TeTpakuc (TpubdeHmMIdOChMH) rnajjiaami (97 wMr). PeakKlMOHHYID CMeChb

nepemMemmeanay 1npu  100°C  OONOJHUTEJLHO B TeueHMe OOHOTO IHA.
ObecrneuynEBam OXJIaXIOeHNe pPeakIMOHHOM cMecHu oo KOMHAaTHOM
TeMIIepaTyphl, K PeaKUMOHHOM cMecu HOOaRBRJAIM BOIY U »BTUJIalleTaT, a
3aTeM CMecCh OQuIbTpOoBaJM UYepes NOOymKYy M3 LeaduTa. OplaHUdeCKUM
cJIoM OduibTpaTa OTHEeJIANIM, IIPOMHBBAJIM BOIOM UM COJIEBHM pPaCTBOPOM,
BHICYIIMBAJIM C TIIOMOUWBK Oe3BOONHOTO cCyJlbdaTa HaTpud, OUIbTpOBaJM, a
3aTeM KOHILEHTPUPOBaJM C IIOJIydeHMeM TBepIoro BemecTBa (191 wmr).
TeBepnoe EBemecTBO pacTBopsaiuM B DME (2,0 M), K cMecu »noOaBJIANIU
nMmpoaszoJs (34 Mr) UM TpeT-OyTWUIOVMMEeTHUIIXJIOpCWMJIaH (69 MI') M CMecChb
IepeMellMBalM IIpYM KOMHATHOM TeMIepaType B TedeHMe HouM. K Hel
no0aBJIAIM IOOIOJIHUTEJIBHOE KOJMUEeCTBO uMMOasoJa (34 MI') M TpeT-
Oy TUIIOUME TUIIXJIOPCUIIaHa (69 MI') u CMecChb nepeMelnBaln npu
KOMHaTHOM TeMlepaType B TedeHre 30 MuHYyT. K peakKUMOHHOWM CMecCcHU
Do0BaBIAIM BOILY M CMeCh DKCTparvMpoBajiM >TuUialleTaToM. OpTaHMUeCKUM
CJIOW  HOPOMEIBAJM BOIOOM ¥ COJIEBEIM PacTBOPOM, BHICYIIMBAJIM  Hal

Oe3BOIHEIM Cyﬂb(l)aTOM HaTpn4a, n (]_)MJII::TpOBaJ'H/I, n pPacTBOpPHUTEIIb

YIOaJAaJn . I[IOJIlydeHHEM  HEeOUMMEeHHBEM [NPOOYKT OouMmajJM C  IIOMOILIO
KOJIOHOUHOM XpoMaToTpaduM Ha CcuIMkareje (TenTaH:>TujalleTaT=8b5:
15-15: 85) ¢ mnoxydenmem O0eJjloTo TBeprmoro BemecTBa (45 wMmr). K

pacTBOpPY IOJy4deHHOTO OeJioTo TBeploro BemecTBa (45 mr) B THE (1,0
MJI) TIPpM TeMIepaType Jbla nobaBiaaian o¢Topun TeTpabyTuiaammoHmsa (1,0
M pacTtBop B THF, 0,16 w™MiI). CMech IIepeMellMBaJM IIPM KOMHATHOM

TeMllepaType B TeueHMe OIOHOTO uYaca. K peaKLU/IOHHOﬁ cMecHu nodaBJiAU
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BOIY ¥ COJIeBOM PacTBOpP WM CMeChb BKCTPalMpoBaliM >BTUIIALEeTaTOM.
OpraHMUYeCKUM CJIOM RBHEHCYMMBaJIM Haln Oe3BOIOHEM CyJIbdaTOM HaATPUSA, U
duIrTPOBaIM, M PACTBOPUTENbL YyHOaJldaau. IIOJIyUeHHHM  HeOUMNeHHBN
IPOOYKT OUMIIaJM C I[IOMOMBI KOJIOHOUHOM XpoMaTorpadum Ha CcuiIukareie
(renTal:sTuialeTar=10: 90-0: 100 - osTHMjaaleTaT:MeTaHos=90: 10).
[loslydyeHHOe  TBepHOe  BelleCTBO IIPOMEBAJIM IyTeM pacTupaHuda C
OVUM3ONPONUIJIOBEIM 50MPOM, a 3aTeM cobupalyr Ha Q(UIbTpe C IOJIydeHMeM
YKa3aHHOTO B  3al0OJIOBKe COeOMHeHMA B BuUIe 0OeJloTo TBEpLoTo
BemecTeBa (26 MI) .

‘H-AMP (DMSO-d6) 6: 1,05 (3H, d4, J=7,0 Tu), 1,86-1,96 (2H,
m), 2,26 (1, d, J=1¢,9 Tu), 2,70 (1H, dd, J=16,9, 6,5 Tu),
3,12-3,22 (l1H, m), 3,53-3,64 (2H, m), 4,25-4,33 (2H, m), 4,58-
4,66 (l1H, m), 7,20 (1H, 4, J=8,9 Iu), 7,92 (1H, t, J=8,9 Tu),
11,09 (1H, s).

[0460]

(MpumMep 107)

HoJdydeHKe 6—[4-(2,2-mmndTOoP—-3-TUIPOKCUIPOIOKCHU) —2—bTop—3—

MeTuabeHus1 ] -b—-MeTmun—4, S—ogurugpo-2H-nupmuigasmMH—3—0Ha

[XuMm. 362]

HN*”N\ ;

Gﬂﬁi\\w/jﬁ\\ ?

K cmecn 2,2-mudrop-3-[3-dTop-2-MeTmii—4- (4-mMeTmii—-6-okco-4, 5-
ourunpo-l1H-npuoasmH-3-1il) PeHOKCHK ] mponmii6eH30aTa (2 TaJIOHHBM
npuMep 166, 253 wMr) B MeTaHoJe (2 ™) @pobaBaaauM 5 M BOIHHEM
pacTtBOop TIuIpokcuma HaTpeua (0,349 MJI) M CMeCchb IepeMellMBaliM IIpU
KOMHaATHOM TeMIepaType B TeueHMe 2 dYacoB. K peaxlUMOHHOW CMecH
D0BaBJIAIM BOILY M CMeChb DKCTparuMpoBalM >TuUialleTaToM. OpTaHUMUeCKUN
CJIOM  HOpPOMEIBAJM BOOOM ¥ COJIEBEIM PacTBOPOM, BHCYWIMBAJIM  Hal
0e3BOOHEIM CyJIEOaTOM HaTpuUd, "  QUIIBETPOBAJIN, U  pacTBOPUTEJIb

yoaJldJin . l[IoJlydyeHHOE HeOUMIIeHHOe TBepOaoe BeleCTBO
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[IepeKPUCTAJIJIN3OBEB AN ns3 TenTaHa/sTUialeTaTa c [IOJIy4YeHNEeM
YKasaHHOTO B 3aloJIOBKe COeIMHeHMA B BuOe 0OeJloTo TBepHoI'o
BemecTBa (117 wMT).

‘H-AMP (DMSO-d6) 6: 1,03 (3H, d4, J=7,1 Tu), 2,11 (3H, d,
J=2,2 Tu), 2,23 (l1H, dd, J=1¢,7, 3,8 Tu), 2,67 (1H, dd, J=16,7,
6,7 Tu), 3,06-3,20 (1H, m), 3,71-3,87 (2H, m), 4,39 (2H, ¢t,
J=12,6 Tu), 5,65-5,73 (1H, m), 6,97 (1H, 4, J=8,8 Tu), 7,40 (1H,
t, J=8,8 T'u), 10,95 (1H, s).

[0461]

Cilenywmye COeIMHEHUd IIoJiydaliM M3 KaXIOoT'0 COOTBETCTBYKIETO
MCXOIOHOT'O BelleCTBa aHaJIOTMUHO IIpuMepy 107.

(ITpumep 108)

6-[4-(2,2-IIndbTop—3-TUIOPOKCUIPONOKCHU) =2, 3—audropbermi] -5-

MeTun-4, 5-nurunpo-2H-nupnunasmMH—3-0H

[XumMm. 363]

F F
0. X __OH

'H-AMP (DMSO-d6) &: 1,05 (3H, d4, J=7,2 Tu), 2,25 (1H, dd,
J=1e¢,8, 3,4 Tw), 2,71 (1H, dd, J=1e¢,8, 6,8 Iu), 3,12-3,23 (1H,
m), 3,76 (2H, td, J=13,7, 6,3 T'u), 4,51 (2H, t, J=12,8 Twu), 5,71
(14, t, J=6,3 Tw), 7,15-7,24 (1H, m), 7,38-7,46 (1H, m), 11,06
(1H, s).

[0462]

(ITpuMmep 109)

06— [3, 5-Iuxjop—-4- (2, 2-01dTop—3-IMIOPOKCUIOPONOKCHK) beHMII] —5—

MeTuI-4, S—-aurnnpo-2H-OMpnoas3mMa—3-0H

[XuMm. 364]
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‘H-AMP (DMSO-d6) 6: 1,04 (3H, d, J=7,3 Tu), 2,24 (1H, d,
J=16,9 Iu), 2,70 (1H, dd, J=1¢,9, 6,8 ITu), 3,37-3,49 (1H, m),
3,82 (2H, td, J=13,9, 6,1 Tu), 4,38 (2H, t, J=13,2 Tu), 5,65
(14, t, J=6,1 ), 7,85 (2H, s), 11,11 (1H, s).

[0463]

(ITIpumep 110)

60— [3-XJjop—4-(2,2-1ndTop—-3—IUMIPOKCUIIPONOKCHK) —2-bTopbeHnyi] -5-

MeTun—-4, S5-nurnnpo-2H-nupnnasmMH—3-0H

[XumMm. 365]

F F
/

m,a\)\/eﬂ

N

S

0

IH-gMP (DMSO-d6) 6: 1,04 (3H, 4, J=7,1 Tw), 2,25 (1H, dd,
J=1l6,9, 3,8 Iu), 2,70 (1H, dd, J=1¢6,9, 6,8 Iu), 3,09-3,22 (1H,
m), 3,80 (2H, td, J=13,7, 6,2 Tu), 4,51 (2H, t, J=12,6 Iu), 5,70
(14, t, J=6¢,2 Tw), 7,19 (1H, dd, J=9,0, 1,5 Twm), 7,53-7,61 (1H,
m), 11,04 (1H, s).

[0464]

(IMTIpuMmep 111)

6—[3-XJop—4- (2, 2-IndTop—3—-ITUIPOKCUIPONOKCHK) —S5—-dbTopbeHmy] —5-

MeTuI—-4, S-aurnnpo-2H-OMpnoas3mMH—3-0H

[XuM. 366]
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lH-aMP (DMSO-d6) 6: 1,05 (3H, 4, J=7,3 Tw), 2,24 (1H, d,

J=1¢6,9 TI'u), 2,69 (1H, dd, J=1¢6,9, 7,1 Tu), 3,36-3,47 (1H, m),
3,80 (2H, td, J=13,8, 6,1 TITu), 4,47 (2H, t, J=13,1 Tu), 5,65
(1H, t, J=o¢,1 T'u), 7,63-7,74 (2H, m), 11,09 (1H, s).

[0465]
(IMIpumMmep 112)

6—[3-Bpom—4- (2, 2-nmndTop—3—-ITUIPOKCUIIPONOKCHK) —2-bTopbeHnsI] -5-

MeTun-4, S5-nurunpo-2H-nupnunasmMH—3-0H

[XumMm. 367]

HN/”&QQ?K”“

H

0

'H-AMP (DMSO-d6) &: 1,04 (3H, 4, J=7,1 Tu), 2,25 (1H, dd,
J=1¢,9, 3,7 Tw), 2,70 (1H, dd, J=1¢,9, 6,8 Iu), 3,08-3,21 (1H,
m), 3,82 (2H, td, J=13,8, 6,2 I'u), 4,50 (2H, t, J=12,3 Tu), 5,70
(14, t, J=6,2 ITwu), 7,15 (1H, dd4, J=8,8, 1,2 Tu), 7,60 (1lH, t,
J=8,8 I'u), 11,04 (1H, s).

[0466]

(IMTpuMmep 113)

60— [3-XJop—4- (2, 2-IMdTop—3—TUIPOKCUIPONOKCHK) —S5—-MeTUIbeHUI ] —

S-MeTma-4, b—mourmgpo-2H-OMpMIas3MH—3—0H

[XuM. 368]
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'H-AMP (DMSO-d6) 6: 1,05 (3H, 4, J=7,3 Tu), 2,23 (1H, d,
J=1l6,7 Iu), 2,33 (3H, s), 2,68 (lH, dd, J=1¢,7, 7,0 Tu), 3,33-
3,45 (1H, m), 3,81 (2H, td, J=13,9, 6,0 Tu), 4,27 (2H, t, J=13,4
I'u), 5,65 (1H, t, J=6,0 Tu), 7,62 (1H, d, J=2,2 ITu), 7,68 (1H,
d, J=2,2 r'u), 11,00 (1H, s).

[0467]

(Ipumep 114)

6—[4-(2,2-ITndTOop—3-IMIOPOKCUIPONOKCHU) —2—0TOop—3—-BUHUJIOSHUII] —

S5-MmMemun—-4, b—nurmuapo-2H-OUpnIasmMH—3—0H

[XuMm. 369]

'H-aMP (CcDCls) &: 1,19 (3H, 4, J=7,1 Tmu), 2,13 (1H, t, J=7,1
'), 2,42 (14, dd4, J=17,1, 3,7 I'u), 2,73 (1H, dd4, J=17,1, 6,8
I'm), 3,20-3,31 (1H, m), 4,00 (2H, td, J=12,5, 7,1 Tu), 4,34 (2H,
t, J=11,5 Tu), 5,56-5,63 (l1H, m), 5,98-6,06 (1H, m), 6,70-6,83
(24, m), 7,41 (1H, t, J=8,5 I'u), 8,57 (1H, brs).

[0468]

(ITpuMep 115)

HoJlyudueHHne 6—-[4-(2,2-11dTop—3—-I'MIPOKCUIPOIOKCHU) —2—TUIPOKCHU~—

3-MeTuadeHUII ] —5—MeTuI—-4, S—nurunpo-2H-OupnoasmMH—3—0Ha

[XuMm. 370]
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CMmechb 2,2-1ndTop—-3-[3- (METOKCUMETUIIOKCHU ) —2-MeTuJi-4- (4-
MeTuJI-6-0kco—-4, b—ournnpo-1lH-nnpronasmua—3-
W) QeHOKCH ] IponuIIMeTaHCyJIbQoHaTa (2TaJIoOHHEM opuMep 141, 80 Mr) u
Genzoara HaTpusa (51 mMr) B DMF (2 M) nepememmBaiu Ipu 180°C mon
OeVICTBMEeM  MMKPOBOJIHOBOTO UBJIy4YeHU S B TeueHNe 30 MUHYT.
PeakKUMOHHYK CMeCb BHBUIMBaAJM B BOILY ¥ CMeChb BKCTpalMpOBaJl
sTUlaneraToM. OplaHMUYeCcKMM  CJIOM IIPOMHEBAaJM BOIOM U COJIEBHM
pacTBOPOM, BHICyIIMBAJIM  Han 0e3BOIHEIM  CyJibGaToM  HaTpud, u
bunsTpoBa M, U PACTBOPUTENb YyIajlaidu. IIOJIyUeHHEM  HeOUMIeHHH
OIPOOYKT OUMIMAJM C IIOMOUIIBI KOJIOHOUWHOM XpoMaToIpaduM Ha CUIMKaTele
(renTal:sTmlaeTaT=50: 50) c nosiydeHmeM OecLBeTHOI'O MacJjla. MacJjo
PACTBOPAJIM B STaHOJe (2 MI), K Hemy »no6GaBjasgiau 5 M BOIHHM pPacTBOP
rugpokcuna Hatpusa (0,046 MI) M CMechb IIepeMelMBajM IpYM KOMHaTHOM
TeMIIepaType B TeueHMe OIOHOTO Yaca. CMeCh BHUIMBAJIM B BOIY UM CMeChb
SKCTPATUPOBAIM STUjlalleTaToM. OpTraHMUeCKMM CJIOM IIPOMHBAaJIM BOIOM U
COJIEBEHIM PAaCTBOPOM M BHCYNMBaJIM Hal ©Oe3BOIHEM CYJIbOaToM HaTpusd,
dMIETPOBaIM M KOHUEHTPpUpoOBaJM. OCTaTOK pPacTBOPSAJIM B BTaHoJe (2
MJI), K HeMy »Jo0aBJaJIM XJIopoBomopon (2 M pacTeBop B 3TaHoJje, 0,058
MJI) ¥ CMecCch IIepeMelMBaM IIpUM KOMHATHOM TeMIepaType B TeUeHUe
HouM. OcaIkM cofOMupaaM Ha OMIbTpe C I[OJIy4YeHMeM YyKa3aHHOT'O B
3ar'0JIOBKE COEeIMHEHMS B BuIe 0OeJIoTO TBepnor'o BemecTBa (20 wMr).

'H-AMP (DMSO-d6) o6: 1,10 (3H, 4, J=7,3 Tu), 2,04 (3H, s),
2,27 (1H, d, J=16,6 Tu), 2,77 (1H, dd, J=1e6,7, 6,7 Tu), 3,47-
3,61 (1H, m), 3,73-3,86 (2H, m), 4,35 (2H, t, J=12,7 Tu), 5,66
(14, ¢, J=6,2 Tu), 6,66 (1H, 4, J=9,0 Tu), 7,46 (1H, d, J=9,0
'), 11,06 (1H, s), 12,54 (1H, s).

[0469]

(ITpMep 116)




237

HoJyudeHHne (BR) = (=) —-6—-[3—-xJ10p—4- (2-TUIPOKCURTOKCHU) —5-—

MeTunbedmi] —5-MeTun—-4, S—aurmngpo—-2H-Oupmuioa3mMH—3—0Ha

[(XuMm. 371]

K cMecu 2-{2-xjop-6-mMeTuin—-4-[ (2R) -2-MmeTm1-3-{ [ (1S) -1- (4-
HUTPpObeHWII) 3Tuil] Kap®aMomJl } IponaHouil] eHOKCH } 2 TuiI-4-0poMbeH30aTa
(pTaJoHHEM nOpumep 175, 300 mr) B 2-mponanHoje (5,0 wmi) nobaBijsiu
YKCyYyCHyW kucjory (0,272 MiI) M MOHOIMIpaT Iuapas3mHa (0,115 mia), a
3aTeM CMech IepeMmemmBagu Opu 60°C B TeueHMe HOUM. PeaKLUMOHHY
CMeCb  KOHLEHTPUpPOBAJM, K OoCcTaTKy nobaejajgu BOOY UM CMeChb
SKCTPATUPOBAIM STUjlalleTaToM. OpraHUMUeCKMUM CJIOM IIPOMHBAJIM BOIOM U
COJIEBHM PaCTBOPOM, BHCYMMBAJIM Hall ©Oe3BOOHEM CYJIbOaToM HATPUSI, U
buIpTPOBaIM, ¥ PACTBOPUTENL yHaldar. OCTaTOK OUMmaJM C IIOMOIBI
KOJIOHOUHOM XpoMaToTpadumM Ha CcuiIukareje (renTaH:>TujalleTaT=80:
20-50: 50) . IToJslydyeHHOe TBEepOoe BelleCTBO TP OMEIB aJIn Iy TeM
pacTupaHrsa C STuUlalleTaToM/TelTaHoM, a 3aTeM cobupalu Ha oOuIbTpe
C TIoJiydeHMeM OecCLBeTHOI'O TBepHoI'0 BemecTBa (168 wmr). Treepnoe
BEMeCTBO pPacTBOPAJIM B »TaHoJyie (5,0 M) m k cMecu pobGaBiasiam 5 M
BOOHEIM pacTBOp TIuApoKcuAa HaTpusa (0,140 wmia). CMech DepeMelMVBalu
IpMu KOMHATHOM TeMIepaType B TeueHue 15 MMHYT, K pacTBOpY
Do0BaBIAIM BOILY M CMeCh DKCTpalvMpoBajM >TuialleTaToM. OpTaHUMUeCKUM
CJIOM  HOPOMHBAaJM BOOOM WM  COJIEBEIM PacTBOPOM, BHICYIIMBAJM  HaL
Bes3BOOHEIM CyJbdaToM HaTPUHA, 1  OUILTPpOBAJN, ¥  pPacTBOPUTEJIb
VIaJlsan. T[IOJIyUeHHEM  HEeOUMMEeHHBM [NPOOYKT OouMmajJM C  IIOMOILIO
KOJIOHOUHOM XpoMaToTpadumM Ha CuIMkareje (TrenTaH:>TujalleTaTr=25:
75-0: 100). IlolydyeHHOe TBEPIOOE BEMECTBO [IE€PEeKPUCTAJIJIM3OBHEBAIN U3
sTuialeTaTa/renTala c IOJIydeHNEM YKa3aHHOTO B 3aTOJIOBKE

COeIMHeHNMA B BUOe OeclLuBeTHOTO TBepOgoIro BellleCTBa (50 M1, ece
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>99%) . ONTUUeCKYyK UMCTOTY OIpemesyiaaM ¢ I[IOMOIBK aHajlmMsa C
IpuMeHeHMeM BECOKO2(OeKTUBHOM XMUIOKOCTHOM XpoMaToTpaduu (HPLC) .

OnTmyeckoe BpameHue: [a]p?? -322,4° (¢c=0,21, MeOH)

'H-AMP (CDClj3) &: 1,24 (3H, 4, J=7,3 Tu), 2,28 (1H, t, J=6,4
'), 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, 4, J=2,0 Tu), 8,59 (1H, brs).

<Ycjorusa HPLC njg aHalM3a OINTUUYECKOM UMCTOTH>

Komouka: koJjioHka Daicel CHIRALPAK IA (0,46 cmMp X 25 cM);

BJI0OEHT: TekcaH/sTaHon=60/40;

CKOpOCTh IoTOka: 1,0 Mi/MuH.;

oeTexkTUpoBaHMe: YO (254 HM) .

Bpemsa ymepxuBaHUA: 7,22 MMH. (ee >99%).

[0470]

Kaxnoyo abCOJIOTHYK  KOHOUIypaluMio  OJd  [IPUMEPOB 117-127,
[IOKa3aHHEIX HIMWXe, BKCTPpalloJIMpoBaliM IIyTeM CpaBHEHUS C [IPYMepOoM
11le.

(IMTpumMmep 117)

(5R) = (=) =-6-[3, 5-IndTop-4- (2-TUIPOKCU—2—

MEeTUINPONoOKcHK) bedmJi] —5-MeTun—-4, S—agurmgpo—-2H-nupuiasmuH—3—0H

[XuMm. 372]

XupanbHbIi

/
OH

6-[3, 5-IIudpTop-4- (2-TUOAPOKCU—2-MeTUJINTPOIIOKCHU ) beHWII] —5—Me TUII—
4, 5-nurunpo-2H-niupunasmH-3-0H (OpuMep 30, 267 MI') pas3nejisain Ha
OIITUYECKNE M30MEPH  IIOCPEeOCTBOM  XpoMaTorpadmumu  Ha XUpaJIbHOM
KOJIOHKE B COOTBETCTBMM CO CJeOynlVMVY YCJIOBUAMU OCYILEeCTBJIEHNSA

npenapaTMBHoﬁ xpomaTorpa@MM, a 3aTeM IIepeKprHCTaJIJIM3OBEBAJIML U3
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TenTaHa/®TaHoJla C IOJIydeHMEeM YKa3aHHOTO B 3arloJIOBKe COeOMHEHMS B
BuIe O6eJIOTO TBepOOIo BemecTBa (33 MI, ee 99%).

<YCJIOBUA OCYMEeCTBJIEHMUS MpelapaTUMBHOM XpoMaToTrpadum>

Komouka: Daicel CHIRALFLASH IA (3,0 cMo x 10 cM);

BJIOEHT: TekcaH/sTaHon=60/40;

CKOPOCTL IIOTOKa: 12 MJI/MMUH.;

OeTeKTUPORaHMe: YO (254 HM).

<Ycjorusa HPLC nJjg aHalM3a OINTUUYECKOM UMCTOTH>

Komouka: Daicel CHIRALPAK AS-RH (0,46 cmp x 15 cwMm);

BJIOEHT: aleToHUTpwI/Bona=50/50;

CKOpPOCTL IHoTokKa: 1,0 MJI/MUH.;

OeTeKTUpoRaHMe: YO (254 HM).

Bpemsa ymepxuBaHMa: 4,6 MUH.

[a]p?? -306,4° (c=0,25, MeOH)

'H-AMP (DMSO-d6) &: 1,05 (3H, 4, J=7,3 Tu), 1,20 (6H, s),
2,23 (14, 4, J=1l6,7 Twu), 2,68 (lH, d4dd, J=1e6,7, 7,0 IT'ua), 3,34-
3,44 (1H, m), 3,89 (2H, s), 4,62 (1H, s), 7,43-7,60 (2H, m),
11,05 (1H, s).

[0471]

(IMMpuMep 118)

[HoJlydeHHue (BR) = (=) —-6—-[3=-xJ0p—2-bTOop—-4- (2-TUMIPOKCU—2—

MEeTUINPONoOKCHK) bedmJi ] —b-MeTun—-4, S—ngurngpo-2H-OupnuasmH—3—0oHa

[XuMm. 373]

7 XHpanbHBIH

OH

0

6— [3-XJjop-2-¢TOop—-4- (2-TUOPOKCU—2-METUJIIIPOIIOKCH ) beHmJI] —5-
MeTui—4, S—ogurnopo-2H-nupunasmH—-3—0H (mpmmMep 29, 200 MI')
pa3melisayi Ha OITHMYeCKMe M30MepH IIOCPeOCTBOM XpoMaTorpadum Ha

XI/IpaJ'H::HOﬁ KOJIOHKE B COOTBEeTCTBMA cO CJIe OIYyIIVIMKM YCIIOBMAMI
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OCymeCTBJICHMA npenapaTMBHoﬁ XpOMB.TOI‘p&I@I/H/I, a 3aTeM

IIepPpekKpruCTajlJIM30BEIBAJIMT W3 2—HponaHona C IIOJIY4YEeHNVEeEM YKa3aHHOI'O B

3aTOJIOBKEe COelIMHEeHMSI B BHIe OeJIoTO TBepIoTo BelecTBa

95%) .

<YCJIOBUSA OCYmMEeCTBJIEHUSA IpPelapaTUBHOM XpoMaToTpadun
Komouka: Daicel CHIRALFLASH IA (3,0 cMo x 10 cM);
BJIOEHT: TekcaH/sTaHon=70/30;

CKOPOCTL IIOTOKAa: 12 MJI/MMUH.;

OeTeKTUpoBaHMe: YO (254 HM).

<Ycjorusa HPLC njg aHalM3a OINTUUYECKOM UMCTOTH>
Kosiouka: Daicel CHIRALPAK IA (0,46 cmMp x 25 cMm);
SJI0eHT: TekcaH/sTaHon=30/70;

CKOpPOCTL MoToka: 1,0 mi/MmH. ;

oeTexkTUpoBaHMe: YO (254 HM) .

Bpemsa ymepxuBaHMA: 5,2 MUH.

OnTryeckoe BpameHme: [a]p?? -123,0° (c¢=0,28, MeOH)

(46 ™Mo, ee

>

'H-AMP (DMSO-d6) &: 1,04 (3H, d, J=7,2 Tu), 1,24 (6H, s),
2,25 (1H, dd, J=16,8, 3,5 Tu), 2,70 (1H, dd, J=16,8, 6,8 Tu),
3,09-3,20 (1H, m), 3,87 (2H, s), 4,69 (1H, s), 7,08 (1H, dd,
J=9,0, 1,3 I'u), 7,49-7,58 (1H, m), 11,01 (1H, s).

[0472]

Cllemynllee COeIMHeHMe IIOoJIydaliM M3 COOTBETCTBYHIEIO MCXOOHOTO
BelleCTBa aHaJIOTMUHO IIpuMepy 118.

(Mpumep 119)

HogyuyeHue (5R) - (=) -6-{3-xyop—-5-dbTop-4-[ (1-

TUIPOKCUIIMKIIOOPOONII) MeTOKCH | beHMI } —5—-MeTun—-4, S—ourmuagpo—2H-

OMpMIasrMH—3—0Ha

[XuMm. 374]

F XHpanbHEIH
P
0H
b
ﬂﬂﬂﬁxx N
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OnTuueckad ducrToTa: ee >99%

<Ycjorusa HPLC njd aHalM3a OINTUUYECKOW UMCTOTH>

Komouka: Daicel CHIRALPAK IA (0,46 cmMp x 25 cwMm);

BJI0eHT: TekcaH/sTano=40/60;

CKOpPOCTL IIOTOkKa: 1,0 Mi/MuH.;

OeTeKTUMpOBaHMe: YO (254 HM).

BpeMmsa ymepxuBaHuUA: 6,0 MMH.

OonTuueckoe BpameHue: [o]p?? -274,6° (c=0,31, MeOH)

'H-AMP (DMSO-d6) 6: 0,61-0,73 (4H, m), 1,04 (3H, d, J=7,3
I'n), 2,23 (1H, d, J=16,7 Tu), 2,69 (1H, dd, J=1¢,7, 6,7 TIwu),
3,34-3,47 (l1H, wm), 4,10 (2H, s), 5,54 (1H, s), 7,58-7,72 (2H,
m), 11,06 (1H, s).

[0473]

(MIpumep 120)

HoJdydeHKue (BR)=(=)—-6-[4-(2,2-mudTOop—3-I'MIOIPOKCUIPOIOKCU) —2—

drop—-3-MeTUunbeHMsI] —S—-MeTuI—4, S—ourugpo-2H-nupmuiasrH—-3—-0oHa

[XumMm. 375]

£ OF XHpanbHBIH

6-[4-(2, 2-IndTop—-3-TUOAPOKCUIIPOIOKCHU) —2—-DpTOop—3—-MeTUJIQEHUII] —
5-MeTmii-4, S-ourunpo-2H-nnpnna3smuH—-3—-0H (mpumMmep 107, 130 MI')
pasieanly Ha OITUUYECKMEe WM30MEPH I[IOCPeICTBOM XpoMaToTrpadmuu Ha
XUpaJibHOM KOJIOHKE B COOTBETCTBUM  CO CHIenyumyM/  YCJIOBUAMMU
OCYIEeCTBJIEHUA openapaTruBHOM xpoMaToTrpadun, a 3aTeM
[IEPEKPUCTAJIIIN3OBHB AN n3 sTujaleTaTa/TenTala C [MOJIYYEHUEM
YKaz3aHHOT'O B 3arloJIOBKe COelMHeHMS B Buae 0eJIoTO0 TBepPIOOTO
BemecTBa (33 MT, ee 99%).

<YCJIOBUA OCVYIIECTBJIeHUSA IIpelapaTUBHOM XpoMaTorpadum>

Komouka: Daicel CHIRALFLASH IA (3,0 cM@ x 10 cM);
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BJI0EHT: TekcaH/sTaHon=75/25;

CKOPOCTL IIOTOKa: 12 MJI/MUH.;

IeTeKkTUMpoBaHMe: YO (254 HM) .

<Ycjorusa HPLC njd aHalM3a OINTUUYECKOW UMCTOTH>

Komounxka: Daicel CHIRALPAK IA (0,46 cMmp x 25 cwMm);

BJI0EHT: TekcaH/sTaHon=50/50;

CKOpOCTL IIOTOka: 1,0 Mi/MuH.;

OeTeKTUPOBRaHMe: YO (254 HM).

BpeMmsa ymepxuBaHMA: 5,7 MMH.

OonTuueckoe BpameHue: [o]p?’ -101,5° (c¢=0,29, MeOH)

‘H-AMP (DMSO-d6) 6: 1,03 (3H, d4, J=7,1 Tu), 2,11 (3H, d,
J=2,2 I'u), 2,23 (lH, dd, J=1¢,7, 3,8 Tua), 2,67 (l1H, dd, J=16,7,
6,7 I'm), 3,05-3,18 (1H, m), 3,79 (2H, td, J=13,7, 6,0 Tu), 4,39
(24, t, J=12,¢ Tw), 5,68 (1H, t, J=6,0 Tu), 6,97 (1H, d, J=8,8
'), 7,40 (1H, t, J=8,8 I'u), 10,95 (1H, s).

[0474]

CilemyomMe COeIMHEHUA IoJydalld M3 KaXOoT'o COOTBETCTBYKIETO
VCXOOHOTO BemMecTBa aHaJIOTMYHO npuMepy 120.

(IMTpumMmep 121)

(BR) = (=) -6—-[3, 5-IIndrop—4- (3-I'MIPOKCUIIPOINOKCHK) beHmJ ] —5-

MeTu—-4, S—nurmunpo-2H-nupuiasmMH—3—-0H

[XuMm. 376]

0‘\v//h“\v/’0H

XHpaIbHBIH

HNT S F

0 K

OnTuueckad ducToTa: ee 95%

<Ycjorusa HPLC njd aHalM3a OINTUUYECKOW UMCTOTH>
Komouxka: Daicel CHIRALPAK IA (0,46 cMp x 25 cwMm);
BJI0EHT: TekcaH/sTaHon=60/40;

CKOPOCTL IHoTokKa: 1,0 MJI/MUH.;
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OeTeKkTMpoBaHMe: YO (254 HM).

BpeMmsa ymepxuBaHUA: 6,9 MUH.

[a]p?? -293,5° (¢c=0,30, MeOH)

‘H-AMP (DMSO-d6) &: 1,05 (3H, 4, J=7,3 Tu), 1,76-1,90 (2H,
m), 2,24 (1, d4, J=1l¢,7 TITwu), 2,68 (1H, dd, J=le¢,7, 7,0 TITw),
3,36-3,4¢6 (1H, m), 3,52-3,60 (2H, m), 4,23 (2H, t, J=6,3 Twu),
4,53 (1, t, J=5,1 T'w), 7,44-7,59 (2H, m), 11,05 (1H, s).

[0475]

(IMTpuMep 122)

(bR) = (=) —-6-[3-Xyop—-2-0T0op—4- (3—-TUIPOKCU—2, 2—

OVMETUJINPONOKCHK ) deHMII] —5-MeTmyi—-4, S—nuruopo-2H-nmMpnoa3mMH—3-0H

[(XmuMm. 377]

XupanpHEIH

0. '. O

i

. o, F

OnrTuueckasa umucToTa: ee 96%

<YcjoBusa HPLC njg aHalM3a OINTHUUYECKOM UMCTOTH>

Komounka: Daicel CHIRALPAK IA (0,46 cMmMp x 25 cwMm);

BJI0EHT: TekcaH/sTaHo=60/40;

CKOPOCTL IHOoTOKa: 1,0 MI/MUH.;

oeTekTUMpoBaHMe: YO (254 HM) .

BpeMmsa ymepxuBaHUA: 7,2 MUH.

(o] p?* -114,2° (c=0,28, MeOH)

'H-AMP (DMSO-d6) &: 0,96 (6H, s), 1,04 (3H, d, J=7,2 Tu),
2,25 (1H, dd, J=16,8, 3,6 TITu), 2,70 (1H, dd, J=16,8, 6,7 Tu),
3,09-3,20 (1H, m), 3,29-3,34 (2H, m), 3,86 (2H, s), 4,66 (1H, t,
J=5,4 Tu), 7,06 (1H, 4, J=9,3 Tu), 7,49-7,58 (1H, m), 11,01 (1H,
s) .

[0476]

(ITpuMep 123)
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(OR) = (=) -6=[2, 3-Tubrop=-4-[ (1=

TMIPOKCUIIMKIIOOPOONII) METOKCHK | deHMII ]| —5—MeTun—-4, S—ourmuagpo—2H-

OVMPUIa3UMH—3—0H

[XuMm. 378]

Y S N N

P, F

OonTuyeckas umcToTa: ee 99%

<YciyoBusa HPLC njd aHalIM3a OITHUUECKOM UMCTOTH>

Kojiouka: Daicel CHIRALPAK IA (0,46 cMmMp x 25 cwMm);

PJIOEHT: TeKcaH/sTaHos=60/40;
CKOpOCTL IOoTOKa: 1,0 MiI/MuH. ;
oeTexkTHpoBaHMe: YO (254 HM) .
Bpemsa ymepxuBaHMsa: 8,0 MMH.
[a]p?? -138,7° (c=0,44, MeOH)

'H-AMP (DMSO-d6) 6: 0,61-0,76 (4H, m), 1,05

I'm), 2,25 (1, dd, J=le¢,8, 3,4 Iu), 2,70 (1H, dd,

d,

J=7,2

J=16,8, 6,8

I'm), 3,11-3,22 (1H, m), 4,12 (2H, s), 5,66 (1H, 7,05-7,14
(1, m), 7,33-7,41 (1H, m), 11,03 (1H, s).

[0477]

(Mpumep 124)

[HogyuyeHue (5R)=(=)=-6-[2,3-mudTop—4- (2-TUAPOKCU—2~—

MeTUIOPONoOKCHU) bedmJi] —b—-MeTun—-4, S—ournugpo-2H-OMpnias3mMH—-3—0Ha

[XuMm. 379]

XHUpansHBIH

OH
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6-[2,3-IIndpTop—-4- (2-TUOAPOKCU—2—-MeTUJINTPOIIOKCHU ) eHWII ] —5—Me TuII—
4, 5-ourunpo-2H-niupunasmH-3-0oH (OpuMep 27, 117 M) pas3nejsaian Ha
OINTHUUECKME  M30MEPH  IOCPeICTBOM  XpoMaToTrpadum Ha  XuUpaJibHOU
KOJIOHKE B COOTBETCTBMM CO CJeOyKIVMMM YCJIOBUAMM OCYIMeCTBJIEHUS
IpelapaTUBHOM XpoMaTorpaduu, a 3BaTeM [IepeKpUCTallJIM30BHBAaJIM U3
sTaHoJla/TenTada C I[OJIydeHMeM yKa3aHHOT'O B 3al0JIOBKe COeIMHEHMS B
BUuIe O6eJioTo TBeploro BemecTBa (30 M1, ee 99%).

<YCJI0BUMA OCYMECTBJIEHMUS [IpelapaTUMBHOM XpoMaToTrpadum>

Komouka: Daicel CHIRALFLASH IA (3,0 cMo x 10 cM);

BJI0EHT: TekcaH/sTaHon=80/20;

CKOPOCTL IIOTOKa: 12 MI/MMH.;

OeTeKTUpoBaHMe: YO (254 HM).

<YcmnoBusa HPLC 1njd aHajM3a OINTHUUECKOM UMCTOTH>

Kojiouka: Daicel CHIRALPAK AS-RH (0,46 cMo x 15 cwMm);

BJI0EHT: aueToHuTpui/Bona=40/60;

CKOpOCTL IIOoTOKa: 1,0 Mi/MuH. ;

oeTexkTMpoBaHMe: YO (254 HM).

Bpemsa ymepxuBaHMA: 5,9 MUMH.

OonTuyeckoe BpameHue: [o]p?? -137,6° (c=0,38, MeOH)

‘H-AMP (DMSO-d6) &: 1,05 (3H, d4, J=7,3 Tu), 1,21 (6H, s),
2,25 (1H, dd, J=16,7, 3,3 Tu), 2,70 (1H, dd, J=16,7, 6,7 Tu),
3,10-3,23 (l1H, 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).

[0478]

Clenynmye COeIMHEHMS IIoJiydaslM M3 KaXOIOoT'0 COOTBeTCTBYKIEIO
MCXOIOHOT'O BelleCTBa aHaJIOTMUHO IIpuMepy 124.

(IMMpuMep 125)

(BR) = (=) -6-[3-010p—4- (3—-TUOPOKCHU—2, 2—OVME TUJIIPOIOKCHK) —5—

MeTunbedmi] —5-MeTun—-4, 5—aurmugpo-2H-Oupuia3mMH—3—0H

[XuMm. 380]
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OnTuueckad dmucrToTa: ee >99%

<Ycjoerusa HPLC njg aHalM3a OINTUUYECKOM UMCTOTH>

Kosiouka: Daicel CHIRALPAK IA (0,46 cmMp x 25 cwMm);

SJIOEHT: TekKcaH/sTaHos=50/50;

CKOpOCTh MoToka: 1,0 mi/MmH. ;

oeTexkTHpoBaHMe: YO (254 HM) .

BpeMmsa ymepxuBaHMUA: 5,6 MMH.

[a]p?* -249,7° (c=0,23, MeOH)

'H-AMP (DMSO-d6) &: 0,95 (6éH, s), 1,05 (3H, 4, J=7,3 TIu),
(14, d, J=1¢,9 TI'u), 2,28 (3H, s), 2,66 (1H, dd, J=16,9, 6,8
3,27-3,42 (1H, m), 3,28-3,33 (2H, m), 3,79 (2H, d, J=1,7
4,60 (1H, t, J=5,3 Tu), 7,38-7,49 (2H, m), 10,95 (1H, s).
[0479]

(IMMpuMep 126)

(BR) = (=) —-6—-[3-XJop—-2-0bT0op—4- (2-TUIPOKCURTOKCHK) beHmII ] —=5-

MeTu—-4, S—agurmuinpo-2H-OupmuiasvMH—3—-0H

[XmuMm. 381]

OnrTmueckad umMcToTa: ee 98%

<YcaoBusa HPLC nOJjsg aHaJM3a OITUUECKOM UMCTOTED>

Komouxka: Daicel CHIRALPAK IA (0,46 cMp x 25 cwMm);
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BJI0EHT: TekcaH/sTaHo=60/40;

CKOpPOCTL IIOTOkKa: 1,0 Mi/MuH.;

IeTeKkTUMpoBaHMe: YO (254 HM) .

Bpemsa ymepxuBaHusa: 8,4 MUH.

(o] %% -137,2° (c=0,22, MeOH)

‘H-AMP (DMSO-d6) o6: 1,04 (3H, 4, J=7,2 Tu), 2,25 (1H, dd,
J=16,8, 3,7 Tu), 2,69 (l1H, dd, J=16,8, 6,7 ITu), 3,09-3,20 (1H,
m), 3,73-3,79 (2H, wm), 4,17 (2H, t, J=4,9 Tu), 4,91 (1lH, ¢,
J=5,3 Tu), 7,10 (1H, 44, J=9,0, 1,3 Twu), 7,53 (1H, t, J=9,0 Tu),
11,01 (1H, s).

[0480]

(IMMTpumep 127)

(5R) = (=) -6-[3-BpoM—-5-xJjiop—4- (3-IMOPOKCU—2, 2—

OUMEe TUJINPONnoKCHK) beHMII] —5-MeTmuyi—-4, S—nurunpo-2H-nImMpnuoasmMH—3-0H

[XumMm. 382]
SE -~ X"panbHbIi
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Onrmueckasd umcToTa: ee 97%

<YcaoBusa HPLC 1mJjsg aHaJM3a OITUUECKOM UMCTOTED>

Komonka: Daicel CHIRALPAK IA (0,46 cMp x 25 cwMm);

BJI0EHT: TekcaH/sTaHon=60/40;

CKOPOCTL HoToka: 1,0 MJI/MUH.;

OeTeKTUpoBaHMe: YO (254 HM).

BpemMmsa ymepxuBaHUsA: 5,5 MuMH.

(o] p%* -=231,9° (c=0,18, MeOH)

'H-AMP (DMSO-d6) &: 1,03 (6H, s), 1,04 (3H, d, J=6,8 Tu),
2,23 (1H, d, J=16,9 Tu), 2,69 (1H, dd, J=16,9, 6,8 Tu), 3,34
(24, 4, J=5,3 Tu), 3,37-3,47 (1H, m), 3,77 (2H, s), 4,58 (1H, t,
J=5,3 Tu), 7,85 (1H, 4, J=2,2 Tu), 7,95 (1H, d, J=2,2 Tu), 11,08
(1H, s).
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[0481]

(ITpuMep 128)

HoJydeHne 60— [3-XJIOPp—2-TUIPOKCU—4— (2-TUIPOKCU—2—

MeTUJIOPONoOKCHU ) bedmIi] —5—-MeTun—-4, S—ourmgpo-2H-OMupnioa3mMH—-3—0Ha

[XmuM. 383]

K cMecu 6— [3—-xJI0p—4- (2-TUOPOKCHU—2-MEeTUJIIIPOIIOKCHU ) =2 -
(METOKCUMETHUIIOKCH ) beHMJI] —5-MeTnii-4, S—ourunpo-2H-nupunasmuH—3—-0Ha
(pTaJIoOHHEM nOpumep 212, 130 wMr) B 5TaHojye (2,0 wiI) »nobaBJsaiu
XJIOPOBOLOPOL (2 M pacTBOP B 5BTaHOJE, 0,351 wuI) n CMecChb
IlepeMellBaliu npu KOMHAaTHOM TeMllepaType B TeueHMe HOUMU .
PeakKUMOHHYK CMeChb KOHLEHTPMPpOBaJIM U OCTaTOK IIPOMEBAJM IIyTeM
pacTupaHusg C OUSTUIIOBEIM 5S0OMPOM C  IOJIyU4eHMeM yKa3aHHOTO B
3aroJIOBKEe COoelIMHeHMS B BuIe 0eJJoT'o TBepnoro BemecTBa (100 mr).

'H-AMP (DMSO-d6) &: 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 Tu), 3,48-3,60 (1H,
m), 3,83 (2H, s), 4,67 (1H, brs), 6,73 (1H, d, J=9,3 Tu), 7,56
(14, 4, J=9,3 Tu), 11,13 (1H, s), 13,01 (1H, s).

[0482]

Clenynmye COeIMHEHUS IIoJIydaslM M3 KaXIOoT'0 COOTBeTCTBYKHIEIO
VCXOOHOTO BEMeCTBa aHaJIOTMYHO INIpuMepy 128.

(IMTpuMep 129)

6— [3-XJop—-2-1UIpoKkcU—4— (2-TUIPOKCU—2-MEeTUJINPOIOKCHK ) —5—

MeTunbedm] —5-MeTun—-4, S—aurmugpo—-2H-Oupuias3mvH—3—0H

[XmuMm. 384]
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'H-amMp (DMSO-d6) &: 1,12 (3H, d4, J=7,3 Tu), 1,28 (6H, s),
2,24-2,34 (1H, m), 2,26 (3H, s), 2,80 (1H, dd, J=16,9, 6,6 Tu),
3,51-3,61 (1H, m), 3,64 (2H, s), 4,63 (1H, s), 7,46 (1H, s),
11,17 (1H, s), 12,78 (1H, s).

[0483]

(ITpMep 130)

60— [5-XJop—-2-1UIpokcUu—4- (2-TUIPOKCU—2-MEeTUJIINPOIOKCH ) —3—

MeTunbedmi] —5-MeTun—-4, S—-aurmigpo—-2H-OMupniga3mMH—3—0H

[XmM. 385]

'H-sgMP (DMSO-d6) &: 1,10 (3H, d, J=7,3 Tu), 1,28 (6H, s),
2,15 (3H, s), 2,27 (1H, dd, J=le¢,8, 0,9 Tu), 2,78 (1H, dd,
J=1le6,8, 6,7 Iu), 3,50-3,66 (3H, m), 4,66 (1H, s), 7,55 (1lH, s),
11,18 (1H, s), 12,60 (1H, s).

[0484]

Crenmymnmue COeIMHEHMA MoJIydallM M3 KaXOoor'o COOTBETCTBYIEI'O
MCXOOHOTO BelleCTBa aHaJIOTMUHO NOpuMepy 1.

(IMIpuMep 131)

60— [3-XJjop-2, 5-nudTop—4- (2-TUIPOKCU—2-MeTUJINPOINOKCHK ) beHMII ] —

S5-MeTun—-4, S—ogurngpo-2H-nupmuoasmMH—-3—0H

[XuMm. 386]

'H-AMP (DMSO-d6) &: 1,06 (3H, d, J=7,2 Tu), 1,24 (6H, s),
2,26 (1H, d4d, J=l6¢,8, 3,5 Iu), 2,70 (1H, dd, J=1l¢,8, 6,8 TITu),
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 Tu), 11,13 (1H, s).
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[0485]

(ITpuMep 132)

6—[2-0T0op—-4- (2-TUIPOKCU—2-METUJINPONOKCHU) =3, Sb—auMeTunbedm] -

S5-MeTun-4, S5—ourngpo-2H-OupnoasmMH—3—0H

[XmuMm. 387]

'H-saMP (DMSO-d6) &: 1,04 (3H, d, J=7,3 Tu), 1,27 (6H, s),
2,17 (34, 4, J=2,3 Tw), 2,22 (3H, s), 2,23 (1H, d4dd, J=16,8, 3,8
T'u), 2,66 (1H, dd, J=1e¢,8, 6,7 ITwu), 3,07-3,17 (1H, m), 3,51 (2H,
s), 4,65 (14, s), 7,24 (1H, 4, J=8,9 T'u), 10,96 (1lH, s).

[0486]

(MpumMep 133)

6—[2-0TOop—4- (2-TUIPOKCU—2—MEeTUJINPOIOKCHU) —3—BUHUIOeHMII | —5—

MeTu-4, S5-nurunpo-2H-nmupnunasmMH—3—-0H

[XmuMm. 388]

\ 7
HN &i‘d\\l;Ldﬁ“
gﬁgwx, _ F

'H-AMP (DMSO-d6) &: 1,03 (3H, d, J=7,6 Tu), 1,23 (6H, s),
2,23 (1H, d4d, J=l16,9, 4,2 Twua), 2,66 (1H, dd, J=1l¢,9, 6,8 TITu),
3,06-3,18 (l1H, m), 3,82 (2H, s), 4,71 (1H, s), 5,53-5,60 (1H,
m), ©6,03-¢,11 (1H, m), 6,83 (l1H, 4d, J=18,1, 12,0 Tu), 6,93 (1H,
d, J=8,8 '), 7,43 (1H, t, J=8,8 T'm), 10,96 (1H, s).

[0487]

(ITpuMep 134)

6—[3-STUn-2-0Top—4- (2-TUIPOKCU—2-MEeTUJINPOIOOKCHK ) beHmi] —=5-

MeTu—-4, S—auruinpo-2H-OMpuIa3vMH—3—-0H

[XuMm. 389]
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'H-aMP (DMSO-d6) 6: 1,03 (3H, d4, J=7,3 Tu), 1,11 (3H, ¢,
J=7,3 ITm), 1,24 (6H, s), 2,22 (1H, dd, J=1l¢,9, 3,9 Tu), 2,61-
2,717 (3H, m), 3,006-3,18 (1H, m), 3,76 (2H, s), 4,68 (1H, s),
6,84 (1H, 4, J=9,0 '), 7,37 (1H, t, J=9,0 I'u), 10,92 (1H, s).

[0488]

(ITpmMep 135)

6—[2-0T0op—4- (2-TUIPOKCUSTOKCHU) —3—-BUHMUIOeHMII] —S5-MeTmyn—-4, 5-

IUurmMopo—-2H-OupniasmMH—3—0H

[XumMm. 390]

'H-aMP (DMSO-d6) &: 1,03 (3H, d4, J=7,1 Tu), 2,23 (1H, dd,
J=16,9, 3,9 Tm), 2,66 (l1H, dd, J=16,9, 6,8 Tu), 3,06-3,18 (1H,
m), 3,72-3,80 (2H, m), 4,10 (2H, t, J=4,6 TIu), 4,91 (1H, ¢t,
J=5,6 I'm), 5,54 (1H, dt, J=12,2, 2,0 Tu), 6,06 (1H, dt, J=18,1,
2,0 T'u), 6,80 (1lH, 44, J=18,1, 12,2 Tu), 6,95 (1lH, 4, J=8,8 In),
7,43 (1H, t, J=8,8 Tmu), 10,95 (1lH, s).

[0489]

Cilepyomye COeIMHEHUMI IIoJIydalJlM M3 KaXIoT'o COOTBEeTCTBYWMEIO
MCXOOHOTO BelleCTBa aHaJOTMUHO NIpuMepy 5.

(IMTpuMep 136)

60— [5—-XJop—2-bTop—4- (3-TUIPOKCU—2, 2—IMMEe TUIIIPOIOKCH) —3—

MeTuIabeHmJI] —5—MeTmI—4, S—ourrugpo-—-2H-OMpHUIas3MH—3—0H

[XmuMm. 391]
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‘H-AMP (DMSO-d6) o6: 1,00 (6H, s), 1,04 (3H, d, J=7,2 Tu),
2,20-2,29 (4H, m), 2,068 (lH, dd, J=1le¢,8, 6,8 ITu), 3,09-3,19 (1H,
m), 3,34 (2, d4, J=5,2 Twu), 3,66 (2H, s), 4,64 (1H, t, J=5,2
I'u), 7,51 (1H, 4, J=8,1 T'u), 11,06 (1H, s).

[0490]

(ITpumMmep 137)

60— [3-XJjop—2-bTop—-4- (3-TUIPOKCU—2, 2—IUMETUIIIPOIOKCK) —5—

MeTuabeHmsi ] —b-MeTmn—4, S—ourngpo-2H-nIupmuiasmMH—3—0H

[XumMm. 392]

'H-AMP (DMSO-d6) &: 1,00 (6H, s), 1,04 (3H, 4, J=7,2 Tu),
2,21-2,30 (4H, m), 2,69 (1H, dd, J=1le,7, 6,7 Tu), 3,09-3,19 (1H,
m), 3,34 (2H, d, J=5,2 Tu), 3,68 (2H, s), 4,62 (1H, t, J=5,2
I'u), 7,42 (1H, 4, J=8,5 I'u), 11,07 (1H, s).

[0491]

(Mpumep 138)

6—[2-0T0op—-4- (3-TUIOPOKCU—2, 2—IOUMETUJINPOIOKCHK) =3, 5-

ovMeTUIdeHUNI | —5—MeTun—4, S—nurunpo—-2H-OuprnasvMH—3—-0H

[XuMm. 393]
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'H-AMP (DMSO-d6) &: 0,99 (eH, s), 1,03 (3H, d, J=7,2 Tu),
2,1¢ (3H, 4, J=2,1 Twu), 2,18-2,27 (1H, m), 2,21 (3H, s), 2,66
(14, dd, J=16,9, 6,6 Twua), 3,06-3,16¢ (1H, m), 3,35 (2H, d, J=5,1
I'n), 3,50 (2H, s), 4,62 (1H, t, J=5,1 Tu), 7,23 (1H, d, J=9,0
T'm), 10,96 (1H, s).

[0492]

(Ipumep 139)

60— [3-XJyop—2, 5—nudrTop—4- (3—-ITMIOPOKCU—-2, 2—

OVMEeTUJINPONnokKCcHK) beHmIl] —5-Memuyi—4, S—nurunpo-2H-OMpnoasmMH—3-0H

[XumMm. 394]

'H-AMP (DMSO-d6) o&: 0,96 (6H, s), 1,05 (3H, d, J=7,2 Tu),
2,26 (l1H, dd, J=1l¢,9, 3,5 Tw), 2,70 (1H, dd, J=16,9, 6,8 Iu),
3,12-3,21 (1H, m), 3,29-3,33 (2H, m), 3,98-4,00 (2H, m), 4,63
(14, t, J=5,3 I'u), 7,55 (1H, 44, J=12,5, 7,1 T'my), 11,13 (1H, s).

[0493]

(IMTpuMmep 140)

6—[3-XJop—2, 5—-mudTop—4- (3—-TUIOPOKCUIPONOKCHK) PeHMII | —5—-MeTUJI—

4, 5-ournnpo-2H-OMpruoas3ImMH—3-0H

[XmuMm. 395]
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'H-saMP (DMSO-d6) &6: 1,05 (3H, d, J=7,3 Twu), 1,82-1,92 (2H,

m), 2,26 (l1H, dd, J=16,9, 3,6 TIu), 2,70 (1H, dd,
'), 3,12-3,22 (1H, m), 3,55-3,63 (2H,

J=16,9, ©6,8

m), 4,24-4,32 (2H, m),
4,55 (1§, t, J=5,1 Tu), 7,56 (1H, dd, J=12,1, 7,1 Tu),

11,14
(1H, s).
[0494]
(MpumMep 141)
6-[2-0TOop—-4- (3-TUINPOKCUNPONOKCK) =3, S—nuMeTUIdeHNII ] - 5-Me TUJI—

4, 5-nurunpo-2H-nupunasmMH—3-0H

[XumMm. 396]

wJ Hfaﬁwx*f“wwwgﬁ
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'H-AMP (DMSO-d6) o6: 1,04 (3H, d, J=7,1 Twu),

m), 2,15 (3H, 4, J=2,3 Twu), 2,19-2,27 (1H,

1,84-1,94 (24,

m), 2,21 (3H, s),

2,66 (1H, dd4, J=1le,7, 6,7 Tw), 3,06-3,17 (1H, m), 3,58-3,66 (2H,

m), 3,85 (2H, t, J=6,3 I'u), 4,53 (1H, t, J=5,1 Tu), 7,24
J=6,9 I'u), 10,96 (1H, s).
[0495]

(1H, d,

(IMpuMep 142)

HoJlydeHHne 60— [3—-xJ0p—4- (3-TUIPOKCU—2—-MEeTUJINPOIOKCHK) —5—

MeTunbedmi] —5-MeTun—-4, b—aurugpo—-2H-OMupMuIas3mMH—-3—0Ha

[XuMm. 397]
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CyCIIeH3M 6— (3—-xJop-4-TuagpokCcu-5S5-MeTuiideHni) -5-meTmui—-4, 5-
oIUTHUIpo-2H-nupunasmuH-3-0Ha (PTaJIoOHHBEM IOIpuMep 86, 251 wMr), 3-
TUIPOKCU—2~METUIIIPONNUII-4 - MeTUIIOEeH30JICYJIbOoHaATAa (364 MI') u
kapboHaTa uesusa (647 mr) B NMP (3,0 M) nepememuBanu npu 150°C
IOO HOEeWCTBMEM MUKPOBOJIHOBOTO M3JIydeHMA B TedeHue 30 wMmHYyT. K
pPeakKUOHHON cMecHu no0aBJIAIN BOOYy U CMecCh SKCTParnpoepam
sTUlaneTaToM. OpraHMUYeCcKMM  CJIOM IIPOMHEBAJM BOIOM U COJIEBHM
PacTBOPOM, BEICYIIUBAJIN Han 0e3BOIHEIM  CyJbdaToM  HaTpud, u
bunsTpoBa M, U PACTBOPUTENb YyIajlaidu. IIOJIyUeHHEM  HeOUMIeHHH
OIPOOYyKT OUMIMAJM C IIOMOUIILI KOJIOHOUWHOM XpoMaToIpadumr Ha CUIMKaTele
(renTal:sTmiladeTar=50: 50-0: 100 - »TugauneTaT:MeTaHoJs=90: 10) mu
HeoOxXoOouMele OQpaKLUMM KOHLeHTpUupoBaliM. OCTaTOK KPpUCTAJJIM30BaJIM U3
IVMV3OMIPONIMIIOBOTO  5bMpa/2-TpornaHojia C IOJyYeHMEeM YKasz3aHHOTO B
3aroJIOBKEe COeIMHeHMS B BuIe 0OeJioTo Hopomka (224 wmr).

'H-AMP (DMSO-dé6) &: 1,03 (3H, d, J=6,6 TIu), 1,05 (3H, d,
Jj=6,3 ITu), 2,01-2,07 (1H, m), 2,22 (1H, d, J=1¢,7 Tu), 2,31 (3H,
s), 2,67 (1H, dd, J=1¢,7, 7,0 Tu), 3,35-3,54 (3H, m), 3,72-3,77
(14, m), 3,85-3,91 (1H, m), 4,56 (1H, t, J=5,1 Tu), 7,60 (1H, d,
J=2,2 ), 7,66 (1H, 4, J=2,2 Tu), 10,99 (1H, s).

[0496]

Cllemynilee COeIMHeHMEe IIOoJIydalld M3 COOTBETCTBYHIETO MCXOOHOTO
BelleCTBa aHaJIOTMUHO IIpuMepy 142.

(ITpuMep 143)

6— [3-XJjop—4- (3-TUIPOKCUBYTOKCHU) —S-MeTunbedm ] -5-MeTmyn—-4, 5-

oMruopo—2H-OuprnonasmMH—3—0H

[XuMm. 398]
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H-aMP (DMSO-d6) &: 1,05 (3H, d4, J=7,3 Tu), 1,13 (3H,

¥

d,
J=6,1 Tm), 1,74-1,88 (2H, m), 2,23 (1H, 4, J=1l¢,7 Tu), 2,31 (3H,

s), 2,67 (1H, dd4, J=1ie¢,7, 7,0 Tu), 3,33-3,42 (1H, m), 3,82-4,03

(34, m), 4,53 (1H, 4, J=4,9 Twu), 7,60 (1H, 4, J=2,2 Tu), 7,66
(14, 4, J=2,2 T'u), 10,99 (1H, s).
[0497]

Cirenywmye COeIMHEHUA IIoJiydalld M3 KaXOoT'0 COOTBETCTBYKIETO
MCXOOHOTO BelleCTBa aHaJIOTMUHO IpuMepy 98.

(IMTIpumMmep 144)

60— {3-Xyop—4-[1- (IMMIPOKCUME TUJI) IUKJIOOPOIMUIIMETOKCH | —5-

MeTUunbeHms } —b—-MeTmyn—4, S—ourugpo-2H-nupuigasmMH—3—0H

[XumMm. 399]
x“@“%wék“wwfﬁﬁ
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'H-AMP (DMSO-d6) 6: 0,52-0,55 (4H, m), 1,05 (3H, d,
'), 2,22 (1H, d, J=16,9 Tu), 2,32 (3H,

J=7,3

s), 2,67 (1H, dd,

J=16,9, 6,8 I'u), 3,32-3,42 (l1H, m), 3,53 (2H, 4, J=5,6 Tu), 3,80

(24, s), 4,57 (14, t, J=5,¢ Twu), 7,59 (1H, 4, J=2,2 Tu), 7,64
(14, 4, J=2,2 T'u), 10,97 (1H, s).
[0498]

(ITpumMmep 145)

6—-{2,3-Indrop—-4-[1-

(ITMIOPOKCHUME T ) UMKJIOOPOOMJIMETOKCH | beHMII } —S5—MeTma—4, S—aourmgpo—-2H-

OMPMIOa3MH—3—0H

[XuMm. 400]
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'H-AMP (DMSO-d6) 6: 0,52-0,54 (4H, m), 1,05 (3H, d, J=7,1
'), 2,24 (1H, dd, J=1¢,9, 3,4 Tu), 2,70 (1H, dd, J=16,9, 6,8
'), 3,12-3,20 (l1H, m), 3,39 (2H, d, J=5,6 Twu), 4,03 (2H, s),
4,67 (1H, t, J=5,6 Tw), 7,04-7,10 (1H, wm), 7,37 (1H, td, J=8,8,
2,2 Tu), 11,02 (1H, s).

[0499]

(Ipumep 146)

HoJgydeHMue 60— [3-xJop—2-TUIPoKcU—4- (4-TUIPOKCU—2, 2—

ouMeTundvTokcu) bedmi] —5-Merun—-4, S—nurmnnopo-2H-OUpHUIas3UMH—3—0Ha

[XumMm. 401]

CMmechb 6- [3-xJop—-4-TUIPOKCU-2— (METOKCUMETUIIOKCH ) eHMJI] —5—

MeTuI-4, S-aurunpo-2H-nupraoa3mMH-3-0Ha (»TalJIoOHHHEM nOpumep 99, 250

MT') , 4- (TpeT-0yTUIIOVME TUJICUIIMIIOKCHU) —2, 2—-OMMeTMJI0yTaH-1-oJa (214
MT') , TpubeHUIPOCIMHA (285 MT') " ouc (2-
MEeTOKCHUITIII) a300uKapboKkCcuiIaTa (255 MT') B THF (10 MJI)

IepeMellrBaln npu KOMHaTHOM TeMIlepaType B TeueHMre HOUH.
PacTBOpUTesbE YyIOaldad¥M M OCTaTOK OUMIMalXM C TIOMOmMBK KOJIOHOUHOM
XpoMaToI'paduy Ha Ccuiukareje (IenTaH:»sTuilalleTaT=67: 33-33: 67) cC
[IOJIy4deHMEeM cMecH, coepxXxamen HeoBxoOuMoe IPOMEXY TOUHOE
coenuHeHre. K CMecCH BHIIeyKa3aHHOTO IMIPOMEXYyTOUHOTO COeIMHEeHUS B
sTa”oJse (2,0 M) pmobGaBJasaiIM XJOpoBomopon (2 M pacTBOp B 2TaHOJE,
1,0 MJI) M CMechb IepeMelMBaj M NPM KOMHATHOM TeMIepaType B TeueHUe
HOuM. PeaKIMOHHYI CMeCh OQMIBTPOBAIM U QUILTPAT KOHIEHTPUPOBAIU U

IIOJIy4YeHHOe TBeprOooe BemeCTBO IIPOMEIB aJIr IIyTeM pracTrMpaHMAa C
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STUJIalleTaToOM/TellTaHOM C  IIOJIydeHMeM  yKas3aHHOTO B 3aT0JIOBKE
COeIMHEHNA B BHUIe OeCLBEeTHOI'O TBepHOI'O BellecTBa (28 wMmr).

'H-AMP (DMSO-d6) &: 1,02 (eH, s), 1,10 (3H, 4, J=7,6 Tu),
1,57 (24, t, J=7,6 Tu), 2,29 (1H, d, J=16,9 Tu), 2,80 (1H, dd,
J=16,9, 6,8 I'u), 3,47-3,60 (3H, m), 3,79 (2H, s), 4,32 (1H, t,
Jg=4,9 ru), 6,70 (1H, 4, J=9,0 '), 7,55 (1H, 4, J=9,0 Tua), 11,12
(1H, s), 13,00 (1H, s).

[0500]

Crlemynmue COeIMHEHMA IOoJiydallMd M3 KakOOI'O COOTBETCTBYKIEIO
MCXOOHOTO BelleCTBa aHaJIOTMUHO IIpuMepy 48.

(IMTpmMep 147)

60— [5-XJyop—-2-bTop—4- (2-TUIPOKCUINPOIOKCK) —3-MeTUJIbeHMII] —5—

MeTun-4, S5-nurunpo-2H-nupnunasmMH—3-0H

[(XumMm. 402]

¢l OH

'H-AMP (DMSO-d6) 6: 1,04 (3H, d4, J=7,2 Tu), 1,19 (3H, d,

J=6,2 ITwu), 2,20-2,29 (4H, wm), 2,68 (1H, dd, J=16,8, 6,8 TIwu),
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, 4, J=7,9 T'u), 11,06 (1H, s).

[0501]

(ITpuMep 148)

60— [3-XJop—2-bTop—4- (2-TUIPOKCUIPOIOKCK) —S—MeTUndeHMII ] —5—

MeTu—-4, S—auruiapo-2H-OMpuIia3vMH—3—-0H

[XuMm. 403]
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'H-aMP (DMSO-d6) 6: 1,05 (3H, d4, J=7,2 Tu), 1,19 (3H, d,
J=6,3 Im), 2,25 (1H, dd, J=le¢,8, 3,7 Tu), 2,29 (3H, s), 2,69
(14, dd, J=1e¢,8, 6,8 Iu), 3,09-3,20 (1H, m), 3,73-3,86 (2H, m),
3,93-4,05 (1H, m), 4,°%0 (1H, 4, J=4,9 Tu), 7,43 (1H, d, J=8,3
T'm), 11,07 (1H, s).

[0502]

(IMIpumMep 149)

60— [3-XJjop—2, 5—nudTop—4- (2-TUIPOKCUIIPONOKCHK) peHUII | —5-MeTUJI-

4, 5-nurunpo-2H-nupnunasmMH—3-0H

[(XumMm. 404]

‘H-aAMP (DMSO-dé6) 6: 1,05 (3H, d, J=7,2 Tu), 1,18 (3H, d,
J=6,2 Tu), 2,26 (1H, dd, J=1¢,9, 3,5 Tu), 2,70 (1H, dd, J=16,9,
6,8 Tu), 3,11-3,23 (1H, m), 3,89-4,12 (3H, m), 4,88 (1H, d,
J=4,8 ru), 7,55 (1H, dd, J=12,3, 7,1 Tu), 11,14 (1H, s).

[0503]

Clenynmye COeIMHEHMS IIoJiydaslM M3 KaXIoI'0 COOTBeTCTBYKHIEIO
VMCXOOHOTO BEMecTBa aHaJIOTMUHO IpuMepy /6.

(ITpuMep 150)

6—{2-0T0p—-4-[ (Z) —4-TUIOPOKCU—-2—-OYTeHUJIoKkcHu] -3, 5-

oyMeTUIdeHUNI  —5—-MeTmun—4, S—nurunpo—-2H-OuprnasmMH—3—-0H

[XmuMm. 405]
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1,04 (3H, 4, J=7,2 Tu), 2,16 (3H, d,

m), 2,22 (3H, s),
3,97-4,07 (2H, m),

IH-aMP (DMSO-dé6) &:
2,20-2,28 (1H,

3,06-3,16 (1H, m),
5,68-5,79 (2H, m), 7,25

2,06 (1H, dd,
4,39-4, 460
(1H, d,

J=2,3 Tu),

J=1le,7, o,7 Tu),

(2H, m), 4,77 (1H, t, J=5,3 Twu),

J=8,9 I'u), 10,97 (1H, s).
[0504]

(ITIpumMmep 151)
60— {3-Xgop—-2-bTop—-4-[ (Z2) —4-TUIDPOKCU-2-OYTEeHUJIOKCKU ] —5-

MeTUuabeHus } —b-MeTmn—4, S—ourngpo-2H-IupmuiasmMH—3—0H

[XumMm. 406]

1,05 (3H, 4, J=7,1 I'm), 2,22-2,32 (1H,

'H-sAMP (DMSO-d6) d:
dd, J=16¢,8, 6,8 Imu),

(3H, s), 2,70 (1H,
m), 4,56-4,63 (2H, m), 4,78

7,44 (1H, 4, J=8,7 T'u), 11,08 (1H, s).

3,10-3,19 (1H,

m), 2,27
m), 3,97-4,07 (2H,

(1H, t, J=5,4

T'm), 5,69-5,81 (2H, m),
[0505]

(IMTpuMep 152)
6—{3-Xyjop—-2, 5—mudTop—4-[ (Z2) —4-TUIOPOKCU—2—

OyTeHMJIoKCcU ]| deHMn} —-5—MeTua—4, S—ournigpo-2H-OUpnIas3rH—3—0H

[XmuMm. 407]



261

'H-saMP (DMSO-d6) &: 1,05 (3H, d, J=7,2 Tu), 2,26 (1H, dd,
J=1l6,8, 3,6 Iu), 2,71 (1H, dd, J=16,8, 6,8 ITu), 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, dd4, J=12,0, 7,1 Tw), 11,14 (1H, s).

[0506]

(IMTIpuMep 153)

o—{2-Tmnpokcu—4-[ (Z) —4-TUIPOKCU—2—-OYVTEeHUJIOKCHK ]| —3—

MeTUuabeHm } —b-MeTmn—4, S—ourugpo-2H-IupmuiasmMH—3—0H

[XumMm. 408]

‘H-AMP (DMSO-d6) 6: 1,10 (3H, 4, J=7,3 Tu), 2,01 (3H, s),
2,27 (l1H, 4, J=1e¢,7 Tw), 2,76 (1H, dd, J=1e¢,7, 6,7 T'u), 3,47-
3,58 (1H, m), 4,05-4,14 (2H, m), 4,65-4,71 (2H, m), 4,81 (1H, ¢t,
Jj=5,3 I'u), 5,60-5,77 (2H, m), 6,60 (1H, d, J=8,8 ITu), 7,43 (1H,
d, J=8,8 I'u), 11,04 (1H, s), 12,48 (1H, s).

[0507]

(Mpumep 154)

60— (3-XJjop—2-dbTop—-4-{ [ (1S*,2R*)-2—

(IMOPOKCHUME TIMJI) HMKJIOOPOOMJI | METOKCHU } deHMIT) —5—-MeTui—-4, S—-OIUImMapo-—

2H-OMpMoasmMH—3—0H

[XuMm. 409]
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‘H-AMP (DMSO-d6) o&: 0,36-0,43 (1H, m), 0,77-0,85 (1H, m),
1,04 (3H, 4, J=7,3 Tw), 1,14-1,26 (1H, m), 1,29-1,40 (1H, m),
2,25 (1H, dd, J=1¢,7, 3,5 Tu), 2,69 (1H, dd, J=1l6,7, 6,8 TIu),
3,09-3,21 (1H, m), 3,46-3,55 (2H, m), 4,20 (2H, d, J=7,6 Tu),
4,39-4,47 (1H, m), 7,04-7,10 (1H, m), 7,53 (1H, t, J=8,8 Twu),
11,02 (1H, s).

[0508]

(Ipumep 155)

6- (3-Xgyop-4-{ [ (18*,2R*) -2—

(IMOPOKCHUME T ) HMKJIOOPOOMJ | MeTokCcU } —5—Memundbeums) —S5-mermn-4, 5-

Iurmopo-2H-OoupniasmMH—3—0H

[XumMm. 410]

'H-aMP (DMSO-d6) &: 0,28-0,35 (1H, m), 0,74-0,83 (1H, m),
1,05 (34, 4, J=7,3 Tw), 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, d4dd, J=16,9, 6,8 Tu),
3,33-3,51 (3H, m), 3,82-3,92 (1H, m), 4,00-4,09 (1H, m), 4,41
(lg, t, J=5,3 Tu), 7,58-7,62 (1H, m), 7,64-7,68 (1H, m), 10,98
(1H, s).

[0509]

(ITpuMep 156)

6— (3-XJjop—-2-bTop—-4—-{ [ (18*,283*)-2—-

(ITMIPOKCUME T ) UMKJIONPOOMII | METOKCH } beHMIl) —5—-MeTusn—-4, 5—-OImuMrmuiapo-

2H-nOmpuIasmMH—3—-0H

[XuMm. 411]
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'H-AMP (DMSO-d6) &: 0,49-0,58 (2H, m), 0,99-1,20 (5H, m),
2,25 (1H, d4dd, J=16,9, 3,5 Tw), 2,69 (1H, dd, J=16,9, 6,8 Tu),
3,07-3,20 (l1H, 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 Twu), 7,02-7,11 (1H, m), 7,53
(14, t, J=8,8 I'y), 11,02 (1H, s).

[0510]

(IMTIpumMmep 157)

o—{3-Xyjop—-2-tunpokcu—4-[ (Z2) —4-TUIOPOKCU—-2—

OyrTeHmyokcu ] bedmn} -5-Memun—-4, S—ourmungpo-2H-nOupmuiasvH—3—0H

[(XumMm. 412]

m”&%{” **f::s
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‘H-AMP (DMSO-d6) &: 1,11 (3H, 4, J=7,3 Tu), 2,26-2,32 (1H,
m), 2,80 (lH, dd, J=1¢,9, 6,6 Tu), 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, 4, J=9,0 Tu), 7,57 (1H, 4, J=9,0 Tu), 11,13 (1H,
s), 13,02 (1H, s).

[0511]

Clenynmye COeIMHEHUS IIoJIydaJlM M3 KaXOIOoT'0 COOTBeTCTBYKHIEIO
VCXOOHOTO BEmMeCcTBa aHaJIOTMYHO IpuMepy 107.

(ITpumMmep 158)

60— [5—-XJjop—4- (2, 2-IMdTop—3—ITUIPOKCUIPONOKCHK) —2-dTop—3—

MeTuIabeHmJI] —5—MeTma—4, S—ournugpo-2H-OMpHuIas3MH—3—0H

[XuMm. 413]
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'H-aMpP (DMSO-d6) &: 1,04 (3H, d4, J=7,2 Tu), 2,21-2,31 (4H,
m), 2,09 (1H, dd, J=le6,7, o©,7 Tu), 3,08-3,18 (1H, m), 3,80 (2H,
td, J=13,8, o,1 Tu), 4,32 (2H, t, J=13,5 T'u), 5,68 (1H, t, J=6,1
I'n), 7,55 (1H, 4, J=7,9 T'u), 11,08 (1H, s).

[0512]

(ITpMep 159)

60— [3-XJjop—4-(2,2-1ndTop—-3-—IUIPOKCUIPONOKCHK) —2-bTop—5-

MeTuabeHmsi ] —b-MeTmn—4, S—ourugpo-2H-nIupmuiasmMH—3—0H

[(XumMm. 414]

K.

R R
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'H-AMP (DMSO-d6) &: 1,05 (3H, d4, J=7,2 Tu), 2,26 (1H, dd,
J=1¢,9, 3,8 T'm), 2,29 (3H, s), 2,70 (1H, dd, J=16,9, 6,8 TITwu),
3,10-3,20 (1H, m), 3,81 (2H, td, J=13,9, 6,1 Tu), 4,32 (2H, ¢t,
J=13,4 TIu), 5,67 (1H, t, J=6,1 TITwu), 7,46 (1H, d, J=8,5 Twu),
11,09 (1H, s).

[0513]

(ITpuMep 160)

6—[4-(2,2-IndTop—-3-IMIOPOKCUIPONOKCHK) —2—-dTop—3, 5—

ouMeTuIbeHnI ] —S—MeTun—-4, S—aurunpo-2H-OMpUIa3MH—3—-0H

[XuMm. 415]
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'H-saMP (DMSO-d6) 6: 1,04 (3H, d4, J=7,1 Tu), 2,18 (3H, d,
J=2,3 Tu), 2,237 (1H, dd, J=16,8,

3,7 Tu), 2,238 (3H, s), 2,66
(14, dd, J=le¢,8, 6,8 Twu),

3,06-3,17 (1H, m), 3,80

(2H, td,
J=13,8, 6,1 Tu), 4,14 (2H, ¢t,

J=13,3 TITm), 5,68 (1H, t, J=o,1

'), 7,27 (1H, 4, J=8,8 Iu), 11,00 (1H, s).

[0514]

(IIpumMep 161)

60— [3-XJjop—4-(2,2-nndTop—-3—-IUMIPOKCUIIPOIOKCHK) =2, 5—

oubrTopdbeHmsi] —5-MeTun—-4, S-gurunpo-2H-nupunasmMH—3—-0H
[(XumMm. 416]

H-aMP (DMSO-dé6) o6: 1,05 (3H, d, J=7,2 Tu), 2,27 (1H, dd,
J=16,9, 3,6 Iu), 2,71 (1H, dd,

J=1¢,9, 6,8 T'u), 3,12-3,23 (1H,
m), 3,79 (2H, td, J=13,8,

6,2 Tm), 4,55 (2H, t, J=13,1 Tu),
(14, 4ad, J=12,2, 7,1 Tu),

5,68

(14, t, J=6,2 Tu), 7,61 11,16 (1H, s).

[0515]

(IMTpuMep 162)

60— [3-XJjop—-4-(2,2-1ndTop—-3-I'MIPOKCUIPOIOKCHU) —2—

ITMopokcubedm] —5-MeTmn—-4, S—aurngpo—-2H-OUpuIa3mMH—3—-0H
[XuMm. 417]
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'H-aMP (DMSO-d6) o: 1,10 (3H, d4, J=7,3 Tu), 2,29 (1H, d,
J=1l6,8 ITu), 2,80 (l1H, dd, J=1le,8, 6,8 ITu), 3,50-3,62 (1H, m),
3,80 (2H, td, J=13,9, 6,4 Tu), 4,46 (2H, t, J=12,5 Tu), 5,68
(lH, t, J=6,4 Twu), 6,83 (1H, 4, J=9,3 TIu), 7,60 (1H, d, J=9,3
I'm), 11,16 (1H, s), 13,08 (1H, s).

[0516]

Cijenymoumye COeIMHEHUS IIoJIydalld M3 KaXIoT'o COOTBETCTBYKIEIO
UCXOIHOTO BelleCTBa aHaJIOTMUHO NIpuMmepy 74.

(IMTpuMep 163)

60— [3-XJop—2-TUOpoKcU—4— (2-TUIPOoKCUDYTOKCHK) heHUII ]| —5-MeTUJjI—

4, 5-nurunpo-2H-nupunasmMH—3—-0H

[Xum. 418]
mﬁ&jﬁ" S
. %,LW% O

'H-aMP (DMSO-d6) 6: 0,93 (3H, t, J=7,3 Tu), 1,11 (3H, d,

J=7,3 Iu), 1,37-1,51 (1H, m), 1,56-1,70 (1H, m), 2,29 (1H, d,
J=16,9 Im), 2,79 (1H, dd, J=1¢,9, 6,8 Iu), 3,49-3,60 (1H, m),
3,68-3,79 (1H, m), 3,90-4,05 (2H, m), 4,85-4,90 (l1H, m), 6,75
(14, 4, J=9,3 1u), 7,55 (1H, 4, J=9,3 T'm), 11,13 (1H, s), 13,00-
13,03 (1H, m).

[0517]

(ITpuMep 164)

60— [3-XJop—-2-TUIPoKcU—4— (2-TUIPOKCUINPOIOKCHU) —S—-MeTunbeHm] -

S5-MeTun-4, S—ourngpo-2H-OupnoasmMH—-3—0H

[XuMm. 419]
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'H-AaMP (DMSO-d6) &: 1,11 (3H, 4, J=7,3 Tu), 1,19 (3H, d,
J=6,2 Iu), 2,25 (3H, s), 2,30 (1H, dd, J=l¢,8, 1,1 Tu), 2,79
(14, dd, J=1e¢,8, 6,7 Tu), 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).

[0518]

(Ipumep 165)

HoJgydyeHue 6-{3-6poM—-5-xJgop—-4-[ (1-

TUIPOKCULUKIIONPONNII) MeTOoKCK | beHmt} —5—MeTmnn—4, S—nurmungpo—-2H-

OMpMIasmMH—3—0Ha

[XumMm. 420]

K cMecu 6— (3—-0poM—-5-xJyiop—4-TUnpokcudeHmI) —5-MeTmji—4, 5-
oIUTHuIpo-2H-nupunasyuH-3-0Ha (»TajlIoHHEM OpumMmep 87, 318 wMmr) um [1-
(TeTparngpo-2H-MpaH-2-MJIOKCHU) UIMKJIONponuJI | MeTaHosa (207 wMr) B THFE
(5,0 MJI) no0aBJISaIn TpudeHUIOGoCOUH (315 MT') u ouc (2-
MEeTOKCUSTUII) asomukapbokcuiarT (281 wmr) mnpu 0°C. PeaKLUMOHHYID CMECh
IepeMellMBajM IIPM KOMHATHOM TeMIIepaType B TeueHMe OIHOTO dYaca, a
3aTeM PacTBOPUTENL yrajldaar. OcTaTok paszsfaBiIaAIM 3TUIIalleTaToM,
IIPOMHEAJNM C IHoMomb 1 M BOODHOTO pacTBOpa IMIPOKCHUIA HaTpMad, a
3aTeM COJIEBEIM pPaCTBOPOM, BHCYMMBAJM Haldl ©Oe3BOOHHEM CYJbLOaATOM
HaTpuda, O(UIBTPORAJM UM KOHIEeHTpMpoBaJiM. OCTaTOK OUMmAaJM C IIOMOMBK
KOJIOHOUHOM XxXpoMaToTpaduM Ha CcuIMkarejge (TrenTaH:>TuialleTatr=71:
29-50: 50-32: 68) c noJyiydeHueM OEeCIBETHOT'O aMOPPHOTO BemecTBa.

AMOpdHOe BeWleCTBO pacTBOpPAM B 3TaHojie (5,0 ™), K CMecHu
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noBaBJIgJIn [I-TOJIYOJICYJIEDOHAT OIUPUIOVHUA A (23 MT') " cCMecChb

nepememmBaiau npu 60°C B TeueHre 30 mmHyT. OfOecrneurBaM OXJIaXIeHME
PeakKlMOHHOM CMeCH IO KOMHATHOM TeMIepaTypH, K pPeaKLUMOHHOW CMecCH
no0aBJIAJ M BOLOY M CMeChb BKCTPpalMpoBaJiM sTuUialeTaToM. OplaHudecKUN
CJIOM HpPOMEIBaJIM C IIOMOmBIK 1 M BOOHOTO pacTBOpa I'MOPOKCHMIa HaTPUA,
a 3aTeM COJIEBHM pPacTBOPOM, BHCYMMBAJM Hal Oe3BONOHEIM CyJbdaToM
HaTpuda, OWUIbBTPOBaM, a 3aTeM KOHLUeHTpHpoBaJiM. IloJlydeHHOe TBepmoe
BelleCTBO I[IPOMEEBAJIM IIyTeM pacTUpaHMag C IOUU3ONPONIMIIOBEM DOUPOM C
[IOJIydeHreM YyKa3aHHOTO B 3al0JIOBKe COeOMHeHMAa B Buie OeJoro
TBEepPOOT'O BelleCcTBa (282 wMr).

'H-AMP (DMSO-d6) 6: 0,67-0,78 (4H, m), 1,04 (3H, d, J=7,3
I'n), 2,23 (1H, d, J=16,8 Twu), 2,69 (1H, dd, J=16,8, 6,9 Iwu),
3,36-3,46 (1H, m), 3,97-4,03 (2H, m), 5,63 (1H, s), 7,85 (1H, d,
J=2,2 ru), 7,95 (1H, 4, J=2,2 Tu), 11,08 (1H, s).

[0519]

Crlemynmue COeIMHEHMA IOoJIydallMd M3 KaXIOI'O COOTBEeTCTBYKIEIO
MCXOOHOTO BelleCTBa aHaJIOTMUHO HIpUMepy 165.

(ITpuMep 166)

c—{2-Tuapokcu—4-[ (1 -TUIPOKCUIMKJIIOIPDONINII) METOKCHK | —3—

MeTUabeHMJI } —b—MeTmn—4, S—ourugpo-2H-IupuiasrH—3—0H

[XuMm. 421]

'H-AMP (DMSO-d6) &: 0,60-0,73 (4H, m), 1,10 (3H, d, J=7,3
I'm), 2,05 (3H, s), 2,26 (1H, d, J=1le¢,7 Tu), 2,76 (1H, dd,
J=1le¢,7, 6,7 T'm), 3,47-3,58 (1H, m), 3,96-4,05 (2H, m), 5,55 (1H,
s), 6,57 (1, 4, J=9,0 T'w), 7,41 (1H, 4, J=9,0 Twu), 11,02 (1H,
s), 12,45 (1H, s).

[0520]

(IMTpuMep 167)

o—{3-Xymop—-2-dbTop—-4-[ (1 -TUMOIPOKCHUUMKIIOOPOIMII) METOKCMK ] —5—

MeTUIbeHMI } —5—MeTmI—4, S—ourrugpo—-2H-OMpuIas3rH—3—0H




269

[(XuMm. 422]

'H-aMP (DMSO-d6) 6: 0,61-0,74 (4H, m), 1,05 (3H, d, J=7,2
'), 2,25 (1H, dd4, J=16,9, 3,7 Tu), 2,32 (3H, s), 2,69 (1lH, dd,
J=16,9, ¢,8 Tu), 3,09-3,19 (1H, m), 3,95 (2H, s), 5,63 (1lH, s),
7,39-7,45 (1H, m), 11,06 (1H, s).

[0521]

(ITpuMep 168)

6—{3-BpomM—2-bTop—-4-[ (1 -TUMOPOKCULMUKJIIONPOINII) METOKCMK ]| beHMJI } —

S5-MmMemun—-4, b—nurmuapo-2H-OupniasmMH—3—0H

[(XumMm. 423]

f”m el o i}»&w&\‘&;

'H-AMP (DMSO-d6) &: 0,64-0,76 (4H, m), 1,04 (3H, d, J=7,2
I'u), 2,24 (1H, dd, J=l1e,8, 3,7 TIua), 2,69 (l1H, dd, J=16,8, 6,8
I'm), 3,08-3,19 (1H, m), 4,15 (2H, s), 5,59 (1H, s), 7,06 (1H,
ad, J=9,0, 1,0 I'u), 7,56 (1H, t, J=9,0 Twu), 11,01 (1H, s).

[0522]

(ITpuMep 169)

6—{3-BpoM—5-bTop—4-[ (1 -TUMOPOKCHULMKIIONPOINII) METOKCK | beHMJI } —

S5-MeTmJa-4, b—ourmngpo-2H-OMpMIasvMH—3—0H

[(XuMm. 424]
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IH-aMP (DMSO-de6) 6: 0,65-0,72 (4H, m), 1,04 (3H, d, J=7,3
t), 2,23 (1H, d, J=1¢6,8 TITwu), 2,69 (1H, dd, J=1l06,8, 6,9 Tu),
3,35-3,45 (1H, m), 4,09 (2H, s), 5,55 (1H, s), 7,66 (1H, dd,
J=12,5, 2,1 Tu), 7,81 (1H, t, J=2,1 Tu), 11,00 (1H, s).

[0523]

(ITIpumep 170)

6—{3, 5-Iuxjop-4-[ (1-TUIPOKCULUKJIIOIPOINJI) MeTOKCHK | beHmII} —5-
MeTun-4, 5-nurunpo-2H-nupnunasmMH—3-0H

[(XumMm. 425]

P4
%vwwﬁ}“x% é o ﬁ%

H-gMP (DMSO-dé6) &: 0,66-0,75 (4H, m), 1,04 (3H, d, J=7,2
), 2,24 (1H, d, J=16,9 TITu), 2,69 (1H, dd, J=1l¢,9, 7,0 TITu),
3,36-3,47 (l1H, m), 4,01 (2H, s), 5,61 (1H, s), 7,81 (2H, s),

11,08 (1H, s).
[0524]

(IMpuMep 171)

6—{2-070p—-4-[ (1 -TUIPOKCULMKIJIONPONINII) METOKCH] -3, 5-

ovMeTUIdeHUNI  —5—-MeTmun—4, S—nurunpo—-2H-OuprnasvMH—3—-0H

[XuMm. 426]
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'H-aMP (DMSO-d6) 6: 0,59-0,71 (4H, m), 1,04 (3H, d, J=7,2
'), 2,19 (3H, 4, J=2,4 Tu), 2,23 (1H, dd, J=le¢,8, 3,8 Tu), 2,24
(34, s), 2,65 (1H, dd, J=le¢,8, 6,7 Tu), 3,06-3,17 (1H, m), 3,77
(24, s), 5,05 (1H, s), 7,23 (1H, 4, J=8,9 Tu), 10,96 (1H, s).
[0525]

(IMTpmMep 172)

60— {3-XJjop—-2, 5—oudbrop-4-[ (1-

TUIPOKCULIMKIIONPONMII) MeTOoKCK | beHmt} —5—-MeTmnn—4, S—nurmuapo-2H-

OUPUIasUMH—3—0H

[(XumMm. 427]

'H-AMP (DMSO-d6) 6: 0,62-0,72 (4H, m), 1,05 (3H, d, J=7,2
I'u), 2,26 (1H, dd, J=1e,8, 3,6 Iu), 2,70 (l1H, dd, J=16,8, 6,8
I'm), 3,12-3,21 (1H, m), 4,17 (2H, s), 5,54 (1H, s), 7,54 (1H,
ad, J=12,1, 7,1 T'wy), 11,13 (1H, s).

[0526]

(IMTpumMmep 173)

HoJlydyeHMne 60— [3-XJIop—2-THUIOPOKCU—4— (3—-TUIPOKCUIPOHNOKCHK) —5-—

MeTunbedmi] —5-MeTun—-4, b—aurugpo—-2H-OMupMnioas3mMH—3—0Ha

[XuMm. 428]
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i
K cMecu 6- [3—-xJ0p—4-TUIPOKCU—2— (METOKCUMETUIIOKCH) —5—
MeTuJIdeHUII] —5-MeTmii—4, S—-ourmnopo-2H-nupuna3uH—-3—-0Ha (PTaJIOHHBM

npuMep 203, 313 M) m 3-(TeTparnmpo-2H-OMpaH-2-MJIOKCH) IporaH—1-
oja (208 mMr) B THF (5,0 M) pobaisain TpubeHusngochdmH (341 MI) wm
OUC (2-MeTOKCHUBTIUII) a300UKapbOKCUIIaT (304 w™Mr) mpu 0°C, a 3areM
CMeChb IIepeMellMBaJiM I[IPpM KOMHATHOM TeMIlepaType B TeuUeHMe OOHOTO
yaca. PacTBopuTeJb yIaJdlM U OCTAaTOK pasfaBJiaiM STujlaleTaToM.
PacTBOp IMNpOMHBaJIM C IOMOmbK 1 M BOOHOTO pacTBoOpa I'MIOPOKCHIA
HaTpMd, a 3aTeM COJIeBOT'O pacTBopa, BHCyllMBaJM Hall Oe3BONHBM
cyJbdaToM HaTpu4, buisTpOBAIM, a 3aTeM KOHLIEHTPUPOBAJIN .
[Ioly4YeHHHY HEOUMIIEeHHH [NIPOAYKT OUMIaJM C I[IOMOMBI KOJIOHOUHOM
XpoMaToIpaduy Ha CcuIMkareje (renTaH:sTuiauerar=6l: 39-40: 60-33:
67) C I[oJilydyeHuMeM OeclBEeTHOTO aMoOpdHOTO  BelecTBa. AMopdHOE
BelleCTBO pacTeopaAJM B »TaHojie (5,0 M) M K cMecu »[o0aBJIANIU
xJJopoBOomopon (2 M pacTBOop B 2TaHoJje, 1,0 wmia). CMechk IepeMelMBaliu
IpY KOMHATHOM TeMrepaType B TeueHMe OIHOTO uYaca. K peaKIMOHHOM
cMecHu HoBaBJAIM BONY, M oOcCalkKM cofupasu Ha OOuIbTpe, ¥ BHCYIMBAJM
C IOJIydeHMEeM VYKa3aHHOTO B 3al0JIOBKe COeIOMHeHMSA B BuIe 0eJioTo
TBEepPIOOTO BemecTBa (256 Mr).

‘H-AMP (DMSO-d6) &: 1,11 (3H, 4, J=7,3 Tu), 1,85-1,96 (2H,
m), 2,23 (34, s), 2,30 (1H, d, J=1¢,8 Tu), 2,79 (1H, dd, J=1¢,8,
6,7 Tu), 3,50-3,67 (3H, m), 3,98 (2H, t, J=6,5 Tu), 4,51 (1H, t,
J=5,1 ru), 7,46 (1H, s), 11,17 (1H, s), 12,77 (1H, s).

[0527]

Clenynmye COeIMHEHMS I[IoJIydaslM M3 KaXOOoI'0 COOTBeTCTBYKHIEIO
MCXOIOHOT'O BelleCTBa aHaJIOTMUHO IIpuMepy 173.

(ITpuMep 174)

6—{3-Xjgop—-2-runpokcu—-4-[ (1-

TUIPOKCUIIMKIIOOPOONII) METOKCHK | beHMII } —5—MeTun—4, S—ourmuagpo—2H-

OVMPUIa3UH—3—0H
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[XuMm. 429]

'H-saMP (DMSO-d6) 6: 0,62-0,74 (4H, m), 1,11 (3H, d, J=7,3
I'm), 2,29 (1H, 4, J=1l6,8 Twu), 2,80 (1H, dd, J=1l¢,8, 6,8 I,
3,50-3,60 (1H, m), 4,07-4,15 (2H, m), 5,57 (1H, s), o6,76 (1lH, d,
J=9,2 ), 7,55 (1H, 4, J=9,2 Tu), 11,12 (1H, s), 13,01 (1H, s).
[0528]

(ITIpumMmep 175)

60— {3-Xyop—-2-tunpokcu—4-[ (1 -I'MIPOKCUIINKIIONPONNI) METOKCHK ] —5-

MeTuabeHus } —b-MeTmn—4, S—ourngpo-2H-nIupmuiasmMH—3—0H

[XumMm. 430]

'H-AMP (DMSO-d6) 6: 0,62-0,74 (4H, m), 1,12 (3H, d, J=7,3
I'm), 2,29 (34, s), 2,30 (1H, d4dd4, J=1l¢,9, 1,3 Twu), 2,79 (1H, dd,
J=16,9, 6,7 I'm), 3,51-3,62 (1H, m), 3,87-3,94 (2H, m), 5,61 (1H,
s), 7,46 (l1H, s), 11,16 (1H, s), 12,76 (1H, s).

[0529]

(ITpuMep 176)

6—{5-Xjgop—-2-runpokcu—4-[ (1 -ITUMIPOKCUIMKIIOOPOINII) METOKCHK] —=3—

MeTunbedmn} —5-MeTun—-4, S—aurmugpo—-2H-Oupuia3mvH—3—0H

[XuMm. 431]
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'H-aMP (DMSO-d6) 6: 0,61-0,73 (4H, m), 1,10 (3H, d, J=7,3
I'm), 2,19 (3H, s), 2,27 (1H, d4dd4, J=1l¢,9, 1,2 Tu), 2,77 (1H, dd,
J=16,9, ¢,7 Tu), 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).

[0530]

(IMTpMep 177)

HoJgydeHMue 6—[4-(1,1-mnMdTOoP—-2-TUIOPOKCUSTOKCHU) —2—DTop—5—

MeTunbeHmsi ] —b-MeTun—4, S—ourugpo-2H-nupmuiasrMH—-3—-0OHa

[(XumMm. 432]

K cMecu 6— (2-dTOop-4-TUOpPOKCU-OS-MeTUIdeHWII) - 5—MeTmii—4, 5-
oIUTHUIpo-2H-upunasuH-3-0oHa (»TajlIoHHEM nOpumep 205, 472 wMr) wu
sTuibpomoupTopaueTar (0,385 i) B DME (10 mi) pmobaBiadaiamM KapboHAT
kagra (415 mr) npm 0°C. CMechb IIOCTENEeHHO HaTpeBaJiM OO KOMHAaTHOM
TeMIIepaTypH M TIepeMemlMBaJiM B TedeHMe Houu. K peakIMOHHOM CMecHu
DoBaBIAIM BOILY M CMeCh DKCTparlvMpoBajM >TuialleTaToM. OpTaHUMUeCKUM
CJIOW  HOpPOMEIBAJM BOIOOM ¥ COJIEBHIM PacTBOPOM, BHICYIIMBAJIM  Hal
De3BOOHEIM cyJibbaToM HaTpuU4, bniie TPOBAIMN, a 3aTeM
KOHUEeHTPUPOBAJMN . OcTaTok OUMILAJIN C IIOMOIIBIO KOJIOHOUHOM
XpoMaToTrpadmum Ha CcuIMKareje (TDenTaH:sTulalleTaT=68: 32-47: 53-40:
60) C [oJilydyeHueM OeCUBEeTHOTO aMopdHOTO  BelecTBa. AMopdHOE
BellecTBO pacTBopsam B THFE (6,0 M) M K cMecH HOOaBJAIM OOPIUIPUI
agutus (44 wmr) npm 0°C. PeaKUMOHHYK CMeCh I[IepeMemMBalid IIpU

KOMHaTHOM TeMIIlepaType B TedeHMe OIHOI'O Yaca. K peaKLU/IOHHOTZ CMeCHU
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no0aBJIAJ M BOOY M CMeChb BKCTPpalMpOoBaJiM 3TuialeTaToM. OplaHudeCcKUN
CJIOM IHIpPOMEIBAJM COJIEBHM pPacCTBOPOM, BHCYIMBalIM Hald Oe3BOOHEM
CyJibbaToM HaTpu4, buisTPOBAIYN, a 3aTeM KOHUEHTPUPOBAaJN .
[IOJIydeHHEM HEOUMMEHHHM NPOOYKT OuMmlalM C [IOMOmMBK KOJIOHOUHOM
XpoMaTorpadmum Ha CcuImMkKareje (renTaH:sTuialeTaTr=53: 47-32: 68-29:
71) ¥ HeoOXOoIMMElE (QpaKLUMM KOHLeHTpMpoBaiin. OCTaTOK IIPOMEBAJIN
IyTeM pacTupaHmusa C OV 3OIIPOIINIIO BEIM 30UpoM C [IOJIy4deHMEM
YKa3aHHOTO B  3al0OJIOBKe COeOMHeHMA B BuUIe 0OeJloTo TBEpLoTo
BelecTea (44 wMr).

‘H-AMP (DMSO-d6) 6: 1,06 (3H, d4, J=7,2 Tu), 2,21-2,29 (1H,
m), 2,22 (34, s), 2,69 (1H, dd, J=1¢,8, 6,8 Iu), 3,11-3,21 (1H,
m), 3,85-3,%6 (2H, m), 5,94 (l1H, t, J=6,7 Twu), 7,14 (1H, d,
J=11,7 Tu), 7,54 (1H, 4, J=8,5 I'uy), 11,06 (1lH, s).

[0531]

Kaxmoyo aBCoOJIIOTHYD KOHOUIT'YpaluUio OJIs [IpUMEpPOB 178-183,
[IOKa3aHHBEIX HIWXe, DHBKCTPAaloJMpOoBaliM IIyTeM CPaBHEHMA C [IPUMMEPOM
1le.

(IMTpumMmep 178)

HoJdydeHMre (BR) = (=) —6—-[2-Tunpokcru—4- (3-ITMOIPOKCUIPOIOKCU) —3—

MeTuabeHusI] —b—-MeTmn—4, S—ogurugpo-2H-nupuiasmMH—3—0Ha

[XuMm. 433]

OW{}H

HN"’”‘\-

XHpaTbHBIH

"1;},{} {]H
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6-[4- (3-TMOPOKCUIIPOIIOKCH) —2— (METOKCUME TUIJIOKCHU ) —3—
MeTUJIdeHMI] —5-MeTmii—-4, S—-ouruopo-2H-nrnpruaa3H—3—-0H (2 TaJIOHHBI
npuMep 228, 695 MI') pa3meysayM Ha OITUYUEeCKMe M30MepPH [IOCPelCTBOM
XpoMaToTpaduM Ha XMpPaJIbHOM KOJIOHKe B COOTBETCTBMM CO CJeIyIMUMU
YCJIOBUAMM OCYIIECTBJIEHMSA IIpelapaTUMBHOM xXpoMaTorpadum C HoJIydeHVeM
XUPAJIBLHOTO 6-[4- (3-TMIOPOKCUIIPOIIOKCH) —2— (METOKCUME TUIJIOKCHU ) —3—
MeTuiheHnI ] —5-MeTmii—4, 5S-ourunpo-2H-nmupunasmH—3-0Ha B BHUIE

feClIBeTHOTO aMOPOHOTO BemecTBa (322 M, ee 99%).
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<YCJIOBMA OCYMEeCTBJIeHUS IIpellapaTUBHOM XpoMaToTpadum>

Komouka: Daicel CHIRALFLASH IA (3,0 cM@ x 10 cM);
BJI0EHT: TekcaH/sTaHon=80/20;
CKOPOCTL IHIOTOKa: 15 MJI/MUH.;
OeTeKTUMpOoBaHMe: YO (254 HM).

<YcjgoBusa HPLC »OJjsg aHaJM3a OITUUYECKOM YUMCTOTEH>

Komouxka: Daicel CHIRALPAK IA (0,46 cmMp x 25 cwMm);

2JI0eHT: TekcaH/»TaHo=40/60;

CKOpOCTh IIOoTOka: 1,0 Mi/MuH.;

OeTeKTUpoBaHMe: YO (254 HM).

BpemMmsa ymepxuBaHua: 4,7 MUH.

'H-AMP (CDC1l;) &: 1,06 (3H, d4, J=7,3 Tu), 1,77-1,85 (1H, m),
2,09 (2H, BuHTeT, J=6,0 TITw), 2,19 (3H, s), 2,41 (1H, dd,
J=17,1, 4,6 Im), 2,78 (l1H, dd4, J=17,1, 7,0 Tw), 3,28-3,37 (1H,
m), 3,5 (3H, s), 3,87-3,91 (2H, m), 4,15 (2H, t, J=6,0 Tu),
4,88 (1H, d, J=5,6 TIwu), 4,98 (1H, 4, J=5,6 Iu), 6,70 (1H, d,
J=¢,5 ru), 7,14 (1H, 4, J= 8,5 I'u), 8,56 (1H, brs).

[0532]

K cMecHu [IOJIYUYeHHOTO BHIIE XUPaJIbLHOT'O 6-[4-(3-
TUOPOKCUIIPOIIOKCHU ) =2~ (METOKCUME TUJIOKCHU ) —3—MeTUIIQEHWII] - 5—Me TUII—
4, 5-nurunpo-2H-niupunasmH-3-oHa (291 wMI') B 5STaHOJe (1,5 )
oo6aBalIM XJopoBomopon (2 M pacTBOop B »TaHoJyie, 0,865 wMia), a
3aTeM CMecCh IIepeMelMBay IIpM KOMHATHOM TeMIepaType B TeueHHUe
OOHOTO uYaca. OcaXIeHHOe TBepIoe BeleCTBO cobupalM Ha OQuibTpe, a
3aTeM [IePEKPUCTAJIJIN30BEBAJIU nus 2-IpolaHojia c [IOJIy4YeHUEM
YKa3aHHOTO B  3al'0OJIOBKe COeOMHeHMAa B BuIe 0OeJloT'o TBEepLoITo
BemecTBa (182 mMr, ee >99%).

<Ycjorusa HPLC njd aHalM3a OINTUUYECKOW UMCTOTH>

Komouxka: Daicel CHIRALPAK AS-RH (0,46 cmp x 15 cwMm);

BJI0EHT: aleToHuTpu/Bona=40/60;

CKOpOCTL IIOTOkKa: 1,0 Mi/MuH.;

IeTeKTUMpoBaHMe: YO (254 HM).

BpeMmsa ymepxuBaHUA: 5,2 MUH.

OonTuueckoe BpameHue: [o]py®t -332,1° (c¢c=0,26, MeOH)
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'H-AMP (DMSO-d6) &: 1,10 (3H, 4, J=7,3 Tu), 1,84-1,92 (2H,
m)y, 2,01 (3H, s), 2,27 (1H, dd, J=16,9, 1,3 Tu), 2,76 (1lH, dd,
J=16,9, 6,6 T'u), 3,48-3,61 (3H, m), 4,08 (2H, t, J=6,2 Tu), 4,55
(14, t, J=5,1 Tu), 6,59 (1H, 4, J=9,0 Twu), 7,43 (1H, d, J=9,0
T'm), 11,03 (1H, s), 12,46 (1H, s).

[0533]

Clenynmye COeIMHEHMA IIoJiydaJlM M3 KaXOOoTI'0 COOTBEeTCTBYKIEIO
NCXOOHOTO BelleCTBa aHaJIOTUMUHO INpuMepy 178.

(IMTpMep 179)

(bR) = (=) —-6-[2-T'unpokKCcr—4- (2-TUMIOPOKCU—2—METUJINPOIOKCHU) —3—

MeTuIbeHmI ] —5-MeTuyn—-4, S—-amurmapo-2H-OmMpmuia3MH—3—-0H

[(XmMm. 434]

%, g/ XHpalnbHBIH
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XMpaJlb HB 6-[4- (2-TUOIPOKCU—2-METUJIIIPOIOKCH) —2—
(MeTOKCUMETUIIOKCHU ) —3-MeTuJidpeHnII] —S5-meTmii—-4, S—-ourunpo-2H-
OVpUOas3yH—3—0H

OnTuueckasd dmucTOoTa: ee 98%

<YcaoBusg HPLC mJjsg aHaJM3a OITUUECKOM UMCTOTED>

Komounka: Daicel CHIRALPAK IA (0,46 cMp x 25 cwMm);

BJI0EHT: TekcaH/sTanon=50/50;

CKOpOCTL IOTOkKa: 1,0 Mi/MuH.;

OeTeKkTUMpoBaHMe: YO (254 HM) .

BpeMmsa ymepxuBaHUA: 5,6 MUH.

‘H-AMP (CDClj3) &: 1,07 (3H, 4, J=7,3 Tu), 1,38 (6H, s), 2,16
(14, s), 2,24 (3H, s), 2,41 (1H, dd, J=17,1, 4,6 Tu), 2,79 (1H,
dd, J=17,1, 6,8 Tu), 3,28-3,38 (1H, m), 3,51 (3H, s), 3,82 (2H,
s), 4,89 (1H, d, J=5,6 Tu), 5,00 (1H, d, J=5,6 Tu), 6,67 (1H, d,
J=8,5 ru), 7,14 (1H, d, J=8,5 Tu), 8,46 (1H, brs).

[0534]
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(5R) = (=) —-6-[2-Tunpokcu-4- (2-TUIPOKCU—2—METUJIIIPOIOKCH ) —3—
MeTuideHmI ] —5-MeTmii—4, 5S-ourunpo-2H-nmpunasmHa—3-0H
Onruueckas UyMCTOTa: ee 98%

<YcjgoBusa HPLC »OJjsg aHaJM3a OITUUYECKOM YUMCTOTE>

Komouka: Daicel CHIRALPAK AS-RH (0,46 cmp x 15 cwMm);

BJI0EHT: aleToHuTpw/Bona=35/75;

CKOpOCTh IoTokKa: 1,0 Mi/MMH.;

OeTeKTUPOBRaHMe: YO (254 HM).

BpeMmsa ymepxuBaHuA: 7,5 MMH.

OonTuueckoe BpameHue: [o]p3t -312,2° (c¢=0,24, MeOH)

'H-saMP (DMSO-d6) &: 1,10 (3H, d, J=7,3 Tu), 1,23 (6H, s),
2,05 (3H, s), 2,23-2,31 (1H, m), 2,76 (1H, d4dd, J=1l¢,7, 6,7 Tu),
3,47-3,57 (1H, m), 3,74 (2H, s), 4,65 (1H, s), 6,55 (1H, d,
J=9,0 ru), 7,42 (1H, 4, J=9,0 '), 11,03 (1H, s), 12,46 (1H, s).

[0535]

(MpumMep 180)

(BR) = (=) —6—-[3-XJnop—2-Tuipokcu—4- (4—-uOpoKcubyToKCcK) beHmy] -

S5-MeTua-4, b—nurmngpo-2H-OUpngasmMH—3—0H

[XmMm. 435]

XHpalbHBIH

XMpaJlbHEM 6-[3-xJop-4- (4-TUOPOKCUOYTOKCHU) —2—
(MeTOKCHMMETUIIOKCHU) beHnIl] —5-MeTuii—-4, S—-gurunpo-2H-nnpruia3rH—-3-0H

OnTuueckad dmucrToTa: ee >99%

<Ycjorusa HPLC nJjd aHalM3a ONTUYECKOW UNCTOTH>

Komouxka: Daicel CHIRALPAK IA (0,46 cMp x 25 cwMm);

2JI0EHT: TekcaH/sTaHo=15/85;

CKOpOCTL IIOTOka: 1,0 Mi/MuH.;

OeTeKTMpoBaHMe: YO (254 HM).

Bpemsa ymepxuBaHusa: 4,6 MUH.

H-AMP (CDCl1l3) &: 1,07 (3H, 4, J=7,3 Tu), 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
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), 2,80 (1H, dd4, J=17,0, 7,0 Tu), 3,32-3,40 (1H, m), 3,53 (3H,
s), 3,74-3,79 (2H, m), 4,11 (2H, t, J=6,1 Tu), 5,01 (1H, d,
J=5,6 T'u), 5,16 (1H, d, J=5,6 Twu), 6,77 (1H, d, J=8,8 Tu), 7,21
(14, 4, J=8,8 Iu), 8,45 (1H, brs).

[0536]

(5R) - (=) —-6-[3-Xyop—-2-1UapoKcu—4- (4-ruapoKCcubyToOKCH) QeHUII] —
S5-MeTmii-4, b-ournnpo-2H-nnprnasmuH-3—-0H

OnTuueckad dmucrToTa: ee >99%

<Ycjorusa HPLC njg aHalM3a OINTUUYECKOM UMCTOTH>

Komouka: Daicel CHIRALPAK AS-RH (0,46 cmp x 15 cwMm);

BJI0EHT: aueToHUTpWI/Bona=40/60;

CKOpOCTh IOoTOka: 1,0 Mi/MuH.;

oeTexkTUpoBaHMe: YO (254 HM) .

Bpemsa ymepxuBaHuMa: 4,7 MUH.

OnTryeckoe BpameHue: [a]p’t -305,4° (c¢c=0,24, MeOH)

'H-AMP (DMSO-d6) o6: 1,11 (3H, d, J=7,3 Tu), 1,53-1,64 (2H,
m)y, 1,73-1,84 (2H, m), 2,25-2,34 (l1H, m), 2,79 (1H, dd, J=1¢,9,
6,8 Tu), 3,42-3,50 (2H, m), 3,50-3,60 (1H, m), 4,12 (2H, ¢t,
J=6,4 Tu), 4,46 (1H, t, J=5,1 Tu), 6,73 (1H, d, J=9,0 Tu), 7,56
(14, 4, J=9,0 T'u), 11,13 (1H, brs), 13,01 (1H, brs).

[0537]

(IMpuMep 181)

(BR) = (=) —6-[3-XJop—2-TUIPpOoKCU—4— (3-TUIPOKCUIPOIOKCHU) —=5—

MeTunbedm] —5-MeTun—-4, S—agurmugpo-2H-Oupuigas3smH—3—0H

[XuMm. 436]

XHpalbHBIH

iy
‘et
Ip:a?

XVpaJbHEM 6— [3—-xJi0p—4- (3-I'MOPOKCUIIPOIIOKCH) —2—
(METOKCHUMETUIIOKCH ) —5—-MeTuiibeHmJ] —5—MeTmii—4, S—ourunpo-2H-
IVpUOa3MH—3—0H

OnrTmMueckad 4UuMCcTOTa: ee >99%
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<YcaoBusa HPLC pOJjisg aHaJM3a OITUUYECKOM YUMCTOTED>

Komouxa: Daicel CHIRALPAK IA (0,46 cMp x 25 cwMm);

BJI0EHT: TekcaH/sTaHon=25/75;

CKOpPOCTL IIOTOkKa: 1,0 Mi/MuH.;

OeTeKTUMpOoBaHMe: YO (254 HM).

Bpemsa ymepxuBaHMA: 3,9 MUH.

'H-AMP (CDCl3) &: 1,08 (3H, 4, J=7,6 Tu), 1,90 (1H, t, J=5,5
I'n), 2,07-2,13 (2, m), 2,30 (3H, 4, J=0,7 Twu), 2,42 (1H, dd,
J=17,0, 4,9 Tu), 2,80 (1H, dd, J=17,0, 7,0 ITua), 3,30-3,39 (1H,
m), 3,52 (3H, s), 3,97 (2H, td, J=5,9, 5,5 Tu), 4,09 (2H, ¢,
J=5,9 I'u), 4,98 (1H, d, J=5,4 Twu), 5,12 (1H, 4, J=5,4 Tu), 7,08
(14, 4, J=0,7 ITu), 8,49 (1H, s).

[0538]

(5R) = (=) -6-[3-Xyop-2-TuIpoKCcK—-4- (3-TUIPOKCUIPOIOKCH) —5—
MeTUJIQeHWI ] —5—MeTui—4, S-ourunpo-2H-nnprnasmeE—3-0H

Onrudeckad ducToTa: ee 96%

<YcmnoBusa HPLC njd aHajM3a OINTHUUECKOM UMCTOTH>

Komnounka: Daicel CHIRALPAK AS-RH (0,46 cmp x 15 cwMm);

BJI0EHT : alleToHUTpu/Bona=40/60;

CKOpOCTL IoToka: 1,0 Mi/MuH.;

OeTeKTMpoBaHMe: YO (254 HM) .

Bpemsa ymepxuBaHusa: 4,7 MUH.

OnTmyeckoe BpameHue: [a]p’t -286,0° (c=0,23, MeOH)

'H-AMP (DMSO-d6) &: 1,11 (3H, 4, J=7,3 Tu), 1,85-1,96 (2H,
m), 2,23 (34, s), 2,30 (1H, d, J=1¢,8 Tu), 2,79 (1H, dd, J=16,8,
6,7 Tu), 3,50-3,67 (3H, m), 3,98 (2H, t, J=6,5 Tu), 4,51 (1H, t,
J=5,1 ru), 7,46 (1H, s), 11,17 (1H, s), 12,77 (1H, s).

[0539]

(ITpuMep 182)

HoJlyudeHHne (BR) = (=) —6-[3—-XJIOp—2—-TUIPOKCU—4—- (2-TUIPOKCU—2—

MeTUIINPONoOKCHU) bedmIl ]| —5b—-MeTun—-4, S—ourmgpo—-2H-OMpnioas3mMH—-3—0Ha

[XuMm. 437]
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Y/ XHpaIbHBIH

. M@m&%

6- [3-Xyop-4- (2-TUOPOKCU—2—-METUJIIIPOIIOKCHU) —2—

(METOKCUMETUIIOKCHU ) beHnIl] —5-MeTuii—4, S—gurunopo-2H-nrpruia3ruH—3—0H

(pTaJIoHHEM HOpuMmep 212, 525 MI') pas3nessalM Ha OITUUYeCKMe WM30MEepPH

I[Iocpel CTBOM xpomaTorpa®MM Ha XMpaHbHOﬁ KOJIOHKEe B COOTBETCTBHIIM CO

cileyrnmyiMr YCIJIOBUMAMNM OCYHEeCTBIJIEHMA HpeHapaTMBHOﬁ XpOMaTOPpaQMM C

[IOJIyUYeHMEM XUPaJIbLHOTO 6-[4- (3-TUMOPOKCUIIPOIIOKCHU) =2~

(METOKCHUMETUIIOKCH ) —3-MeTuJIdeHmJ ] —5—-MeTmii-4, S—-auruagpo-2H-

nupunasuH-3-oHa B BUIe OeCLUBETHOT'O aMOp®HOTO BemecTBa (220 wMmr,

ee 99%).

(1H,
3,41

5,14-

T'm),

<YCJIOBMSA OCYMECTBJIEHUSA IpelapaTUBHOM XpoMaToI'padum>

Kojiouka: Daicel CHIRALFLASH IA (3,0 cMme x 10 cwMm);

SIIOEHT: TeKcaH/»TaHoJj=75/25;

CKOPOCTL IIOTOKa: 15 MJI/MUH. ;

OeTeKTUMpoBaHMe: YO (254 HM) .

<Ycjorusa HPLC nJjg aHalM3a OINTHUUYECKOM UMCTOTH>

Komounka: Daicel CHIRALPAK IA (0,46 cMp x 25 cwMm);

BJI0eHT: TekcaH/sTanon=40/60;

CKOPOCTL IHoTOKa: 1,0 MJI/MUH.;

OeTekTUMpoBaHMe: YO (254 HM) .

BpemMmsa ymepxuBaHUA: 5,2 MUH.

H-AMP (CDCls) &: 1,07 (3H, 4, J=7,3 Tu), 1,39 (6H, s), 2,42
dd, J=17,0, 4,8 Tu), 2,80 (1H, dd, J=17,0, 7,0 Tu), 3,30-
(14, m), 3,53 (3H, s), 3,87 (2H, s), 5,01-5,06 (1H, m),
5,20 (1H, m), 6,76 (1H, d, J=8,5 Tu), 7,22 (1H, d, J=8,5
8,44 (1H, brs).

[0540]

K cMecu [IOJIYYEeHHOT'O BHIIE XUPaJILHOTO o-[4-(3-

TUOPOKCUIIPOIIOKCHU ) =2~ (METOKCUME TUJIOKCHU ) —3—-MeTUIIQEHWII | — 5—Me TUJI—

4, 5-nurunpo-2H-niupunasmuH-3—-0Ha (164 wMIT') B DBTaHOJe (1,0 )
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nobaBJygaaM XJopoBomopon (2 M pacTBOop B sTaHoJie, 0,442 wiua), a
3aTeM CMeCh IIepeMellMBaj M IIpM KOMHATHOM TeMIepaType B TeUueHUe
OIHOTO yaca. Ocanxu coBupanmu Ha duneTpe, a 3aTeM
[IEPeKPUCTAJIIM30OBEEBANM M3 2-IIPOIaHoJila C [OJIydeHMeM YKa3aHHOTO B
3aTOJIOBKe COeIVMHEHMA B BuUIe OeJIo'O TBepOooI'o BellecTBa (57 MI', ee
99%) .

<Yciyorusa HPLC njd aHalM3a OINTUUYECKOM UMCTOTH>

Komouka: Daicel CHIRALPAK AS-RH (0,46 cmp x 15 cwMm);

BJIOEHT : aleToHUTpuI/Bona=35/65;

CKOpOCTL IOoTOka: 1,0 Mi/MuH.;

OeTeKTUpoBaHMe: YO (254 HM).

BpeMa ymepxuBaHMUA: 6,5 MUH.

OnTmyeckoe BpameHme: [a]p’? -291,0° (¢=0,26, MeOH)

'H-AMP (DMSO-d6) &: 1,11 (3H, 4, J=7,3 Tu), 1,24 (6H, s),
2,25-2,34 (1, m), 2,81 (1H, 4dd, J=17,0, 6,7 Tu), 3,48-3,60 (1H,
m), 3,83 (2H, s), 4,67 (1H, brs), 6,73 (1H, 4, J=9,3 ITu), 7,56
(14, 4, J=9,3 '), 11,13 (1H, s), 13,01 (1H, s).

[0541]

(ITpuMep 183)

[HolydeHHMe (BR) = (=) —6—{3—-xJ0op—-2-1UuOapokcu—4-[ (Z) -4-TUMIPOKCU~—

2-0vyTeHmyokcu ] beumn} -5-Merun-4, S—ogurngpo-2H-OupnugasmMH—3—0Ha

[XmMm. 438]

XHUparsHBIH

6-[3-Xmop-4-[ (Z) - 4-TUOpOKCU—-2-OyTEeHWUIJIOKCU ] —2—
(MeTOKCUMETUIIOKCHK) beHnIl] —5-MeTuii—-4, S—gurunpo-2H-nrnpruia3nH—-3—-0H
(pTaJIoOHHEM OpuMmep 229, 497 Mr) pas3nessalr Ha OINTUUYeCKMe W30MEpPH
IIOCPENCTRBOM XpoMaToTrpaduM Ha XUpaJIbHOM KOJIOHKEe B COOTBETCTBUU CO
CIJIeny UMM YCJIOBUAMM OCYIECTRBJIIeHMS MIpelapaTUBHOM XpoMaTorpadum C
[IoJIydeHreM XUPAJIbHOTO 6- [3—-xyop-4-[ (Z) - 4-TUOpPOKCU—-2—
OYTEeHUJIOKCHK ] —2— (METOKCUMETUIIOKCHK ) beHnI1] —5-MeTmii—-4, S—-ouruopo—-2H-

nMpuoasmMH—-3-0Ha B BuUIe OeCIBEeTHOT'O aMOp@®HOTO (232 MI, ee >99%).
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<YCJIOBMA OCYMEeCTBJIeHUS IIpellapaTUBHOM XpoMaToTpadum>

Komouka: Daicel CHIRALFLASH IA (3,0 cM@ x 10 cM);

BJI0eHT: TekcaH/sTaHon=70/30;

CKOPOCTL IHIOTOKa: 15 MJI/MUH.;

OeTeKTUMpOoBaHMe: YO (254 HM).

<Ycjorusa HPLC nJjg aHalM3a OINTUUYECKOM UMCTOTH>

Komouxka: Daicel CHIRALPAK IA (0,46 cmMp x 25 cwMm);

2JI0eHT: TekcaH/»TaHos=20/80;

CKOpOCTh IIOoTOka: 1,0 Mi/MuH.;

OeTeKTUpoBaHMe: YO (254 HM).

BpemMmsa ymepxuBaHMA: 4,6 MUH.

'H-saMP (CDCls) 6: 1,07 (3H, 4, J=7,3 Tu), 1,63-1,68 (1H, m),
2,42 (14, d4dd4, J=17,0, 4,8 Iu), 2,80 (1H, dd, J=17,0, 7,0 Twu),
3,31-3,40 (1H, m), 3,53 (3H, s), 4,29-4,35 (2H, m), 4,72-4,77
(24, m), 5,02 (1H, 4, J=5,6 Tw), 5,16 (1H, d, J=5,6 Tu), 5,83-
5,96 (2, m), 6,78 (1H, 4, J=8,5 Tw), 7,22 (1H, 4, J= 8,5 Tu),
8,52 (1H, s).

[0542]

K cMecr [DOJydeHHOTO BHIIE XUpPaJIbHOTO 6-[3-xJjop—-4-[(2)-4-
TUIPOKCU—-2-0YTEHUJIOKCHU ] —2— (METOKCUME TMJIOKCH ) peHmJI] —S-MeTmi—-4, 5-
ourmopo-2H-nupuna3mH-3—-oHa (204 wmr) B sTa”HoJsie (1,0 M) poBaBidasu
xJJopoBOomopon (2 M pacTBOop B 2TaHojye, 0,442 wia), a 3aTeM CMEChb
IepeMellMBalay IIpM KOMHATHOM TeMIepaType B TeueHMe OOHOTO Uaca.
Ocamku cofBupaju Ha OQouiIbTpe, a 3aTeM I[IePeKPUCTAJIJIM3OBEBAIN U3
TeKcaHa/2-TIpolaHoja c [IOJIy4eHVEM YKa3aHHOTO B 3aT0JIOBKE
coeIMHeHMS B BuIe 0OeJIoTO TBepnoro BemecTBa (54 mMr, ee 93%).

<Ycjorusa HPLC njd aHalM3a OINTUUYECKOW UMCTOTH>

Komouxka: Daicel CHIRALPAK AS-RH (0,46 cmp x 15 cwMm);

BJI0EHT : aleToHuTpu/Bona=35/65;

CKOpOCTL IIOTOkKa: 1,0 MiI/MuH.;

OeTeKkTMpoBaHMe: YO (254 HM) .

BpeMmsa ymepxuBaHUA: 6,5 MMH.

OonTuueckoe BpameHue: [o]pt -274,0°(c=0,23, MeOH)

‘H-AMP (DMSO-d6) &: 1,11 (3H, 4, J=7,3 Tu), 2,26-2,32 (1H,
m), 2,80 (l1H, dd, J=16¢,9, 6,6 Tu), 3,49-3,61 (1H, m), 4,08-4,16
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(2H, m), 4,75-4,86 (3H, m), 5,59-5,69 (1H, m), 5,70-5,80 (1H,
m), 6,75 (14, 4, J=9,0 I'm), 7,57 (1H, 4, J=9,0 TIu), 11,13 (1H,
s), 13,02 (1H, s).

[0543]

(ITpmMep 184)

[HoJyueHne 6—-[2-0bT0op—4- (2-TUIPOKCU—2—-METUJINPOIOKCH) —3—

(TpubTopMeTMII) bedmJi ]| —5—-MeTun—-4, S—ourmngpo-2H-OMpnga3mMH—-3—0Ha

[XmuMm. 439]

K cMecHu 6-[2-dTOop-4-TUOpPOKCKU-3— (TpUudTOPMETUII) PeHUII] —5-
MeTuIi-4, 5-ourunpo-2H-nupunas3mMH-3-0Ha (®TaJIOHHHM OpuMmep 242, 290
Mr) B DMFE (5,0 mia) mobaraanm kapboHaT kaausa (207 M) M 3-XJIOp-2-
MeTns-1-nponexn (0,117 M), a 3areM CMechb IepeMemuBaju npu 80°C B
TeueHre OOHOTO uYaca. K peaKLUMOHHOM cMecu m»ofaBjalIM 3-XJIop-2-
MeTUJI-1-TIpoIeH (0,029 M) , a 3aTeM PEeaKIMOHHYI CMEeChH
[epeMelmMBaanu  IIpu g80°C OOTIOJIHUTEJILEHO B TeueHMe 30 MUHYT.
OB6ecneunBalu oxXJIaXIOeHue peakuMOHHOM cMecu oo KOMHATHOM
TeMIIepaTypH, K pPeakKLUMOHHOM cMecu »nobGaBJAJaM BOIY, a 3aTeM CMecChb
SKCTPATrvMpOBalIM  3TUJIalleTaTOoM. OpTraHMUYeCKUM  CJOWM TMPOMHBAaJM C
nomomeio 1 M BOIHOTO pacTBOpa THUIPOKCHIA HaATPUA, a 3aTeM COJIEBHM
PacTBOPOM, BHICYIMBAJIN Hanm Be3BOIHEM cynbdaToM HaTpu4,
dunsTpOBAH, a 3aTeM KOHLIEHTPUPORBAJIN . [ToJIydeHHOE TBepmoe
BEmeCTBO IMPOMHBaAIM MOYTeM pPacTHUPaHMsa C IUMBONPONMIIOBHM 30UMPOM C
IoJlydeHreM OeJIoTo TBepHOoI'o BemlecTBa (276 wMr). BeJjioe TBepmoe
BellecTBC (242 wMI') pacTBOpsaJIM B MeTwujeHxJiopune (3,5 wia), K
pacTBOpPY HOOABJAIM M-XJIOPIepOeH30MHYID KUCJIOTY (280 wMr) mnpm 0°C.
PeakKUMOHHYK CMeChb IIepeMellMBajiM IIpM KOMHATHOM TeMlIepaType B
TeueHre 3 UYacoB. K peakKUMOHHOM cCMecH n[o0aBJIAIM BOIOHHEM pPacTBOP
TMoCcyJbbaTa HaTpua npu 0°C M CMeCh DSKCTPAaTVMpPOBaIM DTUIIAILETaTOM.

OpI‘aHMT{eCKMﬁ cJion IIPOMEIB aJIr HaCHIII€ HHEIM BOIOHEBEIM pPacTBOpPOM
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OukapboHaTa HaTpMsa, a 3aTeM COJIeBEM pacTBOPOM, BHCYWLMEAJM HaLD
0e3BOOHEIM cyJibbaToM HaTpu4, bniis TPOBAIH, a 3aTeM
KOHUEHTPUPOBAJMN . OcTaTok oummaJn c TIIOMOIIBIO KOJIOHOUHOM
XpoMaTorpadum Ha CcuIMkKareje (renTtaH:sTuialetraTr=47: 53-26: 74-12:
88) M IOJIydeHHOE TBephoe BelleCTBO I[IPOMEBAJIM IIYTeM pacTHUpaHusa C
OVUM3ONPONUIJIOBEIM  50MPOM C IOJIyd4eHreM OeJloTO0 TBEpLOTO BelleCTBa
(163 Mr). OOecneuMBaliM HaxXOXIEeHMe CMecCUu OeJloTO TBEPOOT'O BEIMEeCTBa
(140 w™Mr), oQopMmaTa amMMoHuMAg (74 M) wm najlanmMsa Ha ymje (103
Bec/Bec, 14 mMr) B sTaHoye (7,0 Myu) B aTMochepe BoIopoIa M CMecCh
IepeMellMBaiM [IPpM KOMHATHOM TeMIlepaType B TeueHMe 3 dYacoB. CMecCh
bribTPOBANIM Uepes NOOYIKY M3 LeJnTa M QUIbTpaT KOHLEHTPUMPOBAJIN.
OcTaToOuHOEe  TBepnoe  BelleCTBO IIPOMBBAaJIM IIyTeM pacTupaHud C
OUM3ONPONUIJIOBEIM 50MPOM, a 3aTeM cobupaiyr Ha Q(uiIbTpe C IIOJIydeHMeM
YKa3aHHOT'O B  3arl0OJIOBKe COeOMHeHMA B BuIe 0eJloT0 TBEpLoTo
BemecTBa (108 wmr).

'H-AMP (DMSO-d6) &: 1,03 (3H, d, J=7,2 Tu), 1,21 (6H, s),
2,25 (1H, d4d, J=16,8, 4,2 ITwua), 2,69 (l1H, dd, J=1l¢,8, 6,7 Tu),
3,06-3,17 (l1H, m), 3,88 (2H, s), 4,72 (1H, s), 7,17 (1H, d,
J=9,0 ru), 7,76-7,83 (1H, m), 11,05 (1H, s).

[0544]

(TecT)

AKTMBHOCTL B OTHONEHUM [IOIaBJIeHMS pPocCTa JMHUM  KJIETOK
OIIyXOJIM TOJIOBHOTO MO3Ta y JneTelr (PFSK-1) wu3MepsaJIM C IIOMOMLIO
peareHTa WST-8, MOHOHATPUMEBOW cCoJiM [2- (2-MeTOKCU—4-HUTPOOEeHWUI) —
3-(4-HuTpodeHms) -5- (2, d-gucynsdodeHmy) —2H-TeTpasz3omsd, Cell
Counting Kit-8™], B COOTBETCTBMM CO cIocoboM, OIIMCAHHEIM B
Tominaga, H. et al., Anal. Commun., 1999, 36, 47-50. KpaTko,
PFSK-1 BHCeBaJlM B 96-JIYHOUHHIN MMKpoOILJlaHmeT npu 100 MKJI/JIYHKY CO
cpenon Roswell Park Memorial Institute (RPMI) 1640, comepxamen
10% ¢eTanpHy® OBUBI CHBOPOTKY (FBS), ¥ KJIeTKM WHKYOMPOBAJIM B
npucyTcTBuu 5% amokcuma yriepomna (CO,) mpu 37°C B TeueHme 24
J4acoe. B kaxmoyow JyHKY »Oo0aBjasau 50 MKJI  KaXOo'o TeCTHUPYeMOT'O
coeIMHeHUA, pa30aBJIeHHOT'O Cpeno¥, a 3aTeM KIeTKM MHKYyOMpOBaJM
OOTNOJIHUTEJILHO B TeueHMe 3 QOHeM. Ilocjie MHKYOMPOBAHMA B KaXIyl

JIVHKY — OOBaBJIAIIM 15 MKJI Cell Counting Kit-8™ u wJjerku
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MHKYOMPOBAJIM B TeueHMe IOoJIyTopa UYacoB. 3aTeM M3MepaJM 3HaueHUd
OIITUYECKOM IIJIOTHOCTHU (OD) opu OJMHe BOJIHH n3MepeHud,
cocraBJyanmerr 450 HM, ¥ 9DTaJIOHHOM IJIMHE BOJIHE, cCcocTaBJawomer 630
HM, M PpacCuMTHBAaJIM MX PasHOCTb. M3 pacCuMTaHHOM pPasHOCTHU
BHUMTAJM PasHOCTL nOJ4 3HadveHur OD (Opu »OJMHe BOJIHE @ M3MepeHud,
cocraBagomer 450 HM, ¥ OpKM 5STaJIOHHOW IJMHEe BOJIHE, COCTAaBJIAIMEN
630 HM) KOHTPOJIBLHOM JYHKM, KOTOpas He coIepxajla KJIeTok, C
IoJIydeHeM aKTMBHOCTM B OTHOIIEHMM POCTa KJIEeTOK B KaXIOoM JIYHKE.
AKTMBHOCTL B OTHOMEHMM IOHOaBJIEHMS POCTa KJIETOK KaXIoTo
TEeCTUPYEMOTO COEeINVMHEeHUSI PaCCUMTHBAaJIM IIyTeM CpPpaBHEHMS AaKTHUBHOCTU
B OTHONIEHMM POCTa KJEeTOK C KaXIbM TeCTUPYEMEIM COeOMHeHUeM C
AKTUBHOCTLIO B OTHOIIEeHUN pocTa KJIETOK oes Kakoro-Jmnbo
TEeCTUPYEMOTO COoelIMHeHMa (KOHTPOJb) UM pacCuMTHBaIM Kaxiayio IC5H0
(HM), koTopas IpencTaBJgeT coBOoM KOHUeHTpaluuio, IIpUM KOTOpOM
obecneuneaeTrca 50% momarJieHMe poOCTa KJETOK. Pe3yJbTaTH I[IOKa3aHH

B TabjMile HMXe.

[Ipumep IC50 [IpuMmep IC50 [IpuMep IC50 [Mpumep IC50
(HM) (M) (HM) (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 61 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 <1,0
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 <1,0 119 2,9 120 2,14
121 3,8 122 4,1 123 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 5,7 151 1,3 152 3,4 153 5,3
154 2,9 155 2,2 156 2,9 158 4,3
159 <1,0 |160 1,9 161 2,7 162 6,4
163 5,2 164 4,9 165 2,6 166 4,7
167 1,3 168 2,3 169 4,0 170 2,5
171 6,3 172 5,2 174 4,2 175 4,1
176 9,2 177 4,0 178 4,6 179 3,3
180 6,5 181 3,9 182 2,9 183 4,5
184 2,2
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$OPMYJIA MNSBOEPETEHUA
1. CoenmHeHme QopMyJiHL (1) :

[xmM. 1]

UM ero dapMalleBTUUECKM IIpMeMIeMas COJib,

Toe

R! - R? He3aBMCMMO MNPEICTaBJART CcoOOOM aToM BOOOPOHA,
raJjioreH, OH, CN, Ci_gaJIKMJIbHYID  TpPYyINIIly, rajlioreHVpoBaHHYKD  Cq_
cAJIKMIIBHYID TpPyHny, C, galJIKEHWUJIBHYD TPyHny, Ci_ ¢aJIKOKCUTPYIILY WK
TaJIOTeHMPOBAHHY C1_ gaJIKOKCUTPYIINY, IIPpY YCJIOBUM, UYTO OIOMH WMJIM IBa
us R! - R? mpemcraBigpT cob®oil aTOMEl BOLOPOIa, HO He BCe TPM WK
yeTHpe M3 HUX OpelcTaBJIgT cofo¥ aTOMHE BOOOpOHa, U

Y npencrarjysgeT coboit Ci_gaJIKMJIEHOBYID MM Cr gaJIKEHUJIEHOBYIO
Tpynmny, TOe aJIKMJIeHOBas WM aJIKeHUJIeHOBas TpPyIla MOXeT OHTh
3amelneHa OIOIHUM nIm HeCKOJIbKUMM 3aMeCcTUTeJIIMHA, He3aBUCUMO
BHOPAHHEMU M3 TPYIIH, cocTodmer U3 Ci ¢aJIKMJILHOM TPYIIIH, TaJloreHa
u TaJIOTeHUPOBAHHOM C1-gaJIKMJILHOM TPYIIIH, roe OOIIOJIHUTEJILHO
IOOCTYIIHEM 0JIs 3aMeneHmn s aToM yTJlepomna B 3aMecTuTeJe,
CBASHBAKMUNCSA C aJIKMJISHOBOM WMJIM aJIKeHMJIEHOBOM TPYIINON, U IpyTon
OOCTYIIHEM  IOJIS  3aMelleHMs aToM yIJlepoda B aJIKMJIIeHOBOM  WMJIU
aJIKEeHUJIEHOBOM TpyIlle WJIM »OBa OOCTYIHHX OJS 3aMelleHrud aToMa
yTJlepona B 3aMecTuTese, CBABHBAINXC c aJIKMJIEHOBOM W
aJIKeHUJIEHOBOM TPYIIIoN, MOTYT OBITH oBbeIVHEeHH BMecCTe c
obpasopaHMeM 3-6-UJIeHHOTO YIJIEPOIHOTO KOJbIla.

2. CoemmHeHMe IO II. 1 mIM ero dapMalleBTHUECKM IIpueMiIeMasd
coJib, The JioBHe OBa M3 RY - R? mpemcraBigonT coboll aTOME BOLOPOILA.

3. CoemguHeHMe o . 1 wiM oO. 2 WM eTro dapMalleBTUUECKU
npremMsieMas CcoJik, Ioe R! - R? HesaBMCHMMO MNpPEenCcTaBJILT COOOM aToM

Bomopooa, TrajioreH, OH, CN, Ci ,aJIKMJIIBHYID TIPYIIY, I'aJIOT€HUPOBAHHYIO
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CijalKMIIBHYID Tpyrny, Cr 4alIKEHWIIBHYK Tpylny, Ci1 4aJIKOKCUTPYIITY WK
TaJIOTeHMPOBaHHYK C1_4aJIKOKCUTPYIIIY .

4. CoeIMHeHMe IO II. 1 WM O. 2 WIKM eTo QapMalleBTUUECKU
npremMsieMas CoJib, Ioe R! - R? HesaBMCUMMO MNpPencTaBJILT COOOM aToM
BOOOpOoma, aTtoM ¢Topa, aToM xJjopa, OH, CN, Ci,aJIKUILHYD TpPYIIINY,
BUHWIIBHY® TpPYIly MIn C;_4aJIKOKCUTPYIIY .

5. CoenmHeHMe 10 JwoOOMy U3 M. 1-4 wiIM ero ¢QapMalleBTUUeCKU
npuemiieMas CoOJib, TIJe aJIKMJIIeHOBad WM aJIKeHUJIeHOBasd TIpylna B Y
3aMelleHa OIOHVM NI HECKOJIb KM 3aMeCTUTEJIAMA, He3aBUCUMO
BHOPAaHHEMM M3 TPYINIH, cocTodmen m3 Ci,4aJIKMJILHOM TPYIIIH, TaJloTeHa
u TaJIoOTeHMPOBaHHOM C1_4aJIKMJILHOM T'PYIIIIH, roe OOTIOJIHUTEJIEHO
OOCTYIIHEIN OJIs 3aMelleHM A aToM yIoJjiepona B 3aMeCcTuTele,
CBABHBAKMNUICA C aJIKMJIEHOBOM WM aJIKeHUJIEHOBOW TPYIINON, ¥ IPpyTon
OOCTYIIHEM  IOJIS 3aMeleHMsa  aToM YyIJlepoda B aJIKMJIEHOBOW  WMJIM
aJIKeHWJIEHOBOM TpPYIIe WIXM »OBa OOCTYIHHX IJIS 3aMeleHMsa aToMa
yIoJepona B 3aMecTuTele, CBA3HBaKIUXCA c aJIKMJIEHOBOM W
aJIKEHUJIEHOBOM TpYIIIoH, MOTYT OHITH OO BEeOVMHEHEH BMeCTe C
obpaszopaHMeM 3-6-UJIEHHOT'O YIJIEPOIHOTO KOJblla.

6. CoermmHeHMe 10 JobomMy M3 mOmn. 1-4 miam ero ¢QapMalleBTHUUECKU
opuemsieMas CcoOJIb, I'Ie aToM yIJlepona aJIKMJIIEHOBOM WM aJIKeHUJIEHOBOM
TPYHONH B Y 3aMelleH OOHMM MJIM »OBYMSA 3aMeCTUTEeJISIMM, He3aBUCHUMO
BHIOpPaHHEIMKM M3  TPYIIIH, cocrodamer u3 C; 4aJIKMJIBHOM  TPYIOE U
TaJIoOTeHUPOBaHHOM Ci_4alIKMJILHOM TPYINH, TOe OOIOJIHUTEJLHO aToM
yIJlepomoa 3aMelleH OBYMS 3aMeCTUTeJIIMM, IIPYM 2TOM KaxObl OOCTYIIHBIM
OJI9 3aMeleHMsa aToM YyIJlepoda B IBYX 3aMeCTUTEeJIIX MOXeT OBThb
oBBelIMHeH BMeCcTe C o0pasoBaHMeM 3-6-UJIEHHOTO YIJIEPOOHOTO KOJIbla.

7. CoenmHeHMe 1o JwoOoMy U3 . 1-4 maM ero QapMalleBTUUECKU
npremiieMas COJIb, I'Ie aJIKMJIEHOBasd WJIM aJIkeHMJIeHOBasd Tpylna B Y He
COOEPXUT KakoM-JIMOO BaMecCTUTeJIb.

8. CoeImMHeHMe 10 JOOMYy M3 M. 1-7 WMIM €70 QapMalleBTUUECKU
npremMiieMa s COJib, roe COenMHEHNVE bOpPMYyJIEL (1) npelcTaBJIEHO
crenyomey ¢QopMyJIon:

[XmuM. 2]
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O-Y-CH

R4

3

F"”CHgR

9. CoelMHeHMe IIO IIYHKTY. 1 wmim ero oGdapMaleBTUUECKU
IpMeMiieMas COJIb, KOTOpOe BHOPaHO U3 CJIeNynlMX COeIVHEHUN:

[IPpUMEP 1: o- [3-0poM—5-xJi0p—4- (2—-TUOPOKCU—2—
MEeTUJINIPONOKCHU ) eHMII] -5-MeTuii—4, S—ourunpo-2H-nmupunasma—-3-0H,

[IpUMEP 2 6-[3, 5—ouxjop-4- (2-TUOPOKCU—2—
MeTMJINPOoNnokCcHU ) beHui] -5-MeTuii—4, S—-ourunpo-2H-nupunasmuH—-3-0H,

IpUMeD 7 6— [3-xJjop-5-dTop—-4- (3—-TUMOPOKCU-2, 2~
OVIMe TUJINIPOIIOKCHK ) beHui ] —S-MeTui-4, S—-ournnpo-2H-nupmuaoa3muH—3—-0H,

npuMep 12: 6-[3-0poM—-2-0Top—4- (3—-TUOPOKCUIIPOIIOKCK) beHnJI] —5-
MeTmJI-4, S-ourunpo-2H-nuprnasmH—-3—-0H,

npuMep 19: 6-[3-xjop-2-¢0Top-4- (3—-TTMOPOKCUIIPOIIOKCHU ) QeHUII] —5-
MeTui—-4, 5—-ouruopo-2H-nupunasmMH—-3-0H,

IpUMEP 22 6— [3—-xJ0p—-2-bTOop—4- (3-TMOPOKCUIIPOIOKCHK) —5-—
MeTuindeHn] -5-mMeTmii—-4, S-ourunpo-2H-nmupunasmMH—-3-0H,

IpUMEP 24 6- [3-0poM—2-pTOop—-4- (2-TUOPOKCU—2—
METUJIINIPOIIOKCHK ) PeHMII] - 5-MeTmii—4, S—ourmunpo-2H-nmupunasmMH—-3-0H,

IPpUMEP 26: 6- [3-0poM—5-dTOop-4- (2-TUOPOKCU—2—
MeTUJINIPOIIOKCHK ) PeHWII] - 5—-MeTmii—4, S—ourmunpo-2H-nmupunasmH—-3-0H,

IPUMEP 31: 6— [3-xJi0p—4- (2-TUOPOKCU—2~MEeTUJIIIPOIIOKCHU ) —5—
MeTuideHnI ] —5-MeTmii—4, S-ourunpo-2H-nmMpunasmH—-3-0H,

npuMep 36: 6-[3-xJjop-2-0Top-4- (2-TUOPOKCU—2~METUJIIIPOIIOKCH ) —
S5-MeTmndenu] -5-MeTmii-4, S5-ournnpo-2H-nnpnoasuH-3—-0H,

npuMep 40: 6—{3-xJjop-4-[ (2R) —2-TUIPOKCUIIPOIIOKCH ] —5-—
MeTuideHnI } —5-MeTuii—4, 5S—ourmunpo-2H-nmMpunasmH—-3-0H,

npuMep 44: 6—{3-xJyop-4-[ (1 -TMOPOKCUIIMKJIIONPONINII) METOKCHU ] —5—

MeTuIGeHnI } —5-MeTmii—4, S—ourunpo-2H-nmpunasmH—-3-0H,
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[IPpUMEP 47 6—{3-xyjop-2-¢Top-4-1[ (1-
TUIPOKCULIMKJIIONPONINII) METOKCHU | beHMII } —S5—MeTmi—-4, S—nurunpo-2H-
nMpunasnH-3-0H,

npuMep 48: 6-[3-0poM—2-0Top-4- (2-TUMOPOKCUIIPOIIOKCHU ) QeHUII] —5-
MeTui—4, 5S—ourunpo-2H-nupunasmH—-3-0H,

[IpUMEP 53: 6-[3, 5—ouxJjiop—4- (2-I'MOPOKCUIIPOIIOKCH ) beHmII] —5-
MeTui—-4, 5S—ourrnpo-2H-nupunasmH-3-0H,

npuMep 54: 6-[3-xJ0p-2-0Top-4- (2-TUOPOKCUIIPOIIOKCHU ) QeHMII] —5-
MeTui—-4, S—ourrnpo-2H-nmpunasmH—-3-0H,

npuMep 55: 6-[3-xJiop-4- (2-TUMOPOKCUNIPOIIOKCHU ) —5—MeTHUJIdeHMII] —
S5-MeTmii-4, b-ournnpo-2H-nnpnoasmuH-3-0H,

npuMep 57: 6-[3-0poM-5-xJi0p-4- (2-TUOPOKCUNIPOIIOKCHU ) QeHMII] —5-
MeTmJI-4, S-ourunpo-2H-nupraoa3mH—-3—-0H,

npumep 59: 6-[2-0pTop-4- (2-IMOPOKCUNPONOKCH) —3-BUHUIIQEeHMII] —5-
MeTuI-4, S-mnruapo-2H-nupunasmH-3-0H,

npumMep 64: 6-[3-xJ0p-2-0pTOop-4- (2-TMOPOKCUOYTOKCHU ) beHMII] —5-
MeTuI-4, S-nnruapo-2H-nupunasmH-3-0H,

rprMep 69: 6- [3-OpomM-5-pTOop—-4- (3-IrMOpoKCHU—-2, 2~
IVMEe TUJINIPONIOKCHK ) eHMI1] —5-MeTusi-4, S-aurunpo-2H-nuprnnasmH-3-0H,

npmMep 72:  6-[3-xJjop-4- (3-I'MOPOKCU—2, 2—OMMETUJIIIPOIIOKCH ) —5—
MeTuJIpeHmI] —5-MeTniI-4, S-ournapo-2H-nmMprunasmH—-3-0H,

[prMep 99: 6- [3-xyop-5-pTOopP—-4- (4-IMOPOKCHU~-2, 2~
IVMMeTMUIIOY TOKCU ) QeHUII] —5-—MeTuii-4, S-anrunpo-2H-nuprnoasmH-3-0H,

[prMep 100: 6-[3, 5S—muxjop-4- (4-rMopokcu—-2, 2-
IVMMeTMUIIOY TOKCU ) QeHUII] —5-—MeTuii-4, S-anrunpo—-2H-nuprnoasmH-3-0H,

[IprMep 109: 6-[3, 5—muxjop-4- (2, 2-gupTop—3-—
TUOPOKCUIIPOIIOKCK) QeHMII] —S-MeTmjI-4, S—Iurnnopo-2H-nrMpunasmuH-3-0H,

npmMep 112: 6-[3-0OpomM—4- (2, 2-1UdTOp—-3-IUIPOKCUIIPOIIOKCH ) —2—
dropdeHmsr] -S-mMeTmii-4, S-ourunpo-2H-nupruoasmMH-3-0H,

npmMep 113: 6-[3-xyop-4- (2, 2-1MdTOP—-3-IUIPOKCUIIPOIIOKCU ) —5—
MeTuIGeHmI] —5-MeTuiI-4, S-aurnapo-2H-nmMprnuoasmH—-3-0H,

IprMep 118: (5R) - (=) —06-[3-xJop-2-@TOP-4- (2-I'MOPOKCU—2—
MEeTHUJIIPONIOKCHY) benni] —5-MeTmii-4, S-aurnapo-2H-nmuprnuoasmH—3-0H,

npmMmep 120:  (5R)-(-)-06-[4-(2, 2-mndTOop-3-IMOPOKCUIIPOIIOKCH) —

2-prop-3-MeTuideHWI] -5-MeTmI—-4, S—ourmunpo-2H-nmpunasmMH-3-0H,
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npuMep 124: (5R) = (-)-6-12,3-nudTop—-4- (2-TUIPOKCU—2—
MeTUJINIPOIIOKCHK ) QeHMII] —5—MeTmii—4, S—ourmunpo-2H-nmupunasma—-3-0H,

opuMep 125: (BR) = (-)-6-[3-0dTOop—-4- (3—-TMOPOKCU—2, 2—
OVIMe TUJIIIPOIIOKCHU ) —S—MeTuideHmI1 ] —5—MeTuii—4, S—ourmunpo-2H-nmpuna smH-
3-0H,

npuMep 127: (5R) - (=) —-6-[3-0BpoM—-5-xJjiop—4- (3-TMOPOKCU—2, 2~
OVME TUJIIIPOIIOKCH ) eHMII] —5—-MeTuii—4, S5—nurnunpo—-2H-nupunasmH—-3—-0H,

[IpUMEP 131: 6— [3—-xJ0op-2, S—ouprTop—-4- (2-ITMOpPOKCU-2—
MeTUJINIPOIIOKCH ) eHMII] -5—-MeTuii—4, S—ourmunpo-2H-nmupunasma—-3-0H,

[IpUMEP 137: 6— [3—-xJop-2-bTOopP—-4- (3—-TUOPOKCU—2, 2—
OVIMEe TUJIIIPOIIOKCHU ) —S—MeTuideHmII ] —-5—-MeTuii—4, S—-ourunpo-2H-nmvpunasmHa-
3-0H,

IpUMeED 140: 6- [3—-xJjop-2, S—oudpTop—-4- (3-
TUOPOKCUIIPOINIOKCHU ) eHuII] —5-MeTui—4, S—-ouruapo-2H-nupuna3mMH—-3-0H,

IpUMeD 142: 6— [3-xJ0p-4- (3-TUOPOKCU—2-MEeTUJIIIPOIIOKCH) —5—
MeTUJIQeHWI ] —5—MeTui—4, S5-ourunpo-2H-ninprnasmeE—3-0H,

IpUMeD 148: 6— [3-xJop-2-dpTOopP—-4- (2-ITMOPOKCUIIPOIIOKCH) —5—
MeTundeHns] -5-mMeTui—-4, S-ourunpo-2H-nmupunasmMH—-3-0H,

IPpUMEP 151: 6-{3-xJyop-2-dTop—-4-[ (Z) -4-TUOPOKCU- 2~
Oy TEHUIIOKCHK ] —S5—-MeTuIdeHuI } —5—-MeTuii—4, S—-oguruopo-2H-nmupunasmHa—3-—
OH,

npuMep 155: 66— (3-xjop-4-{ [ (1S*,2R*)-2-
(TMOPOKCUME TUJI) UMKJIONIPONWJI ] METOKCHK } —5—-MeTuIIdeHmI) —5-MeTmii—4, 5-
ourmopo-2H-nupuna3mnH—-3-0H,

npuMep 159: 6-[3-xgop-4- (2, 2-0udTop—-3-TUMOPOKCUIIPOIIOKCHU) =2~
drop-5-MeTHndeHmI] —5-MeTmII—-4, S-ourunopo-2H-nmupnuiasmuH-3—0H,

[IPUMEP 160: 6-[4- (2, 2-0UdTOP-3-I'MOPOKCUIIPOIIOKCHK) —2—dTOop—
3, 5—mumeTuabeHnn] -5-meTuii-4, S-gurunpo-2H-nnpruia3nH-3-0H,

[IPUMEP 167: 6—{3-xyjop-2-¢Top-4-[ (1-
TUOPOKCULUMKJIIONPOIWII) METOKCHK | —5—MeTriibeHMJI } —5—MeTmJi—4, 5—-OUurmungpo-
2H-nimpunasmH—-3-0H,

[IPUMED 168: 6—{3-0pomM—2-¢pTOop-4-[ (1-
TUIPOKCULIMKJIIONPONINII) METOKCHU | beHMII } —S5—MeTmi-4, S—nurunpo-2H-

nMpuoasnH—-3-0H,
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npuMep 170: 6-{3, b—muxjop-4-[ (1-
TUIPOKCULIMKJIIONPONINII) METOKCHU | beHMII } —S5—MeTmi—-4, S—nurunpo-2H-
IVpMOasyH—3—-0H, U

[IPpUMEP 184: 6-[2-0TOp—-4- (2-IMOPOKCU—2-MEeTUJIIIPOIIOKCHU ) —3—
(TpudpTOopMeTIIT) beHMI ] —5-MeTui-4, S—ournnpo-2H-nupuna3smuH-3—0H.

10. CpencTBoO oJis JleueHunsd 3JI0KaYeCTBEHHOM OIIYyXOQJIN,
comepxallee CoOeInMHeHNe 10 JiodoMmy ns . 1-9 VI ero
bapMalleBTUUECKM IIPMEMIIEMY COJIb .

IIo DOBEepPEeHHOCTHU
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