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rpymniy, obpa30BaHHYIO YyJaJieHHEM [BYX aTOMOB
BOJIOpOAA M3 OeH301a, MUPUMUAMHA WA MUPUIUMHA
(3tra  OuBajeHTHas  rpynma  MOXeT  ObIThb
JIONOJIHUTEJIBHO ~ 3aMelleHa AaTOMOM TaJIOreHa,
HU3LIMM aJKOKCH (3Ta HU3IIAs aJIKOKCUTPYIIa
MOJXET OBITh JIOTIOJIHUTEJIBHO 3aMelleHa
raJloreHOM), TUIPOKCH WM HHU3LIMM aJIKWIOM); X!
npeicTaBIseT  coboit  aTtoM  Kuciaopoma; R!
IIpeacTaBiIseT coboit JIMHENHBIN WU
pa3BeTBICHHbIM HU3MIMM ajKWwi (3Ta HU3LIAA
aJKWIbHAS TPYINIa MOXET OBbITh JIONOJHUTEIBHO
3aMelleHa  TUJIPOKCH,  TallOTeHOM,  aJIKOKCH,
AJUTWIIOKCH WIJIM aPAJIKWIIOKCH), (DeHUIT, apaIKWII WK
aJKOKCH; KONIBLO A MpeAcTaBiseT coboit 5- wiu
6-4JIeHHOE reTepoapwiIbHOE KOJIBLO, coAepxkarliee 1
WM 2 aToMa a30Ta WM aToMa Cepbl B KOJbLE, UIH
O€H30/IbHOE  KOJIBIIO; R?2 u R3 MOTYT OBITH
OJIMHAKOBBIMU WJIM OJIMYHBIMU APYr OT ApYyra, u
KaXIblli TpencrapiseT coboil BOIOPOA, aMHUHO,
AJTKWIAMHHO, TUIPOKCH, HU3IINN aIKWICYIb(OOHMI,
rajoreH, HU3MIMKA aJKUI (3Ta HU3IIAS aJIKWUJIbHAs
rpynna MOXKeT OBITh JIOMOJHUTENILHO 3aMelleHa
rajOreHoM), HM3IIMHA LUKJIOAJKWI (3Ta HU3IIAs
UUKJIOAJIKUIIbHAS rpymnmna MOJXET OBITh
JIOTIOTHUTEILHO 3aMelleHa T[aJOT€HOM), HU3IIUN
AJIKOKCH (3Ta HU3ILIAS AJIKOKCUTPYIIIIA MOXET ObITh
JIONOJIHUTEJIBHO ~ 3aMelleHa TajloTeHOM), apui,
reTepoapwi,  MOHO-HU3IIMK  AJKUIKapOaMowui,
HUBLIMN  aJIKUJIKApOOKCaMUJ, apuiIKapOOoKcaMull,
HU3IIHMI QJIKWICYJIb()OHUIAMUHO,
AITKWIAMHUHOCYJIb()OHMIT, apaKuil WIn
aJKaHOWAJKUIaMUHO; Y mpencrasiseT coboit CH
MIIM aTOM a30Ta; -X2 IpeacTaBiseT coboii rpymy,
npencraBieHHyo Gopmyston (1)
SR
— (CH2 ) " —1\|T
R4

(IT)

(56) (mpomposxeHue):

(roe R* u R® u arom a30Ta, B3AThIC BMECTE,
MOLYT 00pa30BBIBATH 5-8-uneHHOE
MOHOUUKIIMYECKOE KOJbLO (3TO MOHOUUKINYECKOE
KOJIBIIO MOXET OBITh 3aMEIIEHO aTOMOM rajloreHa,
OKCOTPYIIIIOW WIM HM3LIEH AaJKWUIBHOW TIpYyNIOH,
KOTOpasi cama MOKET ObITh 3aMellleHa T'aJIOTEHOM),
Wi 6-10-u1eHHOe OUUMKIIOKOJBLO, N IPEICTABISET
co0oM 1enoe Ynciio, MMerollee 3HaueHue 3 wiu 4, u
(CH 2)n MOXeT OBITh 3aMEIICH HHU3IIEH aJIKUIbHOMI

rpynmnoi, conepxameit 1-3 artoma yriuepozna),
dhopmymoi (III)
(CHy)

\\

(TTT)
(tme m mnOpeacTaBisieT coOOM LENoe YHCIIO,

MRS

uMerolee 3Hauenue ot 0 10 4, u R® npencrasnser
co0ol HM3UIYIO aJKWIbHYIO WIM LUKIOAIKUIBHYIO
rpymmy), uiau popmynoit (IV)

(CH,)

P

(IV) R*

IJle CUMBOJIBl MMEIOT 3HAUCHUE, OIIPEeNelIeHHOe
BBIIIE, & TAKXKE K CPEACTBY ISl MPODUIAKTUKY U
JIe4eHUs! 3a007eBaHus oOMeHa BEILIECTB,
3a00JI€BaHUsl CUCTEMBl KPOBOOOpAIIEHUS WU
3a00JI€BaHUSI HEPBHOM CUCTEMBI, COJEpPXKaLIEMy
coenuHenust Gpopmyibl I. TexHudyeckudt pe3ynbTar:
TIOJIy4€HbI ¥ OIIMCAHbI HOBbIE COEIMHEHHUS], KOTOPhIE
MOTYT HaiTH NpUMEHEHHe B 00JACTH MEIMLMHBIL. 2
H. ¥ 16 3.1 -JIBL.

ischemic agents, Yaoxue Xuebao, 1990, vol.25., no.11, p.862-865. RU 2158733 C2, 10.11.2000.
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(54) CONDENSED 4-OXOPYRIMIDINE DERIVATIVE

(57) Abstract:
FIELD: chemistry.
SUBSTANCE: in the new compounds with formula

I Rr2 v Rl Ar is
@ )
Ar /Xz
R3 R
0 X
(I) '

a bivalent group, formed by removal of two hydrogen
atoms from benzol, pyrimidine or pyridine (this
bivalent group can also be substituted with a halogen
atom, inferior alkoxy (this inferior alkoxy group can
also be substituted with a halogen), hydroxyl or
inferior alkyl); X! is an oxygen atom; R! is a
straight or branched inferior alkyl (this inferior
alkyl group can also be substituted with hydroxy,
halogen, alkoxy, allyloxy or aralkyloxy ), phenyl,

aralkyl or alkoxy; ring A is a 5- or 6- member
heteroaryl ring, containing 1 or 2 nitrogen atoms or

a sulphur atom in the ring, or a benzene ring; R2 and R

3 can be identical or different from each other, and

each represents hydrogen, alkylamino,
hydroxyl, inferior alkylsulphonyl, halogen, inferior
alkyl (this inferior alkyl group can
substituted with a halogen), inferior cycloalkyl
(this inferior cycloalkyl group can also be
substituted with a halogen), inferior alkoxy (this

amino,

also be

inferior alkoxy group can also be substituted with a

halogen), aryl, heteroaryl, mono inferior
alkylcarbamoyl, inferior alkylcarboxamide,
arylcarboxamide, inferior alkylsulphonylamino,

alkylaminosulphonyl, aralkyl or alkanoylakylamino or;

Y is CH or a nitrogen atom; -X2 is a group with
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formula (II) Y RS (where

—(CHy)
R4

(IT)

R4 and R> and a the nitrogen atom, taken together,
can form a 5-8-member monocyclic ring (this
monocyclic ring can be substituted with a halogen
atom, oxo group or inferior alkyl group, which can be
substituted by a halogen itself), or a 6-10-member
bicyclo-ring, n is an integer, which assumes values 3
or 4, and (CHZ)n can be substituted with an inferior

alkyl group, containing 1-3 carbon atoms), with

formula (III) (CH;) o

.

(IIT)
integer which assumes values from O to 4, and RO is
an inferior alkyl or cycloalkyl group) or formula (IV)
(CHZ) , where symbols assume
m

(where m is and

(IV) R*

values given above. The invention also relates to
agents for preventing or curing metabolic diseases,
blood circulatory diseases or diseases of the nervous
system, containing formula I compounds.
EFFECT: new compounds can be used in medicine.
18 cl, 279 ex
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OO0Jacte U300peTeHU

HacTrosiee n3o6peTeHre OTHOCUTCS K KOHIEHCUPOBAHHBIM 4-OKCOTTMPUMHUIUHOBBIM
IIPOU3BO/IHBIM.

ITpennoceuiku U300 peTeHUs

V 5KMBBIX CYIIECTB, BKJIIOUAsl MIIEKOTIMTAIOMINX, TUCTAMUH, 9HIOT€HHBIN (PaKTop ¢
(U3MOIOTUUECKO aKTUBHOCTBIO, IEMCTBYET KaK HEHPOTPAHCMUTTEP U 00J1a1aeT JAICKO
MIPOHUKAIOIINM (PapMaKOJIOTUIECKUM JIEUCTBUEM (CM., HarpuMmep, Life science,

Vol.17, p.503 (1975)).

NMMyHOTHCTOXMMHUYECKUE UCCIIETOBAHMS ICHO MMOKA3aJIM, UTO TMCTAMUHEPrUUecKas
(TpoayKuusi) coMa MPUCYTCTBYET B COCLUEBUIHBIX OTPOCTKAX AAEP B 00JIACTH €331
TUIIOTAJIAMYCa, TUCTAMUHEPTMUECKHUE HEPBHBIE BOJIOKHA PACIIPOCTPAHEHBI HA OUEHb
OOJBIIOM YYaCTKe B MO3I€, YTO TOBOPUT O TOM, YTO TMCTAMUH 00JIa1a€T MHOKECTBOM
Pa3IMHBIX (hapMaKOJIOTHYECKUX JeUCTBUM (CM., HarpuMmep, Journal of Comprehensive
Neurology, Vol.273, p.283).

[TpucyTcTBHE TMCTAMUHEPTMUECKOTO HEPBA B COCLEBUIHBIX OTPOCTKAX SIIEP B 00JIACTH
€331 runoTajiaMmyca JaeT OCHOBAHUE MPEATIOIOKUTh, UTO TUCTAMUH UTPAET 0COO0
BAXKHYIO POJIb B EpeOpasIbHOM (DYHKIMU KOHTPOJIA (PU3UOJIOTUM THITOTAlIaMyca, T.€. B
puTMax 00PCTBOBAHMS, BHYTPEHHEM CEKpenuu, MOTPeOIEHUH TTUILIK/BOABI U CEKCYATTbHOM
IOBEACHMM (CM., HanrpuMep, Progress in Neurobiology, Vol.63, p.637 (2001)).

ToT ¢akT, 4TO CyIIECTBYIOT IPOPACTAHUS TUCTAMUHEPTUUECKUX HEPBHBIX BOJIOKOH B T
00JacT¥ MO3ra, KOTOPbIE CBSI3aHBI C COXPAHEHUEM COCTOSIHUSL OOAPCTBOBAHUS (HAIIPUMED,
KOpa rOJIOBHOT'O MO3rad), JA€T OCHOBAHUE MPEANOJIOKUTh, YTO TUCTAMUH UIPAET
OIPEJICIIEHHYIO POJIb B MTOJAEPKAHUU COCTOSHUS OOIPCTBOBAHMSI WIIM B LIUKJIE
6oapcTBOBAaHKE - COH. Tarke TOT (aKT, YTO CYIIECTBYIOT IIPOPACTaAHUS
TUCTAMMHEPTMYECKUX HEPBHBIX BOJIOKOH BO MHOTHE MepUeprUuecKue CTPYKTYPhI, TAKUE
KaK TMIIOKaMI UM MUHIAJIEBUIHBIA KOMILUIEKC, 1Aa€T OCHOBAHUE IIPEAIIOI0KHUTh, UTO OH
UI'PAET ONPENEIIEHHYIO POJIb B PETYIISAIUN ABTOHOMHOM HEPBHOU CUCTEMBI M SMOLIUM,
KOHTPOJIE MOTHUBALIMH, TO3HABATEIbHON (DYHKIMHU U TTAMSITH.

ITocne TOro kak ruCTaMHMH BBICBOOOKIAETCS U3 KIIETOK, IPOAYLUHUPYIOLIMX TUCTAMUH,
OH B3aMMOJICHCTBYET CO CHeU(PUUIECKUMU ITOJIMMEPaMH, Ha3bIBAEMbIMHU PELETITOPAMHU, HA
MMOBEPXHOCTH KJIETOUYHOW 00OJIOUKM WM B MULLIEHEBBIX KJIETKAX, YTO U 0OECIIEYMBAET €ro
dhapmakooruueckuii 3pGeKT U peryisnuio GyHKipi opranmzma. K Hacrosimemy BpeMeH!
W3BECTHBI YETHIPE TUIIA TUCTAMUHOBBIX PELENTOPOB. B pe3ynbraTe pa3iMuHbIX
(dhapMakoIOTUUECKUX U (PU3UOTTOTUUECKHUX UCCIIeIOBAHUN OBIIO OOHAPYKEHO, UTO
rucTaMrHOBBIE H3 penentopsl yuacTBYIOT B (DYHKIMH HEHTPATIBHBIX U MepUPEPUIECKIX
HEPBOB (CcM., HarpuMep, Trends in Pharmacological Science, Vol.8, p.24 (1986)), B TeueHue
MOCJIETHAX HECKOIBKUX JIET OBLIM UIEH TU(DHUIMPOBAHBI T€HBI THCTAMUHOBBIX H3
pELEnTOPOB UEJIOBEKA U I'PBI3YHOB (CM., HanmpuMep, Molecular Pharmacology,

Vol.55, p.1101 (1999)).

bruto nokaszano, yro ructamMmuHoBble H3 penentopsl NpuCyTCTBYIOT B LIEHTPE
MPECUHANTUYECKON MEMOpaHbl IepUue pUUECKUX HEPBHBIX KJIETOK, PYHKIMOHUPYS KaK
ayTOPELENTOPbI, KOHTPOJIUPYS BHICBOOOKIEHUE TMCTAMUHA, & TAK)KE KOHTPOIUPYS
BBICBOOOXK/ICHUE PYTUX HEWPOTPAHCMUTTEPOB. B yacTHOCTH, OBLTO COOOIIIEHHUE, YTO
ArOHUCTBI, AHTATOHUCTBI UJIM OOpATHBIE AT OHUCTHI TMCTAMUHOBBIX H3 penentopos
PEryIUPYIOT BEICBOOOKAEHUE TUCTAMUHA, HOPAAPEHAIMHA, CEpPOTOHUHA, alleTUIXOJIMHA
WIM JONIAMMHA U3 CHHAIITUYECKUX OKOHYaHuii. Hanpumep, BEICBOOOXIeHUE
HEUPOTPAHCMUTTEPOB, TAKUX KaK (R)-(0l)-METWITUCTAMUH, MMOIABISECTCS ATOHUCTAMU U
AKTUBUPYETCSI aHTATOHUCTAMM WIIM OOPATHBIM arOHUCTAMU, HATTPUMEP, TAKUMH KaK
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THonepaMu (cM., HaripuMep, Trends in Pharmacological Science, Vol.19, p.177(1998)).

PackpsiTue n306peTeHus

[TosTOMY LIENTBIO HACTOSIIETO U300PETEHUS SBISIETCS 0OECIIEUeHUE HOBBIX BEILIECTB,
00J1a1a101MX AHTATOHU3MOM (JEMCTBUE 110 MHTMOWPOBAHUIO CBA3bIBAHMS TUCTAMUHA C
rUCTaMMHOBBIMU H3 penentopamu) wim 0OpaTHBIM arOHU3MOM (JIEHCTBHUE IO 1T01ABICHUIO
MOCTOSIHHOM aKTUBHOCTHM 'MCTaMUMHOBBIX H3 penentopos) rucramMmuHoBbIX H3 penentopos,
T.€. HOBBIX BEILLIECTB, KOTOPBIE IEUCTBYIOT KAK AHTArOHUCTHI UM OOPATHBIE ATOHUCTBI
TUCTaMUHOBBIX H3 penenTopoB B )KUBOM OPTaHU3ME.

ABTOPBI HACTOSIIETO U300PETEHUS OOHAPYKUIIH, YTO KOHIEHCUPOBAHHBIE
4-OKCONMPUMUIMHOBBIE TPOU3BOIHBIE JEHCTBYIOT KAK AaHTATOHUCTBI UIU OOpaTHBIE
ArOHMCTHI TMCTAMUHOBBIX H3 penenTtopoB, 1 HA OCHOBAHMMU TAKUX OTKPBITUI OHU BBIIUIU
Ha HacTosee n300peTeHue.

JI1s1 OCTUKEHUST YKa3aHHOM BBIIIE LEJIM HACTOSIINM U300peTEHUEM 00€eCTIEYMBAIOTCS
COEMHEHUS, OMMMCAaHHbIE B III.(1)-(45), WK UX COJIM:

(1) Coenunenue, npeacrasieHHoe Gopmyoii (1):

R?2 Y\ R’
@ \N(
A
3 ~ 2
R Af\x 1,X

0
M

rae
Ar peacrasisieT co00 OMBAJICHTHYIO TPYIITY, 0OPa30BaHHYIO yIaJIEHUEM ABYX
ATOMOB BOJIOpO/Ia U3 OEH30J1a, MUPUMHUIMHA, TUPUANHA, THA30J1a, OKCA30J1a, MUPA30J1a,
THUaaMa30J1a Wi ThodeHa (3Ta OUBAJIEHTHAS TPYIITA MOXKET OBITh IOTIOJTHUTEIBHO
3aMelleHa aTOMOM rajIoreHa, HU3IIUM aJIKOKCH (3Ta HU3IIAs AIKOKCUTPYIIIIA MOXKET OBITh

JIOTIOJTHUTEJIBHO 3aMEIIEHA IaJIOT€HOM), TUAPOKCH WIX HU3LINM AJIKAJIOM); X!

TIPEeICTaBIIsIET COOOM ATOM a30Ta, ATOM Cephl WM aToM KucIopoaa; R! mpencrasmser
co0o¥i 5- uiu 6-4IEHHYIO IreTepOaPUIIbHYIO IPYIILY, cOAepkKallyo 1-4 rerepoaToma,
BBIOPAHHBIX U3 a30Ta, CEPBI U KUCIOPOAA, FETEPOAPUIATIKWIBHYIO IPYIy (FreTepoapul B
3TOM I'PYIIIE UMEET 3HAUCHUE, ONIPEAECIICHHOE BBIIIE), IMHEHHBINA UIN PA3BETBICHHBIN
HUBIIWN aTKWI (3T HU3IIAs AJIKWIIbHAS TPYIIa MOXKET OBbITh JONIOJTHUTEIIBHO 3aMeLIeHa
TUJIPOKCH, TAJIOTEHOM, AJTKOKCH, AJUTIOKCH WIIM aPATIKUIIOKCH), (DeHWI, apaIKul,
AJIKOKCH, AJTKWJITUO WM HU3LIWIA aJIKWIAMUHO; KOJIBLO A MPEICTaABISET COOOM 5- UM
6-4WIEHHOE TE€TEpOAPUWIBHOE KOJIBLIO, CoAepkaluee 1 wim 2 atoma a30Ta WIK aTOMa CEPhl B
KOJIBIIE, WM GEH30I6HOE KOIbIO; R? 1 R? MOTYT GBITH O MHAKOBEIMY MIIM OTIHIHEIMU
JIPYT OT APYyTa, U KKAbIN MMPEICTaBIIsIeT cOO0M BOJOPO, AMUHO, AITKWIAMHUHO,
JTUATKWIAMUHO, HUTPO, MAHO, TUAPOKCH, HU3IINN aTKWICYIb(OHWI, TAIOTE€H, HU3IIWMA
AJIKWJI (3Ta HU3LIAS AIKWIBHAS TPYIIA MOXKET ObITh JOIOJHUTEIBHO 3aMEIlEHA
rajJOreHoM), HU3IIUHM UKJIOAJIKWI (3Ta HU3IIAS [UKIIOAJIKWIIbHAS TPYIIA MOXET OBITh
JIOTIOJTHUTEIBHO 3aMeIlleHa TAJIOT€HOM), HU3IINN ATKOKCH (3Ta HU3LIAS AJTKOKCUTPYIIITA
MOJET OBITh JOIMOJHUTEIBHO 3aMElIEeHA TAJIOTE€HOM WM TUAPOKCH), HU3LIUI
LUKJIOAJIKOKCH (3Ta HU3IIAS IMKIIOATKOKCUTPYIIIA MOKET OBITh JTOIOJHUTEIBHO
3aMellleHa IJIOTEHOM), APWIOKCH, aPAJIKUIIOKCH, TETEPOAPUIIOKCH, IT€TEPOAPWIATIKUIIOKCH,
apuil, TeTepoapuil, apuikapOaMOuIl, TeTepoapUIKapOaMOuII, ApUITAIKUIIKApOaMOnI,
rerepoapuiaIKuIKapOaMOUl, MOHO-HU3IINN aJIKWIKApOaMOWI, AU-HU3Z LU
aJKUJIKapOaMOWII, HU3IINK aTKWIKapOOKCaMu, apuiIKapOOKCaMuI,
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rerepoapuikapOoKcaMul, apUIATKWIKapOOKCAMUI, FeTepOoapUIAIKUIKAapOOKCAMUL,
aJIKAHOWJI, ApUIIKaPOOHWIT, apUITATKUITKAPOOHWIT, (POPMUIT, THIPOKCH, ATTKUIITHO,
AJIKOKCUKAPOOHUIIAMUHO, HU3IINN ATKUICYTH()OHUTIAMUHO, apUICyTIb(HOHUIAMUHO,
AJIKWJIAMUHOCYJTBL(DOHWUIT, apUIIAMUHOCYIb(MOHWUIT, apATKUJ, ATKAHOWTAMUHO WU
AIIKAHOWJIAJIKWIAMUHO; Y nipeacTaBisieT coooit CH mnu aTom a3oTa; -X? IIPEICTABIISICT
co0oti rpymiy, mpeacrasieHHyto popmyioit (11):

R5
— (CHD N~
%
(n

(rme R*u R’ MOTYT ObITh OJMHAKOBBIMU WA OTJIIMYHBIMU APYT OT APYra, U KaKIbli
MPEACTABIISIET COOON HUBIIYIO AIKWITBHYIO TPYINTY (3Ta HU3IIAS aJIKWJIbHAS TPYIIa MOXET
OBITH IOTIOJIHUTENIBHO 3aMEIle€HA TAJIOT€HOM) WIM HUKJIOATKWIBHYIO TPYIIY, WU RY R’ u
aTOM a30Ta, B34Tble BMECTE, MOT'YT OOPAa30BbIBAThH 5-8-UJIEHHOE MOHOLUUKINYECKOE
KOJIBIO (3TO MOHOIMKINYECKOE KOJIBIO MOKET OBITh 3aMEIIIEHO aTOMOM rajIoTeHa,
OKCOT'PYIIION WM HU3IIEH aJIKUIbHOW TPYIIIOHM, KOTOPasi cama MOKET OBbITh 3aMeIlleHa
raJIOreHOM), WK 6-10-4jIeHHOEe OUIMKIIOKOJIBIO, N IPEACTABIISIET COOOM LIETI0€ YUCIIO,
nMelolnee 3HaueHue oT 2 1o 4, u (CH2)n MOET OBITH 3aMeIleH HU3IIEN alIKWILHOMI

rpynmnomu, coaepxartieit 1-3 atoma yriepoaa), hopmysoi (I1):
(CH)
N
|\/NR6
(e

(rme m mpeacTaBisieT coOoit 1esioe Yuciio, umerolee 3nauenue ot 0 10 4, u RO
MPEACTABIISIET COOON HUBIIYIO AJIKWIBHYIO WU UKJIO0 AJIKUITHLHYIO TPYIIY), UITH

dbopmymnoii (IV):
(CH2) m
7 8
N
(1) &4

(rae CMMBOJIBI UMEIOT 3HAUEHHE, OTIPEIeJICHHOE BBIIIE), TP YCI0BUM UTO (hopmyia (I)
UCKITIOUaeT 3-[4-(2-aud TuiaMuHO3TOKCH ) (penu | -2-meTuin-3H-XuHa30/1MH-4-0H,
3-[4-(2-mUMEeTUITAMUHOATOKCH) (heHWUIT | -2-MeTHIT-3H-XuHA301uH-4-0H,
2-meTun-3-[4-(2-nunepuanH- 1 -un-3Tokcu)dpenn | -3H-xuHa30nuH-4-0H,
3-[4-(3-mumeTunaMuHOTIponiokcu)pern -2-metui-3H-xuHa30/1mH-4-0H,
3-[4-(3-mudTUIIAMUHOTIPOTIOKCH )(heHMIT | -2-MeTHIT-3H-XuHAa30/TMH-4-0H U
3-[2-(2-mUITUITAMUHOAITOKCH ) peHMI |-2-Me THI-3H-XuHa301MH-4-0H],

WY ero apManeBTUIECKH TpUeMiieMas CoJib;

(2) Coemunenue 110 11.(1), T1I€ KOJIBIO A TIPEACTABIISIET COOOM OEH30JIbHOE KOJIBIIO,
MMUPUIMHOBOE KOJIBIIO WIIM TUPUMHIMHOBOE KOJIBIIO, WM €ro (hapMarieBTHYeCKU
IpuemMsiemMasi CoJb;

(3) Coemunenue 110 11.(1), T11€ KOJBIO A TIPEACTABIISIET COOOM OEH30JIbHOE KOJIBIIO WITH
MMUPUIMHOBOE KOJIBIIO, WK €T0 (papManeBTUIECKH IpreMIieMasi COJIb;

(4) Coequnenue no ni.(1), (2) wiu (3), rae 1o MEHbIIEH MEpe OJIUH U3 R%ZuR?
MpeACTaBIISIET COOOM aTOM BOJIOPO/Ia, WU €ro (papMaleBTUIECKH ITpueMiieMast CoJib;
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(5) Coemuenue 110 1m.(1), (2) wiu (3), rae oauH u3 R?uR’ MpEeACTaBIISIET COOOM aTOM
BOJIOPO/A, a APYrov MPEACTABIIsIeT CO00M aTOM BOJOPOIa, ATOM TaJloTeHa, HU3IIHI
aJIKWI (3Ta HU3IIAS ATKUIbHAS TPYIINA MOXKET OBITh JTOMOJIHUTEIBHO 3aMelleHa
raJIOTeHOM), HU3IIUI AJIKOKCH (3Ta HU3IAS AJIKOKCUTPYIITIA MOYKET OBITh JOTIOJTHUTEITHHO
3aMelleHa raJIorTeHOM WJIU TUAPOKCH), TUIPOKCH, apWIT (3Ta apuIibHAS TPYIIIIA MOXKET OBITh
JTIOTIOJTHUTEIBHO 3aMeIlleHa HU3IITUM aJTKUIIOM), TeTepOapUT, HU3IINMI aIKUITKapOOKCaMU]I,
apurkapOOKcaMusl, apUIATKAIKapOOKCAMUT UIW HU3IINN aJIKUICYIb(GOHUIAMUHO, U
ero (papManeBTUYECKU TTpUeMIIeMas COJIb;

(6) Coemunenue no mi.(1), (2) uinm (3), rae oauH U3 R?uR’ MIPEJICTABISIET COOON aTOM
BOJIOPO/A, a APYroM MPEACTABIISIET COO0M aTOM BOJOPOIA, ATOM TaJloTeHa, HU3IIHIA
aJIKWJ (3Ta HU3IIAS ATKUIbHAS TPYIIA MOXKET OBITh JIOMOJIHUTEIBHO 3aMeIleHa
raIOrTeHOM) WJIM HU3IINI aJIKOKCH (3Ta HU3IIAS AJTKOKCUTPYIIA MOYXKET ObITh
JTIOTIOJTHUTEIBHO 3aMeIlleHa TAIOTeHOM), WM €ro (hapMaleBTUIECKU TTpUeMIeMast COJlb;

(7) Coemunenue 1o gr06omy w3 mit.(1)-(6), Tae Ar mpeacTaBiseT coOow GeHWT WTH
MMUPUMUIUHUIL, T.€. OMBAJICHTHYIO TPYINTY, 0Opa30BaHHYIO YAAJIEHUEM JIBYX aTOMOB
BOJIOpO/Ia U3 OeH30J1a WK MUPUMHUIMHA (3Ta OMBAJICHTHAS TPYIIAa MOXKET OBITH
JIOTIOJTHUTEIBHO 3aMeIlleHa aTOMOM TajIoreHa, HU3IIUM aJIKOKCH (3Ta HU3IIas
AJIKOKCUTPYTITIA MOXET OBITh IOTIOJTHUTEIIFHO 3aMeIlleHa TaJJOTeHOM), TUAPOKCH WU
HUBIIAM aJIKKUJIOM), M N UMEET 3HaUeHUe 3 WK 4, WK ero ¢apMaleBTHUECKU TTpuemiieMast
COJIb;

(8) CoenuHenye no mo6omy u3 m.(1)-(7), rae -X? npeacrasines dopmymnoii (ID):

5
—{CH) N AR
ka
an

[rme cuMBOJIBI UMEIOT 3HAUYCHUE, OTIPEAEIICHHOE BBIIIIE], WK eT0o (papMaleBTUIECKH
npueMJieMasi CoJib;

(9) Coenunenue o 1m.(8), rjae n UMeeT 3HaUueHue 3 uin 4, u R*, R’ 1 atoM a30Ta, B3ThIE
BMECTE, 00pa3yIoT 5-8-4JIeCHHOE MOHOLMKIMUECKOE KOJIbLO (3TO MOHOIMKINYECKOE
KOJIbLIO MOKET UMETh B KAU€CTBE I'PYMIIbI 3aMECTUTENS ATOM raJIOT€Ha WU HUBIIYIO
AJIKWJIBbHYIO TPYIITY, KOTOPAasi MOKET OBITh 3aMEILEHA FAJIOTEHOM), UK €rO
(dhapmaneBTUUECKH ITpueMiIeMasi COJIb;

(10) Coegunenue o 11.(8), rae n UMeeT 3HaueHue 3 Wik 4, u R4, R’ 1 aTroMm a3orTa,
B3SThIE BMECTE, 00Pa3yroT 6-10-1wieHHOE OUIUKIIOKOJIBIIO, UM ero (hapMaleBTHUECKU
pueMJieMasi CoJib;

(11) Coengunenue 1o 11.(8), Tae n UMeeT 3HAUCHHUE 3, U R4, R’ u aTroM a30Ta, B3SIThIC
BMECTE, 00pa3yIoT 5-8-4JIeCHHOE MOHOLMKIMUECKOE KOJIBLO (3TO MOHOIMKINYECKOE
KOJIbLIO MOKET UMETh B KAU€CTBE I'PYIIIbI 3aMECTUTENSI ATOM raJIOT€Ha WU HU3BLIYIO
AJIKWJIBbHYIO TPYIITY, KOTOPAasi MOKET OBITh 3aMEILEHA FAJIOTEHOM), UK €O
(dhapmaneBTUUECKH ITpueMiIeMasi COJIb;

(12) Coengunenue 1o 11.(8), Tae n UMeeT 3HAUCHHUE 3 U R4, R’ u aTroMm a30Ta, B3SIThIC
BMecTe, 00pa3yioT 6-10-usieHHOe OUIMKIIOKOJIBIO, WU €ro (hapMaleBTUIECKH ITpUeMiieMast
COJIb;

(13) Coenunenue 110 mobomy u3 mi.(1)-(7), rae -X? npencrasies popmyitoit (I11):
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[rme cuMBOJIBI UMEIOT 3HAUYCHUE, OTIPEAEIICHHOE BBIIIIE], WK eTo (papMaleBTUIECKH
IpuemMsiemMasi CoJb;

(14) Coenunenue no nmrodoomy u3 mi.(1)-(7), rae -X? npeacraiieH Gpopmyron (IV):

(CH2) m
\l/ R5
N

(v ||Q4

[rme cuMBOJIBI UMEIOT 3HAUYCHUE, OTIPEAEIICHHOE BBIIIIE], WK eT0 (papMaleBTUIECKH
ImpuemMsiemMasi CoJb;

(15) Coenunenue no nrodomy u3 n.(1)-(14), rue R! MPEICTABISET COOON HUBIITYIO
AIKAJIBHYIO TPYIILY, COAepKallyro 1-3 atoMa yriiepo/a (3Ta Hu31as aJJKWibHas TpyIIia
MOJKET OBITh JOTOJIHUTEIHLHO 3aMellleHa TaJIOTEHOM ), WK (PeHUITBHYIO TPYIIITY, UIIH €T0
(hapmaneBTUUECKH ITpueMiieMasi COJIb;

(16) Coenunenue o nmrodomy u3 n.(1)-(14), rae R! MIPEICTABIISET COOON METHIT, ITHIL,
H-TIPOTIWJI, U3OTIPOTIMI WK TPUPTOPMETHUIT, WITH €ro (hapMarieBTUUECKU TTpUeMiieMast Colb;

(17) Coenunenwue 1o 1.(1), rie coeauuenue, npeacTaBiaeHHoe Gopmynotii (1),
MIPEICTABIISIET COOOM:

2-3Tui-3-{4-[3-(1-nupponuaunui ) mpornokcu | henun }-4(3H)-XxMHa30IUHOH,

2-MeTwi-3-{4-[3-(1-nurepuaunui ) mpornokcu | henun }-4(3H)-XxMHa30IUHOH,

2-MeTuI-3-{4-[3-(1-mupporuauaut)mpornokcH |henun }-4(3H)-XMHA30IMHOH,

3-{4-[3-(auaTHUnaMuHO )TIportoKcH | penun }-2-meTui-4-(3H)-XMHA30JIMHOH,

2-MeTuII-3-{4-[3-(2-MeTuI- | -upp ouauHuI )iipornokcu | pennn } -4(3H)-XuHA30JIMHOH,

3-{4-[3-(2,5-aumeTui- 1 -muppOTMANHUII ) ITPOTIOKCH | peHuIT } -
2-Metun-4(3H)-XxuHa30JIMHOH,

2-MeTui-3-{4-[4-(1-nunepuaunani ) 0yTokcu | ennn }-4(3H)-XxMHa30JIMHOH,

3-{4-[3-(1-azemanwn)nponokcu | pernn } -2-meTuin-4(3H)-XxuHa30IMHOH,

3-{4-[3-(1-a3okanun)npomnokcu]pennn } -2-meTwi-4(3H)-XuHA30IMHOH,

2-MeTui-3-{4-[3-(2-meTun- | -une puauHuI )pornokcu | pernn } -4(3H)-XMHA30JIMHOH,

2-MeTui-3-{4-[3-(4-meTun- | -tune puuHUI ))pornokcu | pernn } -4(3H)-XMHA30JIMHOH,

3-(4-{3-[(2R,65)-2,6-nuMeTUII- | -TIUTICPUIUHIII |TIPOTIOKCH }(heHUIT)-
2-Metun-4(3H)-XxuHa30JIMHOH,

2-meTui-3-{4-[3-(3-meTun- 1 -mune puauHuI ) npornokcu | pennn } -4(3H)-XMHA30JIMHOH,

3-{4-[3-(3,5-numeTwI- | -TUne pUIMHUIT ) TPOTIOKCH | heHn }-2-Me TriT-4(3H)-XuHAa30IMHOH,

2-meTuit-3-{3-[3-(1-nunepuaunui ) npornokcu | henun }-4(3H)-XxuHa301UHOH,
3-{3-0pom-4-[3-(1-unepuauHuI ) IpoTIoKCcH |peHu } -2-3Trn-4(3H)-XuHa30IMHOH,
2-MeTwi-3-{4-[2-(1-nunepuarnmn )3Tokcu | henun } -4(3H)-XuHA30/IMHOH,
2,5-mumeTun-3-{4-[3-(1-nmunepuaunu)mpornokcu | pernn }-4(3H)-XuHa301MHOH,
3-{4-[3-(1-unepuauHUI)IpoTokcH |henun } -2-mpormin-4(3H)-XxuHa30IMHOH,
3-{4-[3-(1-munepunuuun)nponokcu]enun }-2-tpudTopmerrin-4(3H)-XxMHA30IMHOH,
2-uzonponui-3-{4-[3-(1-nunepuarnun ) npornokcu]perun }-4(3H)-XxuHa30IuHOH,
2,6-mumeTi-3-{4-[3-(1-munepuauHu) mpornokcu | pernn }-4(3H)-XxuHa301MHOH,
7-x50p-2-metuit-3-{4-[3-(1-munepunuuun) nponokcu]perwn } -4(3H)-XxuHa30IMHOH,
2,8-mumeTui-3-{4-[3-(1-munepuauHu) mpornokcu | pernn }-4(3H)-XxuHa30IMHOH,
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2-3TUI-5-MeThi-3- {4-[ 3-(1-une puauHUT) IporokcH |penun } -4(3H)-XMHA30JIMHOH,

5-brop-2-metui-3-{4-[3-(1-mune puauHui)npornokcu]dpennnt } -4(3H)-XuHa30IMHOH,

5-xmmop-2-metui-3-{4-[3-(1-munepuauaun) nponokcu|denun }-4(3H)-XuHa30JIMHOH,

5-MeTOKCH-2-MeTuI-3-{4-[3-(1-munepuauaui ) npornokcu| henun }-4(3H)-XxMHa30IMHOH,

5-rugpokcu-2-metui-3-{4-[3-(1-nmunepuauHun )ponokcu]pernn }-4(3H)-XxuHa30IMHOH
TpudTOpanerar,

2-MeTWI-3-{4-[3-(1-nurepuauHuI ) IPOTTOKCH | (heHWIT } -
S-tpudropmeTn-4(3H)-X1MHA30IMHOH,

7-brop-2-metun-3-{4-[3-(1-munepuauHui)npornokcu] henun)-4(3H)-X1uHa301MHOH,

6-bTop-2-metnii-3-{4-[3-(1-mune puauaun)npornoxcu]dpennnt } -4(3H)-XuHa30JIMHOH,

6,7-mudrop-2-metui-3-{4-[3-(1-munepunuHun)nponokcu|hpenun } -4(3H)-XuHA30IMHOH,

6-0pom-2-metui-3-{4-[3-(1-munepunuann)nponokcu]denun }-4(3H)-XMHA30JIMHOH,

6-x10p-2-mMeTui-3-{4-[3-(1-unepuauau) iponokcu|dhenun }-4(3H)-XMHA30JIMHOH,

6-MEeTOKCH-2-MeTUI-3-{4-[3-(1-murepuauaui ) npornokcu| henun }-4(3H)-XxMHa30IMHOH,

6,7- AMMETOKCHU-2-MeTWIT-3-{4-[3-(1-une puauHII ) PO TTOKCH | peHuT } -
4(3H)-x1UHA30JIMHOH,

8-xmop-2-MeTuin-3-{4-[3-(1-munepunuaui)nponokcu|dpenun }-4(3H)-XuHa30IuHOH,

8-MeTOKCH-2-MeTHII-3- {4-[3-(1-nunepuarHm ) pornokcu | henun }-4(3H)-XxMHa30IMHOH,

2,6-aumeTuit-3-{4-[3-(1-nmuppoauaunui)nponokcu]pennn }-4(3H)-XMHa30IMHOH,

2-3Tu-5-metwit-3-{4-[ 3-(1-muppommauami )ipornokcu ] dpernn } -4(3H)-XuHa30IMHOH,

5-bTop-2-metui-3-{4-[3-(1-nmuppommauaun ))npornokcu]dernn } -4(3H)-XuHa30JIMHOH,

2-meTui-3-{4-[3-(1-nuppoauaAMHIIT) TPOTIOKCH |heHuIT } -
S-tpudropmeTun-4(3H)-X1MHA30IMHOH,

5-xmop-2-metui-3-{4-[3-(1-mupponuauuuin)nponokcu]pennn } -4(3H)-XxuHAa30IMHOH,

2-31un-3-{4-[3-(1-muppomauaunun)nponokcu | penu }-4(3H)-x1MHA30IMHOH,

2,5-mumetunt-3-{4-[3-(1-nmuppoauauHui)nponokcu]dpennn }-4(3H)-XMHA30IMHOH,

2-MeTwII-3-{4-[3-(1-nure puaAMHUI ) TP OTIOKCH | (heHMIT Jrtpuao[2,3-
d]mupumunnn-4(3H)-oH,

2-MeTwII-3-{4-[3-(1-mupp OTUIUHUT) TP OTIOKCH |heHwm Jtupuao[2,3-
d]mupumunnn-4(3H)-oH,

6-x710p-2-MeTU-3-{4-[3-(1-mup pOTUIUHII ) TPOTIOKCH | e HUI } TMpuo| 3,4-
d]mupumunnn-4(3H)-oH,

2-meTwi-3-{4-[3-(1-nunepununun) nponokcu | penun jnupuno[3,4-
d]mupumunnn-4(3H)-oH,

2-meTtwi-3-{4-[3-(1-nmupponuauuun)nponokcu]penun jmupuno(4,3-
d]mupumunnn-4(3H)-oH,

2-meTti-3-{4-[3-(1-nunepununun) nponokcu | penun jnupuno[4,3-
d]mupumunnn-4(3H)-oH,

2-metun-3-{2-[3-(1-nurnepuauHWI) TP ONIOKCHU |- S-riupuMuanuHUI }-4(3H)-XMHA30JIMHOH,

2,5-puMeTnI1-3- { 2-[ 3-(1-nmune puaMHuI ) IPOITOKCH | - S-ITIUPUMUIUHKAI } -
4(3H)-x1HA30JIMHOH,

2-3Tui-3-{4-[3-(1 -nune puarHu ) ponokcu | herun jrpuno|2,3-d|mupumuaua-4(3H)-oH,

6-X710P-2-3TUi-3-{4-[3-(1-nunepuaguHUI )IIpoTIoKcH | pers }mmpuno[ 3,4-
d]mupumunnn-4(3H)-oH,

6-X710P-2-3TWi-3-{4-[3-(1-muppOoTMAUHWI ) TPOTIOKCH] e HM } Tupuo|[3,4-
d]mupumunnn-4(3H)-oH,

2-3Tui-3-{4-[3-(1-nunepuauHu) mponokcu | hernn jrpuno| 3,4-d | mupumuaua-4(3H)-oH,

2-3TUit-3-{4-[3-(1 -up p oM AVHUI ) TP OTIOKCH | heHMIT Jrtpuo|[ 3,4-
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d]mupumunnn-4(3H)-oH,

2-3Tui-3-{4-[3-(1-nunepuauHuT ) ponokcu | herun jrpuno|4,3-d|mupumuaua-4(3H)-oH,

2-51un-3-{4-[3-(1-muppoauaunun) nponokcu | penun jnupuno[4,3-
d]mupumunnn-4(3H)-oH,

6-xJ10p-2-MeTUI-3-{4-[ 3-(1-nMrepuauHWI) TPOTIOKCH | heHWI J Tupuo-| 3,4-
d]mupumunnn-4(3H)-oH,

3-{4-[3-(1-munepuguaUI)Iponiokcu|dhenun } -4(3H)-XMHA30JIMHOH,

6-(aneTunaMuHo )-2-Me T -3- {4-[ 3-(1-TTune puIuHWI)ITPOTTOKCH | (he HIIT } -
4(3H)-x1HA30JIMHOH,

6-(6yTUpUIIaMUHO)-2-MeTUI-3-{4-[3-(1-nMIe puauHWIT) TP OTTOKCH | (DeHWIT } -
4(3H)-x1HA30JIMHOH,

6-(TeKCaHOUITAMUHO )-2-MeTHIT-3- {4-[ 3-(1 -TTUIe pUIMHIIT ) TPOTIOKCH | (e HHMIT } -
4(3H)-x1HA30JIMHOH,

6-(6eH30UIIaMUHO)-2-MeTHIT-3- {4-[ 3-(1-Mne pUIUHUI)ITPOTIOKCH | (P HUIT } -
4(3H)-x1HA30JIMHOH,

6-[(2-pernnaneTrin)aMuHo |-2-MeTHI-3- {4-[ 3-(1-TTUnepuaInHIII ) TP OTIOKCH | (peHUIT } -
4(3H)-x1HA30JIMHOH,

6-(2-HapTOMITaMUHO )-2-Me THIT-3- { 4-[ 3-(1 -IUTTepUAVMHUI ) ITPOTIOKCH | (DeHWIT } -
4(3H)-x1HA30JIMHOH,

2-MeTWIT-6-[ (MeTUIICY T (HOHUIT)aMUHO |-3-{4-[ 3-(1 -Une puMHUI)ITPOTIOKCU | (PeHUIT } -
4(3H)-x1HA30JIMHOH,

2-MeTWII-6-[ (MeTUITICYITh(HOHUIT)aMHUHO |-3-{4-[ 3-(1-TMP P OJTMIUHUI )ITPOTIOKCH | P HHMIT } -
4(3H)-x1HA30JIMHOH,

7-(aneTUIaMUHO )-2-MeTHJT-3- { 4-[ 3-(1-TUTIe pUIMHUI )ITPOTIOKCH | (De HUIT } -
4(3H)-x1HA30JIMHOH,

7-(6yTUpUIIaMUHO)-2-MeTHIT-3- {4-[ 3-(1 -TTunepuauHUI) Tp oo Kcu | peru } -
4(3H)-Xx1HA30JIMHOH,

7-(reKCaHOWIAMMHO )-2-MeTHIT-3- {4-[ 3-(1 -TTMTIe pUIMHIIT ) TPOTIOKCH | () HHMIT } -
4(3H)-x1UHA30JIMHOH,

7-(6eH30UTaMHUHO)-2-MeTHIT-3- {4-[ 3-(1 -MUne puIuHUI ) ITPOTIOKCH | (peHUIT } -
4(3H)-x1UHA30JIMHOH,

7-[(2-penurmane T )aMUHO |-2-MeTHIT-3- {4~ 3-(1 -TTUIepUIUHIIT ) TP OTIOKCH | DeHUIT } -
4(3H)-x1HA30JIMHOH,

7-(2-HaTOMITAMUHO )-2-Me TUIT-3- { 4-[ 3-(1 -IUTIepUAVMHUI ) ITPOTIOKCH | (DeHWIT } -
4(3H)-x1HA30JIMHOH

6-[aneTun(MeTu)aMuHO | -2-MeTUI-3- {4-[ 3-(1-Tre puauHWI ) TPOTTOKCH | (DeHIIT } -
4(3H)-x1HA30JIMHOH,

2-MeTun-6-peHu-3- {4-[3-(1-munepuaunu) npornokcu | pernn }-4(3H)-XxuHa301uHOH,

2-meTun-6-(4-metundenn)-3-{4-[3-(1-nmunepuauHuI) IponoKcu | pernn } -
4(3H)-x1HA30JIMHOH,

2-meTun-6-(3-metundenu)-3-{4-[3-(1-nmunepuauHuWI) IporoKcu | pernn } -
4(3H)-x1HA30JIMHOH,

2-meTun-6-(2-metuindeHu)-3-{4-[3-(1-nmunepuauHuI) IporoKcu | perwn } -
4(3H)-x1HA30JIMHOH,

2-meTun-3-{4-[3-(1-mumepuauHuI) Ip oroKcH | heHu } -6-(3-mupumamn)-
4(3H)-x1HA30JIMHOH,

2-MeTun-3-{4-[3-(1-murnepuauHuI) TP OTNOKCH | (heHWUT } -6-(4-UupuIn)-
4(3H)-x1HA30JIMHOH,
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2-meTwit-5-pernn-3-{4-[3-(1-mune puauaun)npornokcu | pennn }-4(3H)-XMHA30JIMHOH,

2-MeTWII-3-{4-[3-(1-nure puaAuHUI ) TP OTIOKCH | (DeHWUIT } -6-(2-TTUPUIIIT)-
4(3H)-x1HA30JIMHOH,

3-{4-[(1-uuk0 Oy THIT-4-TIMTIe pyuIMHWI ) O KeH | pennn } -2-meTui-4(3H)-XuHa30JIMHOH,

3-{4-[(1-uuKI0 eHTUII-4-TTUTIC PUTTUHIIT ) OKCH | e HUIT } -2-MeTrIT-4(3H)-XMHa30IMHOH,

3-{4-(1-nuKyIoreKCUI-4-Tune puauHUIOKCH ) pern } -2-meTuin-4(3H)-XuHa30IMHOH,

3-{4-(1-u3onponui-4-nmunepuauHUIoKCcH)peHw } -2-MeTrin-4(3H)-XuHa30IMHOH,

3-{4-(1-3Tun-4-nmunepuMHUIOKCH ) peHU } -2-Me THIT-4(3H)-XuHA30TMHOH,

3-{4-(1-6yTri-4-munepuauHuIokcu)henun } -2-metun-4(3H)-XuHa30JIMHOH,

3-{4-[(1-uMKIOIEHTUIT-4-TTUTIC PUTUHWIT ) OKCH | (DeHWIT } -
2-metun-5-tpudropmetrin-4(3H)-XxMHA30JIMHOH,

3-{4-(1-nuKJIOTIeHTUIT-4-TTUNIE pUIMHIUITOKCH ) peHU } -2, 5- mume TiT-4(3H)-XuHA30TMHOH,

7-x510P-3-{4-[(1-1MKIIOTICH TUJT-4-TTUTTIE PUAMHUIT ) OKCH | e HumT } -
2-Metun-4(3H)-XxuHa30JIMHOH,

3-{4-[(1-uuKIOIeHTUIT-4-TTUTIC PUIUHIIT ) OKCH | heHuT } -2,6-mume T -4(3H)-XMHAa30JIMHOH,

6-x110p-3-{4-[(1-1MKIIOTICH THIT-4-TTUTIE PUAMHIIT ) OKCH | e HuT } -
2-Metun-4(3H)-XxuHa30JIMHOH,

3-{4-[(1-uMKIOIeHTUIT-4-TTUTIC PUTUHWIT ) OKCH | (DeHWIT } -
6-MeTOKCU-2-MeTUI-4(3H)-XuHa30JIMHOH,

3-{4-[(1-uuKIOIeHTUIT-4-TTUTIC PUTUHWIT ) OKCH | (DEHUIT } -2-Me TUITIUpHU 10| 2,3-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-uuKIOIeHTUIT-4-TTUTIC PUIUHWIT ) OKCH | (DeHUIT } -2-MeTUITipu 10 4,3-
d]mupumunnn-4(3H)-oH,

6-x110p-3-{4-[(1-1MKIIOTICH TUIT-4-TTUTIE PUTUHIIT ) OKCH | (e HMUIT } -2-Me T puIo| 3,4-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-uuKIOIeHTUIT-4-TTUTIC PUTUHWIT ) OKCH | (DeHUIT } -2-MeTUITipu 10| 3,4-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-uuk0 Oy THIT-4-TIMTIe pUIMHWI ) O KeH | pennn }-2,5-mume Tri-4(3H)-XUHA30IMHOH,

3-{4-[(1-uuK10 Oy TUIT-4-TTHTIE PUTMHUIT ) OKCH | heHMT } -
5-MeTokcu-2-MeTun-4(3H)-xuHa30JIMHOH,

3-{4-[(1-uuK10 Oy THIT-4-TTHTIE PUTMHUI ) OKCH | peHMT } -
2-metun-5-tpudropmetrin-4(3H)-XxMHA30JIMHOH,

5-xmop-3-{4-[(1-1uK10 0y THII-4-TTUITe pUIUHUIT )OKCH | peHMI } -2-MeTrn-4(3H)-XxuHa3ouH,

3-{4-[(1-uuk10 Oy THIT-4-TIHTIe pUIMHUI ) O KCH | penn } -2-meTunmmpuno[4,3-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-uuk10 Oy THIT-4-TIMTIE pUTMHII ) OKCH | penun }-2-3Trnupuo[4,3-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-uuK10 Oy THIT-4-TIHTIE pUTMHII ) OKCH | heHu } -2-MeTunupuao[2,3-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-uuk10 Oy THIT-4-TIMTIE pUTMHII ) OKCH | henun }-2-3Trmnupuno|2,3-
d]mupumunnn-4(3H)-oH,

6-x110p-3-{4-[(1-1MKIJI0 Oy THIT-4-TTUITe PUTTUHUIT )OKCHU | peHIIT } -2-Me TUITUPUIO[ 3,4-
d]mupumunnn-4(3H)-oH,

6-x110p-3-{4-[(1-1MKII0 Oy THUIT-4-TTUITe PUIUHUI JOKCH | (e HUIT } -2-3TUIpuao| 3,4-
d]mupumunus-(3H)-0H,

3-{4-[(1-uuk10 Oy THIT-4-TIHTIe pUIMHII ) O KCH | heHn } -2-meTunmupuao| 3,4-
d]mupumunnn-4(3H)-oH,

2-tenunn-3-{4-[3-(1-munepuauaui ) npornokcu | penun }-4(3H)-XuHa30JIMHOH,
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uc-2-MeTui-3-(4- { [4-(1-Mpp OJTUIUHUIT )IUKITOT€KCHUIT |OKCH } (heH NI )-
4(3H)-x1HA30JIMHOH,

TpaHc-2-MeTUI-3-(4-{ [4-(1-mp pOJTMAUHII ) MK OTEKCUII JOKCH } (heHUIT) -
4(3H)-x1HA30JIMHOH,

3-{4-[(1-uuKIOIEHTHUIT-3-TTUPPOTUIMHII JOKCH | henun } -2-meTri-4(3H)-XMHA30JIMHOH,
3-{4-[(1-uuK10 Oy THII-3-IUP P OTTUAVHUIT ) OKCH | peHMIT } -2-MeThIT-4(3H)-XuHA30IMHOH,

3-{4-[(1-uuknoneHTUI-4-a3enanui )okcu | penun } -2-meTri-4(3H)-XMHA30JIMHOH,
3-{4-[(1-umuk0OyTHII-4-a3enanuin ) oKcu | peHu } -2-MeTri-4(3H)-XuHa30IMHOH,
3-meTui-2-{4-[3-(1-nunepuaunun ) pornokcu|dheru } - 1 (2H)-u30XMHOJMHOH,

2-{4-[(1-umk10 Oy THIT-4-TIMTIe puIMHWI ) O KeH | pennn }-3-meTuit- 1 (2H)-M30XMHOIMHOH,
2-MeTwi-3-[4-{ [3-(1-tuppOTUIUHIIT) IUKITOTIEHTHIT |OKCcH } pernit |-4(3H)-XMHA30IMHOH,

2-31ri-3-(4-{3-[(3S)-3-meTuinmmurie puAvH- 1 -ui Jponokcu }peHun)mupuao[2,3-
d]mupumunnn-4(3H)-oH,

2-meTtuin-3-(4-{3-[(3S)-3-meTunnurnepuauH- 1 -ui|mponokcu } pennn)mupuno[4,3-
1 Jmupumunun-4(3H)-oH,

3-{4-[(1-upxI0 Oy THIITIMITe pUIVH-4-1JT ) OKCH | heHuT } -
5-¢rop-2-metun-4(3H)-X1MHA30IMHOH,

3-{4-[(1-uukI0 Oy THIITIMITE pUIVH-4-UJT ) OKCH | peHuT } -
7-prop-2-metuin-4(3H)-XMHA30IMHOH,

3-{4-[(1-upkI0 Oy THIITIMITE pUIVH-4-1JT) OKCH | heHuT } -
6-MeTOKCU-2-MeTuI-4(3H)-XuHa30JIMHOH,

3-{4-[(1-uuxI0 Oy TUIITIMITE pUIVH-4-1J1 ) OKCH | peHuT } -
6-¢rop-2-metun-4(3H)-X1MHA30IMHOH,

3-{4-[(1-uukI0 Oy TUIITIMITE pUIVH-4-1JT ) OKCH | peHuT } -
8-dTop-2-metni-4(3H)-XxMHA30IMHOH,

3-{4-[(1-umk0 Oy THIINHUITE pUTMH-4-1T ) OKCU | peHuI }-6-pTop-2-MeTrunmpuo| 3,4-
d]mupumunnn-4(3H)-oH,

6-MEeTOKCHU-2-MeTu-3-{4-[3-(1-nmunepuaAnHuI) Iponokcu ] dpenu yrupuno|3,4-
d]mupumunnn-4(3H)-oH,

6-MeTOKCHU-2-MeTH-3-{4-[3-(1-muppoauaunun)npomnokcu]penun jmupuno|3,4-
d]mupumunnn-4(3H)-oH,

5-MeTokcu-2-mMeTun-3-(4-{3-[(3S)-3-meTunnunepuaun- 1 -ui JmponokcH } peHu)-
4(3H)-x1HA30JIMHOH,

7-mMeToKcu-2-MeTwi-3-(4-{ 3-[(3S)-3-MeTunnunepuus- 1 -ui Jmponokcu } peHu)-
4(3H)-x1HA30JIMHOH,

2-meTuin-3-(4-{3-[(3S)-3-meTunnurnepuauH- 1 -ui|mponokcu } penun)mupuao[2,3-
d]mupumunnn-4(3H)-oH,

5-drop-2-metui-3-(4-{3-[(2R)-2-MeTUIIUP P OJUIUH- | -WIT [TPOTIOKCH } (e HUIT)-
4(3H)-x1HA30JIMHOH,

2-meTtui-3-(4-{3-[(2R)-2-MeTUIIUPPpOIMAUH- | -ui | mpornokeH } peHmn)mupuao[4,3-
d]mupumunnn-4(3H)-oH,

6-MeTOKCH-2-MeTUN-3-(4-{3-[(2R)-2-MeTUITTUP POTUINH- | -UJT |TTPOTIOKCH } heHMIT ) -
4(3H)-x1UHA30JIMHOH WJIU

6-MeTOKCH-2-MeTUI-3-(4-{3-[(2S)-2-Me TUIIIUPPOIUIUH- | -UJT JTPOTIOKCH } heHMIT )-
4(3H)-XxMHA30JIMHOH, WU ero ¢papMaleBTUYECKH MPUEMIIEMYIO COJIb;

(18) Coenunenwue 1o 1.(1), rie coearHenue, npeacTaBiaeHHoe Gopmynotii (1),
MIPEICTaBISIET COOOI
3-{4-[(1-uukI10 Oy THIT-4-TIMTIe pUAMHWIT JOKCH | pern } -2-3Trunmupuno(2,3-
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d]mupumunun-4(3H)-oH wim ero papmManeBTUYECKU TPUEMIIEMYIO COJIb;

(19) Coenunenwue 1o 1.(1), rie coeauHenue, npeacTaBieHHoe Gopmynotii (1),
MIPEICTaBISIET COOO
3-{4-[(1-uuk10 Oy THIT-4-TIUTTIE pUAMHUI )OKCH | penun }-2-meTunmupuno[4,3-
d]mupumunun-4(3H)-oH wim ero papmMarneBTUYECKU TPUEMIIEMYIO COJIb;

(20) Coenunenwue 1o 1.(1), rie coeaunenue, npeacTaBiaeHHoe Gopmynotii (1),
MIPEICTaBISIET COOO0
2-31ui-3-(4-{ 3-[(3S)-3-meTunnure puavH- 1 - |mpomnokcu } peHun ) mupuaol 2,3-
d]mupumunun-4(3H)-oH uim ero papmManeBTUYECKU TPUEMIIEMYIO COJIb;

(21) Coenunenwue 1o 1.(1), rie coearHenue, npeacTaBieHHoe Gopmynotii (1),
MIPEICTABISIET COOO
2-metun-3-(4-{3-[(3S)-3-meTunnmre puaus- 1 -ui Jupornokcu } perun ) mupuao[4,3-
d]mupumunun-4(3H)-oH wim ero papmManeBTUYECKU TPUEMIIEMYIO COJIb;

(22) Coenunenwue 1o 11.(1), rie coeauuenue, npeacTaBiaeHHoe Gopmynotii (1),
MIPEICTaBISIET COOOI
3-{4-[(1-uuk0 Oy THIT-4-TIMTIe pyuAMHUT O KeH | penun } -2, 5-mumeTi-4(3H)-XMHA30IMHOH WU
ero (hapMaleBTUIECKU TPUEMIIEMYIO COJIb;

(23) Coenunenwue 1o 1.(1), rie coearHenue, npeacTaBiaeHHoe Gopmyoi (1),
MIPEICTABIISIET COOOM
3-{4-[(1-umkI10 Oy TUII-4-TTUITIE PUIUHIIT ) OKCH | (heHMIT } -
2-meTun-5-tpudropmeTrin-4(3H)-XuHA30 TMHOH WK €T0 (DapMaleBTUYECKH IPUEMIIEMYTO
COJIb;

(24) Coenunenwue 1o 1.(1), rie coeauuenue, npeacTaBieHHoe Gopmyoii (1),
MIPEICTABISIET COOOI
3-{4-[(1-uuKI10 Oy THIT-4-TIUTTE PUAVHIIT )OKCH | (heHMIT } -
5-meTtokcu-2-mMeTui-4(3H)-XuHA30JIMHOH WK ero (papMareBTUYECKU TPUEMIIEMYIO COJIb;

(25) Coenunenwue 1o 1.(1), rie coearHenue, npeacTaBieHHoe Gopmynoi (1),
MPEICTaBISIET COOO
3-{4-[(1-uuko Oy TrmuIe puguH-4-un)okcu | penun }-5-prop-2-metnin-4(3H)-XxuHa30ITMHOH
WK eTo (papManeBTUUECKU MTPUEMIIEMYIO COJIb;

(26) Coenunenwue 1o 11.(1), rie coearHenue, npeacTaBiaeHHoe Gopmynoti (1),
MIPEACTaBISIET COOO0M
3-{4-[(1-uuko Oy TrumuIe puguH-4-un)okcu | penun } - 7-prop-2-metnin-4(3H)-XxuHa30TMHOH
WK eT0 (papManeBTUUECKU ITPUEMIIEMYIO COJIb;

(27) Coenunenwue 1o 1.(1), rie coeauuenue, npeacTaBiaeHHoe Gopmynotii (1),
MIPEACTABISIET COOOI
3-{4-[(1-upkIT0 Oy TUIITIMITe PUTUH-4-WJT)OKCH | heHMIT } -
6-MeToKCU-2-MeTH-4(3H)-XMHA30JIMHOH WK ero (papMaleBTUYECKU TPUEMIIEMYIO COJIb;

(28) Coenunenwue 1o 11.(1), rie coeauuenue, npeacTaBiaeHHoe Gopmynoi (1),
MIPEICTaBISIET COOO
3-{4-[(1-upko Oy TrmUIe puguH-4-un)okcu | penun }-6-prop-2-metnn-4(3H)-XxuHa30IMHOH
WK eT0 (papManeBTUUECKU ITPUEMIIEMYIO COJIb;

(29) Coenunenwue 1o 1.(1), rie coeauHenue, npeacTaBiaeHHoe Gopmynoi (1),
MPEACTaBISIET COOO
3-{4-[(1-uuko Oy Trmue puguH-4-un)okcu | penun }-8-prop-2-metnin-4(3H)-XxuHa30ITMHOH
WY eT0 (papManeBTUUECKU ITPUEMIIEMYIO COJIb;

(30) Coenunenwue 1o 1.(1), rie coeauuenue, npeacTaBiaeHHoe Gopmynotii (1),
MIPEICTaBISIET COOOM
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3-{4-[(1-uuKITOTIeHTII-4-TTUTIC PUITUH I ) OKCH | (DEHUIT } -2-Me T pu 1o [4,3-
d]mupumunun-4(3H)-oH wim ero papmMarneBTUYECKU TPUEMIIEMYIO COJIb;

(31) Coenunenwue 1o 1.(1), rie coearHenue, rnpeacTaBiaeHHoe Gopmynotii (1),
MIPEICTABISIET COOOM
3-{4-[(1-muko Oy TrmuIe puguH-4-un)okcu | penun }-6-prop-2-mMetunnupuao| 3,4-
d]mupumunun-4(3H)-oH wim ero papmManeBTUYECKU TPUEMIIEMYIO COJIb;

(32) Coenunenwue 1o 1.(1), rie coeauuenue, npeacTaBiaeHHoe Gopmynotii (1),
MIPEICTABISIET COOO
3-{4-[(1-uukI10 Oy THIT-4-TIHMTTIe pUAMHWIT JOKCH | pernn } -2-atunmupuno[4,3-
d]mupumunun-4(3H)-oH wim ero papmManeBTHYECKU TPUEMIIEMYIO COJIb;

(33) Coenunenwue 1o 1.(1), rie coeauHenue, npeacTaBiaeHHoe Gopmynotii (1),
MIPEICTaBISIET COOOI
6-MeTOKCH-2-MeTU-3-{4-[3-(1-urepuauHmI) Tp oroKcH| heHu jmupuaol 3,4-
d]mupumunun-4(3H)-oH wim ero papmMarneBTUYECKU TPUEMIIEMYIO COJIb;

(34) Coenunenwue 1o 11.(1), rie coeauuenue, npeacTaBiaeHHoe Gopmynotii (1),
MIPEICTaBISIET COOO0
6-MeTOKCHU-2-MeTII-3-{4-[3-(1-muppoIMANHUIT ) TPOTIOKCH | peHu jmpuao|3,4-
d]mupumunun-4(3H)-oH wim ero papmManeBTUYECKU TPUEMIIEMYIO COJIb;

(35) Coenunenwue 1o 1.(1), rie coeauHenue, npeacTaBieHHoe Gopmynotii (1),
MIPEICTABISIET COOO

2,5-gumetui-3-{4-[3-(1-nmuppoauaruHu)pornokcu]dpenun }-4(3H)-XMHA30 TMHOH WU €T0

(hapMaLeBTUUECKH TPUEMIIEMYIO COJIb;

(36) Coenunenwue 1o 1.(1), rie coearHenue, rnpeacTaBieHHoe Gopmynotii (1),
MIPEICTABIISIET COOOM
2-meTun-3-{4-[3-(1-nmuppoIMAUHIIT ) TPOTIOKCH | peHuIT } -

S-tpudropmeTuin-4(3H)-X1MHA30JIMHOH WK €ro (hapMaLeBTUUECKH PUEMIIEMYIO COJIb;

(37) Coenunenwue 1o 1.(1), rie coeauHenue, npeacTaBiaeHHoe Gopmynoit (1),
MIPEICTaBISIET COOO

5-¢rop-2-metuin-3-{4-[3-(1-nmunepuaunui)npornokcu]dpernn } -4 (3H)-XuHa30JIMHOH WIH €r0

(hapMaLeBTUUECKH TPUEMIIEMYIO COJIb;
(38) Coenunenwue 1o 11.(1), rie coearHenue, npeacTaBiaeHHoe Gopmynotii (1),

MPEICTABISIET COOOM 6-METOKCH-2-MeTUI-3-{4-[3-(1-mure puauHII)Ip OO KCH | heH U } -

4(3H)-Xx1HA30IMHOH WK €r0 (hapMaleBTUUECKU PUEMIIEMYIO COJIb;

(39) Coenunenwue 1o 1.(1), rie coearHenue, rnpeacTaBiaeHHoe Gopmynotii (1),
MIPEACTaBISIET COOO
5-meTokcu-2-metui-3-(4-{3-[(3S)-3-meTunnune puaus- 1 -ui Jupornokcu } peHu)-
4(3H)-Xx1HA30IMHOH WK €r0 (hapMaleBTUUECKH TPUEMIIEMYIO COJIb;

(40) Coenunenwue 1o 1.(1), Tie coeauHenue, npeacTaBieHHoe Gopmyinotii (1),
MIPEICTABIISIET COOOM
7-meTokcu-2-meTui-3-(4-{3-[(3S)-3-MeTunmure puayH- 1 -ui JTp OTTOKCH } heHUIT)-
4(3H)-x1HA30IMHOH WK €r0 (hapMaleBTUUECKH IPUEMIIEMYIO COJIb;

(41) Coenunenwue 1o 1.(1), rie coearHenue, npeacTaBieHHoe Gopmyinotii (1),
MIPEICTABIISIET COOOM
2-metun-3-(4-{3-[(3S)-3-meTunnmre puaus- 1 -ui Jupornokcu } peHun ) mupuao|2,3-
d]mupumunun-4(3H)-0H wim ero papmManeBTUYECKU TPUEMIIEMYIO COJIb;

(42) Coenunenwue 1o 1.(1), rie coearHenue, rnpeacTaBieHHoe Gopmynotii (1),
MIPEACTaBISIET COOO
5-prop-2-metnin-3-(4-{3-[(2R)-2-Me TWITTUP POTUIUH- | -UJT |TTPOTIOKCH } (heHMIT)-
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4(3H)-Xx1HA30IMHOH WK €r0 (hapMaleBTUUECKH IIPUEMIIEMYIO COJIb;

(43) Coenunenwue 1o 11.(1), rie coearHenue, npeacTaBiaeHHoe Gopmynotit (1),
MIPEACTABISIET COOO0M
2-meTun-3-(4-{3-[(2R)-2-MeTUImuppOoUInH- 1 -Uj1 ] TpoTIoKCcH }peHun ) nupuao(4,3-
d]mupumunun-4(3H)-oH wim ero papmMarneBTUYECKU TPUEMIIEMYIO COJIb;

(44) Coenunenwue 1o 1.(1), rie coearuenue, npeacTaBiaeHHoe Gopmynotii (1),
MIPEICTaBISIET COOO0
6-MeTOKCHU-2-MeTUII-3-(4-{ 3-[(2R)-2-MeTUITUP POIUIUH- | -UIT]TPOTIOKCH } heHMIT )-
4(3H)-Xx1HA30IMHOH WK €r0 (hapMaleBTUUECKH IIPUEMIIEMYIO COJIb;

(45) Coenunenwue 1o 1.1, rae coeArHEHUe, IpeacTaBieHHoe hopmyroi (I),
MIPEACTABISIET COOOI
6-MeTOKCHU-2-MeTUII-3-(4-{3-[(2S)-2-MeTUIUPPOTUIUH- | -WJT [TPOTIOKCH } heHII )-
4(3H)-XMHAOJIMHOH WK ero (hapMaleBTUUECKU TPUEMIIEMYIO COJIb.

CoenuHeHue Wiv cob Mo JII00oMy U3 MIL(1)-(45) 1eHCTBYET KaK aHTAarOHUCT WU
0OpaTHBIN aroHUCT rucTaMuHOBOTO H3 penenropa. MHbIMM ClTOBaMu, HACTOSIIIEE
n300peTeHre Takke 00ecTieYuBaeT AHTATOHUCT WIIM OOPATHBIN ATOHKUCT
ructamMmmHoBOTO H3 penenrtopa, COCTOSIIMIA U3 COeTUHEHUS 10 JTt00oMy U3 Tit.(1)-(45) uiu
ero (hapManeBTUIECKU TPUEMIIEMOI COJIH.

CortacHO JaHHBIM CaMbIX MTOCIEAHUX UCCIIe0BaHUN THcTaMUHOBBIE H3 penenTopsl
OYEHb AKTHUBHBI B PELUETITOPHBIX KIIETKAX U TKAHSX WM B MEMOPAHHBIX (PpaKIUAIX,
BBIJICJIEHHBIX U3 PELENTOPHBIX KIETOK U TKAHEH, U OHU IIOCTOSTHHO AKTUBHBI B )KUBOM
opranHusMe (3HIOTEHHbIE (PaKTOPbI, HAITPUMEP AaKTUBHOCTbH, HaOJI0jaeMasi B OTCYTCTBUE
rucrtamuna) (cm., Hanpumep, Nature, Vol.408, p.860). Coo0b1ianock, 4To Takasi IOCTOSTHHAS
AKTUBHOCTD IOJIABIISIETCS OOPATHBIMU aroHucTamu. Hampumep, mocTosiHHasi aKTUBHOCTD
ayTOPELENTOpa MOIABISIETCS THOTIEPAMUIOM WJTU HUITPOKCU(AHOM, U B pe3yIbTaTe
AKTUBUPYETCS BEICBOO OKICHUE HENPOTPAHCMUTTEPOB U3 CUHAIITUYECKMX OKOHYAHUH, T.€.
BBICBOOOK/IEHUE U OT/EJICHUE TUCTAMHUHA.

Ha xppicax Ha OCHOBaHUM TOTO (paKTa, UTO BHICOKOCEIEKTUBHBIA HMHTUOUTOP (pepMeHTa
CUHTE3a TMCTaMUHA (TUCTUAMHIECKAPOOKCUIIa3bl) HETATUBHO BIIMSIET HA MPOLECC
001pcTBOBAHMS, OBUIO MOKA3aHO, YTO ACHCTBUE TMCTAMMHA HAIIPABIIEHO HA
PEeryJIMpoBaHre MOTUBUPOBAHHOTO OOPCTBOBAHUS. Y KOIIEK BBEACHHUE
(R)-(0)-MeTminrucTaMmmua, KOTOPBIH SABIISIETCS arOHUCTOM TUCTaMUHOBOTO H3 penenrtopa,
YCWIMBAET I1yOOKUI MEJIJIEHHBINM COH (CM., Hampumep, Brain Research, Vol.523, p.325
(1990)).

C npyroi cTopoHsbl, THONIEPAMUI, KOTOPBIN SBISETCS AHTATOHUCTOM MJIM OOPATHBIM
arOHMWCTOM rucraMuHoBOoTO H3 peuenropa, ycunuBaeT 00pCTBOBAHKE JO303aBUCUMbBIM
oOpazom. Takxke THOTIEpaMU]l YMEHBIIAET MeIJIEHHY10 BoJIHY REM-cHa (cMm.,

Hanpumep, Life Science, Vol.48, p.2397 (1991)). Kpome Toro, Tuonepamun uinu GT-2331,
KOTOPBIH SBJISIETCS AaHTAT OHUCTOM UJIM OOPaTHBIM arOHUCTOM rucramuHa H3, ymeHbIaer
SMOTHUBHYIO KaTAJIETICHIO U COH Y CTPAJAIOLIMX HApKOJEINCHen cobak (CM.,

Harnpumep, Brain Research, Vol.793, p.279 (1998)).

Taxue OTKpPBITHSI TOBOPST O TOM, UTO H3 peuenTopsl y4acTBYIOT B peryJIsiiu
0O0PCTBOBAHME - COH U PACCTPONCTBAX CHA, YTO 1AET OCHOBAHME MPEAIIOIOKUTh, UYTO
CEJIEKTHMBHBIE Al OHUCTBI, AHTAT OHUCTBI WJIM 00OpaTHbIE aroHUCTBl H3 MOTYT OBITh
TMOJIE3HBIMU ISl MPO(PUIAKTUKH U JICYEHUSI PACCTPOMCTB CHA M COCTOSTHUM,
COIPOBOXAAIOIIMXCS PACCTPOICTBOM CHA (HAIIpUMEP, UIMONIATUYECKAS] TUIIEPCOMHUS,
[TOBTOPSIOIIASACS BPEMSI OT BPEMEHU TMIIEPCOMHUS, BPOXKAEHHAS TUIIEPCOMHMUS,
HApPKOJIETICUS, HAPYILIEHHUS, CBA3aHHbIE C IEPUOIUIECKUM IBWKEHUEM KOHEUYHOCTEN BO CHE,
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CUH/POM aITHOE BO CHE, HAPYLIEHUE UUPKATHOTO PUTA, CHHAPOM XPOHUUYECKON YCTAIIOCTH,
Hapy1ienue ObicTporo cHa (REM-cHa), crapueckasi 0ecCOHHMIA, OTCYTCTBUE CHA Y
padoTaroNIMX B HOYHYIO CMEHY, UAMONIATHYECKAsl OECCOHHMLA, TTIOBTOPSIIOILASICS BPEMS OT
BpeMeHU OECCOHHMIIA, BPOKIACHHAs: OECCOHHULA, IETTPECCUs U CUHIPOM UHTETPaL1
JTUCHYHKIHMN).

ITosToMy coequHeHMe WK COb 110 J000My U3 il (1)-(45), KoTopoe AeHCTBYET Kak
AHTArOHUCT WM OOpaTHBIN aroHucT H3 penentopa, Kak MpeanoiaraiT, sBIISIeTCs
TMOJIE3HBIM JIJ11 TPO(DUITAKTUKY U JIEUEHUs] PACCTPOUCTB CHA U COCTOSIHUIA,
COIPOBOXAAIOIIMXCS PACCTPOICTBOM CHA.

Y kpsic BBeAeHUe Tuonepamuaa wim GT-2331, KOTOPBIH SBIISIETCS AHTATOHUCTOM WIIU
0OpaTHBIM aroHUCTOM TMCTaMUHA H3, jieunT HapylleHus, CBI3aHHbIE C HECIIOCOOHOCTBIO K
o0yuenwuro (LD), runepkunesuett u aeduuutom BHUManus (ADHD) (cMm., Hanpumep, Life
Science, Vol.69, p.469 (2001)). ¥ kpsbic BBeaeHue (R)-(o)-MeTrirucraMmaa, KOTOpbId
ABJISIETCS] ATOHUCTOM I'MCTaMUHOBOT0O H3 penenrtopa, yxyamaeT ciocCOOHOCTb K
PACIIO3HABAHUIO U OOYUEHHUIO B UCIIBITAHUM PACIIO3HABAHUS OO BEKTA U UCTIBITAHUU
ITACCUBHOTO MPENSTCTBUS.

C npyroi cTopoHbl, THONIEPAMHUI, KOTOPbIN SIBISETCS AHTATOHUCTOM MJIM OOPATHBIM
ArOHMWCTOM rucraMuHa H3, BoccTaHaBIMBAET yXyALLIEHUE TAMSITH, BBI3BAHHOE
JIEKAPCTBEHHBIM CPEJICTBOM CKOITOJIAMUHOM B UCTIBITAHUM UHIYKLUUKA AMHE3UH,
J10303aBUCUMBIM 00pa3oM (cM., HarpuMmep, Pharmacology, Biochemistry and
Behavior, Vol.68, p.735 (2001)).

Takue OTKPBITUS TAIOT OCHOBAHMSI ITPEAIIOIOKUTh, YTO AHTATOHUCTHI WIIM OO pATHBIE
ArOHUCTHI TUCTAMUHOBOTO H3 penentopa MOTYT OBITh IMOJIE3HBI AJIsI MPO(PUITAKTUKH U
JICYeHUsI HECTIOCOOHOCTH K 3aIIOMUHAHMIO/00yUeHHIO U 3a00JIeBaHNH,
COIPOBOKAAIOLINXCS] HECTOCOOHOCTHIO K 3aIIOMUHAHUIO/00YUEHHIO, TAKUX KaK 0OJIe3Hb
Aunprreiimepa, 60me3Hp [TapkMHCOHA WM pacCTPOUCTBO AedunuTa
BHUMAaHMUS/TUTIEPKUHE3UMU.

ITosTomy coenuHeHue WK Cojib 10 J1000oMy U3 mil.(1)-(45), kak nmpeamnonaraior,
SIBIISIETCS TIOJIE3HBIM TSI MPO(PUITAKTUKY U JICUEHHUS] HECITOCOOHOCTH K
3aITOMUHAHUIO/00YUYEHHUIO U 3200JI€BAHUI, COTIPOBOXKIAIOIIMXCS HECTIOCOOHOCTHIO K
3aIIOMUHAHUIO/00YUYEHHUIO.

V KpbIC MHTPABEHTPUKYJISIPHOE BBEICHHUE TMCTAMUHA MTOIABJISET MUIIEBOE NTOBEJECHUE,
YTO AAET OCHOBAHUS PEAIIOI0KUTh, UTO TUCTAMUH IIPUHUMAET y4aCTUE B PETYIALUU
IUILIEBOTO MOBEACHUS (CM., Harpumep, Journal of Physiology u Pharmacology Vol.49, p.191
(1998)). AercTBUTEIBbHO, TUOTIEPAMU, KOTOPBIM SIBIISIETCS AHTATOHUCTOM WJIM OOPATHBIM
arOHMWCTOM rucraMuHa H3, moaaBisieT nuieBoe MoBeACHUE J0303aBUCUMBIM 00pa3oM, a
TAKXKE CIIOCOOCTBYET BBICBOO OX/ICHUIO MHTPALEPEO PAIIBHOTO TUCTAMUHA (CM.,
Hanpumep, Behavioral Brain Research, Vol.104, p.147 (1999)).

Taxue OTKpBITHS JAIOT OCHOBAHUS ITPEAIIOI0KUTh, YTO TMCTaMUHOBBIE H3 penentopsl
MIPUHUMAIOT YYaCUE B PETYJISILMU [TMIIEBOTO MTOBEAECHUS U UTO AaHTATOHUCTHI WIM OOpaTHbIE
aroHUCTHI TUCTaMUHa H3 MOTYT OBITh ITOJIE3HBIMU J151 TPO(PUIIAKTUKY U JICUCHUS
3a00J1eBaHui OOMEHA BEIIECTB, TAKUX KaK HapyLIEHUE TMIIEBOTO NTOBEAECHHUS, O)KUPEHUE,
caxapHbIN 1Ua0eT, KaXeKCHUsl U TUIIEPIIUIIUIEMUSL.

[TosTomy coenuHeHue WK CoJib 10 J1000oMy u3 mil.(1)-(45), kak nmpeamnonaraior,
SIBIISIETCS TIOJIE3HBIM TSI MPO(PUIAKTUKY U JICUECHHUS TAKUX 3200JIeBaHUI OOMEHa BEILECTB.

Y kpsic BBeaeHuUE (R)-(0)-METUITUCTAMUHA, KOTOPBIH SIBJISIETCS ATOHUCTOM
rucramMuHoBoro H3 penenTopa, cHUXaeT 6a30B0O€ TMACTOIMUECKOE TaBICHHUE
J10303aBUCUMBIM 00pa3oM. Takoe 1eHCTBUE AHTATOHU3UPYETCS TUOTIEPAMUIOM, KOTOPBIN
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SIBJISICTCSI aHTATOHUCTOM WJIM OOpAaTHBIM arOHUCTOM TucTamMuHa H3 (oM.,
HanpuMep, European Journal of Pharmacology, Vol.234, p.129 (1993)).

Taxue OTKpPBITHS JAIOT OCHOBAHUS MTPEATIOI0XKUTh, UYTO TUCTAMUHOBBIE H3 pernientopbl
MIPUHUMAIOT YYaCTUE B PETYJISIMM JaBICHUS KPOBU, CEPICUHBIX COKPAIIEHUN U MUHYTHOTO
CEePACYHO-COCYIUCTOTO BHIOPOCA U YTO AarOHUCTHI, AHTATOHUCTHI UITK OOpaTHBIE ar OHUCTBI
ructaMuHoBoro H3 perientopa MOTYT OBITH TOJIE3HBIMU IS PO (UITAKTUKY U JICUCHUS
3a00JIeBaHUI CUCTEMBI KPOBOOOpAIIEHUS], TAKUX KaK THIIEPTEH3US U Pa3IMUHbIC
po0JIeMbl cepALaA.

[TosTomy coenuHeHue WK Cojib 10 J1000oMy u3 mil.(1)-(45), kak npeanonaraior,
SIBJISICTCS TTOJIC3HBIM JIJTsI MPO(MUIIAKTUKY U JICUECHHUST TAKUX 3a00JICBAHUN CUCTEMBI
KpOBOOOpAllIeHHUS.

V MblIIieit THoTiepaMul, KOTOPBIN SBIISIETCS AHTATOHUCTOM WIIM OOPATHBIM arOHUCTOM
ructamuHa H3, moaBisieT CyqoporH, BhI3BAHHBIC CTUMYJISIMEN JIEKTPOIITIOKOM, WITH
SMUJIETITUUECKUE yIaphl, BBI3BAHHBIC TICHTUIEHTeTpa3onoM (PTZ), m10303aBUCUMBIM
o0OpazoMm, (cM., Harmpumep, European Journal of Pharmacology, V p.129 (1993),

u Pharmacology, Biochemistry and Behavior, Vol.68, p.735 (2001)).

Taxue OTKPBITUS AIOT OCHOBAHUS MTPE/IIOIOKUTh, YTO AHTATOHUCTHI WIIK OOpaTHBIC
ArOHUCTHI TUCTaMUHA H3 MOTYT OBITh MTOJIE3HBIMHU 151 TPO(PUITAKTUKY U JICUCHUS
STUJICTICUM UJIW EHTPAJIBHBIX CYA0POT.

[TosTomy coenuHeHue WK Cofib 10 J1000oMy u3 mil.(1)-(45), Kak nmpeanonaraior,
SIBJISICTCS TTOJIE3HBIM JIJTSI MPO(MUIAKTUKY U JICUSHUST TAKOMN STUJICTICHY WITA IIEHTPATbHBIX
CyZIOpOT.

WNubMu ciioBamu, HacTosIIIee M300pETEHNE, KPOME TOTO, 00ECIIeUnBaET CPEICTBO IS
MpOoPUITAKTUKY WU JICUCHUS 3200 1eBaHUsI OOMEHA BEIECTB, 320 0JIEBAHUS CUCTEMBI
KpOBOOOpaIlleH!s UK 3a00JIEBaHUSI HEPBHOM CUCTEMBI, COepKalllee B KaUeCTBE
AKTUBHOI'O MHTPEAUEHTA COEAUHEHUE 1O JTIt00oMy U3 NIL(1)-(45) unm ero
(dhapmaneBTUUECKH TPUEMIIEMYIO COJTb.

B xauectBe 3a001eBaHMsT 0OMEHA BEIIECTB MOXHO yKa3aTh, 10 MEHBIIEH MEpe, OJTHO
3a0oJieBaHue, BHIOpAHHOE U3 TPYIIITHI, BKITIOYAOIIEH OKUPEHUE, CaXapHBI JUA0ET,
HapYIIEHUSI TOPMOHAJIBHON CEKPENUH, UTIe PIIUITUIEMHUIO, TIOAATPY U OKUPEHHUE TICUCHHU.

B xauectBe 3a001€eBaHUST CUCTEMBI KPOBOOOpAIIEHUSI MOYKHO YKa3aTh, IO MEHbIIIEH
Mepe, OHO 3a00JIeBaHNe, BRIOPAHHOE U3 TPYIIIIbI, BKITFOUAIOIeHd CTEHOKAPIUIO, OCTPYIO U
3aCTOMHYIO CePJIEYHYIO HEOCTATOUYHOCTh, MH(DAPKT MUOKAP/Ia, KOJTbIEBUIHBIN
apTEPUOCKIIEPO3, TUTIEPTEH3HUIO, 340 0JIeBaHKE TTOUEK U HAPYIIEHUE ATIEKTPOJIMTHOTO
Oananca.

B xauectBe 3a001eBaHNST HEPBHOM CUCTEMBI MOXHO yKa3aTh, IO MEHBIIIEH Mepe, OTHO
3a00JieBaHue, BLIOPAHHOE U3 TPYIIIbI, BKIIIOYAIOIIEH PACCTPOMCTBO CHA, 3a00JI€BaHKUE,
COIPOBOXIAIOIIEECS PACCTPOUCTBOM CHa, Oyumuto, adpheKTUBHOE PacCTPOUCTBO,
SMUJICTICUIO, IETTMPUO3HBIN CHHAPOM, IEMEHIIUIO, PACCTPOUCTBO AehUIUTa
BHUMAaHUS/TUIIEPAKTUBHOCTH, YXYAIIICHHUE IMaMsITH, 00JIe3Hb Alblreiimepa, 00Ne3Hb
[TapkuHCOHA, KOTHUTUBHOE PACCTPOMCTBO, IBUTATEIIbHOE PACCTPONUCTBO, JU3ECTE3HUIO,
JTIU30CMHUIO, PE3UCTEHTHOCTh K MOPGUHY, HAPKO3aBUCUMOCTD, AJTbKOTOJIbHYIO 3aBUCIMOCTh
U TPEMop.

B xauectBe 3a001eBaHUST HEPBHOM CUCTEMBI MOXKHO TaK)Ke YKa3aTh, 10 MEHBIIICH Mepe,
OJIHO 3a00J1€BaHMe, BBIOpAHHOE U3 T'PYIIIbI, BKIIIOUAOIIENH UIMOITATHYECKYIO
TUTIEPCOMHHUIO, TIOBTOPSIIOLIYIOCS BPEMSI OT BPEMEHH TUTIEPCOMHUIO, BPOXKIEHHYIO
TUTIEPCOMHUIO, HAPKOJIETICHIO, TIEPUOIMIECKOE TBHKEHUE KOHEUHOCTEN BO CHE, CUHIPOM
aItHOE BO CHE, HapYIIEHUE MPKATHOTO PUTMA, CHHIAPOM XPOHUUECKOMN YCTaIOCTH,
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HapyieHue OpicTporo cHa (REM-cHa), crapyeckyro OECCOHHMILY, HAPYIIICHHE CAHUTAPHBIX
HOPM CHa Y pabOTAaIOIUX B HOUHYIO CMEHY, UAMOTIATUUECKYIO0 O€CCOHHMUILY,
MTOBTOPSIFOIIYIOCS BpeMsi OT BpEMEHH OECCOHHMILY, BPOKIACHHYIO OECCOHHMUITY, IETTPECCHIO,
OIIYIIIEHUE TPEBOTHU U ITU30(PpEHUIO.

CoeauHeHue Ui coilb Mo JI00oMy U3 NIL(1)-(45) MOKHO UCTIOIB30BATh B COUYETAHUM C
COIYTCTBYIOIIMM JIEKAPCTBEHHBIM CPEICTBOM. VIHBIMM CITOBAMMU, HACTOSIIIIEE U300 pETEHUE,
KpOME TOTr'0, 00ECTICUNBAET CPEICTBO ISl MPOGUITAKTUKY WUITH JICUCHUS 3200JIeBaHUS
0oOMeHa BelIeCTB, 3a00JIEBaHUsI CUCTEMBI KPOBOOOPAIIEHHS WU 3a00JIEBAHUSI HEPBHOM
CUCTEMBI, COIEpPXKaIllee B KAUECTBE aKTUBHBIX UHI'PEJIUEHTOB COEAUHEHUE 110 JTI000MY U3
. (1)-(45) vy ero (papmarneBTUUECKH MTPUEMIIEMYIO COJIb M COITYTCTBYIOIIIEE
JIEKAPCTBEHHOE CPEACTBO. B 3TOM ciiyuae nmpuMepbl COMYTCTBYIOLIETO JIEKAPCTBEHHOT O
Cpe/CTBA BKIIOUAIOT aHTUIUAOETUYECKUE CPENICTBA, CPEICTBA, CHIKAIOIINE YPOBEHD
JIMMIA0B, AHTUTUTIEPTEH3UBHBIE CPEJICTBA U CPEJICTBA MPOTUB OKUPEHU. MOKHO
COUeTaTh JIBA WIM O0JIee TAKUX COMYTCTBYIONIMX JIEKAPCTBEHHBIX CPEACTB.

B xadectBa Takoro cpeacTBa s MPOQPUIAKTUKY WU JICUSHUS 00ECTIEeYMBACTCS TAKKE
CPeACTBO ISl TPO(DUITAKTUKY U JIeUueHUs 3a00JIeBaHNsI 0OMEHa BEIIeCTB, 3a00JIeBaHUS
CHUCTEMBI KPOBOOOpaIeHHUs WK 3a00JIEBaAHUSI HEPBHOM CUCTEMBI, BKITIouaroiee (i)-(iii):

(i) coequnreHuUe 110 JTF00oMY U3 TI1.(1)-(45) wim ero apmareBTUUECKU TPUEMIIEMYIO
COJIb;

(i) OAHO WJIM HECKOJIbKO COEAUHEHUI, BRIOPAHHBIX W3 TPYIIIIbI, BKIOUaOIIeH (a)-(g):

(a) aHTAarOHUCT WM OOpaTHBIN ArOHUCT TUcTaMuHa H3, oTianyHbIl OT (i),

(b) buryanun,

(c) aronuct PPAR,

(d) uHCynMH,

(e) comaToCTaTHH,

(f) ~HTMOUTOP O-TJTTIOKO3U1A3bI U

(g) cpencTBa, yCWIMBAIOIINE CEKPELMIO UHCYJIMHA; U

(iii) papMaLEBTUYECKHU MMPUEMIIEMBbI1 HOCUTEIb.

Jlanee oOBSICHSIETCS TEPMUHOJIOTHSI, UCTIOJIb3yeMasl B HACTOSIIIEM OMUCAHUH, a 3aTEM
OoJiee MoAPOOHO OIMUCHIBACTCSI COEAUHEHUE, OTHOCSIIIEECS K HACTOAIIEMY U300 PETEHUIO.

"ApuibHas Tpynma’ 03Ha4aeT yrileBOIOPOTHYIO KOIBIEBYIO apUIIBHYIO TPYIIITY,
cozepxalryro 6-14 aToMOB yriiepojia, TaKyro Kak GeHWT, HaQTu1, OUPESHWT WU aHTPUIL.

"Husmas ankuibHas rpymmna’ 03Ha4aeT JMHEWHYIO WA Pa3BETBICHHYIO AJIKWIBHYIO
rpynimy, CoAepKamyto 1-6 aToMOB yriiepoa, HapuMep METUII, 3TUIL, ITPOTIUJI,
W30TPONWI, OYTUII, U300yTHII, BTOP-OYyTHII, TPET-OYTUJI, HEHTUJI, U30aMWJI, HEOTIEHTUII,
u3oneHTwl, 1,1-numetunnponui, 1-MeTwioyTul, 2-MeTuI0yTui, 1,2- TMMETUIIIPOTIUII,
T€KCHII, M30TeKCHII, 1-MEeTWITIEHTWI, 2-MEeTWIIICHTHII, 3-MeTHIIIICHTHI,
1,1-mumetunoyTun, 1,2-muMeTunoyTui, 2,2 IMMeTUI0 YT, 1,3- TMMEeTHUIIOyTHIT,
2,3-gumeTunoyTui, 3,3-IuMeTWIOyTUl, 1-3TUun0yTui, 2-3TunoyTui, 1,2,2-TpUMeTUIIP O
WK 1-3TWI-2-Me TUITPOIIUIL.

"LluknoankuibHas rpyma, coaep:xamas 3-9 arToMoB yriepoaa" 03HayaeT, HAIPUMED,
UKJIOTTPOTIWI, HIMKJIOO yTWIT, UUKIOTIEHTHIT, [UKIIOTEKCUI, IMKIIOTENTHI, IMKIIOOKTHIT WU
UKJIOHOHUII.

"AJIKOKCUTpYIIA" 03HAYAET I'PYIIIY, I'/Ie AaTOM BOJOPOAA THAPOKCUTPYIIIIBI 3aMEIleH
YKa3aHHOW BBIIIIE€ HU3IIEW aJIKWILHON I'PYIIION, HAIIPUMEDP METOKCH, ITOKCH, IIPOIIOKCH,
U30IPOIOKCH, OYTOKCH, BTOP-OYTOKCH, TPET-OyTOKCH, IEHTUIIOKCU, U30TICHTUIIOKCH,
FEeKCWJIOKCH WJIN U30TEKCUITOKCH.

"AnKuicynb(GOHWIbHAS TpyIIa” O3HAYACT T'PYIIIY, IJIe YKa3aHHAS BBIIIIEC AIKAITbHAS
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rpynmna o0beIMHeHa ¢ CYIb()OHWIOM, HATPUMEP METUIICYIb(MOHUII, ITUIICYTH(HOHNUT,
MIPONUIICYIb(OHUIT, U30TTPOTTMIICYTE(MOHUT WA Oy TUIICYTb()OHMIT.

" ANKUWICYyTb(pOHWIAMUHOT PYIIIA" O3HAYAET I'PYIIY, /1€ OJWH U3 aTOMOB BOJOPO/a
AMUHOTPYIIIIBI 3aMEIIECH YKAa3aHHOM BBIIIE AIKWICYIb()DOHUIBHOM IPYIION, HATTPUMED
METHIICYIb(OHMIAMUHO, STUICYIb()OHMIAMUHO, TP OMUIICYIb(POHUITAMUHO,
U30TPONWICYIH(POHIWIAMUHO, OYTHICYTb()OHUAMUHO, BTOP-O0YTUIICYIH(OHUITIAMUHO,
TpeT-OyTUICYIb(OHMWIAMUHO, N-METUIIMETUICYTb(OHUITAMUHO,
N-MeTWIITUICYIb(POHUIAMUHO, N-METUIITPOTTICYTb(MOHUIAMUHO,
N-MeTUIH30I pONUICY Tb(HOHMIAMUHO, N-METUIIOY TUIICYTh(OHUIAMHHO,
N-MeTUI-BTOp-0y TUIICYTb(OHUTAMUHO, N-METUI-TPET-Oy TUIICYTb()OHUITAMUHO,
N-sTunmeruincynbGoHUITAMUHO, N-3THI-3TUIICYTb(POHWIAMUHO,
N-3TunnponuicynbHoHUIAMUHO, N-3TUIIM30PONWICYIb(OHUIAMUHO,
N-3TunOyTHICYTb(OHWIAMUHO, N-3TUII-BTOP-0Y TUIICY Ib(DOHUTAMHHO UITH
N-3Tun-Tpet-0yTuiacynb(hOHUIAMHHO.

"HMK10(HU3IIHIA aTKWIT)CYTb(QOHWTbHAS TPYINA" O3HAUAET TPYIIY, I7Ie YKa3aHHas
BBIIIE "IMKJIOAJIKWIbHAS TPYIIIa, coaepxkaliuas 3-9 aToMoB yriiepoaa" o0beIMHEeHa C
CyNb(OHUIOM, HAIPUMED UUKIOTPOTIMIICYIB(OHMUII, IUKIIO Oy TUICYTB(OHUI,
LMKJIOTIEHTUIICYIb(OHMIT, UKIIOTEKCUIICYIB(POHII, HUKIOTEITUIICYIb(MOHU,

UKJIO OKTUJICYIB()OHMIT WITA HMKIIOHOHWICYIb()OHWMII.

"ApanKkuibHas rpymnma’ 03HayaeT CPYILy, I/1e yKa3aHHas BbIIIEe HU3IIAS aJTKUIbHAS
rpynmna CoAepKUT OAHY U3 YKA3aHHBIX BBIIIE APWIbHBIX I'PYIIIL, T.€. OCH3MUII,
1-benmnatun, 2-beHWIdITI, 1-HADTUIMETHIT WITH 2-HADTUIMETHIL.

"I'eTepoapwibHas rpynna’ o3HadaeT S-7-4JICHHOE MOHOLMKIIMYECKOE KOJIBLO,
conepxauiee 1-3 rerepoatoma, BBIOPAHHBIX U3 TPYIIIBL, COCTOSIEN U3 KUCIOPOAA, CEPBI U
a30Ta, WK OUIMKIMYECKOE KOJIBIO, IIe MOHOLUMKINIECKOE KOJIbIIO KOHIEHCUPOBAHO C
OEH30JIbHBIM KOJIBILOM WIM TUPUAMHOBBIM KOJIBLOM, HATIPUMEDP (YpHIT, THCHWUII,
MAPPOJINI, UMUIA30JIUII, TPUA30JINI, THA30JINI, TUAIUA30JIUII, U30TUA30JINII, OKCA30JIUII,
W30KCA30JIWII, IMPUANI, TUPUMUAUHWIL, TUPUAAZUHWIL, TMPA30JIWIT, TUPAAUHWII, XUHOJIWII,
W30XUHOJIWJI, XMHA30JIMHWII, XUHOJIUIMHWII, XMHOKCAHWJI, LIMHHOJIWMHWII, O€H30MMHUIA30IUI,
uMHaa3onMpuani, 6ensodypanmi, HahTuIMaeHW, 1,2-6eH30M30KCa30IIuUII,
O€eH30KCa30J111, OEH30TUA30IWII, OKCA30JIOTMPUINIT, IMPUTOTHAZOIIN,
W30TUA30JIOTTUPUINIT UIIK OEH30TUEHMII.

"AToMm rayjorena" o3Hauaet Gprop, XJIop, OPOM WU HO/I.

"AJKOKCUKapO OHWIIAMUHOTpyITA" O3HAYAET TPYIITY, TJ1e OJAWUH U3 ATOMOB BOJOPO/IA B
AMUHOTPYIIIE 3aMEIIEH YKa3aHHOM BBIIIE aJIKOKCUKAPOOHWIBLHOU FPYIIION, HAITpUMEpP
METOKCUKapOOHWIAMUHO, 3TOKCUKAPOOHMUIAMUHO, TPOITOKCUKAPOOHUIAMUHO,
U30IPONOKCUKAPOOHUIIAMUHO, OYyTOKCUKAPO OHUITAMUHO, BTOP-0YyTOKCUKAPOOHWIAMUHO,
TPeT-0yTOKCUKAPOOHMIIAMUHO, IEHTWIOKCUKAPOOHUIIAMUHO,
N-METHUIMETOKCUKAPOOHUIIAMUHO, N-METUIITOKCUKAPOOHUIIAMHHO,
N-METUIIPONOKCUKAPOOHUIIAMUHO, N-METUIIU30IIPONIOKCUKApOOHUIAMUHO,
N-MeTUIOYTOKCUKAapO OHUIIAMUHO, N-METHII-BTOP-O0yTOKCUKAapO OHUITAMUHO,
N-MeTUII-TpeT-0yTOKCUKAPO OHWIIAMUHO, N-3TUIIMETOKCUKApO OHUIIAMUHO,
N-3TUII3TOKCUKApOOHMIAMUHO, N-3TUIIITPONIOKCUKAPOOHUIAMUHO,
N-3TUIU301pONOKCUKAapOOHMIAMUHO, N-3TUII0yTOKCUKapOOHMUIAMUHO,
N-3Tui-BTOp-0yTOKCUKApOOHWIT aMUHO WU N-3TUII-TpeT-O0yTOKCUKapOOHUIIAMUHO.

"T'mppokcHalikWiibHas rpynmna’ 03Ha4aeT TPyILy, IAe OJJUH U3 AaTOMOB BOJOPOJA B
YKa3aHHOW BBIIIIE HU3IIEW aJIKWILHON IPYIIIE 3aMEIEeH THAPOKCUTPYIIIION, HAIIpUMED
TUAPOKCUMETUII, TUAPOKCUITUIL, |-TUAPOKCUIIPOIINI, 1-TUAPOKCUITHI, 2-TUAPOKCUITPOTIUIT
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WM 2-TUAPOKCH- | -METHIIITUIL.

"['pynna MOHO-HU3IINN aJIKWIKapOaMown" o3Ha4YaeT rpymiy, rae kKapoamMouinbHas
rpyI1a sBIsieTCsI MOHO3aMEIIEHHOM YKAa3aHHOW BBIIIIE HU3IIEN aJIKUIbHOMN IPYIIION,
HaIlpuMep METUIIKapOaMoui, STUIKapOaMoui, IponuiKapoamMou,
u3onponuikapdaMmons, OyTHIkapOdaMous, BTOp-OyTHIIKapOaMOWIT WITH
TpeT-OyTunkapoaMouIt.

"I'pynna nu-HU3MMA ankuiIkapbaMoun" o3HauaeT KapoaMoull, KOTOPBIH SIBIISETCS
JIM3aMeIIEHHbIM OJIMHAKOBBIMH WIM OTIMYHBIMU APYT OT APYra HU3LIMMH AJIKWUIIbHBIMU
rpymamu. [Ipumepamu "Tpynn 1u-HU3IINN aTKUIKapOaMOWt" sIBISIOTCS
TUMETUIKapOaMOWI, TUITUIIKAPOAMOWIT, STUIIMETUIIKAPOaMOUII, TUITPOUIKApOaMOWII,
METUITPOINUIKAPOAMOWII Y TUM30IIPOTTMIIKApOaMOWII.

"['pynmna Qu-HU3MMK aJKUIKapOaMoul'" TaKkKe BKIIOUAET 5-8-4JIEeHHOE
MOHOIMKIIMYECKOE KOJIbLIO, 00 pa30BaHHOE ATOMOM a30Ta, O0OPa3yIOIIUM KapOaMOUIIbHYIO
rpynmy, 00beIMHEHHBIM C OJJMHAKOBBIMHU WJIM OTJIMYHBIMU IPYT OT APYyra HU3LIUMHU
AJIKWJIBHBIMM CPYNIIaMH, WK OULUKIMYECKOE KOJIBLO, C KOTOPBIM KOHJAEHCUPOBAHO
MOHOLMKIIMYECKOE KOJIBLO C 00pa30BaHUEM OEH30JbHOI'O KOJIbLA WU IMPUAUHOBOTO
KoJbLa. KOHKpPETHBIMM ITPUMEPAMH SABIISIFOTCSI TPYIIIbI, TPEACTABIIEHHBIE CJIETYIOLIMMU
dhopmynamu.

O

oy Foo o

"AJNIKAIAaMUHOTpYMIA" 0O3HAYAET TPYIILY, [Ae AMUHOTPYIINA SIBIISIETCS
MOHO3aMEIIEHHOW YKa3aHHOM BBIIIE HU3LIEH aJIKWIBHOW I'PYIIION, HAIIPUMED
METUJIAMHUHO, 3TWIAMHHO, TPONUWIAMHUHO, U30TTPONUIIAMUHO, OYTUIIAMUHO,
BTOP-OYTUIIAMUHO WJIM TPET-OYTUIIAMHUHO.

"JlnanKuiiaMMHOTpyIna" O3Ha4yaeT IPyILy, IAe aMUHOTPYIIIA SABJISETCA AU3aAMEILIEHHON
OJIMHAKOBBIMHU WJIX OTJIMYHBIMU APYT OT APYTra HU3LIMMU AJKUIIbHBIMU I'PYIIIIAMH,
HAIlpUMEP IUMETUIIAMUHO, JUITWIAMHUHO, TAIIPONMIAMUHO, METUIIIIPONUIIAMUHO WIIU
JAVN30IIPOIMIIAMUHO.

"AMUHOAIIKWIIBHAS TpyNIa" 03HAYaeT T'PYIILY, IJe OJWH U3 aTOMOB BOJOPOA,
00pa3yrolmMx yKa3aHHYIO BbILIE ATKUIBHYIO TPYHITY, SIBISETCS 3aMEIIEHHbBIM
AMUHOTPYIIIION, HAIIPUMEDP AMUHOMETUJI, AMUHOITHII WIIA AMUHOIIPOTIIL.

"AJKaHOWIbHAS TPYINA" O3HAYAET CPYIITY, I/Ie YKa3aHHAs BbIIIE aJIKUIbHAS TPYIIIa
00BeIMHEHA C KAPOOHWIBHOM IPYIION, HATTPUMEP METUIKAPOOHWI, ITIKapOOHUI,
MPONUIKAPOOHWUI WIK U30TIPOTIMIIKAPOOHMIL.

"AKaHOWJIAMUHOTpyNIa" O3HAYaeT TPYIILY, TJe YKa3aHHAS BBILIE AJIKAHOUIbHAS
rpynmna o0beIMHEHA C aMUHOTPYIIIION, HATPUMED ALETUIAMUHO, TPOITAHOWIAMUHO,
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OyTaHOWIAMUHO, IEHTAHOWIAMHUHO, METUIIALIETUIIAMUHO, N-METUIIITP OTTAHOMIIAMHUHO,
N-MeTunOyTaHOWIaMHUHO, N-METUITIEHTAHOWIAMUHO, N-3TUIaleTUIIAMUHO,
N-stunnponaHouIaMuHO, N-3THI0yTAHOUIAMUHO WU N-3TUITNIEHTAHOWIAMUHO.
"MOHO(HM3IIMI aJIKWJI)aMUHOKAapOOHWIOKCUTpyNIIa" 03Ha4aeT KapOOHUIIOKCUTPYIIITY,
MOHO3aMEIIEHHYIO YKa3aHHOM BBIIIE HU3ILIEH aJIKWIBHONW I'PYIIIION, HAIIpUMED

MeTI/IJ'IaMI/IHOKap6OHI/UIOKCI/I, BTHJIaMI/IHOKap6OHI/UIOKCI/I, HpOHI/IHaMI/IHOKap6OHI/IHOKCI/I NI

U30TIPONMIAMUHOKAPO O HUITOKCH.

" [In(HU3IIWHA aTTKWT)aMUHOKApOOHWIOKCUTpyIa” 03HavyaeT KapOOHMWIOKCUTPYIIITY,
JIM3aMEIIICHHYIO YKa3aHHBIMU BbIIIIE€ HU3IIMMU aJIKWIbHBIMU FPYHIIAMU, HATIPUMEDP
JTUMETUIIAMUHOKAPO OHUIIOKCH, NI TUIIAMUHOKAPO OHUITOKCH,
JTUU30TPONIMIIAMUHOKA PO OHUITOKCH WITH 3 TUIIMETWIAMUHOKAPO OHUITOKCH.

"ANKWITHOTPYIA" O3HAYAET I'PYIITY, I/Ie yKa3aHHAs BbIIIE aJKUIbHAS TPYIIa
00beIMHEHA C AaTOMOM Cepbl, HAIIPUMEP METHUIITHO, STUITHO, TIPOTIUIITHO WU
U30IPOIUITHO.

"[luknoankokcurpymmna" o3Ha4aeT IPyIILy, IAe aTOM BOJIOPOAA TUAPOKCUTPYIIIIbI
3aMelleH UMKIOAJIKWIBHOM IPYIIION, coaeprkauie 3-9 aToMOB yriiepoaa, HalrpuMep
UKJIOTTPOIIOKCH, IMKIIOOYTOKCH, IIUKJIOTIEHTUIOKCH, IIUKJIOTEKCUJIOKCH WU
UKJIOTEIITUIIOKCH.

"Apunokcurpynmna" o3HauaeT rpyIIy, Ie aTOM KUCI0po1a 0OBEIMHEH ¢ YKa3aHHOM
BBIIIIE APUITLHOM TPYIITON, HampuMep (PeHOKCH, HapTaTHUH- | -UTTOKCH WITH
Ha(TaIMH-2-UTOKCH.

"['eTepoapwIOKCUrpyIIIa" 03HavaeT rpyIlly, I1€ yKa3aHHas BhIIEe eTepOapuiibHast
rpynmna o0beIMHeHA C OKCUTPYIIION, HapuMep rpynna ¢ypaH-2-UIoKcH,
dbypan-3-unoxcu, TuodeH-2-unokcu, Tuoden-3-mnokcu, 1 H-muppoi-2-unoxceu,
IH-tmuppon-3-unoxen, 1 H-umunaszon-2-unokcu, 1H-umnna3omn-4-unokcwy,
3H-umunazon-4-wnokeu, 4H-[1,3,4]tpuazon-3-unokcu, 2H-[1,2,4]tpra3zon-3-uiokcu,
1H-[1,2,4]Tpna3o-3-wioKCcH, THA30JI-2-WIOKCH, TUA30JI-4-UIOKCH, TUA30JI-5-UIOKCH,
MUPUIUH-2-UITOKCH, TUPUIUH-3-WIOKCH, TUPUIUH-4-UIOKCH, TUPUMHUIUH-2-UIOKCH,
MUPUMUIIH-4-WITOKCH, TUPUMUIUH-S-UITOKCH, TUPUIA3UH-3-UITOKCH,
nupuaasuH-4-wiokcu, 2H-nupason-3-wiokeu, 1H-upazon-4-umokeu,

1 H-ntupazonun-3-0kcu, MUpa3uH-3-WIOKCH, MUPA3UH-4-UIOKCH, XUHOJIMH-2-UITOKCH,
XWUHOJIMH-3-UI10KCH, XUHOJIMH-4-UJTOKCH, U30XUHOJIMH- | -UJTOKCH, U30XUHOJIUH-3-UITOKCH,
U30XUHOINH-4-MIIOKCH, XUHA30JIMH-2-WIOKCH, XUHA3OJINHWI-3-WIOKCH,
XUHOKCAJIMH-2-UI1O0KCH, XUHOKCAJINH-3-UI1O0KCH, IIMHHOJIMH-3-UI10KCH, ITMHHOJIMH-4-UITOKCH,
1H-6en3zumuaazon-2-unokcu, 1 H-umunazo[4,5-b]nupuaun-5-unoxcy,
1H-umunaso([4,5-b]mupunun-6-wiokcu, 1 H-umunazo[4,5-blaupunut-7-umokcu,
0en3o[d]uzokca3on-4-miokcu, oen3o[d]u3okca3oi-5-UIoOKCH,
0eH30[d]u3oKca3on-6-mIoKkcH, 0eH30KCca30JI-4-MIOKCH, OEH30KCa30JI-5-WIOKCH WU
OEH30KCa30J1-6-UITOKCH.

"['eTepoapwiaiKwibHas rpynmna’ oO3HayaeT I'pyIiy, IAe yKa3aHHas BbIIIE
reTepoapuibHas rpymmna o0beAMHEHA C YKa3aHHOM BBIIIE AJIKWIbHOM TPYIIION, HAIIPUMED
bypan-3-unmertui, pypan-2-unMeTwi, GpypaH-3-uiaTui, GypaH-2-uisTui,
dbypan-3-unnponui, GpypaH-2-WImpoIuI, THOGEH-3-UIMEeTUI, THO(hESH-2-UITMETHIT,
TUO(EH-3-UIITUIT, TUO(PEH-2-WIIITHIT, THO(PEH-3-WITPOIUII, THO(EH-2-UITPOTIUII,
1H-iuppoun-3-wnimernn, 1H-uppon-2-unmerni, 1H-muppoin-3-wiatui,

1 H-muppon-2-unstui, 1H-muppon-3-unnponwn, 1H-nuppon-2-unnponu,
1H-umunazon-4-unmetwi, 1 H-umunazon-2-wmmetws, 1 H-umunazon-5-uwimern,
1H-mmmnazon-4-nnaytun, 1H-umunazoin-2-wistwi, 1 H-nmunazon-S-nnstun,
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IH-umupazoin-4-unnponui, 1H-umunazon-2-unnponui, 1 H-nmunason-5S-winponui,
1H-[1,2,3]tpuazon-4-unmerui, 1H-[1,2,3]Tpua3oi-S-unmernn,
1H-[1,2,3]tpuazon-4-wistwi, 1H-[1,2,3]Tprazon-5-unstui,
1H-[1,2,3]tpuazon-4-unnponun, 1H-[1,2,3]Tprazon-S-uinponui,
1H-[1,2,4]tpnazomn-3-wnmerui, 1H-[1,2,4]tpua3oi-S-uimertn,
1H-[1,2,4]tpuazomn-3-wistwi, 1H-[1,2,4]Tprazon-5-uistui,
1H-[1,2,4]tpnazon-3-unnponun, 1H-[1,2,4]Tpuazon-5-winponui, THa3o-4-uiMeTwuiI,
THUA30JI-3-WIMETHWI, TUA30JI-2-WIMETWII, TUA30JI-4-WIITWI, TUA30JI-3-UIFTHI,
TUA30J1-2-WI3TWI, TUA30JI-4-WIITPOTWJ, TUA30JI-3-UITIPOIIUIT, TUA30JI-2-UJIIIP OTIHII,
[1,2,4]Tnagua3zomn-3-unmetui, [ 1,2,4]THaana3on-3-uid3Tui,
[1,2,4]Tnanunason-3-winponu, [1,2,4] TMagua3on-5-uiMeTui,
[1,2,4]Tnannasomn-5-wistui, [1,2,4] Tmaguason-S-wirnponus,
[1,3,4]Tnagua3zon-2-unMeTi, [1,3,4]THaana3on-2-uidTuiI Wik
[1,3,4]THanma3omn-2-winponui.

"MoHoapuikapOaMouIbHas rpynmna” o3HavyaeT KapOaMOWIbHYIO TPYIIITY,
MOHO3aMENICHHYIO YKa3aHHOU BBIIIIe apUIBHOM IPYMIIONi, HAITpUMep (peHUTKapOaMOUII.

Hanee 0oyiee moagpoOHO OMUCHIBAETCS COEIMHEHUE, MTPE/ICTABIICHHOE YKA3aHHOM BBIIIIE
dhopmynoii (I), oTHOCsIIIEeCS K HACTOSIIIEMY W300PETEHUIO.

CHauaja pacKpbIBaIOTCS CUMBOJIBI, UCTIOJIb3yeMble B hopmyite (I).

R2 Y\(R1
R3 A N\AI'\ 1,X2
S X

@

[r1e CMMBOJIBI UIMEIOT YKa3aHHOE BBIIIE 3HAUCHUE].

Ar ipeacraBisieT coOoi GpeHw1, MUPUMUIUHWIL, TUPUINIT, THA30JIMI, OKCA30JIUII,
MUPA30JINIL, TUAINA30IUIT WIM TUEHW, T.€. OMBAJIEHTHYIO I'PYIILY, 00pa30BaHHYIO
yJIaJieHueM JBYX aTOMOB BOAOpoAa 13 OeH301a, MIUPUMHUIMHA, IMPUIMHA, THA30J1a,
0KCa30J1a, MMpa3oJia, TUaaMa3oiia Wik THo(eHa, HO U3 3TUX TPYIIT IPEAOYTUTETIbHBIMU
SBIISIEOTCS (DEHWT WM IUPUMUIUHWI, T.€. TPYIINa, 00pa3oBaHHAS YAAJICHUEM IBYX aTOMOB
BOJIOPOAA U3 OEH301a WX TMPUMUIMHA.

Ar MOXeT OBITh 3aMeIleH TAJIOT€HOM, HU3IIUM aJTKOKCH, TUAPOKCH U HU3IIUM AJIKUIIOM.
[TpuMepamu TakoTo TajoreHa sSBIisitoTces Grop, 6poM u xJtop. B xauecTBe HUM3IIETO
AJIKOKCH MOXHO YKa3aTh METOKCH M 9TOKCHU. Taxast Hu3IIas aTKOKCUTPYIIIa MOKET OBITh
JOTIOJIHUTETIBHO 3aMellleHa rajjoreHoM. B kauecTBe HU3ILIEro ajKuila MOKHO yKa3aTh
METHJT U 9THIL.

X! npencrarnser co60it aTOM a30Ta, ATOM CEPBI MITM ATOM KHCIIOPOJIA, HO U3 HUX
MPEATIOYTUTEITBHBIM SIBIISIETCS KUCIOPO/I.

X? npencrasien dopmymoit (I1):

RS
—{CH) N~
b

(n

[rme cuMBOJIBI UMEIOT YKa3aHHOE BhIIe 3HaUeHUe], hopmyioii (I11):
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(CHp) m\
NR®

T
L
(i

[rme cuMBOJIBI UMEIOT YKa3aHHOE BhIIe 3HaUeHUe] wiu ¢popmyrtoit (IV):

(CHZ) m
- ;
R
N

(v [IQ4

[rme cuMBOJIBI UMEIOT YKa3aHHOE BBIIIE 3HAUCHME].
CHauara GymeT OIucaH ciIydait, rae -X° npeacrasiet dpopmyioii (ID).

RS
—{CH) 7N~
Lo

(an

[re cuMBOJIBI UMEIOT YKa3aHHOE BBbIIE 3HAYEHHE].

N O3HAYAET LEJIOE YUCIIO, UMEIOIIEE 3HAYEHUE OT 2 110 4, MPEANIOUYTUTENBHO 3 Wi 4, HO
OoJiee MPeanOYTUTENIHHO 3.

"Hu3IMe anKuWIbHbIE TPYIIIBL', IpeacTaBIeHHble R* u R, WIeHTHUHBI yKa3aHHBIM
BbIlIE. bojiee KOHKPETHO, TaKasl HU3IIAs AJTKWIbHAS TPYIIA MOXKET, HAIIPUMED,
MPEACTABIISATH COOOW METHUIT, ITUIT, TPOTIMII WJIA U30ITPOIIMIL.

"HusIume anKuibHbIe TPYIIIBL', IpeacTaBieHHble R u R, MOTYT GBITh OMHAKOBBIMHU
WIM OTIIMYHBIMU APYT OT Apyra.

"LIMKIJIOQNKWIbHBIE IPYIIBI", IPEICTABICHHBIE R*u R, nieHTHUHBI YKa3aHHBIM BBILIIE.
Taxas IMKIOAIKUIbHAS TPYIIIIa MOKET, HAITPUMED, IPEACTABIISTh COOON HUKIOTTPOIIHI,
LMKIJIOOYTUIT WM T.I1.

R*, R®u atom azora B ykaszaHHOM Bbliie (popmyite (II) MmoryT 0oOpa3oBbIBATH
5-8-4jJ1eHHOE€ MOHOUMKINYECKOE KOIbIO (IOMUMO aToMa a30Ta, CMEXKHOTO C R*u R5,
TaKO€ KOJIBIO MOXET, KPOME TOr'0, COAEPKATh T€TePOATOM, BEIOPAHHBIIM U3 aTOMA a30Ta,
aToMa cepbl U aTOMa Kuciiopoia). [IpuMepaMu MOHOUMKIIMYECKOTO KOJIbIA SBIISTFOTCS
MAPPOJIMANHOBOE KOJIbLO, MTUIEPUIUHOBOE KOJIBLO, TOMOIMIIEPUIMHOBOE KOJIBIIO,
renTaMeTUJIEHUMUHOBOE KOJIBLO, MMUTIEPA3MHOBOE KOJIBLO, MOP(POIUHOBOE KOIBIO U
roMoMOPGOIMHOBOE KOJIBLO.

R*, R’ u aTom azoTa B ykaszaHHo# Bbltie popmyite (II) MmoryT Takxke 0Opa3oBbIBATH
OUIMKIIOKOIBLO. Takoe OMIMKIIOKOJIBIO MPEACTABIAECT COOO0M a3a0UIMKIMYECKOE KOJIbIIO
U SIBJISIETCS HEAPOMATUUECKUM KOJIBLIOM, COIEPKAIIMM B KAUE€CTBE €AUHCTBEHHOTO
reTepoaToMa, 06pa3yIoLIero 3TO KOJIbLO aTOM a30Ta, CBs3aHHbIA ¢ R* u R B ykazanHoM
Boite popmyte (I1). Takoe KONbIO MPEATOYTUTEITLHO COAEPKUT OT 6 10 10 00pa3yronmx
KOJIBLIO aTOMOB, HO 00JIee MPEANIOUYTUTENBHO 7-9 00pa3yroMX KOIbLO ATOMOB.

[TpumepaMy TakKOTO OMIMKIIOKOJIBLA SIBJISIOTCS TPYIIIBI, IPEICTABIEHHBIE
dbopmynamu (V).

T0-©
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QD

(CH,) B yKa3aHHOM BBIIIIE dopmye (1) MoxkeT OBITh 3aMEIIeH HU3IIEH AIKUIIBHOM

rpynmnou, cogepxarieit ot 1 1o 3 aromoB yriiepoaa. [Ipumepamu Takom HU3LIEH
QAJIKWIBLHOM T'PYIIIBI SIBISIOTCS METWII, 3TUII, H-IIPOTIUJI U U30TIPOTIUIL.

Korna X> MPEACTABIISIET COOOM YNy, IPEACTABIEHHYIO YKAa3aHHOM BBILIE
dbopmymnoii (II), TpeANOYTUTEITLHO, YTOOBI N UMEJT 3HAUeHUe 3 Wiu 4, u R*, R® 1 aTom
a30Ta, B3ATbIe BMECTE, 0O PA30BBIBAIIM 5-8-UWIEHHOE MOHOLUMKINYECKOE KOJIBIO (TaKoe
MOHOIMKJIMYECKOE KOJIBIIO MOXKET COJEPKATh B KAUECTBE TPYMIIbI 3aMECTUTEIISI ATOM
rajioreHa Wik HU3IIYIO0 AIKWITBHYIO TPYIITY, KOTOpas MOXKET OBITh 3aMeIleHa TaJIOTeHOM),
W 00pa3oBbIBAIIU 6-10-4JIeHHOE OUIMKIIOKOJIBIO, U OOJIee MPEATIOUYTUTEIBHO, UTOOBI N
uMen 3Hadenue 3 1 R*, R> 1 aToM a30Ta, B3STHIE BMECTe, 00PA30BBIBAIIH 5-8-WICHHOE
MOHOIMKJIMYECKOE KOJIBIO (TAKOE MOHOLUUKIMYECKOE KOJIBIO MOXKET COJEPKATh B
KaueCTBE TPYMIIbI 3aMECTUTEISI ATOM raJIOTeHa WM HU3LIYIO AJIKWIbHYIO TPYMIY, KOTOpas
MOXKeT OBITh 3aMeIlleHa TAJIOTEHOM), WK 00pa30BhIBAIIU 6-10-uIeHHOE OUIUMKITOKOJIBIIO.

Jlasee GyIeT omucaH ciydait, rae -X - npenctasieH dopmytoi (I1D).

/(CHZ)m\
\|\/NR6
(i

[rae CMMBOJIBI UMEIOT YKAa3aHHOE BBIILIE 3HAUYCHUE].

m O3HA4aeT LEJI0e YUCII0, UMerolIee 3HaueHue oT 0 10 4, U3 KOTOPBIX
IIPEATIOYTUTEIIBHBIM 3HAUECHUEM SIBIISIETCA 2 UK 3.

RS npeicTaBiseT co60it HU3IIYIO ATKMIBHYIO TPYIITY WX IMKIOATKHIEHYIO TPYIIITY.

"HusImas anKuibHAs TPyIIIa”, mpejcTaBleHHas RS, WieHTHuHa yka3aHHEIM BBIIIE.
bonee KOHKpETHO, TaKkast HU3LIAS aJKWIbHAS IPYIIIA MOXKET, HAIIPUMED, IIPEICTABIIATD
co0O0W METHII, 3TUJI, IPONWI, OyTWI WM IEHTUIL.

"LIMKI0aIKUIbHAS TPYITA", mpeacTaBIeHHas RS, uienTnuna ykazanHoi BbIITe HU3IIEH
AJIKWJIBHOM IpYyIIIE, HAIIPUMED METHUILY, 3TUILY, IPONUIY, OyTUILY, U30TIPOTIUITY, U300y TUITY,
TpeT-0yTUily, IEHTUILY, U30aMUJTy, HEOIIEHTUNY, 1,1-TuMeTuinponuny, 1-MmeTunoyTuny,
2-MeTUIO0YTUITY, TEKCUITY, U30TEKCUITY, 1-METUIINEHTUY Wi 1, 1-1uMeTunoyTumy.

Korna -X? npexacrasied popmyioii (II1), 1Ba OTIMYHBIX APYT OT Apyra aroma
yrIepo/a U3 aTOMOB YITIepo/a, 06pas3yiomux X2, MOTYT OBITh 06beIMHEHb BMECTE
yepes —(CH2)m1 1- (m11 o3Ha4YaeT HeIoe YUCIo, UMeEroIee 3HaueHue oT 1 10 3) ¢

oOpa3oBaHueM OUIMKIOKOIbLA. [IpruMepaMu TakOTro OUMIMKIIOKOIBIA SBISIFOTCS TPYIIIHI,
npexacrasieHHbe popmynaamu (I11-2).

\< E NH \ NH
\( NH

\

NH
\@m
(I11-2)
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[FIIC CHUMBOJIbI UMCIOT YKA3aHHOC BBIIIIC 3Ha‘{eHI/IC].

Jlaree omvchIBaeTCs cydaii, koraa -X 2 npeacrasieH gopmynoi (IV).

(CHZ) m
- ]
R
N

(1) &4

[rae CMMBOJIBI UMEIOT YKAa3aHHOE BBIILIE 3HAUYCHUE].

m O3HA4aeT LEJI0e YUCII0, UMeroLIee 3HaueHue oT 0 10 4, U3 KOTOPBIX
IIPEATIOYTUTEIIBHBIM 3HAUECHUEM SIBIISIETCA 2 UK 3.

R* 1 R’ MeroT yka3aHHBIE BBIIE 3HAUCHHS, ¥ IIPEANOUTUTEIbHBIE U Goliee
TIPEANOUTHTETbHBIE ACTIEKTHI MACHTHYHBI YKA3aHHBIM BbIIIE acriektaMm R* u R°.

Korma -X? npexacrasieH popmyioii (IV), 1Ba OTIIMYHBIX IPYT OT Apyra aroMma
YIIIeposia U3 aTOMOB YIIIepoaa, obpasyromux X (3a NCKITIOUeHHEM aTOMOB yriepoaa B R
uRS), MOTYT OBITH OOBEANHEHBI BMECTE Yepe3 IPOCTyIo CBsi3b win -(CH )m11- (m11

O3HAYaeT IeJI0e YUCIIO, UMelollee 3HaueHue oT 1 70 3) ¢ 0Opa3zoBaHUEeM OUIMKIIOKOJIBIIA.
[TpumepaMu TakKOTO OMIUKITIOKOITBIIA SBJISFOTCS TPYIIIBI, IPEICTABICHHBIC
dbopmynamu (IV-2).

(1v-2)
[Toe cMMBOJIBI UMEIOT YKA3aHHOE BBIIIIE 3HAUYECHUE].
Korna -X? MPEeICTaBIISIET COOOM OJTHO U3 OUIUKIIOKOJIEN, TPEICTABIIEHHBIX
dbopmynamu(IV-2), mpeanmovYTUTEIbHBIE ACTIEKThI R* 1 R’ uyieHTHYHEI YKa3aHHBIM BBIILIE.

N3 yxazaHHBIX BBIIE ONIPECTICHUNA X? 6oee KOHKPETHO MOXHO yKa3aTb, HAIIPUMED,
2- TUMETUIIAMUAHOITUI, 2- TU3TWIAMUHOA T, 2- IU-H-TIPOTIMIIAMUHOITHII,
2-TUA30TIPOTIMIIAMUHOATHIL, 3-IMMETWIAMUHOIIPOIIWIL, 3- U3 TUJIAMUHOIIPOIINJL,
3-1U-H-TPONWJIAMUHOIIPONWI, 3-AUU30NPONUIAMUHOIPOTINI, 4- TUMETUIIAMUHOOYTUJT,
4- I TUITAMUHOOY TUJT, 4-TU-H-TIPOTIMIIAMUHO Oy TUIT, 4- IMA30TIPOTAIIAMUHO Oy THIT,
2-(3TWIIMETUIIAMHUHO )3TUIL, 2-(3TWIIPONWIAMUHO )3TUI, 2-(3TUIU3 0P ONIMIIAMUHO )3 THIL,
2-(METUIHU30ITPONTUIIAMHUHO ) 3THI, 2-(3TUJT-H-IIPOMWIIAMHUHO )3T,
3-(3TWIIMETUIIAMUHO )P OTIWIL, 3-(3TUIIPOWIAMUHO )ITPOTIUJL,
3-(3TUIIM30NIPOIUIIAMUHO ) ITPOTIWII, 3-(METUIIN3OIIP OITMIIAMHWHO ) ITPOTINII }
2-(3TUIT-H-IIPOITMIIAMUHO )TPOTINIL, 4-(3TUIMETUIIAMUHO)OYTHII,
4-(3TUIIITPONIMIIAMUHO )0y THI, 4-(3TUIIM30IIPONUIIAMUHO)OyTHI,
2-(3TUIT-H-IIPOIUIIAMUHO ) Oy TWJT, 2- TULIUKIIOT POITIAMUHOITUII,
2- TUUKIIO0 Yy TUIIAMUHOATUI, 2- AULUMKIOTIEHTUJIAMUHOITUN 2-TUIUKIOT€KCUIIAMUHOITUJT,
3- IUIUKIIONTPONMIAMUHOTIPOIWIL, 3- TMIUKIIOO0Y TUIIAMUHOIIPOTIUII,
3- IMUMKJIONIEH TUJIAMUHOTIPOTINJL, 3- TULMKIOT€KCHIIAMUHOTIPOTIUIL,
4- TUIUKJTOTIPOTTMIIAMUHOO Y THIT, 4- TUIIUKITOOYy TUITAMUHOO Y THIT,
4- IMIMKIIOTIEH TUIIAMUHO Oy TUIT, 4- TUIMKITOT€KCUIIAMUHOO Y TUIT,
2-(IUMKI10 Oy TUIT-UMKJIOT POIWIIAMUHO )3THI, 2-(LMKII00 yTUIT-UUKIOTIEHTUIIAMUHO )3TUI,
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2-(1MKJIOTEeKCUIT-UKIOTIEHTWIT)3THI, 3-(LMKII0 0y TWII-UUKIOT POITUIIAMUHO ) ITPOTIUIL,
3-(1IMKJI0 Oy TUIT-UUKJIOTIEH TUIIAMUHO )ITPOTIUIL,
3-(IMKJIOTeKCWIIUKIIOTIEH TUIIAMUHO )ITPOTTUI, 4-(1UKI00YTHIT)UKITIOTPOMUIAMUHO Oy THI,
4-(UMKI10 0y TUIT-UMKIIOTIEHTUIIAMUHO ) Oy TUJT, 4-(IIUKIOT€KCUIT-IIMKIOTIEHTUIIAMUHO )0y THII, 2-
(LIMKIOTPONWIMETUIAMHUHO ) 3THI, 2-(UKIIOTIPOITUI3TUIAMUHO )3T,

2-(UMKJIO PO I - H-IIPO MMUJIAMHUHO )3THI, 2-(LUKIIOTIPO I3 0IIPONMIIAMUAHO )3T,
2-(uMKIT0 Oy TUIME TUJTAMMHO )3T, 2-(IIMKIIO0 Y TUII3 TUIIAMUHO )3 THIT,

2-(UMKIT0 Oy THIT-H-TIPOTTMIIAMUH O )3 THII, 2-(IUKI00Y THIM30TTPOTIMIIAMUHO )3 THII,
2-(UMKIONEHTHIMETHIAMUHO )3TUI, 2-(IUKIOIIEHTUIA THIAMUHO )3T,

2-(UMKJIOTIEH TWJI-H-ITPONWJIAMUAHO )3TUIL, 2-(UKJIOTIEHTUIIM30IIPOIIAIIAMUHO )3TUIL,
2-(IMKIOTeKCUIMETWIAMMHO )3TUI, 2-(IUKJIOT€KCUIATUIIAMUHO )3TUIL,
2-(UMKJIOTE€KCHII-H-TTPOITUIIAMHUHO ) 3THIL, 2-(IUKIOTEKCUIU30TTPOTTUIIAMUHO )3TUIT,
3-(MKIIO PO MUIIME THIIAMUH O )ITPOTTWIL, 3-(LMKIOTPOIWIITAIIAMUHO )ITP OTIUII,

3-(UMKJIIO PO M- H-IIPO MWJIAMHWHO )ITPOTIUI, 3-(UKIIOMIPOIAIM3OIPONMIIAMUHO ) ITPOIIUJI,
3-(IMKJI0 Oy TWIIMETUIIAMUHO )TPOIUJ, 3-(IUKJIO Oy TUIIATUIIAMUHO )ITPOTIUII,

3-(1MKJ10 Oy TUIT-H-MIPOTTMIIAMUHO )TPO TN, 3-(LUKI00yTUIN30MPONMMIAMUHO )ITPOTIUIL,
3-(UMKJIOTIEH TWIMETWIAMUHO )ITPOTIUJI, 3-(UUKIJIOTIEH TUII3 TUWJIAMUHO ) ITPOTIUIL,

3-(UMKJIOTIEH TWJI-H-TIPOIIMIIAMUHO )ITPONWIL, 3-(LIMKIOTEH TUJIM30TPOTTMIAMUHO )ITPOTINIL,
3-(MKJIOTEKCUIIME TUJTAMUHO )TTPOTIUJ, 3-(UUKIIOTEKCUIIITUIIAMUHO )ITP OTIJI,
3-(UMKIIOTEKCUII-H-TTPOTIMIIAMUHO) TP O, 3-(LMKJIOT€KCUITA30 TP OMIMIIAMUHO )ITPOTIUJL,
4-(IMKJIOTTPOMMAIMETUIIAMUHO )0y TUII, 4-(LIMKIIOTTPONTMII3TUIIAMUHO )0y THII,
4-(IMKIIOTTPOUNI-H-TIPOTIMIIAMUHO )0y TUJT, 4-(LMKIIONPONUIA30I PONIMIAMUHO )0y THI,
4-(IMKII0 Oy TUIIMETUIIAMUHO ) Oy THIT, 4-(LIMKJIO0Y TUIIATUIIAMUHO )0y THUIT,

4-(UMKII0 0y TUII-H-IPONMIIAMMHO )0 yTUIT, 4-(LMKI00YyTUIIU30IIPOITUIIAMUHO )0y THI,
4-(UMKJTOTIEH TWIMETUIAMUHO ) Oy TWT, 4-(UKJIONEHTUIATUIIAMUHO )0y THII,

4-(UMKJTOTIEH TWI-H-ITPONUIAMUHO )0y TUJT, 4- { IMKJIOTIEHTUIM30TIPOTIMIIAMUHO ) Oy THII,
4-(UMKJTOTEKCUIIMETUIIAMUHO )0 yTUJT, 4-(IIMKIOTEKCWIIITUIIAMUHO )0y THIL,
4-(IMKIIOTEKCUII-H-ITPOITMIAMUHO ) Oy TUIT, 4-(LMKJIOT€KCUITU30IPOIMIAMUHO )0y THII,
2-IMPPOIMANH- | -WIT-3TUJL, 2-IIMIIEPUINH- | -UIIITUIL, 2-TOMOIIUIIEPUANH- | -UIIITUIT,
2-renTaMeTUIICHUMUH- | -3 TU, 2-MOP(OIIUH-4-WITITHII, 2-TOMOMOP()OTMH-4-UITITUIL,
3-IMPPONIUIMH- | -WIIIPOIINIL, 3-IUIIEPUIHH- | -UITIPOTINIL, 3-TOMOIUIIEPUAUH- | -UITITPOIINIL,
3-renTamMeTUICHUMUH- | -unmponui, 3-MophOIUH-4-UITPOTIIII,
3-roMmoMOpPGhOTUH-4-UITIPOTUIL, 4-TUPPOSIUANH- | -UI0yTHI, 4-TMNepUIUH- 1 -Un0yThi,
4-roMonUNepUInH- 1 -un0yTuil, 4-rentaMe TUIEHUMMH- 1 -un0y T,
4-mopdonmH-4-undyTui, 4-roMmoMo phoIUH-4-UI0YTHIL,
2-(5-a3abumukino[2.1.1]rekcan-5-un3tumi, 2-(6-a3a)ounukio[3.1.1]renras-6-uisTui,
2-(7-a3abunukino[2.1.1]rentaH-7-unsTHi), 2-(8-a3adumukino[3.2.1]oKTaH-8-UI-3TUII),
2-(9-azabunukio[3.3.1JHoHaH-9-un3TUN), 3-(5-a3a0unuKino[2.1.1]rekcan-S5-uianponun),
3-(6-azabunukio[3.1.1]rentan-6-unnponun), 3-(7-azadbunukiio[2.1.1]renran-7-uinponun),
3-(8-a3abunukino[3.2.1]okTan-8-unmponui), 3-(9-azadbunukiio[3.3.1 JHOHAH-9-UITTPOTUI),
4-(5-a3abuukiio[2.1.1]rekcan-5-un0ytui), 4-(6-azaduiukinol3.1.1Jrentan-6-unOyTun),
4-(7-azabunuko(2.1.1]rentan-7-unoyTun), 4-(8-a3adunukino[3.2.1]oktan-8-widyTum,
4-(9-a3abuukiio[3.3.1JHoHAH-9-UnOyTUI, 1-MeTUIa3eTUaAMH-3-1, 1-MeTUIa3eTUINH-2- 1,
I-3TMna3zeTuanH-3-ui, 1-3Tuia3eTuai-2-ui, 1-u30nponuna3eTuani-3-uil,
[-u30nponuIa3eTUINH-2- W1, |-UMKIONPONWIA3ETUAUH-3-HUII,
1-uMKI100y TUIA3€ TUIMH-2-W1, |-IUKII00yTUIA3€ TUIHUH-3-11, |-UUKII00YyTUIA3ETUINH-2-WUIT,
1-1MKJIOIICHTUIA3S TUAUH-3-U, 1-IIMKIOIIEHTUIa3e TUIUH-2-W]I,

| -UMKJIOTeKCUIAa3€ TUINH-3-1J1, |-IUKIOTEeKCUIa3€TUANH-2-1J1, |- METUITUP POJIUINH-3-11,
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[-METWITMP POIIUAUH-2- W1, 1-3TWINUPPOIUAUH-3-WII, 1-3TUINUPPOIUAUH-3-11,
1-U30NIPONMIIIIMP POJIUANH-3-1J1, 1-U30IP OIMIIIIUPP OJIUAUH-2-HIT,
1-IMKIIOTIP OMWIIIIUP POTUANH-3- W1, |-IUKIIONPONWIIIIUPPOITUANH-2-UIT,
1-UUKI00Y TUATIMPPOIUINH-3-1I1, |-IMKI00YyTUIINMPP OJIMANH-2-1]1,

1 -MKITONIEH TUIIITMP POJIUINH-3-WJ1, 1-IUKIIONIEHTWINUPPOIUAUH-2-HII,

1 -LIHMKIOTEKCUITTUPPOJIUINH-3- 11, |-UUKIIOTEKCUIITAP POJIUINH-2-WUII,
I-MeTunmmnepuauH-4-uii, 1-MeTWIMIIEpUINH-3-11, |-METUIIIUIIE PUAUH-2-WUIT,
I-3TunnunepuanH-4-ui, 1-3TUIrnepuand-3-ui, 1-3TUIUIepuIng-2-ui,
I-uzonponunnunepuant-4-ui, 1-u30npoNnuIIUIIepUInH-3-1,
1-M30NIpONMITITMIIEPUANH-2-WIT, |-LUKIIOTIPOTWIIIUIIEPUIUH-4-W]T,

1 -MKITOTIP OIUIIITUIIEPUINH-3-WUJ1, |-UKIIONIPOIIUIITUMIIEPUANH-2- U1,
1-UMKI00Y TUATMIIEPUAMH-4-UT, |-UUKIIOO0Y THUIIUIIE PUINIT-3-1]1,

1-UMKI00Y TUATIMIIEPUIMH-2-U1, |-UUKIIONIEHTUIIIIMITE pPUANH-4-1]1,

1 -UMKIOEH TWIINUIIEPUAUH-3-WI1, |-UUKITOTIEHTUIITIUIIE PUIUH-2-1JT,

1 -UMKJIOTeKCUIITTUIIE PUAMH-4-WUIT, 1-IIMKITOTE€KCUIITTUIIEPUIAH-3- 11,

1 -UMKITOTeKCUITITUTIE PUAUH-2-WIT, 3-AUME TWIAMUHOLMKIIOO yTUIT,

3- I3 TUITAMUHOLMKIOO0 Y TUIT, 3-AUU30ITP OTTMIIAMUH OLUKIIO0 yTHT,

3- AVMIUKJIOTTPOTIUIIAMUHOOYTHIT, 3- TUIMKIIOOY TUIIAMUHOO Y THII,

3- TMLMKIIOTIEHTUIIAMUHO O Y THIT, 3-TMIMKIIOT€KCUIIAMUHOO Y THII,

2- TUMETUJIAMUHOLMKIO0YTUJI, 2-TU3TUIIAMUHOIUKIIO Oy THIL,
2-TMU30TIPOTTMIIAMUHOLMKIIO Oy THII, 2- AMLMKIIOTPONTMIAMUHOOY TUI,

2- TMUKITO0 yTUIIAMUHO Oy TUIT, 2- AULIUKIIOTIEH TUJIAMUHOO Y THII,

2- TMUKIIOT €KCUITAMUHOO yTUJT, 3-(LUKIOMPOTMIMETUIAMUHO )IMKIIO0 y TUIT,

3-(IMKJIO PO NI TUIAMUHO )UMKIO00YTHI, 3-(IIMKJIO Oy TUIMETUIAMUHO )UMKITOO Y TUIT,
3-(IMKJI0 Oy TWIIA TUIIAMUHO ) IUKIIOO Y TUI, 3-(LMKJIOTEHTUJIME TUJIAMUH O )IIUKJIO Oy THII,
3-(IMKJIOTIEH TUJI3 TWJIAMUHO ) IIMKI0 0y TUIT, 3-(UUMKJIOT€KCUIIMETUIIAMUHO )IIMKJIO0 yTUIL,
2-(MKIOTPOMAUIMETUIIAMUHO )IMKIIO Oy TWIT, 2-(UUKIOTPONUAII TUIAMUHO ) IMKIIO0Y TUIT,
2-(IMKI10 0y TUIIMETUIIAMUHO )IUKIIOO0y TWIT, 2-(LUKJIOO0YTUIA TUIIAMUHO )IUKIIOOYTHI,
2-(MKJIOTEH TWIMETUIAMUHO ) IUKIIOOYTUJT, 2-(IIUKJIOTIEHTWII3TUIIAMUHO )IMKJIO0 Yy THII,

35

40

45

30

2-(MKJIOTEKCUIIMETUIIAMUHO )UMKIIO0YTHI, 3-MUPPOTUANH- | -UITIUKIO0YTHI,
2-UPPOJIMANH- | -UIIMKIIO0yTHIL, 3-ITMPPOJIUAUH- | -UITUKIIOTIEHTHIT,
2-IMPPOIMANH- | -WITHMKIIOTIEH T, 4- TUPP OJITUAMH- | -WIIIUKIIOTEKCUIT,
3-IUPPOIUIMH- | -WITIMKITOT€KCUIT, 2-TIMPPOJIMINH- | -UIIIHUKIIOTEKCUIT,
3-NUnepuaIrH- | -WIMKI00yTUIL, 2-TUIIEPUIMH- | - ITHMKIIO Oy THIT,

3-nUNEepUIrH- | -WIIUKIOTEHTWI, 2-TTATIE PUAVH- | -UITIUKITOTIEHTHII,

4-TIATIe PUIUH- | -WUITHUKIIOT€KCUIT, 3-TIMIEPUIMH- | -UITHHUKIIOT €KCHJT,

2-IUNe PUIUH- | -UITIUKITOTeKCUIT, 3-TOMOIUNIEPUANH- | -UITIUKITI00y THIT,
2-rOMONMITEPUAUH- | -UIIUKIIO0 yTHIT, 3-TOMOTNIUIIEPUIUH- | -WITHUKIIOTIEHTHII,
2-TOMOTIUIIEPUANH- | -UITUUKIIOTIEHTHIT, 4-TOMOTIMUIIEPUINH- | -WITIUKIIOT€KCHIT,
3-TOMOTIUITEPUIUH- | -UITLUKITOTEKCUIT, 2-TOMOIIUIIE PUIAMH- | -UITHUKIIOTEKCHII,
3-rentaMeTWIEHUMHUH- | -UITIUKITIO0YTHI, 2-TeNTaMETUIIEHUMUH- | -UIIUKI00 yTHII,
3-renTaMeTUICHUMUH- | -WILKMKIIONEHTUI, 2-TeNTaMETUIEHUMHUH- | -WIIUKIOTIEHTHIL,
4-renTaMeTUIEHUMUH- | -ILUKIIOT€KCUIT, 3-TeNTaMETUIIEHUMUH- | -WIIIMKITIOTEKCHIT,
2-renTamMeTUICHUMUH- | -WITIUKIIOT €KCUIT, 2-MOPQPOITUH-4-UITIUKITOO Y THIT,

3-Mop G OIMH-4-UITIUKITO0YTHIT, 2-MO PHOTUH-4-UITIUKITOTICHTHIT,

3-MOp G OIMH-4-UITIUKITOTICHTHIT, 2-MOP(OJIMH-4-UITIUKIOTEKCUIT,

3-MOp G ONMHMH-4-UITIUKITOTEeKCUT, 4-MOP(POTUH-4-WITIUKITOTEKCHIT,
2-roMOMOP(HOIUH-4-UITHUKIOOYTHII, 3-TOMOMOP(OIMH-4-WITHUKITIO0Y THII,
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4-roMOoMOP(DOTUH-4-WITIUKITOO0YTUIT, 2-TOMOMOP(OIHH-4-UITIUKITOTICHTHIT,
3-roMmoMO PG OIUH-4-UITHUKITOTIEHTHIT, 4-TOMOMOPQOTHH-4-UIIUKITIOTIEHTHII,
2-roMoMOPGOIUH-4-UITHUKITOTEKCHIT, 3-TOMOMO PG OITUH-4-MITIHUKIIOTEKCHUIT,
4-roMoMOP(DHOTTMH-4-WITIUKITOTEKCHIT, 2-(5-a3abumkino[2.1.1]rekcan-5-wi)uuKio 0y Tu, 2-
(6-azabunmkio[3.1.1JrentaH-6-un)UUKIO0y U,
2-(7-azabunukio[2.1.1]renTaH-7-wWiI)UMKI00Y TUIL,
2-(8-a3abunukio[3.2.1]okTaH-8-Wi1)UUKI00yTHI,
2-(9-a3abunukino[3.3.1]HoHAH-9-1T ) IMKIIOO Y TUIT,
3-(5-a3abunukino[2.1.1]rekcan-5-ui)UMKI00y TUIL,
3-(6-a3abunukino-[3.1.1]rentan-6-wi)UKI00yTHI,
3-(7-azabunukio[2.1.1]rentan)-7-uIMUKIOOYTHI,
3-(8-a3abunukino[3.2.1]okTaH-8-W1)UUKI00yTHI,
3-(9-a3a-ounukio[3.3.1]JHoHaH-9- W) MKIT0 Oy THIT,
2-(5-a3abunukiio[2.1.1]rexcaH-5-u1)UKIOIECHTHI,
2-(6-a3abunukiro[3.1.1]-renraH-6-m1)IUKIOIICHTHII,
2-(7-a3abunukiio[2.1.1]renraH-7-ui)UKIOIICHTHII,
2-(8-a3abunukiio[3.2.1]okTaH-8-WiI)IUKIOTICHTUII,
2-(9-a3abunukiro[3.3.1JHOHAH-9-1I) IUKJIOTICHTHII,
3-(5-a3abunukiio[2.1.1]rexcaH-5-un)UKIOICHTHI,
3-(6-a3a)ounukiro-[3.3.1]renTaH-6-WILUKIOIICHTHI,
3-(7-a3abunukiio[2.1.1]renraH-7-ui)IUKIOIICHTHIL,
3-(8-a3abumukiio[3.2.1]okTaH-8-WiI)IUKIOIICHTUII,
3-(9-a3abunukiro[3.3.1JHOHAH-9-1I ) IUKJIOICHTHII,
2-(5-a3abunukiro[2.1.1]rexcaH-5-1i)IUKIIOTeKCHIT,
2-(6-a3a0unukiro[3.1.1]renTaH-6-1)IUKIOTSKCUII,
2-(7-a3abunmkiio[2.1.1]renran-7-11)IUKJIOTeKCHI,
2-(8-a3a0unuKiI0[3.2.1]oKTaH-8-1iT) UK OTEKCHIT,
2-(9-a3a6unukio[3.3. 1 JHoHAH-9-1I)IIMKITIOT€KCHIT,
3-(5-a3a6unmkio[2.1.1]rekcan-5-u)IMKIOTeKCHIT,
3-(6-a3abunukio[3.1.1]renraH-6-11)IUKJIOTeKCHI,
3-(7-a3abunukiio[2.1.1]renran-7-11)IUKJIOTeKCHI,
3-(8-a3a0unukiI0[3.2.1]oKTaH-8-MiT) UK OTEKCHIT,
3-(9-a3a6unukio[3.3. 1 JHoHAH-9-1I1)IIMKTOT€KCHIT,
3-(7-azabunukiio[2.2.1]rent-7-um)mponui, 3-(8-azadbuipkiio[3.2.1]oKT-8-1i)mpornui,
3-(3,3-nudronupponuaut- 1 -un)nponui, 3-(3-hroprnunepuanH- 1 -ui)mpomnu,
3-[(3R)-3-pToprupponuauH- 1 -un|nponui, 3-(4,4-1u¢TopIUNECpUIUH- | -UIT)TPO TN,
3-(4-propnunepunus- 1-un)npomun, 3-(3,3-aubTopnunepuanH- 1 -uim)mponu,
3-[(3R)-3-MeTWIIMIIEPUINH- | -UIT ]I pOTINIL,
3-[(2R,5R)-2,5-muMeTUIIIUPP OJIUAUH- | - Jiponin, 3-[3-MeTUWIIUPP OJTUIAUH- | -UJT [TIPOTINIL,
3-[(2S)-2-meTunmupponuauH- 1 -wi|nponwi, 3-[(2R)-2-MeTwimupponuaus- 1 -ui|nponui, 3-
[(3S)-3-meTminrnie puaus- 1 -ui Jupornwi, 3-(azenaH- 1 -ui)nponu,
3-[(2-oxconuppoauauH- 1-wi) Juponwit. M3 HUX NPeanOYTUTEIbHBIMU SIBISIOTCS
3-nunepuanH- 1 -Uanponu, 1-1uyukiI00yTUINUIepUuaInH-4-1,
1 -UMKIONeH TWIINUIEPUAUH-4-UIL, 3-[(3S)-3-MeTUIIIUIE pUAMH- | -WIT [ITpOTIHIL,
3-[(2R)-2-MeTUATIUPPOIUIUH- | -t |mponui, 3-[(2S)-2-MeTWINUPP OJIMIAUH- | -UJT [TpOTIUIL,
1 -UMKITONIEH TUIITMITEPUANH-4- 11, 3-(TIMPPOIUAMH- | -WT)IIpO TN,
3-(runepuauH- 1 -wn)np onun.

R! MPEJICTABIISIET COOOM 5-6-WIEHHYIO T€TePOAPUIbHYIO IPYIIITY, COAEPKAIIYIO B
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KoJIbLE OT 1 10 4 reTepoaToMOB, BBIOPAHHBIX U3 a30Ta, CEPBI U KUCIOPO/a,
reTepOoapUIAIKWIBHYIO TPYIILY (T1€ TeTEPOapUII B TETEPOAPUIATIKUIIE UMEET 3HAUCHUE,
OIIPENEIICHHOE BBIIIIE), IMHEMHYIO UIIM PA3BETBICHHYIO HU3IIYIO AJIKUIBHYIO IPYIITY (3Ta
HU3IIAS AJTKWIbHAS TPYIIA MOXKET OBITh JOMOJIHUTEIBHO 3aMeIlleHa TUIPOKCH,
rajJOreHOM, aJIKOKCH, aJUTMIIOKCH WJIU aPATKUIOKCH), (PEHWIBHYIO TPYIITY, apATIKMIbHYIO
CpyHIy, ATKOKCUTPYIITY, AITKAITHOTPYIIITY WM HU3IIYIO AJIKWIAMUHOTPYIIITY.

B "5-6-usieHHO# TeTepOapWIBLHOM I'PYIIIIE, COACPIKAIIEN B KOJIbLE OT 1 10 4
reTepoaToMOB, BEIOPAHHEIX U3 a30Ta, Cephl U KUCTopoaa', IIpeacTaBiIenHoi R, xoraa
KOJIBLIO COJEPIKUT OT 2 10 4 TETEPOATOMOB, 3TU FETEPOATOMBI MOTYT OBITh OJUHAKOBBIMU
WIM OTIIMYHBIMU APYT OT Apyra. IIpuMepamu 5-6-ujIeHHBIX reTepOapUIbHBIX IPYIIIT
SBIISIIOTCS (DY PWIT, TUCHWI, IUPPOJIMI, UMUIA30IWI, TPUA3OJIUI, TUA30JIWI, THAIUA30IIUII,
M30THA30JIWII, OKCA30JIWII, U30KCA30JIWI, ITUPUINATT, TUPUMUIANHWUIL, IIMPUIA3ZUHNTI,
IIUPA3OJIWII U IUPAJIUHUIL.

"T'eTepoapuIaIKWIbHAS TPYyIMA", IpeacTaBleHHas R!, nmeer 3HaueHue, onpenenennoe
BBILLE.

R! npennmouturensHo mpeacTaBIseT co60i HUBMIYIO ATKHILHYIO TPYIIITY, COAEPIKAIILYIO
oT 1 10 3 aTOMOB yriiepo/ia (3Ta HU31Ias aJKWIbHAs FPyNIa MOXKET ObITh TOTIOJTHUTEIBHO
3aMelleHa rajJloreHoM), WK (heHus1, HO 6oJiee MPEANOUTUTEIbHO METHUII, 3TWII, H-IIPOTINII,
W3OTIPOTIWIT WIA TPUPTOPMETHIL.

R? 1 R? MOTYT GBITH OJIMHAKOBLIMH MIIM OTNYHEIMH APYT OT APYTa, U KasKIbIiA
MIPEICTABISIET COOO0M aTOM BOAOPOAa, AMUHO, HUTPO, LIMAHO, TUIPOKCH, HUIIIUN
ATKWICYTh(OHUI, ATOM TAIOTE€HA, HU3LINMA aTKWI (3Ta HU3IIAS AIKWIbHAS TPYIIIAa MOXKET
OBITh JOIOJHUTEIBHO 3aMEIIE€HA TUAPOKCH UJIM ATOMOM TaJIOTe€Ha), HU3LINH IUKI0ATIKUIT
(3Ta HU3LIAS UUKJIOAJIKUIIbHAS TPYIIIA MOXET OBITh JTOTIOJHUTEIIBHO 3aMeIleHa aTOMOM
rajioreHa), HU3MIMUi alIKOKCH (3Ta HU3LIASI AIIKOKCUTPYIIIIA MOKET OBITh JOIMOJHUTEIBHO
3aMeleHa aTOMOM raJIOreHa), HU3LIUHA HUKIIOAIKOKCH (9Ta HU3IIAs HUKJIOAIKOKCUTPYIIIIA
MOJKET OBITh JOIIOJIHUTEIBHO 3aMelleHa AaTOMOM I'ajJIOreHa), apUIOKCH, apaJIKUIIOKCH,
apwil, reTepOaAPUil, MOHO-HU3IIUN aJIKWIKapOAMOWI, IU-HU3IINH aJIKUIKapOaMOWII,
HU3LIMA aJTKUIKapOoKcaMull, apuikapOoKcaMus, reTepoapuikapOoKcaMusl, aTKaHOU,
AJKWITHO, AJIKOKCUKaPOOHWIAMUHO, AJIKWII, apUICYIb(POHUIAMUHO,
AJTKWIAMUHOCYIb()OHUIT, apUIaMUHOCYIb(GOHUI, aPATIKWII, ATKAHOWIAMUHO WIIN
aJIKaHOWJIAJIKWIAMUHO.

"HusImas ankuicyabpoHWIEHAS Ipyna’, mpeacTasieHHas R? win R?, uMeeT 3HaueHwe,
OIIPEJEIICHHOE BBILIIE;

"HusImas anKuibHas TpyIia”, mpejacTasieHHas R? wiu R3, umeer 3Hauenue,
oIpeJielieHHOoe BhIlIe. Takas HU3I1as alIKWIbHAS TPYIIIA MOXKET OBITh JOTIOJIHUTEIIBHO
3aMellleHa TUIPOKCUTPYIIIION UM aTOMOM rajioreHa, TaKuM Kak XJIop Wik Grop.

"Husmmas ankokcurpymm'”, mpeacrasnensas R2 umm R, nmeer 3Hauenue, onpenenennoe
BBILLE.

"['pynna qUKII0-HU3IIMIA AIIKOKCU', ITPEICTABIICHHAS R? wm R3, o3navaer rpyniy, rjae
yKa3aHHas BbILIE TPYIIIA LUKIO-HU3LIUHA aJIKWI OObEIMHEHA C aTOMOM Kucinopoa. Takas
CpYIIa QUKJIO-HU3IINN ATKOKCH MOKET OBITh JIOTIOJTHUTEIBHO 3aMeIlleHa aTOMOM
rajoreHa, TAKMM Kak XJIOp Wi grop.

"Apuokcurpyirmna", npeacTaBieHHas R? un R®, uMeeT 3HaueHue, OIIPEIEIIEHHOE BBHILIIE.

" ApaKMITOKCUTpyIIa", mpesicTaBIeHHas R? wmi R?, o3Hauaer rpymmy, riae ykazaHHas
BBILIE APAJIKWIIbHAS TPYyIIa 00BEIUHEHA C ATOMOM KHUCIOPOJA.

"ApuibHas Tpynna’, mpeacTaBlIeHHAs R? uin R3, uMeeT 3HaueHue, OIIPEIEIIEHHOE
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BBILLIE.

"T'eTepoapuibHas IpyIma”, mpeacTapieHHas R? wmy R3, uMeeT 3HaueHue,
OIIPENIEIIECHHOE BBIIIIE.

"['pyIIa MOHO-HM3IINI anKUIKap6aMown”, mpeacTaBieHHas R? wmm R3, umeer
3HA4YECHUE, OIIPEIECIICHHOE BBIIIIE.

"['pynna Qu-HU3IMIMA aJKUIKapOaMou", mpeacTaBieHHas R? wm R, umeer 3nauenve,
OIIPEIEIICHHOE BBIIIIE.

"['pyIIa HU3IMIMiA aTKWIKap6okcaMun', mpecTaBieHHas R? wim R?, o3mauaer rpymmy,
IJIe YKa3aHHas BbILIE PA3BETBIICHHAS WIM JIMHEMHAS aJIKWIbHAs IPyIIa, coaepxalias ot 1
J10 6 aTOMOB YIJIepo/a, O0ObEIUHEHA C KapOOKCAMUIOM, HAIIPUMEDP METUIKAPOOKCAMUL,
TUIIKAPOOKCAMU] T M30TIPOTUIKapOOKCAMUI.

"AJIKaHOWJIbHAS TPyIa", MPeaCTaBICHHAS R? i R3, o3Hauaer rpymiy, rae
yKa3aHHasl BbILIE aJKUIbHAS IPpyINa 00ObeAUHEHA C KapOOHWIOM, HAIIPUMED
METUIIKAPOOHUIT, STUITKAPOOHWUII, ITPOTTMIIKAPOOHUIT UITK U30TIPOTTMIIKAPO OHUIL.

"ANKunTUOTpYyINAa", MpeACcTaBIeHHAs R? i R3, o3Hauaer rpyIiy, rie yKkazaHHas
BBIIIIE AJIKWIbHAS IpyIna o0beIMHEeHA C CEPOii, HATPUMEP METHIITHO, ITUIITHO, ITPOITUIITHO
WU U30IIPOIIUITHO.

" AJTKOKCHKapOOKCaMUIHAs IpyIa”, npeacrasiennas R? wm R, o3mauaer rpymmy,
IJI€ YKa3aHHasl BBIILIE aJIKOKCUTPYIINA OOBbEAMHEHA C KAPOOKCAMUIOM, HAIIPUMED
METOKCUKapOOKCaAMuII, STOKCUKAPOOKCAMU/T MITH U30TTPOMTOKCUKAPOOKCAMUI.

"ApwikapboKcaMuIHas rpynna’, mpeacrasiuenHas R2 wim R, o3nauaer rpymmy, e
yKa3aHHas BbILIE apuiIbHasl rpynia oO0beIMHEHA ¢ KapOOKCAMUIOM, HallpUMeEp
benrnkapbokcaMu WK HaQTUITKapOOKCAMUI.

"T'eTepoapuiikapOokcaMuaHas rpymnmna”, npeacraBieHHAs R? wm R?, o3Hauaer rpyIimy,
IJI€ YKa3aHHas BBILLIE FeTEpOapWIbHAS I'PYIITA 0OBbEAMHEHA C KApOOKCAMHUIOM, HAIIPUMED
bypunkapOokcaMui, TACHUIIKAPO OKCaAMUT WK TIUPP OJIUIIKAPO OKCAMMUL.

"Apuicynb(poHuIaMuHOT pymna ', mpeIcTaBIeHHAs R? wmm R3, o3Hauaer rpyumiy, rae
yKa3aHHas BBIIIE apWIbHAs IPYIa 00beAUHEHA C CYI(OHUITIAMUHO, HAIPUMED
beHnICcy1b(hOHUITAMUHO WK HATUIICYTb(MOHUTAMUHO.

" AJTIKWITAMUHOCYTb(OHWIbHAS TpyIa", mpeacTaBnenHas R? wmm R, o3nauaer rpynmy,
r7ie yKa3aHHasl BbIIIE aJIKWIbHAS rpyMa 0ObeIMHEHA C AMUHOCYIIBL(OHUIIOM, HAIIPUMED
METHIAMUHOCYTB()OHUII, STUIIAMAHOCYIB()OHUIT WA U30TTPOTIMIIAMUHOCYTb()OHWMII.

"ApuiaMrMHOCYIb()OHMITBHAS TPYITA", IPeACTaBICHHAS R? umn R3, o3nauaer rpymmy,
r7ie yKa3aHHasl BIIIE apuiIbHas IPYINA 00beAUHEHA C aMUHOCYIL(OHUIIOM, HATTPUMED
(beHIaMUHOCYITH(OHUITIAMUHO WK HATUIIAMUHOCYTH(OHUITAMUHO.

"ApanKkuibHas rpymnmna’, mpeacTaBIeHHas R? win R, umeeT 3Hauenwe, OIIPEAEIIEHHOE
BBILLIE.

" A TKaHOMJTATKMIAMUHOTpYIIa", pesicTaBIeHHas R? wmm R?, o3Hauaer rpymmy, rae
yKa3aHHas BbIIIE aIKaHOWIbHAS I'PYyIIa 00beIMHEHA C YKa3aHHBIM BBIIIE aTKUIAMHUHO,
HaIlpUMep AUEeTUIMETUIIAMUHO WIHN aleTUIIITUIIAMUHO.

Komnbio A npencraBisier coboit 5-6-ujieHHOe reTepoapuiibHOE KOJIBIO, COJIEpIKaIlee B
KoJbpLe 1 WM 2 rerepoaToMa, BBIOpaHHBIX U3 a30Ta WU CEPBI, UM OEH30JIbHOE KOJIBLO.
Taxoe KOO A MOXET, HAIIPUMED, MPEACTABIATH COO0M OEH30JIbBHOE KOJIBIIO,
MUPUIUHOBOE KOJIBIO, TUPUMHUIMHOBOE KOJIBIO, THOPEHOBOE KOJIBLIO WU MUPA3UHOBOE
KOJIBLO, U3 KOTOPBIX MPEANOYTUTEIbHBIMU SIBIISIOTCS. O€H30JIbHOE KOJIBLO, TUPUIMHOBOE
KOJIBLIO Y MUPUMUAMHOBOE KOJIBLIO, U 00JIee MPEAIIOUTUTEIbHBIMU SIBISIOTCS OCH30JIbHOE
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KOJIbLIO Y TUPUIMHOBOE KOJIBIIO.
Korna takoe 5-6-ujieHHO€ reTepoapuiibHOE KOJIbIO, IPEACTABIEHHOE KOJIBIOM A,
COJIEPKUT JIBa T€TEPOATOMA, ITU T€TEPOATOMBI MOTYT ObITh OJJUHAKOBBIMU UJTU

OTJIMYHBIMHU APYT OT aApyra.
5
Komnpno A MoOXeT UMeTh 3aMECTUTEND R? i R,

VKa3aHHbIE BBIIIE TPYIITBI 3aMecTuTereit R? umm R? B 9ToM Koublie A MOTYT GBITH

OJIMHAKOBBIMHU WJIM OTJIMYHBIMU APYT OT Apyra.
W3 rpynm, ykazaHHBIX BbIIIIE, TPYIIIIBI, IpeACcTaBiIeHHbIE (popmynoit (VI):

10 R2 K R1
Konkyo \’/
A
N

RY ~a

0]

15
(VD

[rme cumMBOJIBI UMEIOT YKa3aHHOE BhIIE 3HaUeHUE, U popmyna (VI-0):

u

(VI-0)
20
IMOKAa3bIBAE€T MECTO CBS3bIBAHMSI] MOTYT, HAIIPUMED, IIPEICTABIISITE COOOM I'PYIIIIHI,

npexacrasieHHble popmyiaamu (VI-1):

N R! R!
R! A N X
AN
25 I I _z N
N\ZZ 2 N ~2
0 0
Rl
0 § N\(R] EN\ N
o N\ N/ N\
N 2 ) 2
0
35 N R] N\ N R]
T T N
?\Ill// N !\III// \!\Il/\
R 2
0 0
40 ~ N\ R] N\ N\ R]
N ~ Q2 ™~ )
45 0 0
Ne. R R
Wy 5 LN

50 0 0
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SIBIISIIOTCSI TPYIIIBI, IpeAcTaBiIeHHbIE opmynamu (VI-2):

I(N\ N R!

NN
&

0
NG N e L
u Q

0 0

N

0
(VI-2)

[rIe cMMBOJIBI UMEIOT YKa3aHHOE BBILIE 3HAUEHUE], U U3 3TUX TPyl OoJiee
MPEANIOYTUTEIIbHBIMHU SIBJISIIOTCS TPYIIIBL, TIpeficTaBieHHbie popmynamu (VI-3):

RI
894

2

N R!
904
2

N

L~

T T

N
0

g Neg R! NG N R!
Y OCx, X
N\R Q 2
i 0 0

Ne AR Ny R Ne R’
'T b | h | h

(V1-3)

[FIIC CHUMBOJIbI UMCIOT YKA3aHHOC BBIIIIC 3Ha‘{€HI/Ie].

JTro6ble U3 Mpe/IoUTHTETBHBIX aciekToB rpymr Ar, X!, X2, Y, R!, R%, R3, R* R, R®,
p py

n, M ¥ KOJIblIa A, OTIMCAHHBIX BBIIIE, MOTYT OBITh OOBEAUHEHBI.

Bonee koHKpeTHO, coeMHEHUE, ITpeacTaBieHHoe hopmyoi (I):

R2
Konkuo
A

R3

1
Y\rR

O

N

M

\Ar\

X

2
X
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[Toe cMMBOJIBI UMEIOT YKA3aHHOE BBILLIE 3HAUYECHUE |, TPEANIOYTUTEIILHO ITPEACTABIISIET
co0oii 2-3Tui-3-{4-[3-(1-mappomuauaui ) pornokcu|dhenun }-4(3H)-XxMHa30JIMHOH,
2-meTun-3-{4-[3-(1-munepuauani ) nponokcu]dhenun }-4(3H)-xuHa301uHOH, 2-MeTHIT-3-{4-
[3-(1-tuppomunuuun)nponokcu|dpenwun }-4(3H)-XxuHA30JIMHOH,
3-{4-[3-(auaTUaMuHO )IportokcH | penu } -2-meTiin-4-(3H)-XxuHa301MHOH, 2-MeTul-3-{4-[3-
(2-meTtui- 1 -nupponuanHui)pornokcu] enunn }-4(3H)-X1MHA30IMHOH,
3-{4-[3-(2,5- mumeTrII- | -UpPOIMANHII) TP OTTOKCH | peHu }-2-MeTuin-4(3H)-XMHA30JIMHOH,
2-metun-3-{4-[4-(1-munepuauani)0yTokcH | henun }-4(3H)-X1MHAa30IMHOH,
3-{4-[3-(1-azenanun)nponokcu|peHu } -2-mMeTun-4(3H)-XxuHa30IMHOH,
3-{4-[3-(1-a30okanun)nponokcu]penun } -2-meTwii-4(3H)-XuHA30IMHOH,
2-meTun-3-{4-[3-(2-metu- 1 -munepuauHUI ))ipornokcu | pennn } -4(3H)-XuHA30IMHOH,
2-meTtun-3-{4-[3-(4-metun- 1 -mune puauHuI)Iipornokcu | pennn } -4(3H)-xuHa301MHOH, 3-(4-
{3-[(2R,6S)-2,6-mumeTHII- | -MUnIe puAMHUI JTpoTIOKCH } heHm )-2-MeThi-4(3H)-XMHa30JIMHOH,
2-meTun-3-{4-[3-(3-metu- 1 -munepuauHUI )Iipornokcu | pennn } -4(3H)-xuHa3omHOH, 3-{4-
[3-(3,5-mumeTun- | -nure puMHWI)ITpOTIOKCH | heHuI }-2-MeTui-4(3H)-XMHa30JIMHOH,
2-metun-3-{3-[3-(1-munepuaunani ) nponokcu]dhenun }-4(3H)-xunazoauHoH, 3-{3-0pom-4-[3-
(1-munepuauHW ) Ipornokcu]pernn } -2-31un-4(3H)-XMHa30IMHOH,
2-meTtun-3-{4-[2-(1-munepuauani )3Tokcu | pernn } -4(3H)-xuHa30MHOH, 2,5- AuMeTH-3-{4-
[3-(1-munepuauamT ) iponiokcu | pern }-4(3H)-XuHA30IMHOH,
3-{4-[3-(1-munepuaunun)nponokcu]pennn }-2-nponui-4(3H)-XxuHA30JIMHOH,
3-{4-[3-(1-munepununun)nponokcu]penun }-2-rpudropmetrin-4(3H)-XMHA30IMHOH,
2-uzonponuii-3-{4-[3-(1-nmunepuarHui)nponokcu]dpenun }-4(3H)-XxuHa30IuHOH,
2,6-mumeTi-3- {4-[3-(1-nunepuaunun)mponokcu|perun } -4(3H)-XxuHa30IMHOH,
7-xn0p-2-meTui-3-{4-[3-(1-munepuaunun)nponokcu | pernn } -4(3H)-XxuHa30JIMHOH,
2,8-mumeTni-3-{4-[3-(1-nmunepuaunun)mponokcu|perun } -4(3H)-XxuHa30IMHOH,
2-3TUI-5-Me TWI-3- {4-[ 3-(1-unepuauaui )iporokcu | penunn } -4(3H)-XMHA30JIMHOH,
5-¢rop-2-metun-3-{4-[3-(1-munepuauaun)npornokcu] dperun } -4(3H)-XuHa30JIMHOH,
5-xyop-2-metui-3-{4-[3-(1-munepuauuui)npormnokcu | pennn } -4{ 3H)-XxuHA30IUHOH,
5-MeTokcH-2-MeTui-3-{4-[3-(1-munepuauaun)nporokcu|dhenun }-4(3H)-XMHA30JIMHOH,
5-ruapoKcu-2-metui-3-{4-[3-(1-nmunepuaunun))nponokcu]pernn } -4(3H)-XxuHa30IMHOH
TpudTOpauerar,
2-meTun-3-{4-[3-(1-murnepuauHWI) TP OO KCH | (heHwIT } -
S-tpudropmeTn-4(3H)-X1MHA30IMHOH,
7-prop-2-metun-3-{4-[3-(1-munepuauaun)npomnokcu]|perun }-4(3H)-XxuHa30JIMHOH,
6-¢drop-2-metui-3-{4-[3-(1-munepuauaun)npornokcu]dperun } -4(3H)-XuHa30JIMHOH,
6,7-mudrop-2-meTui-3- {4-[3-(1-munepunuuui)npornokcu] penun }-4(3H)-XMHA30JIMHOH,
6-0pom-2-metwi-3-{4-[3-(1-munepuauani )ipornokcu | pennn } -4(3H)-XMHA30JIMHOH,
6-x510p-2-MeTHI-3-{4-[ 3-(1-unepuauumn)nponokcu | pennn } -4(3H)-XuHA30JIMHOH,
6-MeTOKCH-2-MeTU-3-{4-[3-(1-unepuauaun) iporokcu|dhenun }-4(3H)-XMHA30JIMHOH,
6,7-TUMETOKCH-2-MeTUII-3-{4-[ 3-(1-numepuarHuI) IpontokcH |peHu }-4(3H)-XMHa30JIMHOH,
8-x1mop-2-mMetui-3-{4-[3-(1-murepuauan) iporokcH |penun }-4(3H)-XMHA30JIMHOH,
8-MeTOKCH-2-MeTHII-3-{4-[3-(1-runepuaraun )mpornokcu|denun }-4(3H)-XxuHa30IuHOH,
2-meTtun-3-{4-[3-(1-munepuauami)npornokcu|denun } 6eH3o| g]-xunazonud-4(3H)-oH,
2,6-gumetuii-3-{4-[3-(1-nupponauauHui ) pornokcu]dpennn }-4(3H)-XuHa30IMHOH,
2-31Un-5-metun-3-{4-[3-(1-mupponauauaui)nponokcu] perun } -4(3H)-XuHaA30JIMHOH,
5-¢prop-2-metui-3-{4-[3-(1-muppoauauHUI)IponokcH |perun } -4(3H)-XuHa30JIMHOH,
2-meTun-3-{4-[3-(1-nmuppoIMAUHIIT ) TPOTIOKCH | peHuIT } -
S-tpudropmeTun-4(3H)-X1MHA30IMHOH,
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5-xyop-2-metuit-3-{4-[3-(1-mup ponuauuuin)iponokcu|pernn } -4(3H)-XxuHa30IMHOH,
2-31Ui-3-{4-[3-(1-uppomuauaui ) mponokcu|dhenun }-4(3H)-XxuHa30IUHOH, 2,5-TUMETHI-3-
{4-[3-(1-upponuauuu )ipornokcu | perun }-4(3H)-XxuHa30IMHOH,
2-meTun-3-{4-[3-(1-murepuaunani ) mpornokcu| dhenun jupuno[2,3-dmupumunun-4(3H)-oH,
2-metun-3-{4-[3-(1-mupposmauaui ) npornokcu | penw jiupuao[ 2,3-dmupumunun-4(3H)-oH,
6-xJ10P-2-MeTUI-3-{4-[3-(1-Mp pOTUIAUHII ) TPOTIOKCH | (he HUIT } TUpuo-|[ 3,4-
d]Jmupumunun-4(3H)-oH, 2-meTui-3-{4-[3-(1-munepuauHun)nponokcu |penut }mupumo| 3,4-
d]mupumunun-4(3H)-oH, 2-meTui-3-{3-[3-(1-muppoTuIMHWIT)ITP OTIOKCH | e HUIT }ipuio[4,3-
d]Jmupumunun-4(3H)-oH, 2-meTui-3-{4-[3-(1-munepuauHun)nponokcu |penun }mupumo[4,3-
d]mupumunnn-4(3H)-oH, 2-meTri-3-{2-[3-(1-nurepuIuHWI) IPOTIOKCHU |-5-TTUPUMUIUHWII } -
4(3H)-Xx1HA30JIMHOH, 2,5-1UMeTHI-3-{2-[3-(1-UIepuIuHI ) IPOTIOKCH |- S-TUPUMUINHWI } -4
{3H)-xuHa30/IMHOH,

2-3Tui-3-{4-[3-(1-nunepuauHuI ) IponokcH |penu  mupuno[ 2,3-d mupumuaua-4(3H)-oH,
6-xJ10p-2-3TUN-3- {4-[3-(1-munepuguHuI ) mponokcu | dpeHun j mupuao| 3,4-
d]mupumunnn-4(3H)-oH,

6-xJ10P-2-3TU-3- {4-[3-(1-mp poMaIMHUI ) TPOTIOKCH | heHUIT } TpuIo| 3,4-
d]mupumunnn-4(3H)-oH,

2-3TUi-3-{4-[3-(1-nunepuarHuI ) Ipornokcu |penun  mupuno| 3,4-dmupumuaun-4(3H)-oH,
2-311n-3- {4-[3-(1-mupponunuuun) nponokcu|penun jmupunol 3,4-d]mupumuaua-4(3H)-ox,
2-31Ui-3-{4-[3-(1-nunepuauHu ) mpornokcu | penun  mupuno[4,3-d mupumuaua-4(3H)-oH,
2-311n-3- {4-[3-(1-mupponunuuun) nponokcu|penun upunol4,3-d]mupumunua-4(3H)-oH,
6-XJ10P-2-MeTUI-3-{4-[3-(1-munepuauHuI ) IpOTOKCcH | heH } tpuao|3,4-
d]mupumunnn-4(3H)-oH,

3-{4-[3-(1-munepuauuun)npormnokcu]pennn } -4(3H)-XxMHA30JIMHOH,
6-(aneTUIaMUHO )-2-Me THJIT-3- {4-[ 3-(1-TTUIe pUIMHUIT )ITPOTIOKCH | (DS HUIT } -
4(3H)-x1HA30JIMHOH,

6-(0yTupuIIaMUHO)-2-MeTHI-3-{4-[ 3-(1-unepuauHWI ) PO oKcH |peHun } -
4(3H)-x1HA30JIMHOH,

6-(TeKCAaHOUJIAMUHO )-2-MeTHJT-3- {4-[ 3-(1 -Une puaMHUI)ITPOTIOKCH | (e HUIT } -
4(3H)-x1HA30JIMHOH,

6-(6eH30MITaMHHO )-2-MeTHIT-3- {4-[ 3-(1 -TTMIIe pUIUHIIT )IPOTIOKCH | (e HIIT } -
4(3H)-x1HA30JIMHOH,

6-[(2-pernnaneTiT)aMuHO |-2-MeTHI-3- {4-[ 3-(1 -Une puauHWIT) TP OTIOKCU | hpeHHMIT } -
4(3H)-x1HA30JIMHOH,

6-(2-HahTOMITAMUHO )-2-MeTHJI-3- {4-[ 3-(1-unne ppuauHuI) IponoKcH |enus } -4-
(3H)-xuHa30JIMHOH,

2-MeTun-6-[ (MeTuncynbdonun)aMuHo |-3-{4-[3-(1-murnepuaHuI ) TpOTTOKCH | (DeHWIT } -
4(3H)-x1HA30JIMHOH,

2-MeTun-6-[ (MeTUICyIb(oHUT)aMUHO |-3-{4-[ 3-(1-UpPOTUAMHUI ) TPOTIOKCH | (DeHUIT } -
4(3H)-x1HA30JIMHOH,

7-(aneTUIaMHHO )-2-Me THIT-3- { 4-[ 3-(1 - UTIe pUITUHUI )ITPOTIOKCH | (D HIJT } -
4(3H)-x1HA30JIMHOH,

7-(0yTUpUIIAMUHO )-2-MeTHI-3- {4-[ 3-(1 -TTunepuauHuI ) IpomoKcH | peHu } -
4(3H)-x1HA30JIMHOH,

7-(TeKCaHOWITAMMHO )-2-Me THIT-3- { 4-[ 3-(1 -mUne puMHUI ) TPOTIOKCH | (DS HUIT } -
4(3H)-x1HA30JIMHOH,

7-(6eH30MITaMHUHO )-2-MeTHIT-3- {4-[ 3-(1 -mUIepuAMHUI ) ITPOTIOKCH |(DeHWIT } -
4(3H)-x1HA30JIMHOH,
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7-[(2-penunaneTnir)aMrHO |-2-MeTHIT-3- {4-[ 3-(1 -TUne puIMHUIT) TP OTIOKCU | peHMIT } -
4(3H)-x1HA30JIMHOH,

7-(2-HadTOMITAMUHO )-2-MeTHI-3-{4-[ 3-(1-TIMIIe puAMHWIT ) ITPOTIOKCH | (DeHWIT } -
4(3H)-x1HA30JIMHOH,

6-[aneTusn-(Me v ) aMUHO |-2-Me ThI-3- {4-[ 3-(1 -Tvre puMHWIT )ITPOTIOKCH |(heHuT } -
4(3H)-x1HA30JIMHOH,

2-meTun-6-perunn-3-(4-[3-(1-nmunepuaunui ) npornokcu| henun }-4(3H)-XMHa30IUHOH,
2-meTun-6-(4-metundenun)-3-{4-[3-(1-munepuauHuI) IponokcH |penun } -
4(3H)-x1HA30JIMHOH,

2-meTun-6-(3-metundenun)-3-{4-[3-(1-munepuauHuI) IpomoKcH |penun } -
4(3H)-x1HA30JIMHOH,
2-meTun-6-(2-metunderun)-3-{4-[3-(1-munepuauHuI ) IponokcH |penun } -
4(3H)-XUHA30JIMHOH, 2-MeTHII-3-{4-[3-(1-rtune puauHu) mponokcu|perun } -6-(3-mupumn)-
4(3H)-XUHA30JIMHOH, 2-MeTHII-3-{4-[3-(1-Ttune puauHuI) mponokcu|peHun } -6-(4-upum )-
4(3H)-x1HA30JIMHOH,

2-meTun-5-penun-3-{4-[3-(1-nmunepuauHu)npornokcu | pernn } -4(3H)-XuHA30IMHOH,
2-meTun-3-{4-[3-(1-murepuauHu ) ponokcu| henu }-6-(2-mupuani)-4(3H)-XuHa30JIMHOH,
3-{4-[(1-uukI10 Oy THI-4-TIMTIe pUAMHWIT JoKcH | pernn } -2-MeTri-4(3H)-XuHa30IMHOH,
3-{4-[(1-umuKITONIeHTWI-4-TMTIe pUIMHWIT ) OKCH | henmt } -2-meTiin-4(3H)-xuHa30mHOH, 3-{4-

{ |-IMKITOTeKCUIT-4-TIUTTE pUAMHUITOKCH)(heH M } -2-MeTuiI-4(3H)-XMHa30IMHOH,
3-{4-(1-uzonponun-4-nunepuIuHUIOKCH)peHu } -2-MeTrn-4(3H)-XuHa30IMHOH,
3-{4-(1-3Tun-4-nunepuIuHUIOKCH ) e HI } -2-Me TiT-4(3H)-XMHA30IMHOH,
3-{4-(1-6ytun-4-nmunepuauHuiIokcu )pennn } -2-metuin-4(3H)-XxuHa30IMHOH,
3-{4-[(1-uuKITOTIeH T -4-TTUTICe PUITUHIIT ) OKCH | (DeHWIT } -
2-metun-5-tpudropmetrin-4(3H)-XMHA30JIMHOH,

3-{4-(1-1MKJIOTICHTUIT-4-TTUTIIE pUTUHUITOKCH ) (peHUIT } -2, 5-mume TriT-4(3H)-XuHA30TMHOH,
7-x10p-3-{4-[(1-1MKI0TIEH TUIT-4-TTUTTepUANHMI ) OKCH | pern } -2-meTrin-4(3H)-XuHa30IMHOH,
3-{4-[(1-uuKITOTIeHTHI-4-TTUTIC PUTUHWIT ) OKCH | peHuT }-2,6-mume Tuin-4(3H)-XMHa30IMHOH,
6-x510p-3-{4-[(1-1MKITOTIEHTUIT-4-TTUTIEpUAVHII ) OKCH | peru } -2-meTuin-4(3H)-XuHa30IMHOH,
3-{4-[(1-uuKITOTIeHTWI-4-TTUTIC PUTUHWIT ) OKCH | (DeHWIT } -
6-MeTOKCU-2-MeTuI-4(3H)-XMHa30JIMHOH,

3-{4-[(1-uuKITOTIeHTWI-4-TTUTIC PUITUHWIT ) OKCH | (DEHUIT } -2-Me THITIUPU 10| 2,3-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-uuKITOTIeHTWI-4-TTUTIC PUITUHWIT ) OKCH | (DEHUIT } -2-Me THIITIUpU 10 [4,5-
d]mupumunH-4(3H)-0H,

6-x510p-3-{4-[ (1 -1MKITOTIEHTUIT-4-TTUTIE PUAVHIIT ) OKCH | peHu } -2-meTunmupuao| 3,4-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-uuKITOTIeHTWI-4-TTUTIC PUITMHWIT ) OKCH | (DeHUIT } -2-Me T pu 1o [ 3,4-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-umk0 Oy THIT-4-TIMTIe pyuAMHUI )oKeu | penun } -2, 5-mumetri-4(3H)-XMHA30IMHOH, 3-
{4-[(1-uuKIT0OyTHIT-4-TTUTIEpUAVHII ) OKCH | peHu } -5-MeToKCH-2-MeThIT-4(3H)-XMHA30JIMHOH,
3-{4-[(1-uuKI10 Oy THIT-4-TIUTTE PUAVHIIT )OKCH | e HMIT } -
2-metun-5-tpudropmetrin-4(3H)-XMHA30JIMHOH,

5-x5op-3-{4-[(1-1mK100y THI-4-TIUTIe pUTUHIIT ) OKCU | e HUIT } -2-MeTun-4(3H)-XMHa30JIMHOH,
3-{4-[(1-uukT0 Oy THIT-4-TIUTIE pUAMHUIT )OKCH | penun }-2-meTunmupuno[4,3-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-uukI10 Oy THIT-4-TIMTIe pUAMHWIT )OKCH | pernn } -2-atunmupuno[4,3-
d]mupumunnn-4(3H)-oH,

CrtpaHnuua: 36



10

15

20

25

30

35

40

45

30

RU 2358969 C2

3-{4-[(1-uuk10 Oy THIT-4-TIHUTTIE pUAMHUIT )OKCH | penun }-2-meTunmupuao[2,3-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-uukI10 Oy THII-4-TIMTTIe pUAMHUIT )OKCH | pern } -2-3Trunmupuno(2,3-
d]mupumunnn-4(3H)-oH,

6-x110P-3-{4-[(1-uuKI00y THIT-4-TTUTIe pUAMHIIT ) OKCH | penut } -2-meTunnupuno| 3,4-
d]mupumunnn-4(3H)-oH,

6-x310P-3-{4-[(1-uuKI00y THIT-4-TTUTIe PUAMHIIT ) OKCH | peHu }-2-3Trnmmpuno|[ 3,4-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-uuk10 Oy THIT-4-TIUTIE pUAMHUIT )OKCH | penun }-2-meTunmupuao|[3,4-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-uukI10 Oy THII-4-TIMTIe pUAMHWIT JOKCH | pernn } -2-aTunmupuno[4,5-
d]mupumunnn-4(3H)-oH,

2-(pennn-3-{4-[3-(1-munepuauam ) npornokcu | penun }-4(3H)-XuHa30JMHOH, IUC-2-METHIT-3-
(4-{[4-(1-mip pOTTUIUHWIT )UK OTeKCUT | oKeH | heHmin)-4(3H)-XMHA30JIMHOH U
TpaHC-2-MeTHI-3-(4-{ [4-(1-mp pOTTUAUHNIT )UK OTEKCUIT | OKCH } (heHUIT ) -
4(3H)-x1HA30JIMHOH,

3-{4-[(1-uuKITOTIeHTWI-3- TP P OJIUIUHIIT )OKcH | peHwt } -2-meTui-4(3H)-xuHa30/1MHOH, 3-{4-
[(1-1uKIT00y THIT-3-TIUP pOSTUAUHUIT ) OKCH | pe HUIT } -2-MeTuin-4(3H)-XuHAa30JTMHOH,
3-{4-[(1-mukmoneHTWI-4-a3enanui))okcu | pennn } -2-metui-4(3H)-XuHa30JIMHOH,
3-{4-[(1-uukmoOyTHI-4-a3enanun)okcu | pernn }-2-metin-4(3H)-xuHa301mMHOH, 3-MeTHII-2-
{4-[3-(1-une punuHUI )Iipornokcu | pern } - 1 (2H)-1u30XuHoJuH,

2-{4-[(1-uukI10 Oy THIT-4-TIMTIe puAMHUT )oKcH | pernn }-3-meTui- 1 (2H)-u30xuHomuH,
2-meTtu-3-[4-{[3-(1-muppOoTUIUHII ) IMKITOTIEHTUI JOKCH | hern |-4(3H)-XMHA30JIMHOH,
2-31ri-3-(4-{3-[(3S)-3-meTunnure puavH- 1 -ui |mponokcu } peHun ) mupuaol 2,3-
d]mupumunnn-4(3H)-oH,

2-metun-4-{3-[(3S)-3-MeTunmnunepuaut- 1 -ui JmponokcH } peHu ) nupuao[4,3-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-umkmo Oy THAIMIIe pUIUH-4- 1T )OKCH | eHU }-5-prop-2-MeTui-4(3H)-XuHA30JIMHOH,
3-{4-[(1-umkmo Oy THINIMIIe pUIUH-4- 1T )OKCH | heHu } - 7-prop-2-MeTui-4(3H)-XuHA30JIMHOH,
3-{4-[(1-upkIT0 Oy TUIITIMIIe PUTUH-4-1JT)OKCH | heHMIT } -
6-MeTOKCU-2-MeTuI-4(3H)-XMHa30JIMHOH,

3-{4-[(1-umkno Oy THNMIIe puIUH-4-1i1)OKCH | heHu }-6-prop-2-MeTri-4(3H)-XuHA30JIMHOH,
3-{4-[(1-umkmo Oy TranMIIe puIuH-4-1i1)oKcH | herun } -8-prop-2-metui-4(3H)-XuHA30JIMHOH,
3-{4-[(1-umkmo Oy THUIINHUIIe pUIUH-4 -1 )OKCcH | peHu }-6-prop-2-meTunmupuno| 3,4-
d]mupumunnn-4(3H)-oH,

6-MeTOKCHU-2-MeTuI-3-{4-[3-(1-munepuannu)nponokcu]penun ympumo-|3,4-
d]mupumunnn-4(3H)-oH,

6-MeTOKCHU-2-MeTUII-3-{4-[3-(1-muppOoIMANHUIT ) TPOTIOKCH | peHu Jmpuao|3,4-
d]mupumunnn-4(3H)-oH,

5-meTokcu-2-metui-3-(4-{3-[(3S)-3-meTunnurne puaus- 1 -ui Jupornokcu } peHu)-
4(3H)-x1HA30JIMHOH,

7-MmeTokcu-2-MeTui-3-(4-{3-[(3S)-3-MeTunmure puauH- 1 -ui JTp OIoKCH } heHUIT)-
4(3H)-x1HA30JIMHOH,

2-metun-3-(4-{3-[(3S)-3-MeTunnumre puaus- 1 -ui Jupornokcu } peHun ) mupuao|2,3-
d]mupumunnn-4(3H)-oH,

5-¢prop-2-metun-3-(4-{3-[(2R)-2-MeTUNIMPpOIUIUH- | -WiT [T pOTIOKCH } heHMIT )-
4(3H)-Xx1HA30JIMHOH,

2-metun-3-(4-{3-[(2R)-2-MeTUATIUP P OJIMAMH- | -WiT | poTioKcH }peHum)nupuao[4,3-
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d]mupumunnn-4(3H)-oH,
6-MeTOKCH-2-MeTUI-3-(4-{3-[(2R)-2-MeTUITIHP POIUINH- | -WJT | TP OTTIOKCH } heHIIT ) -
4(3H)-x1UHA30JIMHOH WUJIU
6-MeTOKCH-2-MeTU-3-(4-{3-[(2S)-2-MeTunmuppoUIuH- 1 -Uj1 JTPOTIOKCH } peHM )-
4(3H)-X1HA30JIMHOH.

N3 coequnrenntit hopmysl (I), OTHOCSAIIUXCS K HACTOSIIIEMY N300 PETECHUIO, COCTUHEHUE,
npeacrasieHHoe popmyitoit (I-1):

1
R2 N\( R
A N
R3 \Ar\ /R“
5 o—(CHN

R5
d-1)

[rae CMMBOJIBI MMEIOT YKAa3aHHOE BBILLIE 3HAYEHUE] MOKHO, HAIIPUMED, ITOJIYYUTH

CJICYIOIIUM CITOCOOOM.
0O O

R2 NH, R*J\OJ\R‘ R! HO——Ar NH,
oS @ Qi
374 Cragus 1 R3 CTap,ml 2

R COOH
0
(1 3

CI—(CHz) —Br R2
T ey

N
\AF—O H  Cragusa3 R3 Ar—O—(CHz)n'—Cl
O
(5) Q)
R1
5 4 RZ AN
R\N/R onbIo \(
H P N._ )
(8) R Ar\ /R
& O—(CHg)y—N
Cragus 4 RS

(1-1)

[rae cMMBOJIBI UMEIOT YKAa3aHHOE BBIILIE 3HAUYECHUE].

(Cramgus 1)

DTa cTajaus MpeACcTaBIsieT co0oi crioco0 MojydeHus CoeAMHEeHUs (3) B3aUMOICHCTBUEM
MIPOU3BOTHOTO AMUHOKAPOOHOBOM KUCIOTHI (1) C aHTUAPUAOM KUCIIOTHI (2).

KonunyecTBo UCIIOIB3yeEMOTO aHTUAPUAA KUCIOTHI (2) 00BIMHO cocTaBnsieT oT 1 go 10
9KB., HO NIPEATIOYTUTEIIBHO OT 2 10 5 9KB. B pacyeTe Ha 1 3kB. coequHenus (1).

TeMnepaTtypa peakuuu MpeacTaBisieT coOo TeMIiepaTypy oT KoMHaTHOM 10 150°C, HO
npeanouyturensbHo ot 100 mo 130°C.

Bpems peakiyu o0bIMHO cocTaBiseT OT 1 40 24 yacoB, HO MPEANOUYTUTENBHO OT 1 10 6
Y4acoB.

Hcnonb3yeMblit B peakiii paCTBOPUTEIIb KOHKPETHO HE OTPAHUYEH, IIPU YCIIOBUU YTO
OH HE BJIMSIET HA IPOBE/ICHUE PEAKLMH, HAIIPUMED OH MPEICTABIAET COOOM
TUMeTUIhOPMaMUL, TUMETUIICYIb(POKCH, 1,4-THOKCAH WIIU TOJTYOJ, HO U3 HUX
MPEANOYTUTEIIBHBIMHU SIBISIOTCS TUMETHI(hOopMamMu U 1,4-TMOKCaH.
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AJbTEpHATUBHO, HA 3TOM CTA/IUU COeIMHEHUE (3) MOXKHO TIOJTYUYUTh B3aUMOJICHCTBUEM
MIPOU3BOIHOTO AMUHOKAPOOHOBOM KUCIOTHI (1) M aHTUApPHUIA KUCIOTHI (2) B yKa3aHHBIX
BBILIE PEAKLMOHHBIX YCIOBUAX, 0€3 UCIIOJIb30BAHUS PEAKIIMOHHOTO PACTBO PUTEIIS.

Coenunenue (3), TOJTyUYeHHOE TAKUM 00pa3oM, 3aTeM MOXKET OBITh HUCIIOJIH30BAHO HA
CJIEAYIOILIEN CTaAUU MTOCIIE €rO BBIAEICHUS/OUUCTKH C UCTIOJIb30BAHUEM CPEJICTB,
U3BECTHBIX U3 YPOBHS TEXHUKH, HAIIPUMED, TAKMX KaK KOHIEHTPUPOBAHUE,
KOHLIEHTPOBAHUE NIPY TOHW)KEHHOM JIABJIEHUU, KPUCTAIIM3ALMS, SCTPAKLMS
pacTtBopUTEIeM, 00pATHOE OCAXIEHUE WIIM XpoMaTorpadus, Ui 0e3 BbIACICHUS U

/0 OYHCTKH.
Coenunenue (3), TOIy4YEHHOE HA 3TOW CTaAUM, MOKHO IMOJIYUYUTh TAKKE CIIEAYIOLIUM

CIIOCOOOM.
O
NH, /U\ N R
Konbyo (2_1 ) Konbyo
rR3TEA R3S ©
1 COOCH
M 2} (COCH), ® o

20 [r71e CUMBOJIBI UIMEIOT YKa3aHHOE BBIIIIE 3HAUCHHUE].

Craaus 1) mpeacrasisieT coOoM crtocod MoIydeHusl aMU10COe IMHEHNS,
npeacraBieHHoTo (Gopmyiioii (1-2), B3auMoaeicTBueM coequHeHus (1) u XxJopanruapuia

KHMCIJIOTHI (2-1) B IPUCYTCTBUA OCHOBAHMUS.

25 O R1

30 (1-2) CooH

[re cuMBOJIBI UMEIOT YKa3aHHOE BBbIIIE 3HAUEHHE].

XJIOpaHTUAPUI KUCIIOTHI (1-2), UCIIOB3yeMBII Ha 9TOW CTaIUU, MOKET, HAIIPUMED,
MPEACTABISTh COOO0M (heHUTANe TUIIXIIOPpU, 1-HadToUIXIOpH, 2-HAPTOMITXIIOPU]T,

35 IUKJIOMPONAHKapOOHWIXIIOPUI, IMKIIO0yTAHKAPO OHUIXIIOPHI,
LUKJIONIEHTAHKAPOOHWIXJIOPU/L WU LUKJIOTEKCAHKAPO OHUIIXIIOPU/L.

HcnonbzyeMoe konnyecTBo coeauHeHus (2-1) o0b1uHO coctasnsieT oT 1 10 10 3kB., HO
MPEANOYTUTENILHO OT 1 10 1,5 3kB. B pacuere Ha 1 3kB. coeauHeHus (1).

Hcnonp3yeMoe 0OCHOBaHUE MOKET, HAIIPUMED, TPEACTABIISTh COOON TPUITUIIAMUH,
JMU30IIPONUIIAMUH, IMPUIMH WU T.I1., HO IPEANOYTUTEIBHO IUM30TTPOITUIAMUH,
3TWIAMHUH WIWA IUPUIUH.

Temnepatypa peakuuu 00b19HO cocTaBiseT oT 0 1o 100°C, HO peaAnoYTUTeabHO OT ()
1o 80°C.

45 Bpems peakiyu o0bIMHO cocTaBisieT oT 1 g0 48 yacoB, HO MPEANOUYTUTENBHO OT 3 70 12
Y4acoB.

Hcnonp3yeMsblil B peakid pacTBOPUTENIb KOHKPETHO HE OTPAHUYEH, IIPU YCIIOBUU YTO
OH HE IPENATCTBYET OCYILIECTBIECHUIO PEAKIMH, HO IIPEAIIOUYTUTEIbHBIM SIBIISIETCS
WHEPTHBIN pacTBOpUTENb. [IpuMepaMu TaKOro MHEPTHOT'O PACTBOPUTEIIS SIBIISIFOTCS
MUPUIUH, METWIECHXIIOPUI, XJI0podopM, TeTparuapodypat, 1,4-TMOKCaH, TUITUIOBBIH
3(up ¥ TOIYOJI, HO U3 HUX MPEANOUYTUTEIILHBIM SIBIISIETCS TETPAruaApodypaH Wik MUPUIUH.

AmunHoe coequHeHue (1-2), MoIydeHHOE B Pe3yJIbTaTe PeaKIvu, UCTIOIb3YIOT IS
peaxkyy Ha CTaauu 2) 0€3 BBIIEJICHU/OUMCTKY MOCIIE OTTOHKHU UCIIOJIb3YEMOTO B PEAKLIUU

40

30
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PACTBOPUTEIS C ITOJIyYEHUEM OCTATKA.

Craaus 2) mpeactasiseT COO0M croco0 MoTyueHus coeuHeHus (3) B3auMO1eHCTBUEM
OCTaTKa, COJEPKAIIETO AMUIHOE COeAMHEHNE (1-2), TTOJIydEeHHOE HA OIMCAHHOW BBIIIE
crajuu 1), ¢ OKCATUIXIIOPUIOM.

Hcnonp3yeMoe KOTMUECTBO OKCATUIIXJIOpUIa OOBIYHO cocTaBiisieT oT 1 1o 10 3kB., HO
NIPEANIOYTUTENIBHO OT 1 10 3 3KB. B pacyeTe Ha 1 9kB. coenuHenus (1).

Bpewms peakiuu 0O6b4HO cocTaBiIseT OT 1 g0 48 yacoB, HO MPEANOYTUTENIBHO OT 1 10 12
Y4acoB.

Temmepatypa peakiun 00b19HO cocTaBisieT ot 0 1o 100°C, HO peanoYTUTETLHO OT 0
1o 50°C.

Hcnonb3yeMblii B peakiuyy pacCTBOPUTEIb KOHKPETHO HE OFPAHUYEH, TPU YCIIOBUU YTO
OH HE MPEMATCTBYET OCYIIECTBICHUIO PEAKIMHU, HO IPEANIOUTUTEIILHBIM SIBJISIETCS
UHEPTHBIN pacTBOpUTENb. [IpriMepaMu TaKOTO UHEPTHOTO PACTBOPUTEIIS SIBISIOTCS
METUIICHXJIO pUfl, XJIopodopMm, TeTparuapodypas, 1,4-muokcaH, IMMeTUIHOPMaMUI,
JTIUMETUIICYJTE(OKCHIT ¥ TOJIYOJI, HO M3 HUX MIPEATIOYTUTEIIbHBIMHU SIBIISIFOTCS
METUIICHXJIO pU/l, XJI0pOodopM, TeTparuapodypaH U TOTYOJI.

Ha stoii cragum peakuuio MOKHO OCYIIECTBUThH 100ABIEHUEM KATAIIUTUUECKOTO
KOJIMUECTBA TUMETUII(OpMaMHUIa K PEAKIIMOHHOMN CMECH.

Karanurnueckoe konmuuecTBo qumeTriipopmamuaa oosraHo coctasiseT ot 0,01 1o 0,5
3KB., HO nipeanouTutebHo OoT 0,01 1o 0,2 3kB. B pacuere Ha 1 3kB. coeauHeHus (1).

Coenunenue (3), TOJTyUYeHHOE TAKUM 00pa30oM, 3aTeM MOXKET OBITh UCIIOJIH30BAHO HA
CIIEAYIOLIEN CTAaIUu IIOCIIE €r0 BBIAEIIEHNUs/OUUCTKHU C UCTIOJIB30BAHUEM CPEJICTB,
U3BECTHBIX U3 YPOBHS TEXHUKH, HATIPUMEDP, TAKUX KaK KOHIEHTPUPOBAHUE,
KOHIEHTPOBAHUE MPU MOHWKEHHOM JAaBJICHUU, ICTPAKLMS PACTBOPUTETIEM, OOpAaTHOE
OCaXJICHHUEe, KPUCTAIUTU3AIMS WM XpoMaTorpadus, Win 0e3 BbIICJICHUS/OUUCTKH.

(Cramgus 2)

DTa cTaaus MpeACcTaBIIsieT co0oi crtoco0 MoJTydeHUus COeAMHEeHUS (5) B3aUMOICHCTBUEM
coeauHenus (3) u coequHenus (4), KOTOPbIe ObUIM MOJIYYEHbI HA OTIMCAHHOM BBIILIE
craguu 1.

HcnonbzyeMoe koanuecTBo coeguHeHust (4) o0brdyHO cocTaBisieT oT 0,5 no 10 3kB., HO
NIPEANIOYTUTENIBHO OT 1 10 3 9KB. B pacyeTe Ha 1 9kB. coenuHenus (3).

Temnepatypa peakuuu 00bidHO cocTaBisieT oT 60°C go 160°C, HO TPeANIOUTUTEIIHHO
ot 80°C no 130°C.

Bpems peaxiyu 0O0bIMHO cocTaBiseT 2-48 4acoB, HO MPEANOYTUTENIBHO OT 5 10 10
4acoB.

Hcnonb3yeMblii B peakiuyu pacCTBOPUTEIb KOHKPETHO HE OTPAHUYEH, TPU YCIIOBUU YTO
OH HE MPENATCTBYET OCYIIECTBICHUIO PEAKIMU, HO UHEPTHBIN PACTBOPUTENIb, TAKON KaK
TOJIyoJ, 1,4-nMoKCcaH, IMMeTUI(hOpMaMUI U TUMETUIICYTb(POKCHTL, SIBIISIETCS
MPEeANOYTUTEIbHBIM.

KoHkpeTHbIMU IprMepaMu COeIMHEHUS (4), UCIIOJIB3YEMOTO Ha 3TON CTa Y,
SIBIISIFOTCS 4-aMUHO(EHOIT, S-aMUHO-2-HadTOIT, 6-aMUHO-2-HADTOT,
2-aMUHO-5-TUAPOKCUTTUPUMUIMH, 2-aMUHO-S-TUAPOKCUTIUPUIVH,
3-aMHHO-6-TUIPOKCUTIUPUIIMH, S-aMUHO-3-TUApOoKcu-1H-1,2,4-Tpuaso,
2-aMUHO-4-TUIPOKCUTHA30JI, 3-aMUHO-6-TUIPOKCUITUPUIA3HH,
2-aMUHO-4-TUIPOKCUOKCA30JI, 2-aMUHO-5-TUIPOKCUIIUPA3HH,
5-aMMHO-3-TUIPOKCUU30THA30J1, 2-aMUHO-5-TUAPOKCH-1,3,4-Tuaauason,
3-aMHHO-S5-TUAPOKCH-1,2,4-THaana3o1, S-aMuHO-3-rTuApoKcu- 1,3,4-Tuaanason,
5-aMUHO-3-TUIPOKCUU30KCA30JI, 2-aMUHO-6-TUIPOKCUXUHOJIUH,
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2-aMuHO-5-ruapokcu- 1 H-6en3umuaaszon, S-amuHo-2-rugpokcu- 1 H-6en3umuaason,
2-aMUHO-5-TUAPOKCUTHA30JI[S,4-b|TUpUANH, 2-aMUHO-5-TUAPOKCUOEH30THA30,
2-aMUHO-5-TUAPOKCUOEH30KCA30J1, 3-aMUHO-6-TUAPOKCUOEH30KCA30I.

Coenunenue (5), TOJTyUYEHHOE TAKUM 00pa3oM, 3aTeM MOXKET OBITh HUCIIOJIH30BAHO HA
CJIEAYIOLEN CTaAUU MTOCIIE €rO BBIAEICHUS/OUUCTKH C UCTIOJIb30BAHUEM CPEJICTB,
U3BECTHBIX U3 YPOBHS TEXHUKH, HATIPUMEDP, TAKUX KaK KOHIEHTPUPOBAHUE,
KOHIIEHTPOBAHUE NTPY TOHW>KEHHOM JIABJICHUH, ICTPAKLMS PACTBOPUTEIIEM,
KpUCTAJIIM3aIMsL, 00paTHOE OCAKACHHUE WU XpoMaTorpadus, uin 6e3 BbIIeIeHUS/OYUCTKH.

(Cramus 3)

DTa cTaaus mpeacTaBiIsieT co0o0i crocob MmoryueHus: coeMHeHus (7) B3auMO1eCTBUEM
coeMHEHUs (5), MOJIYYEHHOTO HA YKA3aHHOM BBIIIE CTAAWU 2, C TAJIOT€HUPOBAHHBIM
coeauHenueM (6).

Hcnonb3yeMoe OCHOBaHUE MOXKET, HAITPUMED, MIPEACTABIISATh COOOM THIPOKaApOOHAT
HaTpusl, KapOOHAT KAJIUSI WK TUAPUI HATPUS, HO IPEANOUYTUTEIILHO KapOOHAT KaJus U
KapOOHAT HaTpPHsL.

Hcnonb3yeMoe KoIU4ecTBO OCHOBAHUS OOBIUHO cocTaBiisieT oT 1 o 10 3kB., HO
MIPEANOYTUTENILHO OT 1,5 10 5 9KB. B pacuere Ha 1 3kB. coeauHeHus (95).

Bpewms peakiuu 00bIYHO cOCTaBISET OT 1 10 48 4acOB, HO MPEANOUTUTENILHO OT 5 10 12
YacoB.

Temnepatypa peakuuu 00bruHO cocTaBisieT oT 0 1o 150°C, HO MPeANOYTUTETBHO OT
50°C mo 100°C.

l'anoreHMpoBaHHOE COEAUHEHUE MOKET, HAIIPUMED, TPEACTABIISITh COOOM
1,3-6pomxiopnponan uiu 1,4-0poMxsiopOyTaH.

Coenunenue (7), MOTy4eHHOE TAKUM 00Pa30M, 3aTEM MOKET OBITh UCIIOJIH30BAHO HA
CJIEAYIOLIEN CTaAUU MTOCIIE €rO BBIAEICHUS/OUUCTKU C UCTIOJIb30BAHUEM CPEICTB,
U3BECTHBIX U3 YPOBHS TEXHUKH, HATIPUMEDP, TAKUX KaK KOHIEHTPUPOBAHUE,
KOHIIEHTPOBAHUE NTPY TOHW)KEHHOM JIABJICHUU, ICTPAKLMS PACTBOPUTEIIEM,
KpUCTAJIIM3aLMsL, 00paTHOE OCAKACHHUE TN XpoMaTorpadus, uiv 6e3 BbIIeIeHUS/ OYMCTKH.

(Cramgus 4)

DTa cTaaus mpeacTaBisieT co6oi crocob morydeHus coequnenus (I-1) mo HacrosemMy
U300PETEHNIO B3AMMOAEMCTBUEM COEAUHEHMS (7), MOJIyYEHHOIO Ha YKa3aHHOM BBIILIE
CcTaauy 3, C aMUHOCOEAMHEHUEM (8) B IPUCYTCTBUA OCHOBAHMUS.

Hcnonp3yeMoe Ha 3TOM CTaAUM OCHOBAHUE MOKET, HAIIPUMED, MPEACTABIISTh COOOMN
TUAPOKApPOOHAT HATPUS, KAPOOHAT HATPUSI, KAPOOHAT KaJlvs UM TUAPUI HATPUS, HO U3
HUX TPEANIOYTUTEIIbHBIMU SIBJISIIOTCS] KAPOOHAT HATPUS U KapOOHAT KaJIUsl.

Hcnonb3zyeMoe KOIU4ecTBO OCHOBAHUS OOBIUHO cocTaBisieT oT 1 o 10 3kB., HO
IIPEANIOYTUTEIIBHO OT 1 10 5 9KB.

Hcnonb3yeMoe KoIuyecTBO aMUHOcoeIMHEeHUs (8) 0ObIdHO coctasisieT oT 1 10 10 3kB.,
HO IPEAIIOYTUTENILHO OT 2 10 5 9KB. B pacueTre Ha 1 9kB. coequneHus (7).

Ha stoit craguu 1714 MOBBIIIEHUS PEAKIIMOHHOCTIOCOOHOCTU coeTUHEHUS (7)
MPEANIOYTUTEIBHO, YTOOBI B PEAKIIMOHHOM CUCTEME TAKKE OJHOBPEMEHHO MIPUCYTCTBOBAII
WOJU]I KaJusl, MOOU TeTpa-H-OyTUIIaMMOHUS U T.I1. cosb3yeMoe KOJIMYECTBO HOAUIA
kams 00buHO cocTasiset ot 0,1 1o 10 3kB., HO npeanoyTUTEIbHO OT 0,1 70 3 KB.

Temnepatypa peakiuu 00b14o coctapisieT oT 0 1o 150°C, HO NPEeANOYTUTETBHO OT
50°C mo 100°C.

Bpewms peakiuu 00bI4HO cOoCTaBIsIET OT 1 10 48 4acoOB, HO MPEANOUTUTENIHLHO OT 1 10 12
YacoB.

Ncnonp3yeMsblil B peakd pacTBOPUTENIb KOHKPETHO HE OTPAHUYEH, IIPU YCIIOBUU YTO
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OH HE BJIMSIET HA IPOBEJICHUE PEAKLMH, HO UHEPTHBIN paCTBOPUTEIIb, TAKOM KaK
muMmetwihopmamMu, TeTparuapodypas, 1,4-1MokcaH, aleTOH WIK METUIITUIKETOH,
ABJISIETCS IPEATNIOYTUTEIbHBIM.

Coenunenue (I-1) mo HacTOSIIIEMY U300PETEHUIO, TIOJTYYEHHOE TAKUM 00Pa30M, MOXKET
3aTEM MOJKET OBITh BBIJEIEHO/OUMILIEHO C UCTIOJIb30BAHUEM CPEICTB, U3BECTHBIX U3
YPOBHSI TEXHUKH, HATIPUMEDP, TAKUX KAK KOHLUEHTPUPOBAHUE, KOHIEHTPOBAHUE TIPU
IMOHWXEHHOM JABIIEHUM, 3CTPAKLMS pACTBOPUTEIIEM, KPUCTALIIM3ALMs, OOpaTHOE
OCaXJIEHUE WIIM XPOMATOTpadusL.

Coenunenue (I-1), oTHOCSIIEECS K HACTOALLEMY M300PETEHUIO, MOKHO TIOJTYYUTh TAKKE
CJIEYIOIIUM CITIOCOOOM:

/RS
N R L'—CHo)i—N N R
R? = re R =
Konbuo (9) 5
S <A Ne_ R N O _R
R Ar—OH Cragua 5 Af {CHa)—N
o) 0 ¢

Q) (1)

[rze L! npeacrasnser co6oit yaanseMyio TpyIITy, a OCTaIbHbIE CUMBOJIBI UMEIOT
YKa3aHHOE BBIIIIE 3HAYEHUE].

(Cramus 5)

DTa cTaaus mpeAcTaBIsieT co0oit crioco0O nmosyuenus coequnenus (1-1)
B3aUMOJEHCTBUEM COEIMHEHHUS (5), ITOJIYYEHHOTO Ha YKa3aHHOM BBIILIE CTAUU 2, C
aMuHocoeauHeHueM (9).

HcnonbzyeMoe amuHocoeuHeHue (9) COAEPKUT B MOJIEKYJIE YAAISIEMYIO TpyHIly. DTa
yaajsiemasi rpyIna KOHKPETHO He OTPAHUYEHA, IPU YCIIOBUM YTO OHA OTILEIISAETCS C
oOpazoBanueM coenuHenus (I-1) B peakuuu ¢ coequnenueM (5). [Ipumepamu sinsitorest
ATOMBI FAJIOT€HOB, TAKUX KaK XJIOP U OpOM, TO3UI U ME3WJI, HO U3 HUX
MPEANIOYTUTEIIBHBIMHU SIBIISIIOTCS OPOM U TO3MIL.

Hcnonb3yeMoe KoIuuecTBO aMUuHOcoeMHeHUs (9) oObrdHO coctasisieT oT 1 1o 10 3kB.,
HO IIPEAIIOYTUTENILHO 3 3KB. B pacuere Ha | 9KB. coeIMHEHHUs (95).

OcHoBaHue, UCIIOJIb3YEMOE HA 3TOM CTa/IMU, MOXKET, HAIIPUMED, TPEACTABIIATh COOOM
TUAPOKApOOHAT HATPUS, KAPOOHAT HATPUSI, KAPOOHAT KaJlvsl UM TUAPUIL HATPUS, HO U3
HUX NIPEIIIOYTUTEIIbHBIMU SBISIOTCS KapOOHAT Kaus U KapOOHAT HATPUSI.

Temnepatypa peakuuu 00buHO cocTaBisieT oT 0 1o 150°C, HO MPeANOYTUTEIBHO OT
25°C no 100°C.

Bpems peakiyu 0O0bIMHO cocTaBisieT OT 1 40 72 4acoB, HO MPEANOYTUTENBHO OT 3 70 12
YacoB.

Hcnonp3yeMsblil B peakid pacTBOPUTENIb KOHKPETHO HE OTPAHUYEH, IIPU YCIIOBUU YTO
OH HE IPENATCTBYET OCYILIECTBIECHUIO PEAKIMH, HO IIPEAIIOYTUTEIbHBIM SIBIISIETCS
WHEPTHBINA pACTBOPUTENb, TAKON KaK AUMETHII(hopMamu, TeTparuapodypat, 1,4-aMokcaH,
ALUETOH WJIM METUJISTUIKETOH.

Coenunenue (I-1) mo HacToAIEMY U300PETEHUIO, IIOJIYYEHHOE TAKUM 00Pa3oM, 3aTeM
MOJET OBITh BBIAEIEHO/OUYMILIEHO C UCTIOJIb30BAHUEM CPEACTB, U3BECTHBIX U3 YPOBHS
TEXHUKH, HATIPUMED, TAKUX KaK KOHLEHTPUPOBAHUE, KOHIIEHTPOBAHUE ITPU TOHWKEHHOM
JIaBJIEHUH, SCTPAKLUS PACTBOPUTEIIEM, KPUCTAIUIU3ALHS, OOPATHOE OCAXKICHUE WU
xpomartorpadusi.

CoenuHeHue, OTHOCSIIEECS K HACTOALEMY U300 PETEHUIO, MOXKHO MOIYYUTh TAKKeE
CJICYIOIIUM CITOCOOOM, UCTIONTB3Ys COeMHEHHE (3), TOJTyYeHHOE Ha CTaauH 1.
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O O—(CHz),—N
RS
(3) (I-1)
10 [rae cMMBOJIBI UMEIOT YKA3aHHOE BbIIIE 3HAUYCHUE].

(Cramus 6)
DTa cTaaus mpeAcTaBisieT coOoit criocod nmoyuenus coeaunenus (I-1), oTHocsIerocs
K HACTOSILEMY N300PETEHUIO, B3AUMOIEHCTBUEM COETUHEHHUS (3), TOJIyYEHHOTO
YKa3aHHOM BbIIIE cTaauu 1, ¢ amuHocoeanHeHueM (10).
Ha atoii cragum ncnionszyeMoe kosmuectso coeauHenus (10) cocrasisiet ot 1 no 10
9KB., HO MPEAIIOYTUTEIIBHO OT 1 10 5 3KB. B pacuere Ha 1 3KkB. coenuHeHus (3).
TemnepaTtypa peakuuu 00b19HO cocTaBiseT oT -20°C no 180°C, HO MPEATOUTUTEIIHHO
ot 0°C o 130°C.
20 Bpems peakiym 0O0bIMHO cocTaBiseT OT 1 40 72 4acoB, HO MPEANOUYTUTENBHO OT 3 70 12
YacoB.

Hcnonp3yeMsblil B peakid pacTBOPUTENIb KOHKPETHO HE OTPAHUYEH, IIPU YCIIOBUU YTO
OH HE BJIMSIET HA IPOBEJICHUE PEAKLMH, HAIIPUMEP UHEPTHBIN PACTBOPUTEINL, TAKON KaK
TUMeTUI(hOPMaMUIL, TUMETUICYIb(MOKCHUI, YKCYCHAS KMCIO0TA, 1,4-1MOKCAaH WA TOIYOI,
HO U3 HUX MPEAINOYTUTEIBHBIM SBIISICTCS IUMETHUII(HOPMAMUI UITU YKCYCHAsl KUCITOTA.

Coenunenue (1-1) o HacTosIIEMY U300 PETEHHIO, ITOJTYYCHHOE TaKUM 00pa3oM, 3aTeM
MOJKET OBITh UCIIOJIB30BAHO Ha CIIEYIOLIEH CTAIMU MOCIIE€ €r0 BBIACICHUS/ OUUCTKH C
UCIIOJIb30BAHUEM CPEACTB, U3BECTHBIX U3 YPOBHS TEXHUKH, HAIIPUMED, TAKUX KAK
30 KOHLUEHTPUPOBAHUE, KOHIEHTPOBAHUE IIPU OHWKEHHOM JIABIEHUM, ICTPAKLUS
pacTBOpUTENIEM, KPUCTATUIM3ALKS, OOpaTHOE OCAXKIACHUE UITU XpoMaToTrpadusi.

Coenunenue (10) He OrpaHUYEHO CBOOOIHBIM AMUHOM, U MOKHO TaKX€e UCIIOJIb30BaTh
KHUCIIOTHO-A/IIUTUBHYIO COJIb. Takas KMCIOTHO-aJIMTUBHAS COJIb MOKET, HAIIPUMED,
MPEACTABISATh COOOM TMAPOXIIOPU/, TO3WIAT WK TpU(TOpaLeTar.

N3 coequnenntt (10) coenunenue, npeacraBieHHoe popmyioit (10-1):

H,N
O R5

R4

15

25

35

40
(10-1)

[I‘IIC CHUMBOJIbI UMCIOT YKA3aHHOC BBIIIIC 3Ha‘{eHI/Ie] MOXHO IMOJIYUUTD CIICAYIOIITUM

CIIOCOOOM.
/\/\N/Rs
45 HO |
HoN (10B) R4 O.N HoN
T LGS Tl
T Craauna 6-1 o T Cragus 6-2 o T
R* R
( 10A) (10C) (10-1)

30
[rne T nmpeacraBiseT coOOM TUAPOKCUTPYIIITY WU aTOM (PTOpa, a Apyrue CUMBOJIBI
MMEIOT YKa3aHHOE BBIIIIE 3HAUYECHUE].
(Cramgus 6-1)
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DTa cTaaus MpeacTaBisieT cooor cnocod B3aumoaencTus coequnenus (10A) ¢
coenuHeHueM (10B) ¢ mommyuenuem coenunenus (10C).

B dopmyne (10A), koraa T npeacrasisieT cCOO0M TUAPOKCUTPYIITY (3TO COSAUHEHHUE
yaet yka3aHo Kak (10A-1)), coequnenue (10C) MOXKHO IOJIYUYUTh, UCTIOJIb3YSI
coenunenue (10A-1) u coenunenue (10B) B peakiuu MunyHoOy (Mitsunobu). Peaxiuto
MunyHOOy MOXHO OCYIIECTBUTBH CIIOCOOOM, ONMCAHHBIM B JIMTEpPATypeE (CM.,

Hanpumep, "The Use of Diethylazodicarboxilate and Triphenylphosphine in Synthesis and
Transformation of Natural Products", Synthesis, Vol.1, 1981, pp.1-28, by O.Mitsunobu et al.), B
MPUCYTCTBUU ocPUHA U a30COETUHEHHSI, CTOCOOOM Ha OCHOBE 3TOM METOIUKH UIIH
COYETaHHEM TAKHUX CITIOCOOOB C TPAJAUIMOHHO MCIIOIB3YEeMBbIMHU CIIOCOOAMHU.

HcnonbzyeMoe konuuectBo coeauHenusi (10B) oobruHo cocrasmset ot 0,5 1o 10 3kB.,
HO IPEAIIOUYTUTENILHO OT 1 70 3 9KB. B pacueTte Ha 1 9kB. coequHenus (10A-1).

dochrHOBOE COETMHEHNE, UCIIOTB3YEMOE Ha 3TOM CTaIMK, OOBIYHO MPEICTABIISET
cob6oi1, Harpumep, TpudeHunbochuH, TPUITUIPOCHUH UIH T.11.

Ucnonp3yemoe komuuecTBO GOCHUHOBOTO COETMHEHHUS OOBIYHO cocTaBiseT oT 0,5
110 10 3KB., HO TPeANIOYTUTENBHO OT 1 110 3 3KB. B pacyete Ha 1 3kB. coeaquHenus (10B).

Hcnonb3yeMoe a30coeJMHEHHE MOKET, HAIIPUMED, MPEACTABIATh COOOM
JM3TUIIA30IMKApO OKCUIIAT UM TMU30TIPOTIMIIA30 IMKapOOKCUIIAT.

Hcnonp3yeMoe KOJIMUECTBO a30COEAMHEHHS OOBbIUHO cocTasisieT oT 0-5 1o 10 3kB., HO
NIPEANIOYTUTENBHO OT 1 10 3 9KB. B pacueTe Ha 1 3KkB. coennHenus (10B).

Bpems peaxiyu Ha 3TOH cTauu OOBIYHO cOCTaBIsAET OT 1 10 48 yacoB, HO
IIPEATIOYTUTENBHO OT 4 10 12 yacos.

TeMmnepaTtypa peakuuu Ha 3TOH CTaAUU OOBIYHO OT KOMHATHOM TEMIIEpATYpPbI 10
TEeMITepaTypbl KAIIEHHUS UCTIOJIB3YEMOTO B PEAKLIMH PACTBOPUTEINS, HO IPEANOUYTUTEIBHO
ot 15°C no 30°C.

Hcnonp3yeMblil Ha 3TOM CTAIMU PEAKLUUUA PACTBOPUTENb KOHKPETHO HE OTPAHUYEH, ITPU
YCJIOBUU YTO OH HE BIMSIET HA IPOBEJICHUE PEAKLMU, HO KOHKPETHBIMU ITPUMEPAMU
SBIISIIOTCS TETparuaApodypaH v TOJIYOI.

B dpopmyie (10A), korma T nipencrasisier coboit atoMm ¢propa (3TO CoeTMHEHUE OyIeT
yka3aHo Kak (10A-2)), coequnenue (10C) MOXKHO ITOJIyUYUTh B3AUMOIEUCTBUEM
coeaunenus (10A-2) ¢ coenunenuem (10B) B mpucyTcTBuM ocHOBaHMs. OCHOBAHME,
UCIIOJIb3yEMOE Ha 3TOW CTaAUH, MOXKET, HAIPUMED, IIPEACTABIATh COOOM TMAPOKCUL
HaTpUSl.

Hcnonb3yeMoe KoIU4ecTBO OCHOBAHUSI OOBIUHO cocTaBisieT oT 1 o 10 3kB., HO
NIPEANIOYTUTENBHO OT 1 10 5 9KB. B pacueTe Ha 1 3kB. coenrHenus (10B).

Hcnonbzyemoe konnuectBo coeauHenusi (10B) oowruno cocrasmset ot 1 1o 10 3kB., HO
IIPEANIOYTUTEIIBHO OT 2 10 5 9KB. B pacueTe Ha 1 3KkB. coenrHenus (10A-2).

Ha sToit craguu Aj1st MOBBIIIEHUS] peaKIMOHHOCTIOCOOHOCTH coeHenust (10A-2)
MPEANOYTUTEIBHO, YTOOBI B PEAKLIMOHHOW CUCTEME OJJHOBPEMEHHO ITPUCYTCTBOBAJ MOIML
KaJusl U MOIUJ TETPaA-H-OyTUIIaMMOHMUSL.

Hcnons3yeMoe KOIMUecTBO HoauIa Kamust 00braHO cocTasisieT ot 0,1-10 3kB., HO
npeanoyTuresbHo ot 0,1 10 3 3KB.

Temnepatypa peakuuu 00bruHO cocTaBisieT oT 0°C mo 150°C, HO PEeANOYTUTETBHO
ot 50°C no 100°C.

Bpewms peakiuu 00bI4HO cOCTaBIsIET OT 1 10 48 4acoOB, HO MPEANOUTUTENIHLHO OT 1 10 12
4acoB.

Hcnonp3yeMblil Ha 3TOM CTaIMU PEAKLUMUA PACTBOPUTENIb KOHKPETHO HE OTPAHUYEH, IIPU
YCJIOBUM YTO OH HE BIMSIET HA IPOBEJCHUE PEAKLMU, HO KOHKPETHBIMU ITPUMEPAMU
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SBIISIIOTCSI UHEPTHBIE PACTBOPUTENH, TaKHE KaK AUMETUI(GopMamMul, TeTparugpodypas,
1,4-1MoKcaH, alleTOH U METUIIDTUIIKETOH.

[Tonyuennoe Ha 3Toit ctaguu coequnenue (10C) 3aTeM MOXeT OBITh
BBIJIEJIIEHO/OUYUIIIEHO C UCIIOJIb30BAHUEM CPEACTB, U3BECTHBIX U3 YPOBHS TEXHUKH,
HaIIpUMED, TAKMX KaK KOHUEHTPUPOBAHUE, KOHLEHTPOBAHKUE IIPY TOHU)KEHHOM JIaBJIIEHUH,
9KCTPAKIMS PACTBOPUTEIEM, KPUCTAIIU3ALMS, 0OpATHOE OCAXKICHHUE UITM XpoMaTorpadusi.

Coenunenue (10B), ucronb3yemMoe Ha 3TOM CTAIUM, MOKET, HAIIPUMEDP, UMETh (hOPMYITY,
MPEACTABICHHYIO HUXKE.

Me
M Me
HO/\/\U [$] HO/\/\IT]\J> Ho/\/\r\O

(Cramgus 6-2)

DTa craaus mpeacTaBisieT codoit criocod noyuenus coeaquaenus (10-1)
KaTATIUTUYECKUM BOCCTaHOBJIEHHEM coeqnHeHUs (10C), OIy4eHHOTO Ha ONMCAHHOM BBIIIIE
cTaauu 6-1, C UCIIOJIb30BAHMEM B KAUECTBE KaTAIM3ATOPA NajljIaus HA aKTUBUPOBAHHOM
yTJIE.

Hcnonb3yeMoe KOIUYeCcTBO NajljIaqus Ha aKTUBUPOBAHHOM YTJie OOBIMHO COCTABIISIET
ot 0,01 mo 1 3kB., HO ipeanouTureabHO OT 0,05 1o 0,5 3KB. B pacuete HA 1 3KB.
coeaunenus (10C0).

Temnepatypa peakuuu 06b14HO cocTasiseT oT 0°C mo 80°C.

Bpewms peakiuu 00bI4HO coCcTaBisIET OT 1 10 48 4acoOB, HO MPEANOUTUTENILHO OT 1 10 12
4acoB.

[TonyueHHoe Takum 0O6pa3oM Ha 3Tol ctaauu coeaureHue (10-1) 3aTeM MOXET OBITh
BBIJIEJICHO/OUHUIIEHO C UCIIOJIb30BAHUEM CPEICTB, U3BECTHBIX U3 YPOBHS TEXHUKH,
HaIpuMep, TAaKUX KaK KOHIEHTPUPOBAHUE, KOHIEHTPOBAHUE ITPU MIOHUKEHHOM JIaBJICHUH,
JKCTPAKIUSl PACTBOPUTEIIEM, KPUCTAITM3AIMS, 0OpaTHOE OCAXKICHUE UTU XpoMaTorpadus,
WIIK €70 MOXHO MCTIOJIb30BATh Ha CIIEAYIOIEH CTainy Oe3 BBIACIICHUS/OYUCTKH.

N3 coenunenutii (10) coenuuenue, npeactapieHHoe Gopmyoii (10-2):

H,N
@ (CHa)m
o— MR

(10-2)

[rme cMMBOJIBI UMEIOT YKa3aHHOE BBIIIIE 3HAUCHUE ], MOYKHO MOJTYIUTh CIICTYIOITAM
CIIOCOOOM.

{CH2)m

HO/( NBoe

HoN (10E)  O,N O_N
— O (CHa)p —_— ‘CL (CHal
OH  Cragua 6-3 o— NBoc  Crapus 6-4 o— N

(10D) (10F) (10G)
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Craans 6-5 o—{ R Cragm6-6 o—{ =
(1on (10-2)

(Cragus 6-3)

Ha aroit craguu coennuenue (10F) MOXXHO IMOIYyUYNUTh B3aUMOIEHCTBUEM
4-amunogenona (10D) ¢ coequnenuem (10E). Peaxiysi, KOTOPYIO UCTIONIB3YIOT HA 3TOM
CTaJI1H, IPECTABIISIET COOOM YKa3aHHYIO BbIIIE peakuuio MunyHoOy.

HcnonbzyeMoe konnuecTtBo cnupToBoro coenuuenus (10E) o0bruno cocrasnsier ot 0,5
110 10 3KB., HO IIPEeANIOUYTUTENBHO OT 1 10 3 3KB. B pacuere Ha 1 3kB. coenunenus (10D).

3amuTHad rpynna Jajisi aMuHorpynmsl B coequHennd (10E) He orpanudena rpymnmnoi Boc
Y MOXET MPEICTABISAET COOOM JIIO0YIO 3aIUTHYIO I'PYIILY JJIsI aMUHOT PYIII, ONMCAHHYIO B
yKa3aHHOM BbIIE ccbUIKe "Protective Groups in Organic Synthesis", by T.W.Green,

Vol.2, John Wiley & Sons, 1991, koTopas AeHCTBYET KaK 3alllUTHAsI TPyIIIIa AjIs
AMHUHOTPYIII Ha CTAJIMM 6-3 U MOXKET OBITh yIaJIeHA Ha CTaIuu 6-4.

dochrHOBOE COETMHEHNE, UCIIOTB3YEMOE Ha 3TOM CTaIMK, OOBIYHO MPEICTABIISET
co0oi1, Harpumep, TpudeHunbochuH uu TpusTUIdochuH.

Hcnonszyemoe konuuecTBoO hochuHOBOTO CoeTMHEHUST OOBIUHO cocTaBsieT oT 0,5
110 10 3KB., HO TpeaANTOYTUTENBHO OT 1 10 3 3KB. B pacuete Ha 1 3kB. coeaunenus (10E).

Hcnonp3yeMoe a3ocoeMHEeHUe, MOXKET, HAIPUMED, IPEACTABISATH COOOI
JU3TUIIA30IMKApO OKCUIIAT UM TMU30TIPOTIMIIA30IMKapOOKCUIIAT.

HcnonbzyeMoe KoIu4ecTBO a30coeaMHeHrs o0buHO coctanisger oT 0,5 1o 10 kB, HO
NIPEANIOYTUTENBHO OT 1 10 3 9KB. B pacueTe Ha 1 9kB. coenunenus (10E).

Coenunenue (10E), ucrosib3yemMoe Ha 3TOH CTaIMA MOXKET, HAIIPUMED, IPEACTABISATD
coboit 1-Boc-4-nunepuiuHo.

Bpewms peakiuu 00bI4HO cOCTaBIsET OT 1 10 48 4acoOB, HO MPEANOUTUTENIHLHO OT 4 110 24
YacoB.

TeMnepaTtypa peakuuu Ha 3TOH CTaAUU OOBIYHO OT KOMHATHOM TEMIIEpATYpPbI 10
TEeMITepaTypbl KAIIEHHUS UCTIOJIB3YEMOTO B PEAKLIMM PACTBOPUTEINS, HO TPEANOUYTUTEIBHO
ot 15°C no 30°C.

Hcnonp3yeMsblil Ha 3TOM CTaIMU PEAKLUMUA PACTBOPUTENIb KOHKPETHO HE OTPAHUYEH, IIPU
YCJIOBUU YTO OH HE BIMSIET HA IPOBEJICHUE PEAKLMU, HO KOHKPETHBIMU ITPUMEPAMU
SBIISIIOTCS TETparuaApodypaH v TOJIYOI.

Coenunenue (10F), moiyyeHHOE TaKUM 00pa3oM, 3aTeM MOXKET ObITh
BBIJICJIEHO/OUYUIIIEHO C UCIIOJIb30BAHUEM CPEACTB, U3BECTHBIX U3 YPOBHS TEXHUKH,
HaIIpUMED, TAKMX KaK KOHUEHTPUPOBAHUE, KOHLEHTPOBAHKUE IIPY IOHU)KEHHOM JIaBJIEHUH,
3CTpaKLUsI PACTBOPUTEIIEM, KPUCTAUIU3ANMS, OOpATHOE OCAXKICHUE WIIK XpoMaToTpadus,
WIIA €70 MOXHO UCIIOJIb30BAaTh HA CIIEAYIONIeH cTaauu 0e3 BbIACICHUS/OUUCTKHU. (CTaaus 6-
4)

DTa cTaaus mpeAcTaBisieT co0oii criocod nmomyuenus coeaunenus (10G) yaaneHuem
3aIUTHOM IPYIIIBI Yy aMUHOTPYMIEl B coeauHeHuu (10F), mosrydeHHOM Ha yKa3aHHOM
BBILLIE CTaAUU 6-3.

3amuTHas rpynmna MOXeT ObITh YJajleHa ClIocOOOM, OTIMCAHHBIM B JINTEPATYpE (CM.,
Harnpumep, "Protective Groups in Organic Synthesis", by T.W.Green, Vol.2, John Wiley
& Sons, 1991), ctocodoM Ha OCHOBE 3TOM METOAUKHU UM COYETAHUEM TAKUX CIIOCOOOB C
TPaAMLUMOHHO UCIIOJIb3yeMbIMU. Koraa 3ammrHas rpynna Ajisi aMUHOT PYIIIIbI

MpeACTaBIsieT coOol Boc-rpyriny, 0Ha MOXET ObITh yJajeHa, HallpUMep, IIPH MTOMOIIIH
TOVYK.
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Coenunenue (10G), moyueHHOE TauM 00pa3oM, 3aTeEM MOXKET OBbITh
BBIJIEJICHO/OUHUIIIEHO C UCIIOJIb30BAHUEM CPEICTB, U3BECTHBIX U3 YPOBHS TEXHUKH,
HaIpuMep, TAaKUX KaK KOHIEHTPUPOBAHUE, KOHIEHTPOBAHKE ITPU MIOHUKEHHOM JIaBJICHUH,
ACTPAKIMS PACTBOPUTEIIEM, KPUCTALTU3AIMS, 00paTHOE OCAXKICHHUE UIIK XpoMaTorpadus,
WJIM €70 MOXHO HMCTIOJIb30BATh Ha CIICAYIOIEH cTaiuy Oe3 BBIACIICHUs/OUUCTKU. (CTaaus 6-
5).

DTa cTaaus peACcTaBIsieT co0oit criocod nmoyuenus coeaunenus (101)
B3auMmoaeicTteueM coeaunenus (10G), moaydeHHOro Ha ctaauu 6-4, ¢ coenuHenueM (10H).

Peaxiust, uctiosrb3yemasi Ha 3TOM CTaIuK, TIPEJCTABISET COOOM TaK Ha3bIBAEMYIO
PEaKILUI0 BOCCTAHOBUTEIIBHOTO AMUHUPOBAHUSL.

KonuuectBo coequnenust (10H), ucnonb3zyemMoe Ha 3TON CTaIUM, OOBIYHO COCTABIISIET
oT 1 1o 10 MOJIb, HO MPEANOYTUTEIILHO OT 2 70 4 MOJIb B pacueTe Ha 1 MOJib
coeaunenus (10G).

Coenunenue (10H), ucnonb3zyemoe Ha 3TOM CTaAUU, MOXKET, HAIIPUMEDP, TPEACTABIATH
o001 IMKITOO0YTaHOH WIH IIUKJIONEHTAHOH.

Hcnonb3yeMblit BOCCTAHOBUTEIb MOKET MMPEACTABIATH COOON METAIIO OPTraHUYECKUI
peareHT, Takou Kak OOpTUAPUI HATPUS, TUAaHOOOPOTUIIPHUT HATPUS UITU
TPUALIETOKCUOOPTUIPU]T HATPUSIL.

KonnuecTBO BOCCTAHOBUTEISI OOBIYHO COCTABIISIET OT 1 MOJIb 40O 5 MOJIb,
IIPEATIOYTUTENIBHO OT 1 MOIb 10 3 MOJIb B pacuete Ha coeauHenue (10G).

B peakuuoHHyI0 cUCTEMY TaKKE MOXKET ObITh BKJIIFOUEHO KATAJIMTUYECKOE
KOJIUYECTBO ZnClZ.

Peakuuro 0OBIUHO OCYIIECTBIISIIOT B MHEPTHOM PACTBOPHUTENE, TAKOM KAK, HAIIPUMED,
METaHOJI, 3TaHOJI, O€H30J1, TOJIYOJI, KCUIIOJI, METUIICHXJIOPUI, XJIOPO(hOpM,
JTUMETOKCUITAH, TeTparuapodypaH, IMOKCaH, TUMEeTHI(HOPMAMU/, UIIA B CMECH TAKUX
pacTtBopuUTETEN.

TemnepaTypa peakuuy 0OBIYHO OT KOMHATHOM TEMIIEpaTyphl 10 TeMIepaTyphl
KMUIIEHUS UCTIOJIb3YEMOI'O B PEAKLMU PACTBOPUTEIS, HO IMpeArnouTuresbHo oT 20°C 1o
100°C.

Bpems peaxiyu o6bp1dHO coctaBisgeT 30 MUHYT 10 7 THEW, HO MIPEANIOYTUTENIBHO OT 3
4acoB 110 2 THEM.

[TonyuenHoe Takum 0O6pa3omM Ha 3Tol ctaauu coeaureHue (10I) 3aTeMm MoxeT OBITH
BBIJIEJIEHO/OUYUIIIEHO C UCIIOJIb30BAHUEM CPEACTB, U3BECTHBIX U3 YPOBHS TEXHUKH,
HAIIpUMED, TAKMX KaK KOHLUEHTPUPOBAHUE, KOHLEHTPOBAHKE IIPY IOHUKEHHOM JIaBJIIEHUH,
3CTpaKLUsI PACTBOPUTEIIEM, KPUCTAUIM3ALMS, OOPATHOE OCAXKICHUE WIIK XpoMaToTpadus,
WIIM €70 MOXHO MCIIOJIb30BaTh HA CIIEAYIONIEH CTa UK Oe3 BbIIETIECHHSI/OUUCTKY.

B peakuym Ha 5Toii ctaguu, koraa R® mpencrapiser co60it IUKIONPONMIBHYIO TPYIIY,
coenuHeHue (10I) MOXKHO ITOJIYYUTh, UCTIOJIB3YS
(1-METOKCULIMKITOTTPOTIOKCH) TPUMETHIICHUIIAH BMECTO coeauHenus (10H).

(Cragus 6-6)

DTa cTaaus mpeAcTaBisieT codoit criocod nmoyuenus coequaerus (10-2)
KaTaJIMTUYECKUM BOCCTaHOBIIEHHEM coeMHeHus (101), ucronb3ys B kauecTse
KaTaluu3aTopa Najulaguil Ha aKTUBUPOBAHHOM YIIIE.

Hcnonp3yeMoe KOJIMUECTBO NAJLIAANS HA AKTUBUPOBAHHOM YIJIE OOBIMHO COCTABIISIET
ot 0,01 mo 1 3kB., HO ipeanouTurenbHO OT 0,05 10 0,5 3KB. B pacueTe HA 1 3KB.
coeauuenus (10I).

Temnepatypa peakuun 00b19HO coctasisieT ot 0 1o 80°C.

Bpewms peakiuu 00bI4HO coCcTaBisIeT OT 1 10 48 4acoB, HO MPEANOUTUTENIHLHO OT 1 10 12
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YacoB.

Coenunenue (10-2), moJlydeHHOE TAKMM 00Pa30M, 3aT€M MOXKET OBbITh
BBIJIEJICHO/OUHIIEHO C UCIIOJIb30BAHUEM CPENCTB, U3BECTHBIX U3 YPOBHS TEXHUKH,
HaIIpUMED, TAKMX KaK KOHUEHTPUPOBAHUE, KOHLIEHTPOBAHKUE IIPY IOHU)KEHHOM JIaBIIEHUH,
3CTpaKLUsI PACTBOPUTEIIEM, KPUCTALIU3ANMS, OOpATHOE OCAXKICHUE WIIK XpoMaToTpadus,
WIIM €70 MOXHO MCIIOJIb30BaTh Ha CIIEAYIONIEH CTa UKl Oe3 BbIIETIECHHSI/OUUCTKY.

Hpyrue npumepsl coeauHenus (10) npeacrapisitor coO0M COeUHEHUS WU UX
KHUCJIOTHO-a/ITUTUBHBIE COJIHU, MPEACTaBICHHBIE CIEAYIOIUMH (OPMYITaAMU.

HzN ND HaN
T, ML v
o TsOH 0N O
O N
HZNO\ TsOH

o’\/\r\O/ HZNOO /OA HZNOO QD
HoN . /O
|OWE;

Korna coequnenue, oTHOCSIIEECS] K HACTOSIIIEMY U300 pETEHUIO, OXBATHIBAEMOE
dhopmymnoii (I), COnep>KUT TPYIIIY 3aMECTUTENISI B KOJIbIE A, TAKOE COSTUHEHUE MOKHO
MOJIyYUTb, UCIIOJIB3YS UCXOJIHOE BEIIECTBO, KOTOPOE YKE COACPKUT COOTBETCTBYIOIINI
3aMecTuTellh. Korma Heo0Xo1MMOo BBEICHHE 3AIIIUTHBIX TPYIIT B TPYIIITY 3aMECTUTEIIS UITH
yaaJIeHUE 3alUThI, MOKHO UCIIOJIb30BATh CIIOCO0, OMUCAHHBIN B JIMTEPATYpE,

Harnpumep, "Protective Groups in Organic Synthesis", T.W. Green, 2nd Edition, John Wiley
& Sons, Ltd., 1991, crtocod Ha OCHOBE 3TOM METOIMKUA WIH COUETAHUEM TaKUX CITOCOOOB C
TPAAUIIMOHHO KUCIIOJIb3YEeMbIM CITOCOOOM.

CoenuHeHue, OTHOCSIIEECS K HACTOSIIEMY U300 PETEHHUIO, MOXHO MOJIYYUTh TaKKe
3aMeHOM (PYHKIMOHAILHOM TPYIIIHI B KOJIbIE A U BBeICHUEM/ yIaJICHUEM 3AIITUTHOM
CPYIIIbL, €CJIM 3TO HEOOXOAUMO. 3aIIUTHAS TPYIINA B TPYIIIE 3aMECTUTEIISI MOXKET OBbITh
BBE/ICHA WM YJaJieHa criocoOoM, onucaHHbIM B "Protective Groups in Organic
Synthesis", T.W. Green, 2nd Edition, John Wiley & Sons, Ltd., 1991, cmocoboM Ha oCHOBE
3TOU METOAUKHU WK COUYETAHUEM TAKUX CIIOCOOOB C TPAIUIMOHHO UCIOJIb3YEMbIM
criocobom. DyHKIMOHAIbHAS TPYIIA MOXKET OBITh 3aMEHEHA CIIOCOOOM, OIIMCAHHBIM B
mirepatype, Hanpumep, "Comprehensive Organic Synthesis", Vol.6, Pergamon Press, 1991,
vy "Comprehensive Organic Transformations”, Richard L et al, VCH Publishers, 1988,
CIIOCOOOM Ha OCHOBE 3TOM METOIMKHU WIIK COYETAHUEM TAKUX CIIOCOOOB C TPAUIMOHHO
UCIIOJIb3YEMbIM.

Korpaa kombio A mipeacraBiisier coOoit 0eH30IbHOE KOJIBIO, AT ITPEICTABIISET COOOMH
(dbeHu, T.e. OMBAJICHTHYIO TPYIITY, 0OPa30BaHHYIO YAAJCHUEM JIByX aTOMOB BOJIOPOA U3
OeH30J1a, U KOJIbLO A COAEPKUT HUTPOTPYIIITY, 3aMECTUTENb B KOJIbIE A MOXKET OBITh
JIOTIOTHUTETbHO MOIU(PUIMPOBAH MPHY ITOMOIIH, HATTPUMED, CIIEAYIOLIHX CIIOCOOO0B.

N R? N R

~
o Y HoN- \(
1 Hz.Pd-C N X! R4

N X ~ AN
AT NCHITND . v 7 AT NN
o RS A o R

(1-4) (1-5)
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[rae R7 uMeeT Takoe ke 3HAUCHHE, KAK y R, a IPYTrUe CUMBOJIBI UMEIOT YKAa3aHHOE
BBIIIIC 3HAUYCHMUE].

(Cramus 7)

Ha sTott craguu coenunenue (1-4), oTHOCsIIEeCsS K HACTOSIIEMY U300PETEHUIO,
KOTOPOE COAEPKUT B KAUECTBE 3aMECTUTEIISI HUTPOTPYIIIY, MOABEPratoT
KaTaJIUTUYECKOMY BOCCTAHOBJICHUIO C UCIIOJIb30BAHUEM B KQUECTBE KaTau3aTopa
MaJUTaus Ha aKTUBUPOBAHHOM YTJIE, C Tpe00pa30BaHUEM, TAKUM 00pa3oM, HUTPOTPYIIITHI
B AMHUHO.

Hcnonb3zyeMoe Ha 3TOM CTaIuK KOJIMUYECTBO MaJjIa/iis HA aKTUBUPOBAHHOM YTJIe
00bryHO cocTannsieT oT 0,01 1o 1 3kB., HO peanouyTuTenbHo OoT 0,05 10 0,5 5KB. B pacuere
Ha 1 3kB. coeauHeHus (1-4).

Temnepatypa peakuun 06b19HO coctasisieT ot 0 10 80°C.

Bpewms peakiuu 00b1dyHO cocTaBisieT 1 yaca qo 48 4acoB, WK NPEANOYTUTEIBHO OT 1
1o 12 yacos.

Coenunenue (1-5), moaydeHHOE TAKUM 0OPA30M, 3aTEM MOKET OBITh UCIIOJIB30BAHO HA
CIIEAYyIOIIEN CTaIUU TIOCIIE €r0 BbIAEIECHUS/OUUCTKY ITPU TIOMOIIU CPE/ICTB, U3BECTHBIX U3
YPOBHSI TEXHUKH, HAIPUMED, TAKUX KaK KOHIEHTPUPOBAHUE, KOHLEHTPOBAHUE ITPU
MMOHW)KEHHOM JIaBJICHUH, 3CTPAKIUS pACTBOPUTEIIEM, KPUCTAIUTU3ALUS, OOpaTHOE
OCaXJICHUE WM XpoMaToTrpadusi, Uiu 0e3 BbIIeIICHUs/OYUCTKH.

(Cramus 8)

DTa cTaaus mpeacTaBiIsieT co0o# crocob morydeHus coeuHeHus (1-6)
B3aUMOJIEHCTBUEM CcOeIMHEHUS (1-5), MOJTyYeHHOTO HA CTaauM 7, C KAPOOHOBOKUCITIOTHBIM
coeauHeHuem (11).

DTa peakuys MpeIcTaBIsieT COOON PEaKLUUI0 AMUTHOT'O CBSI3bIBAHUS, U 9TO MOKET
MPEICTABIIATH COOOM OOBIYHYIO PEeAKLMI0 0Opa30oBaHUs aMuia, OMIMCAHHYIO B JIUTEPATYPE,
HanpuMep "Theory and Experiment in Peptide Synthesis", Nobuo Izumiya, Maruzen, 1983,
win "Comprehensive Organic Synthesis", Vol.6, Pergamon Press, 1991, cnoco0 Ha ocHOBe
3TOU METOAUKHU WIK COUETAHUE TAKUX CITOCOOOB C TPAUIMOHHO UCIOJIb3YEMBbIM.
KoHKpeTHO, 3TO MOKET OCYIIECTBUTD CIEIMATIUCT B TAHHOW 00J1aCTH, UCIIOJIB3YsI
W3BECTHBIN AreHT KOHACHCAUU, WIH, ATbTEPHATUBHO, 3TO JJOCTUTAETCSl AKTUBALIMEH C
UCTIONIb30BAHKUEM CIIOKHOTO 3(hupa, crroco0oM C UCIOJIH30BAHUEM CMEIIAHHOTO
AHTUIIPUIA KUCIOThI, CIIOCOOOM C UCTIOIB30BAHUEM XJIOPAHTUAPUAA KUCTIOTHI UIU
CITOCOOOM C UCTIOJTb30BaHUEM KapOOIMUMHIIA, KOTOPBIE U3BECTHBI CIICHUATTUCTAM B
JTAHHOM 00JIACTH.

[TpuMepamMu TakOro aMUA-00PA3YIOIIETO areHTa SBIISIIOTCS TAOHWIXJIOPU/T,
okcazanmuixyiopui, N,N-TUIMKIOTeKCUIKApOOJUUMHUT, UOJU, |-MEeTUI
2-6pommupuaunusi, N,N'-kapOoHWITTUMMUIA301, TUheHUITHOChHOPUITXIOPUI,
nuenundocopurazua, N,N'-mucykimmHUMUIMIKapooHat, N,N'- TMCYyKIMHUMUIUITOKCATIaT,
runpoxiopua 1-3tui-3-(3-1MMe TUIIaMUHOTIPOTTIUIT)KapOOIMUMUA, STUIXIOPOGOPMHAT,
nzooyTunxiaopdopmuat u rekcapropdocdar
OeH30TpUa30- 1 -UIO0KCH-TPUC(AUMETHIIAMUHO )POCHOHMS, HO U3 HUX MPEANOY TUTEITIBHBIMU
SIBJISIFOTCSI TAOHWJIXJIOPUT, TUAPOXIIOPUL
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1-911n-3-(3-qumMe TiIIaMUHOTp oI )KapOoaunumuia, N,N- TUIMKITOTeKCUITKAap OO TMAMUIT U
rekcadropdochar 6eH30TpHa30- 1-UI0KCU-TPUC(TUMETUIAMHUHO ) (HOCHOHMSL.

B peakuun oOpa3oBaHMs aMHa OCHOBAHUE U ar€HT KOHAEHCALMM MOXHO UCIIO0JIb30BaTh
BMECTE C YKa3aHHBIM BbIILIE aMUA-00Pa3yIOIIKUM areHTOM.

Hcnonb3yeMoe 0OCHOBaHME MOXKET MPEACTABIIATE COOOM TPETUUHBIN aTudaTHIeCKUil
AMMH, TAKOH KaK TPUMETWIAMUH, TPUITUIAMUH, N,N-TMU30IpONUIITUIIAMUH,
N-metunmopdoiiuH, N-MeTUIMUppOoIuanH, N-MeTuanunepuant, N,N-1uMe TUIaHUIIYH,
1,8-nuazadunukino[5.4.0]yanexka-7-ex (DBU) u 1,5-a3abuukiio[4.3.0]JnoHa-5-en (DBN),
WIM apOMATUYECKUI aMHUH, HATTPUMED NMUPUAUH, 4-TUMETUIAMUHOIIMPUIVH, TMKOJIVH,
JyTUIVH, XUHOJIMH WM U30XUHOJIMH, HO U3 HUX MPEANIOUYTUTEIIbHBIMU SIBISIOTCS
TPeTUUYHbIE ATU(PATUIECKUE AMUHBI, © OCOOCHHO MPEAIOYTUTEIbHBIM SBIISIETCS
TpdTWIAMUH WIK N,N-IUMU30IpONMIITUIIAMUH.

ATeHT KOHJIeHCAlluM, KOTOPBII UCTIONB3YIOT, MOXKET, HAIIPUMED, NMIPEACTABISATH COOOM
ruapaT N-rugipoKcuOeH30Tpra3ona, N-ruApoKCUCYKIMHUMUI,
N-runpoxcu-5-HopOopHeH-2,3-TMKapOOKCUMMU/L WITH
3-rugpoxcu-3,4-nuruapo-4-oxkco-1,2,3-6eH30TpUa3o0Ji, HO U3 HUX OCOOEHHO
MPEANIOYTUTENBHBIM SIBIISIETCSI N-THIPOKCUOEH30 TPUA301.

HcnonbzyeMoe konnuecTBo coequHeHus (1-5) BapbupyIOT B 3aBUCUMOCTH OT THUIIA
UCIIOJIB3YEMOT' O COEIMHEHUSI U PACTBOPUTEISL U IPYTUX PEAKLMOHHBIX YCIOBHUIM, HO
00b1MHO OHO cocTtaBiisieT oT 0,1 1o 10 3xB. U ipeanoyTuTeabHO OT 0,5 10 3 9KB. B pacyeTe
Ha 1 3kB. KapOOHOBOKHUCIOTHOT'O MPOU3BOAHOTO (11) MK ero peakquoOHHOCIIOCOOHOTO
IIPOU3BOJIHOTO.

Hcnonp3yeMoe KOJIMUECTBO aMHUI-00pA3yIOLIEro areHTa BAPbUPYIOT B 3aBUCUMOCTH OT
THUIIA UCTIOJIb3YEMOT'O COEAMHEHUSI U PACTBOPUTENIS U IPYTUX PEAKIMOHHBIX YCIOBUH, HO
00BIYHO OHO cocTaBisieT OT 1 10 10 3KB. M MPEANIOYTUTENIBHO OT 1 10 3 9KB. B pacuere
Ha 1 3KB. KapOOHOBOKHUCIOTHOT'O MPOU3BOAHOTO (11) WK ero peakquoOHHOCIIOCOOHOTO
IIPOU3BOJIHOTO.

Hcnonp3yeMoe KOJIMYECTBO areHTa KOHIEHCAMA BAPbUPYIOT B 3aBUCMMOCTH OT THUIIA
UCIIOJIB3YEMOT'O COEAMHEHUSI U PACTBOPUTEIISL U IPYTUX PEAKLMOHHBIX YCIIOBHUM, HO
00BIYHO OHO cocTaBisieT OT 1 10 10 3KB. M NPEANIOYTUTENIBHO OT 1 10 3 9KB. B pacuere
Ha 1 3KB. KapOOHOBOKHUCIOTHOT'O MPOU3BOAHOTO (11) WK ero peakqMoOHHOCIIOCOOHOTO
IIPOU3BOJIHOTO.

Hcnonp3yeMoe KOJIMUECTBO OCHOBAHHUS BAPbUPYIOT B 3aBUCUMOCTU OT TUIIA
UCIIOJIb3YEMOT'O COEAMHEHUSI U PACTBOPUTEIISL U IPYTUX PEAKLMOHHBIX YCIIOBUM, HO
00BIYHO OHO cocTaBisieT OT 1 10 10 3KB. ¥ MPEANIOYTUTENIBHO OT 1 10 5 3KB.

Hcnonp3yeMsblil Ha 3TOM CTaIMM peakUUU paCTBOPUTEIb MOXKET, HAITPUMED,
MPEACTABISATh COOONM MUHEPTHBIN PACTBOPUTEIIb, U OH KOHKPETHO HE OTPAHUYEH, IIPU
YCIIOBUU YTO TAKOW PACTBOPUTEIDL HE BIIMSIET HA MIPOBEICHHUE PEAKLMH, IIPY 3TOM
KOHKPETHBIMU ITPUMEPAMH SIBJISIOTCS METUIICHXJIO DU, XJI0podopM, 1,2-TuxinopaTaH,
N,N-numetundopmamu, 3hup 3TUIYKCYCHON KUCTOTHI, METUIIOBBIN 3(hUp YKCYCHOM
KHUCJIOTBI, alleTOHUTPWI, OEH30J1, KCUJIOJI, TONYOoJI, 1,4-nMokcaH, Terparuapodypa,
JMMETOKCHUITAH WUIIM CMECH TAKMX PACTBOPUTEJIEH, HO C TOUKH 3PEHMSI MOAECPKAHUS
MOJAXOASIIIEN TEMIIEPATYPbl PEAKLMH IIPEATNIOUYTUTEIbHBIMU SIBIISIOTCS, HAIIPUMED,
METHJICHXJIOpUJI, XJI0podopM, 1,2-1UxI0paTaH, aueTOHUTpua win N,N-auMetunipopmamu.

Temnepatypa peakuu Ha 3Toi cTaguu OObIYHO OT -78°C A0 TeMIlepaTypbl KUIIEHUS
pactBopuTend, HO nipeanouyTuTenbHo oT 0 mo 30°C.

Bpems peakiuu Ha 3TOH cTaauu 00bI4HO cocTasisieT oT 0,5 1o 96 uacos, HO
IIPEANIOYTUTEIBHO OT 3 10 24 4acoB.
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OcHoBaHue, aMUI-00pA3yIOLIMIA AT€HT U ar€HT KOHICHCALMH, UCTIOJIb3YEMBIE Ha 3TOM
CTa/IM1, MO>KHO MCIIOJIb30BATh B COYETAHUU.

Coenunenue (1-6) Mo HacTOSIIEMY U300pETEHHIO, ITOJTYUYEHHOE TAKUM 00pa3oM, 3aTeM
MOET OBITh BBIAEICHO/OUYMILIEHO C UCTIOJIb30BAHUEM CPEACTB, U3BECTHBIX U3 YPOBHS
TEXHUKH, HATIPUMED, TAKUX KaK KOHLEHTPUPOBAHUE, KOHIIEHTPOBAHUE ITPU TOHW)KEHHOM
JIaBJIEHUH, ICTPAKLMS PACTBOPUTEIIEM, OOPATHOE OCAXKICHHUE, KPUCTAIIIIM3ALMS WU
xpomartorpadusi.

Korpa rpynna 3amecTuresnist B Koable A MPeACTaBIIsieT coO0M apuilbHYIO TPYIITy WIH
reTepoapuibHyIO Ipymimy, coeauHeHue (1-8) MOKHO MOJYyYUTh CIEAYIOUIUM CIIOCOOO0M,
UCIIOJIB3Y$ coeuHenue (1-7) 1o HacTosIEMY U300 pETEHUIO, COJIEpIKAIIEe ATOM rajoreHa
B KOJIbIe A.

= N X! gt Cragua 9
W Napr—n]
R

0
a-n

(1-8)

[roe X mpeacrasiseT coOOM aTOM rajgoreHa, xX* MPEJICTABIISIET COOOM APUWIbHYIO WU
reTePOAPUIIBHYIO I'PYIIIY, 4 APYTUE CUMBOJIBI UMEIOT YKA3aHHOE BBIIIE 3HAYCHHUE].

(Cramus 9)

DTa cTajaus mpeACcTaBIsieT co0oi criocod nmosyueHus coequnenus (1-8) mo HacTosmemy
U300PETEHHIO, COJIEPIKAIIETO B KAUECTBE 3aMECTHUTEISI B KOJIbIE A apUIIbHYIO UITH
reTEPOAPWIBHYIO I'PYIIIY, IOJYYEHUEM IPYTOTO MPOU3BOJHOTO coeiuHeHus (1-7),
KOTOPOE COAEPKUT B KOJIbLIE A aTOM rajoreHa, Takoro Kak xJjiop, 6pom Wiu uoj.

Jng npeobpazoBanust coequHeHus (1-7) B coenrHenue (1-8) ocylecTBIIsiiiM peakiuo
couetanusi Cy3yku (Suzuki).

Bbonee koHKpeTHO, coeauHenue (1-8) Mo HacTosAEMY U300PETEHHIO, COIEpIKalllee B
KaueCTBE 3aMECTUTENIS B KOJIbIIE A apWIbHYIO WIM F€TepOapUIbHYIO TPYIIY, MOXHO
IMOJIYYUTh B3aUMOJAEHCTBUEM COeIMHEHUS (1-7), comepKalllero aToM rajoreHa B KoJble A,

c X“—B(OH)2 B IIPUCYTCTBUU OCHOBAHUS, MTAJJIAAUEBOTO KaTaau3aTropa U, €Ciy 3TO

HeoO0xoauMo, GochUHOBOTO JTUTAH/A.

DTa cTaaus MOXKET OBITh OCYIIECTBIIEHA CITOCOOOM, omucaHHbM B "Angew. Chem., Int.
Ed. Eng.", 1999, 38(16), pp.2413-2416, by J.P.Wolfe, S.L.Buchwald et al., cmoco6omM Ha
OCHOBE 3TOW METOJIMKY WM COYETAHMEM TAKHX CIIOCOOOB C TPAJAUIMOHHO MCIIOIb3YeMbIM
Crocooom.

Hcnonb3yeMoe OCHOBaHUE MOXKET, HAITPUMED, MPEACTABIISTh COOOM KapOOHAT HATPHUS,
KapOoOHAT Kanus, KapOoHaT ue3usi, propua nesus, GTopua Kaiaus uind GTopuI HaTPHsL.

Hcnonb3yeMoe KOIU4ecTBO OCHOBAHUSI OOBIUHO cocTaBisieT oT 1 o 10 3kB., HO
NIPEANIOYTUTENBHO OT 1 10 3 3KB. B pacyeTe Ha 1 9kB. coenunenus (1-7).

Hcnonp3yeMblil naJu1aAUeBbIN KATAIU3ATOP MOXKET, HAIPUMED, IPEACTABISATD
coboit Pd(PPh,),, Pd(OAc),, Pd,(dba), i PACL,(PPh,)..

Hcnonp3yeMoe KOJIMUECTBO MAILIAAUEBOIO KaTanu3aTopa o0br4yHo cocTtasisieT ot 0,01
110 0,5 3kB., HO npeanoyturebHO OT 0,05 10 0,2 3kB. B pacuere HA 1 3kB. coeauHeHus (1-
7).

Ucnonb3yemslii GOCHUHOBBIN JTUTAHT MOXKET, HAIIPUMED, MIPEACTABIATH COOOM PPh_,

P(o—tol)3, P(tBu)3, 2-[mu(TpeT-0yTun)dpochuno]-1,1'-6udenwn, 2-[au(Tper-6yTui)pochuHo|-
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2'-mumeTwiiamMuHo- 1, 1'-6udennn, 2-[ nunuknorekcuwidochunol-1,1'-oudenun wm
2-[ mumuknorekcuiipochuHo |-2'- tumMe TUIIaMuHO- 1, 1'-0udeHn.

Ucnonp3zyemoe 60paHOBOE COETMHEHUE MOKET MPEICTABISATh COO0N KOMMEPUYECKOE
MPOU3BOIHOE apuiIOOpa WIK MPOU3BOIHOE TeTepoapuIdopa, Takoe Kak (heHUI00pHas
KHUCII0TA, 3pup GeHUI0 OpHOM KMCIOTHI WIIM TUATTKUI(EHUTIOOPaH, UM He0OX0IMMOE TS
3TOTO MPOU3BOAHOE OOPa MOXKET OBITH MOJIYYEHO U3BECTHBIM CIIOCOOOM, CITOCOOOM Ha
OCHOBE TaKOW METOJIMKY WM COYETAHUEM TAKUX CIIOCOOOB C TPAAUIMOHHO UCIOIb3YeMbIM
CIIoco0oM.

Hcnonb3zyeMoe KOIu4ecTBO coequHeHUs1 0opa 00bIdHO cocTaBisieT OT 1 10 10 3kB., HO
NIPEATIOYTUTEIIBHO OT 2 10 5 JKB.

KomnuuectBo 60pHON KUCTOTHI X4—B(OH)2 (X uMeeT onpeesIEHHOE BbIIIE 3HAUCHUE)
00BIMHO cocTaBisieT OT 1 10 10 3KB., HO TPEANOUTUTEIHLHO OT 2 7O 5 3KB.

Coenunenue (1-9), oTHOCsIIEECS K HACTOSILIEMY U300PETEHUIO, MOKHO IOJIYYUTh
CJIEAYIOIIUM CITOCOOOM.

1 N R
R2 N R x2—OH R2 Y
Konbuo \l/ (12 ) Konbuo
3L N T RIS N
R SAr—OH  Cragus 10 A

o) O
(1-9)

1

r—O0—Xx?

()

[re cuMBOJIBI UMEIOT YKa3aHHOE BbIIIE 3HAYEHHE].

Peaxuust aTOM cTamu n3BecTHA Kak peakuus MUyHoOy u peacTaBisieT coOoti croco0,
OIIMCAaHHBIN B MTeparype, Hanpumep Mitsunobu. O, "The Use of Diethylazodicarboxilate and
Triphenylphosphine in synthesis and Transformation of Natural Products”, Synthesis,

Vol.1, 1981, pp.1-28, cnoco0® Ha OCHOBE 3TON METOIUY WK COUETAHUE TAKUX CITIOCOOOB C
TPAAUIMOHHO KCIIOJIB3YEMbIM CIIOCOOOM, B TPUCYTCTBUM (POCHPUHOBOTO COCTMHEHUS U
a30COEUHEHMUSI.

Hcnonp3yeMoe Ha 3TOM CTallu KOJIMYECTBO CIIMPTOBOTO coeauHEeHus (12) 0ObIYHO
coctasiseT oT 0,5 10 10 3KB., HO IPEANOYTUTENBHO OT 1 10 3 3KB. B pacueTe Ha 1 3KB.
coeauHeHus (5).

dochrHOBOE COETMHEHNE, UCIIOTB3YEMOE Ha 3TOM CTaIMH, OOBIYHO MPEICTABIISET
coboi1, Harpumep, TpudeHunbochuH uu TpusTUIdochuH.

Hcnonp3yemoe konuuecTBO GOCHUHOBOTO COETMHEHHUS OOBIYHO cocTaBiseT oT 0,5
110 10 3KB., HO TPEANIOYTUTENBHO OT 1 10 3 3KB. B pacyeTre Ha 1 3KB. coeauHeHus (95).

Hcnonb3yeMoe a3ocoeJMHEeHUEe, MOXKET, HAIIPUMED, TPEACTABISATH COOOI
I3 TUIIA30IMKAPOOKCUTIAT WM JTUM30TIPONNIA30AUKAPOOKCHIIAT.

Hcnonb3zyeMoe KOIUYecTBO a30COEAUHEHHUsT OOBIUHO cocTaBisieT ot 0,5 no 10 3kB., HO
NIPEANIOYTUTENBHO OT 1 10 3 3KB. B pacyeTe Ha 1 9kB. coenquHeHus (5).

Bpewms peaxiyu Ha 3TOH cTaauu OOBIYHO cOCTaBIsAET OT 1 10 48 yacoB, HO
NIPEATIOYTUTENBHO OT 4 10 12 yacos.

TemnepaTypa peakuuu Ha 3TOM CTaAuKd OOBIYHO B MIpe/iesiax KOMHATHON TeMIIepaTyphl
JI0 TeMIIEpATyPbl KUIIEHHUSI UCTIOJI3YEMOTO B PEAKIMU PACTBOPUTEINS, HO
npeanoyturenbHo ot 15°C o 30°C.

Hcnonp3yeMsblil Ha 3TOM CTAaIMU PEAKLUMUA PACTBOPUTENIb KOHKPETHO HE OTPAHUYEH, ITPU
YCJIOBUU YTO OH HE BIMSIET HA IPOBEJCHUE PEAKLMU, HO KOHKPETHBIMU ITPUMEPAMU
SBIISIIOTCSI TETPAruapodypaH Wiu TOIyoIl.

Coenunenue (1-9), moaydeHHOE TAaKUM 0OPA30M, 3aTEM MOXKET OBITh
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BBIJIEJIEHO/OUYUIIIEHO C UCIIOJIb30BAHUEM CPEACTB, U3BECTHBIX U3 YPOBHS TEXHUKH,
HaIIpUMED, TAKMX KaK KOHUEHTPUPOBAHUE, KOHLIEHTPOBAHKUE IIPY IOHU)KEHHOM JIaBJIIEHUH,
ACTpaKLUs PACTBOPUTEIIEM, KPUCTAIIU3ALMS, OOPATHOE OCAXKICHUE UIIK XpPOMATOTpadusL.

CoenuHeHue, OTHOCSIIEECS K HACTOALIEMY U300 PETEHUIO, ITPEACTABIEHHOE
dhopmynoii (I), MOKET OBITH JIETKO BBIJCIICHO/OUHUIIIEHO OOBIUHBIMU CPEICTBAMU
BBIJIEJIEHUS/OUUCTKU. Takue cpeicTBa MOTYT, HAIIPUMED, BKIIOYATh SKCTPAKLUIO
pacTBOpUTENEM, IEPEKPUCTATIIIN3ALUIO, 0OPATHOE OCAXKIEHUE, KOJJOHOUHYIO
xpomartorpaduro uim GpakIUuOHHYI0 TOHKOCIOWHYIO XpoMaTorpaduro.

DTU COeIMHEHUS MOTYT OBITh MPE0OPa30BaAHBI B COJIM UJIU CIIOXKHBIE 3(PUPBI, KOTOPHIE
SBIISIEOTCS (DapMaLEBTUUECKU TTPUEMIIEMBIMH, TPAIMIMOHHBIMU CTIOCO0aMH, UIK HA000POT,
CBOOO/IHBIE COETMHEHNUS MOT'YT OBITh MOJIYUYEHBI U3 COJIeH WU CIIOKHBIX 3(UPOB
TPpaUIIMOHHBIMU CITOCOOaMH.

KoHnaeHncupoBanHoe 4-0KCONMMPUMUAMHOBOE MTPOU3BOAHOE IO HACTOSILEMY
M300pPETEHHNIO MOJKET CYILIECTBOBATH B BUJIE (hapMaLeBTUUECKU ITPUEMIIEMON COJIU, U TAKYIO
COJIb MOKHO IOJIYYUTh B COOTBETCTBHMM C TPAAULMOHHBIMU CIIOCOOAMU, UCTIOIB3Y S
COeIMHEHHE, TPECTABIIEHHOE YKa3aHHOM Bbie opmyrnol (I). [Ipuepamu Takow
KHUCIIOTHO-A/IIUTUBHOMN COJIM SIBJISIFOTCS. COJIM FAJIOT€HOBBIX KUCIIOT, TAKHUE KAK
TUIIPOXIIOPU/, TUAPO(PTOPUA, TUIPOOPOMUI U TUAPOUOIUIT; COTU HEOPraHUIECKUX
KHCJIOT, TAKUE KaK HUTPAT, epxiiopart, cyiabdat, pochat u kapOoHAT; COTM HUBIIUX
AJKWICYTb(OHOBBIX KUCIIOT, TAKKE KaK COJIb METAHCYJIH(OHOBOM KUCIIOTHI, COJIh
TpUhTOPMETAHCYTB(POHOBOM KUCITOTHI M COJIb 3TAHCYTh()HOHOBOM KUCITIOTHI,
apwicylIb(pOHATHI, TAKKE KaK COJIb OEH30JICYIH(HOHOBOM KUCTIOTHI U COJIb
-TOJIYOJICYJIL()OHOBOM KUCIOTHI; COJIM OPTAaHUYECKUX KUCIOT, TaKue Kak pymapar,
CYKLMHAT, UUTPAT, TAPTPAT, OKCAIIAT U MAJIEAT; U COJIM AMUHOKHUCIIOT, TAKME KaK IJyTaMaT
v acnaprar.

ITpumepsl OCHOBHO-aAAUTUBHOM COJIM MPEICTABISAIOT COOOM COM 1IETOYHBIX
METAJJIOB, TAKHE KAK COJIM HATPUS U KaJlvsl, COJIU IIEJIOUHO3EMEIIBHBIX METAJIOB, TAKUE
KaK COJIM KaJIbLKsl U MarHusi, COJIM aMMOHMS M COJIM OPraHUYECKUX OCHOBAHUH, TAKUE KaK
TYaHWJIUH, TPUITUIAMUH U JULMKIIOTeKCUIIaMUH. COeMHEHNE TI0 HACTOSILEMY
U300PETEHHUIO MOXKET, KPOME TOT'0, CYIIIECTBOBATH B BUJE€ CBOOOIHOTO COEIMHEHUS, B
dbopme TuapaTa COJIM UK COIbBATA.

Coenunenue, npeacraBiaeHHoe Gpopmyitoii (1), MOKHO BBOJIUTDH MEPOPATBHO UITH MOYKHO
UCIIOJIb30BATh HENEPOPAJIBHBIN ITyTh BBEICHUSI.

[Tpu KIIMHUYECKOM UCTIOIBb30BAHUU COEAMHEHUSI [0 HACTOAIIEMY U300PETEHHUIO €ro

MOJKHO TaKKe OObEeIUHATH C APYTUMHU (hapMaleBTUUECKU MPUEMIIEMBIMU JJOOaBKaMU B
Pa3IMYHBIX (papMaleBTUYECKHX MperapaTax B 3aBUCUMOCTH OT criocoba BBeeHus1. Takue
00aBKU MOTYT IIPEACTABIISITH COOOM T0OaBKH, OOBIYHO UCTIOTB3YEMBIC B
(apManeBTUUECKUX IIpernapaTax, Takue Kak KeJlaTuH, JIAKT0o3a, Oeblil MATKuii caxap,
OKCHJ TUTaHa, KpaxmaJ, KpUcTajlandecKas HeJIroo3a,
TUIPOKCUITP OTIMIMETUIILEIUTION03a, KApOOKCUMETUIILEIUTION03a, KYKYPY3HBbIi Kpaxma,
MHUKPOKPHUCTAJTIMYECKUI BOCK, OEJIbIN Ba3€IMH, AJIFOMOMETACUIIMKAT MarHusi, 0€3BOIHbIN
docdat KanbLus, TMMOHHAS KMCIOTA, TPULMTPAT HATPHUSL, TUIPOKCUITPOIUILEILIION03a,
COPOUT, CIIOKHBIE 3(UPBHI KUPHBIX KUCTIOT COpOUTaHA, TOJIMcOpOAaT, CI10KHbBIE d(PUPBI
KUPHBIX KUCIIOT caxapo3bl, MOJIUOKCUITUIIEH, THIPUPOBAHHOE KACTOPOBOE MAacIIo,
MOJIMBUHWINIUPPOJIMIOH, CTEApAT MarHus, CBeTJIasi 0€3BOAHAsA KPEMHEBAS KUCIIOTA, TAJbK,
pAaCTUTENIBHOE MAcilo, OCH3UIOBBIN CIIMPT, apaBuiickas KaMeAb, POIUIEHIJIMKOb,
MOJIMAJIKWIIEHIJIMKOJIb, UUKIOAEKCTPUH WM THIPOKCUIIPOMMILMKIOAEKCTPHH.

dopmMa 115 BBeIEHUS TAKOTO (hapMaleBTUUECKOT0 IIpernapaTa B BUJE CMECH C

CrtpaHuua: 53



10

15

20

25

30

35

40

45

30

RU 2358969 C2

BBIIICYKa3aHHBIMU J00aBKaMU MOKET IIPEACTABIISITE COOOM TBEPABIN Mpernapar, TaKon
KaK TaOJIETKH, KaIICyJbl, TPAHYJIbl, IOPOLIKU WIH CYIIIO3UTOPUH, WIH KUAKHUNA ITpenapar,
TAKOHM KaK CUPOIIbI, JIMKCUPBI WIU UHBEKLMH, U UX MOXKHO IOJIyYHUTh B COOTBETCTBUU CO
croco6amMu, 0ObIYHO UCTIONB3YEMBIMHU IS MTOJTyUeHuUs (papMareBTUIECKUX KoMIo3unuii. B
ciydae XKMIKOTO Ipenaparta ero MOKHO pacTBOPATh WIM CYCIIEHAMPOBATH B BOJE WU
Jpyrou noaxonsuen cpeae. B yactHocTy, B ciydyae MHbEKLIMU KOMITO3ULMIO MOKHO
PaCTBOPUTD WM CYCIIEHIUPOBATDH B (PU3NOTIOTUIECKOM COJIEBOM PACTBOPE WU
BUHOTPAJHOM caxape M, €CIIi 3TO He0OX0IUMO, MOXKHO 100aBUTH Oydepsl 1
KOHCepBaHThL. Takue papMaleBTUUECKUE MPENapaThl MOTYT COJIEPKATh COETUHEHHE 110
HacToseMy n3ooperenuto B koinuuectse ot 1,0 1o 100 mac.%, HO TPEAIOUYTUTEILHO OT
1,0 no 60 mac.% B pacueTe Ha 00I1Iee KOJIMYECTBO Mpenapara.

dapManeBTUUECKUE TIPENAPAThl, COAEPKALIUE COCTUHEHUE 110 HACTOSLIEMY
U300PETEHNIO, MOKHO MOJYUUTh, HAIIPUMEDP, B COOTBETCTBUU CO CIIEYIOLIUMHU
(hapMaLeBTUUECKUMH ITPUMEPAMH.

(PapmaneBTrueckur mpumep 1)

10 yacren coequHenus mpuMepa 1, 15 gyacreit TsHKeIIoro oKkcuaa Maraus U 75 yacren
JIAKTO3bl OTHOPOJHO CMEILIMBAIIM C ITOJIYYEHHUEM ITOPOIIKA UM KOMIIO3ULMU B BUE
MEJIKMX YaCTHL ¢ pazMepoM 350 MKM WJIM MEHbIIE. DTOT MOPOIIOK BBOJIWIA B KOHTEHHED
B BUJIE KAIICYJIBI C ITIOJIYYEHUEM KAIICYJIbL.

(PapmaneBTUUECKUM TIpUMED 2)

45 yacrer coenuHeHus npuMmepa 1, 15 yacreit kpaxmaia, 16 yacrei 1akto3sl, 21 yacte
KPUCTAJJIMYECKON LUEJUTIOIO03bI, 3 4aCTU MOJUMBUHWIOBOTO criupTa v 30 yacren
JUACTWIJIMPOBAHHOMN BOABI OJHOPOJHO CMEIIUBAIIM, U3MEIIbYAJIU, CYLIUIIN U COPTUPOBAIIM C
IIOJIyYEHHUEM I'paHyJI, UMEIOIIUX AuaMeTp oT 1410 no 177 Mkm.

(PapmaneBTUYECKUIA IpUMeED 3)

[Tocne nostydeHus rpaHysI TAaKUM K€ CIIOCOOOM, KaK OMUCAHO B (papMaleBTUIECKOM
npuMepe 2, 3 yacTu creapara Kajiblys J0OABIISUIM K 96 4acTsM 3TUX I'PaHyJl U IPECCOBAIIU
B Ta0JIeTKHU, uMmerolue auaMetp 10 mm.

(PapmaneBTUYECKUIA IpUMeED 4)

10 yacTel KpUCTAUIMYECKON LEJIIONO03bI U 3 YaCTU cTeapara Kajibluys J00aBisum K 90
Y4acTsIM I'PaHyJl, MOJIY4eHHBIX B (hapMalieBTUIECKOM ITpUMeEpe 2, TPECcCOBAIM B TAOJIETKH,
UMEIOLIME TUAMETP 8 MM, U JOOABIISUIM CMELIAHHYIO CYCIIEH3HUIO, BKITIOYAOIITYIO
3aMOYEHHBIN JKEIATUH/OCAXKAECHHBINA KapOOHAT KalbLUs, C IOJTYy4YEHUEM TAOJIETOK,
MMEIOLIUX CaXapHOE NOKPBITHE.

Takue apmaneBTHUECKUE MTPErapaThl MOTYT TAKKe COJIepKaTh Apyrue
TEPAINEBTUYECKH ITOJIE3HBIEC COCAUHEHUSI.

CoeuHeHue 10 HACTOSIIEMY U300 PETEHUIO MOXHO HUCIIOJIH30BaTh B COUETAHHH C
JPYTUMH CPEICTBAMM, TIOJIE3HBIMH JIJIsI JICUEHHUST HApYIIeHUH OOMEHa BEIECTB W/WIIH
HapyLIEHUI MUTaHus. Takue MHIPEAUEHTHI B TAKMX COYETAHUSIX MOKHO BBOAUTH B PA3HOE
BpEMs WJIM OJHOBPEMEHHO B IIPOLECCE JICYEHUS WM MOKHO BBOJAUTH B BUJIE PA3HBIX
JIEKapPCTBEHHBIX MPENapaTOB WM B BUAE OJHOTO hapMaleBTUYECKOTO Mpernapara.
[TosToMy 1OJKHO OBITH MMOHATHO, YTO HACTOSIIE U300PETEHHE BKIIIOUAET OJHOBPEMEHHOE
BBEACHHUE WIN BBEJACHUE B PA3HOE BPEMs, U TEPMUH "BBEJCHUE" B KOHTEKCTE HACTOSIIETO
U300peTeHMs CIeAyeT TOHUMATh UMEHHO TakuM oOpa3oMm. Jlpama3zoH KoMOWHAIMI
COETMHEHMSI 110 HACTOSAIIEMY U300 PETEHHUIO C IPYTUMH CPEICTBAMHU, MTOJIE3HBIMU ITPH
HapyLIEHUsIX 0OMEHa BEUIECTB WM HAPYILICHUSX IUTAHUS, B IPUHLMIIE, OXBATHIBAET
KOMOMHALMK CO BceMH (papManeBTUUECKUMU MperapaTaMu, MOJIE3HBIMU JJIS1 JICUCHUS
HapyLIEHUI OOMeHa BEUIECTB W/WIM HAPYLIEHUN TUTAHUSL.
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CoeuHeHue 10 HACTOAIIEMY U300 PETEHUIO MOXKHO HUCIIOJIH30BaTh B COUETAHUH C
JTPYTUMU JIEKAPCTBEHHBIMU Cpe/IcTBaMU, 3(DHEKTUBHBIMHU JJIs JICUCHUSI, TTPO PUITAKTUKY WITH
KOHTPOJIS TAKUX PACCTPOUCTB, KaK TMIIEPTEH3US, TUIIEPTEH3US, CBSI3AHHAS C O)KUPEHUEM,
pacCcTpOMCTBA, CB3AHHBIE C TUTIEPTEH3UEH, TUTIEPTPO QU cepana, TUIepTPOodus JICBOTO
KEITyJI0UYKa U META0OJIMUECKUI CUHIPOM, OKUPEHUE U CBSI3AHHBIE C OKUPEHUEM
paccrpoucTBa. s npoUIaKTUKKY WK JICUCHUS TUX PACCTPONUCTB 1PYIrue
JIEKapCTBEHHBIE CPEACTBA (CONYTCTBYIOIINE JIEKAPCTBEHHBIE CPECTBA) MOKHO BBOJIUTH
OJTHOBPEMEHHO, OTAEIIBHO WM MTOCIEA0BATENbHO. [1py 0 THOBpEMEHHOM UCTIOJIB30BAHUU
C OJTHUM, IBYMsI UJIK O0Jiee APYTUMHU JIEKAPCTBEHHBIMU CPEICTBAMU BBEJIEHUE MOKHO
OCYIIECTBIISITH B BUE OJTHOM 103bl. OJTHAKO B KOMOMHAIMOHHOMW TepaIii KOMITO3HIHIO,
COAEePKALIYIO COEIMHEHHUE 110 HACTOSLIEMY U300 PETEHUIO M CONTYTCTBYIOIIME
JIEKapCTBEHHbBIE CPEACTBA, MOYKHO BBOJUTH OJJTHOBPEMEHHO, OTJIEIIBHO WU
MOCJIEA0BATEIILHO B BUAE Pa3HBIX YIIAKOBOK. TaKke MOXHO OCYLIECTBJISITh BBEACHHUE C
WHTEPBAJIAMHU BO BPEMEHHU.

Pa3mMep 10361 COMYTCTBYIONIMX JIEKAPCTBEHHBIX CPEICTB MOKET OBITh OTIPE/IeICH Ha
OCHOBAHUMU JI03bI, UCTIOJIL3YEMOM B KIIMHUUECKON MPAKTUKE, U €r0 MOKHO MOIXOASIINUM
00pa3oM BeIOpATh B 3aBUCUMOCTH OT KOHKPETHOTO MALMEHTA, IIyTH BBEACHUS
3a00JIeBaHUS WM UCTIONIb3yeMOol koMOrHamMy. Crioco6 BBEACHHUS COITYTCTBYIOLIETO
JIEKapPCTBEHHOTO CPEICTBA KOHKPETHO HE OI'PAHUYEH, U JOCTATOYHO OObEIUHUTD
KaKUM-JIMOO 0Opa30M COeMHEHHE IO HACTOSIIIEMY U300PETEHUIO U COIY TCTBYIOIIIEE
JeKapcTBeHHoe cpeacTBo. [Ipumepsl cnocoba BBeIeHHsI BKIIOUAIOT: 1) BBEIEHUE €IMHOTO
(dhapmaneBTUUECKOTO MpenaparTa, OJy4eHHOTO OJJTHOBPEMEHHBIM CMEIITUBAHUEM
COEIUHEHMS 110 HACTOSIIEMY U300 PETEHHIO C APYTUM JIEKAPCTBEHHBIM CPEICTBOM; 2)
OJTHOBPEMEHHOE BBEJICHHUE JIBYX TUIIOB (papManeBTUIECKUX MIPENapaToB, U3TOTOBICHHBIX
OTIEJIBHBIM [TOJyYEHUEM COEIMHEHUS IO HACTOSIIEMY U300PETEHHUIO U IPYTOTo
JICKAPCTBEHHOT'O CPEACTBA, TEM K€ BBEJICHUEM; 3) BBEJICHUE JIBYX TUIIOB
(hapmaneBTUUECKUX MPerapaToB, U3TOTOBIIEHHBIX OT/ICIbHBIM ITOJIYUCHUEM COCTUHECHUS
10 HACTOSIIEMY U300PETEHUIO U APYTOro JIEKAPCTBEHHOTO CPEJICTBA, TEM K€ BBECHUEM C
WHTEPBAJIOM BO BpeMEHH; 4) OTHOBPEMEHHOE BBEICHHUE JIBYX TUIIOB (papMaleBTUICKUX
MpenapaToB, U3rOTOBJICHHBIX OTJEIbHBIM MOJIYYEHUEM COSAUHEHUS IO HACTOSIIEMY
M300PETEHUIO U IPYTOTO JIEKAPCTBEHHOT'O CPEJICTBA, PA3HBIMU ITYTSIMU BBEJICHUS, U 5)
BBE/ICHHE JBYX TUIOB (hapMaleBTUUECKUX MPETnapaToB, U3TOTOBIIEHHBIX OT/ICIbHBIM
MOJTyYEHUEM COEIMHEHUS IO HACTOSIIEMY U300 PETEHHUIO U APYTOTO JIEKAPCTBEHHOTO
CpEeICTBA, PA3HBIMU MYTSIMU BBEJICHUS C UHTEPBAJIOM BO BPEMEHU (HATPUMED, BBEACHUE
COEIMHEHMSI 110 HACTOAIIEMY U300 PETEHHUIO C ITOCTIEAYIOUIUM BBEIEHUEM JIPYTOro
JIEKapPCTBEHHOTO CPEICTBA UM B OOPATHOM IOPSIIKE).

CooTHOIIEHHE IS CMEIIMBAHUS COSTMHEHMS 110 HACTOSIIEMY U300 PETEHUIO U IPYTOTro
JIEKAPCTBEHHOT'O CPEICTBA MOKHO MOAXOASIINM 00pa30oM BbIOPATh B 3aBUCUMOCTH OT
BBOJIMMBIX JICKAPCTBEHHBIX CPEJICTB, MyTH BEICHUS U 3a00JICBAHUS.

[TpuMepsl COMyTCTBYIONIUX JIEKAPCTBEHHBIX CPEACTB, UCIIOJIb3YEMBIX B HACTOSIIIEM
n300peTeHNH, BKIIIOYAIOT aHTHIMA0EeTUIECKIe CPEICTBA, CPEICTBA, CHUXKAIOIINUE YPOBEHD
JIMIIU0B, AaHTUTUIIEPTEH3UBHBIE CPE/ICTBA U CPEJICTBA MPOTUB OXUpeHUd. J[Ba wiu Ooiee
U3 3TUX COMYTCTBYIOIIUX JIEKAPCTBEHHBIX CPEJICTB MOKHO COUETATh B MOIXOIAILIEH
MIPOMOPLHYH.

[Tpumepsr aHTUIMAOE TUIECKUX CPEICTB BKITIOYATOT:

1) aronuctsl PPART, Takue Kak riiMra3oHsl (HalipuMep, UAIIMTA30H; JapTIIMTA30H;

SHIVIMTA30H; u3arimta3zoH (MCC-555); nuOrIuTa3oH; pO3UrIMTA30H; TPOTJIMTA30H;
BRL49653; CLX-0921;5-BTZD u t.11.) u G1 0207, LG-100641, LY-300512 1 T.1..;
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2) buryaHusl, Takue Kak 0ydopmun; methopmuH; 1 GeHPOPMUH U T.I1.;

3) MHrUOUTOPHBI PO TeUHTUPO3UHPOchaTazbI-1B;

4) coenmuHeHus CyIb(OHUIMOYEBUHBI, TAKUE KAK alleTOTeKCAMUT; XJIOPIIPOIIAMMULI;
JMa0uHeE3; IITMOCHKIIAMUL; TIIMIU3UI; TJIMOYPUA; TIIMMENMPUT; TJIMKIA3U/1; TJIMIIEHTUI;
[JIMKBUJOH; TIIMCOJIAMUT; TOJIA3AMUL; M TOJIOYTaMUI U T.I1.;

5) MErIMTUHUIBL, TAKUE KaK PEHarJIMHUI U HATETJIMHUA U T.11.;

6) MTHTUOUTOPHI aTb(]a-TITIOKO3UATUIPOIA3kI, TAKKE KaK akap003a; auIlO31H;
KaMUru003a; SMUTJIUTAT; MUTJIMTOJ; BOIJIMO03a; MpaauMuluH-Q; candocratud; CKD-711;
MDL-25,637; MDL-73,945; u MOR 14 u T.11.;

7) uHTHOUTOPHI ab(a-aMuIasbl, TAKUE KaK TEHIAMUCTAT, TpecTaTuH U Al-3688 u 1.11.;

8) cpencTBa, yCWIMBAIOIINE CEKPELMIO MHCYJIMHA, TAKUE KAK JIUHOTIIMPUA; U A-4166 u
T.IL;

9) UHrMOUTOPBI KUPHO-KUCITIOTHOTO OKUCIICHMSI, TAKME KAK KIIOMOKCHUDP U 3TOMOKCHUD U
T.IL;

10) anTaroHUcTHl A2, TAKUE KAaK MUIATJIM30H; U3ATJIMI0T; ACPUTIIUI0; UAA30KCAH;
3apoKcaH U (IyrmapoKcaH u T.IL.;

11) UHCYJTMH WM MHCYJIMHOMMMETHKHU, Takue Kak ouorta, LP-100, HoBapamnu, MHCYJIVH
JIE€TEMUD, UHCYJIMH JIU3IIPO, UHCYJIUH TJIapTHH, UHCYJIUMH-IMHKOBAS cycneH3us; Lys-Pro
uHcynuH, GLP-1 (73-7) u GLP-1 (7—36)—NH2) U T.IL;

12) HeTHA30IUIMHIMOHOBBIE CPEICTBA, Takue Kak JT-501 u papriauraszap u T.11.;

13) nBoriHbie aronnctel PPARo/Y, Takue kak CLX-0940, GW-1536, GW1929,
GW-2433, KRP-297, 1-796449, LR-90 u SB 219994 u T.11.;

14) npyrue JeKapCcTBEHHBIE CPEICTBA - CCHCUOWIM3ATOPbI MHCYJIMHA; U

15) aronuctel VPAC2 penenropa.

[Tpumeps! cpeACTB, CHUKAIOIIMX YPOBEHbD JIMIIUAOB, BKIIOYAIOT:

1) cpeacTBa, yCMIMBAIOIIME SKCKPELMIO KETUHBIX KUCIOT, TAKUE KAK XOJIECTUPAMUH,
KOJIEYEBEIIEM, KOJIECTUIION, TUATKAIAMUHOAIIKWIIIPOU3BOAHBIE IIONIEPEUYHO-CILIUTOTO
nexcrpana; Colestid®; LoCholest®; u Questran® u T.11.;

2) uaruburopsl HMG-CoA peayKkTasbl, TAKUE KaK aTOPBACTATHUH, UTABACTATHH,
¢iryBacTaTuH, JIOBACTATUH, IPABACTATUH, PUBACTATHH, PO3yBACTATHH, CAMBACTATHH U ZD-
4522 u T.11.;

3) uaruoutopsl HMG-CoA cuHTa3bl;

4) MIHTUOUTOPBI A0COPOLMHU XOJIeCTepUHA, TAKKE KaK CII0XKHbBIE 3(DUPBI CTAHOTA,
0eTa-CUTOCTePUH, CTEPUHTIIUKO3UIbI, 336 TUMU U T.11.;

5) uHrUOUTOPBI KUCTOTO Ko(epmeHTa A - xonecrepuHaumiTpancdepasnol (ACAT),
Takue Kak aBacumu, a¢urynumuo, KY505, SMP 709 u T.11.;

6) uaruouropsl CETP, Takue kak JTT 705, Topcerparmmd, CP 532,632, BAY63-2149, SC
591, SC795 u T.1n.;

7) MIHTUOUTOPBI CKBAJIEHCUHTETA3BI;

8) aHTMOKCHIAHTBHI, TAKUE KaK MPOOYKOJ U T.I1.;

9) aronuctsl PPARa, Takue kak 6exinopubpat, 6enzapubpat, uurnpoduodpar,
kiodubpar, sTropudpart, penopudpat, remxiadbex u rempudbposuir, GW 7647, BM
170744, LY518674 u mpousBoaHbIe (hUOPUHOBOM KUCIIOTHI, TaKue Kak Atromid®, Lopid®
v Tricor® u T.11.;

10) momynstopel FXR peuentopa, takue kak GW 4064, SR 103912 v T.11.;

11) LXR peuenrop, Takue kak GW 3965, T9013137 u XTCO179628 u 1.11.;

12) MHTMOUTOPBI CUHTE3A JIMIIONIPOTEUHOB, TAKUE KAK HUALVH;

13) UHTUOUTOPBI CUCTEMBI PEHUH-AHTMOTEH3HH;
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14) vacTuunHble aroHucTsl PPAR1I;

15) ~HrUOUTOPBI OOPATHOTO MOTJIOLIECHUS KETYHBIX KUCIIOT, Takue kak BARI
1453, SC435, PHA384640, S-435, AZD7706 u T.11.;

16) aronuctel PPAR, Takue xkak GW 501516, GW 590735 u T.11.;

17) MHTMOUTOPBI CUHTE3A TPULJIULEPUIOB;

18) MHTMOUTOPBI TPAHCIIOPTA TPULIIUMLEPUIOB B MUKPOCOMAX, TAKUE KAK
nuromatanun, LAB687, CP346086 u T.11.;

19) MOYyJIATOPBI TPAHCKPUIILUM;

20) UHTHOUTOPBI CKBAJICHITTOKCHUIA3HI;

21) aKkTUBATOPBI PELETITOPOB JIMITONMPOTENHA HU3KOM IIOTHOCTH (LDL);

22) IHTMOUTOPBI arperauyv TpOMOOLUTOB;

23) unruburopsl 5-LO unu FLAP; u

24) arOHUCTBI PELENITOPOB HUALMHA.

[TpuMepbl aHTUTUNIEPTEH3UBHBIX CPEICTB BKIIIOYAIOT:

1) IMypeTUKH, TaKhe KaK THA3Ubl, BKIIIOUYAS XJIOPTAIUIOH, XJIOPTUA3U]I,
nuxiaopderaMu, ruapodIyMeTUa3ul, HHAATIAMUI U TUAPOXIIOPTHABUL; TICTIICBBIC
JIUYPETUKH, TAKKE KaK OyMeTaHUI, dTAKPUHOBAS KUCITOTA, (yPOCEMUT ¥ TOPCEMUI;
HaTpul-cOeperarome CpeicTBa, TAKUe KaKk aMWIOPUI U TPUAMTEPEH; U HTAT OHUCTHI
AJIBJIOCTEPOHA, TAKHUE KAK CIIMPOHOJIAKTOH, SIIUPEHOH U T.IL.;

2) beta-agpeHepruueckue 0J10KaTOPhI, TAKUE KaK alledyTOI0JI, aTEHOJI0JI, O€TaKCOJI0I,
0€eBaHTOJI0J1, OUCOTIPOJIOJ, OOIMHIO0JIOIN, KAPTEOI0JI, KAPBEAUIOJ, LEIUITPOJIOI,
3CMOJIOJI, UH]IEHOJIOJI, METAITPOJIOJI, HaI0JI0JI, HEOUBOJIOJ, TIEHO yTOJIO, MIUHI0JIO,
IIPOIAHOJIO0JI, COTAJION, TEPTATOI0JI, TUIU30JI0J, TAMOJOJ U T.I1.;

3) O;oKaTOPbI KAJIbLIMEBBIX KAHAJIOB, TAKWE KaK aMJIOJIUIIVH, aPAHUIUIINH,
A3€JIHUAUNWH, OApHUIUITUH, OCHUIUIIUH, OeTTPUIWI, IMHAJIIUIINH, KJI€BUIUIIMH,
JTUTHA3eM, 3()OHUIUITIH, (DETOUIHH, TaJIJTOTTaMUIT, U3PAIUITHH, JTAIUIUIIVH,
JIEMUJIIVITWH, JICPKAHUIUTINH, HUKAPIUITWH, HU(DIUTTUH, HAJIBAIUITUH, HUMOICTIVH,
HUCOJIJIUIMH, HUTPEHIUNNH, MAHUAUIINH, TPAHUIUIIMH, BEpariaMuil U T.11.;

4) UHTUOMTOPBI AHTHOTeH3UH-TIpeBpataomiero ¢pepmenta (ACE), Takue kak
OeHa3eNpWIT; KaTOMPWIT; IUTA3AIIPUIT; IETaIIPUI; SHATIATTPWIT; (POCUHOTIPUIT; UMUIATTPUIT;
JIOCUHOTIPWJT; MO3KCUITPWIT; XMHAIIPWIT; XMHAIIPWIAT; PAMUIIPUIT; IEPUHIOTIPUIT;
TIEPUHAPOIIPUIT; KBAHUTIPWIT, CIIMPATIPUIT; TEHOKATIPHWIT;, TPAHAOJIAIIPUII, 30(PEHOTTPUII U T.I1.;

5) MHTMOUTOPBI HEUTPATBLHOM 3HIONENTUIA3bL, TAKUE KAK OMANATPWIAT, KaJOKCATPUII
¥ 9KagoTpui, pocunoTpui, camnatpuinat, AVE7688, ER4030 u T.11.;

6) aHTarOHUCTHI SHAOTEINHA, TaKUe Kak Te3oceHTaH, A308165, YM62899 u T.11.;

7) Ba3oAMIATATOPBI, TAKKE KaK TUAPATA3UH, KIIOHUIUH, MUHOKCHUIWII, HHKOTUHUJIOBBIN
CIIUPT U T.IL;

8) aHTarOHUCTHI peuenTopa aHrTuoTeH3una Il, Takue kak KaHaecapTaH, 3MpPOcapTaH,
upOecapras, JiocapTaH, mpaTocapTaH, TacocapTaH, TeJIMUCAPTaH, BaJIcCapTaH, U
EXP-3137, F16828K, RNH6270 u T.11.;

9) o/f anpeneprudeckre 6J10KATOPBI, TAKME KaK HUMPAIUION, ApPOTUHOJIOJ,
aMOCYJIJION U T.IL;

10) 6rmokatops! anbda 1, Takue Kak Tepa3oCuH, yparuauil, Tpa3oCcuH, OYHa30CHH,
TPUMA30CHUH, TOKCA30CUH, HadTormawt, uagopamut, WHIP 164, XENO10 u T.11.;

11) aronucts anbda 2, Takue Kak JJIOPEKCUINH, THAMEHUINH, MOKCOHUJIVH,
PWIMEHW/IUH, TYaHOOEH3 U T.IL.; U

12) MHTMOUTOPBI ATTBOCTEPOHA U T.II.

[Tprmepsl CpeICTB MPOTUB OKUPEHUS BKITFOUALOT:
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1) uaruduropsl Tpancnoprepa SHT (cepoToHrHA), TaKKE KaK MAPOKCETHH,
dbyoxcetus, pendmypamuH, GIyBOKCAMUH, CEPTPAIMH U UMUITPAMVH;

2) uaruburopsl Tpancnoprepa NE (HopanuHedpuna), Takue kak GW 320659,
JIeCTIMpaMUH, TAJICyNpaM U HOMU(DEH3MH;

3) aHTaroHUcThl/00paTHbIE aroHUCTHI CB-1 (kaHHAOMHOMIHOTO-1 peuenTopa), Takue
kak puMmoHa0aHT (Sanofi Synthelabo), SR-147778 (Sanofi Synthelabo), BAY 65-2520 (Bayer)
u SLV 319 (Solvay), u cpenctBa, packpsiTbie B mareHTe CLLIA Ne 5532237, matente CLLIA
Ne4973587, matente CIIHA Ne 5013837, mateure CIIIA Ne 5081122, mateute CIIIA
Ne 5112820, matente CILIA Ne 5292736, matente CIIIA Ne 5624941, natente CHIA
Ne 6028084; WO 96/33159, WO 98/33765, WO 98/43636, WO 98/43635, WO 01/09120, WO
01/96330, WO 98/31227, WO 98/41519, WO 98/37061, WO 00/10967, WO 00/10968, WO
97/29079, WO 99/02499, WO 01/58869, WO 02/076949, WO 01/64632, WO 01/64633, WO
01/64634, WO 03/006007 1 WO 03/007887; u EP-658546;

4) aHTaroOHUCTHI I'PENIMHA, Takue Kak packpbITeie B WO 01/87335, u WO 02/08250;

5) aHTaroHUcTh/0OpaTHbIe aroHUCThI H3 (rucramuna H3), Takue Kak TUONIEpaMuf,
3-(1H-umupgazoin-4-unm)nponuit N-(4-nieHTeHu )kapOamat, KII0OSHIIPOTIUT,
noaodennponut, umonpokcudan, GT2395 u A331440, u cpeacTsa, packpbiTbie B WO
02/15905; u O-[3-(1H-umunazomn-4-un)ponaHo) JkapoamaTsl, MUMIEPUINH-COACPKATIIHIEC
AHTAroHUCTHI TUcTaMuHOBOTO H3-peuentopa (Lazewska, D. et al., Pharmazie, 56:927-32
(2001), mpousBoiHbIe OeH30(eHOHA (Sasse, A. et al., Arch. Pharm. (Weinheim) 334:45-52
(2001)), 3amemenubie N-ennnkapoamatel (Reidemeister, S. et al., Pharmazie, 55:83-6
(2000)), 1 mpousBoAHBIE TpoKcUdaHa (Sasse, A. et al., J. Med. Chem., 43:3335-43 (2000));

6) aHTarOHUCTHI PELENITOPA MEJIaHUH-KOHLEeHTpupytolero ropmona 1 (MCHI1R), Takue
kak T-226296 (Takeda), SNP-7941 (Synaptic) u cpeacrta, packpsiteie B WO 01/82925, WO
01/87834, WO 02/051809, WO 02/06245, WO 02/076929, WO 02/076947, WO 02/04433, WO
02/51809, WO 02/083134, WO 02/094799 u WO 03/004027 u Anouckoti [TatenTHOM 3asiBke
Ne JP 2001-226269;

7) aronuctb/aHTaroHUcTel MCH2R (MenaHMH-KOHLEHTpUPYIOLIETro TOpMoHa 2R);

8) anraronuctel NPY 1 (weriponienitvaa Y Y1), takue kak BIBP3226, J-115814, BIBO
3304, LY-357897, CP-671906 u GI-264879; u cpenctsa, packpbiThie B mateHTe CIIIA
Ne 6001836; WO 96/14307, WO 01/23387, WO 99/51600, WO 01/85690, WO 01/85098, WO
01/85173 u WO 01/89528;

9) antaronuctsl NPYS (Hetiponientuaa YYS), takue kak 152,804, GW-569180A, GW-
594884A, GW-587081X, GW-548118X; FR235,208; FR226928, FR240662, FR252384;
1229091, GI-264879A, CGP71683A, LY-377897, LY-366377, PD-160170, SR-120562A, SR-
120819A, JCF-104 u H409/2 u cpenctsa, packpbitbie B matente CLIA Ne 6140354, nateHTte
CIHIA Ne 6191160, matente CIIIA Ne 6258837, matente CIIIA Ne 6313298, matente CILIA
Ne 6337332, matenre CIIIA Ne 6329395 u mateute CIIIA Ne6340683; matente CLLIA
Ne 6326375; matenre CILIA Ne 6329395; mateute CHIA Ne 6337332; mateute CIIIA
Ne 6335345; EP-01010691 u EP-01044970; u W097/19682, W097/20820,

W097/20821, W097/20822, W097/20823, W098/27063, W0O00/107409,
WO00/185714, WO00/185730, WO00/64880, WO00/68197, WO00/69849,
WO001/09120, WOO01/14376, WO01/85714, WO01/85730, WO01/07409,
WO001/02379, WO01/23388, W0O01/23389, WO01/44201, WOO01/62737,
WO001/62738, WO01/09120, W002/20488, W002/22592, W002/48152, W0O02/49648
1 W002/094789; u Norman et al, J. Med. Chem. 43:4288-4312 (2000);

10) nenTuH, TaKoM Kak peKOMOUHAHTHBIN J1enTUH uenoBeka (PEG-OB, Hoffman La
Roche) u pekOMOMHAHTHBIN METUOHWII-JIETITHH YelloBeKa (Amgen);
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11) mpou3BOIHBIE JIEITHHA, TaKKue Kak ommcaHHbie B maTeHTe CIIIA Ne 5552524,
narerte CHIA Ne 5552523, materate CHIA Ne 5552522 u mateute CIIHA Ne 5521283; u WO
96/23513, WO 96/23514, WO 96/23515, WO 96/23516, WO 96/23517, WO 96/23518, WO
96/23519 u WO 96/23520;

12) aHTAaroHMUCTHI OTIMOUIOB, Takue Kak HallMe(deH (Revex ®), 3-METOKCUHAIITPEKCOH,
HAJIOKCOH M HAJITPEKCOH; U CpeAcTBa, packpbiTbie B WO 00/21509;

13) aHTaroHUCTHI OPEKCHHA, Takue Kak SB-334867-A; u cpeacrsa, packpoiteie B WO
01/96302, WO 01/68609, WO 02/51232, WO 02/51838 u WO 03/023561;

14) aronuctsl BRS3 (penentopa 6ombe3uHa noarumna 3);

15) aronuctel CCK-A (xoneuucTokuHuHa-A), Takue kak AR-R 15849, GI 181771, IMV-
180, A-71378, A-71623 u SR146131, u cpencrBa, packpoiThie B mateHTe CILIIA Ne 5739106;
16) CNTF (umnuaphblie HelipoTpoduyeckue hakTopsbl), Takue kak GI-181771 (Glaxo-
SmithKline); SR146131 (Sanofi Synthelabo); 6yTabunaum; u PD170,292, PD149164 (Pfizer);

17) npousBoanble CNTF, Takue kak akcokuH (Regeneron); u cpencTsa, packpbiTeie B WO
94/09134, WO 98/22128 u WO 99/43813;

18) aronuctel GHS (peuenrtopa cTUMYIATOpPa CEKPELMA TOPMOHA POCTA), TAKHUE
kak NN703, rekcapenun, MK-0677, SM-130686, CP-424,391, 1-692,429 u 1-163,255, u
cpenctsa, packpbiTbie B maTeHTe CILIA Ne 6358951, mateHTHbIX 3asBkax CILIA
NeNe 2002/049196 u 2002/022637; u WO 01/56592 u WO 02/32888;

19) aronuctel SHT2c (cepOTOHMHOBOTO peuenTtopa 2c¢), Takue kak BVT933,
DPCA37215, IK264; PNU22394; WAY 161503, R-1065 u YM348; u cpencrsa, paCKpbITbIe B
naterTe CIIIA Ne 3914250; u WO 02/36596, WO 02/48124, WO 02/10169, WO
01/66548, WO 02/44152; WO 02/51844, WO 02/40456 u WO 02/40457,

20) aronuctsl Mc3r (penentopa MeJIAaHOKOPTUHA 3);

21) aronuctsl Mcér (penentopa mentaHokopTtuHa 4), Takue kak CHIR86036 (Chiron);
ME-10142 u ME-10145 (Melacure), u cpenctsa, packpbitbie B WO 99/64002, WO
00/74679, WO 01/991752, WO 01/74844, WO 01/70708, WO 01/70337, WO 01/91752, WO
02/059095, WO 02/059107, WO 02/059108, WO 02/059117, WO 02/12166, WO
02/11715, WO 02/12178, WO 02/15909, WO 02/068387, WO 02/068388, WO 02/067869, WO
03/007949 1 WO 03/009847;

22) UHTUOUTOPBI TOBTOPHOTO MOTJIOUIEHUS MOHOAMUHA, TAKUE KaK
cubyrpatmut (Mendia®/Reductil®) u ero comib, ¥ cpecTBa, packpbiThie B natente CLIA
Ne 4746680, B mateute CIIHA Ne 4806570 u B mateute CIIIA Ne 5436272, B maTEeHTHOMN
zasiBke CLLIA Ne 2002/0006964 1 WO 01/27068 u WO 01/62341;

23) UHTUOUTOPBI MOBTOPHOTO MOTJIONIEHUS CEPOTOHUHA, TaKHe KaK AeKcheHPIypaMuH,
(hIyoKCeTHH U cpeAcTBa, packpbiThie B maTeHTe CIIA Ne 6365633, WO 01/27060 u WO
01/162341;

24) aronuctsl GLP-1 (rmokaros-nogooHoro nentuaa 1) ;

25) Tonmupamar (Topimax®);

26) ¢urodapmcoenunenue 57 (CP 644,673);

27) uarnouropsr ACC2 (anetun-CoA kapOOKCUIa3bl-2);

28) aronuctsl B3 (beTa-agpeHopenmnTopa 3), Takue kak AD9677/TAK677
(Dainippon/Takeda), CL-316,243, SB 418790, BRL-37344, 1-796568, BMS-196085, BRL-
35135A, CGP12177A, BTA-243, W 427353, Trecadrine, Zeneca D7114, SR 59119A u
cpenctBa, packpbiTbie B maTeHTe CILIA Ne 5705515, B matente CLLIA Ne 5451677; u WO
01/74782 u WO 02/32897;

29) uaruburopsl DGAT1 (muanunriviepuHauuiTpancdepass 1);

30) uaruburopst DGAT?2 (muanuiriviepuHanuITpaHcgepassl 2);
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31) uaruouropsl FAS (cuHTa3bl )KUPHBIX KUCTIOT), Takue Kak Cerulenin u C75;

32) uaruburopsl PDE (dpochoamacrepasspl), Takue Kak TeOUIINH, TEHTOKCUPUIIIUH,
3alpUHACT, CUIIAeHA(UII, AMPUHOH, MWJIPUHOH, IMKJIOCTAMUI, POJIMIIPAM U [UJIOMUIIACT;

33) aroHUCTHI TAPEOUIHOTO ropMoOHa 3, Takue kak KB-2611 (KaroBioBMS) u cpenctsa,
packpsiTeie B WO 02/15845 u JP2000-256190;

34) axtuBatopbl UCP-1 (HecBs3bIBarorierocs oenka 1), 2 wim 3, Takue Kak (puTaHOBas
KHCJIIOTA,
4-[(E)-2-(5,6,7,8-TeTparunpo-5,5,8,8-reTpamMe THII-2-HapTaTUHWIT )- | -TIpOTIeH W |0 eH30MHAS
kuciora (TTNPB) u petuHOEBast KUCIIOTA; U CPEACTBA, packpbiThie B WO 99/00123;

35) aumn-3CTPOTEHBI, TAKUE KAK OJICOWI-3CTPOH, PACKpbIThIe B Mar-Grasa, M. et
al., Obesity Research, 9:202-9(2001);

36) aHTarOHUCTHI TIIIOKIIOKOPTUKOUIOB;

37) uaruouropsl 113 HSD-1 (11-0eTa-runpokcu-crepouaaeTuaporeHaspl Tuia 1), Takue
kak BVT 3498, BVT 2733 u cpeactsa, packpsireie B WO 01/90091, WO 01/90090 u WO
01/90092;

38) unruduropsl SCD-1 (cteapousi-CoA aecatypasbl-1);

39) unruburopsl nunentuawinentuaassl IV (DP-1V), Takve kak U30JeHIMHTUAZOIUIN]I,
BasiHnuppoauaua, NVP-25 DPP728, AF237, P93/01, TSL 225, TMC-2A/2B/2C, FE
999011, P9310/K364, VIP 0177, SDZ 274-444; u coenuHeHus, pacKpbITbie B WO
03/004498, WO 03/004496, EP 1258476, WO 02/083128, WO 02/062764, WO 03/000250, WO
03/002530, WO 03/002531, WO 03/002553, WO 03/002593, WO 03/000180 u WO 03/000181;

40) MUHTUOUTOPBI JIMIA3b], TAKKE KaK TETPATUIPOIUIICTATHH
(opymmcrat/Xenical®), Triton WR1339, RHC80267, nuricraTtvH, T€aCariOHUH 1
nuyTrymoemudepun docdar, FL-386, WAY-121898, Bay-H-3176, BaTMIaKTOH,
acTepaluH, 30emakToH A, 306enakton B, RHC 80267 u cpeactsa, packpbitbie B WO
01/77094 u B matente CLIIA Ne4598089, matente CIIIA Ne 4452813, matente CIIIA
Ne 5512565, mateure CIIIA Ne 5391571, matente CIIIA Ne 5602151, mateute CIIIA
Ne 4405644, B mateute CIIIA Ne 4189438 u matenre CIIA Ne 4242453;

41) UHTMOMTOPBI TPAHCIIOPTEPA KUPHBIX KUCIIOT;

42) UHTMOUTOPBI TPAHCIIOPTEPA IUKAPOOKCUIIATA;

43) UHTMOUTOPBI TPAHCIIOPTEPA TIIFOKO3BI;

44) uHTrMOUTOPBI TpaHcropTepa docdara;

45) arOHUCTBI MEJIAHOKOPTHHA, Takue Kak Melanotan I wim cpenctsa, packpeitbie B WO
99/64002 u WO 00/746799;

46) aHTAar OHUCTBI MEJTAHUH-KOHLUEHTPUPHUPYIOLIETO TOPMOHA;

47) aHTaroHUCTHI TaJIaHUHA;

48) aronuctel CCK;

49) KOPTUKOTPOTIMH-BBICBOOOXKIAIOIINI TOPMOH; U

50) aronuctsl pochoauscrepasnl-3B (PDE3B); u T.11.

VYka3aHHbIE BbIIIE KOMOWHALMY BKIIOUAIOT KOMOMHALMM KOMIIO3UIMM 10 HACTOSLIEMY
U300PETEHHIO HE TOJIBKO C OJJHUM U3 APYTMX AKTUBHBIX COEMHEHUH, HO TAKKE C IBYMS
WM OoJiee IPYruMU aKTUBHBIMU COE€IMHEHUSIMU. Heorpanuumsarome npumMepsl
BKJIIOUAIOT KOMOMHALMM KOMIIO3UIMH 110 HACTOSILIEMY U300 PETEHHUIO C OJTHUM, ABYMS WU
0oJiee aKTUBHBIMM COEIMHEHUSMH (COMYTCTBYIOLIMMMU JIEKAPCTBEHHBIMU CPEACTBAMM),
BBIOPAHHBIMU U3 CPEJICTB, CHIKAIOIIUX YPOBEHD JIMIUAOB, U AHTUTUIIEPTCH3UBHBIX
cpenct. KoMOuHaIMKM KOMITO3MIMI IO HACTOSIIIEMY U300PETEHUIO C OAHUM, ABYMSI MU
0oJiee aKTUBHBIMM COEIMHEHUSMH (COMYTCTBYIOLIMMHU JIEKAPCTBEHHBIMU CPEACTBAMM),
BBIOPAHHBIMU U3 CPEJICTB, CHIKAIOLIUX YPOBEHD JIMITUAOB, U AHTUIMAOETUUECKUX CPEJICTB,
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TTOJIC3HBI JIJIS JISYCHUSI, KOHTPOJISI WIM TPOPUITAKTUKA METAOOIMUECKOTO CHHApOoMa. B
YACTHOCTH, KOMITO3UIIUH, BKJTIOUAIOIINE CPEICTBO IPOTUB OKUPEHUS,
AHTUTUIIEPTEH3UBHOE CPEJICTBO, B JJOTIOJIHEHUE K AHTUIMA0ETUUECKOMY CPEJICTBY W/WIIH
CPEeIICTBY, CHUXKAIOIIEMY YPOBEHD JIMITUOB, MOJIE3HBI AJIs1 CHHEPTMUECKOTO JIEUEHUSI,
KOHTPOJISI WK TTPOPUIAKTUKA METAOOIUIECKOTO CHHAPOMA.

[Tpu KIMHUYECKOM MPUMEHEHUM COCIMHEHUI 110 HACTOSIIEMY U300pEeTeHUIO 1032 U
4YaCTOTA BBEJICHUSI 3aBUCSIT OT 110JIa, BO3PACTa, BECA U COCTOSHUS MAMEHTA U OT TUIIA U
MPOAOIKUTEIBHOCTU 3P PeKTa, KOTOPBIH KeTaTeIbHO MOIyunTh. OHAKO TIPH
IePOPaAIbHOM BBEJICHUM B3POCIOMY IauueHTy no03a cocrasisietr 0,01-100 Mr/kr, HO
npeanoyTuresibHo 0,3-1 MI/KT B IEHb JJIs1 BBEACHUS B BUIE OJTHOW MIIM HECKOJIbKHUX J103, U
IIPU HENIEPOPAIILHOM BBEAECHUM B3POCIOMY NauueHTy no3a cocrasiseT 0,001-10 mr/kr, HO
npeanouyturesibHo 0,001-0,1 MI/Kr B A€Hb U1 BBEICHUS B BUIE OJTHOW WIM HECKOJIBKHUX
J103.

Jleuammuit Bpay, BeTepyUHAP WINA KIIMHUIMCT CMOXKET JIETKO OMpeneuThb 3 PeKkTHBHOE
(hapMaKoJIOTUUECKOE KOJTUUECTBO JICKAPCTBEHHOTO CPEICTBA 151 MPODUIAKTUKHY,
MOAaBJICHUS UJIM OCTAHOBKH Ipoliecca 3a00IeBaHUSI.

ITPUMEPHI

Hacrosiiee nzo0perenue nanee OyneT ONMMCAHO MPH MMOMOIIM MPUMEPOB, HO JTOJKHO
OBITh MOHATHO, YTO HACTOSIIIIEE U300PETEHUE HE OTPAHUUUBAETCS KAKUM-IMOO 00pa3zoM
MIPUBEACHHBIMU HUXKE TPUMEPAMM.

JI71s1 TOHKOCJIOMHOM XpoMaTorpadun, KOTOPYIO HUCIIOJIB3YIOT B MpUMEpax, sl INIACTHH
MCIIOJIb30BaAIM clwivkareb 60F245 (Merck), a B KauecTBe CpeACTBA ICTEKLIUN
vcnosb3zoBau Y D-gerexkrop. Wakogel™ C-300 (Wako Pure Chem.) ucionb3oBaiu B
KauecTBe cunukareis s kojioHok 1 LC-SORBTM SP-B-ODS (Chemco) uiu
YMC-GEL™ ODS-AQ120-S50 (Yamamura Chemical Research Institute) UCIo1b30BaJIu B
KauyeCTBE CUJIMKATEIIS [T KOJIOHOK ¢ oOpalieHHOH (a3oil. Macc-CriekTp u3Mepsuiu
MeTo10M noHu3anmu snekrpocnpeeM (ESI), ucnonsiys Quattroll (mpoaykt ot Micromass
Co.).

[Tpu ananuze SIMP-cniekTpa B pacTBOpe TSKEIOro AUMETHICYTb(OKCHIA U3MEPEHUS
OCYILECTBIISUIM C UCTIOIb30BaHUEM criekTpoMeTpa Gemini-200 (200 MI'n, Varian), Gemini-
300 (300 MI'y, Varian), Mercury 400 (400 MI'n, Varian) wim Inova 400 (400 MI'1, Varian),
UCTIONTB3YS JUMETUICYJIB(OKCU] B KAUeCTBE BHYTPEHHETO CTaHAAPTA, U BCE 3HAUCHUS
BBIPAXKaJIM B BUJI€ MWIJIMOHHBIX JOJIEN (M.1I.).

B nmpeacTaBieHHBIX HIDKE TpUMepax abOopeBUaTyphbl UMEIOT CIIEAYIONINUE 3HAUCHMS:

i-Bu: u300yTuipHas rpymnmna

n-Bu: H-OyTn

t-Bu: Tper-OyTun

Me: MeTwibHas rpymnma

Et: aTunpHad rpymmna

Ph: penunpHas rpynmna

i-Pr: uonponuiabHas rpymnmna

n-Pr: n-mponuibHas rpymnma

CDCl,: TspKensIi X10podopM

CD3OD: TSDKEJIbI METAHOJI

DMSO-d,: Tsokempiit JTTUMETHIICYTH(DOKCH]I.

AOOpeBUATYPBI, UCTIOTB3YEMBIE I 0003HAUEHHUS CIIEKTPOB SACPHOTO MATHUTHOTO
pE30HaHCA, UMEIOT CIIEAYIOIIUE 3HAYCHUS:
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S: CUHIJIET

d: nyoner

dd: nBoitHOM nyONEeT

t: TpUIUIET

m: MYJIbTUILIET

br: yluMpeHHbIN

q: KBapTET

J: KOHCTaHTa B3auMOJEHUCTBUS

Hz: repu

ITpumep 1

2-3Tui-3-{4-[3-(1 -nunepuauHuI ) mponokcu | hernn } -4(3H)-XuHa30TUHOH

(1) ITonyuenue 2-3tu-4H-3,1-0eH30Kca3uH-4-0Ha

AHnTtpanunoByto kucioty (10 r, 72,9 MMoIb) ¥ MpoNMOHOBBIN aHruApu (20,9 T, 160
MMOJIb) CMEIIUBAIIM U ntepeMeruBaiy pu 130°C B Teuenue 2 yacoB. PeakquoHHBbIN
pacTBOpP KOHUEHTPUPOBAIM [IPU TOHWKEHHOM JIABJIEHUM, OCTATOK PACTBOPSIIN B
METUJICHXJIOpUIC, OPTaHUYECKYIO (pa3y MPOMBIBAIIA HACKHIIIICHHBIM BOJHBIM PACTBOPOM
TUApOKapOOHaTa HATPHUS, a 3aTEM JUCTUILIMPOBAHHONM BOOM U CYIIWIIN O€3BOTHBIM
cynbhatrom HaTpus. LleneBoe coequnenue (12,5 r, 98%) morydaau B BUIe OECIBETHOTO
TBEPJIOTO BEIIECTBA, ITOCJIE TOTO KaK CyJIb(aT HATPUs OTPUILTPOBBIBAIINA U MPOTYKT
KOHLEHTPUPOBAJIU JIOCYXA.

(2) IMonyuenue 2-3tun-3-(4-rugpokcudennn)-4-(3H)-xunazonmHoHa

2-stui-4H-3,1-6eH30kca3un-4-o# (6,5 r, 37,1 MmoIib) u 4-amunodenon (4,05 r, 37,1
MMOJIb) PacTBOPSUIM B AuMeTwiIopmamuse (18 mir) u nepemertvBanu npu 140°C B
teueHue 10 gvacoB. CMech OXJTXIATN IO KOMHATHOW TEMIIEPATYPHI, 100aBIIsITH
JUCTWLIMPOBAHHYIO BOY (94 MJI) U TBepIblit 0caqok oThuibTpoBbiBaiu. [IpoaykT
MEPEKPUCTATIIM3OBBIBAJIM (3TAHOJ) U LIEJIEBOE COeIMHEHUE (6,52 T, 66%) MOJIy4yau B BUIIE
KPUCTAJIJIOB CBETJIO-KOPUYHEBOT'O LIBETA.

(3) Momyuenue 2-31mi-3-[4-(3-xmoprponokcu)penun]-4(3H)-xuna3omHoOHA

2-3Tui-3-(4-runpoxcudenunn)-4(3H)-xunazomvnox (17,9 t, 67,5 MMOIIb),
1,3-6pomxioprpomnan (12,1 r, 70,3 Mmoib) U kapooHat kanus (19,7 r, 143 MMOJIb)
cMmemuBany B tumetwidhopmamuzae (180 mir) u nepemeruBaiu rpu 80°C B TeUeHUE 2 4aCOB.

ITocne BbimapuBaHust paCTBOPUTEIISI TPU MOHUKEHHOM JIABJICHUU J100aBIISUIH
STWIALETAT U AUCTUWUIMPOBaHHYIO Boay. [lociie skcTparupoBanus 3STWIIaleTaToM
OpraHvueckyo a3y MpOMBIBATIN TUCTULIMPOBAHHON BOJION U CYIIMITU O€3BOTHBIM
Cynb(haToM HATPUSL.

Cynbdat HaTpUs OTGUIHTPOBBIBAIIN, PUIBTPAT yIIAPUBAIIU MTPHU MOHWKEHHOM
JIABJICHWM U TIOJIYYEHHOE TBEPJIO€ BEIIECTBO IMIPOMBIBAJIA 3TAHOJIOM C ITOJTYYECHUEM
neneBoro coenunenus (19,1 r, 82%) B BUAE TBEPIOTO BEIIECTBA CBETIIO-KOPUYHEBOTO
BeTa.

(4) ITonyuenue
2-3TUi-3-{4-[3-(1-nunepuarHuI ) IpornokcH |penu }-4(3H)-xuHa3omHOHA

2-3Tui-3-[4-(3-xnopnponokcu)penn|-4(3H)-xunazomunoH (19 T, 55,6 MMOJIB),
niuniepuavH (23,7 T, 278 Mmouts), kapooHat kaaus (11,5 1, 83,4 MMOJIB) U MOIU KAJTUS
(13,8 1, 83,4 MmMouIb) cMemMBaly B tumeTiiidopmamuae (400 Mit) U mepeMenIuBai pu
80°C B TeueHue 24 4acos.

PactBopuTenb BrIapuBaiv Mpy MOHUKEHHOM JABJIEHUM, OCTATOK PACTBOPSLIIU B
ITUIIANETATE U OPTAHUYECKYIO (Da3y MPOMBIBATIN IUCTUIIUPOBAHHOM BOJIOM U CYIIMITH
0€3BOIHBIM CYJIb(ATOM HATPHSL.
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[Tocne ouncTkH KOJIOHOYHOM XpoMaTorpadueit Ha cuukarese
(xmopodopm/meranon=30/1) ykazanHoe B 3aroyioBke coeauHerue (10,1 r, 47%) morydanu
B BUJIE OECIBETHBIX KPUCTAJIOB MEPEKPUCTALIM3AIMEN U3 TUITUIIOBOTO dpUpa/TenTaHa.

'H SIMP (400 MTI, CDCl,, owm.a.): 1,22 3H, 1, J=7,2 I'n), 1,41-1,47 (2H, m), 1,57-1,64

(4H, m), 1,97-2,05 (2H, m), 2,36-2,58 (8H, m), 4,06 (2H, T, J=6,4 I'n), 7,02 (2H, 1, J=8,4 I'n),
7,12 (2H, n, J=8,4 I'n), 7,43 (1H, 1, J=7,6 T'n), 7,67-7,78 (2H, m), 8,25 (1H, 1, J=8,4 T'm).

CoenuHeHus: MPUMEPOB 2-16 MOKHO MOJIYYUTh TAKUM XKeE CIIOCOOOM, KaK YKa3aHO B
npumepe 1, cnocoboM Ha OCHOBE 3TON METOJMKH WIIM UX COUETAHUEM C TPAAULIMOHHBIM
CIIOCOOOM, UCIIOJIB3Ys COOTBETCTBYIOLIYIO AHTPAHUIIOBYIO KUCIIOTY, AHTUIPUI KUCIOTHI,
amuHOeHoI1, 1,3-6poMXIIopaliiKaH U aMUH B Ka4€CTBE UCXO/IHBIX BEILIECTB.

ITpumep 2

2-meTuia-3-{4-[3-(1-nunepunuaun)nponokcu|penun }-4(3H)-xMHA30JIMHOH

VYka3aHHOE B 3ar0JIOBKE COEAMHEHME TTOIyYalld IO cioco0y npuMepa 1, UCIosb3yst
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUIPpU, 4-aMuHOpEeHO, 1,3-0poMXIopIpoTiaH u
IIUIIEPUIMH B KAYECTBE UCXO/IHBIX BELIECTB.

'H SIMP (400 MTI, CDCl,, owm.1.): 1,41-1,55 (2H, m), 1,50-1,64 (4H, m), 1,97-2,04 (2H,

M), 2,25 (3H, ¢), 2,37-2,46 (4H, yump.c), 2,49 (2H, 1, J=6,8 I'n), 4,06 (2H, T, J=6,8 I'1), 7,03
(2H, n, J=8,4 T'm), 7,12 (2H, 1, J=8,4 I'n), 7,44 (1H, T, J=8,0 I'n), 7,65 (1H, 1, J=8,8 '), 7,74
(1H, 1, J=8,0 I'w), 8,25 (1H, u, J=8,0 I'm).

ITpumep 3

2-MeTui-3-{4-[3-(1-muppoauauHuI) IponokcH|dpenun } -4(3H)-XMHA30JIMHOH

VKkazaHHOE B 3ar0JI0BKE COEIMHEHNE TTOJIy4aliv IO crioco0y mpumepa 1, ucronb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUIPpU, 4-aMuHOpEeHO, 1,3-0poMXIopIpoTiaH u
MUPPOJIMIVH B KAYECTBE UCXOIHBIX BEIIECTB.

'H SIMP (400 MTI, CDCl,, owm.n.): 1,41-1,49 (2H, m), 1,58-1,66 (4H, m), 2,25 (3H, ¢),
2,48-2,58 (4H, ymup.c), 2,81 (2H, 1, J=6,0 I'n), 4,15 (2H, T, J=5,6 '), 7,03 (2H, A, J=9,2
I'm), 7,13 (2H, 1, J=9,2 I'n), 7,44 (1H, T, J=8,0 I'n), 7,65 (1H, g, J=8,0 I'y), 7,72 (1H, T, J=7,2
I'm), 8,25 (1H, x, J=8,0 I'm).

ITpumep 4

3-{4-[3-(an3TIIIaMUHO)ITPOTTOKCH | peHmI } -2-MeTriI-4(3H)-XMHA30 IMHOH

VkazaHHoe B 3ar0JI0BKE COEIMHEHNE TTOJIy4aliv IO crioco0y npumepa 1, ucronb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUIPpU, 4-aMuHOpEeHO, 1,3-0poMXIopIpoTiaH u
JUSTWIAMUH B KAYECTBE UCXOIHBIX BEILIECTB.

'H IMP (400 MTI, CDCl,, om.1.): 1,04 (6H, T, J=7,2 T'n), 1,91-2,00 (2H, m), 2,25 (3H,

), 2,55 (4H, ks, J=6,8 I'nm), 2,63 (2H, T, J=6,8 '), 4,06 (2H, T, J=6,4 T'n), 7,03 (2H, A, J=8,8
I'm), 7,13 (2H, 1, J=8,8 I'n), 7,44 (1H, T, J=8,4 I'n), 7,65 (1H, n, J=8,0 I'y), 7,74 (1H, T, J=8,0
I'm), 8,25 (1H, 1, J=8,0 I'm).

ITpumep 5

2-metun-3-{4-[3-(2-metui- 1 -mupponuauHun)nponokcu|penun } -4(3H)-XxMHA30JIMHOH
(pauemMuyecKas CMeChb)

VkazaHHOE B 3ar0JI0BKE COEIMHEHNE TTOJIy4aliv IO crioco0y mpumepa 1, ucronb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUIPpU, 4-aMuHOpEeHO, 1,3-0poMXIopIponiaH u
2-METWITIUPPOJIUINH B KAYECTBE UCXOIHBIX BEIIECTB.

'H SIMP (400 MTI, CDC13, owm.a.): 1,10 (3H, n, J=6,4 I'n), 1,37-1,46 (1H, m), 1,65-1,72

(2H, m), 1,86-1,97 (1H, m), 1,99-2,17 (3H, m), 2,17-2,24 (1H, m), 2,25 (3H, ¢), 2,26-2,33 (1H,
M), 2,96-3,03 (1H, m), 3,16-3,23 (1H, m), 4,05-4,10 (2H, m), 7,03 (2H, x, J=8,8 I'm), 7,13 (2H,
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n,J=8,8 I'm), 7,44 (1H, T, J=8,0 I'w), 7,65 (1H, 1, J=8,8 I'y), 7,74 (1H, T, J=8,0 '), 8,25 (1H,
o, J=8,0 I'm).
ITpumep 6

3-{4-[3-(2.5- -2-MeTin-4(3H)-XxuHa301MHOH
(cMecCh 1IMC- U TPAHC-U30MEPOB)

VYka3zaHHOE B 3ar0JIOBKE COEIMHEHME TTOJIyYaAIU 10 CIIoco0y npumepa 1, UCrosb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUApUL, 4-amuHodenon, 1,3-6pomxiopnponaH 1
2,5-ITMMETWINIUP POJIUAUH B KAUECTBE UCXOAHBIX BEIIECTB.

'H IMP (400 MTI, CDCl,, om.na.): 1,12 (6H, r, J=6,0 I'm), 1,35-1,40 (2H, m), 1,80-1,86

(2H, m), 1,94-2,00 (2H, m), 2,57-2,66 (2H, m), 2,76 (2H, 1, J=7,2 '), 4,06 (2H, T, J=6,0 I'1M),
7,02 2H, o, J=8,8 I'm), 7,12 (2H, 1, J=8,8 I'm), 7,44 (1H, T, J=7,2 I'), 7,65 (1H, a, J=8,0 I'm),
7,74 (1H, 1, J=8,4 T'y), 8,25 (1H, 1, J=8,0 I'my).

ITpumep 7

2-MeTuII-3-{4-[4-(1-nunepuanHni ) 0yTokcu| dhennn } -4(3H)-XMHA30JIMHOH

VkazaHHoOe B 3aroJI0BKE COEIMHEHNE TTOJIy4aliv IO crioco0y mpumepa 1, ucronb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUApUI, 1,4-OpoMXJIOpOyTaH U NUIIEPUIVH B
KadeCcTBE UCXOIHBIX BEIIECTB.

'H IMP (400 MTI, CDCl,, owm.1.): 1,41-1,53 (2H, m), 1,57-1,65 (4H, m), 1,66-1,75 (2H,

M), 1,97-2,06 (2H, m), 2,25 (3H, ¢), 2,36-2,50 (6H, m), 4,03 (2H, 1, J=6,4 I'), 7,01 (2H, 1, J=
8,8 I'm), 7,12 (2H, n, J=8,8 I'n), 7,44 (1H, T, J=8,0 '), 7,65 (1H, n, J=7,6 T'm), 7,74 (1H, 1, J=
8,0 I'm), 8,25 (1H, g, J=8,0 I'm).

ITpumep 8

3-{4-[3-(1-a3emaHun)nponokcu |pernn } -2-MeTuin-4(3H)-XuHa30IMHOH

VkazaHHOE B 3ar0JI0BKE COEIMHEHUE TTOJIy4aliv IO crioco0y npumepa 1, ucronb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUIPpU, 4-aMuHOpEeHO, 1,3-0poMXIOpIIpoTiaH u
a3emaH B KAYE€CTBE UCXO/IHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, o m.a.): 1,62-1,70 (8H, m), 2,25 (3H, ¢), 2,73 (4H, ymup.c),

4,08 2H, 1, J=6,2 '), 7,03 (2H, 1, J=8.4 I'n), 7,12 (2H, n, J=8,4 I'n), 7,44 (1H, 1, J=8,0 I'y),
7,65 (1H, o, J=8,8 I'n), 7,74 (1H, 1, J=8,0 I'm), 8,25 (1H, #, J=8,0 I'm).

ITpumep 9

3-{4-[3-(1-a3okanun)nponokcu|dennn } -2-metun-4(3H)-XxuHaA30TMHOH

VKkazaHHO€ B 3ar0JI0BKE COEIMHEHNE TTOJIy4aliv IO crioco0y mpumepa 1, ucronb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUIAPpU, 4-aMuHOpEeHO, 1,3-0poMXIopIIpoTiaH u
A30KaH B KaU€CTBE UCXOHBIX BEILIECTB.

'H AMP (400 MTn, CDCl,, o m.a.): 1,57-1,63 (8H, m), 2,26 (3H, ¢), 2,56 (4H, ymup.c),

4,08 2H, T, J=6,2 T'r), 7,03 (2H, 1, J=8,4 T'm), 7,12 (2H, 1, J=8,4 I'm), 7,44 (1H, 1, J=8,0 I'1r),
7,65 (1H, o, J=8,8 I'm), 7,74 (1H, 1, J=8,0 I'm), 8,25 (1H, 1, J=8,0 I'my).

ITpumep 10

2-MeTuII-3-{4-[3-(2-MeTui- | -mne puauHUI I pornokcu | hpennn } -4(3H)-XMHA30IMHOH

(pauemMuyecKas CMeChb)

VYka3zaHHOE B 3ar0JIOBKE COEIMHEHME ITOJIy4aJIU 10 CIIoco0y npumepa 1, UCrosb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUApUL, 4-amuHodenon, 1,3-6pomxiopnponaH 1
2-METWIIMIIEPUIUH B KAUECTBE UCXOAHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, owm.xn.): 1,14 (3H, g, J=5,5 I'n), 1,36 (1H, ymwmp.c), 1,36 (1H,

yump.c), 2,03 (1H, ymmp.c), 2,26 (3H, ), 2,42 (1H, yump.c), 2,60 (1H, ymmp.c), 2,93 (1H,
yump.c), 4,08 (2H, T, J=6,2 T'w), 7,03 (2H, 1, J=8,4 '), 7,12 (2H, 1, J=8,4 I'w), 7,44 (1H, J=
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8,0 I'm), 7,65 (1H, n, J=8,8 I'n), 7,74 (1H, T, J=8,0 I'w), 8,25 (1H, x, J=8,0 I'm).

ITpumep 11

2-meTwi-3-{4-[3-(4-mMeTui- | -tmne puauHUWI I porokcu | pennn } -4(3H)-XMHA30JIMHOH

VkazaHHOe B 3ar0JI0BKE COEIMHEHUE TTOJIy4aliv IO crioco0y mpumepa 1, ucronb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUIAPpU, 4-aMuHOpEeHO, 1,3-0poMXI0pIIpoTiaH u
4-METWIIMIIEPUAUH B KAUECTBE UCXOHBIX BEIIECTB.

'H IMP (400 MTI, CDCl,, o m.1.): 0,93 (3H, g, J=6,6 I'n), 1,25-1,30 (1H, m), 1,36 (1H,

ymp.c), 1,62-1,65 (1H, m), 1,92-2,03 (1H, m), 2,25 (3H, ¢), 2,49-2,51 (1H, m), 2,90-2,93
(1H, m), 4,06 (2H, T, J=6,2 I'), 7,02 (2H, 1, J=6,6 I'm), 7,12 (2H, x, J=6,6 I'n), 7,46 (1H, T, J=
6,5 I'm), 7,65 (1H, 1, J=7,7 I'n), 7,76 (1H, T, J=8,4 '), 8,26 (1H, n, J=8.4 I'm).

ITpumep 12

3-(4-{3-[(]2R,6S5)-2.6-numMe TWI- 1 -TUIE PUAMHUA | POIIOKCH } (DEHMIT )-
2-Metun-4(3H)-xuHa30JIMHOH

VkazaHHOe B 3ar0JI0BKE COEIMHEHUE TTOJIy4aliv IO crioco0y mpumepa 1, ucronb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUApUL, 4-amuHodenon, 1,3-6pomxinopnponan
1 (2R,6S)-2,6- TMMETUITIUIIEPUAMH B KQUECTBE UCXOJHBIX BEILIECTB.

'H aMP (400 MI', CDC13, om.a.): 1,18 (6H, n, J=6,6 '), 1,36 (2H, ymup.c), 1,58-1,68
(2H, m), 1,943 (1H, ymwup.c), 2,25 (3H, c), 2,54 (2H, ymwmp.c), 3,00 (2H, m), 3,99 (2H, T, J=5,8
I'm), 7,00 2H, n, J=5,9 I'y), 7,12 (2H, 1, J=5,9 I'n), 7,43 (1H, T, J=6,6 '), 7,64 (1H, 1, J=8,0
I'n), 7,76 (1H, 1, J=8.,4 I'm), 8,23 (1H, 1, J=8,0 I').

ITpumep 13

2-MeTui-3-{4-[3-(3-MeTui- | -mne puauHUI I pornokcu | hennn } -4(3H)-XMHA30IMHOH

(pareMuyecKasi CMech)

VYka3aHHOE B 3ar0JIOBKE COEAMHEHME TTOIyYalld IO cioco0y npuMepa 1, UCrosnb3yst
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUApUL, 4-amuHodenon, 1,3-6pomxiopnponaH 1
3-METWIIMIIEPUIUH B KAUECTBE UCXOAHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, 6 m.1.): 0,87 (3H, x, J=6,6 I'w), 1,57-1,72 (2H, m), 1,88 (1H,
T, J=11,0, 2,9 I'n), 1,98-2,06 (2H, m), 2,24 (3H, ¢), 2,52 (2H, T, J=7,3 I'n), 2,85-2,92 (2H, m),
7,02 (2H, o, J=8,8 '), 7,12 (2H, x, J=8,8 I'n), 7,43 (1H, 1, J=7,3 I'n), 7,64 (1H, 1, J=8,0 I'n),
7,73 (1H, 1,J=8,0 I'm), 8,23 (1H, 1, J=8,6 I'n).

ITpumep 14

3-{4-[3-(3,5-gumeTui- | -nunepuaAHUI ) Iponokcu ] genun }-2-metun-4(3H)-XuHA30JIMHOH

VYka3aHHOE B 3ar0JIOBKE COEAMHEHME TTOIy4Yalld IO cnoco0y npuMepa 1, UCIosb3yst
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUApUL, 4-amuHodenon, 1,3-6pomxiopnponaH 1
3,5-IMMETWITNIUIIEPUIMH B KAUECTBE UCXOIHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, o m.1.): 0,86 (6H, 1, J=6,8 I'n), 1,49 (2H, T, J=10,8), 1,70-
1,72 (2H, m), 2,24 (3H, ¢), 2,53 (2H, T, J=7,2 T'n), 2,88-2,90 (2H, m), 4,04 (2H, T, J=6,8 I'n),
7,00 (2H, o, J=8,8 I'm), 7,12 (2H, x, J=8,8 I'n), 7,42 (1H, 1, J=7,2 I'n), 7,63 (1H, 1, J=7,2 I'n),
7,72 (1H, 1,J=8,0 I'), 8,23 (1H, 1, J=8,0 I'n).

ITpumep 15

2-metuin-3-{3-[3-(1 -nunepununun)uponokcu | penun }-4(3H)-xMHA30JIMHOH

VYka3aHHOE B 3ar0JI0BKE COEAMHEHME TTOIyYalld IO cnoco0y npuMepa 1, UCrob3yst
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUAPU, 3-amuHo(peHo, 1,3-6pomxiopnponaH 1
IIUIIEPUIMH B KAYECTBE UCXO/IHBIX BELIECTB.

'H IMP (400 MTI, CDCl,, o m.1.): 1,39-1,47 (2H, m), 1,54-1,62 (4H, m), 1,94-2,02 (2H,

M), 2,28 (3H, ¢), 2,36-2,43 (4H, ymmp.c), 2,46 (2H, T, J=7,2 I'n), 3,98-4,06 (2H, m), 6,77 (1H,
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¢), 6,81 (1H, n, J=8,0 I'y), 7,01 (1H, n, J=8,4 T'n), 7,39-7,47 (2H, m), 7,65 (1H, 1, J=8,0 I'n),
7,75 (1H, 1, J=8,0 I'n), 8,25 (1H, 1, J=8,4 I'n).

ITpumep 16

3-{3-6pom-4-[3-(1-nmunepuauHui)nponokcu |pernn } -2-3tun-4(3H)-XuHa30IMHOH

(1) ITonyuenue 2-6pom-1-(3-x10pIpONOKCH)-4-HUTPOOEH301a

4-amuno-2-6pompenorn (2,0 r, 9,17 mmoins), 1,3-6pomxiiopnpomnas (907 mxi, 9,17
MMOIJTb) U KapOoHaT kamus (1,90 r, 13,8 MMoIIb) cMemumBay B qumeTriigopmamue (8 mir)
u nepemerBaiu rpu 80°C B reueHue 17 yacos. J{o0aBIsiIM 3TUIIALIETAT, CMECH
MPOMBIBAIU 1H. BOAHBIM PACTBOPOM TMIPOKCHUIA HATPUS U TUCTUIUIMPOBAHHOMN BOJIOM B
yYKa3aHHOM MOPSAKE U OpraHuYecKyIo a3y CyIIIu 0e3BOAHBIM CYIb(aTOM HATPUSI.

[TponykT ouMIanm KOJIOHOYHOM XpoMaTorpaduelt Ha CUIIMKarese
(rexcan/atunanerat=9/1-7/3) u moaydaiu, TakuMm odbpaszom, neneBoe Bemiectso (1,3 1, 48%).
4-aMuHO-2-6poMQpEHOIT MOTy4YalIu CriocoOoM, ONMCAHHBIM B tuTepatype (J. Org.
Chem., Vol.62, 1997, p.4504).

(2) ITonmyuenue 3-0pom-4-(3-XJIOpIIPOIIOKCH)aHUIMHA

2-6pom-1-(3-xmmoprnpornokcu)-4-autpooen3on (1,3 r), xmopua ammonws (1,3 1) u
xene3o (1,3 r) JoO6aBIsIv K CMECU paCTBOPUTENEH MeTaHoJ1a (8 MIT) U TUCTWLIMPOBAHHOMN
BOJBI (4 MJI) U CMECh KUITSITWIIA C OOPaTHBIM XOJOJUIBHUKOM B TEUEHHUE 2 YACOB.
Peaxunonnyro cMech GUIBTPOBAIM Yepe3 UETUT U GUIBTPAT KOHIEHTpUpOoBain. OcTaTok
pacTBOPSIIM B 3TUJIALETATE, TPOMBIBAIU TUCTUJIMPOBAHHOMN BOJIOM U HACHIIIIEHHBIM
CoJIeBBIM pacTBOpoM. Opranudeckyro a3y cymmam 0e3BOAHBIM CyIb(paToM HATPUS,
KOHLEHTPUPOBAU U CYLLIUJIM C IOJIydeHHueM Lenesoro seuiecrsa (0,92 r).

(3) Monmyuenue 3-[3-6pom-4-(3-xsoprponokcu)henun|-2-3Tun-4(3H)-xuHa301MHOHA

3-6pom-4-(3-xnmoprponokcu)anwiud (0,2 r, 4,92 MMoITb) U
2-3tuin-4H-3,1-6en3oxcanui-4-oH (0,87 r, 4,92 MMOJIb) PaCTBOPSIIM B
mumetwihopmamuse (3 M) u iepemerrBaiu npu 140°C B Teuenue 5 yacos. JJo6aBisim
3TUIIALETAT U JUCTUJUIMPOBAHHYIO BOAY, CMECH SKCTPATUPOBAIM ITUIIALETATOM U CYLIMIIN
6e3BoIHBIM cynbdaToM HaTpus. K octaTky 100aBIsIM METAHOT M HEPACTBO pUMbIE
BeIlleCTBA OTHUWIHTPOBBHIBATH. DUITHTPAT KOHLIECHTPUPOBAIIH, TIPOIYKT OUHUIIIATH
KOJIOHOUYHOM XpomaTtorpadueit Ha cunmukaresne (rekcan/atunanerat=80/20-75/25) u
MOJIyYasIi, TAKUM 00pa3om, 1eieBoe BemecTBo (416 mr, 20%).

(4) ITonyuenue
3-{3-0pom-4-[3-(1-nunepuauHuI) MpoToKcH|peHu } -2-3Trn-4(3H)-xuHa301uHOHA

3-[3-6pom-4-(3-xmopruponiokcu)henu|-2-3Tun-4(3H)-xurazonmrHoH (70 Mr) pacTBOpPSUU
B rviepuauHe (1 mur) u nepememmBainy npu 80°C B TeyeHue 5 yacoB. PeakMoHHBbIN
pacTBOP pa30aBIIsUI JUITUIOBBIM 3(PUPOM U HEPACTBOPUMBIE BEIIECTBA
oTubTpoBEIBATIU. OUIBTPAT KOHICHTPUPOBAJIH, CYIIAIU B BAKyyME U TTOJTyUaJIh, TAKUM
00pa3oMm, ykazaHHOE B 3arojioBke coequHeHue (80 mr, 99%) B Bue TBEPAOTO BEIIECTBA
CBETJIO-KEJITOTO L[BETA.

'H AMP (400 MTn, CDCl,, d m.1.): 1,23 (3H, 1, J=7,6 I'n), 1,43-1,53 (2H, m), 1,54-1,66

(4H, m), 2,03-2,12 (2H, m), 2,39-2,52 (6H, m), 2,54-2,60 (2H, m), 4,13-4,18 (2H, m), 7,04 (1H,
n,J=8,4 T'n), 7,15 (1H, on, J=2,8, 8,4 I'n), 7,44-7,48 (2H, m), 7,71 (1H, n, J=8,0 I'), 7,77
(1H, 1,J=7,2 T'n), 8,26 (1H, 1, J=8,0 I'um).

ITpumep 17

2-MeTui-3-{4-[2-(1-nunepuanHun )3Tokcu|dhenunn } -4(3H)-XMHA30IMHOH

2-meTtui-3-(4-rugpoxcudenmn)-4-(3H)xunazommnod (100 mr, 0,40 MMOITB),
2-(1-munepuauuuin)atanon (89 mr, 0,50 mmois) u Tpuderuwtdochun (125 mr, 0,50 MMOJITB)
pacTBOpsUT B 6€3BOHOM TeTparuapodypane (2 Mi1) v oXJTaxaaiu Ha JeAsHON OaHe.
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Justunazogukapookcunat (75 Mk, 0,50 MMoJib) mo0aBsutH 1o KarisiM rmpu 0°C u
IIepEMEIIMBAIIA IIPY KOMHATHOM TemIiepaType B TeueHue 48 yacoB. PactBopurenb
OTrOHSUTM TP MIOHWKEHHOM JABJIE€HUH, TO0ABIISUIA TPOCTOM 3UpP, TBEPABINA 0CATOK
OT(GUIBTPOBBIBAIHN U (PUIBTPAT KOHUEHTPUPOBAIU. OCTATOK OUHMIIAIA KOJTOHOYHOM
xpomartorpadueit Ha cukarese (xiiopopopm/meranon=30/1) 1 ykazaHHOE B 3aT0JIOBKE
coenuHenue (124 mr, 86%) nmoay4daliv B BUJI€ MACIISTHUCTOTO BEILIECTBA
CBETJIO-KOPUYHEBOTO LBETA. 2-MeTHI-3-(4-ruapoxcuderun)-4-(3H)X1uHa301MHOH
CUHTE3MpPOBaJM 1o criocoOy npumepa 1-(1) u-(2).

'H IMP (400 MTI, CDCl,, o m.1.): 1,77-1,83 (4H, m), 2,01-2,08 (2H, m), 2,25 (3H, c),

2,51-2,59 (4H, m), 2,64 (2H, 1, J=7,2 T'n), 4,08 (2H, T, J=6,4 I'n), 7,03 (2H, 1, J=9,2 I'y), 7,13
(2H, 1, J=9,2 '), 7,44 (1H, T, J=8,0 I'y), 7,65 (1H, 1, J=8,0 I'w), 7,74 (1H, T, J=6,8 I'm), 8,25
(1H, n, J=8,0 I'y).

ITpumep 18

2.5-numeTui-3-{4-[3-(1 -nunepuauHu) nponokcu |dhernn }-4(3H)-XuHa30IUHOH

(1) MMomyuenue 1-[3-(4-HUTPOGDEHOKCH)ITPO I | TUTICPUANHA

3-unepuauH- 1 -wir-npomnat-1-oi (3,66 r, 25,6 Mmoins), 4-autrpodenon (2,96 r, 21,3
MMOJIb) U Tpudenundochun (6,71 T, 25,6 MMOJIIb) PACTBOPSUTU B O€3BOJHOM
TeTparuapodypaHe B MOTOKE a30Ta M OXJIAXKIAIM Ha JeasHoun 6ane. J1o6aBisuiu mo
KaIuIsM Juu3olponuiazoaukapookennar (5,0 mi, 25,6 MMOJIb) U IEpEMELLIMBAIIN TTPU
KOMHATHOM Temneparype B TeueHue 40 yacoB. PeakiMOHHYIO )KUIKOCTh
KOHLEHTPUPOBAIH, JOOABIISUIH AU TUIIOBBIN 3PP U TBEPABIN OCATOK OTHHUIBTPOBBIBAIIH.
@uibTpaT KOHUEHTPUPOBAIIH, MPOIYKT OUMIIIATN KOJIOHOUYHON XpoMaTorpadueii Ha
cunukarene (xiaopodopm/mMetanon=100/0-95/5) u nomyyanu, TAKUM 00pa3oM, LEJIeBOe
BemecTBo (3,491, 62%) B BUjI€ MACIITHUCTOTO OCTAaTKA CBETJIO-XKEJITOI'O IIBETA.

1-[3-(4-HUTPO(PEHOKCH)ITPOTIII JITUIIEPUIMH TAKXKe MOTYyUalv CIEAYIOIIUM CITIOCOOOM.

I'uppun vaTpus (2,8 T) ocaxknanmu B gumeruidopmamuzae (20 M) B MOTOKE a30Ta U
MEJIJICHHO JOOABIISUIM 3-UITEpUIMH- | -uit-mponan-1-o1 (5,0 r, 34,9 MMOJIh) Ha JIEISTHOM
6ane. ITocne 1 yaca nepememMBaHus P KOMHATHOMN TeMIlepaType J00aBIIsITN
1-¢prop-4-aurpodensou (4,92 r, 34,9 MMOJIB) U CMECh TIEPEMEIIUBAIIN TP KOMHATHOMN
TeMIepaTtype B Teuenue 15 yacos. J{00aBIsuiM IUCTUUIMPOBAHHYIO BOJIY U 3TWIIALIETAT,
CMECh IKCTPATHPOBAIM STHIALETATOM U CYIIMIN O€3BOIHBIM cyiIbhaToM Hatpus. [Toce
KOHLEHTPUPOBAHUS OCTATOK OYMIIATIU KOJIOHOYHOM XpoMaTorpaduei Ha CUITUKaresie
(xmopodopm/meranon= 10/0-9/1) u monyyanu, TaKUM 00pa3oM, LelieBoe BeecTno (7,56
I, 82%) B BUAE MACJISTHUCTOI'O OCTATKa CBETJI0-XKEJITOIO 1BETa.

(2) ITonyuenue 4-[3-(1-mMnepuIUHWI)ITPOINIOKCH |aHWIIUHA

1-[3-(4-Hutpodenokcu)ponui | mune puiuH pacTBOPSUIA B METAHOJIE U LIEJIEBOE
COEAMHEHME MTOTYyYAIM KATAIMTUIECKUM BOCCTAHOBIIEHUEM C UCIIOJIb30BAHUEM B KAUECTBE
KaTajM3aTopa najuiaaus Ha aKkTUBUPOBAHHOM YIJIe B IOTOKE BOJOPO/a.

(3) [Tonmyuenue
2,5-nmumeTi-3- {4-[3-(1-nmunepuaunun)nponokcu|perun } -4(3H)-xuHa30IMHOHA

2,5- Iumetmin-4H-3,1-0en3okcagun-4-ox (100 mr, 0,57 MMOJIb) U
4-[3-(1-mnepunuHuI)poriokcu]anwiug (134 mr, 0,57 MMOJIB) PACTBOPSUIM B YKCYCHOM
kuciore (3 mun) u nepemenmmBaiiv npu 130°C B teuenue 10 yacos. PacTBopuUTENb OTTOHSIIH
MIpY IOHWKEHHOM JIaBJICHUM U TOOABIISIM 3TWIIALECTAT U | H. BOJHBINM PACTBOP TMIPOKCHUIA
Hatpus. CMECh 9KCTPArupoBaIM ITUIIALETATOM U OPTaHUUYECKYIO a3y CyLIIn
6e3BoIHBIM cyibdaToM HaTpusl. [lociie 0uncTKH KOJIOHOUHOM XpoMmaTorpadueri Ha
cunikarene (xjopodopm/mMeranon=20/1), ykazaHHOE B 3aT0JI0OBKe coeuHeHue (76
MT, 34%) TIOJTy4asv B BUIe OECIBETHBIX KPUCTAJIJIOB MepEeKpUCTAIIIM3AIEH
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(aup/renran). 2,5-mumetnin-4H-3,1-6eH30KCcaIMH-4-0H TTOTyYaJId IO CITOCO0y mpumepa 1-
(1), ucionp3ys 2-aMUHO-6-METUIIO €H30MHYIO KUCIIOTY M YKCYCHBINA aHTUIPUJ] B KAUECTBE
UCXOJHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,41-1,50 (2H, m), 1,57-1,64 (4H, m), 1,97-2,04 (2H,

M), 2,22 (3H, ¢), 2,37-2,45 (4H, ymmmp.c), 2,50 (2H, T, J=7,2 I'm), 2,81 (3H, c), 4,05 (2H, 1, J=
6,4 I'm), 7,02 (2H, 1, J=9,2 I'n), 7,12 (2H, 1, J=9,2 T'w), 7,19 (1H, g, J=7,6 I'n), 7,48 (1H, 1, J=
7,6 I'm), 7,57 (1H, T, J=8,0 I'm).

Janubie SAAIMP noia runpoxinopuna 4-[3-(1-nunepuavHui) IponoKCU |aHWIMHA,
VCIIOJIB3YEMOTO ISl IOJIYYEHUS COETUHEHUS TAHHOT O IIPUMEPA, IIPEACTABIICHBI HIXKE.

'H SIMP (400 MTI, CDCl,/CD,0D=5/1, o m.1.): 1,40-1,49 (1H, m), 1,86-1,95 (3H, m),

2,14-2,24 (2H, m), 2,32-2,38 (2H, m), 2,68-2,75 (2H, m), 3,17-3,21 (2H, m), 3,62-3,57 (2H, m),
4,01 (2H, 1,J=5,6 I'ny), 6,76 (2H, 1, J=8,8 I'm), 6,85 (2H, 1, J=8,8 I'w).

CoenuHeHust IpuMepoB 19-62 MOKHO MOJTYUYUTh TAKUM XKe CIIOCOOOM, KaK YKa3aHO B
npumepe 18, crrocodoM Ha OCHOBE 3TOW METOAUKHU UJIU UX COYETAHUEM C TPAIMIMOHHBIM
CIIOCOOOM, UCIIOJIB3Ys COOTBETCTBYIOLIYIO AHTPAHUIIOBYIO KUCIIOTY, AHTUIPUJ KUCIOTHI
Y 4-[3-(1-nmurne puAMHWI ) TPOTIOKCH |JaHWINH, 4-[3-(1-IMppOIMAMHUI) TPOTIOKCH |aHWUIIUH
WIH 5-aMUHO-2-[3-(1-ITMIIe puAMHWI )ITPOITOKCH JTUPUMUIVH B KAUECTBE UCXOAHBIX BEILIECTB.

ITpumep 19

3-{4-[3-(1-munepuanHUIIponoKkcu|penunn }-2-nponun-4(3H)-XxMHaA30IMHOH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIyYalld 10 cloco0y npumMepa 18, ucroib3ys
AHTPAHWIOBYIO KUCIIOTY, MACIISIHBIA aHTUAPUA U 4-[3-(1-IUnepuaAMHUII) TP OIIOKCH | AHUITUH
B Ka4€CTBE UCXO/IHBIX BEIIECTB.

'H SIMP (400 MTI, CDCl,, d M.1.): 0,88 (3H, T, J=7,2 I'n), 1,41-1,52 (2H, m), 1,55-1,62
(4H, m), 1,65-1,78 (2H, m), 1,97-2,06 (2H, m), 2,37-2,46 (6H, m), 2,50 (2H, T, J=6,8 I'1y), 4,06
(2H, T, J=6,8 I'n), 7,02 (2H, 1, J=8,4 I'w), 7,12 (2H, 1, J=8,4 I'n), 7,43 (1H, T, J=8,0 I'n), 7,67
(1H, n,J=8,4 I'n), 7,73 (1H, T, J=8,0 I'm), 8,24 (1H, A, J=8,0 I'm).

ITpumep 20

3-{4-[3-(1-munepunuHunnponokcu]enun }-2-tpudropmernn-4(3H)-XxMHA30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIY4Yalld 110 cioco0y npumMepa 18, ucroib3ys
AHTPAHWIOBYIO KUCIIOTY, O€3BOJIHYIO TPUDTOPYKCYCHYIO KUCIOTY U
4-[3-(1-rure puaAMHUI)IPOITOKCHU|aHWIMH B KAYECTBE UCXOIHBIX BEILIECTB.

'H IMP (400 MTI, CDCl,, owm.1.): 1,41-1,53 (2H, m), 1,59-1,64 (4H, m), 2,00-2,08 (2H,

M), 2,38-2,49 (4H, ymmp.c), 2,52 (2H, 1, J=7,2 I'ny), 4,06 (2H, T, J=6,8 I'y), 7,00 (2H, 1, J=8.8
I'n), 7,17 (2H, n, J=8,4 I'n), 7,60-7,65 (1H, m), 7,84-7,89 (2H, m), 8,31 (1H, a, J=7,2 I'm).

ITpumep 21

2-uzonponui-3-{4-[3-(1-nunepuauHuI ) nponokcu |pernn } -4(3H)-XuHA30TMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld 110 cioco0y npumMepa 18, ucroib3ys
AHTPAHWIOBYIO KUCIIOTY, O€3BOIHYIO M300YTUIIOBYIO KUCIIOTY U
4-[3-(1-rmure puaMHUI)IPOITOKCHU|aHWINH B KAYECTBE UCXOJHBIX BEILIECTB.

'H amP (400 MI', CDC13, om.m.): 1,21 (6H, g, J=6,4 I'n), 1,41-1,53 (2H, m), 1,57-1,64
(4H, m), 1,97-2,06 (2H, m), 2,38-2,49 (4H, ymmmp.c), 2,51 (2H, 1, J=7,2 T'y), 2,72-2,79 (1H,
M), 4,06 (2H, T, J=6,4 I'n), 7,01 (2H, 1, J=8,8 I'n), 7,12 (2H, 1, J=8,8 '), 7,41 (1H, T, J=7.6
I'n), 7,67-7,75 (2H, m), 8,23 (1H, a, J=8,0 I'm).

ITpumep 22

2,6-mumeTni-3-{4-[3-(1-nunepuauHuI) nponokcu |dhernn }-4(3H)-XuHA30ITUHOH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIy4Yalld 110 cloco0y npumMepa 18, ucroib3ys
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2-aMMHO-5-METWI0EH30MHYIO KUCIOTY, YKCYCHBIA AaHTHUIPUI U
4-[3-(1-rmure puaAMHUI)IIPOITIOKCHU|aHWIUH B KAYECTBE UCXOIHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, owm.1.): 1,41-1,53 (2H, m), 1,57-1,64 (4H, m), 1,97-2,06 (2H,

M), 2,23 (3H, ¢), 2,38-2,49 (4H, ymmmp.c), 2,48 (3H, ¢), 2,49 (2H, 1, J=7,2 I'y), 4,05 (2H, 1, J=
6,0 I'm), 7,01 (2H, x, J=9,2 I'm), 7,12 (2H, 1, J=8,8 T'n), 7,55 (2H, c), 8,03 (1H, c).
ITpumep 23
7-x10p-2-meTrii-3-{4-[3-(1 -nunepuauaun)nponokcu|dennn } -4(3H)-XMHA30IMHOH
VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO cioco0y npumMepa 18, ucroib3ys
2-aMUHO-4-XJIOpOEH30MHYIO KUCITOTY, YKCYCHBINM aHTHIPHL U
4-[3-(1-rmure puAMHUI)IPOITOKCHU|aHWIUH B KAYECTBE UCXOIHBIX BEILIECTB.
'H SIMP (400 MTI, CDC13, owm.1.): 1,41-1,53 (2H, m), 1,57-1,65 (4H, m), 1,97-2,06 (2H,

M), 2,24 (3H, ¢), 2,37-2,48 (4H, ymwup.c), 2,50 (2H, T, J=7,2 I'n), 4,06 (2H, T, J=6,0 I'n), 7,01
(2H, 1, J=9,2 T'm), 7,12 (2H, 1, J=9,2 I'n), 7,38 (1H, nx, J=2.,4, 8,4 I'n), 7,64 (1H, 1, J=2,4
I'm), 8,16 (1H, 1, J=8.,8 I'm).

ITpumep 24

2.8-nmumeTni-3-{4-[3-(1-nunepuauHun)nponokcu |dhernn }-4(3H)-XuHA30IUHOH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIy4Yalld 110 cloco0y npumMepa 18, ucroib3ys
2-aMMHO-3-MeTUI0EH30MHYIO KUCIOTY, YKCYCHBIA AHTUIPUI U
4-[3-(1-rmure puAMHUI)IPOITOKCHU|aHWIUH B KAYECTBE UCXOIHBIX BEILIECTB.

'H IMP (400 MTw, CDC13, om.m.): 1,41-1,51 (2H, m), 1,56-1,65 (4H, m), 1,97-2,04 (2H,

M), 2,26 (3H, c¢), 2,37-2,48 (4H, ymup.c), 2,49 (2H, T, J=6,8 I'n), 2,63 (3H, c), 4,05 (2H, 1, J=
6,4 I'm), 7,01 2H, 1, J=8,8 I'n), 7,11 (2H, #, J=8,8 '), 7,31 (1H, 1, J=8,0 '), 7,58 (1H, 1, J=
7,2 T'm), 8,09 (1H, x, J=8,4 I'm).
IIpumep 25
2-3TUII-5-MeTUA-3-{4-[3-(1-unepunuHUI) I ponokcu |pennn } -4(3H)-XuHA30IMHOH
VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TTOIY4Yalld IO coco0y npumMepa 18, ucroib3ys
2-aMHMHO-6-METUII0EH30MHYIO KUCTIOTY, IPOITMOHOBBIN AaHTUAPU U
4-[3-(1-rmure puAMHUI)IPOITOKCHU|aHWIMH B KAYECTBE UCXOIHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, owm.1.): 1,20 (3H, J=7,6 I'y), 1,41-1,51 (2H, m), 1,57-1,65 (4H,

M), 1,97-2,04 (2H, m), 2,38-2,53 (8H, m), 2,81 (3H, ¢), 4,05 (2H, 1, J=6,4 T'n), 7,02 (2H, 1, J=
8,8 I'm), 7,11 (2H, n, J=8,8 I'm), 7,18 (1H, 1, J=6,4 I'n), 7,50-7,60 (2H, Mm).

ITpumep 26

5-brop-2-MeTnii-3-{4-[3-(1 -nunepuanHui)npornokcu]benni }-4(3H)-xuHa301MHOH

VkazaHHOE B 3ar0JI0BKE COE/IMHEHNE CUHTE3UPOBAIIU B BUIE TBEPIOTO BEIIECTBA
6enoro usera (T.101.: 141-145°C) o cnoco0y npumepa 18, ucronb3ys
2-aMUHO-6-(pTOPOEH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPUI U
4-[3-(1-rmure puaMHUI)ITPOITOKCHU|aHWIMH B KAYECTBE UCXOJHBIX BEILIECTB, C MOCIEAYIOLIEH
MePEKPUCTAIIIM3AUMEN (3TWITALETAT/H-TICHTAH).

'H SIMP (400 MTIw, CDC13, om.m.): 1,41-1,51 (2H, m), 1,57-1,65 (4H, m), 1,97-2,04 (2H,

M), 2,24 (3H, ¢), 2,37-2,48 (4H, ymmp.c), 2,50 (2H, T, J=7,2 I'n), 4,06 (2H, T, J=6,0 I'm), 7,01
(2H, 1, J=8,8 I'y), 7,05-7,13 (1H, m), 7,11 (2H, n, J=8,8 '), 7,44 (1H, 1, J=8,4 I'n), 7,63-
7,69 (1H, m).

ITpumep 27

S-x510p-2-mMetuii-3-{4-[3-(1 -nunepuauHumnponokcu|dennn } -4(3H)-XMHA30IMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld 110 cioco0y npumMepa 18, ucroib3ys
2-aMUHO-6-XJIOpOCH30MHYIO KUCITOTY, YKCYCHBINA aHTHIPHIL U
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4-[3-(1-mure puaAMHUI)IPOITOKCHU|aHWIUH B KAYECTBE UCXOIHBIX BEILIECTB.
'H amP (400 MI', CDC13, om.m1.): 1,41-1,50 (2H, m), 1,57-1,64 (4H, m), 1,97-2,04 (2H,

M), 2,23 (3H, ¢), 2,37-2,45 (4H, yump.c), 2,48 (2H, 1, J=7,2 '), 4,05 (2H, 1, J=6,4 T'n), 7,01
(2H, o,J=8,8 I'm), 7,11 (2H, o, J=8,8 I'm), 7,43 (1H, nx, J=1,6, 8,0 I'w), 7,53-7,60 (2H, m).
ITpumep 28
5-MeTOKCH-2-MeTu-3-{4-[3-(1-munepunuann)upornokcu|pennn }-4(3H)-XMHA30JIMHOH
VkazaHHOE B 3ar0JI0BKE COEIMHEHUE TTOJIy4aliv IO ClIoco0y mpumepa 3, UCIIOIb3Ysl
2-aMUHO-6-METOKCUOEH30MHYIO KUCIOTY, YKCYCHBIN aHTUIPU U
4-[3-(1-rmure puAMHUI)IPOITOKCHU|aHWIUH B KAYECTBE UCXOIHBIX BEILIECTB.
'H amP (400 MI', CDC13, om.m1.): 1,41-1,50 (2H, m), 1,57-1,64 (4H, m), 1,97-2,04 (2H,

M), 2,21 (3H, ¢), 2,37-2,45 (4H, ymwup.c), 2,49 (2H, 1, J=7,2 T'n), 3,94 (3H, c), 4,04 (2H, T, J=
6,4 I'n), 6,85 (1H, 1, J=8,4 I'n), 6,99 (2H, n, J=8,8 I'm), 7,09 (2H, 1, J=8,8 I'm), 7,21 (1H, 1, J=
8,4 I'm), 7,62 (1H, T, J=8,0 I'y).

ITpumep 29

Tpudropanerat 5-TuapOKCcH-2-MeTUII-3-{4-[3-(1-NUITepUAUHII ) TPOTIOKCH |heHu } -
4(3H)-XxvHA30JIMHOHA

YKa3aHHOE B 3ar0JIOBKE COCAUHEHHE MMOTYyYalld AEMETUIUPOBAHUEM
5-MeToKcH-2-MeTui-3-{4-[3-(1-unepuauaui ) npornokcu|dhenun }-4(3H)-XxuHa30JIMHOHA,
CHUHTE3UPOBAHHOTO B IpUMepe 28, UCIIOJIL3Ys TPUOpoMuU Oopa.

'H IMP (400 MTw, CDC13, o m..): 1,90-2,04 (6H, m), 2,33 (3H, ¢), 2,85-3,00 (4H, M),

3,22-3,30 (2H, m), 3,71-3,79 (2H, m), 4,13 (2H, T, J=6,0 I'n), 6,94 (1H, 1, J=8,4 I'n), 7,03 (2H,
o, J=8,8 I'm), 7,17 (2H, 1, J=8,8 I'm), 7,22 (1H, 1, J=8,0 I'm), 7,68 (1H, 1, J=8,0 I'r).

ITpumep 30

2-MeTuII-3-{4-[3-(1-nurnepuaANHUI) TP OMTOKCH | (DEHWIT } -
S-tpudropmeTi-4(3H)-XMHA30IMHOH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TTOIY4Yalld IO coco0y npumMepa 18, ucroib3ys
2-aMHHO-6-TpUDTOPMETUIOCH3OMHYIO KUCIIOTY, YKCYCHBIN aHTUIPUT U
4-[3-(1-rure puAMHUI)IPOITOKCHU|aHWIMH B KAYECTBE UCXOIHBIX BEILIECTB.

'H IMP (400 MTIw, CDCIB, om.m1.): 1,41-1,50 (2H, m), 1,57-1,64 (4H, m), 1,97-2,04 (2H,

M), 2,26 (3H, ¢), 2,37-2,45 (4H, ymwmp.c), 2,48 (2H, T, J=7,2 I'n), 4,04 (2H, T, J=6,0 I'm), 7,01
(2H, 1, J=8,4 I'y), 7,11 (2H, 1, J=8,8 I'n), 7,77 (1H, T, J=8,0 I'n), 7,83-7,87 (2H, m).
ITpumep 31
7-bTop-2-metnii-3-{4-[3-(1-nmune puauHUI)Ipornokcu]dpernt } -4(3H)-XuHA30JIMHOH
VYKa3aHHOE B 3ar0JI0BKE COEMHEHME TIOIy4Yalld IO cioco0y npumMepa 18, ucroib3ys
2-aMuHO-4-(pTOpOCH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPUI U
4-[3-(1-rmure puAMHUI)IPOITOKCHU|aHWIUH B KAYECTBE UCXOIHBIX BEILIECTB.
'H SIMP (400 MTI, CDCl,, o m.1.): 1,42-1,49 (2H, m), 1,57-1,64 (4H, m), 1,96-2,06 (2H,

M), 2,24 (3H, ¢), 2,37-2,46 (4H, yuwup.c), 2,49 (2H, 1, J=7,2 '), 4,06 (2H, T, J=6,4 T'n), 7,03
(2H, n, J=8,8 I'm), 7,12 (2H, 1, J=8,8 I'n), 7,16 (1H, nn, J=2.,4, 8,4 T'n), 7,29 (1H, nn, J=2,4,
9,6 I'm), 8,25 (1H, o, J=6,0, 8,8 I'm).

ITpumep 32

6-bTop-2-MeTra-3-{4-[3-(1 -munepuanHUI)IIponokcu|gennn } -4(3H)-XxuHa30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld 110 cioco0y npumMepa 18, ucroib3ys
2-aMUHO-5-(pTOpOEH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPU U
4-[3-(1-rure puaAMHUI)IPOIIOKCHU|aHWIUH B KAYECTBE UCXOIHBIX BEILIECTB.

'H SIMP (400 MTIq, CDC13, o m.n.): 1,41-1,49 (2H, m), 1,56-1,65 (4H, m), 1,96-2,06 (2H,
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M), 2,24 (3H, ¢), 2,37-2,46 (4H, ymup.c), 2,49 (2H, T, J=6,8 I'n), 4,06 (2H, T, J=6,4 I'n), 7,03
(2H, 0, J=8,8 I'm), 7,12 (2H, n, J=8,8 I'm), 7,42-7,48 (1H, m), 7,65 (1H, ox, J=4,8, 9,2 '),
7,87 (1H, nn, J=2.8, 8,4 I').

ITpumep 33

6.7-1udTop-2-MeTUII-3- {4-[3-(1-mune puarHUI)ITponokcu | dhenunn }-4(3H)-XMHa30IMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO cioco0y npumMepa 18, ucroib3ys
2-amMuHO-4,5-1uhTOPOEH3ONHYIO KUCIOTY, YKCYCHBIN aHTUAPUI U
4-[3-(1-rmure puAMHUI)IPOITOKCHU|aHWIMH B KAYECTBE UCXOIHBIX BEILIECTB.

'H AamP (400 MTI, CDC13, om.1.): 1,42-1,49 (2H, m), 1,57-1,63 (4H, m), 1,96-2,05 (2H,

M), 2,23 (3H, ¢), 2,37-2,46 (4H, yump.c), 2,49 (2H, 1, J=6,8 I'y), 4,06 (2H, T, J=6,4 I'1), 7,03
(2H, 0, J=8,8 I'm), 7,11 (2H, n, J=8,8 I'm), 7,42 (1H, ox, J=7,2, 11,2 '), 7,99 (1H, nx, J=8.4,
10 I'm).

ITpumep 34

6-0poM-2-mMeTui-3-{4-[3-(1 -munepuauHuia)aponokcu|denun } -4(3H)-XUHA30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y npumMepa 18, ucroib3ys
2-aMMHO-5-0pOMOEH30MHYIO KUCTIOTY, YKCYCHBI aHTUAPUIL U
4-[3-(1-mure puaMHUI)IPOITOKCHU|aHWINH B KAYECTBE UCXOIHBIX BEILIECTB.

'H AamP (400 MI', CDC13, o m.a.): 1,45 (2H, ymup.c), 1,57-1,65 (4H, m), 1,98-2,03 (2H,

M), 2,23 (3H, ¢), 2,41-2,51 (6H, m), 4,06 (2H, T, J=6,4 '), 7,03 (2H, #, J=8,8 I'm), 7,11 (2H,
o, J=8,8 I'm), 7,52 (1H, n, J=8,8 I'm), 7,81 (1H, ax, J=2.4, 8,8 I'1), 8,36 (1H, ¢).
ITpumep 35
6-x10p-2-MeTnI-3-{4-[3-(1-unepuauaun)nponokcu|denmni }-4(3H)-xnuHa30JIMHOH
VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIy4Yalld 10 cioco0y npumMepa 18, ucroib3ys
2-aMUHO-5-XJIOpOEH30MHYIO KUCITOTY, YKCYCHBINA aHTHIPHIL U
4-[3-(1-mure puaAMHUI)IPOITOKCHU|aHWINH B KAYECTBE UCXOIHBIX BEILIECTB.
'H AamP (400 MTI, CDC13, om.m1.): 1,41-1,49 (2H, m), 1,56-1,63 (4H, m), 1,97-2,05 (2H,

M), 2,24 (3H, ¢), 2,37-2,45 (4H, ymup.c), 2,49 (2H, T, J=6,8 I'n), 4,06 (2H, T, J=6,4 I'n), 7,02
(2H, 1, J=8,8 I'y), 7,11 (2H, 1, J=8,8 I'm), 7,59 (1H, 1, J=9,2 I'n), 7,66 (1H, nnx, J=2,8, 8,8
I'm), 8,20 (1H, &, J=2,4 I'y).

ITpumep 36

6-MeTOKCHU-2-MeTul-3-{4-[3-(1 -nmunepuarHuI)ponokcu]penun } -4(3H)-XMHA30IMHOH

YKa3aHHOE B 3aI0JIOBKE COEIMHEHUE CUHTE3UPOBAJIN B BUIE TBEPIOTO BEILECTBA
6emnoro ugera (t.1mwi.: 136-138°C) no criocody npumepa 18, ucnonb3ys
2-aMHUHO-5-METOKCUOEH30MHYIO KUCIOTY, YKCYCHBII aHTUIPU U
4-(3-nMIepUAMHWI)IIPOTIOKCUAHNIIMH B KAUE€CTBE UCXOAHBIX BELIECTB, C ITOCIEAYIOIIEH
MepeKpUcCTAILIM3aNMEN (3TUIALETAT/ AMITUIIOBBIN 3(DUpP/H-TIEHTAH).

'H SIMP (400 MTI, CDCl,, owm.1.): 1,41-1,49 (2H, m), 1,56-1,63 (4H, m), 1,98-2,05 (2H,

M), 2,22 (3H, ¢), 2,37-2,46 (4H, ymmp.c), 2,49 (2H, T, J=7,6 I'n), 3,89 (3H, c), 4,06 (2H, 1, J=
6,0 I'm), 7,02 (2H, n, J=8,8 '), 7,11 (2H, x, J=8,8 '), 7,33 (1H, nx, J=2,8, 8,8 I'), 7,58 (1H,
I, J=8,8 I'm), 7,61 (1H, 1, J=3,2 I'wm).

ITpumep 37

6.7-TUMETOKCH-2-METUII-3- {4-[3-(1 -TUNIE pUTMHIIT ) TPOTIOKCH | hEHHMIT } -
4(3H)-XMHA30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIy4Yalld IO cloco0y npumMepa 18, ucroib3ys
2-aMMHO-4,5-TMMETOKCUOEH30MHYI0 KUCIOTY, YKCYCHBII aHTUAPUL U
4-[3-(1-rmure puaAMHUI)IPOITOKCHU|aHWIMH B KAYECTBE UCXOIHBIX BEILIECTB.
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'H SIMP (400 MTI, CDCl,, owm.1.): 1,41-1,49 (2H, m), 1,57-1,65 (4H, m), 1,98-2,05 (2H,

M), 2,22 (3H, ¢), 2,37-2,46 (4H, ymmp.c), 2,49 (2H, 1, J=7,6 '), 3,97 (3H, ¢), 4,00 (3H, ¢),
4,06 2H, T, J=6,0 I'r), 7,02 (2H, o, J=8,8 I'm), 7,11 (2H, 1, J=8,8 I'm), 7,24 (1H, ¢), 7,56 (1H,
c).

ITpumep 38

8-xsmop-2-metuii-3-{4-[3-(1-nunepuauaun)upornokcu|denun }-4(3H)-xuHa30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y npumMepa 18, ucroib3ys
2-aMUHO-3-XJIOpOCH30MHYIO KUCITOTY, YKCYCHBINA aHTHIPHUL U
4-[3-(1-rmure puAMHUI)IPOITOKCHU|aHWIUH B KAYECTBE UCXOIHBIX BEILIECTB.

'H amP (400 MI', CDC13, owm.m.): 1,41-1,48 (2H, m), 1,57-1,63 (4H, m), 1,97-2,04 (2H,

M), 2,32 (3H, ¢), 2,37-2,45 (4H, ymmmp.c), 2,49 (2H, T, J=7,6 I'n), 4,06 (2H, T, J=6,4 I'n), 7,03
(2H, n,J=8,8 I'n), 7,11 (2H, 1, J=8,8 I'y), 7,35 (1H, 1, J=7,6 T'y), 7,81 (1H, o, J=1,2, 8,0
I'w), 8,17 (1H, ax, J=1,2, 8,0 I'y).

ITpumep 39

8-MeTOoKCH-2-MeTHI-3-{4-[3-(1 -munepununun) uponokcu]penu }-4(3H)-xMHA30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TTOIY4Yalld IO coco0y npumMepa 18, ucroib3ys
2-aMUHO-3-METOKCUOEH30MHYIO KUCIOTY, YKCYCHBIN aHTUIPU U
4-[3-(1-rmure puAMHUI)IPOITOKCHU|aHWIMH B KAYECTBE UCXOIHBIX BEILIECTB.

'H IMP (400 MTI, CDCl,, d M.1.): 1,41-1,48 (2H, M), 1,57-1,63 (4H, m), 1,97-2,04 (2H,
M), 2,31 (3H, ¢), 2,37-2,45 (4H, ymmp.c), 2,49 (2H, T, J=7,2 I'n), 4,03 (3H, c), 4,05 (2H, 1, J=
6,4 I'm), 7,02 (2H, o, J=8,8 '), 7,11 (2H, x, J=8,8 T'w), 7,19 (1H, nx, J=1,2, 8,0 I'w), 7,38 (1H,
T, J=8,0 I'm), 7,83 (1H, oz, J=1,2, 8,0 I'y).

ITpumep 40

2-MeTui-3-{4-[3-(1-nunepuanHuI) Iponokcu] denu }6en3o[ g]-xunazonun-4(3H)-ox

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld 110 cioco0y npumMepa 18, ucroib3ys
3-aMUHO-2-HA(DTONHYIO KUCTIOTY, YKCYCHBIA aHTUIAPUI 1
4-[3-(1-mpp OIMIUHWI))ITPOIIOKCU | AHWIIMH B KAUECTBE UCXOIHBIX BEIIECTB.

'H SIMP (400 MTI, CDCl,, owm.1.): 1,41-1,52 (2H, m), 1,57-1,64 (4H, m), 1,98-2,06 (2H,

M), 2,28 (3H, ¢), 2,38-2,46 (4H, ymwup.c), 2,50 (2H, 1, J=7,2 I'n), 4,07 (2H, T, J=6,8 I'n), 7,04
(2H, 1, J=8,8 I'y), 7,17 (2H, 1, J=8,8 I'm), 7,51 (1H, T, J=7,6 I'n), 7,59 (1H, T, J=7,6 I'n), 7,97
(1H, x, J=8,4 I'n), 8,03 (1H, #, J=8,0 I'm), 8,12 (1H, ¢), 8,86 (1H, c).

ITpumep 41

2.6-numeTni1-3-{4-[3-(1 -nupp oM IMHWI ) Ip onoKcu | peHun }-4(3H)-XMHa30JIMHOH

(1) ITonyuenue 4-[3-(1-mMppOAMAMHWI)IIPOIIOKCH JaHUITMHA

LleneBoe coenrHeHuUe MOJIyYaIu 1o crnocoOy nmpumepa 18, ucronap3ys
3-nupposMaAnH- 1 -U-ponaH- 1-oi1 u 4-uutpodeHon uin 1-¢prop-4-HUTpoOEH30I1 B
KauyeCTBE UCXOAHBIX BEIIECTB.

(2) ITonyuenue
2,6-gumetuii-3-{4-[3-(1-nupponuauHui)npornokcu]dpennn }-4(3H)-xuHazo1uHOHA

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TTOIY4Yalld 10 Coco0y npumMepa 18, ucroib3ys
2-aMMHO-5-METUI0EH30MHYIO KUCIIOTY, YKCYCHBIA AaHTUIPUI U
4-[3-(1-mpp OJIMIAUHWI)ITPOIIOKCU | aHWIMH B KAUECTBE UCXOIHBIX BEIIECTB.

'H IMP (400 MTI, CDCl,, o m.1.): 1,76-1,84 (4H, m), 2,00-2,09 (2H, m), 2,23 (3H, c),

2,47 (3H, ¢), 2,50-2,58 (4H,m), 2,64 (2H, T, J=7,2 '), 4,08 (2H, T, J=6,4 '), 7,02 (2H, 71, J=
8,8 I'm), 7,12 (2H, n, J=8,8 I'm), 7,55 (2H, ¢), 8,03 (1H, c¢).
Jannbie AMP st 4-[3-(1-nuppOoauauHWI) TP OO KCH ]| AHUIIMHA, UCTIOIB3YEMOTO JJIsI
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MOJIYYEHUS COECIMHEHUS TAHHOTO MPUMEpPA MPEACTABIECHBI HUXKE.

'H SIMP (400 MTI, CDCl,, o m.a.): 1,77-1,80 (4H, m), 1,93-2,00 (2H, m), 2,49-2,54 (4H,
M), 2,60 (2H, 1, J=7,5T'n), 3,41 (2H, ymwmp.c), 3,95 (2H, T, J=6,6 T'n), 6,63 (2H, 71, J=8,8 I'n),
6,74 (2H, 1, J=9,3 I'y).

4-[3-(1-muppOTUIAUHWIT))IIPOIIOKCHU |aHUJIMH TAKXKE MOKHO IMOJIYYUTh B BUJIE
4-[3-(1-tMpp OMIUHUIT)TPOTIOKCH | AHWITMHIUTO3WIaTa 00paboTKOM 2 IKB.
M-TOyOJICYyTb(hoHOBOM KucToTo. Jlanusie AIMP 1i1st 3T0M cotu TO3uIa MpeACTaBICHbI
HUXKE.

'H SIMP (400 MTI, I[MCO—d6) o: 1,81-1,90 (2H, m), 1,96-2,05 (2H, m), 2,06-2,13 (2H,

M), 2,29 (6H, ¢), 3,02-3,04 (2H, m), 3,28-3,30 (2H, m), 3,57-3,59 (2H, m), 4,05 (2H, T, J=6,1
I'm), 7,03 (2H, n, J=8,8 I'n), 7,12 (4H, n, J=7,8 I'n), 7,28 (2H, n, J=8,8 I'n), 7,49 (4H, 1, J=7,8
I'n), 9,49 (1H, ymwup.c), 9,73 (2H, yumup.c).

ITpumep 42

2-3Tun-5-Metui-3-{4-[3-(1 -nuppoauaununuponokcu |denwn } -4(3H)-XxMHA30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIyYalld IO cioco0y npumMepa 18, ucroib3ys
2-aMHMHO-6-METUII0EH30MHYIO KUCTIOTY, IPOITMOHOBBIN AaHTUAPU U
4-[3-(1-mpp OIMIUHWI))ITPOIIOKCU | aAHWIIMH B KAUECTBE UCXOIHBIX BEIIECTB.

'H IMP (400 MTw, CDC13, o m.a.): 1,20 (3H, 1, J=7,2 I'm), 1,76-1,85 (4H, m), 2,00-2,09

(2H, m), 2,43 (2H, kB, J=7,6 I'1),2,50-2,59 (4H, m), 2,65 (2H, T, J=7,2 I'), 2,81 (3H, ¢), 4,07
(2H, 1, J=6,0 I'), 7,03 (2H, o, J=8,8 I'm), 7,12 (2H, 1, J=8,8 I'm), 7,18 (1H, a, J=6,8 I'n), 7,51-
7,59 (2H, m).

ITpumep 43

5-Drop-2-metun-3-{4-[3-(1-muppoauauaun)oponokcu]dhenni } -4(3H)-XxMHA30AMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO cioco0y npumMepa 18, ucroib3ys
2-aMUHO-6-(PTOPOEH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPUI U
4-[3-(1-mpp OIMIUHWI))ITPOIIOKCU | aHWIIMH B KAUECTBE UCXOIHBIX BEIIECTB.

'H IMP (400 MTw, CDC13, om.m1.): 1,77-1,83 (4H, m), 2,00-2,08 (2H, m), 2,23 (3H, ¢),

2,51-2,56 (4H, m), 2,64 (2H, T, J=7,2 I'm), 4,08 (2H, T, J=6,4 '), 7,03 (2H, 1, J=8,8 '), 7,02-
7,11 (1H, m), 7,12 (2H, 1, J=8,8 '), 7,43 (1H, 1, J=8,0 I'y), 7,63-7,68 (1H, m).

ITpumep 44

2-MeTuI-3-{4-[3-(1-mMppOIMIUHII) TP OTIOKCH |heHM } -
S-tpudropmeTi-4(3H)-XMHA30IMHOH

YKa3aHHOE B 3ar0JIOBKE COEAMHEHUE CUHTE3UPOBAJIM B BUJIE TBEPIOTO BELIECTBA
6enoro usera (T.101.: 137-140°C) o cnoco0y npumepa 18, ucronb3ys
2-aMHHO-6-TpUDTOPMETUIIOCH3OMHYIO KUCIIOTY, YKCYCHBIN aHTUIPUT U
4-[(3-(1-uppOJIMIUHUAI )IIPOTIOKCU | aHUJIMH B KAUYE€CTBE UCXOIHBIX BEIIECTB, C
MMOCIEAYIOIEH NEPEKPUCTATIIN3ALMEN (3TUIIALETAT/H-TIEHTAH).

'H SIMP (400 MTI, CDC13, o m.a.): 1,77-1,83 (4H, m), 2,00-2,08 (2H, m), 2,26 (3H, ¢),
2,51-2,57 (4H, m), 2,63 (2H, 1, J=7,2 T'n), 4,07 (2H, T, J=6,8 '), 7,03 (2H, 7, J=8,8 I'n), 7,12
(2H, 1, J=8,8 T'n), 7,79 (1H, 1, J=7,6 T'w), 7,82-7,88 (2H, m).

ITpumep 45

S-x10p-2-MeTui-3-{4-[3-(1-nuppoanauHun) nponokcu|henn } -4(3H)-XMHa30IMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld 110 cioco0y npumMepa 18, ucroib3ys
2-aMUHO-6-XJIOpOEH30MHYIO KUCITOTY, YKCYCHBINM aHTHIPHIL U
4-[3-(1-mpp OIMIUHWI))ITPOIIOKCU | AHWIIMH B KAUECTBE UCXOIHBIX BEIIECTB.

'H SIMP (400 MTI, CDClL,, o m.a.): 1,77-1,84 (4H, m), 2,00-2,08 (2H, m), 2,22 (3H, ¢),
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2,51-2,56 (4H, m), 2,64 (2H, T, J=6,8 I'nm), 4,07 (2H, T, J=6,4 '), 7,03 (2H, 1, J=8,8 '), 7,12
(2H, o, J=8,8 I'm), 7,43 (1H, on, J=2,0, 7,6 I'), 7,44-7,60 (2H, m).

ITpumep 46

2-91mi-3-{4-[3-(1 -mupponuauHui)nponokcu | pernn } -4(3H)-XuHA30IMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO cioco0y npumMepa 18, ucroib3ys
AHTPAHWIOBYIO KUCIIOTY, IPOTIMOHOBBIA AaHTUAPUL U
4-[3-(1-m1pp OIMIUHWI)ITPOIIOKCU | aHWIIMH B KAUECTBE UCXOIHBIX BEIIECTB.

'"H IMP (400 MT, CDC13, om.m.): 1,21 3H, T, J=7,2 I'n), 1,77-1,84 (4H ,m), 2,01-2,09

(2H, m), 2,46 (2H, kB, J=7,2 I'n), 2,51-2,58 (4H, m), 2,65 (2H, T, J=6,8 I'n), 4,08 (2H, T, J=6,4
I'm), 7,03 (2H, n, J=8,8 I'n), 7,12 (2H, 1, J=8,8 '), 7,43 (1H, T, J=8,0 I'y), 7,67-7,76 (2H, m),
8,24 (1H, 1, J=8,4 I'n).

ITpumep 47

2.5-numeTuii-3-{4-[3-(1 -nupp oM aInHWI ) Ip onoKcu | peHun }-4(3H)-XuHa30J1MHOH

VYKka3aHHOE B 3ar0JIOBKE COEMHEHUE CUHTE3UPOBAJIM B BUE TBEPAOTO BEILIECTBA
6enoro usera (T.101.: 112-113°C) o cnocoby npumepa 18, ucronb3ys
2-aMHMHO-6-METUII0EH30MHYIO KUCIIOTY, YKCYCHBIA AaHTUIPUI U
4-[(3-{1-tupp OMMAMHWI )ITPOITOKCHU | AHUJIMH B KAYECTBE UCXOJHBIX BEILIECTB, C
MOCIIeYIONIeH epeKpUCTATIIIN3aMEN (3TUIAleTaT/ IMITUIO BRI 3hup).

'H SIMP (400 MTI, CDCl,, d m.1.): 1,77-1,84 (4H, m), 2,01-2,09 (2H, m), 2,22 (3H, ¢),

2,51-2,58 (4H, m), 2,63 (2H, T, J=7,2 I'm), 2,81 (3H, ¢), 4,07 (2H, T, J=6,4 T'), 7,03 (2H, 1, J=
8,8 1), 7,12 (2H, o, J=8,8 I'm), 7,19 (1H, n, J=7,6 T'n), 7,48 (1H, a, J=8,0 I'n), 7,57 (1H, 1, J=
8,0 I'm).
ITpumep 48
2-MeThI-3-{4-[3-(1 -nunepuauHUI ) IIPOIIOKCH | (beHMIT }HIr 0[2,3-d]mupumunun-4(3H)-on
VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO cloco0y npumMepa 18, ucroib3ys
2-aMMHOHUKOTHUHOBYIO KUCIIOTY, YKCYCHBIA aHTUAPUI U
4-[3-(1-rmure puAMHUI)IPOITOKCHU|aHWIMH B KAYECTBE UCXOIHBIX BEILIECTB.

'H IMP (400 MTI, CDCl,:CD,0D=6:1, om.a.): 1,42-1,53 (2H, m), 1,59-1,67 (4H, m),

2,00-2,07 (2H, m), 2,33 (3H, ¢), 2,41-2,48 (4H, ymwmp.c), 2,53 (2H, 1, J=7,2 I'n), 4,06 (2H, T,
J=6,4 I'n), 7,05 (2H, x, J=8,8 I'n), 7,13 (2H, 1, J=8,8 I'n), 7,43 (1H, nn, J=4,4, 7,6 I'n), 8,58
(1H, nn, J=2,4,7,6 I'n), 8,95 (1H, nnx, J=2,0, 4,8 I'y).

ITpumep 49

2-meTtui-3-{4-[3-(1-nmupponuauuuin)nponokcu]penun jmupuno(2,3-
d]mupumuann-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO cCloco0y npumMepa 18, ucroib3ys
2-aMMHOHMKOTHHOBYIO KUCIIOTY, YKCYCHBIM aHTUAPUI U
4-[3-(1-mpp OJIMIAUHWI))ITPOIIOKCU | aHWIIMH B KAUECTBE UCXO/IHBIX BEIIECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,76-1,84 (4H, M), 2,00-2,10 (2H, m), 2,34 (3H, ¢),

2,50-2,59 (4H, m), 2,65 (2H, T, J=6,8 I'n), 4,08 (2H, T, J=6,4 I'n), 7,03 (2H, n, J=8,8 I'w), 7,12
(2H, n, J=8,8 I'w), 7,39 (1H, nnx, J=4,8, 8,8 I'n), 8,56 (1H, nx, J=2,4, 8,4 I'n), 8,96 (1H, nx, J=
2,4,4.4 I'n).

ITpumep 50

6-x10p-2-MeTHII-3-{4-[3-(1-IUpPOJIMAUHWIT)TPOTOKCH | (eI } Tnpuao|3,4-
d]mupumunns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y npumMepa 18, ucroib3ys
5-aMHHO-2-XJIOpU30HUKOTUHOBYIO KUCIIOTY, YKCYCHBIN aHTUIPUI U
4-[3-(1-mpp OIMIAUHWI)ITPOIIOKCU | aHWIIMH B KAUECTBE UCXOIHBIX BEIIECTB.
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5-aMMHO-2-XJIOPU30HUKOTUHOBYIO KUCIIOTY MOJIYYAJIH 110 CIIOCO0Y, OITMCAHHOMY B
surepatype (J. Chem. Soc. Perkin Trans. 1, 1996, p.2221).

'H SIMP (400 MTI, CD,0D, o m.1.): 2,08-2,16 (4H, ymwup.c), 2,24-2,32 (5H, m), 3,37-

3,48 (6H, m), 4,21 (2H, T, J=5,6 '), 7,16 (2H, 1, J=9,2 T'n), 7,31 (2H, n, J=9,2 I'y), 8,03 (1H,
¢), 8,83 (1H, ¢).

ITpumep 51

2-metun-3-{4-[3-(1-nunepuanHuin) nponokcu | henn jnupuno|3.4-d Jmupumunus-4(3H)-ox

YKa3aHHOE B 3ar0JIOBKE COEIMHEHME ITOJIyYaJId KATAITUTUIECKUM BOCCTAHOBJICHUEM
6-xJ10P-2-MeTUI-3-{4-[3-(1-nmunepuauHUI ) IPOTOKCH | heHU } Tpuao| 3,4-
d]nmupumunnn-4(3H)-oHa, CMHTE3UPOBAHHOTO B ITpUMepe 63, B dTUIIALETATE C
VCIIOJIb30BAHUEM B KAUECTBE KaTAJIM3aTOPA MaJIaIusl HA aKTUBUPOBAHHOM YIUIE, B
IIPUCYTCTBUU TPUITUIIAMHUHA.

'H aMmP (400 MI', CDC13, om.1.): 1,41-1,50 (2H, m), 1,57-1,64 (4H, m), 1,98-2,05 (2H,
M), 2,29 (3H, ¢), 2,39-2,45 (4H, yuwmp.c), 2,50 (2H, 1, J=7,2 '), 4,06 (2H, T, J=6,4 T'n), 7,05
(2H, o, J=8,8 I'm), 7,12 (2H, x, J=8,8 I'm), 8,01 (1H, x, J=5,2 I'm), 8,65 (1H, x, J=5,2 '), 9,10
(1H, ¢).

ITpumep 52

2-MeTwi-3-{4-[3-(1-nuppoUAMHUI)TPOTIOKCH |heHm Jiupuno(4,3-
d]mupumunus-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIyYalld 10 cloco0y npumMepa 18, ucroib3ys
4-aMUHOHUKOTUHOBYIO KUCIIOTY, YKCYCHBII aHTUAPUI U
4-[3-(1-mpp OIMIAUHWI))ITPOIIOKCU | AHWIIMH B KAUECTBE UCXO/IHBIX BEIIECTB.

'H IMP (400 MTIw, CD3OD, om.no.): 2,23-2,33 (4H, m), 2,23-2,33 (5H, m), 3,36-3,49 (6H,
yuup.T, J=8,0 I'm), 4,20 (2H, T, J=6,0 I'n), 7,14 (2H, 1, J=8,8 I'n), 7,30 (2H, n, J=8,8 I'1),
7,57 (1H, nn, J=0,8, 6,0 I'), 8,78 (1H, g, J=5,6 I'), 9,28 (1H, #, J=0,8 I'm).

ITpumep 53

2-MeTuI-3-{4-[3-(1 -nunepuauHUI ) IIPOIIOKCH | (hbeHMIT }HIn o[4,3-d]mupumunun-4(3H)-on

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y npumMepa 18, ucroib3ys
4-aMUHOHUKOTUHOBYIO KUCIIOTY, YKCYCHBII aHTUAPUI U
4-[3-(1-rmure puaAMHUI)IPOITOKCHU|aHWIUH B KAYECTBE UCXOIHBIX BEILIECTB.

'"H IMP (400 MT, CDC13, o m.1.): 1,40-1,49 (2H, m), 1,53-1,66 (4H, M), 1,97-2,05 (2H,

M), 2,29 (3H, c¢), 2,45 (4H, ymwmp.c), 2,50 (2H, T, J=6,8 I'n), 4,07 (2H, T, J=6,4 '), 7,04 (2H,
I, J=8,8 I'm), 7,12 (2H, n, J=8,8 '), 7,47 (1H, nx, J=0,8, 5,2 I'y), 8,82 (1H, x, J=5,6 T'm),
9,45 (1H, x, J=0,8 I'ny).

ITpumep 54

2-meTun-3-{2-[3-(1-nunepuaIuHWI)IPONOKCHU |-S-tupUMUINHNI } -4(3H)-XMHA30JIMHOH

(1) ITonyuenue S5-HUTPO-2-(3-IUIIE PUIHH- | -UIITIPOIIOKCH)-IIMPUMHUIUHA

2-Xnop-5-aurponupumuau (300 mr, 1,88 Mmoun),
3-nunepuau- 1-un-nponas-1-oi (323 mr, 2,26 MMoJib) U KapOoHat ue3us (725 mr, 3,76
MMOJIb) CMEIIUBAJIM B O€3BOTHOM JUMeETWIhopMamMuie (5 M) U TIepeMeIIuBalIi B
TE€UEHUE 2 THEW TP KOMHATHOW TemnepaTtype. PacTBOpUTENbh OTTOHSIIM ITPY TOHUKEHHOM
JIaBJIEHUH, 1OOABIISUIM STWIIALETAT U |H. BOJHBIA PACTBOP T'MAPOKCHAA HATPUS U CMECH
9KCTparupoBam stunaneraToM. [1ocrne cymku 6e3BoAHBIM CYTb(})ATOM HATPUS TPOAYKT
OYMIIAJIM KOJIOHOYHOM XpoMaTorpadueit Ha cunukarese (xaopodopm/mMetanon=30/1) u
neneBoe coeauHenue (110 mr, 22%) nony4dany B BUJE TBEPAOIO BEIIECTBA
CBETJIO-KOPUUYHEBOTO LBETA. 2-XJIOP-5-HUTPOIIMPUMHUAMH OJIyHaIu CIIOCOOOM,
onucaHHbM B yiuteparype (Heterocycles, 1984, Vol.22, p.79).
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(2) ITonyuenue 5-aMUHO-2-(3-ITUNIEPUAUH- | -UIT-ITP OIIO KCH ) ITUPUMUIUHA

S-Hurpo-2-(3-nmunepuaun- 1 -mwnponoxkcn)nupumuaut (100 mr, 0,38 Mmmob)
pacTBOPSIIM B CMECH PACTBOPUTIIEN MeTaHOJIA (2 MIT) M IUCTUILIIMPOBAHHOMN BOABI (2 MIT),
00OaBIISITU TUTHOHUT HATPUS (NaZSZO 4) (655 Mr) u cmech nepemeniMBaiu B teueHue 30

MUHYT IIpU KOMHATHOM TemnepaType. PacTBoputeb OTTOHSUIU MTPU MOHUKEHHOM
JIaBJICHUM, K OCTATKY 00ABIISTA METAHOJ U 0CaJ0K OTPUIBTPOBBIBAIIN. DUITHTPAT
KOHLEHTPUPOBAJIH U LieJIeBOe coeauHeHne (60 Mr, 68%) moirydanu B BUAEC MACISIHUCTOT O
OCTaTKa eJITOro MBETA.
(3) [Tonmyuenue
2-meTuit-3-{2-[3-(1-nunepuauHWI) IpOnoKCu|-S-mupumuaunmn }-4(3H)-xruHa30JIMHOHA
VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4YalId IO cloco0y npumMepa 18, ucroib3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUAPUI U
S-aMUHO-2-[3-(1-TTUIe puAMHWI )ITPOIIOKCH | IMPUMHUIMH B KAYECTBE UCXOIHBIX BEILIECTB.
'H IMP (400 MIw, CDC13, owm.m.): 1,41-1,47 (2H, m), 1,57-1,64 (4H, m), 2,02-2,10 (2H,

M), 2,30 (3H, ¢), 2,37-2,46 (4H, ymup.c), 2,53 (2H, T, J=7,2 I'n), 4,49 (2H, T, J=6,4 T'n), 7,49
(1H, ar, J=0,8, 7,6 I'n), 7,67 (1H, x, J=7,6 I'n), 7,79 (1H, aT, J=1,6, 7,6 '), 8,24 (1H, nx, J=
1,6, 8,0 I'm), 8,43 (2H, ¢).

ITpumep 55

2.5-numeTi1-3-{ 2-[3-(1 -nMne puaMHUI) IIPOIIOKCH | - S-TUPUMUAMHIAT } -4(3H)-XMHA30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y npumMepa 18, ucroib3ys
2-aMMHO-6-MeTUII0EH30MHYIO KUCIOTY, YKCYCHBIA AHTUIPUI U
S-aMHHO-2-[3-(1-TTUIe puAMHWI )ITPOIIOKCH |IMPUMHUIMH B KAYECTBE UCXOIHBIX BEILIECTB.

'H AamP (400 MTI, CDC13, o m.1.): 1,40-1,48 (2H, m), 1,57-1,64 (4H, m), 2,02-2,10 (2H,
M), 2,27 (3H, ¢), 2,37-2,47 (4H, ymup.c), 2,49 (3H, c), 2,53 (2H, 1, J=7,2 I'n), 4,48 (2H, 1, J=
6.4 I'm), 7,55-7,62 (2H, m), 8,02 (1H, ¢), 8,42 (2H, ¢).

ITpumep 56

2-31ri-3-{4-[3-(1 -nunepuarHu) mponokcu | dheru ympuno[2,3-d mupumuaun-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld IO coco0y npumMepa 18, ucrosb3ys
2-aMUHOHUKOTUHOBYIO KUCIIOTY, IPOMMOHOBBIN aHTUAPUI U
4-[3-(1-rmure puAMHUI)IPOITOKCHU|aHWIMH B KAYECTBE UCXOIHBIX BEILIECTB.

'H IMP (400 MTw, CDC13, CD3OD, 0 (m.m.): 1,30 (3H, J=7,2 '), 1,42-1,52 (2H,
ymwp.c), 1,59-1,67 (4H, m), 2,07 (2H, m), 2,47-2,58 (8H, m), 4,07 (2H, 1, J=6,4 '), 7,03 (2H,
o, J=8,8 I'm), 7,12 (2H, 1, J=8,8 I'n), 7,39 (1H, nx, J=4,8, 8,0 I'n), 8,57 (1H, ax, J=2,0, 7,6
I'n), 8,96 (1H, nn, J=2.,4, 4,8 I'r).

ITpumep 57

6-x10P-2-3THi-3-{4-[3-(1 -nunepuaANHWI ) OponoKkcu |henni mmpuno| 3.4-
d]mupumunns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIy4Yalld IO cloco0y npumMepa 18, ucroib3ys
5-aMUHO-2-XJIOPU30HUKOTUHOBYIO KUCIOTY, TPOMUOHOBBINM aHTUAPUIT U
4-[3-(1-ure puaAMHUI)IPOITOKCHU|aHWIMH B KAYECTBE UCXOIHBIX BEILIECTB.

'H IMP (400 MTw, CDC13, om.m.): 1,23 3H, T, J=7,2 I'n), 1,41-1,50 (2H, m), 1,57-1,64
(4H, m), 1,98-2,05 (2H, m), 2,39-2,53 (8H, m), 4,07 (2H, T, J=6,4 '), 7,05 (2H, 1, J=8,8 I'n),
7,12 (2H, u, J=8,8 I'm), 8,06 (1H, ¢), 8,94 (1H, ¢).

ITpumep 58

6-x10p-2-3T1n-3-{4-[3-(1 -IMppoJUANHUI) TponoKcu | herna ymmpuao|3.4-

d]mupumunns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y npumMepa 18, ucroib3ys
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5-aMHHO-2-XJIOPU30HUKOTUHOBYIO KUCIIOTY, IPOIIMOHOBBIN aHTUIIPU]T U
4-[3-(1-mpp OJIMIUHWI))ITPOIIOKCU | aAHWIIMH B KAUYECTBE UCXOIHBIX BEIIECTB.

'H SIMP (400 MTI, CDCl,, owm.n.): 1,23 3H, T, J=7,6 T'm), 1,79-1,86 (4H, m), 2,01-2,11

(2H, m), 2,46 (2H, k8, J=7,6 I'n), 2,50-2,62 (4H, ymmp.c), 2,67 (2H, T, J=6,8 I'n), 4,09 (2H, T,
J=6,4 I'n), 7,05 (2H, x, J=8,8 I'n), 7,10 (2H, #, J=8,8 '), 8,03 (1H, ¢), 8,91 (1H, c).
ITpumep 59
2-31ri-3-{4-[3-(1 -nunepuarHu) mponokcu | e ympuno| 3,4-d mupumuaun-4(3H)-oH
YKa3aHHOE B 3ar0JIOBKE COEIMHEHME ITOJIyYaJId KATAITUTUIECKUM BOCCTAHOBJICHUEM
6-xJ10p-2-31UN-3- {4-[3-(1-munepuguHuI ) mponokcu|dperun } mupuao| 3,4-
d]nmupumuans-4(3H)-0Ha, CMUHTE3UPOBAHHOTO B IIPUMEPE 57, UCTIOJIb3Ys NAJUIAAWI Ha
AKTUBUPOBAHHOM YIJIE B KAUECTBE KATAIU3AaTOPA, B IPUCYTCTBUU TPUITWIIAMHUHA.
'H SIMP (400 MTI, CDCl,, owm.1.): 1,24 3H, T, J=7,2 T'n), 1,41-1,49 (2H, m), 1,57-1,65

(4H, m), 1,98-2,06 (2H, m), 2,39-2,56 (8H, m), 4,07 (2H, T, J=6,4 I'n), 7,03 (2H, &, J=8,8 '),
7,13 (2H, r, J=8,8 I'm), 8,00 (1H, oz, J=0,8, 4,8 I'n), 8,64 (1H, nnx, J=4,8 I'y), 9,13 (1H, 1, J=
0,8 I'm).

ITpumep 60

2-91Un-3-{4-[3-(1-nuppoauauHunuponokeu | hpenun jnupuno|3.4-d Jnupumunun-4(3H)-ox

YKa3aHHOE B 3ar0JIOBKE COEIMHEHUE TOJIyYaJId KATAITUTUIECKUM BOCCTAHOBJICHUEM
6-xJ10P-2-3TU-3- {4-[3-(1-mp pomMauHUI ) IPOTIOKCH | e HUT } Tpuo| 3,4-
d]nmupumunnn-4(3H)-oHa, CMHTE3UPOBAHHOTO B IIPUMEPE 58, UCTIOJIb3Ys NAJUIAAWN Ha
AKTMBUPOBAHHOM YTJIE B KAUECTBE KATaJIU3aTOPA, B IPUCYTCTBUU TPUITHUIIAMUHA.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,24 3H, 1, J=7,2 T'n), 1,81-1,86 (4H, m), 2,05-2,13

(2H, m), 2,48 (2H, k8, J=7,2 I'n), 2,59-2,67 (4H, ymup.c), 2,72 (2H, T, J=7,2 T'n), 4,09 (2H, T,
J=6,0 I'n), 7,03 (2H, 1, J=8,8 I'n), 7,11 (2H, n, J=8,8 I'n), 8,00 (1H, ox, J=0,8, 5,2 I'n), 8,64
(1H, gn, J=4,8 I'n), 9,13 (1H, 1, J=0,8 I'm).

ITpumep 61

2-31ri-3-{4-[3-(1 -nunepuarHu) mponokcu | dherun ympuno(4,3-d mupummuaun-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y npumMepa 18, ucroib3ys
4-aMUHOHUKOTHHOBYIO KUCIOTY, IPONMOHOBBIA AHTUAPUI U
4-[3-(1-rmure puaAMHUI)IPOITOKCHU|aHWIUH B KAYECTBE UCXOIHBIX BEILIECTB.

'"H IMP (400 MT, CDC13, om.m.): 1,23 3H, T, J=7,6 I'n), 1,42-1,51 (2H, m), 1,59-1,67

(4H, m), 2,00-2,09 (2H, m), 2,42-2,58 (8H, m), 4,08 (2H, T, J=6,4 I'r), 7,05 (2H, 1, J=8,8 I'1),
7,13 (2H, n,J=8,8 I'm), 7,53 (1H, x, J=6,0 I'm), 8,84 (1H, x, J=5,6 I'm), 9,47 (1H, ¢).
ITpumep 62
2-31ui-3-{4-[3-(1 -nuppOIUAUHUI ) IIPOIIOKCH | (hbeHUT HIn 0[4,3-d]mupumunun-4(3H)-on
VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y npumMepa 18, ucroib3ys
4-aMUHOHUKOTHHOBYIO KUCIOTY, IPONMOHOBBIA AHTUAPUI U
4-[3-(1-mpp OIMIAUHWI))ITPOIIOKCU | AHWIIMH B KAUECTBE UCXOIHBIX BEIIECTB.
'H aMP (400 MI', CDC13, om.m.): 1,23 (3H, T, J=7,2 I'n), 1,99-2,07 (4H, m), 2,25-2,35

(2H, m), 2,48 (2H, k8, J=7,6 I'n), 2,96-3,07 (4H, ymmp.c), 4,14 (2H, T, J=6,0 I'n), 7,05 (2H, A,
J=8,8 I'n), 7,15 (2H, 1, J=8,8 I'n), 7,53 (1H, n, J=5,6 I'n), 8,84 (1H, n, J=5,6 I'w), 9,47 (1H, c).

ITpumep 63

6-Xnop-2-meruii-3- {4-[3-(1 -nunepuaMHMnuponokcu|benun }nupuno|3.4-
d]mupumunns-4(3H)-oH

6-X10p-2-metui-3-(4-rugpokcudernnn)mupunol 3,4-djmupumunui-4(3H)-ox (52 mr, 0,18
MMOJIb), TuapoOpmuz 1-(3-6pommpomun)nunepuarna (78 mr, 0,27 MMoJIb) U KapOboHAT
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kamusg (100 mr, 0,72 MMOJIB) cMeIMBaIM B quMeTuiopmamuze (1 mMi1) U mepeMenIuBaim
nipu 80°C B TeueHue 1 yaca. PacTBopuTens OTTOHSIIN IIPY ITOHWKEHHOM JABJICHUM,
J00ABIISUT TUCTUUTMPOBAHHYIO BOJIY M CMECh 9KCTPATMPOBAIHU ITUIIALETATOM.
Opranudeckyto a3y TpOMBIBAIM AUCTUILIUPOBAHHON BOAOM U CYIIMIIA O€3BOIHBIM
cynb(aToM HaTpUs. YKa3aHHOE B 3aTOJIOBKE coeMHeHUe (45 Mr, 60%) MoJTyqany B BUIE
OECUBETHBIX KPUCTAJJIOB OYUCTKOM KOJIOHOYHOM XpoMaTorpadueit Ha cuimkaresie
(xmopodopm/metanon=30/1) u mepeKpucTaIU3aAUU (3TAHOI).
6-X0p-2-metui-3-(4-rugpokcudenuwn)mupuno| 3,4-djJmmpumunua-4(3H)-on
CUHTE3MpPOBaJM 1o crocoOy npumepa 1-(1) u -(2), ucnonn3ys

5-aMUHO-4-KapO OKCH-2-XJIOPIUPUANH U YKCYCHBIN aHTHAPU/I B KAUECTBE UCXOTHBIX
BEILIECTB.

'H SIMP (400 MTI, CDCI,, owm.1.): 1,41-1,50 (2H, m), 1,57-1,64 (4H, m), 1,98-2,05 (2H,

M), 2,28 (3H, ¢), 2,39-2,46 (4H, yump.c), 2,50 (2H, 1, J=7,2 T'y), 4,06 (2H, 1, J=6,4 T'), 7,04
(2H, 1, J=8,8 '), 7,11 (2H, 1, J=8,8 I'm), 8,04 (1H, c), 8,88 (1H, c).

ITpumep 64

3-{4-[3-(1-nunepuauHWI)IponoKcu|penni }-4(3H)-XMHA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COEAUHEHUE MOJTyYaJId AJTKWIMPOBAHUEM
3-(4-runpoxcudenun)-4(3H)XuHA30IMHOHA U TUAPOOPOMUIA
1-(3-6pomnponui)unepuInHa 1o cnocody npumepa 63.
3-(4-runpoxcudenun)-4(3H)XuHA30IMHOH TOJIy4aIu CTIOCOOOM, OTTUCAHHBIM B
murepatype (Heterocycles, 1993, Vol.35, p.775).

'H IMP (400 MTI, CDCl,, om.1.): 1,41-1,50 (2H, m), 1,56-1,63 (4H, m), 1,97-2,04 (2H,

M), 2,38-2,45 (4H, ymwmp.c), 2,49 (2H, 1, J=7,2 I'ny), 4,06 (2H, T, J=6,8 I'), 7,02 (2H, 1, J=8.8
I'm), 7,29 (2H, n, J=8,8 I'n), 7,52 (1H, 1, J=8,0 '), 7,72-7,80 (2H, m), 8,09 (1H, ¢), 8,34 (1H,
o, J=8,0 I'm).

ITpumep 65

6-(aleTunaMuHO)-2-Me T -3- {4-[3-(1 -MUne pUINHWIT )TPOTTOKCH |he HII } -
4(3H)-Xx1MHA30JIMHOH

(1) ITonyuenue
6-amMuHO-2-MeTWI-3-{4-[3-(1-unepuguau )nponokcu | pennn }-4(3H)-xuHa301MHOHA

2-MeTuin-6-HuTpo-3-{4-[3-(1-mune puaunui )npornokcu | pennn } -4(3H)-XMHA30JIMHOH
(110 mr, 0,26 MMOJIb), CHHTE3UPOBAHHBIM 110 CIIOCO0Y npumepa 1, pacTBOPsUIU B
MeTtaHosie (3 M) u atMocdepy B cucTeme 3amnotHsuIu azotoMm. [Tocne nodasnenus 10%
naJyiaausl Ha akTUBUpoBaHHOM yruie (100 Mr) atMocdepy 3aMeHsUI BOJIOPOIOM U CMECh
MepeMeIIMBaIv pU KOMHATHOM TemriepaType B TeueHue 1 yaca. Karanuzatop
OTQUIBTPOBBIBATIN U (PUIBTPAT KOHIEHTPUPOBAIU JOCYXA C MOJYUYSHUEM [IEJIEBOTO
coenuHenus (91 mr, 89%) B BUAE TBEPAOTO BEIIECTBA CBETIIO-KEIITOTO LIBETA.

(2) IMomyuenue 6-(aneTUIaAMUHO )-2-MeTHIT-3-{4-[3-(1-TTUNepUIUHUIT)ITIPOTIOKCH | (heHIIT } -
4(3H)-XxrHa30JIMHOHA

6- AMUHO-2-MeTUI-3- {4-[3-(1-unepuauani ) ipornokcu | penun } -4(3H)-XxrMHA30IMHOH
(228 mr, 0,58 MMOJIb) PACTBOPSUIM B CMECH PACTBOPUTEIIEN OE3BOAHOTO
teTparuapodypana (5 mur) 1 6e3BoAHOTO MUpHUIUHA (1 MIT) M OXJIAXIAJIA HA JISSTHON
0ane. JlobaBisuiu o KamisMm auetwixiaopus (68 mr, 0,87 MMOJIb) U CMECh IIEPEMEIIUBATIN
IpU KOMHATHOM TeMIlepaType B TeueHue Houu. JloO6aBmsu stunanetat u 1H. BOOHBIN
pacTBOP TMIAPOKCUIA HATPHUS, CMECh IKCTPArUPOBAJIM STUJIALECTATOM U OPTAHUYECKYIO
a3y cymmiau 6e3BOIHBIM CYJIbhaToM HaTpusl. [IpoayKT ounIiamy KoJIOHOYHOM
xpomartorpadueit Ha cuMkarene(xsiopodopm/metanoni=20/1) U ykazaHHOE B 3aTOJIOBKE
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coenuHenue (156 mr, 62%) nojiydaiv B BUjIe O€CUBETHBIX KPUCTAJIJIOB
MepeKpUCTAIUIM3AIMEN U3 TUATUIIOBOTO d(upa/renTaHa.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,40-1,49 (2H, m), 1,52-1,65 (4H, m), 1,97-2,07 (2H,

M), 2,02 (3H, ¢), 2,23 (3H, ¢), 2,38-2,46 (4H, ymwup.c), 2,50 (2H, T, J=7,2 I'n), 4,05 (2H, T, J=
6,0 I'm), 7,03 (2H, n, J=8,8 I'n), 7,12 (2H, n, J=8,8 I'm), 7,64 (1H, 1, J=8,8 I'n), 7,86-7,92 (1H,
yuwup.c), 7,99 (1H, n, J=2,8 I'n), 8,40 (1H, an, J=2,0, 8,8 I'm).

Coenunenust npuMepoB 66-79 nosrydyaay KOHAEHCAUeH
aMHUHO-2-MeTuII-3- {4-[3-(1-nunepuauami ) mpornokcu|dherun }-4(3H)-xuHa3oauHOHA C
COOTBETCTBYIOIIUM XJIOPAHTUIPUIOM KUCTIOTHI WIM KaPOOHOBOM KUCIIOTOM IO CIIOCO0Y
npumepa 65.

ITpumep 66

6-(0yTUpUIIAMUHO)-2-MeTUI-3-{4-[3-(1 -IMOe pUANHUI) TP OO KCH |(peHMIT } -
4(3H)-Xx1MHA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COCAUHEHHE MMOTy4alid KOHAEH CAUen 6-aMUHO-2-MeThI-3-{4-
[3-(1-unepunuHmT) iponiokcu | hern }-4(3H)-XxuHa301MHOHA ¢ Oy TAHOWIIXJIO PUIOM T10
crocoby mpumepa 65.

'H IMP (400 MTIw, CDC13, o m.n.): 0,99 (3H, 1, J=7,6 I'm), 1,42-1,50 (2H, m), 1,56-1,66

(4H, m), 1,68-1,78 (2H, m), 1,98-2,07 (2H, m), 2,23 (3H, ¢), 2,25 (2H, T, J=7,6 I'n), 2,38-2,46
(2H, ymup.c), 2,49 (2H, T, J=7,2 I'n), 4,05 (2H, T, J=6,0 I'n), 7,03 (2H, n, J=8,8 '), 7,12 (2H,
1, J=8,8 I'm), 7,63 (1H, x, J=8,8 I'n), 7,65 (1H, ¢), 7,97 (1H, 1, J=2,4 I'n), 8,38 (1H, 1, J=9,2
T'm).

ITpumep 67

6-(TeKCaHOUIIAMUHO )-2-MeTUII-3- {4-[3-(1 -MUnepUINHIIT ) TPOTTOKCH | (heHHMIT } -
4(3H)-X1MHA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COCAUHEHHE MMOTy4alid KOHAEH CAUen 6-aMUHO-2-MeTHI-3-{4-
[3-(1-unepuauHmT ) iponiokcu | peru }-4(3H)-XxuHa301MHOHA ¢ TEKCAHOWIXJIOPUIOM T10
crocoby mpumepa 65.

'H sMP (400 MTI, CDC13, o m.n.): 0,91 (3H, T, J=6,8 I'nm), 1,29-1,40 (4H, m), 1,41-1,49

(2H, m), 1,58-1,65 (4H, m), 1,66-1,78 (2H, m), 1,97-2,06 (2H, m), 2,23 (3H, ¢), 2,28 (2H, T, J=7
I'm), 2,38-2,46 (4H, ymwmp.c), 2,49 (2H, T, J=7,2 I'n), 4,05 (2H, T, J=6,0 I'n), 7,03 (2H, 7, J=8,8
I'm), 7,12 (2H, g1, J=8,8 I'n), 7,63 (1H, n, J=8,8 '), 7,64 (1H, ¢), 7,97 (1H, #, J=2,8 I'n), 8,38
(1H, nn, J=2,4, 8,4 T'n).

ITpumep 68

6-(6€H30UIaMHUHO)-2-MeTHII-3-{4-[3-(1-NUIepUIUMHUI)IPONOKCHU|DEeHN } -
4(3H)-Xx1HA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COCAUHEHHE MMOTy4alid KOHAEH CAUUen 6-aMUHO-2-MeTHI-3-{4-
[3-(1-nunepunuau) mponokcH | pernn }-4(3H)-xuHa301MHOHA ¢ OEH30WIXJIOPUIIOM T10
crocoby mpumepa 65.

'H SIMP (400 MTI, CDCL,, o m.a.): 1,40-1,49 (2H, m), 1,55-1,65 (4H, m), 1,95-2,05 (2H,

M), 2,24 (3H, ¢), 2,37-2,46 (4H, yuwmp.c), 2,48 (2H, 1, J=7,2 '), 4,02 (2H, T, J=6,0 '), 7,03
(2H, o, J=8,8 I'm), 7,12 (2H, a, J=8,8 I'm), 7,48 (2H, 1, J=7,6 T'm), 7,52-7,57 (1H, m), 7,70 (1H,
I, J=8,8 I'm), 7,86 (2H, n, J=7,6 I'n), 8,09 (1H, n, J=2,4 '), 8,15 (1H, ymmp.c), 8,48 (1H,
an, J=2,8, 8,8 I'm).

ITpumep 69

6-[(2-henunaneTnn)aMuHO |-2-MeTHII-3-{4-[ 3-(1 -TTMIEpUAMHWII ) ITPOHOKCH | DeHUIT } -

4(3H)-X1UHA30JIUHOH

YKa3aHHOE B 3ar0JIOBKE COCAUHEHHE MMOTy4alid KOHAEH CAUUen 6-aMUHO-2-MeTrI-3-{4-
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[3-(1-unepuauHmT)iponiokcu | pern }-4(3H)-xuHa30IMHOHA C OSH3UITOMIIXJIOPUIOM TIO
crocoby mpumepa 65.

'H amP (400 MI', CDC13, o m.a.): 1,40-1,49 (2H, yup.c), 1,50-1,65 (4H, m), 1,93-2,05
(2H, m), 2,21 (3H, ¢), 2,37-2,45 (4H, yump.c), 2,48 (2H, 1, J=7,2 T'y), 3,60 (2H, ¢), 3,97 (2H,
yuup.T1), 6,97 (2H, 1, J=8,0 I'n), 7,10 (2H, n, J=8,0 I'y), 7,20-7,41 (5H, m), 7,61 (1H, 1, J=9,2
I'm), 7,69 (1H, ¢), 7,89 (1H, ¢), 8,33 (1H, g, J=8,8 I'l).

ITpumep 70

6-(2-HaTOMITAMUHO )-2-Me THII-3-{4-[3-(1 -UITePUAVMHUI)ITPOTTOKCH |(DeHWIT } -
4(3H)-Xx1MHA30JIUMHOH

YKa3aHHOE B 3ar0JIOBKE COCAUHEHHE MMOTy4alid KOHAEH cAUUen 6-aMUHO-2-MeThI-3-{4-
[3-(1-unepuauHmT ) iporniokcu | peru }-4(3H)-xuHa3o01uHOHA ¢ 2-HAPTOWIXIIOPUIOM TIO
crocoby mpumepa 65.

'H aMmP (400 MTI, CDC13, o m.1.): 1,40-1,49 (2H, m), 1,55-1,65 (4H, m), 1,92-2,00 (2H,
M), 2,23 (3H, ¢), 2,37-2,50 (6H, m), 3,93 (2H, T, J=6,0 '), 6,93 (2H, #, J=8,8 I'm), 7,09 (2H,
I, J=8,8 I'm), 7,53-7,62 (2H, m), 7,72 (1H, #, J=8,8 I'l), 7,86-7,95 (4H, m), 8,17 (1H, 1, J=2.4
I'm), 8,39 (1H, ¢), 8,44 (1H, ¢), 8,55 (1H, nx, J=2,4, 9,2 I'm).

ITpumep 71

2-MeTwi-6-[ (MeTuicyrboHUI)aMUHO |-3-{ 3-[ 3-(1 -nune puIMHUI)IPOTIOKCH | PeHMIT } -
4(3H)-X1MHA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COCAUHEHHE MMOTy4alid KOHAEH CAUUen 6-aMUHO-2-MeTHI-3-{4-
[3-(1-nunepunuau ) iponokcu | pennn }-4(3H)-xuHA30IMHOHA C ME3WIXJIOPUIOM I10
crocoby mpumepa 65.

'H SIMP (400 MTI, CDCl,, 6 M.1.): 1,49-1,60 (2H, m), 1,71-1,80 (4H, m), 2,12-2,20 (2H,
M), 2,24 (3H, ¢), 2,62-2,70 (4H, ymwmp.c), 2,73 (2H, 1, J=7,6 T'n), 2,97 (3H, ¢), 4,07 (2H, T, J=
6,0 I'm), 7,01 (2H, J=8,8 '), 7,11 (2H, n, J=8,8 I'n), 7,63 (1H, n, J=8,4 '), 7,74 (1H, nnx, J=
2,4, 8,4 I'n), 8,02 (1H, x, J=2.4 T'n).

ITpumep 72

2-MeTUI-6-[ (METWICYJIbMOHUIT)AMUHO |-3-{4-[3-(1-TMpPp OAUAMHUI)ITPOITOKCH | PEHWT } -
4(3H)-Xx1HA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COCAUHEHHE MMOIy4alid KOHIEH cAUen 6-aMUHO-2-MeTrI-3-{4-
[3-(1-muppomunuaun)nponokcu|hpenut }-4(3H)-XxUuHA30JIMHOHA C ME3WIXIIOPUIOM I10
crocoby mpumepa 65.

'H IMP (400 MTIn, CDCl,, o m.a.): 2,01-2,09 (4H, m), 2,24 (3H, ¢), 2,25-2,34 (2H, m),

3,01 (3H, ¢), 3,05-3,18 (6H, m), 4,13 (2H, T, J=6,0 I'n), 7,03 (2H, 1, J=8,8 I'n), 7,12 (2H, 1, J=
8,8 I'm), 7,65 (1H, o, J=8,8 I'm), 7,77 (1H, nn, J=2.,4, 8,4 '), 7,91 (1H, 1, J=2,4 I'n).
ITpumep 73
7-(aneTMIAaMHUHO )-2-MeTHJII-3- {4-[ 3-(1 - pUIMHUAT)ITPOTOKCH | (he HIIT } -
4(3H)-Xx1MHA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COCAUHEHHE MMOTy4alid KOHIEHCAUUEH 7-aMUHO-2-MEeTHI-3-{4-
[3-(1-unepunuau) iporniokcu | penun }-4(3H)-xuHa30IMHOHA C AlETUIIXJIOPUAOM IO
crocoby mpumepa 65.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,53-1,40 (2H, m), 1,69-1,59 (4H, m), 2,10-2,00 (2H,
M), 2,21 (3H, ¢), 2,22 (3H, ¢), 2,55-2,46 (4H, m), 2,58 (2H, 1, J=7,3 I'n), 4,04 (2H, T, J=6,2
I'm), 6,99 (2H, 1, J=8,8 I'n), 7,11 (2H, n, J=8,8 '), 7,58 (2H, m), 7,82 (1H, ymmup.c), 8,16
(1H, x, J=8,8 I'm).

ITpumep 74

CrtpaHnuua: 80



10

15

20

25

30

35

40

45

30

RU 2358969 C2

7-(0yTuprIIaMuHO)-2-MeTWII-3-{4-[3-(1 -mUnepuANHWI ) TPOITOKCHU | (pSHUIT } -
4(3H)-Xx1MHA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COCAUHEHHE MMOTy4alid KOHIEHCAUUEN 7-aMUHO-2-MEeTHI-3-{4-
[3-(1-unepunuHmT) iponiokcu | pern }-4(3H)-XxuHa301MHOHA ¢ Oy TAHOWIIXJIO PUIIOM T10
crocoby mpumepa 65.

'H AMP (400 MTw, CDC13, o m.m.): 1,52-1,40 (2H, m), 1,66-1,58 (4H, m), 1,77 (2H, m),

2,00 (2H, T, J=10,0 T'w), 2,21 (3H, ¢), 2,38 (2H, T, J=6,6 T'), 2,52 (2H, ymwup.c), 2,55 (2H, T,
J=12,2 T'm), 4,03 (2H, 1, J=6,2 I'n), 6,99 (2H, 1, J=8,8 I'), 7,11 (2H, 1, J=8,8 I'wy), 7,54 (1H,
¢), 7,61 (1H, nn, J=8.,4, 1,8 '), 7,79 (1H, 1, J=2,2T'1), 1,01 (3H, T, J=7,3T'n), 8,15 (1H, 1, J=
8,8 I'm).

ITpumep 75

7-(reKCaHOWIAMMHO )-2-MeTHII-3- {4-[ 3-(1 -UIe pUIMHIIT ) TPOTIOKCH | DS HHMIT } -
4(3H)-x1MHA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COCAUHEHHE MMOTy4alid KOHAEHCALUEN 7-aMUHO-2-MEeTHI-3-{4-
[3-(1-nunepunuaun) ponokcu | penu }-4(3H)-xMHA30JIMHOHA TEKCAHOWIXJIO PUIOM T1O
crocoby mpumepa 65.

'H SIMP (400 MTI, CDCl,, owm.1.): 091 (3H, T, J=7,0 T'm), 1,41-1,29 (4H, m), 1,53-1,41

(2H, m), 1,68-1,57 (4H, m), 1,81-1,68 (2H, m), 2,08-1,97 (2H, m), 2,22 (3H, ¢), 2,39 2H, T, J=
10,0 I'w), 2,47 (4H, m), 2,56 (2H, 1, J=10,0 I'n), 4,04 (2H, T, J=6,2 I'n), 7,00 (2H, 1, J=8,8
I'm), 7,12 (2H, g, J=8,8 I'n), 7,63 (1H, n, J=8,8 '), 7,72 (1H, ymwup.c), 7,80 (1H, yuup.c),
8,15 (1H, n, J=8,8 I'm).

ITpumep 76

7-(6eH30UITaAMHHO)-2-MeTHII-3-{4-[3-(1-MUNepUIUHUT)TPOTOKCH | (heHWUIT } -
4(3H)-Xx1HA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COCAUHEHHE MMOTy4alid KOHIEHCAUUEH 7-aMUHO-2-MEeTHI-3-{4-
[3-(1-nunepuauau ) mponokcu | pernn }-4(3H)-xuHa301MHOHA ¢ OEH30WIXJIOPUIIOM T10
crocoby mpumepa 65.

'H SIMP (400 MTI, CD,OD, owm.na.): 1,57-1,47 (2H, m), 1,72-1,63 (4H, m), 2,12-2,02 (2H,

M), 2,24 (3H, ¢), 2,63-2,54 (2H, m), 2,66 (2H, T, J=10,8 I'm), 3,32-3,28 (8H, m), 4,11 (2H, T, J=
5,9 I'm), 7,10 (2H, 1, J=8,8 I'n), 7,25 (2H, n, J=8,8 '), 7,52 (2H, 1, J=7,3 T'm), 7,60 (1H, 1, J=
7,3 I'm), 7,79 (1H, nnm, J=8.,8, 2,2 I'm), 7,96 (2H, n, J=7,3 I'n), 8,14 (1H, n, J=8,8 I'm), 8,27 (1H,
o, J=2,2 I'm).

ITpumep 77

7-[(2-dbenunaneTuin)aMuHo |-2-MeTui-3-{4-[ 3-(1 -nunepuAMHUI) TP OO KCH | peHMT } -
4(3H)-Xx1MHA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COCAUHEHHE MMOTy4alid KOHIEHCAUUEN 7-aMUHO-2-MEeTHI-3-{4-
[3-(1-munepuauHmT ) iporniokcu | pern }-4(3H)-XxuHa30IMHOHA C OSH3UITOMIIXIOPUIOM TIO
crocoby mpumepa 65.

'H IMP (400 MTw, CD3OD, om.no.): 1,62-1,47 (2H, m), 1,78-1,63 (4H, m), 2,16-2,02 (2H,

M), 2,21 (3H, ¢), 2,67-2,56 (4H, m), 2,70 (2H, T, J=10,0 I'), 3,74 (2H, ¢), 4,11 (2H, 1, J=5,9
I'm), 7,09 (2H, n, J=8,8 I'm), 7,42-7,20 (8H, m), 7,63 (1H, n, J=8,8 I'n), 8,09 (2H, u, J=8,1 I'm).
ITpumep 78
7-(2-HadTOUITaAMUHO )-2-MeTUII-3-{4-[3-(1 -IUHepUAUHUI)ITPOIIOKCH |(heHN } -
4(3H)-Xx1MHA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COCAUHEHHE MMOTy4alid KOHIEHCAUUEN 7-aMUHO-2-MEeTHI-3-{4-
[3-(1-unepuauHm) iporniokcu | pern }-4(3H)-xuHa301uHOHA ¢ 2-HAPTOWIXIIOPUIOM TIO
crocoby mpumepa 65.
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'H SIMP (400 MTI, CD,0D, o m.1.): 1,74-1,61 (2H, m), 1,90-1,77 (4H, m), 2,26 (3H, ¢),

3,24-3,05 (4H, m), 3,34-3,27 (2H, m), 4,19 (2H, T, J=5,5 '), 7,13 (2H, n, J=8,8 I'), 7,30 (2H,
I, J=8,8 I'm), 7,68-7,57 (2H, m), 7,88-7,84 (2H, m), 7,96 (1H, 1, J=8,8 I'n), 8,08-8,00 (3H, m),
8,17 (1H, n, J=8,8 I'm), 8,34 (1H, n, J=2,2 '), 8,56 (1H, ¢).

ITpumep 79

6-[aneTni(MeTUI)aMUHO|-2-MeTUA-3-{4-[3-(1 - pUINHWI ) TPOTOKCH |(DEHNIT } -
4(3H)-Xx1HA30JIMHOH

VkazaHHOE B 3ar0JI0BKE COEIMHEHUE TTOJIy4alid 00paboTKOM
6-(aneTUIAMUHO )-2-MeTHJT-3- {4-[ 3-(1-TTUIe pUIMHWIT )ITPOTIOKCH | (D HUIT } -
4(3H)-XxMHA30JIMHOHA, CUHTE3UPOBAHHOTO B ITpUMepe 65, TUAPUAOM HATPUS B
JTAMETHII(HOPMAMUIIE U METUITUPOBAHUS METUITHOTUOM.

'H SIMP (400 MTw, CDC13, o m.n.): 1,42-1,50 (2H, m), 1,58-1,66 (4H, m), 1,98-2,08 (2H,

M), 2,27 (3H, ¢),2,40-2,50 (4H, yump.c), 2,53 (2H, 1, J=7,6 I'n), 3,31 (3H, ¢), 4,07 2H, 1, J=
6,4 I'n), 7,02 (2H, n, J=8,4 I'n), 7,12 (2H, 1, J=8,4 T'n), 7,55 (1H, #, J=8.4 I'w), 7,70 (1H, 1, J=
8,4 I'm), 8,05 (1H, c).

ITpumep 80

2-MeTWII-6-pernn-3-{4-[3-(1 -nmune punuHun)npomnokcu|penunn } -4(3H)-XMHA30JIMHOH

2-MeTuin-6-6pom-3-{4-[3-(1-munepuaunaun ))npornokcu|denun }-4(3H)-xunazoauHoH (100
Mr, 0,25 MMOJTb) U PeHWIO0POHOBYIO KMCIOTY (40 Mr, 0,32 MMOJIB) PACTBOPSUTU B
nuMeTokcudTaHe (1 MiT) u aTMocdepy B CUCTEME 3aIOTHsUTH a30ToM. JloGasmsuin 2M
BO/JIHBIN pacTBop kapOooHarta HaTpus (0,3 Mi1) 1 KOMIUTEKC TeTpakuc(Tpudenundochun)
namnaaus (10 mr, 0,012 mmorb) u iepemernBainu pu 80°C B TeueHue 3 yacos. K
PEaKIMOHHOM cMeCH 0 0aBIIsIN TUIANECTAT U TUCTULTUPOBAHHYIO BOTY TSI
OCYIIECTBIICHUS SKCTPAKIMY dTHIaneTaToM. Opranndeckyto ¢a3y npoMbIBaIu
HACBIIEHHBIM COJICBBIM PACTBOPOM M CYIIWITH 0€3BOIHBIM CyIb(aToM HaTpus. [IpoaykT
OYMIIAJIM KOJIOHOYHOM XpoMaTorpadueit Ha cunukarese (xaopodopm/mMetanon=20/1) u
nesneBoe coeauHerue (61 mr, 61%) noiayyanu B Buzie OECLBETHOTO TBEPAOTO BEIIECTBA.
Hcnonp3oBanu
2-meTun-6-6pom-3-{4-[3-(1-munepuauaui )pornokcu | pennn } -4(3H)-XMHA30JIMHOH,
KOTODBINM CUHTE3UPOBAJH B IIpuMepe 34.

'H SIMP (400 MTI, CDCl,, o m.a.): 1,45 (2H, ymup.c), 1,58-1,63 (4H, m), 2,00-2,04 (2H,
M), 2,27 (3H, ¢), 2,42 (4H, ymwup.c), 2,50 (2H, T, J=7,2 T'n), 4,07 (2H, T, J=6,4 T'1), 7,04 (2H,
I, J=8,8 I'm), 7,15 2H, x, J=8,8 I'n), 7,36 (1H, T, J=7,6 I'n), 7,46 (2H, T, J=7,6 I'n), 7,67 (2H,
n,J=7,2Tu), 7,72 (1H, 1, J=8,4 T'n), 7,98 (1H, #, J=2,0 I'y), 8,46 (1H, c).

ITpumep 81

2-MeTuII-6-(4-MeTundenunn)-3-{4-[3-(1 -nMnepuaAMHUI) TP ONOKCH | (DEHNIT } -
4(3H)-Xx1HA30JIMHOH

VkazaHHO€ B 3ar0JI0BKE COE/IMHEHUE TTOJIydalid peakuuent couetanus: Cy3yku
2-meTun-6-6pom-3-{4-[3-(1-nmunepuaunun )nponokcu]dhernn }-4(3H)-XxuHa30IMHOHA U
4-meTu(heHUITOO POHOBOM KUCIIOTHI, TIO crtoco0y mpumepa 80.

'H SIMP (400 MTI, CDC13, o m.a.): 1,46 (2H, ymup.c), 1,59-1,63 (4H, m), 2,01-2,04 (2H,

M), 2,28 (3H, ¢), 2,41 (7H, ymwup.c), 2,49-2,53 (2H, m), 4,08 (2H, T, J=6,0 I'), 7,05 (2H, 1, J=
8,8 1), 7,16 2H, o, J=8,8 I'm), 7,27 (2H, x, J=8,0 I'n), 7,58 (2H, u, J=8,0 I'n), 7,71 (1H, 1, J=
8,8 I'm), 7,97-8,00 (1H, m), 8,46 (1H, ¢).

ITpumep 82

2-MeTuI-6-(3-metundenunn)-3-{4-[3-(1 -nune pu AMHUI ) IIP OITIOKCH |(DeHNIT } -

4(3H)-X1UHA30JIUHOH

CrtpaHuua: 82



10

15

20

25

30

35

40

45

30

RU 2358969 C2

VYKa3aHHOE B 3ar0JIOBKE COEAMHEHME NOIyYalid peakuuen couetanus Cy3yku
2-MeTun-6-6pom-3-{4-[3-(1-nunepuaunun )nponokcu]dpernn }-4(3H)-XxuHa30IMHOHA U
3-MeTuheHUIO0 POHOBOM KUCIIOTHI, IO crtoco0y mpumepa 80.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,47 (2H, ymmp.c), 1,59-1,64 (4H, m), 2,02-2,06 (2H,

M), 2,28 (3H, ¢), 2,44 (7TH, m), 2,52 (2H, T, J=7,2 '), 4,08 (2H, T, J=6,4 I'nn), 7,05 (2H, 71, J=
7,2 I'm), 7,15-7,20 (3H, m), 7,35 (1H, 1, J=7,2 I'n), 7,47-7,50 (2H, m), 7,72 (1H, nx, J=2,0, 8,8
I'm), 7,98-8,01 (1H, m), 8,46 (1H, ¢).

ITpumep 83

2-MeTui-6-(2-metuindernn)-3-{4-[3-(1 -nurnepuauHII) TPOIOKCH | (e HWIT } -
4(3H)-Xx1MHA30JIMHOH

VYKa3aHHOE B 3ar0JIOBKE COEAMHEHME NOIy4yalii peakuuen couetanus Cy3yku
2-MeTun-6-6pom-3-{4-[3-(1-nunepuaunun )nponokcu]dpernn }-4(3H)-XxuHa30IMHOHA U
2-MeTunheHUII00 POHOBOM KUCIIOTHI, IO crtoco0y mpumepa 80.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,46 (2H, ymmp.c), 1,59-1,64 (4H, m), 2,01-2,05 (2H,

M), 2,29 (3H, ¢), 2,30 (3H, ¢), 2,43 (4H, ymup.c), 2,51 (2H, 1, J=7,2 T'n), 4,07 (2H, T, J=6,8
I'm), 7,04 (2H, n, J=8,8 I'n), 7,16 (2H, n, J=8,8 I'n), 7,24-7,30 (4H, m), 7,71 (2H, ymwup.c),
8,21 (1H, ymup.c).

ITpumep 84

2-MeTuii-3-{4-[3-(1 -nunepuauHuI )P OIIoKCcH | peHU } -6-(3-mupuann)-
4(3H)-Xx1MHA30JIMHOH

VkazaHHOE B 3ar0JI0BKE COEIMHEHME TTOJIydalii peakuuent couetanus Cy3yku
2-MeTun-6-6pom-3-{4-[3-(1-munepunuaui )pornokcu | pennn } -4(3H)-xuHA30IMHOHA U
3-nupUaIUIOOpPOHOBOM KUCIOTHI, 11O crioco0y nmpumepa 80.

'H amP (400 MI', CD3OD, om.a.): 1,51-1,53 (2H, m), 1,63-1,67 (4H, m), 2,04-2,08 (2H,

M), 2,28 (3H, ¢), 2,59 (4H, ymwup.c), 2,61-2,63 (2H, m), 4,11 (2H, 1, J=6,4 '), 7,11 (2H, 1, J=
9,2 I'm), 7,28 (2H, n, J=8,8 I'n), 7,53-7,757 (1H, m), 7,79 (1H, n, J=8,4 I'n), 8,14-8,21 (4H,
M), 8,45 (1H, n, J=2,4 I'n), 8,55 (1H, nx, J=1,8, 5,0 I'y), 8,89 (1H, nx, J=0,6, 2,2 I'n).

ITpumep 85

2-meTun-3-{4-[3-(1-nunepuanHWI) TP ONOKCH | (DeHWII } -6-(4-IIMPUII)-
4(3H)-Xx1HA30JIMHOH

YKka3aHHOE B 3ar0JI0BKE COEAMHEHME NTOIy4yalii peakuuen couetanus Cy3yku
2-MeTun-6-6pom-3-{4-[3-(1- nunepuaunun )nponokcu]bennn }-4(3H)-xuHa30IMHOHA U
4-MpUIUIIOOPOHOBOM KUCTIOTHI, IO cioco0y npumepa 80.

'H IMP (400 MTI, CD,0D, o m.1.): 1,51-1,52 (2H, m), 1,63-1,68 (4H, m), 2,04-2,08 (2H,

M), 2,28 (3H, ¢), 2,54 (4H, ymwup.c), 2,58-2,62 (2H, m), 4,11 (2H, T, J=6,0 I'n), 7,11 2H, #, J=
8,4 I'm), 7,28 (2H, n, J=8,8 I'm), 7,78-7,81 (3H, m), 8,23 (1H, on, J=2.4, 8,4 I'n), 8,54 (1H, ¢),
8,61 (2H, 1, J=6,4 I'n).

ITpumep 86

2-meTun-5-ennn-3-{4-[3-(1-nunepuanann)nponokcu|dhenun }-4(3H)-XMHa30IUHOH

5-Xmnop-2-metun-3-{4-[3-(1-munepuauaun)npornokcu|dennn }-4(3H)-xurazomunoH (100
mr, 0,24 MMOJIb), GeHITOOpHYIO KUCITOTY (90 Mr, 0,73 MMOJIB) U KapOoHAaT ne3ust (480 mr,
1,45 MMob) cMemmuBaiu B 1,4-muokcane (1 mit) u atMocdepy B CUCTEME 3aTIOTHSITN
azotoMm. [loOaBisuiu Pd,(dba), (15 mr, 0,012 MmoIb) 1 Tpu-TpeT-OyTundochux (10 mr,

0,036 mmounb) u nepemetnvBaiu npu 100°C B Teuenue 12 yacos. K peakipioHHOM cMecu
710 0aBIISUTY XJIIOPOGOPM U TUCTUWIIIUPOBAHHYIO BOJIY U CMECh 9KCTPAarupoBalin
xstopodopMoM. OpraHudecKyro a3y MPOMbBIBAIN HACBIIIEHHBIM COJIEBBIM PACTBOPOM U
Cymmiu 0e3BOIHBIM CyIb(aToM HaTpHsl. [IpoayKT ouuIiaIm TOHKOCIOMHOM
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XxpomaTorpaduert Ha CUIIMKarelie U yKazaHHOe B 3arojioBke coenunenue (20 mr, 18%)
MOJIy4aJIu B BUe O€CLBETHOTO TBEp0ro BemiecTa. Mcnonb3zoBanu S5-Xjaop-2-meTui-3-{4-
[3-(1-munepuauamT)ponokcu | hern }-4(3H)-XuHA30TMHOH, KOTOPBIN CUHTE3UPOBAJIU B
npumepe 27.

'H IMP (400 MTI, CDCl,, o m.1.): 1,44 (2H, ymup.c), 1,56-1,62 (4H, m), 1,95-1,99 (2H,

M), 2,23 (3H, c), 2,40 (4H, ymwmp.c), 2,46 (2H, T, J=6,8 I'n), 3,99 (2H, T, J=6,8 '), 6,94 (2H,
I, J=8,8 I'm), 7,06 (2H, 1, J=8,8 I'n), 7,23-7,33 (6H, m), 7,66-7,73 (2H, m).

ITpumep 87

2-metun-3-{4-[3-(1-nunepuauHWI) TP ONOKCH | (DEHUIT } -6-(2-IIMPUIIT)-
4(3H)-XxMHA30JMHOH

6-bpom-2-metui-3-{4-[3-(1-munepununani)npornokcu|denun }-4(3H)-xunazomunoH (100
Mr, 0,25 MMo:1b) U 2-(TpuOyTHICTAaHHWT)IUpUAUH (90 Mr, 0,25 MMOJIb) PaCTBOPSIIY B
toJryosie (1 mir) u aTMocdepy B CUCTEME 3aTIOJTHSIIA a30TOM. [{00aBIIsIi KOMILUTEKC
nayiaauii rerpakuc(tpudernndocdun) (30 mr, 0,025 Mmmois) u nepemimbaiu mpu 120°C
B TeueHue 12 yacoB. HepacTtBopumbie BemiecTBa OTHUIBTPOBBIBAIN YEPE3 LEIIUT, K
bubTpaTy 106aBILIM XJIOpOYOPM, OpraHUUECKyIO a3y MPOMBIBAIN AUCTUIUIMPOBAHHOM
BOJIOM U CYIIMJIM O€3BOJIHBIM CYIb(haToM HaTpus. [IpoayKT ounIiaim KoJTOHOYHOM
xpomaTorpaduert Ha cumkaresne (xiopodopm/meranon=9/1) u uenesoe coenuHerue (20
Mmr, 20%) nojiy4ajivi B BUJIe O€CLBETHOT'O TBEpAOro BellecTBa. Mcnonb3oBanu
6-0pom-2-metwin-3-{4-[3-(1-munepunuaui )ipornokcu | pennn } -4(3H)-XMHA30JIMHOH,
KOTODBINM CUHTE3UPOBAJH B IIpuMepe 34.

'H IMP (400 MTI, CD,0OD, 6 m.z1.): 1,50-1,51 (2H, m), 1,62-1,67 (4H, m), 2,03-2,08 (2H,

M), 2,28 (3H, ¢), 2,51 (4H, ymwup.c), 2,56-2,60 (2H, m), 4,11 (2H, T, J=5,6 'n), 7,11 2H, #, J=
9,2 T'm), 7,28 (2H, n, J=9,2 T'n), 7,37-7,40 (1H, m), 7,76 (1H, n, J=8,8 I'y), 7,89-7,98 (4H, m),
8,45 (1H, nn, J=2,0, 8,4 I'n), 8,63-8,65 (2H, m).

ITpumep 88

3-{4-[(1-uukn006

(1) ITonyuenue
3-{4-[(1-TpeT-OyTOKCHMKapOOHUI-4-TUIIEPUAUHUIT )OKCU] PEeHMIT } -
2-Metun-4(3H)-xuHa30JIMHOHA

2-Mertun-3-(4-ruapoxcudenn)-4(3H)XMHA30IMHOH, CHHTE3UPOBAHHBIH 110 CIIOCO0Y
npumepa 1-(1) u -(2) (1,0 r, 3,96 Mmouib), N-(TpeT-OyTOKCMKapOOHWIT)-4-TTUIIePUIUHOII (956
Mr, 4,75 mmoue) u Tpudenundochus (1,56 r, 5,94 MMoIIb) pacTBOPSUIH B O€3BOTHOM
TeTparuapodypane (2 Mi1) B MOTOKE a30Ta U OXJIAXIAJIM Ha JeasHou 6ane. JlobaBisuiu o
kamism nipu 0°C gquatminazogukapOookeunat (1,17 mi, 5,94 MMOJIb) U TIepeMEITUBAIIU TTPU
KOMHATHOM TEMIIEpATYPE B TeueHUE 48 yacoB. PaCTBOpUTEIIb OTTOHSUIN IPU IIOHUKEHHOM
JIaBJICHUH, 100aBIIsUIM TPOCTOM 3UP, TBEPBIN OCATOK OTHUIBTPOBBIBAIUA U (PUIHTPAT
KOHLEHTpUpOBaIH. OCTATOK OUMIIAIA KOJIOHOYHOM XpoMaTorpadueli Ha cuivkaresne
(rekcan/stunauerat=7/3) u uenaeBoe coeaunenue (1,1 r, 64%) nonayyaiu B BUAE TBEPAOTO
BEIIIECTBA CBETIIO-KOPUYHEBOTO IBeTA. 2- MeTwi-3-(4-ruapokcudeHun)-4
(3H)XMHA30JIMHOH CUHTE3UPOBAJIM O crioco0y npumepa 1-(1) u -(2).

(2) Monmyuenue 2-metun-3-[4-(4-nunepuaununokcu)bernn]-4(3H)-xuHa3omHoHa

3-{4-[(1-TpeT-ByTOoKcukap6 OHWI-4-TUITIEPUAUHIIT ) OKCH | peHuIT } -
2-metun-4(3H)-xunazonuHoH (1,1 r, 2,53 MMoJIb) pacTBOpsuIH B xJ10podopme (10 mi),
00aBIISITH TPUPTOPYKCYCHYIO KUCTOTY (10 MIT) U cMecCh IepeMenIuBaiv Tpyu KOMHATHOM
TeMriepaType B TedueHue 30 MUHyT. PacTBOpUTEND OTTOHAIM IPU IOHUKEHHOM JaBJICHHHY,
J0OABIISIIM 3TWIALETAT U 2H. BOAHBII pACTBOP TMAPOKCUIA HATPUSI, CMECh
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JKCTPArupoOBaIIU ITUIIANIETATOM U OPTaHUUECKYIO (Da3y CyIIHIn O€3BOHBIM CYIb(hAaTOM
HaTpus. CyabdaT HaTpusi OTPUIBTPOBBIBAIA U GUIBTPAT KOHIEHTPUPOBAIU U CYIITUIIU C
nonxy4deHueM neneBoro coenunenus (0,83 r, 98%) B BUIIe TBEPIOTO BELIECTBA LIBETA
JIaBAHIbI.

'H IMP (400 MTI, CDCl,, om.1.): 1,67-1,81 (2H, m), 2,01-2,10 (2H, m), 2,26 (3H, c),

2,72-2,80 (2H, m), 3,13-3,20 (2H, m), 4,40-4,47 (1H, m), 7,03 (2H, 1, J=8,8 I'n), 7,13 (2H, n#,
J=8,8 I'm), 7,44 (1H, T, J=8,0 I'n), 7,65 (1H, 1, J=7,6 I'n), 7,74 (1H, T, J=7,6 I'n), 8,25 (1H, A,
J=8,0 I'm).

(3) [Tonmyuenue
3-{4-[(1-uukI0 Oy THIT-4-TIMTIe puAMHUIT JoKcH | pernn }-2-meTuin-4(3H)-xuHa301MHOHA

2-MeTui-3-[4-(4-munepununuinokcu)pernn }-4(3H)-xunazonunoH (370 mr, 1,10 MMOIb) U
MKI00yTaHoH (155 mr, 2,20 MMoJ1b) pacTBOpsUId B pactBope 0,5M xitopuaa uuaka(ll) u
[IMaHOOOPTUAPUIA HATPHUS B METAHOJIE (6 MJT) U TIEPEMEITUBAIN TP KOMHATHOMN
TemIieparype B TeueHue 1 yaca. PactBopuresnb OTTOHSUIA TPY MTIOHWKEHHOM JIABJICHUH,
JI00ABIISIIM 3TWIANLECTAT U AUCTUUIMPOBAHHYIO BOJlY, CMECh SKCTPATUPOBAJIM 3TUIALIETATOM
¥ OPraHUYEeCKyIo a3y MPOMBIBAIH JUCTWLIMPOBaHHOM BogoM. [Toce cyiiku 6e3BOaHBIM
cylb(paToM HATPHUS MPOAYKT OUHMIIAIM KOJIOHOYHOM XpoMaTorpaduet Ha CUTMKaresie
(xmopodopm/meranon=30/1) u ykazaHHOE B 3arojioBKe coeauHenue (165 mr, 39%)
MOJIy4aJIi B BUJIe OECIBETHOT'O TBEPAOIrO BEIIECTBA.

'H sMP (400 MTI, CDC13, o m.n.): 1,63-1,76 (2H, m), 1,84-1,95 (4H, m), 1,99-2,10 (4H,
M), 2,14-2,23 (2H, m), 2,26 (3H, ¢), 2,59-2,67 (2H, m), 2,70-2,79 (1H, m), 4,33-4,41 (1H, m),
7,01 2H, n, J=8,8 I'n), 7,44 (1H, T, J=8,0 I'n), 7,65 (1H, 1, J=8,4 I'n), 7,74 (1H, T, J=7,6 T'n),
8,24 (1H, n, J=7,6 I').

ITpumep 89

3-{4-[(1-1MKIOIeHTUI-4-TNIIePUANHNIT )OKcH | beHun } -2-meTun-4(3H)-xrMHa30IuHOH

YKa3aHHOE B 3ar0JIOBKE COEAMHEHUE MOJTyYAJIA OCYIIECTBIIEHUEM BOCCTAHOBUTEIILHOTO
AMUHUPOBAHUS IO criocoOy nmpumepa 88-(3), ucnonb3ys
2-MeTun-3-[4-(4-nunepunuHuinokcn)pern }-4(3H)-xunazonmHoH, N-Boc-4-TumnepuanHo u
[UKJIOTICHTAHOH B KAUYE€CTBE MUCXO/IHBIX BEIIECTB.

'H IMP (400 MTw, CDC13, o m.n.): 1,25-1,48 (2H, m), 1,52-1,61 (2H, m), 1,66-1,73 (2H,

M), 1,83-1,93 (4H, m), 2,01-2,12 (2H, m), 2,25 (3H, ¢), 2,32-2,40 (2H, M), 2,49-2,58 (1H, m),
2,79-2,95 (2H, m), 4,33-4,41 (1H, m), 7,03 (2H, #, J=8,8 I'), 7,13 (2H, 1, J=8,8 I'm), 7,44 (1H,
1,J=7,2 '), 7,65 (1H, n, J=7,6 I'm), 7,74 (1H, 1, J=7,2 T'n), 8,25 (1H, 1, J=7,6 I').

ITpumep 90

3-{4-(1 -IMKJIOT €KCUJI -4-TTUTIE PUTUHUITOKCH ) heHMI } -2-MeTrin-4(3H)-XuHA30JIMHOH

Yka3aHHOE B 3ar0JIOBKE COEAMHEHUE MOJTyYAJIA OCYIIECTBIIEHUEM BOCCTAHOBUTEIILHOTO
AMUHUPOBAHUS 1O criocoOy mpumepa 88-(3), ucnonb3ys
2-MeTun-3-[4-(4-nunepunuHuinokcn)pern }-4(3H)-xunazonmHoH, N-Boc-4-TunepuanHo u
HIUKJIOT€KCAHOH B KQUECTBE MCXOJHBIX BEIIECTB.

'H aMP (400 MTI, CDC13, o m.1.): 1,18-1,30 (6H, m), 1,78-1,90 (6H, m), 2,01-2,08 (2H,

M), 2,26 (3H, ¢), 2,27-2,36 (1H, m), 2,42-2,51 (2H, m), 2,81-2,89 (2H, m), 4,30-4,38 (1H, m),
7,03 (2H, o, J=8,8 I'n), 7,13 (2H, 1, J=8,8 I'm), 7,44 (1H, T, J=8,0 I'm), 7,65 (1H, 1, J=8,0 '),
7,74 (1H, 1, J=8,0 I'ry), 8,25 (1H, 1, J=8,0 I').

ITpumep 91

3-{4-(1-u3onponun-4-nunepuauHuIokcu)hernn } -2-mMetuin-4(3H)-XuHA30ITMHOH

Yka3aHHOE B 3ar0JIOBKE COEAUHEHUE MOJTyYAJIA OCYIIECTBIIEHUEM BOCCTAHOBUTEIILHOTO
AMUHUPOBAHUS 1O criocoOy mpumepa 88-(3), ucnonb3ys
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2-meTun-3-[4-(4-nunepunuHuinokcu)pern }-4(3H)-xunazonmHoH, N-Boc-4-TurnepuanHon u
aleTOH B Ka4eCTBE MCXOIHBIX BEIIECTB.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,07 (6H, 1, J=6,4 I'n), 1,82-1,92 (2H, m), 2,02-2,11

(2H, m), 2,26 (3H, ¢), 2,37-2,46 (2H, m), 2,72-2,84 (3H, m), 4,31-4,40 (1H, m), 7,03 (2H, 1, J=
8,8 I'm), 7,13 (2H, n, J=8,8 I'm), 7,44 (1H, T, J=8,0 I'n), 7,65 (1H, 1, J=8,0 I'n), 7,74 (1H, T, J=
8,0 I'm), 8,25 (1H, g, J=8,0 I'm).

ITpumep 92

3-{4-(1-3Trn-4-nunepuaMHUIOKCH ) peHN } -2-Me TiT-4(3H)-XuHA30TMHOH

2-Metun-3-[4-(4-munepuauaunokcu)dennn }-4(3H)-xunazonuuoH (50 mr, 0,15 MMOJIB),
stumoaun (23 mr, 0,15 mmonb) u kapoonat kanus (0,30 MMOJIb) CMELIMBAIU B
mumetwihopmamuse (1 MiT) ¥ mepeMenvBaliy Mpy KOMHATHOM TeMIepaType B TeueHue 1
yaca. PacTBopureib OTTOHSIIM ITPY TOHWKEHHOM JABJICHUM, JOOABIISUIM 3TUIALETAT U 1H.
BOJIHBIN pacCTBOP TMAPOKCHUIA HATPUS U CMECH IKCTPATUPOBAJIUA STUIIALETATOM.
Opranudeckyro (pazy mpoMbIBaIM JUCTUIUTMPOBAHHOM BOJIOM, CYIITUIIA OE3BOTHBIM
Cynb(paToOM HATPUS U TIPOJIYKT OUHUIIIATIN KOJIOHOYHOM XpoMaTorpadueit Ha CUITHKareie
(xmopodopm/meTanon=30/1) ¢ moTyuyeHUEM yKa3aHHOTO B 3ar0JIOBKE COeTMHEHUS (25
Mr, 46%) B BUJIe OECLIBETHOT'O TBEPAOTO BEIIECTBA.

'H IMP (400 MTI, CDCl,, owm.a.): 1,12 (3H, T, J=6,8 I'n), 1,83-1,95 (2H, ™), 2,02-2,10

(2H, m), 2,26 (3H, ¢), 2,26-2,39 (2H, m), 2,45 (2H, kB, J=7,2 T'n), 2,72-2,81 (2H, m), 4,35-4,43
(1H, m), 7,03 2H, o, J=8,8 I'm), 7,13 (2H, o, J=8,8 I'n), 7,44 (1H, 1, J=8,0 I'm), 7,65 (1H, 1, J=
8,0 I'm), 7,74 (1H, 1, J=8,0 I'm), 8,25 (1H, g, J=8,0 I'r).

ITpumep 93

3-{4-(1-0yTun-4-mmnepuanHwiIokcu)dennn }-2-mMeTuii-4(3H)-XuHA30IMHOH

YKa3aHHOE B 3ar0JIOBKE COEAUHEHUE NMOTydasid N-aJIKWIMPOBAHUEM, UCITIOJIb3YS
2-meTun-3-[4-(4-nunepuanHuinokcu)pernn }-4(3H)-XuHa30TMHOH ¥ Oy THIIUOIUI, TIO
crocoby mpumepa 92.

'H IMP (400 MTw, CDC13, om.1.): 0,93 (3H, T, J=7,2 I'n), 1,28-1,39 (2H, m), 1,46-1,54

(2H, m), 1,83-1,93 (2H, m), 2,01-2,10 (2H, m), 2,26 (3H, ¢), 2,26-2,39 (4H, m), 2,72-2,81 (2H,
M), 4,33-4,41 (1H, m), 7,03 (2H, 1, J=8,8 I'n), 7,13 (2H, n, J=8,8 I'n), 7,44 (1H, T, J=8,0 '),
7,65 (1H, 1, J=8,0 I'w), 7,74 (1H, 1, J=8,0 I'm), 8,25 (1H, 1, J=8,0 I'y).

ITpumep 94

3-{4-[(1-uuKIOIEHTUIT-4-TTUTIC PUTUHUIT ) OKCH | (DeHWIT } -
2-meTun-5-Tpudropmetrn-4(3H)-xuHa30IMHOH

(1) IMonyuenue 4-(4-HUTPOGHEHOKCH)TUTTEPUIUHA

N-Boc-4-nmuniepuaunaon (10 r, 50 mmorns), 4-uutpodeno (7,0 r, SO MMOIIb) U
Tpudenundocdud (15,7 r, 60 MMOIIb) pacTBOPsIU B Oe3BOHOM TeTparuapodypane (150
MJI) ¥ OXJIQXKIAJIU Ha JIeAsSHOM OaHe. MeJIeHHO q00aBIIsiIn
nuu3ornponuiazoaukapookcunar (11,8 My, 60 MMOITB) U IEpEMEIIMBAIU B TEUECHUE 2 THEM
IIpY KOMHATHOM TeMIiepaType. PacTBopuTtesib OTTOHSIIM IPU MOHMKEHHOM J1aBJICHUH,
0 0ABIISUTY TUATUIIOBBIN 3(UP U TBEPIbIit 0cagoK OTGUIHTPOBbIBATN. PUIBTPAT
KOHLEHTPUPOBAIH U MPOIYKT OUMIIATIN KOJIOHOYHOM XpoMaTorpadueit Ha cuiukareie
(rexcan/atunanerat=6/1). K mosydeHHOMY OCTaTKy 100aBIIsIIN TPUPTOPYKCYCHYIO
KHMCIJIOTY U IIEpEMELIMBAIIA IIPU KOMHATHOM TemnepaTtype B TeueHue 1 yaca. Ilocne
JTUCTWLISIIY TIPY TIOHW)KEHHOM JIaBJICHUU JOOABIISUTH 1H. BOIHBINM PACTBOP THAPOKCHUIA
HATPUs U CMECh IKCTparupoBaiiu stTuiamnerarom. [Tocre cymku 6e3BoIHBIM CyIb(aTom
HATpus NPOAYKT KOHUEHTPUPOBAIIU U CYLIWIM C IIOJIyYEHUEM LIEJIEBOTO COEIUHEHUS (6,75
T, 61%).
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(2) lMonyyenue 1-uuKIONEHTHI-4-(4-HUTPODEHOKCH)TUIIEPUIUHA

4-(4-Hutpodenokcn)munepuaut (1,03 r, 4,65 MMoIIb) U IIMKIIOTICHTAHOH (783 mr, 9,31
MMOIJIb) pacTBOpsud B pactBope 0,5M xnopuna umHka(ll) u nqnanodbopruapuaa HaTpus B
MeTaHoJie (20 M) ¥ EPEMEIIIMBAIIM ITPY KOMHATHON TeMIiepaTtype B TeueHue 10 4yacos.
PactBopuTenb OTTOHSUIM PU MOHWKEHHOM JIABJICHUM, 100aBIsUIA STUIALETAT U 1 H.
BOJIHBIN pacTBOP TMAPOKCHUIA HATPHUSL, CMECh IKCTPATUPOBAJIA 3TUIALETATOM U
OpraHvueckyto a3y MpOMBIBATIN TUCTUILIUPOBAHHOMN Bo oM. [Tocme cyku 6e3BOTHBIM
Cylb(haToM HATPUS MPOAYKT KOHIEHTPUPOBAIH U TIOJTy4Yalld, TAKUM 00pa3oM, LEIeBOE
coenunenue (1,31 r, 96%) B BuAEe TBEPAOTO BELIECTBA CBETIO-KOPUYHEBOI'O LBETA.

(3) [Tonyuenue 4-[(1-UUKITOTICH TUIITIUIIE PUIANH -4-UJT)OKCH |aHWIIMHA

1-Iuknonentuin-4-(4-uurpodenokcn)nunepuaut (1,30 r) pacTBOPSUTM B METAHOJIE U
nenesoe coeannenue (1,0 r, 86%) mosydand B BUAEC TBEPAOTO BEIIECTBA
CBETJIO-KOPUYHEBOT'O LBETA KATAUIUTUYECKUM BOCCTAHOBJIICHUEM, UCTIOJIB3YS KATAIM3ATOP
najIagui Ha aKTUBUPOBAHHOM YTJIE.

(4) ITonmyuenue
3-{4-[(1-uuKITOIeHTWI-4-TTUTIe PUITUHIIT ) OKCH | (DeHuIT } -
2-meTun-5-tpudropmetuin-4(3H)-xuHa30IMHOHA

2-Mertun-5-tpudtopmerun-4H-3, 1-6en3okcaann-4-ou (71 mr, 0,31 MMoJIb) 1
4-[(1-uMKIOIEH TUIT-4-TTMIIEpUIUHWIT ) OKCU [aHWIIKH (80 mr, 0,31 MMOJIB) PACTBOPSUIU B
ykcycHou kuciore (0,5 mir) u nepememimaim 1pu 130°C B Teuenue 6 yacos. PactBopurens
OTTOHSUJIM IIPY MTOHWKEHHOM JABJIEHUM U JOOABIISUIA 3TUIALETAT U 1 H. BOJHBIN PACTBOP
rugapokcuaa Hatpusi. CMeCh SKCTpArupOBaJi STWIAETATOM U OPTaHUYECKYIO a3y
Cymmiu 0e3BOIHBIM CYIb(aToM HATpHs. [IpoayKT ounIiamm KOJIOHOYHO I
xpomartorpadueii Ha cumkarese (xsiopopopm/meranon=20/1) u MoTydaId, TAKUM
00pa3oM, yKa3zaHHOE B 3arojI0oBKe coeuHeHue (88 mr, 61%) B BUJe TBEpAOTrO BEIlIECTBA
CBETJIO-KOPUYHEBOT O 1BeTa. 2-MeTui-5-tpudropmetii-4H-3, 1-0eH30KkcaauH-4-0H
MOJIyYaJIu 1Mo croco0y mpumepa 1-(1), ucromnb3ys 2-aMUHO-6-TPUPTOPMETUITIOCH30MHY O
KUCJIOTY U YKCYCHBINM aHTUAPU/I B KAUECTBE UCXOAHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,38-1,49 (2H, m), 1,51-1,62 (2H, m), 1,65-1,76 (2H,

M), 1,82-1,94 (4H, m), 2,00-2,09 (2H, m), 2,26 (3H, ¢), 2,32-2,42 (2H, m), 2,48-2,58 (1H, m),
2,76-2,86 (2H, m), 4,32-4,40 (1H, m), 7,02 (2H, a, J=8,8 I'n), 7,13 (2H, 1, J=8,8 I'n), 7,78 (1H,
T, J=8,0 I'm), 7,83-7,88 (2H, M).

Jannubie AMP st 4-[(1-UuKIOTIEHTUITIUIIE PUANH-4-1JT) OKCH |aHWIIMHA, UCTIOJIb3YEMOTO
JUTSI TIOJIYYEHUS] COCIMHEHUSI JAHHOT O IIPUMEpPA, MPEACTABICHBI HUXKE.

'H IMP (400 MTI, CDCl,, o m.1.): 1,36-1,45 (2H, m), 1,49-1,58 (2H, m), 1,64-1,99 (10H,

M), 2,24-2,31 (2H, m), 2,45-2,54 (1H, m), 2,80 (2H, ymwup.c), 3,43 (2H, yumwmp.c), 4,12 (1H,
¢), 6,63 (2H, 1, J=8,8 I'n), 6,76 (2H, n, J=8,8 I'n).

[TponyxTel mpuMepoB 95-115 MOKHO MOTYYUTH TAKUM K€ CIIOCOOOM, KaK yKa3aHo B
npumepe 94, cnocoOOM Ha OCHOBE 3TOM METOAUKHU WIK UX COUYETAHUEM C TPAAULIMOHHBIM
CIIOCOOOM, UCIOJIb3Ysl COOTBETCTBYIOIIYIO AHTPAHWIOBYIO KUCIOTY, AHTUAPUI KUCIOTHI
Y 4-[(1-uMKIIO IEH TUI-4-TTUIIE PUIMHIAIT JOKCU |AHUJTUH WITU
4-[(1-uuK10 0y TUII-4-TIUIIE PUMHIIT ) OKCU |JaHUJIMH B KAY€CTBE UCXO/IHBIX BEIIECTB.

ITpumep 95
3-{4-(1 -uuknoneHTUI-4-unepuaAnHUIOKCcH )perun }-2,5-mumetnii-4(3H)-XMHAa30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COEAMHEHUE MMOTyYalId UUKIIN3ALMEN, UCTIOIB3YSI
2,5-numetun-4H-3,1-0eH30Kca3nH-4-0H U
4-[(1-uuKITOTIeHTUI -4-TTUTIC PUIMHUIT ) OKCH |aHUJTUH, TI0 CITIOco0y mipuMepa 94.
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'H SIMP (400 MTI, CDCl,, om.1.): 1,37-1,50 (2H, m), 1,54-1,61 (2H, m), 1,64-1,78 (4H,

M), 1,82-1,96 (4H, m), 2,00-2,10 (2H, m), 2,22 (3H, ¢), 2,32-2,42 (2H, M), 2,49-2,59 (1H, m),
2,81 (3H, ¢), 4,32-4,41 (1H, m), 7,03 (2H, 1, J=8,8 I'm), 7,13 (2H, x, J=8,8 I'n), 7,19 (1H, 1, J=
7,2 I'm), 7,48 (1H, n, J=7,6 I'n), 7,57 (1H, T, J=8,0 I'm).

ITpumep 96

7-x510P-3-{4-[ (1 -1IMKITOTICH TUJI-4-TTUTIE PUAVHII ) OKCH | e Hum } -
2-Metun-4(3H)-xuHa30JIMHOH

VkazaHHOE B 3ar0JI0BKE COEIMHEHUE TTOJTy4Yalld [IUKIU3ALKMEN, UCTIOIb3YS
7-xn0p-2-metui-4H-3,1-0eH30KCca3uH-4-0H U
4-[(1-uMKITIOIEHTUIT-4-TTUTIEPUAMHIIT )OKCHU |aHUJIUH, IO CIOCO0y mpumMepa 94.

'H IMP (400 MTIw, CDC13, om.1.): 1,37-1,49 (2H, m), 1,50-1,63 (2H, m), 1,65-1,76 (2H,

M), 1,82-1,94 (4H, m), 2,00-2,10 (2H, m), 2,25 (3H, ¢), 2,30-2,41 (2H, m), 2,48-2,58 (1H, m),
2,77-2,87 (2H, m), 4,33-4,41 (1H, m), 7,02 (2H, #, J=8,8 I'), 7,11 (2H, 1, J=8,8 I'mm), 7,38 (1H,
on,J=2.4, 8,4 1), 7,64 (1H, 1, J=2,4 I'w), 8,16 (1H, g, J=8,4 I'ny).

ITpumep 97

3-{4-[(1-1MKI0NeHTUI-4-TTUIEPUITUHNIT )OKCH |pernn } -2,6-mumetrin-4(3H)-XuHa30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COEAMHEHUE MMOTyYalId UUKIIN3ALMEN, UCTIOIB3YSI
2,6-numetnn-4H-3,1-0eH30Kca3uH-4-0H U
4-[(1-uuKITOTIeHTUT -4-TTUTIC PUTMHUIT ) OKCH |aHUJTUH, TI0 CITIOco0y mipuMepa 94.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,38-1,49 (2H, m), 1,50-1,63 (2H, m), 1,65-1,76 (2H,

M), 1,84-1,95 (4H, m), 2,00-2,11 (2H, m), 2,23 (3H, ¢), 2,31-2,42 (2H, m), 2,48 (3H, ¢), 2,48-
2,58 (1H, m), 2,78-2,86 (2H, m), 4,33-4,41 (1H, m), 7,02 (2H, m, J=8,8 I'm), 7,11 (2H, 1, J=8.,8
I'm), 7,55 (2H, ¢), 8,02 (1H, ¢).

ITpumep 98

6-x110p-3-{4-[ (1 -1IMKJIOTICH TUJI-4-ITUTIE PUAMHWI ) OKCH | e } -
2-Metun-4(3H)-xuHa30JIMHOH

VkazaHHO€ B 3ar0JI0BKE COEIMHEHUE TTOJTy4Yalld [IUKIU3ALKMEN, UCTIOb3YS
6-x710p-2-MeTwi-4H-3,1-0eH30KCca3uH-4-0H U
4-[(1-uMKITIOIEHTUIT-4-TTUTIEPUAMHIIT )OKCHU |aHUJIUH, IO CIOCO0y mpumMepa 94.

'H IMP (400 MTw, CDC13, om.1.): 1,37-1,48 (2H, m), 1,50-1,62 (2H, m), 1,65-1,77 (2H,

M), 1,84-1,94 (4H, m), 2,00-2,10 (2H, m), 2,24 (3H, ¢), 2,30-2,41 (2H, m), 2,48-2,59 (1H, m),
2,78-2,87 (2H, m), 4,33-4,41 (1H, m), 7,02 (2H, a, J=8,8 T'n), 7,11 (2H, 1, J=8,8 '), 7,58 (1H,
o, J=8,8 I'm), 7,68 (1H, nxa, J=2.4, 8,8 '), 8,19 (1H, a, J=2,8 I'm).

ITpumep 99

3-{4-[(1 -IMKIONEeHTUI-4-TTINIIEPUIUHNI )OKCH | (hbeHNT } -
6-MeTOKCH-2-MeTUA-4(3H)-XMHA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COEAUHEHUE MMOTyYalId UUKIIN3ALMEN, UCTIOIB3YSI
6-MeToKcu-2-Metun-4H-3,1-0eH30Kca3uH-4-0H U
4-[(1-uMKITIOIEHTUIT-4-TTUTIEPUANHIIT )OKCH |aHUJIUH, TI0 CIOCcO0y mpumMepa 94.

'H amP (400 MI', CDC13, om.1.): 1,37-1,48 (2H, m), 1,50-1,62 (2H, m), 1,65-1,77 (2H,
M), 1,84-1,94 (4H, m), 2,00-2,10 (2H, m), 2,23 (3H, ¢), 2,30-2,41 (2H, m), 2,49-2,58 (1H, m),
2,78-2,87 (2H, m), 3,89 (3H, ¢), 4,33-4,41 (1H, m), 7,02 (2H, 1, J=8,8 I'm), 7,11 (2H, 1, J=8,8
I'n), 7,33 (1H, oa, J=2.8, 8,8 I'm), 7,58 (1H, o, J=8,8 I'n), 7,61 (1H, a, J=3,2 I'm).

ITpumep 100

3-{4-[(1-uMKIOIeHTUII-4-TUIIE PUIMHUIT )OKCH | (DEHUIT } -2-MeTUATIPHUIO[ 2,3-
d]mupumunns-4(3H)-oH
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YKa3aHHOE B 3ar0JIOBKE COEAMHEHUE MMOTyYalId UUKIIN3ALMEN, UCTIOIB3YSI
2-metun-4H-mupuno([2,3-1][1,3]okcaann-4-0oH u
4-[(1-uMKITIOIEHTUIT-4-TTUTIEPUAVMHIIT )OKCH |aHUJIUH, IO CIOCO0y npumMepa 94.

'H SIMP (400 MTIw, CDC13, om.m1.): 1,37-1,48 (2H, m), 1,49-1,63 (2H, m), 1,64-1,74 (2H,

M), 1,83-1,93 (4H, m), 2,00-2,10 (2H, m), 2,34 (3H, ¢), 2,29-2,40 (2H, m), 2,49-2,58 (1H, m),
2,78-2,88 (2H, m), 4,33-4,41 (1H, m), 7,04 (2H, x, J=8,8 I'n), 7,12 (2H, 1, J=8,8 '), 7,39 (1H,
an, J=4,0,7,6 I'n), 8,56 (1H, oa, J=2,4, 7,6 I'n), 8,96 (1H, nx, J=2,4, 4,8 I'r).

ITpumep 101

3-{4-[(1-1uKIOIeHTUI-4-TUIIePUANHNII )OKCHU | (heHUI } -2-MeTuanupuao(4,3-
d]mupumunus-4(3H)-oH

VKkazaHHOE B 3ar0JI0BKE COE/IMHEHUE TTOJIy4Yalid B BUI€ TBEPAOTO BEIIECTBA OEI0T0
ngeeta (T.1t.: 140-143°C) uMkiu3zanuen, ucronb3ys
2-metun-4H-niupuno([4,3-d][1,3]okcasuH-4-0H 1
4-[(1-uuKITOTIeHTUIT -4-TTUTICPUTMHIIT ) OKCH |aHUJTHH, TI0 crtocoOy mpumMepa 94, ¢
MOCIIeYIONIeH epeKpUCTATIIIN3aMel (3TUIaleTaT/ IM3TUIO BRI 3up).

'H IMP (400 MTw, CDC13, o m.1.): 1,39-1,49 (2H, m), 1,49-1,63 (2H, m), 1,64-1,78 (2H,

M), 1,83-1,95 (4H, m), 2,00-2,12 (2H, m), 2,29 (3H, ¢), 2,32-2,45 (2H, m), 2,50-2,61 (1H, m),
2,78-2,88 (2H, m), 4,34-4,41 (1H, m), 7,05 (2H, x, J=8,8 I'n), 7,13 (2H, 1, J=8,8 I'n), 7,47 (1H,
o, J=5,6 I'm), 8,82 (1H, 1, J=5,6 T'm), 9,45 (1H, ¢).

ITpumep 102

6-x10p-3-{4-[(1-UMKIONEH TUI-4-ITUIIe PUIUHUIT)OKCH e HU } -2-MeTUInUpuao|3,4-
d]mupumunns-4(3H)-oH

YKa3aHHOE B 3ar0JIOBKE COCAUHEHUE MMOTyYalId UUKIIN3ALMEN, UCTIOIB3YSI
6-x5mop-2-metun-4H-mupuno[3,4-d][1,3]okcanuu-4-0H U
4-[(1-uuKITOTIeHTUI -4-TTUTIE PUIMHUIT ) OKCH |aHUJIUH, TI0 CITIOco0y mpuMepa 94.

'H AamP (400 MI', CDC13, om.1.): 1,37-1,48 (2H, m), 1,50-1,62 (2H, m), 1,65-1,76 (2H,

M), 1,83-1,94 (4H, m), 2,00-2,10 (2H, m), 2,28 (3H, ¢), 2,32-2,42 (2H, m), 2,48-2,58 (1H, m),
2,78-2,87 (2H, m), 4,33-4,41 (1H, m), 7,04 (2H, 1, J=8,8 I'n), 7,10 (2H, 1, J=8,8 I'n), 8,03
(1H, ¢), 8,88 (1H, ¢).

ITpumep 103

3-{4-[(1-1MKIONeHTUA-4-MNIIePUANHIII )OKCH | beHu } -2-MeTuanupuao|3.4-
d]mupumnnns-4(3H)-oH

YKa3aHHOE B 3ar0JIOBKE COEAUHEHUE MOJTyYaJId KATATUTUYECKUM BOCCTAHOBJIEHUEM
6-x510p-3-{4-[(1-1MKITOTIEHTUIT-4-TTUTIEPUAVHIIT ) OKCH | peHu } -2-meTunmupuao| 3,4-
d]nmupumunnn-4(3H)-oHa, CMHTE3UPOBAHHOTO B IpuMepe 102, ucnonb3ys najuiaaui Ha
AKTUBUPOBAHHOM YIJIE B KAYECTBE KATAJIMU3aTOPA, B IPUCYTCTBUU TPUITUIIAMHUHA.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,40-1,64 (4H, m), 1,65-1,79 (2H, m), 1,84-1,99 (4H,

M), 2,01-2,10 (2H, m), 2,29 (3H, ¢), 2,37-2,45 (2H, m), 2,49-2,64 (1H, m), 2,78-2,87 (2H, M),
4,33-4,47 (1H, m), 7,03 (2H, n, J=8,8 '), 7,12 (2H, n, J=8,8 I'), 8,00 (1H, x, J=5,2 '),
8,65 (1H, 1, J=5,2 T'n), 9,10 (1H, ¢).

ITpumep 104

3-{4-[(1-1mKI10 0y THI-4-TIUIIe pUAUHWI )OKcr | pernn }-2,5-numetnn-4(3H)-XUHA30IMHOH

(1) ITonyuenue 4-[(1-uuKa100yTUI-4-MUTIEPUTUHIAT)OKCU ]| aHUJTUHA

LleneBoe coenmHeHre MOTy4aad B BUAE TBEPIOTO BEIIECTBA CBETIO-KOPUUYHEBOT'O LIBETA
1o cnocoOy mpumMepa 94, ucrosnb3ys 4-(4-HUTPO(PEeHOKCH)TUTIEPUIMH U IMKJIOOYTAHOH B
Ka4yeCTBE UCXOHBIX BEIIECTB. 4-[(1-1MKI100yUI-4-TIMITepUIUHIIT)OKCH |aHUITHH
MOHOTO3MWJIAT TAK)KE MOYXHO MOJYUYUTh 00PAOOTKOMN MOIYYEHHOTO
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4-[(1-uuK10 Oy TUIT-4-TIMTIE PUAMHUIIT ) OKCH JaHUJIMHA OJTHUM 3KBUBAJICHTOM
M-TOJIyOJICYIb(OHOBOM KUCTOTHL Mcnonb3oBanu 4-(4-HUTPOGEHOKCH)TUIIEPUIHH,
KOTODBINM CUHTE3UPOBAJIHU B IIpuMepe 94.

(2) ITonyuenue
3-{4-[(1-uuk0 Oy THIT-4-TIMTIe pyuAMHUI O KeH | penun }-2,5-mumetri-4(3H)-XxuHa301MHOHA

YKa3aHHOE B 3ar0JIOBKE COEAMHEHUE CUHTE3UPOBAJIM B BUJIE TBEPIOTO BELIECTBA
6enoro usera (T.10u1.: 142-143°C) o ciocoOy npumepa 94, Ucronb3ys
2-aMMHO-6-METUII0EH30MHYIO KUCIIOTY, YKCYCHBIA AaHTHUIPUI U
4-[(1-uuK10 0y TUIT-4-TTIMPUAVMHWIT)OKCH | aHUJIMH B KAUECTBE UCXOAHBIX BEIIECTB, C
MMOCNEAYIOLIEN IEPEKPUCTATUIN3ALMEN (ITUIALETAT).

'H IMP (400 MIw, CDC13, o m.n.): 1,63-1,75 (2H, m), 1,82-1,96 (4H, m), 1,99-2,10 (4H,

M), 2,13-2,22 (2H, m), 2,22 (3H, ¢), 2,58-2,67 (2H, m), 2,69-2,79 (1H, m), 2,81 (3H, ¢), 4,33-
4,40 (1H, m), 7,02 2H, 1, J=8,8 I'), 7,11 (2H, 1, J=8,8 '), 7,19 (1H, 1, J=8,0 I'ry), 7,48 (1H,
1, J=8,0 I'm), 7,57 (1H, T, J=8,0 I'm).

Janubie AMP ns 4-[(1-uukino0yTun-4-nurepuIvHmI ) OKCU |JaHUIMHA, UCTIOJIb3YEMOTO
JUTSL TIOJIYYEHUS] COCIMHEHUSI JAHHOT O IIPUMEPA, MPEACTABICHBI HUXKE.

'H IMP (400 MTw, CDC13, om.m1.): 1,62-2,10 (12H, m), 2,58-2,65 (2H, m), 2,67-2,76 (1H,

M), 3,43 (1H, ymmp.c), 4,15-4,10 (1H, m), 6,62 (2H, n, J=8,8 I'm), 6,76 (2H, 1, J=8,8 I'w).

Hannsie AMP niis 4-[(1-uukino0yTrin-4-nunepuauHII)OKCH JaHWIIMHA MOHOTO3MWIaTa
IIPEICTABIICHBI HUXE.

'H IMP (400 MTI, CDCl,/CD,0D=4/1, 6 m.x1.): 1,68-1,79 (1H, M), 1,81-1,90 (1H, m),
2,09-2,15 (2H, m), 2,19-2,27 (2H, m), 2,34-2,43 (5H, m), 2,52-2,61 (2H, m), 2,86-2,93 (2H, m),
3,34-3,44 (3H, m), 4,52 (1H, ymwup.c), 6,70-6,75 (4H, m), 7,21 (2H, n, J=7,8 I'n), 7,79 (2H, &,
J=7,8 I'n).

ITpumep 105

3-{4-[(1-umKI00yTUII-4-NUIIe PUTUHNT ) OKCH | (DeHN } -
5-MeTOoKcH-2-MeTun-4(3H)-XMHA30IMHOH

YKa3aHHOE B 3ar0JIOBKE COEIMHEHUE CUHTE3UPOBAJIN B BUZE TBEPIOTO BEILIECTBA
CBETIIO-keNnToro UBera (T.0uL.: 153-156°C) no cnocody npumepa 94, Ucronb3ys
2-aMUHO-6-METOKCUOEH30MHYIO KUCIOTY, YKCYCHBIN aHTUIPU U
4-(1-uMKI100y TUIT-4-TIMITEPUAMHUIT)OKCUAHUIIMH B KAUECTBE UCXO/IHBIX BEILIECTB, C
MOCIIEAYIONIEH TIepeKpUCTAIIU3AIMEN (ITUITALETAT/ IUATUIIOBBIN A(DUpP/H-TeNTaH).

'H SIMP (400 MI, CDCl,, d m.1.): 1,63-1,77 (2H, m), 1,82-1,96 (4H, m), 1,98-2,09 (4H,

M), 2,12-2.23 (2H, m), 2,21 (3H, ¢), 2,58-2,67 (2H, m), 2,69-2,79 (1H, m), 3,94 (3H, ¢), 4,33-
4,40 (1H, m), 6,85 (1H, n, J=8,8 I'm), 6,99 (2H, 1, J=8,8 I'n), 7,08 (2H, n, J=8,8 I'y), 7,21 (1H,
1, J=8,0 I'm), 7,62 (1H, T, J=8,0 I'm).

ITpumep 106

3-{4-[(1-1mKI10 0y THI-4-TIUTIe PUAUHMIIT ) OKCH | (DeHu } -
2-MeTun-5-TpudropMeTnn-4(3H)-XxuHa30IUHOH

YKa3aHHOE B 3ar0JIOBKE COEAMHEHUE CUHTE3UPOBAJIM B BUJIE TBEPIOTO BELIECTBA
6enoro usera (T.101.: 132-134°C) o cnoco0y npumepa 94, UCIIONb3ys
2-aMHHO-6-TpUDTOPMETUIIOCH3OMHYIO KUCIIOTY, YKCYCHBIN aHTUIPUT U
4-[(1-uuK10 0y TUIT-4-TIMTIE PUMHWIT ) OKCH JaHUJIMH B KAYE€CTBE UCXOJIHBIX BEIIECTB, C
MMOCJEAYIOLIEN IEPEKPUCTATUIN3ALMEN (ITUIALETAT).

'H IMP (400 MTI, CDCl,, o m.1.): 1,63-1,77 (2H, m), 1,82-1,96 (4H, m), 1,98-2,09 (4H,
M), 2,13-2,23 (2H, m), 2,26 (3H, ¢), 2,58-2,66 (2H, m), 2,70-2,79 (1H, m), 4,33-4,40 (1H, m),
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7,01 (2H, n, J=8,8 I'm), 7,12 (2H, #, J=8,8 I'n), 7,77 (1H, n, J=8,0 I'y), 7,82-7,88 (2H, m).
ITpumep 107
5-x1op-3-{4-[(1-1MKJI0 Oy TUI-4-TTUTIe PUTUHWIT JOKCH | (D HUIT } -
2-metuin-4(3H)-XMHa301MHOH
VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld 110 Coco0y npumMepa 94, ucroiib3ys
2-aMUHO-6-XJIOpOCH30MHYIO KUCITOTY, YKCYCHBINM aHTHIPHIL U
4-[(1-uuK10 0y TUII-4-TIMIIE PUMHIIT ) OKCU |JaHUJIMH B KAY€CTBE UCXO/IHBIX BEIIECTB.
'H AMP (400 MTIn, CDC13, owm.a.): 1,63-1,77 (2H, m), 1,82-1,96 (4H, m), 1,99-2,09 (4H,

M), 2,13-2,23 (2H, m), 2,23 (3H, ¢), 2,58-2,66 (2H, m), 2,69-2,79 (1H, m), 4,33-4,40 (1H, m),
7,00 2H, o, J=8,8 I'm), 7,12 (2H, 1, J=8,8 I'm), 7,43 (1H, ox, J=1,6, 7,2 I'w), 7,52-7,61 (2ZH, m).

ITpumep 108

3-{4-[(1-1mKI10 Oy THI-4-TIUTIe PUAUHIIT ) OKCH |(peHuM } -2-Me TUanupuao[4,3-
d]mupumnnns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld IO coco0y npumMepa 94, ucroiib3ys
4-aMUHOHUKOTHHOBYIO KUCIOTY, YKCYCHBIM AHTUJIPUIT U
4-[(1-uuK10 0y TUIT-4-TIMIIE PUMHIIT ) OKCU |JAHUIMH B KAY€CTBE UCXO/IHBIX BEIIECTB.

'H IMP (400 MTw, CDC13, owm.1.): 1,63-1,77 (2H, m), 1,82-1,96 (4H, M), 1,99-2,11 (4H,

M), 2,14-2,24 (2H, m), 2,29 (3H, ¢), 2,60-2,68 (2H, m), 2,70-2,80 (1H, m), 4,33-4,41 (1H, M),
7,03 2H, n, J=8,8 I'm), 7,11 (2H, n, J=8,8 I'n), 7,47 (1H, n, J=5,2 I'n), 8,82 (1H, 1, J=5,2 I'n),
9,45 (1H, ¢).

ITpumep 109

3-{4-[(1-1mK10 0y TUI-4-TIUTIe pUAUHUI ) OKCU | hernn } -2-3tunnupuno[4,3-
d]mupumunns-4(3H)-oH

VkazaHHOE B 3ar0JI0BKE COE/IMHEHNE CUHTE3UPOBAIIU B BUIE TBEPIOTO BEIIECTBA
6enoro usera (T.101.: 186-189°C) mo cnocoOy npumepa 94, UCIIONb3ys
4-aMUHOHUKOTUHOBYIO KUCIIOTY, IPONMOHOBBINA aHTUAPUI U
4-[(1-uuK10 0y TUII-4-TIMTIE PUMHWIT ) OKCH JaHUJIMH B KAYE€CTBE UCXOJIHBIX BEIIECTB, C
MOCIIeIYIONIeH epeKpUCTATIIIN3aMEN (3TUIAleTaT/ IMITUIIO BRI 3up).

'H IMP (400 MTw, CDC13, om.m.): 1,23 (3H, 1,J=7,2 I'n), 1,64-1,78 (2H, m), 1,83-1,97

(4H, m), 2,00-2,11 (4H, m), 2,14-2,23 (2H, m), 2,49 (2H, kB, J=7,2 I'n), 2,60-2,68 (2H, M),
2,70-2,80 (1H, m), 4,36-4,42 (1H, m), 7,06 (2H, #, J=8,8 I'), 7,13 (2H, 1, J=8,8 I'w), 7,53
(1H, m, J=6,0 I'm), 8,84 (1H, 1, J=6,0 I'n), 9,47 (1H, ¢).

ITpumep 110

3-{4-[(1-1mKI10 0y TUI-4-TIUIIe PUAUHMII ) OKCHU | (peHuU } -2-Me TUAnUpuao[2,3-
d]mupumunns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIY4Yalld IO cCoco0y npumMepa 94, ucroiib3ys
2-aMMHOHUKOTHUHOBYIO KUCIIOTY, YKCYCHBIA AHTUAPUI U
4-[(1-uuK10 0y TUII-4-TIMIIEPUMHIIT ) OKCU |JaHUIMH B KAY€CTBE UCXO/IHBIX BEIIECTB.

'H IMP (400 MTw, CDC13, o m.1.): 1,63-1,77 (2H, m), 1,82-1,95 (4H, m), 1,99-2,11 (4H,

M), 2,15-2,23 (2H, m), 2,34 (3H, ¢), 2,60-2,68 (2H, m), 2,70-2,80 (1H, m), 4,33-4,41 (1H, m),
7,03 (2H, o, J=8,8 I'm), 7,12 (2H, n, J=8,8 '), 7,39 (1H, nx, J=4,4, 8,0 I'ry), 8,56 (1H, nx, J=
2,0,7,6 I'm), 8,96 (1H, nn, J=2.4, 4,8 I'm).

ITpumep 111

3-{4-[(1-1mK10 0y TUA-4-TIUTIe PUAUHUI ) OKCU | (heHnT } -2-3THmnupuao|2,3-
d]mupumunns-4(3H)-oH

YKa3aHHOE B 3ar0JIOBKE COEAMHEHUE CUHTE3UPOBAJIM B BUJIE TBEPIOTO BELIECTBA
6enoro usera (T.101.: 146-148°C) o cnoco0y npumepa 94, UCIIONIb3Yys
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2-aMMHOHUKOTHUHOBYIO KUCIIOTY, IIPONMOHOBBINA aHTUIPU U
4-[(1-uuK10 Oy TUIT-4-TIMIIE PUMHUIT )OKCH JaHUJIMH, C TOCIEAYIOIIEN epeKpucTaliiu3anuent
(aTHIANEeTAT/TUI TUITIOBBIN APUD).

'H SIMP (400 MTI, CDCl,, om.1.): 1,30 3H, T, J=7,2 I'n), 1,65-1,75 (2H, m), 1,82-1,95

(4H, m), 1,99-2,11 (4H, m), 2,14-2,23 (2H, m), 2,51 (2H, kB, J=7,2 I'), 2,60-2,68 (2H, M),
2,70-2,79 (1H, m), 4,34-4,41 (1H, m), 7,02 (2H, n, J=8,8 I'm), 7,10 (2H, a, J=8,8 I'm), 7,39
(1H, on, J=4,4, 8,8 I'm), 8,57 (1H, ax, J=2,0, 8,0 I'm), 8,96 (1H, nx, J=2.,4, 4,8 I'my).
ITpumep 112
6-x110p-3-{4-[(1-1IMKJI0 Oy THII-4-TTUITe PUIUHUI )OKCH | e HII } -2-MeTUIIIUPUo| 3,4-
d]mupumunus-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld IO Coco0y npumMepa 94, ucroiib3ys
5-aMHHO-2-XJIOpU30HUKOTUHOBYIO KUCIIOTY, YKCYCHBINA aHTUIPU U
4-[(1-uuK10 0y TUII-4-TIUIIE PUMHIIT ) OKCU |JaHUIMH B KAY€CTBE UCXO/IHBIX BEIIECTB.

'H SIMP (400 MTIw, CDC13, o m.n.): 1,63-1,77 (2H, m), 1,82-1,96 (4H, m), 1,99-2,11 (4H,

M), 2,14-2,22 (2H, m), 2,28 (3H, ¢), 2,60-2,68 (2H, m), 2,70-2,79 (1H, m), 4,33-4,41 (1H, m),
7,02 (2H, n, J=8,8 I'm), 7,10 (2H, n, J=8,8 I'n), 8,03 (1H, ¢), 8,87 (1H, c).

ITpumep 113

6-x10p-3-{4-[(1-1IMKI00 -2-3Tunnupuno|3.4-
d]mupumunus-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld IO cCloco0y npumMepa 94, ucroiib3ys
5-aMHHO-2-XJIOPU30HUKOTUHOBYIO KUCIIOTY, IPOIIMOHOBBIN AaHTUIPU]T U
4-[(1-uuK10 0y TUIT-4-TIMIIE PUMHIIT ) OKCU |JaHUIMH B KAY€CTBE UCXO/IHBIX BEIIECTB.

'H IMP (400 MTIw, CDC13, om.m.): 1,23 (3H, T, J=7,6 I'n), 1,62-1,75 (2H, m), 1,82-1,95
(4H, m), 1,99-2,10 (4H, m), 2,10-2,24 (2H, m), 2,46 (2H, kB, J=7,2 I'), 2,60-2,68 (2H, M),
2,70-2,79 (1H, m), 4,34-4,41 (1H, m), 7,02 (2H, #, J=8,8 I'w), 7,08 (2H, 1, J=8,8 I'w), 8,03
(1H, ¢), 8,91 (1H, ¢).

ITpumep 114

3-{4-[(1-1mKI10 0y THI-4-TIUTIe PUAUHMIT )OKCH | peHun } -2-MeTuanupuao| 3.4-

d]mupumunns-4(3H)-oH

YkazaHHoe B 3aroJ10BKe COCIMHEHUE IMoJiydajid B BUAC TBEPpAOT O BCIICCTBA

CBETJIO-KEJITOro 1BeTa (T.1L.: 169-171°C) KaTaIuTUYECKUM BOCCTAHOBIIEHUEM 6-XJTOP-3-{4-

[(mKIT0 Oy THIT-4-TIUTTe pUAMHII ) OKCH | e HMI } -2-MeTuimpuo| 3,4-d | mupumuana-4(3H)-oHa,
CHUHTE3UPOBAHHOTO B Ipumepe 112, B aTMitaneTare, MCIOJIb3Ys Majllauid Ha
AKTUBUPOBAHHOM YIJIE B KAUECTBE KATAIM3ATOPA, B IPUCYTCTBUU TPUITUIAMUHA, C
MOCIIeYIONIeH epeKpUCTATIIIN3aMel (3TUIaleTaT/ IMITUIIO BRI 3hup).

'H SIMP (400 MTI, CDCl,, om.1.): 1,63-1,77 (2H, m), 1,82-1,95 (4H, m), 1,99-2,11 (4H,

M), 2,15-2,23 (2H, m), 2,29 (3H, ¢), 2,60-2,69 (2H, m), 2,73-2,83 (1H, m), 4,36-4,43 (1H, m),
7,03 (2H, n, J=8,8 '), 7,12 (2H, x, J=8,8 I'n), 8,01 (1H, nx, J=0,8, 5,6 I'n), 8,65 (1H, 1, J=5,2
I'm), 9,09 (1H, g, J=0,8 I'w).

ITpumep 115

3-{4-[(1-uukn00yTHI-4-TIMIIe pUANHKAN )OKCH | peHn } -2-3Tunnupuno|3,4-
d]mupumunns-4(3H)-oH

YKa3aHHOE B 3ar0JIOBKE COECIMHEHME TOJIyYaJId KATAIUTUIECKUM BOCCTAHOBJICHUEM
6-x310p-3-{4-[(1-uuKI00y THIT-4-TTUTIE PUAMHIIT ) OKCH | peHu }-2-3Trnmupunol 3,4-
d]nupumunns-4(3H)-0Ha, CMUHTE3UPOBAHHOTO B IpuMepe 113, ucnonb3ys najuiaaui Ha
AKTUBUPOBAHHOM YIJIE B KAUECTBE KATAJIU3ATOPA, B IPUCYTCTBUU TPUITWIIAMHUHA.
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'H SIMP (400 MTI, CDCl,, owm.n.): 1,23 (3H, T, J=7,2 T'n), 1,65-1,75 (2H, m), 1,82-1,96

(4H, m), 2,00-2,11 (4H, m), 2,14-2,23 (2H, m), 2,48 (2H, kB, J=7,6 I'y), 2,60-2,68 (2H, m),
2,70-2,79 (1H, m), 4,33-4,42 (1H, m), 7,02 (2H, n, J=8,8 I'y), 7,10 (2H, 1, J=8,8 I'y), 8,00
(1H, nn, J=0,8, 5,2 T'w), 8,64 (1H, n, J=5,2 I'n), 9,13(1H, n, J=0,8 I'n).

ITpumep 116

2-(pennii-3-[4-(3-mmnepuaus- 1 -unnponoxkcu)bhennn |-4(3H)-XMHa30JIMHOH

(1) IMonmyuenue 2-pennn-4H-3,1-6eH30Kca3uH-4-0Ha

AHnTtpanunoByto kucnoty (1,0 T, 7,29 Mmmoib) pactBopsiiv B mupuanne (10 mi),
MeJIJICHHO JOOAaBIISUIM Ha JieJstHoN 6ane Oenzommxmopun (1,13 1, 8,02 MMoIib) U
nepemeimnBaiy pu 50°C B TedeHre HOUU. PacTBOpUTEND OTTOHSAIN IPY TIOHWKEHHOM
JIABJICHUH, OCTATOK PACTBOPSUIU B 6€3BOTHOM MeTWiIeHX1opue (20 mir), 1o0aBisum Ha
JeIsiHOM OaHe okcanwixiaopua (925 mr, 7,29 MMOJIb) U KATAIMTUYECKOE KOJIMUECTBO
JuMeTwIhopMaMuia U IepeMelIMBaIi IPU KOMHATHOW TEeMIIEpaType B TeYeHUE 4 4acoB.
J100aBIsIM HACBILLIEHHBINA BOAHBIM pacTBOP IMAPOKapOOHATa HATPHUsI, CMECh
9KCTPArupoOBaIM METWICHXJIOPUIOM U OPTaHUUYECKYIO a3y CyIIUIU Oe3BOIHBIM
cynbharom HaTpus. PacTBopUTENlh OTTOHSIIM IPU TOHWKEHHOM J1aBJICHUH, OCTATOK
MPOMBIBAJIM IMITUIIOBBIM 3(DMPOM/TENITAHOM U nenieBoe coeauHenue (3,13 r, 69%)
I1OJIy4aJu B BUJIE TBEPJAOTO BEIIECTBA CBETIO-KEJITOTO LIBETA.

(2) ITonyuenue
2-(penu-3-[4-(3-nunepuauH- 1 -unmnpomnokcu)dpenun |-4(3H)-xuHa3o01rMHOHA

YKa3aHHOE B 3ar0JIOBKE COECIMHEHNE TOJIyqalld IUKIU3aLuen
2-¢penmnn-4H-3,1-6en30kca3nun-4-oHa U 4-(3-TUNepuanH- 1 -UIPOIIOKCH)aHUIIMHA T10
criocoOy mpumepa 18-(2).

'H SIMP (400 MTI, CDCl,, d m.1.): 1,41-1,50 (2H, m), 1,54-1,62 (4H, m), 1,90-1,99 (2H,

M), 2,34-2,42 (4H, ymup.c), 2,44 (2H, T, J=7,2 I'n), 3,94 (2H, T, J=6,4 I'n), 6,79 (2H, 7, J=8,8
I'm), 7,01 (2H, n, J=8,8 I'y), 7,19-7,25 (3H, m), 7,30-7,34 (2H, m), 7,48-7,53 (1H, m), 7,77-
7,80 (2H, m), 8,33 (1H, n, J=8,4 I'y).

ITpumep 117

nuc-2-meti-3-(4-{[4-(1-in

u
TpaHC-2-MeTUI-3-(4-{ [4-(1 -MPPOJIMIUHWI )UMKIIOTEKCHIT JOKCH } peHmT )-4(3H)-XMHA30JIMHOH

(1) ITonyuenwue 1,4-nuokcacnupo([4.5]nekan-8-osa

1,4- Inoxcacniupol[4,5]aekan-8-oH (1,0 r, 6,40 MMosb) pacTBOpsUid B MeTaHoJie (10 mir),
MEUVIEHHO J00aBIsIN Ooprunpua HaTpus (242 mr, 6,40 MMOJIb) U TIEpEMEIITUBAIIH TTPH
KOMHATHOM TemriepaType B TeueHue 5 MuHyT. CMech oXiTaXKaajiu Ha JIeISTHOM OaHe,
no06asisuii 10% BOHBINM PACTBOP XJIOPUCTOBOIOPOIHON KUCTOTHI U XJIOPUL HATPUS U
CMECh IKCTparupoBajy aTunaneTatoM. OpraHudecKkyro a3y IpOMbIBAIM HACHIIIEHHBIM
COJIEBBIM PACTBOPOM U CYIIUIN O€3BOIHBIM cysibaToM HaTpusi. Cynbdat HaTpus
OT(QUITBTPOBBIBATIN U TIPOIYKT KOHICHTPUPOBAJIU TIPU MOHWKEHHOM JABIICHHUH C
IMOJIyYEHUEM LENEBOTO coenuHeHus (614 mr, 61%) B BuIe MACIISIHUCTOTO BEIECTBA
CBETJIO-KEJITOTO 1IBETA.

(2) Momyuenue 2-meTnn-3-{4-[(4-okconukorekcun)okcu|perun } -4(3H)-xuHa3o0IMHOHA

2-Metun-3-(4-runpoxcudennn)-4-(3H)xunazommHoH (665 mr, 2,63 MMOJTB),
1,4-muokcacnupo|[4,5]aexan-8-oi (500 mr, 3,16 mmous) u Tpudenundocdun (1,03 r, 3,96
MMOIJTb) PaCTBOPSUTA B O€3BOJHOM TeTparuapodypane (5 Mi1) U OXJTaXI1alid Ha JeATHON
Oane. Jlo6asnsuu o kamism ripu 0°C guuzonponunazoaukapookcunat (777 mMxi, 3,96
MMOJIb) U IEPEMEIIUBAIIN TP KOMHATHOW TeMIiepaType B TeueHue 48 yacos. JloOasisu
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JTUCTWLIMPOBAHHYIO BOJIY U CMECh IKCTpArupoBaiu sTwianeratoM. Opranuueckyro gazy
IIPOMBIBAJIM HACBHILLEHHBIM COJIEBBIM PACTBOPOM, OCTATOK OUYMIIAIA KOJTOHOYHOMN
xpomaTorpaduelt Ha cuimkaresne (rekcan/atunanerar=2/8-0/10), mosydany 3aluIIeHHOe
COEAUHEHME KEeTAJISl M 3aTEM OCYILECTBIISUIM yaalieHue 3aiuThl. K ocratky go6asisum 10%
BOJHBINA pACTBOP XJIIOPUCTOBOJOPOJHON KUCIOTHI ¥ IEPEMEILIUBAIINA IIPU KOMHATHOMN
TeMIepaType B TeueHue 3 yacoB. J1o006aBisIn 2H. BOJHBIM PACTBOP TMAPOKCHUAA HATPUS U
CMECh IKCTPATUPOBAIIU dTHIAaNeTaTOM. OpraHndeckyo a3y IpOMBIBAIA HACHILIEHHBIM
COJIEBBIM PACTBOPOM U CYIIUIM OE3BOIHBIM CyJIbaToM HaTpusl. [IpoaykT ountamm
KOJIOHOYHOM XpomaTorpadueit Ha cunmukarese (ximopodopm/meranon=20/1) ¢ moayueHueM
nesneBoro coeauHenus (511 mr, 49%) B BuzE TBEPAOTO BELIECTBA CBETIIO-OPAHKEBOI'O
uBerta. 2-Metui-3-(4-rugpokcuderun)-4-(3H)XMHA30IMHOH CUHTE3UPOBAIIH IO CIIOCO0Y
npumepa 1-(1) u -(2).

(3) Monmyuenue nuc-2-metui-3-(4-{ [4-(1-mupp OTUAMHNUIT )IUKTOTEKCUI | OKCH } (heHUIT)-
4(3H)-x1uHa30JIMHOHA U
TpaHC-2-MeTHI-3-(4-{ [4-(1-mip pOTTUAUHNIT )UK OTEKCUIT | OKCH } (heHUIT ) -
4(3H)-XxrHA30JIMHOHA

2-Metun-3-{4-[(4-okcompkinorekcun)okcu | pennn }-4(3H)-xunazonmuuoH (484 mr, 1,39
MMOJIb) ¥ IupposuauH (99 mr, 1,39 MMOJIB) paCTBOPSUIA B BOJHO-METAHOJIBHOM
pactBope (1,7 M) 0,5M xnopuaa uuHka(Il)/qpanobopruapuna HaTpus U EPEMELIMBAIIN
IIpY KOMHATHOM TeMIiepaType B TeueHue 3 yacoB. J{oOaBisum 2H. BOJHBIA pacTBOP
TUJIPOKCHA HATPUS U CMECh IKCTPArupoBaiiu 3TWianetaroM. OpraHudeckyio dasy
MIPOMBIBAIM HACBHIIIICHHBIM COJIEBBIM PACTBOPOM M CYILIWIN O€3BOIHBIM CyIb(aTomM
Hatpus. [IpoayKT ouuIaar KOJIOHOYHOM XpoMaTorpadueit Ha CUIIMKaresie
(rekcaH/sTunaneTaT=8/2-5/5) U COOTBETCTBEHHO IOJIYYAJIM LUC-u30Mep (260 mr) u
TpaHc-uzomep (180 Mr) ykazaHHOTO B 3ar0JIOBKE COEMHEHMS B BUIE OECLIBETHOT O
TBEPAOTO BEIIECTBA.

UC-2-MeTUl-3-(4-{ [4-(1-MpPONUANHWI )IUKIOTEKCUIT |OKCH } (peHnn)-4(3H)-XMHA30IMHOH
'H SIMP (400 MTI, CDCl,, d m.1.): 1,58-1,66 (2H, m), 1,73-1,81 (8H, m), 2,10-2,13 (2H,

M), 2,26 (3H, ¢), 2,61 (4H, ymwup.c), 4,53 (1H, m), 7,01 (2H, n, J=8,8 I'n), 7,11 (2H, n, J=8,8
I'm), 7,44 (1H, 1, J=8,1 I'm), 7,65 (1H, o, J=8,1 I'm), 7,74 (1H, 1, J=8,1 I'm), 8,24 (1H, 1, J=8,1
T'm).

TpaHCc-2-MeTUI-3-(4-{[4-(1 -TUPPOINAVHWI)IIUKIOT€KCHII | OKCH } (he HUIT)-
4(3H)-Xx1UHA30JIMHOH

'H amP (400 MI', CDC13, o m.1.): 1,07-1,66 (4H, m), 1,77-1,81 (4H, m), 2,16-2,06 (4H,
M), 2,25 (3H, ¢), 2,61 (4H, ymwup.c), 4,19-4,26 (1H, m), 7,00 (2H, n, J=8,8 T'm), 7,11 (2H, 1, J=
8,8 I'm), 7,44 (1H, 1, J=8,1 I'm), 7,65 (1H, g, J=8,1 I'w), 7,74 (1H, T, J=8,1 I'n), 8,25 (1H, 1, J=
8,1 I'm).

ITpumep 118

(pareMuYecKasi CMecCh)
1-beH3un-3-mMppOoNUIMHOH BOCCTAHABIMBAIN OO PTUAPUIOM HATPUS IO COCOOY
npuMepa 117-(1) u nosmyyanu ueneBoe COCAUHEHHE.
(2) ITonyuenue
3-{4-[(1-6eH3u-3-Ttup pOTUIUHIIT ) OKcH | heHuIT }-2-MeTui-4(3H)-XxuHa30/IMHOHA
1-ben3ui-3-mppoauanHoN U 2-MeTui-3-(4-ruapoxcudenun)-4-(3H) XMHa30IMHOH
MOJBEPTraIv peakuuu 3Tepruduramu MuyHoOy U mojiydainu, TaKuM o0 pa3oM, eaeBoe
coenuHeHue. 2-Metun-3-(4-runpoxcudenn)-4-(3H)XMHA30IMHOH CUHTE3UPOBAIIH 110
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criocoby nmpumepa 1-(1) u -(2).
3) [Monyuenue 3-{4-[(3-mupponauaunui)okcu]|pennn }-2-meTun-4(3H)-xuHa30IMHOHA
LleneBoe coenmHeHne Moay4yaad KaTaIMTUHIECKUM BOCCTAHOBJIEHUEM
3-{4-[(1-6eH3un-3-Ttup poTUIUHUIT ) OKcH | heHuIT }-2-MeTriI-4(3H)-XMHa30/IMHOHA, UCTIOIB3YS
TUIPOKCHU]I AJUIAIHUS B KAUECTBE KATAIM3ATOPA B METAHOJIE.
(4) ITonyuenue
3-{4-[(1-uuKITOTIeHTWI-3- TP P OJTUIUHII )OKCH | penm } -2-meTni-4(3H)-XxuHa301MHOHA
(pauemMuueckast CMECb)
YKa3aHHOE B 3ar0JIOBKE COEAUHEHHE MTOIy4alId BOCCTAHOBUTEIIbHBIM AMUHUPOBAHUEM
1o cnoco0y npumepa 88-(3), UCIOJIb3Y A
3-{4-[(3-tupponuauHuIT )oKcH |peHu }-2-meTui-4(3H)-XMHA30JIMHOH U IUKJIOTIEHTAHOH.
'H IMP (400 MTIw, CDC13, o m.m.): 1,45-1,57 (2H, m), 1,70-1,73 (4H, m), 1,72-1,85 (2H,

M), 1,83-2,04 (1H, m), 2,25 (3H, ¢), 2,31-2,36 (1H, m), 2,46-2,52 (1H, m), 2,52-2,61 (1H, m),
2,79-2,84 (2H, m), 3,00-2,97 (1H, m), 4,82-4,87 (1H, m), 6,96 (2H, 1, J=8,8 I'n), 7,12 (2H, &,
J=8,8 I'n), 7,44 (1H, 1, J=8,1 I'y), 7,64 (1H, 1, J=8,1 I'y), 7,74 (1H, 1, J=8,1 '), 8,24 (1H, &,
J=8,1 T'LT).

ITpumep 119

(pareMu4ecKasi CMech)

Yka3aHHOE B 3ar0JIOBKE COEAUHEHHE IMOTy4alId BOCCTAHOBUTEIIbHBIM AMUHUPOBAHUEM
1o cnocoOy nmpumepa 118, ucnosb3ys
3-{4-[(3-tupponuauHuIT )oKcH |peHu }-2-metui-4(3H)-XMHA30JIMHOH U IIMKJI0OyTaHOH.

'H amP (400 MI', CDC13, o m.1.): 1,68-1,78 (2H, m), 1,94-2,07 (5H, m), 2,25 (3H, ¢),
2,30-2,35 (1H, m), 2,46-2,52 (1H, m), 2,71-2,76 (2H, m), 2,86-2,91 (1H, M), 2,93-3,00 (1H,
M), 4,83-4,87 (1H, m), 6,96 (2H, 1, J=8,8 I'n), 7,12 (2H, 1, J=8,8 I'n), 7,44 (1H, 1, J=8,1 '),
7,64 (1H, o, J=8,1 I'm), 7,74 (1H, 1, J=8,1 I'n), 8,24 (1H, 1, J=8,1 I'my).

ITpumep 120

3-{4-[(1-uuknoneHTUI-4-azenanun)okcu|pennn } -2-metun-4(3H)-xuHa30IMHOH
(pareMuyecKasi CMech)

(1) IMonmyuenue 3-{4-[(4-azenanun)okcu]|dennn }-2-metrin-4(3H)-xuHA30IMHOHA

2-Metun-3-(4-runpoxcudennn)-4(3H)XuHA30JIMHOH U
1-(TpeT-0yTOKCUKapOOHMIT)-4-TUIPOKCHA3eNaH MOABEPraId PEAKUU 3TepUPUKALUIH
MunyHoOy no cnoco0y npumepa 117-(2) 1 nesieBoe CoOeAMHEHHUE MOTYyJalId yIAJIEHUEM
3AIIUTHI C UCTIOIB30BAHUEM TPUPTOPYKCYCHON KUCTOTHL. 2-MeTui-3-(4-TuapoKCUEeHNI )-
4(3H)X1MHA30JIMHOH CUHTE3UPOBAIIM, KAK YKa3aHO B mpumepe 1-(2).

(2) ITonyuenue
3-{4-[(1-uukmoneHTWI-4-a3enanui))okcu | pennn }-2-metuin-4(3H)-xuHa301MHOHA
(pauemMuueckast CMECb)

YKa3aHHOE B 3ar0JIOBKE COEIMHEHHNE I10JIy4Yalid BOCCTAHOBUTEIIbHBIM AMUHUPOBAHUEM
1o cnoco0y npumepa 117-(3), ucnonb3ys
3-{4-[(4-azenanun)okcu]|dennn } -2-meTri-4(3H)-XMHA30JIMHOH U IIUKIIOTICHTAHOH.

'H SIMP (400 MTI, CDCl,, owm.1n.): 1,47-1,59 (4H, m), 1,63-1,75 (2H, m), 1,83-1,97 (4H,

M), 2,02-2,16 (2H, m), 2,17-2,28 (5H, m), 2,73-2,87 (2H, m), 2,88-2,97 (2H, m), 2,98-3,07 (1H,
M), 4,57-4,64 (1H, m), 6,97 (2H, n, J=8,8 I'n), 7,11 (2H, 1, J=8,8 '), 7,43 (1H, T, J=8,0 I'ny),
7,64 (1H, o, J=7,2T'w), 7,73 (1H, 1, J=7,2 T'n), 8,23 (1H, 1, J=8,0 I'y).

ITpumep 121
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(paueMuuecKast CMECh)

Yka3aHHOE B 3ar0JIOBKE COEAUHEHHE IMOTy4alId BOCCTAHOBUTEIIbHBIM AMUHUPOBAHUEM
1o criocoOy npumepa 120, ucrob3ys
3-{4-[(4-azenanmi )okcH|enun }-2-meTri-4(3H)-XMHA30JIMHOH U IIMKJTOOyTaHOH.

'H IMP (400 MTI, CDCl,, o m.1.): 1,56-1,69 (4H, m), 1,80-1,89 (4H, m), 1,98-2,06 (2H,

M), 2,08-2,19 (2H, m), 2,24 (3H, ¢), 2,39-2,50 (2H, m), 2,53-2,62 (2H, m), 2,85-2,95 (1H, m),
4,54-4.61 (1H, m), 6,96 (2H, n, J=8,8 '), 7,10 (2H, 1, J=8,8 I'n), 7,43 (1H, T, J=8,0 I'n), 7,63
(1H, n,J=7,2 Tw), 7,72 (1H, T, J=7,2 T'n), 8,23 (1H, n, J=8,0 I'm).

ITpumep 122

3-metun-2-{4-[3-nunepuaus- 1 -uinnponokcu|penu } - 1 (2H)-u30XMHOJIMHOH

(1) MMomyuenue 3-(1-runpoxcuatui)-2-o0enzodypan-1(3H)-ona

PactBop mumzonpormunamuaa autus (26,9 MMoJib) B 0€3BOTHOM
teTparuapodypane (100 mr) oxmaxaanu 10 -78°C B TOTOKE a30Ta U JOOABIISUIU 110
KarwisiM pactBop ¢rammaa (3,0 T, 22,4 mmob) B TeTparuapodypane (100 mu). [Tocne
niepeMeriuBanus 1pu -78°C B Teuerue 30 MUHYT MeUIEHHO J100aBisiiy anetanbaeruf (1,19
T, 26,9 MMoJ1b) U niepemMemBaiu pu -50°C B TeueHnue 4 yacos. [1ociie mossieHns
TeMIIEPATYpPbl O KOMHATHOMN TeMIIEpaTyphl 100ABISIIM JUCTUWIJIMPOBAHHYIO BOJIY U CMECh
JKCTparupoBaym sTuinaneratoM. OpraHudeckyro a3y MpOMbIBAIN JTUCTUIIIMPOBAHHON
BO/JIO M HACBIIIIEHHBIM COJIEBBIM PACTBOPOM U CYIIUIN O€3BOTHBIM CYJIH(AaTOM HATPUSI.
OcTtaToK ouMIai KOJIOHOUYHOM XpoMaTorpadueii Ha CUITHKAresie
(rekcan/stunanerat=4/6) u uesaeBoe coeauHeHue (1,96 r, 49%) nosryyaiu B BUze
MACJISIHUCTOTO OCTATKA JKEJITOTO IIBETA.

(2) ITonyuenue 3-metun-1H-uzoxpoman-1-ona

3-(1-T'uapoxcuatun)-2-6en3odypan-1(3H)-ox (1,3 T, 7,30 MMOJIb) U MOHOTHIPAT
M-TOJIy0JICYIb(OHOBOM KUCITOTHI (3,46 T, 18,2 MMOJIB) pacTBOpsiiu B Tosryoste (50 M) u
KUITSITUIIA ¢ 0OPaTHBIM XOJIOJIMIBHUKOM B TeueHHUe 4 yacoB. JloOaBiIsiii HAChIIICHHBIN
BOJIHBIN pacTBOP rMAPOKApOOHATA HATPUSI U CMECH SIKCTPATUPOBAIIM ITUIALETATOM.
Opranudeckyro a3y mpOMBIBAJIA HACHIIIICHHBIM BOJHBIM PACTBOPOM THIpOKapOoHaTa
HATPUS U HACBIIIIEHHBIM COJIEBBIM PACTBOPOM M CYIITWIIM OE€3BOIHBIM CYIb(paToOM HATPHSL.
OcTtaToK ouMIaiv KOJJOHOUYHOM XpoMaTorpadueii Ha cuuKarese (reKcaH/aTunanerar=
10/0-5/5) n ueneBoe coenunenue (0,64 r, 55%) mosrydanu B BUIE€ TBEPAOTO BEIIECTBA
OPaH)kEBOTO 1IBETA.

(3) IMomyuenue 2-(2-0KCOMPOIUIT)OEH30MHON KUCITIOTHI

3-Metui-1H-u3oxpoman-1-ox (320 mr, 2,0 MMOJIb) paCTBOPSUINA B 3TAHOJIE (5 MII),
J00ABIISUTY 2H. BOJHBIN pacTBOP rUApoKcHaa Hatpus (3 mit) u nepemernBaiiu rmpu 80°C B
TEUEHHUE 5 4acOB. DTAHOJI OTTOHSIIY IIPH MMOHWKEHHOM JaBJICHUH, T00aBIIsIA 8H. BOAHBIN
pacTBOP XJIOPUCTOBOIOPOTHOMN KUCIOTHI U CMECH IKCTPATUPOBAJIN STUIALETATOM.
Opranudeckyto a3y CyImiu 0e3BOHBIM CYJIb()aTOM HATPUS, KOHIEHTPUPOBAIIHU U
CYLLIMJIY C TIOJIYYEHUEM LIeJIeBOTO coeuHeHus (280 mr, 79%) B BUIe TBEPIOTO BEIIECTBA
JKEJITOTO L[BETA.

(4) IMonmyuenue 2-(4-meTokcudennn)-3-metui- 1 (2H)-u3oxuHommHoHa
2-(2-Okconpormuin)6en3onHyto KucioTy (100 mr, 0,56 MMoITb), 4-MeTOKCUAHWITHH (76
mr, 0,56 MMoJib), TuApOXIOpUA 1-3THA-3-(3-AuMeTHIIaMuHOTIpon)kapooauumuaa (0,84

MMOJIb) ¥ tupuanH (0,5 MIT) pacTBOPsUTU B Xi1opodopme (5 MIT) U IepeMEIIUBAIIN TTPU
KOMHATHOM TemriepaType B TeueHue Houu. J{oOassiin ximopodopm, opraHrueckyto dhazy
MIPOMBIBAJIM BOJHBIM PACTBOPOM JIMMOHHOM KUCJIOTHI, BOJHBIM PACTBOPOM
TUAPOKAapOOHATA HATPUS U HACBIIIEHHBIM COJIEBBIM PACTBOPOM B YKa3aHHOM MOPSIAKE U
cymmiu 0e3BOIHBIM CYIb(aToM HATpHs. [IpoayKT ounIianym KOJIOHOYHO M
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xpomaTorpaduert Ha cumkarene (rekcan/atunanerat=10/0-3/7) ¢ moayyeHreM LEIeBOTO
coenuHeHus (66 mr, 44%) B BUAE TBEPAOTO BEIIECTBA CBETIO-KOPUUHEBOI'O LIBETA.

(5) MMonyuenue 2-(4-runpoxcudenun)-3-metui- 1 (2H)-u30XMHOIMHOHA

2-(4-Metoxcudenun)-3-metui- 1 (2H)-u3oxunomHoH (56 mr, 0,21 MMOJIb) PacTBOPSIIU B
0€3BOHOM METWIEHXJIOPUIE, MEUIEHHO Ao0aBisum 1ipu -10°C pactBop 1M tpubpomuaa
6opa B Mmetwiienxsopuze (0,63 Mi1) U nepeMelIMBaIM IIpY KOMHATHOM TeMIIEpaType B
TeueHue 2 yacoB. K peakumoHHON cMecu 100aBIIsUTA HACBHIIEHHBIM BOJIHBIA PACTBOD
ruapokapOoHaTa HaTpHsl U METWIIEHXJIOPU OTTOHSUIA TPY IOHW)KEHHOM JIaBJICHUM.
Jo06aBisiii 8H. BOJHBIN PACTBOP COJISHOM KUCIOTHI M TBEP/IbIi 0CaA0K OT(OUIHTPOBBIBAIIH
Y CYILIWJIY C ITOJIyYEHUEM LIEJIEBOro coeaAuHeHUs (48 Mr, 91%) B Buae OecLIBETHOTO
TBEPAOTO BEIIECTBA.

(6) ITonmyuenue
3-meTun-2-{4-[3-nunepuaus- 1 -unnpomnoxcu]pernn } - 1 (2H)-u30XuHOIMHOHA

2-(4-T'unpoxcudennn)-3-metwi- 1 (2H)-uzoxunomunox (30 mr, 0,12 MMOITBh),
ruapoopomup 1-(3-6pomnponun)nunepuanta (51 mr, 0,18 Mmosb) M kapOoHaT kamus (49
mr, 0,36 MMOJIb) cMemMBau B qumeTwiigopmamuze (3 mur) u nepemermmBau npu 80°C B
TeueHue 3 yacoB. PacTBOpUTENIb OTTOHSIM IPU TOHWKEHHOM JABJIEHUH, 100aBIsIIN
JTUCTWLIMPOBAHHYIO BOJIY U CMECh IKCTPArupoBain sTuianeratoM. Opranuueckyro gazy
Cyluiv 6€3BOTHBIM CyIb()aToOM HATPUS U MPOIYKT OUYMIIIATIN KOJTOHOYHOM
xpomarorpadueit Ha cukarese (xsiopopopm/meranon=20/1) ¢ moJydeHreM yKa3aHHOTO
B 3aroyioBke coeauHenus (18 mr, 40%) B Buie O€CIIBETHOTO TBEPAOTO BEILIECTBA.

'H SIMP (400 MI, CDCL,, owm.1.): 1,41-1,49 (2H, m), 1,56-1,63 (4H, m), 1,97-2,04 (5H,

M), 2,38-2,48 (4H, ymup.c), 2,51 (2H, T, J=7,0 I'n), 4,06 (2H, T, J=6,4 I'n), 6,42 (1H, c), 7,01
(2H, 1, J=8,8 I'y), 7,13 (2H, 1, J=8,8 I'm), 7,39-7,47 (2H, m), 7,63 (1H, T, J=8,0 I'm), 8,37 (1H,
o, J=8,0 I'm).

ITpumep 123

2-{4-[(1-uukn00yTHI-4-IMIIe pUIMHUAI ) OKCH | peHn } -3-meTui- 1 (2H)-M30 XMHOJIMHOH

Peakuuro MunyHOOY M peakuuio BOCCTAHOBUTEIBHOIO AMUHUPOBAHUS OCYIIECTBIISIIN B
YKa3aHHOM NOPSJIKE 110 c1oco0y nmpumMepa 88, UCIOJIb3ysl
2-(4-runppoxcudennn)-3-metui- 1 (2H)-u30XMHOTMHOH,

N-(TpeT-0yTOKCMKapOOHUN )-4-IMIIEPUIUHOI U LIMKIIOOYTAHOH B KAUECTBE UCXOIHBIX
BEILECTB, U MOJIy4aJId, TAKAM 00pa30oM, yKa3aHHOE B 3ar0JI0BKE COCTMHEHUE B BUJIC
0OecLBETHOTO TBEPAOIO BellecTsa. Mcnonab3oBanu
2-(4-runpoxcudenn)-3-metui- 1 (2H)-U30XMHOIMHOH, KOTOPBIA CUHTE3UPOBAJIH B
npumepe 122-(5).

'H SIMP (400 MTI, CDCl,, d m.1.): 1,62-1,77 (2H, m), 1,82-1,98 (4H, m), 2,02 (3H, ¢),
2,02-2,10 (4H, m), 2,16-2,26 (2H, m), 2,60-2,69 (2H, m), 2,72-2,80 (1H, m), 4,35-4,42 (1H,
M), 6,42 (1H, c), 7,01 (2H, 1, J=8,8 '), 7,13 (2H, 1, J=8,8 I'n), 7,40-7,44 (2H, m), 7,63 (1H,
T, J=8,0 I'm), 8,37 (1H, 1, J=8,0 I'm).

ITpumep 124

2-MeTni-3-[4-{[3-(1 -mupp OIUIUHWI ) IUKIIOTIEHTUI | OKCHU
(TpaHc u30Mep)

(1) ITonyuenue
3-{4-[(3-TuapOKCUIUKIOTIEH THT )OKCH |henun } -2-meTuin-4(3H)-xuHa3omMHOHA
3-(4-T'unpoxcudennn)-2-metwn-4(3H)-xunazonmuuoH (300 mr, 1,19 MmoIs),
1,3-mkoneHTanaAnon (242 mr, 2,37 Mmoutb) u Tpudenudochun (468 mr, 1,78 MMOIIb)
pacTBOpsuTy B TeTparuapodypane (3 M), moo6asisiu o karwisim mpu 0°C
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nuu3onponuiazoaukapookeunar (0,35 mi, 1,78 MMoITh) U IepeMeIMBaIu TP KOMHATHOM
TeMIiepaType B TeueHue 2 yacoB. K peakumoHHOM cMecr 100aBIISUA JUCTUILITUPOBAHHYIO
BOJIY M CMECh IKCTparupoBaiu stuianeTatoM. OpraHndeckyro a3y mpOoMbIBAIH
HACBIIEHHBIM COJIEBBIM PACTBOPOM M CYIIWTH 0€3BOIHBIM CybdaToM Maraus. [IpoaykT
OYMIIAJIM KOJIOHOYHOM XpoMaTorpadueit Ha cunmukarese (rexcan/stunanerar=40/60-0/100)
Y 1eJIeBOe coeiMHeHue (520 MT) IMojydasiy B BUAE MACIITHUCTOTO OCTAaTKa
CBETJIO-KOPUYHEBOT'O L[BETA.

(2) ITonyuenue
3-[4-({3-[(MeTUnCy 1) OHWT) OKCH | IUKITOTIEHTUIT } OKCH) (DeHUIT]-
2-Metun-4(3H)-xuHa30JIMHOHA

3-{4-[(3-TugpoxcrMKIIOTIEHTHIT )OKCH | heHw }-2-MmeTui-4(3H)-xunrazomuHoH (520 mr,
1,19 mmoub) 1 TpusTiiiamuH (0,33 mit, 2,32 MMOJIb) CMELIUBAIIM B METWIICHXJIOPUIE U
OXJIAK )M Ha JefsHoun 6ane. Jlobassum o karism meswnxitopun (0,12 mt, 1,55 MMorb)
Y IiepeMelnBaju B Tedyenue 10 MUHyT npu KOMHaTHOM Temnepatype. K peakiponHor
cMecu J00aBIIsUTA JUCTULIMPOBAHHYIO BOAY U CMECH SKCTPATUPOBAIIM STUIALETATOM.
Opranudeckyro a3y TpOMBIBAIA JUCTUTUPOBAHHON BOOM U CYIIWIIA O€3BOTHBIM
cynbparom Maraus. OCTaTOK KOHIEHTPUPOBAIIM JOCYXA U IMOJIyYaId, TAKUM 00pa3oM,
HeJIeBoe coeMHEHue (553 mr).

(3) [Tonmyuenue
2-metun-3-[4-{[3-(1-muppoTuIHHII ) IMKITOTIEHTUI JoKCeH } hern |-4(3H)-XuHa30IMHOHA
(TpaHC U30MeD).

3-[4-({3-[(MeTuicynb(hOHMIT )OKCH [IUKIIOTICHTHI }OKCH) peHmI |-
2-metuin-4(3H)-xuna3zoauHoH (550 mr, 1,33 MMOJIb), TUPPOJIUIUH (474 Mr, 6,7 MMOJIb) U
kapOoHat kaus (277 mr, 2,0 MMOJTb) cMeIuBanu B auMmetuidopmamuse (10 mir) u
nepemernuBaiu npu 80°C B TeueHre HOUU. J{0OaBIIsUIN JUCTULIMPOBAHHYIO BOAY U CMECH
JKCTparupoBaym sTuianeraroM. OpraHndeckyto a3y Cymuian 0e3BOTHBIM CyIb(paToM
MaTHMSI U TTOJTYYEHHBIN OCTATOK OUHMIIAIM KOJIOHOYHOM XpoMaTorpadueii Ha CUITHKAresie
(xmopodopm/meTanon=20/1) ¢ moTyuyeHHUEM YKa3aHHOTO B 3arojioBe coequHeHus (143 mr)
B BUjie OECLIBETHOI'O TBEPAOIrO BEIIECTBA.

2-meTwi-3-[4-{ [3-(1-uppOTUIUHIIT ) MKIOTIEHTHIT JOKCH } herm |-4(3H)-XMHA30IMHOH
(TpaHC U30Mep)

'"H IMP (400 MT, CDC13, om.m.): 1,57-1,67 (1H, m), 1,78-1,81 (4H, m), 1,85-1,92 (2H,

M), 2,03-2,08 (1H, m), 2,14-2,19 (1H, m), 2,22-2,23 (1H, m), 2,24 (3H, ¢), 2,76-2,83 (1H, m),
4,81-4,86 (1H, m), 6,96 (2H, 1, J=8,8 I'n), 7,11 (2H, n, J=8,8-I'n), 7,44 (1H, T, J=8,1 I'n),
7,66 (1H, n, J=8,1 I'n), 7,73 (1H, T, J=8,1 I'm), 8,23 (1H, n, J=8,1 T'm).

ITpumep 125

VkazaHHOe B 3ar0JI0BKE COEIMHEHNE TTOJIy4aliv IO crioco0y mpumepa 1, ucronb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUPpU, 4-aMuHOpEeHO, 1,3-0poMXIOpIIpoTiaH u
TUAPOXIOPHU 7-a3a0unukino[2.2.1]renTaHa B KaueCTBE UCXOIHBIX BEIIECTB.

T'unpoxnopun 7-azaduiukino[2.2.1]rentada moaydaiu CocoO0M, OTMCAaHHBIM B
surepatype (J. Am. Chem. Soc, 2003, Vol.125, p.15191).

'H SIMP (400 MTI, CDCl,, o m.1.): 1,34-1,35 (4H, m), 1,76-1,84 (4H, m), 2,02-2,09 (2H,
M), 2,28 (3H, ¢), 2,59-2,63 (2H, m), 3,37 (2H, ymup.c), 4,12 (2H, T, J=6,2 I'n), 7,04 2H, 1, J=
9,0 I'm), 7,16 (2H, n, J=8,4 '), 7,46-7,50 (1H, m), 7,67 (1H, n, J=7,8 '), 7,76-7,80 (1H, m),
8,28 (1H, a1, J=8,6, 1,6 T'm).

ITpumep 126
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3-{4-[3-(8-a3a0unukino[3.2.1]okT-8-mn)nponokcu|dernn }-2-metuin-4(3H)-XuHa30JIMHOH
(1) I[Tonyuenue ruapoxnopuaa 8-azadbunukio[3.2.1]JokraHa

Tpomnan (1,0 mi1, 7,44 MMOJIb) pacTBOPsIM B ToJryoJie (10 M), MeIJIeHHO JOOaBIISUIU
XJIOp3TUIKapOOHAT (2,2 mi1, 23 MMOJIb) M cMech niepeMetnnBaiuy npu 80°C B TeueHue 24
yacoB. K peakipionHO# cMecu 100aBIIsTA TUCTUIUTUPOBAHHYIO BOJIY U CMECh
JKCTparupoBaym sTuianeraroM. Opranndeckyto ¢a3y Cylmuii U KOHIEHTPUPOBAIH
0e3BOAHBIM Ccyib(haTom Maruus. [1oTydeHHBIM MACTISTHUCTBIN OCTaTOK PACTBOPSUTH B
KOHLEHTPUPOBAHHOM COJISIHOM KucinoTe (10 Mi1) M HarpeBasu pyu NepeMELIMBAHUM ITIPU
100°C B Teuenue 2 yacoB. PacTBOpUTENL OTTOHSIIM IIPY IOHIWKEHHOM JABIIEHUH, K
OCTAaTKy 100ABJISIN TOJIYOJI U CMECh IOJIBEPraJIi JUCTUIISIMU TTPY TTOHKEHHOM
JIaBJICHUH C TIOJIy4YeHHUEM LieieBoro coenuHenust (820 mr, 72%) B BUae OECIBETHOTO
TBEPIOrO BEIIECTBA.

(2) ITonyuenue
3-{4-[3-(8-a3abunukio[3.2.1]okt-8-un)nponokcu|perun } -2-metun-4(3H)-xuHa301uHOHA

VKkazaHHOE B 3ar0JI0BKE COEIMHEHNE TTOJIy4aliv IO crioco0y mpumepa 1, ucronb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUIPpU, 4-aMuHOpEeHO], 1,3-0poMXIopIpoTiaH u
ruapoxyopup 8-a3adbunukino[3.2.1]JokTaHa B KaueCTBE UCXOIHBIX BEIIECTB.

'H SIMP (400 MTI, CDCl,, om.1.): 1,37-2,06 (12H, m), 2,60 (2H, T, J=7,2 T'n), 3,29 (2H,

yuwp.c), 4,13 (2H, 1, J=6,2 I'n), 7,07 (2H, 1, J=6,1 '), 7,17 (2H, 1, J=6,1 I'm), 7,46-7,50 (1H,
M), 7,69 (1H, 1, J=7,8 I'n), 7,76-7,80 (1H, m), 8,29 (1H, nx, J=7.8, 1,2 I'n).
HpnMep 127

4(3H)-XWHA30IMHOH TpUQTOpALCTAT

VYka3aHHOE B 3ar0JI0BKE COEAMHEHME TTOIy4Yalld IO coco0y npuMepa 1, UCIob3yst
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUIPpU, 4-aMuHOpeHO, 1,3-0poMXIopIIpoTiaH u
ruapoxiaopua 3,3-TupTOPIMPPOIIIUAMHA B KAYECTBE UCXOTHBIX BEIIIECTB.

'H IMP (400 MTI, CDCl,, d m.1.): 2,27 (3H, ¢), 2,29 (2H, m), 2,70 (2H, M), 3,58 (2H,
nn, J=8,8, 8,8 I'y), 3,81 (2H, ymwup.c), 4,02 (2H, m), 4,23 (2H, 1, J=5,6 T'n), 7,17 (2H, 1, J=
8,8 I'm), 7,33 (2H, n, J=8,8 I'y), 7,95 (3H, m).

ITpumep 128

4(3H)-XMHA30IMHOH TpUQTOpALCTAT

VYka3aHHOE B 3ar0JI0BKE COEAMHEHME TTOIyYalld IO cnoco0y npuMepa 1, UCrosb3yst
2-aMUHO-6-(TpUPTOPMETHIT) OEH30MHYIO KUCTIOTY, YKCYCHBIN aHTUAPUL, 4-aMUHO(EHOT,
1,3-6pomxiopnpornan u ruapoxiiopua (3R)-3-propnupponranHa B KaUYeCTBE UCXOTHBIX
BEILIECTB.

'H SIMP (400 MTI, CDCl,, 6 m.1.): 2,20-2,80 (2H, m), 2,28 (3H, ¢), 2,31 (2H, ™), 3,20-
3,60 (2H, m), 3,53 (2H, m), 3,80-4,20 (2H, m), 4,22 (2H, T, J=5,6 I'n), 5,49 (1H, A, J=60 I'w),
7,17 (2H, n, J=9,2 I'n), 7,32 (2H, 1, J=9,2 '), 7,95 (3H, m).

HpnMep 129

4(3H)-XMHA30IMHOH TpUQTOpaLETAT

VYka3zaHHOE B 3ar0JIOBKE COEIMHEHNE ITOJIy4aAIU 10 CIIoco0y npumepa 1, UCrosb3ys
2-aMUHO-6-(TpUPTOPMETHIT) OEH30MHYIO KUCTIOTY, YKCYCHBIN aHTUAPU, 4-aMUHO(EHOT,
1,3-0pomMxiiopriponas u rugpoxiopun 4,4-mudropnunepuamHa B KaueCTBE UCXOIHBIX
BEILIECTB.

'H SIMP (400 MTI, CDCL, o m.1.): 2,20-2,60 (6H, m), 2,27 (3H, ¢), 3,20-3,50 (2H, m),
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3,49 (2H, 1, J=8,0 I'ny), 3,78 (2H, m), 4,23 (2H, T, J=5,6 I'n), 7,17 (2H, #, J=6,6 '), 7,32 (2H,
I, J=6,6 I'm), 7,95 (3H, m).
ITpumep 130

(3H)-xMHa30JIMHOH TpUdTOpALETAT

VYka3zaHHOE B 3ar0JIOBKE COEIMHEHME TTOJIyYaAIU 10 CIIoco0y npumepa 1, UCrosb3ys
2-aMUHO-6-(TPUPTOPMETHIT) OEH30MHYIO KUCTOTY, YKCYCHBIN aHTUAPU, 4-aMUHO(EHOT,
1,3-0poMXJIOpIIpoOINad U THAPOXIOPU 4-HTOPIUNEPUIMHA B KAUECTBE UCXOAHBIX BEIIECTB.

'H IMP (400 MTI, CDCl,, d m.1.): 2,18-2,43 (9H, m), 3,11 (2H, m), 3,29 (2H, T, J=7.8

I'm), 3,60 (2H, m), 4,13 (2H, 1, J=5,6 '), 5,02 (1H, m), 7,03 (2H, 1, J=9,0 I'n), 7,19 (2H, A, J=
9,0 I'), 7,82-7,83 (1H, m), 7,89-7,90 (2H, m).
ITpumep 131

4(3H)-XWHA30IMHOH TpUQTOpALETAT

Vka3zaHHOE B 3ar0JIOBKE COEIMHEHNE TTOJIy4aJIX 10 CIIoco0y npumepa 1, UCrosb3ys
2-aMUHO-6-(TPUPTOPMETHIT) OEH30MHYIO KUCTIOTY, YKCYCHBIN aHTUAPUL, 4-aMUHO(EHOT,
1,3-0pomMxiiopriponan u ruapoxiaopun 3,3-audropnunepuaMHa B KaueCTBE UCXOIHBIX
BEILECTB.

'H SIMP (400 MTI, AMCO-d;, 6 m.1.): 2,15-2,18 (SH, m), 3,32-3,34 (2H, m), 3,74-3,76

(8H, m), 4,14 (2H, 1, J=5,9 '), 7,11 (2H, 1, J=9,0 I'n), 7,39 (2H, #, J=9,0 I'n), 7,92-7,99 (3H,
M).
ITpumep 132

4(3H)-XxnHA30JMHOH TpU@TOpaALETAT (paneMuyecKas CMECh
VYka3aHHOE B 3ar0JIOBKE COEAMHEHME TTOIyYalld IO cioco0y npuMepa 1, UCIosb3yst
2-aMUHO-5-(TpUPTOPMETHIT) OEH30MHYIO KUCTIOTY, YKCYCHBIN aHTUAPUL, 4-aMUHO(EHOT,
1,3-0poMxJIopIponad U THAPOXIOPUI 3-HTOPIUNEPUIMHA B KAUECTBE UCXOIHBIX BEIIECTB.
'H IMP (400 MTI, Z[MCO—dé, o m.1.): 1,66-2,01 (4H, m), 2,15-2,17 (5H, m), 3,15-3,38

(4H, m), 3,83-4,09 (4H, m), 5,17 (1H, m), 7,11 (2H, #, J=9,0 I'n), 7,39 (2H, x, J=9,0 I'n), 7,94-
7,98 (3H, m).

ITpumep 133

2-meTui-3-(4-{3-[(3R)-3-meTunnunepuaun- 1 -ui |mponokcu)dhenw )-4(3H)-XMHA30IMHOH

VkazaHHOE B 3ar0JI0BKE COEIMHEHUE TTOJIy4aliv IO crioco0y mpumepa 1, ucronb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUApUL, 4-amuHodenon, 1,3-6pomxinopnponan
Y (3R)-3-mMetmnunepuvH (R)-(-)-MaHaeIaT B KA4eCTBE UCXOAHBIX BEIIIECTB.
(3R)-3-Metunnunepunut (R)-(-)-MaHaenat nojiydyaiu CnocoooM, ONMMCAHHBIM B
sarepatype (J. Org. Chem. 1987, Vol.52, p.5466).

'H IMP (400 MTIw, CDC13, o m.n1.): 0,87 (4H, m), 1,50-1,95 (6H, m), 2,00 (2H, m), 2,26

(3H, ¢), 2,50 (2H, T, J=6,8 '), 2,87 (2H, m), 4,07 (2H, 1, J=6,4 I'y), 7,05 (2H, 1, J=8,6 ['n),
7,15 (2H, 1, J=8,6 '), 7,46 (1H, 1, J=8,0 I'y), 7,67 (1H, 1, J=8,0 I'n), 7,76 (1H, T, J=8,4 I'n),
8,27 (1H, n, J=8,0 I'm).

ITpumep 134

3-(4-{3-[(2R,5R)-2,5- TMMETUINUP P OIUANH- | -WIT [TPONTOKCH } (DeHNIT)-
2-metun-4(3H)-XMHAa30IMHOH

VYka3aHHOE B 3ar0JI0BKE COEAMHEHME TTOIyYalld IO cnoco0y npuMepa 1, UCrob3yst
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUApU, 4-amuHodenon, 1,3-6pomxinopnponan
v (2R,5R)-2,5-1MMETUITIUPPOJIMINH B KAYECTBE UCXOIHBIX BEILIECTB.
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'H SIMP (400 MTI, CDCl,, o m.1.): 1,00 (6H, g1, J=6,0 I'n), 1,40 (2H, m), 2,05 (4H, m),

2,26 (3H, ¢), 2,60 (1H, m), 2,80 (1H, m), 3,10 (2H, m), 4,10 (2H, m), 7,05 (2H, &, J=8,8 I'),
7,15 (2H, n, J=8,8 '), 7,46 (1H, 1, J=8,0 I'y), 7,67 (1H, 1, J=8,0 I'n), 7,76 (1H, T, J=7,6 I'n),
8,27 (1H, n, J=8,0 I'm).

ITpumep 135

2-metun-3-(4-{3-[3-MeTunnuppoauanH- 1 -uiJuponokcu } e )-4(3H)-XMHA30JIMHOH
(pareMu4ecKasi CMecCh)

VYka3aHHOE B 3ar0JI0BKE COEAMHEHHE TTOIy4Yalld IO coco0y nmpuMepa 1, UCrosb3yst
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUApU, 4-amuHodenon, 1,3-6pomxiopnponaH 1
3-METWIIMPPOJIUAUH B KAUECTBE UCXOAHBIX BEIIECTB. 3-METWINUPPOJIUIMH ITOTyYalIn
crocobowm, onucanubiM B utreparype (J. Med. Chem., 2000, Vol.43, p.4388).

'H SIMP (400 MTI, CDCl,, om.1.): 1,05 (3H, 1, J=6,8 T'n), 1,38-1,42 (1H, m), 2,02-2,09

(4H, m), 2,26 (3H, c), 2,28-2,30 (1H, m), 2,54-2,56 (1H, m), 2,63-2,72 (2H, m), 2,78-2,80 (1H,
M), 2,92 (1H, 1, J=8,3 I'n), 4,09 (2H, T, J=6,3 I'n), 7,04 (2H, 11, J=6,0, 3,6 I'®), 7,15 (2H, 1A,
J=6,0,3,6 I'm), 7,46 (1H, T, J=8,0 I'n), 7,67 (1H, n, J=7,8 I'w), 7,74-7,78 (1H, m), 8,27 (1H,
nn, J=7,8, 1,5 I'm).

ITpumep 136

S-METOKCH-3-[4-(3-nunepuanH- 1 -uinponokcu) e | -2-nponui-4(3H)-XMHa30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIy4Yalld IO cloco0y npumMepa 18, ucroib3ys
2-aMUHO-6-METOKCUOEH30MHYIO KUCIOTY, MACIISTHBIA aHTUAPUI U
4-(3-nMnepuamH- 1 -WInmponoKCH)aHUIIMH B KAYECTBE UCXOIHBIX BEILLIECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 0,87 (3H, T, J=7,6 I'n), 1,41-1,50 (2H, m), 1,52-1,63

(4H, m), 1,66-1,73 (2H, m), 1,97-2,04 (2H, m), 2,36-2,46 (6H, M), 2,51 (2H, 1, J=7,6 I'm)), 3,94
(3H, ¢), 4,06 2H, 1, J=6,4 I'n), 6,86 (1H, 1, J=7,6 I'), 7,01 (2H, 1, J=9,2 I'w), 7,09 (2H, 1, J=
9,2 I'm), 7,25 (1H, 1, J=8,4 I'n), 7,64 (1H, T, J=8,4 I'n).

ITpumep 137

5-METOKCHU-2-Tponmii-3-[4-(3-nuppoanaus- 1 -unnponokcu)dbenni|-4(3H)-XxuHa30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y npumMepa 18, ucroib3ys
2-aMUHO-6-METOKCUOEH30MHYIO KUCIOTY, MACIISTHBIA aHTUIAPUI U
4-(3-IMpPOIIUIMH- | -WITTPOITIOKCU)AHUIIMH B KAYECTBE UCXOIHBIX BEIIECTB.

'"H IMP (400 MT, CDC13, om.1.): 0,87 (3H, T, J=7,6 I'n), 1,64-1,84 (2H, m), 1,78-1,82

(4H, m), 2,02-2,08 (2H, m), 2,37 (2H, T, J=8,0 I'n), 2,52-2,56 (4H, m), 2,65 (2H, T, J=7,6 I'n),
3,94 (3H, ¢), 4,08 (2H, T, J=6,4 I'y), 6,86 (1H, nx, J=0,8, 8,4 I'y), 7,02 (2H, x, J=9,2 '), 7,10
(2H, 1, J=9,2 T'w), 7,25 (1H, nnx, J=0,8, 8,4 I'm), 7,64 (1H, T, J=8.,4 I'm).

ITpumep 138

2-metun-3-(4-{3-[(2S)-2-Me TWINTMPPOIAUIUH- | -WI [TPOMIOKCH } PEeHWMI)-
4(3H)-Xx1HA30JIMHOH

(1) ITonyuenue 3-[(2S)-2-meTMIIIUPPOIUAUH- 1 -WiT|IpoIiaH-1-oa

T'unpobpomun (2S)-2-metunmupponuauia (2,70 r, 16,3 MmMob), 3-0OpomMnponanodn (2,49
r, 17,9 Mmoib) 1 kapboHat kanus (6,75 T, 48,9 MMOJIb) CMEIIIMBAJIU B
terparuapodypane (20 mur) u nepemeuBaiu pu 60°C B Teyenue 18 wacos. Ocamox
OTQUIBTPOBBIBATIU U (GUIBTPAT KOHIEHTPUPOBAU. OCTATOK TUCTUIIIUPOBAIIH ITPU
MOHW)KEHHOM JIaBJICHUU U MOJIy4alIu, TAKUM 00pa3om, neieBoe coenunenue (1,88 r, 80%) B
BUJIe OECLBETHOT'O MACIISTHUCTOTO BemlecTBa. [ uapoopomun (2S)-2-MeTUIIUPPOTUANHA
MOJIy4aJIu criocobom, onucanubiM B tuteparype (J. Org. Chem., 1989, Vol.54, p.209),
WCII0JIBb3Y$Sl D-TIpOIMHOJI B KAYECTBE UCXOTHOTO BEIIECTBA.

(2) MMomyuenue (2S)-2-metui-1-[3-(4-HUTPO (HEHOKCH) TP OTIUII | TUP POJTUTMHA
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LleneBoe coearHeHuUe MOJIy4aiu 1o crnocoOy nmpumepa 18, ucronp3ys
3-[(2S)-2-MeTUInUP pOTUAMH- | -WT | TpOoTIaHoI U 4-HUTPO(EHOT B KAUECTBE UCXOTHBIX
BEILIECTB.

(3) [Toyuenwue 4-{3-[(2S)-2-MeTUATIUP POITUINH- | -WIT|TPOTIOKCH } AHUITMHA

LleneBoe coenuHEHKE MOTyYald KaTaIMTUUECKUM BOCCTAHOBJIEHUEM (25)-2-meTrn-1-[3-
(4-HUTPO(DEHOKCH)ITPOTTWII TP POJIUAMHA B METAHOJIE C UCTIONIH30BAHUEM KaTaIM3aTOPa
Iajula st HA aKTUBUPOBAHHOM YIIE.

(4) IMomyuenue 2-metun-3-(4-{3-[(2S)-2-MeTUIIIUP P OTUIMH- | -WiT [T poTtoKcH } heHMIT )-
4(3H)-xrHA30JIMHOHA

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y npumMepa 18, ucroib3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIH AaHTUAPUI U
4-{3-[(2S)-2-MeTWIITUP PO AUH- | -UIT|TIPOTIOKCH }AHWUJIMH B KAYECTBE UCXOIHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,12 (3H, 1, J=6,0 I'w), 1,40-1,50 (1H, m), 1,60-2,37

(11H, m), 2,97-3,03 (1H, m), 3,18-3,23 (1H, m), 4,07-4,11 (2H, m), 7,05 (2H, 1, J=9,2 I'n),
7,15 (2H, n, J=9,2 T'n), 7,46 (1H, T, J=7,6 T'n), 7,67 (1H, 1, J=7,6 I'n), 7,76 (1H, T, J=7,6 I'n),
8,27 (1H, n, J=7,6 T'n).

Jannbie AMP s 4-{3-[(2S)-2-meTunnupp OJIMIUH- | -U1 JTPOTIOKCH } aHUJIMHA,
WCIIOJIB3YEMOTO JJIsl OJIYYEHUS COEMHEHUS] TAHHOT O IIPUMEPA, IIPEICTABIEHBI HUXE.

'H SIMP (400 MTIw, CDC13, o m.1.): 1,60 (3H, 1, J=6,4 I'n), 1,93-2,12 (2H, m), 2,18-2,30

(3H, m), 2,41-2,49 (1H, m), 2,95-3,34 (5H, m), 3,46-3,53 (1H, m), 3,86-3,92 (1H, m), 4,07 (2H,
T, J=6,4 I'1n), 6,89 (2H, 1, J=9,2 I'n), 7,31 (2H, a, J=9,2 I'm).

ITpumep 139

2,5-muMeTnn-3-(4-{3-[(2S)-2-Me TUIITUPP OJIUANH- | -WII |ITpOoOKCH } peHUIT)-
4(3H)-X1MHA30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO cloco0y npumMepa 18, ucroib3ys
2-aMHMHO-6-METUII0EH30MHYIO KUCIOTY, YKCYCHBIA AHTUIPUI U
4-{3-[(2S)-2-MeTWIITUP pOTUAUH- | -UIT |TIPOTIOKCH }AHWUJIMH B KAYECTBE UCXOIHBIX BEILIECTB.

'H IMP (400 MTI, CDCl,, om.na.): 1,11 (3H, 1, J=6,0 I'm), 1,38-1,48 (1H, m), 1,59-2,33

(11H, m), 2,82 (3H, ¢), 2,97-3,03 (1H, m), 3,17-3,22 (1H, m), 4,06-4,10 (2H, ™M), 7,04 (2H, 1,
J=9,2 T'm), 7,15 (2H, n, J=9,2 T'n), 7,21 (1H, n, J=7,2 '), 7,50 (1H, o, J=7,2 T'm), 7,59 (1H, T,
J=7,2 T').

ITpumep 140

2,6-muMeTHnn-3-(4-{3-[(2S)-2-Me TUIITUPP OJTUANH- | -WII |ITpOoOKCH } peHUIT)-
4(3H)-XxuHa30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y npumMepa 18, ucroib3ys
2-aMMHO-5-METUI0EH30MHYIO KUCIOTY, YKCYCHBIA AaHTUIPUI U
4-{3-[(2S)-2-MeTWIIIUP pOTIUAUH- | -UIT|TIPOTIOKCH }AHWUJIMH B KAYECTBE UCXOIHBIX BEILIECTB.

'H IMP (400 MTw, CDC13, om.m.): 1,12 (3H, g, J=6,0 I'y), 1,38-1,48 (1H, m), 1,59-2,37

(11H, m), 2,48 (3H, ¢), 2,97-3,03 (1H, m), 3,17-3,23 (1H, M), 4,07-4,11 (2H, m), 7,04 (2H, 1,
J=9,2 T'm), 7,14 (2H, n, J=9,2 T'n), 7,57-7,58 (2H, m), 8,05 (1H, c).

ITpumep 141

2-31un-3-(4-{3-[(2S)-2-MeTUIIINPPOIUANH- 1 -unJuponokcu } hennin)-4(3H)-xnHa30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y npumMepa 18, ucroib3ys
AHTPAHWIOBYIO KUCIIOTY, IPOTIMOHOBBIA aHTUAPUL U
4-{3-[(2S)-2-MeTWIITUP pOTUAUH- | -UIT|TIPOTIOKCH }AHUJIMH B KAYECTBE UCXOIHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, owm.n.): 1,12 (3H, 1, J=6,0 I'n), 1,22 (3H, T, J=7,2 T'nm), 1,40-
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1,50 (1H, m), 1,60-2,37 (8H, m), 2,47 (2H, kB, J=7,2 '), 2,97-3,04 (1H, m), 3,18-3,23 (1H,
M), 4,07-4,11 (2H, m), 7,05 (2H, 1, J=9,2 I'n), 7,15 (2H, n, J=9,2 I'y), 7,45 (1H, 1, J=7,6 I'm),
7,71 (1H, o, J=7,6 I'm), 7,76 (1H, 1, J=7,6 I'), 8,27 (1H, 1, J=7,6 I'm).

ITpumep 142

6-x10P-2-3TUi-3-(4-{3-[(25)-2-METUIIIUPPOIUIUH- | -UT | TPOIIOKCHU
d]mupumunns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO cloco0y npumMepa 18, ucroib3ys
5-aMUHO-2-XJIOPU30HUKOTUHOBYIO KUCIOTY, TPONUOHOBBINM aHTUAPUIT U
4-{3-[(2S)-2-MeTWIITUP pOTUAUH- | -UIT|TIPOTIOKCH } AHUJIMH B KAYECTBE UCXOIHBIX BEILIECTB.

'"H IMP (400 MT, CDC13, om.m.): 1,11 (3H, g, J=6,0 I'n), 1,23 (3H, T, J=7,2 I'y), 1,40-

1,50 (1H, m), 1,60-2,37 (8H, m), 2,46 (2H, B, J=7,2 I'y), 2,97-3,04 (1H, m), 3,18-3,23 (1H,
M), 4,08-4,11 (2H, m), 7,06 (2H, 1, J=9,2 I'm), 7,12 (2H, 1, J=9,2 I'n), 8,06 (1H, #, J=0,8 I'y),
8,94 (1H, n, J=0,8 I'm).

ITpumep 143

6-METOKCH-2-MeTHII-3-[4-(3-tupposmaus- 1 -uinponokcn)pennn]-4(3H)-XMHA30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO cioco0y npumMepa 18, ucroib3ys
2-aMUHO-5-METOKCUOEH30MHYIO KUCIOTY, YKCYCHBIN aHTUIPU U
4-(3-IuppPOIIUIMH- | -WITTPOITIOKCU)AHUIIMH B KAYECTBE UCXOIHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,79-1,83 (4H, m), 2,03-2,09 (2H, m), 2,23 (3H, c),

2,52-2,58 (4H, m), 2,66 (2H, 1, J=7,2 I'n), 3,91 (3H, ¢), 4,10 2H, T, J=6,4 T'n), 7,05 2H, 1, J=
9,2 I'm), 7,14 (2H, n, J=9,2 I'n), 7,36 (1H, nnx, J=2.8, 8,8 I'n), 7,61 (1H, 1, J=8,8 I'n), 7,63 (1H,
I, J=3,2 T'm).

ITpumep 144
6-METOKCU-2-MeTUN-3-(4-{3-[(2S)-2-MEeTUIITUPPOIUIMH- | -U |ITPOTOKCH
4(3H)-Xx1HA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COEAMHEHUE CUHTE3UPOBAJIM B BUJIE TBEPIOTO BELIECTBA
6enoro usera (T.101.: 102-106°C) o cnoco0y npumepa 18, Ucronb3ys
2-aMUHO-5-METOKCUOEH30MHYIO KUCIOTY, YKCYCHBIN aHTUIPU U
4-{3-[(2S)-2-MeTWIIIUP POTUAUH- | -UIT|TIPOTIOKCH }AHWJIMH B KAYECTBE UCXOIHBIX BEILIECTB, C
MOCIIeYIONIeH TepeKpUCTATIIIN3aMeN (3TUIaleTaT/ IMITUIIO BRI 3hUp).

'H SIMP (400 MTIq, CDCIB, om.na.): 1,12 (3H, 1, J=6,0 I'n), 1,38-1,48 (1H, m), 1,59-2,37
(11H, m), 2,97-3,03 (1H, m), 3,17-3,23 (1H, m), 3,91 (3H, ¢), 4,08-4,11 (2H, m), 7,05 (2H, n,
J=9,2 I'm), 7,15 2H, 1, J=9,2 I'n), J=7,35 (1H, nnx, J=2.8, 8,8 '), 7,61 (1H, 1, J=9,2 I'n),

7,63 (1H, n, J=3,2 I'n).

ITpumep 145

2-meTun-3-(4-{3-[(3S)-3-MeTrnnunepuanH- 1 -un|nponokcu } hennn )-4(3H)-XxuHA30IMHOH

(1) ITomyuenwue 3-[(3S)-3-MeTwnnunepuauns- 1-wi]nponan-1-oa

(3S)-3-Metunnmunepunut/(S)-(+)-manaenar (19,9 r, 79,1 mmoun),
3-6pom-1-nponano (10 r, 71,9 mmoib) u kapoboHat kayms (14,9 r, 108 MMoOJIB)
cMeruBaiy B Terparuapodypane (200 MIT) U KUTISITUIA C 0OPAaTHBIM XOJIOJWIBHUKOM B
teyenue 30 yacoB. HepacTBopumsie BeriecTBa OTHUIbTPOBBIBAIH, PUIBTPAT
KOHIEHTPUPOBAIM U K OCTATKY 100aBIISIIM 3TWIALETAT U TekcaH. O0pa3oBaBIIMecs
HEpPACTBOPUMBIE BEIIeCTBA OT(OUITHLTPOBBIBATIN, GUIBTPAT KOHIEHTPUPOBAIIH U NIEJIEBOE
coenuuenue (9,6 r, 85%) nostyyainu B BUe OECLBETHOIO MACISIHUCTOTO BEIIECTBA
JUCTWLISLMEN IPU TOHW>XKEHHOM AaBJieHUH. (35)-3-Metwimunepunus (S)-(+)-MaHaenat
MOJIy4aJIi criocobom, onucanHbiM B tuteparype (J. Org. Chem., 1987, Vol.52, p.5466).

(2) [Tonyuenue 4-{3-[(3S)-3-MeTUNTIUIIE PUAUH- | -UIT |TIPOTIOKCH } AHUIIMHMOHOTO3WIATA
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4-{3-[(35)-3-MeTunnune puauH- 1 -wi1JIIpOIOKCH } AHWIMH TI0JIy4Yalld B BUJIE
MACIISITHUCTOTO BEIIECTBA CBETIIO-KOPUIHEBOTO IBETA T10 CITOCO0Y mpumepa 18,
ucnosrb3ys 4-aurpodenont u 3-[(3S)-3-MetunnunepuanH- 1 -uijnpomnaH- 1-0J1 B KauecTBe
MCXOAHBIX BelleCTB. [1oydeHHOE MACISTHUCTOE BELIECTBO PACTBOPSIIM B ITUJIALIETATE,
n00aBIIsTU 1 9KB. pacCTBOpAa MOHOTHIPATA M-TOJIYOJICYIH(OHOBON KUCIIOTHI B METAHOJIE U
LEJIEBOE COCIMHEHUE TTOJIYYAJIM B BUJIE TBEPAOTO BEIIECTBA CBETJIO-IIEPCUKOBOIO LBETA
OT(QUITBLTPOBBIBAHUEM 00PAa30BAHHOTO TBEPIOTO BEIIECTRA.

(3) Monmyuenue 2-metnn-3-(4-{3-[(3S)-3-meTunmurie puAvH- 1 -ui Jimpornokcu }heHu)-
4(3H)-xrHA30JIMHOHA

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO cioco0y npumMepa 18, ucroib3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN AHTUIIPU]T U
4-{3-[(3S)-3-MeTWIIUIIEpUIHH- | -WJT ] ITPOTIOKCH } AHUJIMHMOHOTO3WJIAT B KAUECTBE
WCXOJHBIX BEIIECTB.

'H SIMP (400 MTI, CDCl,, o m.1.): 0,87-0,89 (4H, m), 1,56-1,76 (SH, m), 1,84-1,91 (1H,

M), 2,02-2,06 (2H, m), 2,26 (3H, ¢), 2,53 (2H, T, J=7,2 I'n), 2,85-2,93 (2H, m), 4,07 2H, T, J=
6,3 I'm), 7,04 (2H, 1, J=9,0 I'y), 7,15 (2H, 1, J=9,0 I'n), 7,46 (1H, T, J=7,6 I'n), 7,67 (1H, #, J=
7,6 I'm), 7,76 (1H, T, J=7,6 I'n), 8,27 (1H, n, J=7,6 I'y).

Jannsie AMP nns
4-{3-[(3S)-3-MeTunnunepuanH- 1 -ui ] IponoKCH } AHWIMHMOHOTO3WIATA, UCIIOJIb3yEMOTO
JUTIS TIOJTyYEHMS COEIMHEHMS] TAHHOTO IIPUMEPA, IIPEACTABIICHBI HUXKE.

'H SIMP (400 MTI, CDCl,/CD,0D=10/1, o m.1.): 0,95-1,10 (4H, m), 1,87-1,92 (2H, m),

2,02-2,32 (7TH, m), 2,36 (3H, ¢), 2,51-2,58 (1H, m), 3,22-3,26 (2H, m), 3,52-3,56 (1H, m), 3,66-
3,69 (1H, m), 3,95 (2H, T, J=5,6 I'n), 6,64-6,70 (4H, m), 7,19 (2H, x, J=8,3 'n), 7,76 (2H, n, J=
8,3 I'y).

ITpumep 146
5-6pom-2-metun-3-[4-(3-nupposuans- 1 -unnponokcu)pennn]-4(3H)-XxMHA30JIMHOH
(1) IMomyyenue 2-aMUHO-6-0pOMOEH30MHON KUCTOTHI
LleneBoe coeqrHEHUE MOJTyYaId BOCCTAHOBIEHUEM 2-0pOM-6-HUTPOOEH30MHOM
KHMCIJIOTBI JKEJIE30M B CMECU PACTBOPHUTEIIEH METAHOJIA U BOJHOI'O paCTBOPA XJIOpUIa
aMMOHUSL. 2-BpoM-6-HUTPOOEH30MHYIO KUCIOTY MOJIyYaJIM CLIOCOOOM, OITMCAHHBIM B
sarepatype (J. Chem. Soc. Perkin Trans. 1, 1991, p.1565), ucrione3ys
2-0pOM-6-HUTPOTOIYOJI B KAUYECTBE UCXOHOTO BEIIECTBA.

(2) ITonyuenue
5-0pom-2-metwi-3-[4-(3-mupposmaus- | -unnponoken)perni]-4(3H)-xuHa3zommHOHA

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y npumMepa 18, ucroib3ys
2-aMHMHO-6-0pOMOEH30MHYIO KUCTIOTY, YKCYCHBIM AHTUAPUIT U
4-(3-IUpPOIIUIMH- | -WITTPOITOKCU)AHUIIMH B KAYECTBE UCXOJIHBIX BEILIECTB.

'H IMP (400 MTI, CDCl,, o m.1.): 1,80-1,84 (4H, m), 2,03-2,09 (2H, m), 2,23 (3H, c),
2,60-2,56 (4H, m), 2,68 (2H, T, J=7,6 T'n), 4,08 (2H, T, J=6,3 I'n), 7,04 (2H, 1, J=9,3 I'w), 7,14
(2H, n,J=8,8 I'n), 7,51 (1H, 1, J=8,0 I'w), 7,62 (1H, nnx, J=8,3, 1,5 I'w), 7,70 (1H, nn, J=7,8,
1,5 I'm).

ITpumep 147

4(3H)-X1UHA30JIUHOH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIy4Yalld IO cioco0y npumMepa 18, ucroib3ys
2-aMUHO-6-(PTOPOEH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPUT U
4-{3-[(3S)-3-MeTWIIUIEpUIHH- | -WJT ] ITPOTIOKCH } AHUJIMHMOHOTO3WIIAT B KAUECTBE
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UCXOJHBIX BEILLECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 0,83-0,91 (4H, m), 1,54-1,73 (5H, m), 1,83-1,89 (1H,
M), 1,98-2,05 (2H, m), 2,24 (3H, ¢), 2,50 (2H, T, J=7,3 I'n), 2,83-2,90 (2H, ™), 4,07 (2H, 1, J=
6,3 I'm), 7,04 (2H, n, J=9,3 T'n), 7,07-7,12 (1H, m), 7,13 (2H, 1, J=9,3 I'n), 7,46 (1H, 1, J=8,3
I'm), 7,70-7,65 (1H, m).

ITpumep 148

4(3H)-XxUHA30JIUHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y npumMepa 18, ucroib3ys
2-aMUHO-6-(PTOPOEH30MHYIO KUCITOTY, TPOIMOHOBBINM AHTUIPUL U
4-{3-[(3S)-3-MeTWIIUIIEpUIHH- | -WJT ] ITPOTIOKCH } AHUJIMHMOHOTO3WIIAT B KAUECTBE
VCXOJHBIX BEILECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 0,85-0,90 (4H, m), 1,21 (3H, T, J=7,3 I'n) 1,54-1,73
(5H, m), 1,83-1,90 (1H, m), 1,99-2,05 (2H, m), 2,44 (2H, kB, J=7,5 I'w), 2,50 (2H, T, J=7,3
I'm), 2,83-2,91 (2H, m), 4,07 (2H, T, J=6,3 '), 7,02-7,14 (SH, m), 7,50 (1H, g, J=8,3 I'w), 7,70-
7,64 (1H, m).

ITpumep 149

d]mupumunus-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIyYalld 10 cloco0y npumMepa 18, ucroib3ys
5-aMHHO-2-(PTOPU3OHUKOTUHOBYIO KUCITOTY, YKCYCHBIM aHTUIPU]T U
4-{3-[(3S)-3-MeTWIIUIEpUIHH- | -UJT ] ITPOTIOKCH } AHWJIMHMOHOTO3WIAT B KAUECTBE
UCXOHBIX BEIIECTB. 5- AMUHO-2-(PTOPU30HUKOTHHOBYIO KUCJIOTY MOJIyYaJIk CIIOCOO0OM,
onucanHbM B siuteparype (J. Chem. Soc. Perkin Trans. 1, 1996, p.2221).

'H SIMP (400 MTI, CDCl,, 6 M.11.): 0,83-0,93 (4H, m), 1,61-1,75 (5H, M), 1,86-1,92 (1H,
M), 2,01-2,08 (2H, m), 2,28 (3H, ¢), 2,53 (2H, T, J=7,3 I'n), 2,94-2.85 (2H, m), 4,08 (2H, T, J=
6,3 I'm), 7,06 (2H, 1, J=9,3 I'n), 7,14 (2H, 1, J=9,3 '), 7,65 (1H, n, J=3,9 I'n), 8,77 (1H, c).

ITpumep 150

2-5TIiI-6-Top-3-(4-{3-[(35)-3-MeTUnnUne puarH- 1 - | mponokcu } heHu ) uupuao| 3.4-
d]mupumnnns-4(3H)-oH

VYKa3aHHOE B 3ar0JIOBKE COEAMHEHHE TIOIy4Yalld IO cioco0y npumMepa 18, ucroib3ys
5-aMHHO-2-(PTOPU3O0HUKOTUHOBYIO KUCIIOTY, IPOTIMOHOBBIN aHTUAPUT U
4-{3-[(3S)-3-MeTWIIUIEpUIHH- | -UJT ] ITPOTIOKCH } AHUJIMHMOHOTO3WIAT B KAUECTBE
UCXOJIHBIX BEILIECTB.

'H AMP (400 MTn, CDCl,, o m.1.): 0,83-0,92 (4H, m), 1,23 (3H, 1, J=7,3 '), 1,84-1,90

(5H, m), 1,84-1,90 (1H, m), 2,00-2,07 (2H, m), 2,44-2,53 (4H, m), 2,83-2,91 (2H, m), 4,08 (2H,
T, J=6,3 I'n), 7,06 (2H, 1, J=9,3 I'n), 7,13 (2H, A, J=8,8 I'n), 7,65 (1H, n, J=3,9 I'y), 8,80 (1H,
c).

ITpumep 151

d]mupumunns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y npumMepa 18, ucroib3ys
5-aMUHO-2-XJIOPU30HUKOTUHOBYIO KUCIOTY, YKCYCHBIM aHTUJIPU]T U
4-{3-[(3S)-3-MeTWIIUIIEpUIHH- | -1 ] ITPOTIOKCH } AHUJIMHMOHOTO3WIIAT B KAUECTBE
HCXO/IHBIX BEIICCTB.

'H SIMP (400 MTI, CDCl,, o m.1.): 0,83-0,92 (4H, m), 1,23 (3H, 1, J=7,3 T'n), 1,58-1,74
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(5H, m), 1,84-1,90 (1H, m), 2,00-2,07 (2H, m), 2,44-2,53 (4H, m), 2,91-2,84 (2H, m), 4,08 (2H,
T, J=6,3 I'm), 7,06 (2H, 1, J=9,3 I'n), 7,13 (2H, A1, J=9,3 I'y), 7,65 (1H, n, J=3,9 I'm), 8,80 (1H,
c).

ITpumep 152

6-xJ10p-2-3TUI-3-(4-{3-[(3S)-3-MeTUI-IMIIEPUANH- | -UJT JTPOTITOKCH
d]mupumunns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO cloco0y npumMepa 18, ucroib3ys
5-aMUHO-2-XJIOPU30HUKOTUHOBYIO KUCIOTY, TPONUOHOBBINM aHTUAPUIT U
4-{3-[(3S)-3-MeTWIIUIEpUIHH- | -WJT ] ITPOTIOKCH } AHUJIMHMOHOTO3WIIAT B KAUECTBE
UCXO/IHBIX BEILIECTB.

'H SIMP (400 MTI, CDC13, o m.1.): 0,83-0,93 (4H, m), 1,23 (3H, 1, J=7,3 I'n) 1,58-1,74

(5H, m), 1,86-1,92 (1H, m), 2,01-2,07 (2H, m), 2,47 (2H, kB, J=7,3 I'n), 2,52 (2H, T, J=7,6
I'm), 2,92-2,85 (2H, m), 4,08 (2H, T, J=6,3 I'n), 7,06 (2H, n, J=8,8 I'm), 7,12 (2H, a, J=8,8 I'm),
8,06 (1H, o, J=1,0 I'n), 8,94 (1H, #, J=1,0 I'm).

ITpumep 153

MoHOIMAPOXIOpU
2-metui-3-(4-{3-[(3S)-3-MeTurmnmIie WH- 1 -1i1 JIipornokcu } peHui )nu 0[2,3-
d]mupumunns-4(3H)-oH

VkazaHHOE B 3ar0JI0BKE COEIMHEHNE CUHTE3UPOBAIIU B BUIE TBEPIOTO BEIIECTBA
6emnoro ugera (T.11.: 255-262°C) no criocody npumepa 18, ucnonb3ys
2-aMUHOHUKOTUHOBYIO KUCIIOTY, YKCYCHBII aHTUAPUI U
4-{3-[(3S)-3-MeTWIITUPUIMH- | -WIT|TPOTIOKCH } AHUJIMHMOHOTO3MIAT B KAYECTBE UCXOTHBIX
BEIIECTB, U 00pabOTKOM 1 3KB. OCHOBaHUS (4H. 3TUIALETATHBIN pacTBOP), C MOCIEAYIOIIEH
IePEKPUCTAIIIM3AUUEN (3TAHOJI/3TUWIIALETAT).

'H IMP (400 MTI, CDCl,/CD,0D=10/1, o m.1.): 1,01 (3H, n, J=6,3 T'y), 1,05-1,15 (1H,

M), 1,90-1,99 (2H, m), 2,25-2,51 (8H, m), 2,57-2,64 (1H, m), 3,21-3,25 (2H, m), 3,51-3,54 (1H,
M), 3,63-3,67 (1H, m), 4,18 (2H, T, J=5,6 I'n), 7,06 (2H, 1, J=8,8 I'n), 7,19 (2H, #, J=8.,8 I'my),
7,51 (1H, nn, J=7.8, 4,9 '), 8,66 (1H, on, J=7,8, 2,0 I'y), 9,03 (1H, nx, J=4,9, 2,0 I').

ITpumep 154

MoHOIUaAPOXI0pU
2-3TUi-3-(4-{3-[(3S)-3-Me TUIIITHIIE PUANH- 1 -WJ1 JITportokcH } peHum ) nupumo[2,3-
d]mupumunns-4(3H)-oHa

Vka3zaHHOE B 3ar0JI0BKE COE/IMHEHNE CUHTE3UPOBAJIU B BUIE TBEPIOTO BEIIECTBA
6enoro usera (T.101.: 245-252°C) o cnoco0y npumepa 18, ucronb3ys
2-aMUHOHUKOTUHOBYIO KUCIIOTY, TPOMMOHOBBIN aHTUAPUI U
4-{3-[(3S)-3-MeTWITITMPUIMH- | -WIT|TPOTIOKCH } AHUJIMHMOHOTO3MIAT B KAYECTBE UCXOTHBIX
BEIIECTB, U 00pabOTKOM 1 3KB. OCHOBaHUS (4H. 3TUIALETATHBIN paCTBOP), C MOCIEAYIOIIEH
MePEKPUCTAIIIM3AUUEN (3TAHOJI/3TUWIIALETAT).

'H IMP (400 MTw, CDC13/CD3OD:10/1, o m.a.): 0,99 (3H, n, J=6,3 I'm), 1,07-1,14 (1H,

m), 1,31 (3H, 1, J=7,3 I'n), 1,88-1,99 (2H, m), 2,22-2,30 (1H, m), 2,38-2,58 (7TH, m), 3,16-3,22
(2H, m), 3,47-3,52 (1H, m), 3,60-3,64 (1H, m), 4,17 (2H, 1, J=5,4 T'ny), 7,04 (2H, n, J=8,8 I'my),
7,17 2H, o, J=8,8 I'm), 7,43 (1H, nx, J=7,8, 4,1 I'y), 8,60 (1H, ax, J=7,8, 2,0 I'n), 9,00 (1H,
an, J=4,1,2,0 I'm).

ITpumep 155

2-MeTuin-3-(4-{3-[(3S)-3-MeTUIATIMIIE pUANH- | -WIT JTpOoITOKCcH } peHuI )nupuao[4,3-

d]mupumunns-4(3H)-0H MOHOTO3UWIIAT

YkazaHHoe B 3aroJ10BKe COCIMHECHUE CUHTE3UPOBAJIM B BUAC TBCPAOTO BEUICCTBA
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CBETJIO-keNToro 1BeTa (T.I01.: 185-188°C) no cnocoOy mpumepa 18, ucromnb3ys
4-aMHOHUKOTHHOBYIO KUCIIOTY, YKCYCHBIN aHruapua u 4-{3-[(35)-3-
METUIITTUPUIUH- | -WJT [T POTTOKCH }aHUJIIMHMOHOTO3WIAT B KAY€CTBE UCXO/IHBIX BEIIIECTB, U
00paboTKOM 1 3KB. M-TOTYOJICYIb(POHOBOM KUCIOTHI C MOCIIEAYIOIIEH
IEPEKPUCTAIIM3AUUEN (3TAHOJI/3TWIIALETAT).

'H SIMP (400 MI, CDCL,/CD,0D=10/1, 6 m.x1.): 0,99 (3H, x, J=6,8 I'n), 1,04-1,12 (1H,

M), 1,90-1,94 (2H, m), 2,06-2,21 (2H, m), 2,28-2,44 (10H, m), 3,27-3,32 (2H, m), 3,56-3,60
(1H, m), 3,70-3,74 (1H, m), 4,15 (2H, T, J=5,6 '), 7,04-7,07 (2H, m), 7,15-7,18 (2H, m), 7,21
(2H, 1, J=7,8 T'm), 7,59 (1H, n, J=5,9 I'n), 7,77 (2H, n, J=8,3 T'm), 8,85 (1H, n, J=5,9 I'm), 9,45
(1H, ¢).

ITpumep 156

I'mopoxmopun

2-2TUII-5-MeTOKCU-3-(4-{3-[(3S)-3-Me TUIIITUIIE PUAUH- | -UII [ITPOITIOKCHU
4(3H)-xuHA30JIUHOHA

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y npumMepa 18, ucroib3ys
2-aMUHO-6-METOKCUOEH30MHYIO KUCIOTY, TPOITMOHOBBINA AaHTUAPHUIL U
4-{3-[(3S)-3-MeTWIIUIIEpUIHH- | -WJT ] ITPOTIOKCH } AHUJIMHMOHOTO3WIAT B KAUECTBE
UCXOJHBIX BEILLECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 0,99 (3H, 1, J=6,8 I'w), 1,04-1,15 (1H, M), 1,33 (3H,

T,J=7,3 I'n), 1,88-1,98 (2H, m), 2,22-2,31 (1H, m), 2,34-2,43 (1H, m), 2,47-2,61 (4H, m), 2,98-
3,05 (2H, m), 3,16-3,22 (2H, m), 3,50 (1H, n, J=10,2 '), 3,63 (1H, x, J=11,2 I'n), 3,99 (3H,
), 4,19 (2H, T, J=5,1 I'n), 7,04-7,07 (3H,m), 7,18 (2H, n, J=8,3 I'y), 7,82 (1H, T, J=8,3 '),
7,98 (1H, n, J=8,3 I'n).

ITpumep 157

2-metun-3-(4-{3-[(3S)-3-Me TWIIUIIEpUIUH- | - U [T PONTOKCH } hEHUIT)TUPUIO|[ 3.4~
d]mupumunns-4(3H)-oH

YKa3aHHOE B 3ar0JIOBKE COEAUHEHUE MOJTyYaJId KATATUTUUECKUM BOCCTAHOBJIEHUEM
6-xJ10p-2-MeTUiI-3-(4-{ 3-[(3S)-3-MeTunnunepuaus- 1 -ui|nponoxcu } peHun ) mupuao| 3,4-
d]mupumnnnn-4(3H)-0Ha, CMHTE3UPOBAHOTO B IpuMepe 151, UCoyib3ys KaTaam3aTop
najiaJui Ha aKTUBUPOBAHHOM YTIJie, B MPUCYTCTBUU TPUITUIIAMUHA.

'H SIMP (400 MTI, CDCl,, 6 m.11.): 0,85-0,93 (4H, m), 1,58-1,75 (5H, m), 1,86-1,93 (1H,
M), 2,01-2,08 (2H, 1), 2,30 (3H, ¢), 2,53 (2H, T, J=7,6 I'n), 2,93-2,86 (2H, m), 4,08 2H, T, J=
6,3 I'n), 7,06 (2H, 1, J=8,8 I'n), 7,14 (2H, n, J=8,8 '), 8,03 (1H, 1, J=5,9 I'm), 8,68 (1H, 1, J=
5,4 T'm), 9,12 (1H, c¢).

ITpumep 158

2-3TUi-3-(4-{3-[(3S)-3-MeTHANMOE PUINH- | -W1 JnponoKcH }heHnm)nupuio|3,4-
d]mupumunns-4(3H)-oH

YKa3aHHOE B 3ar0JIOBKE COEAUHEHUE MMOJTyYaJId KATATUTUUECKUM BOCCTAHOBJIEHUEM
6-x510p-2-3TU1-3-(4-{ 3-[(3S)-3-MeTrnmIe puIuH- 1 -Uj1 ]I poTIoKCH } heHUT ) UPUIo[ 3 )4-
d]nupumunun-4(3H)-0Ha, CUHTE3UPOBAHHOTO B IpUMepe 152, UCTION B3y KATAIIU3ATOPD
najiaJui Ha aKTUBUPOBAHHOM YTJie, B MPUCYTCTBUU TPUITUIIAMUHA.

'H SIMP (400 MTI, CDCl,, o m.a.): 0,83-0,92 (4H, m), 1,24 (3H, 1, J=7,3 I'y) 1,56-1,76
(5H, m), 1,85-1,92 (1H, m), 2,01-2,07 (2H, m), 2,46-2,54 (4H, m), 2,85-2,92 (2H, m), 4,08 (2H,
T, J=6,3 I'm), 7,06 (2H, 1, J=9,3 I'n), 7,13 (2H, A, J=8,8 '), 8,03 (1H, n, J=4,9 I'n), 8,67 (1H,
I, J=4,9 T'n), 9,16 (1H, c).

ITpumep 159

I'uapoxitopun
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8-prop-2-mMeTmii-3-(4-{3-[(3S)-3-MeTWINUIEPUINH- | -WI|[HPOTIOKCH
4(3H)-x1HA30JIMHOHA

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO cloco0y npumMepa 18, ucroib3ys
2-aMuHO-3-(pTOpOCH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPU U
4-{3-[(3S)-3-MeTWIIUIIEpUIHH- | -WJT ] ITPOTIOKCH } AHUJIMHMOHOTO3WIAT B KAUECTBE
HCXOJHBIX BEIIECTB.

'H SIMP (400 MIq, CDC13/CD3OD:10/1, o m.a.): 0,99 (3H, n, J=6,8 I'), 1,05-1,14 (1H,
M), 1,88-1,98 (2H, m), 2,17-2,31 (3H, m), 2,39 (3H, ¢), 2,45-2,61 (3H, m), 3,17-3,22 (2H, m),
3,50 (1H, n, J=11,7 I'y), 3,63 (1H, x, J=10,7 I'n), 4,17 (2H, T, J=5,4 '), 7,04 (2H, n, J=8,3
I'm), 7,19 (2H, n, J=8,3 I'n), 7,41-7,46 (1H, m), 7,50-7,55 (1H, m), 8,05 (1H, n, J=7,8 I'm).

ITpumep 160

I'mopoxmopun
8-prop-2-MeTuii-3-{4-[3-nmupposuaus- 1 -unnponokcu|pennn } -4(3H)-XxMHA30JIMHOHA

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO cioco0y npumMepa 18, ucroib3ys
2-aMuHO-3-(pTOpOCH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPU 1
4-(3-IMpPOIIUIMH- | -WITTPOITIOKCU)AHUIIMH B KAYECTBE UCXOJHBIX BELIECTB.

'H SIMP (400 MTI, CDC13/CD3OD:10/1, o m..): 2,09-2,18 (2H, m), 2,21-2,29 (2H, m),

2,39-2,47 (5SH, m), 2,86-2,95 (2H, m), 3,37-3,32 (2H, m), 3,83-3,89 (2H, m), 4,18 (2H, T, J=5,4
I'm), 7,07 (2H, n, J=8,3 I'y), 7,22 (2H, 1, J=8,8 I'n), 7,46-7,52 (1H, m), 7,57 (1H, 1, J=9,0 I'n),
8,06 (1H, 1, J=8,3 I').

ITpumep 161

4(3H)-Xx1UHA30JIUHOH

YKa3aHHOE B 3ar0JIOBKE COEAUHEHUE MOJIyYAJIA JIEMETUIIMPOBAHUEM U
AJIKWIMPOBAHUEM
6-MeTOKCH-2-MeTU-3-[4-(3-nunepuavH- 1 -unmpomnokcu)henunn|-4(3H)-xuHa301MHOHA U
2-(propaTUIITO3MIIATA B KAUECTBE UCXOAHBIX BEIIECTB, 10 CIIOCO0y mpumepa 192.
Hcnonb3oBanu
6-MeTOKCH-2-MeTuI-3-[4-(3-munepuauH- 1 -unmpomnokcu)pennn|-4(3H)-XuHa30IMHOH,
KOTODBINM CUHTE3UPOBAJu B lipumepe 36.

'H SIMP (400 MTIq, CDC13, o m.n.): 1,42-1,48 (2H, m), 1,58-1,63 (4H, m), 2,00-2,05 (2H,
M), 2,23 (3H, ¢), 2,39-2,45 (4H, m), 2,51 (2H, T, J=7,2 I'n), 4,07 (2H, T, J=6,4 I'n), 4,27-4,29
(1H, m), 4,34-4,36 (1H, m), 4,73-4,75 (1H, m), 4,84-4,87 (1H, m), 7,04 (2H, #, J=9,2 '),
7,15 2H, n,J=9,2 T'n), 7,41 (1H, on, J=2,8, 8,8 '), 7,61-3,64 (2H, m).

IIpumep 162

4(3H)-XMHA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COCIMHEHME IT0JIy4alld JEMETUIIMPOBAHNUEM U
AIIKWIMPOBAHUEM
6-MeTOKCHU-2-MeTuI1-3-[4-(3-tup posuauH- 1 -unmnponokcu)pennn]-4(3H)-xuHa30/IMHOHA,
CUHTE3MPOBAHHOIO B IpuMepe 143, 1o criocoOy npumepa 192.

'H IMP (400 MTI, CDCl,, d m.1.): 1,81-1,84 (4H, m), 2,03-2,12 (2H, m), 2,23 (3H, ¢),
2,57-2,63 (4H, m), 2,70 (2H, T, J=7,2 T'n), 4,10 (2H, T, J=6,4 T'n), 4,27-4,29 (1H, m), 4,34-4,36
(1H, m), 4,73-4,75 (1H, m), 4,85-4,87 (1H, m), 7,04 (2H, 1, J=9,2 T'w), 7,14 (2H, 1, J=9,2 '),
7,41 (1H, nn, J=2,8, 8,8 '), 7,61-7,64 (2H, m).

ITpumep 163

5-METOKCHU-2-MeTUII-3-[4-(3-111
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VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO cioco0y npumMepa 18, ucroib3ys
2-aMUHO-6-METOKCUOEH30MHYIO KUCIOTY, YKCYCHBIM aHTUIPU U
4-(3-IMpPOIIUIMH- | -WITTPOITIOKCU)AHUIIMH B KAYECTBE UCXOIHBIX BELIECTB.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,80-1,85 (4H, m), 2,03-2,10 (2H, m), 2,21 (3H, c),

2,55-2,61 (4H, m), 2,66-2,70 (2H, m), 3,95 (3H, ¢), 4,08 (2H, T, J=6,1 I'n), 6,87 (1H, #, J=8,3
I'm), 7,01 (2H, g, J=8,8 I'n), 7,11 (2H, n, J=9,3 T'n), 7,23 (1H, 1, J=8,3 I'n), 7,65 (1H, T, J=8,3
T'm).

ITpumep 164

5-MeTOKCHU-2-MeThI-3-(4-{3-[(3S)-3-Me TWINUIIEPpUIUH- | -UI ] TP OITOKCH) (PEHWIT )-
4(3H)-Xx1HA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COEAMHEHUE CUHTE3UPOBAJIM B BUJIE TBEPIOTO BELIECTBA
Oemnoro usera (T.1m1.: 144-146°C) no criocoOy npumepa 18, ucnonb3ys
2-aMUHO-6-METOKCUOEH30MHYIO KUCIOTY, YKCYCHBIN aHTUIPU U
4-{3-[(3S)-3-MeTWIITMPUIMH- | -WIT|TPOTIOKCH } AHUJIMHMOHOTO3MIAT B KAYECTBE UCXOTHBIX
BEILIECTB, C MOCIIEAYIOLIEH e PEKPUCTATIIM3AUUEN (3TWIIALETAT/IUITUIIOBBIN
3¢up/H-TenTaH).

'H SIMP (400 MTI, CDC13, o m.1.): 0,85-0,90 (4H, m), 1,58-1,74 (5H, m), 1,83-1,91 (1H,

M), 1,98-2,06 (2H, m), 2,21 (3H, ¢), 2,49-2,54 (2H, m), 2,84-2,92 (3H, m), 3,95 (3H, ¢), 4,06
(2H, 1,J=7,0 I'y), 6,87 (1H, 1, J=8,3 I'y), 7,01 (2H, n, J=8,8 I'n), 7,11 (2H, #, J=8,8 'n), 7,23
(1H, x, J=8,3 I'n), 7,65 (1H, T, J=8,3 T'w).

ITpumep 165
6-METOKCH-2-MeTUI-3-(4-{3-[(3S)-3-MeTUINUIIEpUANH- | -U [P OTTOKCH) (PEH W) -
4(3H)-Xx1HA30JIMHOH

(1) ITonmyuenue 6-meTokcu-2-metun-4H-3,1-6eH30Kkca3uH-4-0Ha

LleneBoe coeauHeHue MOJIy4au 1o croco0y npumepa 1-(1), ucnonbsys
2-aMMHO-5-METOKCUOEH30MHYI0 KUCIOTY U YKCYCHBIN aHTUAPUL B KAUECTBE UCXOIHBIX
BEILIECTB.

(2) ITonyuenue 6-MeTOKCHU-2-MeTUII-3-[4-(3-TUPPOIUINH- | -1IT
npornokcu)perun]-4(3H)-xuna3zomuHoHa

6-MeTtokcu-2-metuin-4H-3,1-6en30kca3zon-4-oH (80 mr, 0,42 MMOJIb) U
4-{3-[(3S)-3-MeTWIIUIIEpUIHH- | -WJT ]ITPOTIOKCH } aHUITUHMOHOTO3WIAT (176 mr, 0,42 MMOJIB)
pacTBOPSUIM B YKCYCHOM KUCIOTE (2 MII) U IIEPEMEILIMBAIINA IIPU KOMHATHON TeMIeparype B
TeueHue 20 yacoB. YKCYCHYIO KUCIIOTY OTTOHSUUIM ITPU MIOHWKEHHOM JABJIEHUH, 100aBIIsIIU
3TUIIALETAT U 1H. BOAHBINA PACTBOP THAPOKCUIA HATPUSI, CMECH IKCTPATUPOBAIIH
STWIIALETATOM U CYIIMIU 0e3BOAHBIM CylIbdaToM HaTpus. [1ocae OuncTKY KOJTOHOYHOM
Xxpomartorpadueit Ha cumkarese (xiiopopopm/meranon=20/1) B pe3ynbTate
MEPEKPUCTAIIM3ALUM TTOJTYYAJIM YKA3aHHOE B 3aroj1oBKe coeaunenue (110 mr, 62%) B Buae
OECIBETHBIX KPUCTAJUIOB (3THIIAETAT/ IUITWIOBBIM 3(hup).

'H SIMP (400 MTI, CDCl,, 6 M.1.): 0,84-0,91 (4H, m), 1,57-1,75 (5H, m), 1,85-1,93 (1H,

M), 2,01-2,08 (2H, m), 2,23 (3H, c), 2,51-2,56 (2H, m), 2,85-2,94 (2H, m), 3,91 (3H, ¢), 4,08
(2H, T, J=6,3 T'y), 7,04 (2H, 7, J=8,8 '), 7,15 (2H, 71, J=9,3 I'm), 7,36 (1H, a1, J=9,0, 3,2
I'w), 7,61 (1H, 1, J=8,8 I'), 7,63 (1H, 1, J=2,9 I'y).

ITpumep 166

4(3H)-X1UHA30JIUHOH

VYka3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIyYalld IO CIOco0y npumMepa 253, Ucnosnb3ys 3-
(4-{3-[(3S)-3-meTunmune puauH- 1 -ui Jnpornokcu) pennn )-4(3H)-XuHA30IMHOH,
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CUHTE3UPOBAHHBIN B IpuMepe 165, u ximopaudTropanueraT HATPHs B KAUECTBE UCXOTHBIX
BEILIECTB.

'H SIMP (400 MTI, CDCl,, 8 m.11.): 0,84-0,92 (4H, M), 1,54-1,74 (5H, m), 1,84-1,90 (1H,
M), 1,99-2,06 (2H, m), 2,25 (3H, ¢), 2,51 (2H, 1, J=7,3 T'w), 2,92-2,84 (2H, m), 4,07 (2H, 1, J=
6,3 I'w), 6,61 (1H, 1,J=73,4 I'n), 7,05 (2H, 1, J=8,8 T'n), 7,14 (2H, n, J=8,8 I'n), 7,53 (1H, nx,
J=8.,8,2,9 I'm), 7,69 (1H, n, J=8,8 T'n), 7,94 (1H, n, J=4 T'n).

ITpumep 167

WH-1-WI|IpOIIoKCH

4(3H)-XxUHA30JIUHOH

VYKka3aHHOE B 3ar0JI0BKE COEAMHEHME TIOIY4YalI 110 CIOCOo0y nmpumMepa 253, UCIOJIb3Ys
5-meTokcu-2-metui-3-(4-{3-[(3S)-3-meTunnure puaus- 1 -ui Jupornokcu } peHu)-
4(3H)-Xx1HA30JIMHOH U XJIOPAUGTOPALETAT HATPUSI B KAUECTBE UCXOHBIX BEIIIECTB.
Hcnonbv3oBanu

5-MeTokcu-2-mMetui-3-(4-{3-[(3S)-3-MeTumune puauH- 1 -uj JmporokcH) heHu )-
4(3H)-XxMHA30JIMHOH, KOTOPBIA CHHTE3UPOBAIY B IIpumepe 164.

'H IMP (400 MTw, CDC13, o m.1.): 0,83-0,92 (4H, m), 1,54-1,73 (5H, m), 1,83-1,90 (1H,
M), 1,99-2,06 (2H, m), 2,25 (3H, ¢), 2,50 (2H, T, J=7,6 I'n), 2,84-2,91 (2H, m), 4,06 2H, T, J=
6,3 I'n), 6,67 (1H, T, J=75,9 '), 7,04 (2H, 1, J=8,8 I'n), 7,13 (2H, 1, J=9,3 I'n), 7,24 (1H, n,
J=7,3 T'w), 7,58 (1H, nn, J=8,3, 1,0 '), 7,71 (1H, 1, J=8,3 I'n).

ITpumep 168

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TTOIY4YalId 110 cioco0y npumMepa 165, ucrosnb3ys
2-aMUHO-4-METOKCUOEH30MHYIO KUCIOTY, YKCYCHBIN aHTUIPU U
4-(3-IMpPOIIUIMH- | -WITTPOITIOKCH)AHUIIMH B KAYECTBE UCXOIHBIX BEIIECTB.

2- AMUHO-4-METOKCUOEH30MHYIO KUCIOTY MOJIy4aIi CIOCOOOM, OTMCAHHBIM B
suarepatype (J. Chem. Soc. Perkin Trans. 1, 1997, p.3261).
'H SIMP (400 MTI, CDCl,, 6 M.1.): 1,79-1,82 (4H, m), 2,01-2,08 (2H, m), 2,24 (3H, ¢),

2,53-2,56 (4H, m), 2,65 (2H, T, J=7,6 I'm), 3,93 (3H, ¢), 4,09 (2H, T, J=6,3 T'1), 7,06-7,01 (4H,
m), 7,14 (2H, 1, J=8,8 I'n), 8,16 (1H, 1, J=8,8 I'm).

ITpumep 169

7-METOKCH-2-MeTHI-3-[4-(3-tunepuaut- 1 -unnpomnokcn)denni|-4(3H)-xuHa30 IMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TTOIY4Yalid IO cioco0y npumMepa 165, ucrosnb3ys
2-aMHHO-4-MeTOKCUOCH30MHYIO KUCITOTY, YKCYCHBIN aHTUIPUI U MOHOTUAPOXIIOPUT
4-(3-unepuivH- 1 -WINpOIOKCH)AHUIMHA B KAYECTBE UCXOIHBIX BEILECTB.

'"H IMP (400 MT, CDC13, o m.1.): 1,43-1,48 (2H, m), 1,58-1,64 (4H, m), 1,98-2,05 (2H,

M), 2,24 (3H, ¢), 2,39-2,46 (4H, m), 2,51 (2H, 1, J=7,6 '), 3,93 (3H, ¢), 4,07 (2H, T, J=6,3
I'n), 7,07-7,04 (4H, m), 7,14 (2H, 1, J=8,8 I'm), 8,16 (1H, 1, J=8,8 I'm).
ITpumep 170
7-MeTOKCH-2-MeTUI-3-(4-{3-[(35)-3-MeTUIIUnepUIrH- 1 -1 [HpOOKCH
4(3H)-XxuHa30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COEAMHEHUE CUHTE3UPOBAJIM B BUJIE TBEPIOTO BELIECTBA
CBETJIO-KeJTOTO 1BeTa (T.IU1.: 94-96°C) o criocoOy mpumepa 165, ucnonb3ys
2-aMHHO-4-MeTOKCUOEH30MHYIO KUCITOTY, YKCYCHBIN aHTHIPU U
4-{3-[(3S)-3-MeTWITIIMPUIMH- | -WIT|TPONIOKCH } AHUJIMHMOHOTO3MIAT B KAYECTBE UCXOTHBIX
BEIIIECTB, C TTOCIEAYIOIIeH MepeKpUCTATIIU3aUeH (3TUIAeTaT/ TUITUIIOBBIN IDUD).

'H SIMP (400 MTI, CDCl,, o m.1.): 0,83-0,92 (4H, m), 1,54-1,73 (5H, m), 1,83-1,89 (1H,

Crtpanuua: 110



5

10

15

20

25

30

35

40

45

30

RU 2358969 C2

M), 1,98-2,06 (2H, m), 2,24 (3H, ¢), 2,50 (2H, T, J=7,6 I'n), 2,83-2,91 (2H, m), 3,93 (3H, ¢),
4,07 2H, 1, J=6,3 I'y), 7,06-7,01 (4H, m), 7,14 (2H, g, J=8,8 I'nm), 8,16 (1H, n, J=8,8 I').

ITpumep 171
5-MeTOKCH-2-MeTUI-3-(4-{3-[(2R)-2-METWIITUPPOJIUIMH- | -WIT [ TPOTIOKCH
4(3H)-Xx1HA30JIMHOH

(1) IToyuenwue 4-{3-[(2R)-2-MeTWIIIUP POJIUIUH- | -UJT ] IIPOTIOKCH } AHWIMHMOHOTO3WIATA

4-{3-[(2R)-2-MEeTUITIUP POJUIMH- | -WI | TPOTIOKCH } AHWJIMH TIOJ1y4aJIkd B BUIE
MACIISITHUCTOTO BEIIeCTBA CBETIO-KOPUIHEBOTO I[BETA IO CIIoco0y mpumepa 138,
UCTIONB3Ys TUAPOoOpoMu (2R)-2-MeTUIIUPPOIUINHA, 3-OpOMIIPONIAHOM U 4-HUTPOQEHOIT
B KQUECTBE MCXOJHBIX BelIECTB. [10TydeHHOE MACIIIHUCTOE BEIIECTBO PACTBOPSUIU B
JTUIIANeTaTe, T00aBIsUIM 1 9KB. pacCTBOpa MOHOTHIpATA M-TOIYOJICYIH(OHOBOM KUCTIOTHI
B METAHOJIE U LIEJIEBOE COE/IMHEHUE MOJTy4Yalld B BUI€ OECLIBETHOTO TBEPAOIrO BEIIECTBA
OT(QUITBLTPOBBIBAHUEM 00Pa30BAHHOTO TBEPIOTO BerecTBa. [ uapodpomua
(2R)-2-MeTUIIUPPOIUANHA TTOJIYYaJIU CIIOCOOOM, ONMMCaHHbIM B iutepatype (J. Org.
Chem., 1989, Vol.54, p.209), ucnosib3yst L-ipOJIMHOJI B KAUECTBE UCXOJHOTO BEIIECTBA.

(2) ITonyuenue
5-MeToKcH-2-MeTu-3-(4-{ 3-[(2R)-2-MeTUITIMP POIUINH- | -WIT | TP OTIOKCH } heHMIT ) -
4(3H)-xrHA30JIMHOHA

VYKka3aHHOE B 3ar0JI0BKE COEAMHEHME TTOIY4Yalld IO cioco0y npumMepa 165, ucnosnp3ys
2-aMUHO-6-METOKCUOEH30MHYIO KUCIOTY, YKCYCHBIM aHTUIPU U
4-{3-[(2R)-2-MeTUIIIIUP POITUIUH- 1 -WIT|IIPOTIOKCH } AHUJIMHMOHOTO3MWJIAT B KA4ECTBE
HCXOJHBIX BEIIECTB.

'H SIMP (400 MTI, CDC13, owm.a.): 1,11 (3H, n, J=5,9 I'y), 1,38-1,48 (1H, m), 1,59-1,82

(2H, m), 1,89-2,33 (9H, m), 2,97-3,03 (1H, m), 3,17-3,22 (1H, m), 3,95 (3H, ¢), 4,05-4,10 (2H,
M), 6,87 (1H, n, J=8,3 I'n), 7,02 (2H, x, J=9,3I'n), 7,11 (2H, 1, J=9,3 I'n), 7,24 (1H, 1, J=8,3
I'm), 7,65 (1H, T, J=8,0 I'm).

Jannsie AMP nns
4-{3-[(2R)-2-MeETUITIUP POTIMAUH- | -WIT [TPOTIOKCHU } AHUIIMHMOHOTO3MWIATa, UCTIOIb3YEMOTO
JUTSI TIOJIYYEHUSI COCJIMHEHUSI JAHHOT O IIPUMEPA, MPEACTABIICHBI HUXKE.

'H SIMP (400 MTI, CDCl,/CD,0D=5/1, om.na.): 1,54 (3H, n, J=5,4 I'n), 1,89-2,06 (2H,

M), 2,18-2,43 (6H, m), 2,61 (4H, ymup.c), 2,90-3,08 (1H, m), 3,21-3,26 (1H, m), 3,44-3,52
(1H, m), 3,91-4,02 (3H, m), 6,67-6,72 (4H, m), 7,19 (2H, x, J=8,3 I'm), 7,75 (2H, 1, J=8,3 I'm).

ITpumep 172
6-METOKCU-2-MeTUII-3-(4-{3-[(2R)-2-METUINIUPPOIUIUH- | -UI | TPOIIOKCU
4(3H)-X1MHA30JIMHOH

Yka3aHHOE B 3ar0JIOBKE COEAMHEHUE CUHTE3UPOBAJIM B BUJIE TBEPIOTO BELIECTBA
6emnoro ugera (t.1mi.: 106-108°C) o criocody npumepa 165, UCrioib3ys
2-aMUHO-5-METOKCUOEH30MHYIO KUCIOTY, YKCYCHBIN aHTUIPU U
4-{3-[(2R)-3-MeTUNTIUPUIMH- | -WIT | TPOTIOKCH } AHWJIMHMOHOTO3UJIAT B KAUYECTBE UCXOAHBIX
BEIIIECTB, C TTOCIEAYIOIIeH MepeKPUCTATIIU3aUeH (3TUIAeTaT/ TUITUIIOBBIN IDUD).

'H IMP (400 MTw, CDC13, om.m.): 1,11 (3H, g, J=5,9 I'y), 1,39-1,48 (1H, m), 1,59-1,83

(2H, m), 1,89-2,07 (3H, m), 2,10-2,34 (6H, m), 2,97-3,04 (1H, m), 3,17-3,22 (1H, m), 3,91
(3H, ¢), 4,07-4,12 (2H, m), 7,05 (2H, #, J=8,8 I'w), 7,15 (2H, a1, J=8,8 I'ry), 7,36 (1H, ox, J=
8,8,2,9 1), 7,61 (1H, o, J=8,8 I'm), 7,63 (1H, a, J=2,9 I'm).

ITpumep 173
7-MeTOKCHU-2-MeTHNI-3-(4-{3-[(2R)-2-MeTUANUPPOIUANH- | -UI |IPOITOKCHU

4(3H)-X1UHA30JIUHOH
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VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TTOIY4Yalld 110 cioco0y npumMepa 165, ucrosnb3ys
2-aMUHO-4-METOKCUOEH30MHYIO KUCIOTY, YKCYCHBIN aHTUIPU U
4-{3-[(2R)-2-METUATIUP POIIMAUH- | - JHPOTIOKCH } AHUITMHMOHOTO3MWIAT B KAUECTBE
UCXOJHBIX BEILIECTB.

'H IMP (400 MTI, CDCl,, om.n.): 1,11 (3H, 1, J=6,3 I'y), 1,39-1,48 (1H, m), 1,58-1,83

(2H, m), 1,89-2,07 (3H, m), 2,10-2,51 (6H, m), 2,97-3,04 (1H, m), 3,17-3,22 (1H, m), 3,93
(3H, ¢), 4,10-4,06 (2H, m), 7,01-7,06 (4H, m), 7,15 (2H, 1, J=8,8 I'n), 8,16 (1H, 1, J=8,8 I'n).

ITpumep 174

3-[4-(3-azenan- 1 -winponokcu)pernn |-2,6-nmumetnn-4(3H)-xuHa30JIMHOH

(1) ITomyuenue 4-(3-a3enaH- 1 -WIMPONOKCH)aHWINHA

LleneBoe coenrHeHue MoIyyaiy 1o cnoco0y nmpumepa 138, ucnosnb3ys a3emnax,
3-6GpoMITpoIaHo U 4-HUTPOGEHOIT B KAUECTBE UCXOTHBIX BEIIECTB.

(2) ITonyuenue
3-[4-(3-azemnan- 1 -unnponokcu)pernn |-2,6-aumetiin-4(3H)-xuHa301MHOHA

VYKka3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO coco0y nmpumMepa 165, ucnomnb3ys
2-aMMHO-5-MeTWI0EH30MHYIO KUCIOTY, YKCYCHBIA AHTUIPUI U
4-(3-a3enaH- 1 -WINPOITIOKCU)AHUIIMH B KAYECTBE UCXOJHBIX BEIIECTB.

'H IMP (400 MTI, CDCl,, o m.1.): 1,62-1,64 (8H,m), 1,96-2,02 (2H, m), 2,24 (3H, T, J=

11,7 T'n), 2,48 (3H, T, J=11,7 I'n), 2,68 (6H, T, J=7,3 I'n), 4,07-4,09 (2H, m), 7,04 (2H, nT, J=
6,0, 3,6 I'y), 7,14 (2H, o, J=12,2, 6,1 I'n), 7,57 (2H, g, J=1,0 I'w), 8,05 (1H, ¢).

ITpumep 175

3-[4-(3-azenan- 1 -unnponokcu)ennn |-S-prop-2-Metnn-4(3H)-XxMHA30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TTOIY4Yalld IO coco0y npumMepa 165, ucrosnb3ys
2-aMUHO-6-(PTOPOCH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPU U
4-(3-a3enaH- 1 -WINPOITIOKCU)AHWUIIMH B KAYECTBE UCXOJHBIX BEIIECTB.

'H IMP (400 MTI, CDCl,, d m.1.): 1,61-1,63 (8H, m), 1,95-2,02 (2H, m), 2,22 3H, 1, J=
10,0 I'm), 2,67-2,68 (6H, m), 4,08 (2H, T, J=6,3 '), 7,03-7,15 (5H, m), 7,46 (1H, 1, J=8,3
I'm), 7,68 (1H, T, J=8,3, 5,4 I'n).

ITpumep 176

3-[4-(3-azenan- 1 -unnponokcu)pennn |-7-prop-2-Metnn-4(3H)-XxMHA30IMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TIOIY4Yalld IO cioco0y npumMepa 165, ucrosnb3ys
2-aMuHO-4-(pTOpOCH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPU 1
4-(3-a3enaH- 1 -WINPOITOKCU)AHWUIIMH B KAYECTBE UCXOJHBIX BEIIECTB.

'H IMP (400 MTI, CDCl,, d m.1.): 1,62-1,65 (8H, m), 1,95-2,02 (2H, m), 2,23 3H, 1, J=

14,6 T'n), 2,67-2,68 (6H, m), 4,08 (2H, T, J=6,3 '), 7,04-7,06 (2H, m), 7,12-7,20 (3H, m),
7,31 (1H, nnx, J=9.8, 2,4 I'n), 8,28 (1H, nx, J=8.,8, 5,9 I'n).

ITpumep 177

3-[4-(3-azenan- 1 -unnpomnokcu)heHun |-5-MeTokcu-2-Me Tui-4(3H)-XuHA30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TTOIY4Yalld 110 cioco0y npumMepa 165, ucrosnb3ys
2-aMUHO-6-METOKCUOEH30MHYIO KUCIOTY, YKCYCHBIN aHTUIPU U
4-(3-a3enaH- 1 -WINPOITIOKCU)AHUIIMH B KAYECTBE UCXOJHBIX BEIIECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,63-1,66 (8H, M), 1,96-2,03 (2H, m), 2,20 (3H, ¢),
2,68 (6H, 1, J=6,8 I'n), 3,96 (3H, c), 4,08 (2H, T, J=6,3 I'n), 6,88 (1H, 1, J=7,8 I'w), 7,01-7,04
(2H, m), 7,10-7,13 (2H, m), 7,24 (1H, n, J=4,1 I'n), 7,65 (1H, T, J=8,0 I'w).

ITpumep 178

3-[4-(3-azenan- 1 -unnpomnokcu)heHun |-6-meTokcu-2-Me Tui-4(3H)-XuHA30JIMHOH
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VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TTOIY4Yalld 110 cioco0y npumMepa 165, ucrosnb3ys
2-aMUHO-5-METOKCUOEH30MHYIO KUCIOTY, YKCYCHBIN aHTUIPU U
4-(3-a3enaH- 1 -WINPOITIOKCU)AHWUIIMH B KAYECTBE UCXOJHBIX BEIIECTB.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,62-1,66 (8H, m), 1,96-2,03 (2H, m), 2,20 (3H, c),

2,68-2,70 (6H, m), 3,91 (3H, ¢), 4,09 (2H, T, J=6,3 I'n), 7,05 (2H, T4, J=6,0, 3,6 I'), 7,13-7,16
(2H, m), 7,36 (1H, na, J=9,0, 3,2 I'm), 7,60 (1H, ¢), 7,63 (1H, T, J=3,4 I'n).

ITpumep 179

2,7-nmuameTni-3-(4-{3-[(3S)-3-Me Tuanune pUIMH- 1 -Wi1 [HpOTOKCUDEHIUIT } -
4(3H)-Xx1MHA30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TTOIYYalid B BUIE O€JIbIX KPUCTAILIOB IO CIOCO0Y
npumepa 165, ucrioyib3yst 2-aMUHO-6-METOKCUOEH30MHYIO KUCIIOTY, YKCYCHBIN aHTUAPUL
v 4-{3-[(3S)-2-MeTHIIIUP POIUAMH- | -WIT | IIPOITOKCH } AHWIMHMOHOTO3UJIAT B KAUYECTBE
HCXOHBIX BEIIECTB, U 00Pa0OTKOM C UCTIOIb30BaHUEM | 3KB. pacTBOpa 4H.
XJIOPUCTOBOAOPOIHON KUCIIOTHI B 3TWIALETATE C IMMOCIEAYIOUIEH NIEPEKPUCTAILIN3ALMEN (U3
3TaHOJIa/3TUIaneTaTa).

'H SIMP (400 MTI, CDCL,/CD,0D=10/1, o m.1.): 1,01 (3H, 1, J=6,3 I'm), 1,07-1,12 (1H,

M), 1,90-1,99 (2H, m), 2,25-2,52 (11H, m), 2,56-2,63 (1H, m), 3,20-3,24 (2H, m), 3,51-3,54
(1H, m), 3,63-3,67 (1H, m), 4,15-4,18 (2H, m), 7,04 (2H, 1, J=8,3 T'n), 7,18 (2H, x, J=8,3 I'n),
7,60-7,64 (2H, m), 8,04 (1H, c).

ITpumep 180

3-[4-(3-a3enaH- 1 -unnponokcn)henu |-2-metunnupuao(4,3-djnupumuani-4(3H)-oH

VkazaHHOe B 3ar0JI0BKE COEIMHEHNE TTOJIy4aliv IO crioco0y npumepa 165, ucnomnb3ys
4-aMUHOHUKOTUHOBYIO KUCIIOTY, YKCYCHBII aHTUAPUI U
4-(3-a3enaH- 1 -WIIPOITOKCU)AHUIIMH B KAYECTBE UCXOJHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, 6 M.1.): 1,63 (4H, ymmwmp.c), 1,72 (4H, ymmp.c), 2,06-2,08 (2H,
M), 2,30 (3H, ¢), 2,76 (6H, ymwup.c), 4,10 (2H, T, J=6,3 I'n), 7,05-7,08 (2H, m), 7,13-7,16 (2H,
M), 7,49 (1H, 1, J=2,9 T'n), 8,85 (1H, n, J=5,9 I'n), 9,47 (1H, ¢).

ITpumep 181

2-metun-3-(4-{3-[(2R)-2-Me TUIITUPPOJIUIMH- | -WJT [ TPOTIOKCH
4(3H)-Xx1HA30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TIOIY4Yalld IO cioco0y npumMepa 165, ucrosnb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUAPU U
4-{3-[(2R)-2-MeTUITIUP POIUIUH- | -UIT |ITPOTIOKCH } aHUJTMHMOOTO3MIIAT B KAYECTBE
UCXO/IHBIX BEILIECTB.

'H AMP (400 MTn, CDCl,, owm.n.): 1,14 (3H, 1, J=5,9 I'y), 1,43-1,55 (1H, m), 1,69-1,85

(2H, m), 1,93-2,54 (9H, m), 2,99-3,07 (1H, m), 3,21-3,26 (1H, m), 4,06-4,11 (2H, m), 7,05 (2H,
n,J=8,8 I'm), 7,15 (2H, n, J=8,8 I'n), 7,46 (1H, T, J=7,6 T'n), 7,67 (1H, 1, J=7,8 I'w), 7,78-7,74
(1H, m), 8,27 (1H, nnx, J=8,0, 1,2 I'n).

ITpumep 182

2,5- gumMeTu-3-[2-MeToKcu-4-[3-(1 -munepunuaun) nponokcu|dpennn |-4(3H)-XMHA30 IMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld IO Coco0y npumMepa 63, UCIoIb3ys
2-aMUHO-6-MeTUIIOEH30MHYIO KUCIIOTY, YKCYCHBIN aHTUAPUI, 4-aMUHO-3-METOKCU(DEHOIT U
ruapoopomun 1-(3-6poMIIponMI)IUNEPUIMHA B KAUECTBE UCXOJHBIX BEILIECTB.
4- AMUHO-3-MeTOKCU(DEHOJT TTOTydalIv CITOCOOOM, ONMMCAaHHBIM B JiuTeparype (J. Med.
Chem., 1995, Vol.38, p.2748).

'H SIMP (400 MTI, CDCl,, owm.1n.): 1,42-1,48 (2H, m), 1,58-1,64 (4H, m), 1,97-2,04 (2H,
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M), 2,19 (3H, ¢), 2,39-2,44 (4H, m), 2,50 (2H, 1, J=7,2 '), 2,82 (3H, ¢), 3,77 (3H, ¢), 4,06
(2H, 1, J=6,4 I'n), 6,59-6,62 (2H, m), 7,08 (1H, x, J=8,8 I'), 7,19 (1H, n, J=8,0 I'm), 7,49 (1H,
o, J=8,0 I'm), 7,58 (1H, 1, J=8,0 I'm).

ITpumep 183

2.5-1uMeTHII-3- { 2-Me TOKCHU-4- [ 3-Mp poTMANH- 1 -uanponokcu | penun } -
4(3H)-Xx1MHA30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIyYalld 110 Coco0y npumMepa 63, UCIoIb3ys
2-aMUHO-6-MeTUIIOEH30MHYIO KUCIIOTY, YKCYCHBIN aHTHAPUI, 4-aMUHO-3-METOKCU(DEHOIT U
runpoopomus 1-(3-6pomMpeHIT)MUPPOTUINHA B KAUECTBE UCXOIHBIX BEIIECTB.

'H SIMP (400 MTI, CDCL, o m.1.): 1,80-1,83 (4H, m), 2,01-2,07 (2H, m), 2,19 (3H, ¢),

2,54-2,58 (4H, m), 2,66 (2H, 1, J=7,2 T'n), 2,82 (3H, ¢), 3,77 (3H, ¢), 4,08 (2H, 1, J=6,4 '),
6,59-6,62 (2H, m), 7,08 (1H, n, J=8,8 I'y), 7,19 (1H, x, J=8,0 I'y), 7,49 (1H, 1, J=8,0 I'y),
7,58 (1H, T, J=8,0 I'y).

ITpumep 184

d]mupumunns-4(3H)-oH

VkazaHHOe B 3ar0JI0BKE COEIMHEHUE TTOJIy4allv Mo crioco0y mpumepa 63, UCIOJIb3y4
5-aMMHO-2-XJIOPU30HUKOTUHOBYIO KUCIIOTY, YKCYCHBII aHTUAPUI,
4-amuHO-3-MeToKcH(peHOT U THAPOOpoMuUs 1-(3-OGpOMITPOTIUIT ) TUIIEPUIMHA B KAUECTBE
VCXOJHBIX BEILECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,42-1,48 (2H, m), 1,58-1,64 (4H, m), 2,00-2,05 (2H,

M), 2,25 (3H, ¢), 2,40-2,45 (4H, m), 2,51 (2H, T, J=7,2 I'n), 3,77 (3H, c), 4,07 (2H, 1, J=6,4
I'm), 6,61-6,64 (2H, m), 7,07 (1H, g, J=9,2 I'w), 8,06 (1H, x, J=0,8 I'w), 8,90 (1H, x, J=0,8 I'y).

ITpumep 185

6-x510p-3-{2-MeTOKCU-4-[3-11n
d]mupumunns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld 110 CIoco0y npumMepa 63, UCTIoIb3ys
5-aMUHO-2-XJIOPU30HUKOTUHOBYIO KUCIOTY, YKCYCHBIM aHTUIPULL,
4-aMUHO-3-MeTOKCU(DEHO ¥ TUAPOOpOoMUT 1-(3-OpOMIIPOTIUIT)TUPPOTUINHA B KAYECTBE
VCXOJIHBIX BEILECTB.

'H IMP (400 MTI, CDCl,, 6 M.1.): 1,80-1,84 (4H, m), 2,02-2,09 (2H, m), 2,25 (3H, ¢),
2,55-2,60 (4H, m), 2,68 (2H, T, J=7,2 T'n), 3,77 (3H, c), 4,10 (2H, 1, J=6,4 I'y), 6,61-6,64 (2H,
M), 7,06 (1H, x, J=9,2 I'm), 8,06 (1H, g, J=0,8 I'n), 8,89 (1H, &, J=0,8 I').

ITpumep 186

6-pTop-3-[2-MeTOKCH-4-(3-IUIIEPUINH- | -UATTPOTTOKCH ) PEHWNIT
d]mupumunns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIYYalld IO Coco0y npumMepa 63, UCTIOIb3ys
5-aMUHO-2-(PTOPU30HUKOTUHOBYIO KUCIIOTY, YKCYCHBIN aHTUIPHI,
4-amuHO-3-MeToKcH(peHOT U THAPOoOpoMuUs 1-(3-OGpOMITPOTIUIT ) TUIIEPUIMHA B KAUECTBE
VCXOJIHBIX BEILECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,42-1,51 (2H, m), 1,58-1,64 (4H, m), 1,98-2,06 (2H,
M), 2,25 (3H, ¢), 2,40-2,45 (4H, m), 2,51 (2H, T, J=7,2 I'n), 3,78 (3H, c), 4,07 (2H, 1, J=6,4
I'm), 6,61-6,64 (2H, m), 7,07 (1H, g, J=9,2 I'm), 7,64-7,65 (1H, m), 8,76 (1H, c).

ITpumep 187

d]mupumunns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TTOIY4Yalld IO Coco0y npumMepa 63, UCTIoIb3ys
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5-aMUHO-2-(PTOPU30HUKOTUHOBYIO KUCIIOTY, YKCYCHBIN aHTHIPHI,
4-amuHO-3-MeToKkcupeHoI U THApOoOpoMuUs 1-(3-OGpOoMITPOTIUI) TMPPOIIUIMHA B KAUECTBE
VICXOJIHBIX BEILECTB.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,80-1,84 (4H, m), 2,02-2,09 (2H, m), 2,24 (3H, c),

2,55-2,60 (4H, m), 2,67 (2H, T, J=7,2 T'n), 3,77 (3H, c), 4,10 (2H, 1, J=6,4 I'y), 6,61-6,64 (2H,
M), 7,07 (1H, 1, J=9,2 I'n), 7,64-7,66 (1H, m), 8,76 (1H, c).

ITpumep 188

3-[2-MeTOKCU-4-(3-IUIIEPUINH- | -UIIITP ONTOKCH ) PEHMI | -2-Me TUIIIIUPUIO [ 3.4-
d]mupumunus-4(3H)-oH

YKa3aHHOE B 3ar0JIOBKE COEIMHEHME ITOJIyYaJId KATAITUTUIECKUM BOCCTAHOBJICHUEM
6-xJ10p-3-[2-MeToKCU-4-(3-TTunepuanH- 1 -uinponokcu)penun]-2-metumpuao| 3,4-
d]nupumunnn-4(3H)-0Ha, CMUHTE3UPOBAHHOTO B IpuMepe 184, UCTION B3y KATAIU3ATOP
najulaui Ha AKTUBUPOBAHHOM YTIJI€, B IPUCYTCTBUUA TPUITUIIAMHUHA.

'H SIMP (400 MTI, CDCl,, owm.1.): 1,42-1,48 (2H, m), 1,58-1,63 (4H, m), 1,98-2,06 (2H,

M), 2,27 (3H, ¢), 2,40-2,45 (4H, m), 2,51 (2H, T, J=7,2 I'n), 3,77 (3H, c), 4,07 (2H, 1, J=6,4
I'm), 6,61-6,64 (2H, m), 7,07 (1H, g, J=9,2 I'w), 8,03 (1H, nnx, J=0,8, 5,2 I'n), 8,66 (1H, 1, J=
5,2 T'm), 9,12 (1H, n, J=0,8 I'n).

ITpumep 189

3-{2-MeTOKCHU-4-[3-IUPPOIUINH- | -WIIPONOKCH] (DEeHNN }-2-MeTHIIIUPUIO|[3.4-
d]mupumunns-4(3H)-oH

YKa3aHHOE B 3ar0JIOBKE COEIMHEHME TOJIyYaJId KATAIUTUIECKUM BOCCTAHOBJICHUEM
6-xJ10P-3-{2-MeTOKCH-4- [ 3-TUPPOIUIUH- | -UIITPOTIOKCH | (heHIT } -2-Me TUIIUPUIO| 3,4-
d]mupumunnn-4(3H)-0Ha, CHHTE3UPOBAHHOTO B puMepe 185, UCIOb3ysl KATATU3ATOP
najulaui Ha aKTUBUPOBAHHOM YTIJI€, B IPUCYTCTBUUA TPUITUIIAMHUHA.

'H SIMP (400 MTI, CDCl,, 6 M.1.): 1,82-1,86 (4H, m), 2,04-2,11 (2H, m), 2,27 (3H, ¢),
2,59-2,63 (4H, m), 2,70 (2H, T, J=7,2 T'n), 3,77 (3H, c), 4,10 (2H, 1, J=6,4 I'y), 6,61-6,64 (2H,
M), 7,07 (1H, 1, J=9,2 I'n), 8,03 (1H, nx, J=0,8, 5,2 I'y), 8,66 (1H, 1, J=5,2 I'n), 9,12 (1H, #,
J=0,8 I'n).

ITpumep 190

3-[2-MeTOoKCH-4-(3-TIUIePUANH- | -UIIITP ONOKCH)PEHNUI | -2-ME TUITIUPUIO[4,3-
d]mupumunns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld IO Coco0y npumMepa 63, UCToIb3ys
4-aMUHOHUKOTHUHOBYIO KUCIOTY, YKCYCHBII aHTUAPU, 4-aMHHO-3-MeTOKCU(EHOT 1
ruapoopomun 1-(3-6poMIIponMI)IUNEPUIMHA B KAUECTBE UCXOAHBIX BELLIECTB.

'H SIMP (400 MI, CDCl,, d m.1.): 1,42-1,48 (2H, m), 1,58-1,63 (4H, m), 1,98-2,06 (2H,

M), 2,26 (3H, ¢), 2,40-2,45 (4H, m), 2,50 (2H, T, J=7,2 I'n), 3,78 (3H, c), 4,07 (2H, 1, J=6,4
I'm), 6,61-6,64 (2H, m), 7,08 (1H, x, J=8,8 I'w), 7,48 (1H, nx, J=0,8, 5,6 I'n), 8,83 (1H, 1, J=
5,6 T'w), 9,47 (1H, 1, J=0,8 I'y).

ITpumep 191

4(3H)-XMHA30JIMHOH

(1) IMonyuenue 4-amuHo-2-0pomdeHoa

LleneBoe coequHEHKE MOTyYalId BOCCTAHOBJICHUEM 2-0pOoM-4-HUTPO(DEeHOIIA JKETe30M B
CMEIIaHHOM PACTBOPE METAHOJIA U BOAHOI'O PACTBOPA XJIOPUIA AMMOHMS.
2-Bbpom-4-HuTpoheHOI MoTyyaiu Croco0oM, ONTMCAHHBIM B utepatype (J. Org.
Chem., Vol.62, 1997, p.4504).

(2) ITonyuenue
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3-{3-6pom-4-[3-tup posuanH- 1 -UIp OrtOKCH] PeHun }-2-Me TUI-5-(TpruTOpMETHII )-
4(3H)-XxrHA30JIMHOHA

VYKa3aHHOE B 3ar0JI0BKE COEMHEHME TIOIY4Yalld IO Coco0y npumMepa 63, UCIoIb3ys
2-aMUHO-6-(TPUPTOPMETIIT) OEH30MHYIO KUCTIOTY, YKCYCHBIN aHTUAPUTI,
4-amuHO-2-6pomdenot u runpodpomua 1-(3-0pOMITPONMIT)TUPPOSIUANHA B KAUECTBE
UCXOJHBIX BEILIECTB.

'H IMP (400 MTI, CDCl,, d m.1.): 1,81 (4H, M), 2,10 (2H, m), 2,28 (3H, ¢), 2,57 (4H,

M), 2,70 (2H, m), 4,13 (2H, m), 7,05 (1H, g, J=8,8 I'n), 7,17 (1H, n, J=8,8 I'y), 7,46 (1H, ¢),
7,83 (1H, x, J=8,0 I'y), 7,88 (2H, x, J=8,0 I'm).

ITpumep 192
6-x10p-3-[2-PTOPITOKCU-4-(3-TTUITEPUIUH- | -UITTPOTIOKCH ) (PEHWMIT
d]mupumunus-4(3H)-oH

(1) ITonyuenue
6-xJ10P-3-[2-runpoxcu-4-(3-nmunepuant- 1 -uimponokcH)peHun | -2-Me TUnpuo| 3,4-
d]mupumuann-4(3H)-ona

6-X110p-3-[2-MeToKCH-4-(3-nTue puarH- 1 -uaponokcu ) eHu |-2-meTunnupuio| 3,4-
d]mupumunnn-4(3H)-0H, cuHTEe3MpOBaHHbIN B ipuMepe 3-3 (143 mr, 0,32 MMOJIB),
pacTBOpsUIM B MeTUIIEHXJI0pU e (3 MiT), 106aBmsum TpuOpomu 6opa (1M pactBop B
METWICHXJIOpUJIE, 3,2 MMOJIb) Ha JIEASHOW OaHe, IepeMelUBaIu TPU KOMHATHOM
Temiieparype B TeueHue 15 yacos u nipu 40°C B TeueHue 3 yacoB. 1t OCTAaHOBKH peaKLUu
J100ABIISIIM HACBILIEHHYIO YTJIEKMCIIOTOM BOJly, CMECh 3KCTPArupOBaJIM ITUIIALETATOM U
cymmuiy 6e3BOIHBIM cyiabdaTom HaTpus. [IpoaykT oumiamm KoJIOHOYHOM
xpomaTorpadueit Ha cuukaresne (xsiopodopm/meranon=20/1) u ueneBoe coeauHeHue (49
MT, 35%) mOoJIydau B BUAE TBEPAOTO BEILIECTBA CBETJIO-KEJITOTO LBETA.

'H IMP (400 MTI, CDCl,, om.1.): 1,38-1,43 (2H, m), 1,52-1,59 (4H, m), 2,01-2,07 (2H,

M), 2,32 (3H, ¢), 2,51-2,57 (4H, m), 2,64-2,80 (2H, m), 3,99 (2H, T, J=6,4 T'n), 6,41-6,45 (2H,
M), 6,99 (1H, x, J=8,4 I'm), 8,05 (1H, g, J=0,8 I'n), 8,90 (1H, &, J=0,8 I'wy).

(2) ITonyuenue
6-x310p-3-[2-proparokcu-4-(3-nunepunauH- 1 -Uanponokcu)peHu | -2-Me TWInupuao [ 3,4-
d]mupumuann-4(3H)-ona

6-X710p-3-[2-runpokcu-4-(3-munepuanH- 1 -uanponoxkcu)peHun|-2-meTunnupuao| 3,4-
d]-mupumuaun-4(3H)-oH (10 mr), 2-bropatunrtosunat (7,6 mr) u kapboHat kajus (16 mr)
CMeIMBaM B tuMeTiwidhopmamuze (2 mit) u nepeMernusainy npu 80°C B reuenue 10 gyacos.
J06aBIISITN TUCTUIUIMPOBAHHYIO BOAY, CMECh 9KCTPArupOBAJIM 3TUIIALETATOM M CYIIUITN
6e3BoAHBIM cyib(haTom HaTpus. [TpOaYKT OUMIIIAIM TOHKOCTOMHOM XpoMaTorpadueit Ha
cunukarene (xiaopodopm/mMetanon=10/1) u ykazaHHOE B 3aT0JIOBKE coequHeHue (8,5
Mr, 77%) Tiojly4aiiv B BUJIe O€CLIBETHOT'O TBEPAOIrO BEIIECTBA.

'H IMP (400 MTI, CDCl,, owm.1.): 1,42-1,48 (2H, m), 1,58-1,64 (4H, m), 1,98-2,05 (2H,

M), 2,28 (3H, ¢), 2,40-2,45 (4H, m), 2,50 (2H, T, J=7,2 I'n), 4,07 (2H, T, J=6,4 I'n) 4,10-4,36
(2H, m), 4,49-4,52 (1H, m), 4,61-4,64 (1H, m), 6,64 (1H, 1, J=2,4 T'n), 6,67 (1H, nx, J=2,4, 8,4
I'm), 7,09 (1H, g, J=8,4 I'm), 8,05 (1H, c), 8,90 (1H, c).

ITpumep 193

2.5-1uMeTUII-3-[2-TUAPOKCHU-4-(3-IUIIE PUIAUH- | -UITTPOTOKCH ) (DEHNUI |-
4(3H)-XMHA30JIMHOH

2,5- AumeTuii-3-{2-MeTOKCU-4- [ 3-TMpp O IMH- | -uIponioKcH | peHut } -
4(3H)-XMHA30JIMHOH, CHHTE3UPOBAHHBI B ipuMepe 182, neMeTUIIMpOBAIIN, UCTIOJIb3YS
croco6 npumepa 192-(1), u noaydanu, TakuMm 00pa3oM, YKa3aHHOE B 3aT0JIOBKE

-2-MeTUInupuao|3.4-
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COEIMHEHHE.
'H SIMP (400 MTI, CDC13, o m.1.): 1,38-1,45 (2H, m), 1,55-1,61 (4H, m), 1,97-2,04 (2H,

M), 2,27 (3H, ¢), 2,43-2,52 (4H, m), 2,55-2,64 (2H, m), 2,80 (3H, c), 3,92-3,98 (2H, m), 6,44-
6,48 (2H, m), 6,99 (1H, 1, J=8,0 I'w), 7,16 (1H, g, J=8,0 I'm), 7,49 (1H, 1, J=8,0 I'), 7,56 (1H,
T, J=8,0 I'm).

ITpumep 194

2,5-muMeTII-3-{2-QTOPITOKCU-4-[3-nTUnepruanH- 1 -uInponoKcu | heHnn } -
4(3H)-XxMHA30JMHOH

VYKka3aHHOE B 3ar0JI0BKE COEAMHEHME TTOIyYalld II0 crioco0y npumepa 192-(2)
UCITIOJIb3YS
2,5-gumeTtun-3-{ 2-ruapokcu-4- [ 3-nmup ponuanH- 1 -unmnponokcu] dpennn }-4(3H)-XMHA30 TMHOH
U 2-PTOPITUII TO3WIIAT B KAYECTBE UCXOAHBIX BellecTB. Vcnonbp30Baiu
2,5-gumeTtui-3-{ 2-ruapokcu-4-[3-nup ponuan- 1 -unnponokcu] pennn }-4(3H)
XMHA30JIMHOH, KOTOPBIM CUHTE3UPOBaIM B IipuMepe 193.

'H IMP (400 MTI, CDCl,, d m.1.): 1,42-1,49 (2H, m), 1,59-1,65 (4H, m), 1,98-2,06 (2H,

M), 2,22 (3H, ¢), 2,40-2,49 (4H, m), 2,52 (2H, 1, J=7,2 I'n), 2,82 (3H, ¢), 4,05 (2H, T, J=6,4
I'm), 4,10-4,33 (2H, m), 4,50-4,54 (1H, m), 4,62-4,66 (1H, m), 6,62 (1H, 1, J=2,4 I'n), 6,65
(1H, nn, J=2,4, 8,4 T'n), 7,10 (1H, n, J=8,4 I'y), 7,20 (1H, x, J=8,0 '), 7,51 (1H, x, J=8,0
I'm), 7,58 (1H, 1, J=8,0 I'm).

ITpumep 195

3-{2-prop3TOKCU-4-[3-IMIIEpUANH- | -UITTpOoTTOKCH | (PeHM } -2-MeTUannpuIo[3.4-
d]-mupumunuu-4(3H)-oH

YKa3aHHOE B 3ar0JIOBKE COEAUHEHUE MMOJTyYaJId KATATUTUYECKUM BOCCTAHOBJIEHUEM
6-x310P-3-{2-bTOPITOKCH- [ 3-IUTIE pUIUH- | -UITITPOTTOKCH | (DeHUIT } -2-MeTUIIHPUI0| 3,4-
d]mupumunns-(3H)-0Ha, CUHTE3UPOBAHHOTO B ITpuMepe 192, uCroib3ys KaTaam3aTop
najytagui Ha aKTUBUPOBAHHOM YTIJI€, B IPUCYTCTBUU TPUITUIIAMUHA.

'H SIMP (400 MTI, CDCl,, 6 M.1.): 1,42-1,49 (2H, m), 1,58-1,64 (4H, m), 1,98-2,06 (2H,

M), 2,29 (3H, ¢), 2,40-2,47 (4H, m), 2,51 (2H, 1, J=7,2 I'n), 4,07 (2H, 1, J=6,4 I'n), 4,10-4,36
(2H, m), 4,49-4,52 (1H, m), 4,61-4,64 (1H, m), 6,64 (1H, 1, J=2,4 T'n), 6,67 (1H, nx, J=2,4, 8,4
I'm), 7,10 (1H, g, J=8,4 I'n), 8,02 (1H, nx, J=0,8, 5,2 I'm), 8,66 (1H, 1, J=5,2 I'n), 9,12 (1H, A,
J=0,8 I'm).

ITpumep 196

3-{2-drop3TOKCHU-4-[3-TIMniepuanH-1-unnpomnoxkceu|henun } -2-mMernnnupuno(4,3-
d]mupumnans-(3H)-oH

VYka3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIyYalid IO crioco0y npumepa 192, ucronp3ys 3-
{2-MeTokcu-4-[3-nmunepuanH- 1 -unnponokcu]penun }-2-metunnupuno[4,3-
d]mupumunun-4(3H)-0H 1 2-GTOPITUITO3WIAT B KAUECTBE UCXOIHBIX BELIECTB.
Ucnonp3oBanu 3-{2-mMeTokcu-4-[3-numne puars- 1 -uinmnponoxkcu]dperun } -2-metunnupuno|[4,3-
d]nupumunnn-4(3H)-0H, KOTOPBIIA CUHTE3UPOBAJIM B Iipumepe 190.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,42-1,49 (2H, m), 1,58-1,64 (4H, m), 2,01-2,05 (2H,

M), 2,29 (3H, ¢), 2,41-2,47 (4H, m), 2,52 (2H, T, J=7,2 I'n), 4,07 (2H, T, J=6,4 '), 4,10-4,38
(2H, m), 4,50-4,53 (1H, m), 4,62-4,64 (1H, m), 6,64 (1H, 1, J=2,4 I'n), 6,67 (1H, on, J=2.,4, 8,4
I'm), 7,11 (1H, o, J=8.,4 I'), 7,49 (1H, nx, J=0,8, 5,6 I'n), 8,84 (1H, x, J=5,6 I'n), 9,46 (1H, &,
J=0,8 I'm).

ITpumep 197

3-(4-rugpoxcudeHnn )-6-MeToKcH-2-MeTUInupuno|[ 3,4-d jmupumuaun-4(3H)-oun

(1) ITonyuenue
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6-xJ510p-3-(4-ruapokcudenun)-2-metumupuno| 3,4-dmpumunuu-4(3H)-ona

LleneBoe coenurnHenue noyrydaiu mno cnocody npumepa 1-(1) u -(2), ucnonb3ys
5-aMHMHO-2-XJIOPU30HUKOTHHOBYIO KUCITOTY, YKCYCHBIN aHTUAPUI U 4-aMUHO(PEHOJT B
KaueCTBE UCXOHBIX BEIIECTB.

(2) ITonyuenue
3-(4-runpoxcudeHun)-6-meTokcu-2-MmeTurmpuao| 3,4-dmupumuaun-4(3H)-ona

6-X11op-3-(4-runpoxcudeHun)-2-metumupuno| 3,4-dmupumunna-4(3H)-on (300 mr,
1,04 MMOJIB) pacTBOPsIM B O€3BOTHOM MeTaHOoJIe (15 MIT) B TOTOKE a30Ta, J00ABISIIH
METOKCHUJI HATPpus (7 MMOJIb) U CMECh KUIISITUIIU C OOPATHBIM XOJIOAWILHUKOM B
teueHue 20 yacoB. CMech OCTABIISUIN JJIs1 OXJIAXKACHUS, 3aTeM J1I00aBIISUIM YKCYCHYIO
KHUCJIOTY U PACTBOPUTENIHL OTTOHSIIM IIPU NOHWKEHHOM AaBiieHun. K octatky nobasisiiu
JTUCTWJIMPOBAHHYIO BOJTY, TBEPAbIA 0CATOK OTPUIBTPOBBIBAIIM U MOJIYYaId, TAKUM
00pa3oM, yKa3zaHHOE B 3ar0JI0BKe coelMHeHue (259 mr, 88%) B BuE TBEPIO0TO BEIIECTBA
[BETA JIABAH/IBL

'H SIMP (400 MTI, CDC13/CD30D:5/1, owm.n.): 2,21 (3H, ¢), 3,99 (3H, ¢), 6,94 2H, 1, J=

8,8 I'm), J=7,01 (2H, g, J=8,8 I'n), 7,40 (1H, ¢), 8,71 (1H, c).

ITpumep 198

2-3TUi-3-(4-runpoxcudeHun)-6-metokeunupuao| 3,4-d Jnupumuaua-4(3H)-ox

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TIOIy4Yalld IO crioco0y npumMepa 197, ucnomnp3ys
5-aMUHO-2-XJIOPU30HUKOTHHOBYIO KUCITOTY, TPONMOHOBBIN aHTUAPU/, 4-aMUHO(DEHOIT U
METOKCH/I HATPUS B KAUECTBE UCXOIHBIX BEILIECTB.

'H IMP (400 MTI, CDC13/CD3OD:5/1, owm.xn.): 1,21 3H, T, J=7,6 '), 2,47 (2H, kB, J=

7,6 I'm), 4,03 (3H, ¢), 6,98 (2H, r, J=8,8 I'm), 7,04 (2H, n, J=8,8 I'n), 7,44 (1H, ¢), 8,79 (1H, ¢).

ITpumep 199

6-METOKCH-2-MeTHII-3-[4-(3-nunepuams- 1 -uinnponoxken)penun jnmpuno|3.4-
d]mupumunns-4(3H)-oH

YKa3aHHOE B 3aI0JIOBKE COEIMHEHUE CUHTE3UPOBAJIN B BUIE TBEPIOTO BEILECTBA
6enoro usera (T.101.: 145-147°C) o cnoco0y npumepa 63, UCIIOb3Ys
3-(4-runpoxcudenun)-6-meTokcu-2-metuanupuno| 3,4-djmupumuaun-4(3H)-oH u
ruapoopomun 1-(3-6poMIIponuiI)IUPUIMHA B KAUECTBE UCXOAHBIX BELIECTB, C
MOCIIEAYIONIeH IEpeKpUCTAIIIU3ANMEN (ITUITALETAT/ IUATUITO BB 3¢up). Mcroas3oBanu 3-
(4-runpoxcudeHun)-6-MeTokcH-2-MeTunupuao|( 3,4-dmupumuann-4(3H)-oH, KOTOPBIi
CHUHTE3UPOBAJIA B ipumepe 197.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,43-1,49 (2H, m), 1,58-1,64 (4H, m), 2,00-2,06 (2H,

M), 2,24 (3H, ¢), 2,40-2,47 (4H, m), 2,52 (2H, 1, J=7,2 I'nm), 4,03 (3H, ¢), 4,07 (2H, T, J=6,4
I'm), 7,05 2H, x, J=9,2 I'n), 7,13 (2H, 1, J=9,2 I'n), 7,45 (1H, 1, J=0,8 I'n), 8,75 (1H, 1, J=0,8
T'm).

ITpumep 200

6-METOKCH-2-MeTUNI-3-[4-(3-NUp OaUINH- | -uInponokck)heHu mpuao| 3,4-
d]-mupumunuu-4(3H)-oH

YKa3aHHOE B 3aI0JIOBKE COEIMHEHUE CUHTE3UPOBAJIN B BUZIE TBEPIOTO BEILECTBA
6emnoro usera (T.101.: 123-126°C) o cnoco0y npumepa 63, UCIIOb3Ys
3-(4-runpoxcudenun)-6-meTokcu-2-metuanupuno| 3,4-djmupumuaun-4(3H)-oH u
ruapoopomuy 1-(3-6poMIIpOnUII)IUPPOIUIMHA B KAUECTBE UCXOAHBIX BELIECTB, C
MOCIIEAYIONIeH NIepeKpUCTAIIIU3ANMEN (ITUITALETAT/ IUITUITO BB 3¢up). Mcroap3oBanu 3-
(4-runpoxcudeHun)-6-MeTokcH-2-MeTunupuao|( 3,4-dmupumuann-4(3H)-oH, KOTOPBIi
CHUHTE3UPOBAJIA B ipumepe 197.
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'H amP (400 MI', CDC13, o m.1.): 1,80-1,84 (4H, m), 2,02-2,08 (2H, m), 2,23 (3H, ¢),
2,55-2,61 (4H, m), 2,68 (2H, T, J=7,2 I'm), 4,03 (3H, ¢), 4,10 (2H, T, J=6,4 T'n), 7,05 (2H, 1, J=
9,2 I'm), 7,13 (2H, 1, J=9,2 I'm).

ITpumep 201

2-3TUII-6-MeTOKCHU-3-{4-[3-ntunepunus- 1 -unnpomnokcu | pennn } mupumo| 3,4-
d]mupumunus-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIYYalld IO Coco0y npumMepa 63, UCTIOIb3ys
2-311n-3-(4-runpokcudenun)-6-metokeunupuao| 3,4-dmupumuans-4(3H)-oH u
ruapoopomun 1-(3-6poMIIpoOnMII)IUIEPUIMHA B KAUECTBE UCXOAHBIX BEILIECTB.
Hcnonbv3oBanu
2-311n-3-(4-runpoxcudenun)-6-metokeunupuao| 3,4-dmupumuann-4(3H)-oH, KoTopsblit
CHUHTE3UpOBaju B ipuMmepe 198.

'H SIMP (400 MTI, CDCl,, owm.1.): 1,21 3H, T, J=7,6 I'n), 1,43-1,49 (2H, m), 1,58-1,64
(4H, m), 2,00-2,06 (2H, m), 2,40-2,58 (8H, m), 4,01-4,08 (5H, m), 7,05 (2H, 1, J=9,2 IT'n), 7,13
(2H, 1, J=9,2 I'n), 7,45 (1H, ¢), 8,77 (1H, ¢).

ITpumep 202

2-3TUI-6-MeTOKCH-3-{4-[3-nuppoanaun- 1 -unmpomnokcu]dherun nupuno|3,4-
d]mupumunus-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TTOIY4Yalld 110 CIoco0y npumMepa 63, UCIIoIb3ys
2-311n 3-(4-ruapoxcudenun)-6-merokeunupuno| 3,4-d]mpumuaun-4(3H)-ox u
ruapoopomup 1-(3-6poMIIpONUIT)IUPPOIUIMHA B KAUECTBE UCXOAHBIX BELIECTB.
Hcnonb3oBanu 2-3Tui
3-(4-runpoxcudenunn)-6-meroxcunupuno| 3,4-djnupumuaun-4(3H)-oH, KOTOpPBHIi
CHUHTE3UPOBAJIA B ipumMepe 198.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,22 (3H, 1, J=7,6 I'n), 1,82-1,86 (4H, M), 2,04-2,11
(2H, m), J=2,44 (2H, kB, J=7,2 '), 2,58-2,63 (4H, m), 2,70 (2H, T, J=7,2 T'n), 4,04 (3H, c),
4,10 2H, 1,J=6,4 I'n), 7,13 (2H, 1, J=9,2 I'm), 7,45 (1H, ¢), 8,79 (1H, ¢).

ITpumep 203

6-MeTOKCHU-3-{2-MeTOKCU-4-[3-111

d]mupumnnns-4(3H)-oH

(1) ITonyuenue
3-(4-ruapoKcu-2-MeTOKCU(PEHUI)-6-MeTOKCH-2-MeTUATIUpU 0| 3,4-d]Jmupumuaun-4(3H)-ona

LleneBoe coenrHeHune MOJIy4yaiu 1o crocoOy npumepa 197, ucnonbsys
5-aMUHO-2-XJIOPU30HUKOTUHOBYIO KUCIOTY, YKCYCHBIM aHTUIPUL,
4-aMHUHO-3-METOKCU(DEHOT U METOKCHU]T HATPHUSI B KAUECTBE UCXO/IHBIX BEILIECTB.

(2) ITonyuenue
6-MeTOKCH-3-{2-MeTOKCU-4-[3-upposuanH- 1 -uirpornokcu]dpenunn }-2-metunnupuao| 3,4-
d]mupumuann-4(3H)-ona

VYKa3aHHOE B 3ar0JIOBKE COEAMHEHME TTOIy4Yalld IO cioco0y npumepa 63, ucronb3ys 3-
(4-TUAPOKCH-2-METOKCU(PEHUN )-6-MeTOKCH-2-Me T puao|[ 3,4-d] mupumuaun-4(3H)-oH u
ruapoopomuy 1-(3-6poMIIpOnUIT)IUPPOIUIMHA B KAUECTBE UCXOAHBIX BELIECTB.

'H IMP (400 MTI, CDCl,, d m.1.): 1,80-1,84 (4H, m), 2,02-2,07 (2H, m), 2,20 (3H, ¢),

2,55-2,60 (4H, m), 2,68 (2H, T, J=7,2 I'm), 3,77 (3H, ¢), 4,02 (3H, ¢), 4,09 (2H, T, J=6,4 T'1Y),
6,60-6,63 (2H, m), 7,07 (1H, n, J=8,8 '), 7,45 (1H, ¢), 8,75 (1H, ¢).

ITpumep 204

6-6pom-3-{2-
2-metnin-4(3H)-XuHa30JIMHOH
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(1) ITonyuenue
6-6poM-3-{2-MeToKcH-4-[3-UP POITUIUH- | -UITITPOTIOKCH ] heHU } -
2-Metun-4(3H)-xuHa30JIMHOHA

LleneBoe coearHeHue MOJIyYaiu 1o crocoOy nmpumepa 63, uCroab3ys
2-aMUHO-5-0pOMOEH30MHYIO KUCIIOTY, YKCYCHBIN aHTUAPUIL, 4-aMUHO-3-METOKCU(DEHOIT U
ruapoopomun 1-(3-6poMIIpONUIT)IUPPOIUIMHA B KAUECTBE UCXOAHBIX BELIECTB.

(2) ITonyuenue
6-6poM-3-{2-pTopaToKCH-4-[3-TUPPOIUINH- | -UIIITPOTIOKCH |(heHIIT } -
2-metun-4(3H)-xuHa30JIMHOHA

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TIOIY4Yalld 110 cioco0y npumMepa 192, ucnomnb3ys
6-6poM-3-{2-MeToKcH-4-[3-UP POTUIUH- | -UITITPOTIOKCH ] heHU } -
2-meTtun-4(3H)-XMHA30IMHOH U 2-GTOPITUITO3UIAT B KAUECTBE MCXOTHBIX BEIIECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,82-1,86 (4H, M), 2,05-2,12 (2H, m), 2,23 (3H, ¢),

2,62-2,66 (4H, m), 2,72 (2H, 1,J=7,2 T'n), 4,10 (2H, T, J=6,4 T'nm), 4,12-4,34 (2H, M), 4,50 (1H,
T, J=4,0 I'n), 4,62 (1H, T, J=4,0 I'y), 6,64-6,68 (2H, m), 7,09 (1H, n, J=8,8 T'w), 7,55 (1H, 1, J=
8,4 I'm), 7,82 (1H, nn, J=8.8, 2,4 I'n), 8,37 (1H, 1, J=2,4 T'm).

ITpumep 205

2-metuii-4(3H)-XMHA30IMHOH

6-bpom-3-{2-proparokcu-4-[3-nmuppouans- 1 -unponoxcu]heHnm } -
2-metuin-4(3H)-xunazonuHoH (37 mr), auetat namiaausa(Il) (2 mr),
dppf(1,1'-6uc(mudenundochuno)peppoueH) (8,2 Mr) u TpusTUIAMUH (22 MI') CMEIIIUBAJIA B
ataHoie (5 MiT) M aTMOCEPy B CUCTEME 3aMEHSUTM Ha OKcHl yriiepoaa. CMech 3aTeM
KUITATWIA C OOpAaTHBIM XOJIOAWIBHUKOM B aTMOC(epe OKCUIA YIiIepo/1a B TEUCHHUE 2 THEH.
K xuakoi peakqMoHHON cMecu 100aBIsyIv 3TUIAUeTaT U TBEPABIA OCATOK
OTGUIBTPOBBIBAIN. PUIBTPAT KOHIEHTPUPOBAIIH, OUMIIAJIA TOHKOCIOMHON
xpomartorpadueit Ha cuikarese (xsiopopopm/meranon=10/1) u oaydau, TAaKUM
00pa3oM, yKa3zaHHOE B 3aroJI0BKe coeluHeHue (23 mr, 63%) B BUJie TBEPAOTO BEIllECTBA
CBETJIO-ceporo uBera. Mcnonb3oBanu
6-6poM-3-{2-pTopaToKCH-4-[3-UPPOIUINH- | -UITTPOTIOKCH |(heHIIT } -
2-metui-4(3H)-XMHA30IMHOH, KOTOPBIM CUHTE3UPOBaiv B ipuMepe 204.

'H IMP (400 MTI, CDCl,, d m.1.): 1,41 BH, T, J=7,2 I'n), 1,60-1,81 (4H, m), 2,17-2,21

(4H, m), 2,27 (3H, ¢), 2,43-2,50 (2H, m), 3,23-3,32 (2H, m), 4,13-4,38 (4H, m), 4,41 (2H, kB, J=
7,2 T'n), 4,50-4,53 (1H, m), 4,62-4,64 (1H, m), 6,65 (1H, an, J=2,4, 8,8 I'y), 6,70 (1H, 1, J=2,4
I'm), 7,13 (1H, 1, J=8,8 I'n), 7,71 (1H, n, J=8,8 '), 8,38 (1H, nn, J=2,4, 8,8 I'n), 8,93 (1H, #,
J=2,4 T'y).

ITpumep 206

3-{2-pTOop3TOKCU-4-[3-TMPPOJIMANH- | -UITTPOTIOKCH | PEHNIT } -
6-MeTOKCUKapOOHWII-2-MeTUI1 4(3H)-XMHA30JIMHOH

6-2TOKCUKAPOOHWMIT-3-{2-(HTOPITOKCU-4-[3-TTUPPOIUANH- | -UIITIPOTIOKCH | PeHIIT } -
2-metun-4(3H)-XxMHa30IMHOH, CHHTE3UpOBaHHbIN B Tipumepe 205, o0padaTeiBaiu
METOKCHJIOM HATpus B 0€3BOJHOM METAHOJIE U MOJyYalid, TAKUM 00pa3oM, yKa3aHHOE B
3aroJI0BKE COEIMHECHUE.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,82-1,88 (4H, m), 2,05-2,12 (2H, m), 2,27 (3H, c),
2,62-2,66 (4H, m), 2,72 (2H, T, J=7,3 T'n), 3,95 (3H, c), 4,10 (2H, 1, J=6,3 '), 4,17-4,34 (2H,
M), 4,50 (1H, 1, J=4,1 I'n), 4,62 (1H, J=4,1 I'ny), 6,65-6,68 (2H, m), 7,11 (1H, x, J=8,3 I'm),
7,70 (1H, m, J=8,3 I'y), 8,37 (1H, nx, J=8,5, 2,2 I'w), 8,93 (1H, x, J=2,0 I'y).
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ITpumep 207

3-{3-rop-4-[3-nunepuauH- 1 -unnponokcu]dennn }-2-metri-4(3H)-XxMHA30JIMHOH

VkazaHHOe B 3aroJI0BKE COEIMHEHUE TTOJIy4allv IO crioco0y mpumepa 63, UCIOJIb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUAPUL, 4-aMUHO-2-hTopdeHon u ruapodpomus 1-
(3-OpomImiponuiI)UNEePUINHA B KAUECTBE UCXOJHBIX BEIIECTB.

'H AMP (400 MTn, CDCl,, owm.a.): 1,43-1,48 (2H, m), 1,57-1,63 (4H, m), 2,02-2,09 (2H,

M), 2,28 (3H, ¢), 2,39-2,45 (4H, m), 2,52 (2H, T, J=7,1 T'n), 4,16 (2H, T, J=6,3 I'1n), 6,96-7,06
(2H, m), 7,13 (1H, 1, J=8,8 '), 7,49-7,45 (1H, m), 7,67 (1H, 1, J=8,3 I'n), 7,75-7,79 (1H, m),
8,27 (1H, o, J=7.8, 1,5 I').

ITpumep 208

3-{2-dprop-4-[3-unepuaunH- 1 -unnponokcu]penun }-2-metui1 4(3H)-XuHa30JIMHOH

VkazaHHoe B 3ar0JI0BKE COEIMHEHUE TTOJIy4aliv IO crioco0y mpumepa 63, UCIOJIb3y 4
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTHIPpU/, 4-aMUHO-3-hTopdheHo u ruagpodpomus 1-
(3-OpomImiponuiI)UNEePUINHA B KAUECTBE UCXOJHBIX BEIIECTB.

'H IMP (400 MTI, CDCl,, o m.1.): 1,42-1,49 (2H, m), 1,58-1,63 (4H, m), 1,98-2,04 (2H,

M), 2,29 (3H, ¢), 2,38-2,44 (4H, m), 2,49 (2H, 1, J=7,3 I'nm), 4,06 (2H, T, J=6,3 I'®1), 6,82-6,86
(2H, m), 7,17 (1H, T, J=8,5 I'n), 7,45-7,49 (1H, m), 7,68 (1H, 1, J=7,3 T'n), 7,75-7,79 (1H, m),
8,27 (1H, nx, J=8,0, 1,2 I'm).

ITpumep 209

2-MeTuII-3-{3-MeTuin-4-[3-nune puauH- 1 -unnponokcu|gernn } -4(3H)-XxuHa30IMHOH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIY4Yalld 110 Coco0y npumMepa 63, UCIoIb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUAPUI, 4-aMUHO-2-MeTHI(heHOT U TuApOoOpomMuL 1-
(3-OpomImiponuin)UNEePUINHA B KAUECTBE UCXOJHBIX BEIIECTB.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,43-1,49 (2H, m), 1,59-1,64 (4H, m), 2,01-2,08 (2H,

M), 2,26 (3H, ¢), 2,27 (3H, ¢), 2,40-2,46 (4H, m), 2,51-2,55 (2H, m), 4,03-4,11 (2H, m), 6,94
(1H, n, J=8,8 '), 7,00-7,03 (2H, m), 7,45 (1H, T, J=7,6, 1,3 I'y), 7,67 (1H, 1, J=7,3 I'n),
7,73-7,78 (1H, m), 8,27 (1H, nx, J=7,8, 1,0 I'm).

ITpumep 210

2-MeTuII-3-{2-MeTun-4-[3-nune puauH- 1 -unmnponokcu|gernn } -4(3H)-XxuHa30IMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld IO Coco0y npumMepa 63, UCIIoIb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUAPUI, 4-aMUHO-3-MeTHI(heHOT U TuApOoOpomMu 1-
(3-OpommiponuiI)IUNEPUINHA B KAUECTBE UCXOJHBIX BEIIECTB.

'H SIMP (400 MI, CDCl,, o m.1.): 1,43-1,48 (2H, m), 1,58-1,64 (4H, m), 1,98-2,05 (2H,

M), 2,08 (3H, ¢), 2,20 (3H, ¢), 2,39-2,46 (4H, m), 2,50 (2H, T, J=7,4 '), 4,05 (2H, T, J=6,3
I'n), 6,92-6,86 (2H, m), 7,04 (1H, x, J=8,3 I'n), 7,45-7,49 (1H, m), 7,68 (1H, 1, J=7,8 T'n),
7,75-7,79 (1H, m), 8,28 (1H, nx, J=8,0, 1,7 I'm).

ITpumep 211

3-{4-[(1-1MKI10 0y TUIIHUITE PUITUH-4-WJT ) OKCHU | -2-MEeTOKCU(DEHN } -
2.5-mumetnin-4(3H)-XxuHa30JIUMHOH

VkazaHHOe B 3ar0JI0BKE COEIMHEHUE TTOJIy4allv TTOo croco0y mpumepa 88, UCIOJIb3y4
2-aMUHO-6-MeTUIIOCH30MHYIO KUCIIOTY, YKCYCHBIN aHTHAPUI, 4-aMUHO-3-METOKCU(DEHOIT,
TPeT-0yTUI-4-TUIPOKCUITUIIEPUIUH 1-KapOOKCUIAT U IMKJIOOYTaHOH B KA4€CTBE
VCXOJHBIX BEILECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,65-1,77 (2H, m), 1,84-1,95 (4H, m), 2,01-2,10 (4H,

M), 2,17-2,25 (5H, m), 2,59-2,68 (2H, m), 2,73-2,81 (1H, m), 2,83 (3H, ¢), 3,77 (3H, ¢), 4,33-
4,41 (1H, m), 6,58-6,63 (2H, m), 7,07 (1H, n, J=8,4 I'n), 7,20 (1H, x, J=8,4 I'n), 7,50 (1H, #,

Crpanuua: 121



RU 2358969 C2

J=8,4 I'ny), 7,58 (1H, T, J=8,4 I'm).

ITpumep 212

3-{4-[(1-umKI0 0y TUIIUIIE PUIMH-4-1T)OKCU | (DEHNU } -6-ME TOKCU-2-MEeTUIIIUPUIO|[3,4-
d]-mupumunuu-4(3H)-oH

VkazaHHoe B 3aroJI0BKE COEIMHEHUE TTOJIy4aliv IO crioco0y mpumepa 88, UCIoJb3ys 3-
(4-runpoxcudenun)-6-MeTokcH-2-MeTUInpuao| 3,4-d mupumuann-4(3H)-oH,
TpeT-OyTHI-4-TUAPOKCH MMUIIEPUAUH- | -KapOOKCHUIIAT U IMKIIOOYTAHOH B KAUECTBE
UCXOIHBIX BewecTs. Mcnonp3oBanu
10 6-MeTOKCcU-2-MeTunImpuno|3,4-djnupumuanna-4(3H)-0H, KOTOPBI CUHTE3UPOBAJIU B

npumepe 197.
'H SIMP (400 MTI, CDCl,, o m.1.): 1,65-1,77 (2H, m), 1,84-1,95 (4H, m), 2,01-2,10 (4H,

M), 2,17-2,24 (2H, m), 2,25 (3H, ¢), 2,61-2,69 (2H, m), 2,73-2,81 (1H, m), 4,04 (3H, ¢), 4,37-
4,43 (1H, m), 7,05 (2H, 1, J=8,8 I'm), 7,14 (2H, 1, J=8,8 I'n), 7,46 (1H, ¢), 8,77 (1H, c).
ITpumep 213
3-{4-[(1 -UMKIIONIEHTUITIMIIC PUIUH-4-UIT ) OKCH | (DEHNIT } -6-METOKCH-2-METUIIIUPUIO0[3.4-
d]mupumunns-4(3H)-oH
VYKa3aHHOE B 3ar0JIOBKE COEAMHEHME TTOIy4Yalld IO coco0y nmpuMepa 88, Ucrosb3ys 3-
20 (4-ruppoxcudeHun )-6-MeToKcu-2-MeTumupuao| 3,4-d]Jmupumunui-4(3H)-oH,
TpeT-0yTUI-4-TUAPOKCH NMUITEPUIMH- | -KapOOKCHIIAT U LUKIIONEHTAHOH B KAYECTBE
UCXOHBIX BemlecTB. Mcnonb3oBanmu 3-(4-ruip oKCUpEHU)-6-METOKCH-2-MeTHITIIUPUIO|[ 3,4-
d]nupumunnn-4(3H)-0H, KOTOPBIIA CUHTE3UPOBAJIM B ITpumepe 197.

25 'H IMP (400 MTI, CDCl,, o m.1.): 1,40-1,49 (2H, m), 1,52-1,62 (2H, m), 1,67-1,75 (2H,

M), 1,85-1,95 (4H, m), 2,03-2,13 (2H, m), 2,24 (3H, ¢), 2,34-2,42 (2H, m), 2,53-2,58 (1H, m),
2,80-2,86 (2H, m), 4,03 (3H, ¢), 4,36-4,41 (1H, m), 7,05 (2H, 1, J=8,8 I'm), 7,14 (2H, 1, J=8,8
I'n), 7,45 (1H, ¢), 8,75 (1H, ¢).

ITpumep 214

6-x110p-3-{4-[(1-1IMKJI0 OY TUIUIIEC PUTUH-4-UJT )OKCH |-2-MEe TOKCUECHUIT } -
2-metunmupuao|3.4-dluupumuavi-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld 110 Coco0y nmpumMepa 88, UCTIONIb3Ys
5-aMMHO-2-XJIOPU30HUKOTUHOBYIO KUCIIOTY, YKCYCHBII aHTUAPUI,
35 4-aMHMHO-3-METOKCU(DEHOT U TPET-OyTUI-4-TUIPOKCUITUIIE PUIUH- | -KapOOKCHIaT u
IMKJIOOYTAHOH B KAYECTBE UCXOIHBIX BEIIIECTB.
'H IMP (400 MTI, CDCl,, 6 M.1.): 1,64-1,77 (2H, m), 1,84-1,95 (4H, m), 2,01-2,10 (4H,
M), 2,17-2,25 (5H, m), 2,59-2,68 (2H, m), 2,73-2,82 (1H, m), 3,77 (3H, ¢), 4,36-4,42 (1H, m),
2 0,58-6,63 (2H, m), 7,07 (1H, n, J=8,4 I'n), 8,06 (1H, c), 8,90 (1H, ¢).
ITpumep 215
3-{4-[(1-uuKI0 Oy TUIINIMIIE PUANH-4 -1 ) OKCH | -2-METOKCUPEHNN }-2-MeTUIIUPUA0[4,3-
d]mupumunns-4(3H)-oH
VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld 110 Coco0y nmpumMepa 88, UCTIONIb3Ys
4-aMUHOHUKOTHUHOBYIO KUCIOTY, YKCYCHBII aHTUAPU, 4-aMHHO-3-MeTOKCU(EHOT,
TpeT-0yTUI-4-TUIP OKCUITUIIE PUIUH- 1 -KapOOKCUIIAT U LIMKJIOOYTAaHOH B KA4ECTBE
UCXOJHBIX BEILLECTB.
'H SIMP (400 MTI, CDCl,, d m.1.): 1,65-1,74 (2H, m), 1,82-1,95 (4H, m), 2,01-2,10 (4H,

50 wm), 2,17-2,24 (2H, m), 2,26 (3H, c), 2,62-2,69 (2H, m), 2,73-2,80 (1H, m), 3,77 (3H, ¢), 4,36-
4,41 (1H, m), 6,59-6,63 (2H, m), 7,07 (1H, n, J=8,4 I'n), 7,48 (1H, n, J=5,6 '), 8,83 (1H, nx,
J=5,6 '), 9,46 (1H, ¢).

ITpumep 216
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3-{4-[(1-umkno Oy TUIIUIIE pUIMH-4-1T)OKCH]-3-hTopdheHn } -
2-metuii-4(3H)-XMHA30IMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld 110 COco0y nmpumMepa 88, UCTIONIb3Ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUAPUI, 4-aMUHO-2-(TopdeHo,
TpeT-0yTUI-4-TUIP OKCUITUIIEPUIUH- | -KapOOKCUIIAT U LIMKJIOOYTAaHOH B KA4ECTBE
UCXOJHBIX BEILLECTB.

'H IMP (400 MTI, CDCl,, d m.1.): 1,64-1,75 (2H, m), 1,85-1,96 (4H, m), 1,99-2,10 (4H,
M), 2,16-2,26 (2H, m), 2,28 (3H, ¢), 2,59-2,70 (2H, m), 2,72-2,81 (1H, m), 4,37-4,45 (1H, m),
6,95-6,98 (1H, m), 7,03 (1H, ax, J=10,7, 2,4 I'y), 7,12 (1H, 1, J=8,8 I'y), 7,46-7,50 (1H, m),
7,67 (1H, o, J=7,3T'w), 7,78 (1H, T, J=7,7, 1,6 I'n), 8,26 (1H, nx, J=7,8, 1,5 I'm).

ITpumep 217

3-{4-[(]1 -UMKIIOTICHTUIIIUIIE PUTUH-4-UIT)OKCH |-3-PTOPPEeHN } -2-METUIT
4(3H)-XMHA30JIMHOH

VYKa3aHHOE B 3ar0JIOBKE COEAMHEHME TIOIY4Yalld 110 Coco0y nmpumMepa 88, UCTIONIb3Ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUAPUL, 4-aMUHO-2-hTopdeHo,
TpeT-0yTUI-4-TUIP OKCUITUIIEPUIUH- 1 -KapOOKCUIAT U LMKJIOTIEHTAHOH B KAUECTBE
UCXOJHBIX BEILLECTB.

'H IMP (400 MTI, CDCl,, o m.1.): 1,39-1,49 (2H, m), 1,53-1,61 (2H, m), 1,68-1,74 (2H,

M), 1,86-1,98 (4H, m), 2,03-2,11 (2H, m), 2,28 (3H, c¢), 2,35-2,46 (2H, m), 2,52-2,59 (1H, m),
2,87-2,79 (2H, m), 4,39-4,44 (1H, m), 6,95-6,98 (1H, m), 7,03 (1H, ax, J=10,7, 2,4 I'y), 7,13
(1H, T,J=8,5 T'n), 7,48 (1H, 1, J=8,0 I'n), 7,67 (1H, n, J=7,8 I'n), 7,76-7,80 (1H, m), 8,27 (1H,
on, J=7,8, 1,5 I'm).

ITpumep 218

3-{4-[(1-umKI0 0y TUIINUIIE PUIUH-4-UT)OKCH]-2-hTOopdheHn } -
2-metun-4(3H)-XMHAa30IMHOH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TTOIY4Yalld 110 CIOco0y npumMepa 88, UCTIONIb3Ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUAPUI, 4-aMUHO-3-dTopdeHon,
TpeT-0yTUI-4-TUIP OKCUITUIIE PUIUH- 1 -KapOOKCUIIAT U LIMKJIOOYTAaHOH B KA4ECTBE
UCXOJHBIX BEILLECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,65-1,75 (2H, m), 1,84-1,95 (4H, m), 2,01-2,10 (4H,

M), 2,17-2,27 (2H, m), 12,29 (3H, ¢), 2,59-2,67 (2H, m), 2,73-2,81 (1H, m), 4,39-4,34 (1H, m),
6,80-6,85 (2H, m), 7,17 (1H, 1, J=8,8 I'n), 7,46-7,49 (1H, m), 7,68 (1H, 1, J=8,3 I'n), 7,75-
7,79 (1H, m), 8,27 (1H, o, J=8,0, 1,2 I'n).

ITpumep 219

3-{4-[(1 -UMKIIOTICHTUIIMIIC PUIUH-4-UIT)OKCHU |-2-DTOpPeHNT } -
2-metun-4(3H)-XMHAa30IMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld 10 Coco0y npumMepa 88, UCTIONIb3Ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUAPUI, 4-aMUHO-3-hTopdeHon,
TpeT-0yTUI-4-TUIP OKCUITUIIEPUIUH- 1 -KapOOKCUIAT U LMKJIOTIEHTAHOH B KAUECTBE
UCXOJHBIX BEILECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,41-1,49 (2H, m), 1,53-1,60 (2H, m), 1,68-1,75 (2H,
M), 1,86-1,94 (4H, m), 2,03-2,11 (2H, m), 2,29 (3H, ¢), 2,37-2,45 (2H, m), 2,53-2,60 (1H, m),
2,79-2,85 (2H, m), 4,40-4,34 (1H, m), 6,80-6,85 (2H, m), 7,17 (1H, T, J=8,8 I'n), 7,45-7,49
(1H, m), 7,68 (1H, 1, J=7,8 T'n), 7,75-7,79 (1H, m), 8,27 (1H, nx, J=8,3, 1,5 I'n).

ITpumep 220

T'unpoxio 2-meTui-3-{4-[(1-uukia06
4(3H)-xuHA30JIUHOHA
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VkazaHHOe B 3ar0JI0BKE COEIMHEHUE TTOJIy4allv IO CIoco0y mpumepa 88, UCIOJIb3ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUAPU, 4-aMUHO-3-MeTUI(EeHOT,
TpeT-0yTUI-4-TUIP OKCUITUIIE PUIUH- | -KapOOKCUIIAT U LIMKJIOOYTAHOH B KA4ECTBE
VCXOJHBIX BEILECTB.

'H aMmP (400 MI', CDC13, o m.m.): 1,73-1,85 (2H, m), 2,12 (3H, ¢), 2,17-2,30 (4H, ™M),
2,69-2,90 (7H, m), 3,34-3,45 (4H, m), 4,78-4,83 (1H, m), 6,93-7,00 (2H, m), 7,23-7,15 (1H,
m), 7,70 (1H, 1, J=7,6 I'n), 7,95 (1H, 1, J=7,3 I'n), 8,32 (1H, a, J=7,8 '), 8,41 (1H, 1, J=7,3
T'm).

ITpumep 221

2-MeTwi-3-{4-[(1-1IMKIONECHTUIIIUITC PUAUH-4-1T) OKCH | -2-Me TUII(HE HIIT } -
4(3H)-Xx1MHA30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld IO CIoco0y nmpumMepa 88, UCTIONIb3Ys
AHTPAHWIOBYIO KUCIIOTY, YKCYCHBIN aHTUAPU, 4-aMUHO-3-MeTUI(EeHOT,
TpeT-0yTUI-4-TUIP OKCUITUIIEPUIUH- 1 -KapOOKCUIIAT U LMKJIOIIEHTAHOH B KAUECTBE
VCXOJHBIX BEILECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,40-1,49 (2H, m), 1,53-1,59 (2H, m), 1,67-1,74 (2H,

M), 1,85-1,93 (4H, m), 2,02-2,09 (5H, m), 2,20 (3H, ¢), 2,35-2,43 (2H, m), 2,51-2,58 (1H, m),
2,79-2,86 (2H, m), 4,34-4,40 (1H, m), 6,87 (1H, o, J=8,8, 2,9 I'n), 6,92 (1H, 1, J=2,4 I'n),
7,04 (1H, n, J=8,3 I'm), 7,45-7,49 (1H, m), 7,68 (1H, n, J=7,3 T'w), 7,75-7,80 (1H, m), 8,29
(1H, om, J=8,0, 1,2 T'm).

ITpumep 222

3-{4-[(1-uMKJIIO NEHTUATIUIE PUIUH -4-UIT)OKCH |- 2-(2-(PTOPITOKCH)heHuUN } -
2-metunmupunol4,3-dluupumuavi-4(3H)-oH

VYka3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIy4Yalid IO crioco0y npumepa 192, ucronp3ys 3-
{4-[(1-uuKITOO yTUIITIMITEe pUAUH-4-1T) OKCH | -2-ME TOKCU(DESHUI } -2-MeTUITUPpUI0[4,3-
d]mupumunun-4(3H)-0H 1 2-GTOPITUITO3WIAT B KAUECTBE UCXO/IHBIX BEIIECTB.
Hcnonp3oBanu
3-{4-[(1-uukIT0 Oy TUIITIMITe PUTUH-4-UJT)OKCH | -2-MeTOKCU(DeHMI } -2-Me TUITIUpUIo[4,3-
d]nupumunnn-4(3H)-0H, KOTOPBIIA CUHTE3UPOBAJIM B ITpumepe 221.

'H IMP (400 MTw, CDC13, o m.na.): 1,65-1,77 (2H, m), 1,84-1,95 (4H, m), 2,01-2,11 (4H,

M), 2,15-2,23 (2H, m), 2,29 (3H, ¢), 2,61-2,69 (2H, m), 2,71-2,80 (1H, m), 4,10-4,34 (2H, M),
4,35-4,41 (1H, m), 4,50-4,52 (1H, m), 4,62-4,64 (1H, m), 6,64-6,67 (2H, m), 7,10 (1H, 1, J=8,4
I'm), 7,48 (1H, 0, J=5,6 I'm), 8,84 (1H, n, J=5,6 I'm), 9,46 (1H, c¢).

ITpumep 223

3-{4-[(1-1mKJI0 Oy TUATIMIIC PUINH -4 -1JT ) OKCH | (DeHu } -
5-bropaTokcu-2-metui-4(3H)-XuHA30IMHOH

VYka3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalid IO crioco0y npumepa 192, ucnonp3ys 3-
{4-[(1-uukmoOyTUIIUIIepuarH-4-1i ) okcu | penun } -5-meTokcu-2-meTuin-4(3H)-XxuHa30MMHOH
U 2-GTOPITUITOZWIAT B KAUECTBE UCXOIHBIX BelecTB. Kcroab3oBanu
3-{4-[(1-uukIT0 Oy TUIIIIMITE PUTUH-4-1JT)OKCH | heHMIT } -
S-merokcu-2-metuii-4(3H)-XUHA30JIMHOH, KOTOPBIA CUHTE3UpOBaJd B mpumepe 105.

'H SIMP (400 MTIq, CDC13, o m.na.): 1,65-1,76 (2H, m), 1,84-1,96 (4H, m), 2,01-2,10 (4H,
M), 2,18-2,25 (5H, m), 2,61-2,69 (2H, m), 2,73-2,81 (1H, m), 4,28-4,31 (1H, m), 4,36-4,40 (2H,
M), 4,75-4,77 (1H, m), 4,87-4,89 (1H, m), 6,89 (1H, n, J=8,4 I'n), 7,01 (2H, n, J=8,8 '), 7,12
(2H, n, J=8,8 T'm), 8,29 (1H, n, J=8,0 '), 7,64 (1H, T, J=8,0 I'm).

ITpumep 224

6-x110p-3-{4-[(1-1MKJI0 Oy TUIIIUIIE PUTUH-4-UT )OKCHU |-2-(2-hTOpITOKCH)(heHM } -
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2-metunmupuaol3.4-dluupumuavi-4(3H)-oH

VYKka3aHHOE B 3ar0JIOBKE COEAMHEHME TTOIyYalld IO cioco0y npumepa 192, ncomnb3ys
6-x510p-3-{4-[(1-1MKIT00 y TUITTTUTICPUTUH-4-WJT) OKCU |-2-MEe TOKCU(DEHUIT } -
2-metunmpuo| 3,4-d]mupumuara-4(3H)-oH 1 2-PTOpITUIITO3WIIAT B KAUECTBE UCXOTHBIX
BemecTB. Mcnonb3oBanu
6-x510p-3-{4-[(1-1MKITO0 y TUITTTUTIEPUTUH-4-WJT) OKCU |-2-MEe TOKCU(DEHUIT } -
2-metunmmpu o[ 3,4-dJmmpumuani-4(3H)-0H, KOTOPBIA cuHTE3MpOBaiu B ipumepe 220.
'H AMP (400 MTw, CDC13, om.m.): 1,67-1,75 (2H, m), 1,84-1,95 (4H, m), 2,01-2,10 (4H,

M), 2,15-2,24 (2H, m), 2,28 (3H, ¢), 2,61-2,69 (2H, m), 2,73-2,81 (1H, m), 4,10-4,32 (2H, m),
4,34-4,40 (1H, m), 4,49-4,51 (1H, m), 4,61-4,63 (1H, m), 6,64-6,66 (2H, m), 7,08 (1H, 1, J=8,4
I'm), 8,05 (1H, ¢), 8,90 (1H, ¢).

ITpumep 225

3-{4-[(1-1mKII0 Oy TUATIMIE PUINH -4-1IT ) OKCH |-2-(2-hTopaToKCcrdeHNT } -
2-metunmupuaol3.4-dlnupumuavi-4(3H)-oH

YKa3aHHOE B 3ar0JIOBKE COEAUHEHUE MMOJTyYaJId KATATUTUYECKUM BOCCTAHOBJIEHUEM
6-x510p-3-{4-[(1-1MKI00 y TUITTUTIIEpUIUH-4-1T) OKCU |-2-(2-(DTOPITOKCH ) PeHUIT } -
2-metunmmpu o[ 3,4-dJmupumuani-4(3H)-oHa, cCMHTE3UpOBAaHHOTO B Iipumepe 230,
WCIIOJIB3YS MAJUIaUi HA aKTUBUPOBAHHOM YIJIE€ B KQUECTBE KATAJIM3aTOPA, B IPUCYTCTBUU
TPUITUIIAMUHA.

'H IMP (400 MTI, CDCl,, om.1.): 1,66-1,77 (2H, m), 1,84-1,95 (4H, m), 2,01-2,10 (4H,

M), 2,15-2,24 (2H, m), 2,29 (3H, ¢), 2,61-2,69 (2H, m), 2,72-2,81 (1H, m), 4,10-4,33 (2H, M),
4,35-4,41 (1H, m), 4,49-4,51 (1H, m), 4,61-4,63 (1H, m), 6,64-6,67 (2H, m), 7,10 (1H, 1, J=8.,4
I'm), 8,02 (1H, ox, J=1,2, 5,6 I'm), 8,66 (1H, o, J=5,6 I'n), 9,12 (1H, a, J=1,2 I'm).

ITpumep 226

3-{2-[(1-umKI0 0y TUIINUIIE PUIUH -4-11)O KCU | TUPUMUANH-S-WJ1 } -
2-meTun-5-(rpudropmernn)-4(3H)-XMHA30JIMHOH

(1) ITonyuenue
TpeT-0yTUiI-4-[(5-HUTP ONMUPUMUIUH-2-UJT) OKCU |TMIIEPUIIMH- | -kapOOoKcHuIaTa
2-Xnop-S-aurponupumuau (80 mr, 0,5 MMOIIB),
TpeT-OyTuin-4-ruapokcunurepuaut- 1 -kapookcunat (100 mr, 0,5 Mmoiib) u pTopua
ue3us (114 mr, 0,75 MMOJIb) CMEIIMBAIM B AUMETUII(OpMAMHUIE U TIEPEMELITUBAIM ITPU
KOMHATHOM TeMIlEpaType B TeueHue 12 yacoB. PacTBOpuUTENIb OTTOHSUIM IPU IIOHWKEHHOM
JIABJICHUH, TPOAYKT OUYMILIAIIM KOJJOHOYHOM XpoMaTorpaduelt Ha Cuiiukaresie
(rexcan/atunanerat =10/0-3/7) 1 moyty4asiu, TaKUM 00pa3om, 1iejieBoe coeuHeHue (61
MTI, 38%) B BUJE TBEPAOTO BEIIECTBA CBETJIO-KEJITOrO LBETA.
(2) ITonyuenue
TpeT-OyTui-4-[(5-aMUHOTIMPUMUIUH-2-UIT) OKCH | TUIIEpUAMH- | -kapOoKcuaTa
TpeT-byTnn-4-[(5-HUTPONMUPUMUIUH-2-WT)OKCH ] IUITepuInH- 1 -kapOokcuiat (500 mr,
1,54 MMOIIB) PACTBOPSIIM B CMECH pacTBOpUTesier meranoa (10 mir) u
terparunpodypana (10 Mi1) u JOOABIISUTH B TOTOKE a30Ta MaJUIa Wi HA aKTUBUPOBAHHOM
yrie (10%, 200 mr). ATMochepy B crcTeMe 3aMEHSITH BOJTOPOIOM U CMECh IePeMeIUBaIU
Py KOMHATHOM TeMIlepaType B TeueHHe 3 4acoB. PeakMOHHYIO XUIKOCTh (DPUIbTPOBAIIH
Yyepe3 LeNUT, GUIbTPAT KOHIEHTPUPOBAIIH, CYIIIMIHN U TIOJIydalid, TAKUM 00pa3oM, LieIeBoe
coenuHenue (439 mr, 97%).
3)
2-MeTuI-3-[2-(Tmne puayH-4-UITOKCH ) TA PUMUIAH- 5 -UT |- 5-(TpUPTO pMETHIT) -
4(3H)-x1HA30JIMHOH
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2-Metun-5-(tpudropmern)-4H-3,1-6en3okcaann-4-ox (78 mr, 0,34 MMoITh) U
TpeT-0yTHiI-4-[(5-aMUHOTIMUMUIUH-2-WIT ) OKCH | M puIiH- 1 -kapOokcunat (100 mr, 0,34
MMOJIb) PACTBOPSIIM B YKCYCHOM KucinoTe (2 mut) u nepeMernsainy npu 130°C B Teuenue 6
4aCcOB. YKCYCHYIO KUCJIIOTY OTTOHSUIA IIPY IOHW>KEHHOM JIaBJIEHUM, JOOABIISUIM |H. BOJHBIA
pacTBOP IMAPOKCUIA HATPHUSA U CMECH IKCTparupoBaiiv atunageratom. [Iponykr cymunm
0€3BOIHBIM CYJIb(ATOM HATPUS U KOHIEHTPUPOBAIIY C TTOJIYyUYSHUEM LIEIEBOTO
coenunenwust (112 mr, 81%) B BuIe aMOp(HOro TBEPAOTO BELECTBA KOPUIHEBOTO IIBETA.

(4) ITonyuenue
3-{2-[(1-uukIT0 Oy TUIIIIHITe PUTUH-4-UJT)O KCH | TUPUMUTUH-5- 1T } -
2-metun-5-tpudropmetmin-4(3H)-xuHa30IMHOHA

VkazaHHoe B 3ar0JI0BKE COEIMHEHME TTOJIy4aliv 1o crioco0y mpumepa 88-(3),
UCTIONB3YA 2-MeTHII-3-[2-(IUIe puanH-4-1ia-0KCH ) TUPUMHUIUH-5-U | -5-(TpUu TOPME T )-
4(3H)-XxMHA30JIMHOH U IUKJIOOYTAaHOH B KAY€CTBE UCXOIHBIX BEIIECTB.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,64-1,75 (2H, m), 1,86-2,01 (4H, m), 2,01-2,15 (4H,

M), 2,17-2,28 (2H, m), 2,32 (3H, ¢), 2,64-2,74 (2H, m), 2,74-2,81 (1H, M), 5,10-5,18 (1H,
ymwup.c), 7,83-7,93 (3H, m), 8,46 (2H, c).

ITpumep 227

3-{4-[(1-1mKJI0 Oy TUATIMIIC PUINH -4 -1JT ) OKCH | (DeHu } -
S-MeTokcu-2-nponui-4(3H)-XWHa301MHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld IO Coco0y npumMepa 94, ucroiib3ys
2-aMUHO-6-METOKCUOEH30MHYIO KUCIOTY, MACIISTHBIA aHTUAPHUI 1
4-[(1-uuKI0 Oy TUIIUIIE pUTMH-4- 1T ) OKCU|aHUJIMH B KAY€CTBE UCXOJIHBIX BEIIECTB.

'H SIMP (400 MTIq, CDC13, o m.n1.): 0,86 (3H, 1, J=7,2 I'm), 1,64-1,75 (4H, m), 1,83-1,95
(4H, m), 2,01-2,11 (4H, ™), 2,14-2,22 (2H, ™), 2,36-2,40 (2H, m), 2,60-2,70 (2H, M), 2,72-2,80
(1H, m), 3,94 (3H, ¢), 4,35-4,42 (1H, m), 6,86 (1H, nx, J=0,8, 8,4 I'y), 7,00 (2H, a, J=8,8 I'l),
7,10 2H, n, J=8,8 I'm), 7,26 (1H, oz, J=0,8, 8,0 I'n), 7,64 (1H, T, J=8,0 I'm).

ITpumep 228

3-{4-[(1-uuKI0 Oy TUIIIHMITE pUAVH-4-1T)OKCH | heHu } -
6-MeToKCH-2-MeTui-4(3H)-XMHA30IMHOH

VKkazaHHOE B 3ar0JI0BKE COE/IMHEHNE CUHTE3UPOBAIU B BUIE TBEPIOTO BEIIECTBA
6enoro usera (T.101.: 171-173°C) mo cnoco0y npumepa 94, UCIIONb3ys
2-aMUHO-5-METOKCUOEH30MHYIO KUCIOTY, YKCYCHBIN aHTUIPU U
4-[(1-uuKI0 0y TUITUIIE PUTUH-4- 1T )OKCU |JaAHUJIMHMOHOTO3MIAT B KAYECTBE UCXOJHBIX
BEIIIECTB, C TTOCIEYIOIIeH MepeKpUCTATIN3auei (3TUIaneTaT/ M3 TUIIOBBIN IGUD).

'H IMP (400 MTIw, CDC13, o m.n.): 1,64-1,74 (2H, m), 1,85-1,96 (4H, m), 2,01-2,13 (4H,
M), 2,15-2,24 (2H, m), 2,23 (3H, ¢), 2,60-2,72 (2H, m), 2,72-2,81 (1H, m), 3,91 (3H, ¢), 4,35-
4,42 (1H, ymwup.c), 7,04 (2H, n, J=6,8 I'n), 7,13 (2H, 1, J=6,8 T'n), 7,36 (1H, ax, J=3,2, 9,2
I'm), 7,61 (1H, 1, J=9,2 I'n), 7,63 (1H, 1, J=3,2 I'n).

ITpumep 229

3-{4-[(1-1mKI00
d]mupumunns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIYYalld IO cCloco0y npumMepa 94, ucroiib3ys
5-amMHHO-2-(PTOPU3OHUKOTUHOBYIO KUCIIOTY, IPOTIMOHOBBIN aHTUAPUIT U
4-[(1-uuKII0 Oy TUIIUIIE pUTUH-4- T ) OKCU |aHUJIMH B KAY€CTBE UCXO/IHBIX BEIIECTB.

'H AMP (400 MTw, CDC13, om.n.): 1,23 (3H, 1, J=7,2 I'n), 1,65-1,76 (2H, m), 1,85-1,96

(4H, m), 2,03-2,15 (4H, m), 2,16-2,28 (2H, m), 2,46 (2H, kB, J=7,2 I'n), 2,62-2,72 (2H, m),
2,73-2,82 (1H, m), 4,38-4,44 (1H, m), 7,06 (2H, n, J=8,8 I'n), 7,13 (2H, x, J=6,8 I'n), 7,65
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(1H, n, J=3,2 T'm), 8,81 (1H, ¢).

ITpumep 230

3-{4-[(1-1uki10 Oy TMAIMIE pUANH-4-11 ) oKcur | pernn }-6-pTop-2-MeTuntmpuno| 3,4-
d]mupumunus-4(3H)-oH

VkazaHHOE B 3ar0JI0BKE COE/IMHEHNE CUHTE3UPOBAJIU B BUIE TBEPIOTO BEIIECTBA
6emnoro ugera (T.1mw1.: 161-163°C) o criocody npumepa 94, ucnonb3ys
5-aMHHO-2-(PTOPU3OHUKOTUHOBYIO KUCITOTY, YKCYCHBIM aHTUIPU]T U
4-[(1-uuKI0 0y TUITIUIIE pPUTUH-4-WIT)OKCH JaHUJIMH B KAYE€CTBE UCXOJIHBIX BEIIECTB, C
MTOCIIEAYIONIEH TIepeKpUCTAIIU3AIMEN (ITUITALETAT/ TUATUIIOBBIN d(DUpP/H-TeNTaH).

'H AMP (400 MTw, CDC13, o m.na.): 1,65-1,75 (2H, m), 1,80-1,93 (4H, m), 2,00-2,11 (4H,

M), 2,12-2,24 (2H, m), 2,28 (3H, ¢), 2,60-2,70 (2H, m), 2,72-2,78 (1H, M), 4,36-4,42 (1H, m),
7,05 2H, u, J=6,8 T'n), 7,13 (2H, 1, J=6,8 I'n), 7,65 (1H, 1, J=4,0 I'n), 8,77 (1H, ¢).
ITpumep 231
3-{4-[(1-uuKI0 Oy TUIIIHITE pUAVH-4 -1 ) OKCH | heHNT } -
5-prop-2-meTrn-4(3H)-XMHA30JIMHOH

VkazaHHOE B 3ar0JI0BKE COE/IMHEHNE CUHTE3UPOBAJIU B BUIE TBEPIOTO BEIIECTBA
6enoro usera (T.101.: 190-192°C) o cnocoby npumepa 94, UCIIONb3Yys
2-aMUHO-6-(pTOPOEH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPUI 1
4-[(1-uuKI0 0y TUIIUIIE PUTUH-4-WIT ) OKCU |JaAHUJIMHMOHOTO3UIAT B KAYECTBE UCXOJHBIX
BEILIECTB, C MOCIIEAYIOLIEH EPEKPUCTATIIA3ALMEN (3TUIIALETAT).

'H IMP (400 MTw, CDC13, o m.n.): 1,65-1,75 (2H, m), 1,83-1,93 (4H, m), 2,00-2,11 (4H,

M), 2,13-2,24 (2H, m), 2,24 (3H, ¢), 2,60-2,68 (2H, m), 2,72-2,79 (1H, m), 4,36-4,41 (1H, M),
7,04 (2H, 1, J=8,8 I'm), 7,08-7,14 (3H, m), 7,46 (1H, n, J=8,0 '), 7,65-7,71 (1H, m).

ITpumep 232

3-{4-[(1-1mKJI0 Oy TUATIMIIC PUINH -4 -1JT ) OKCH | (DeHu } -
6-rop-2-meTin-4(3H)-XMHA30JIMHOH

YKa3aHHOE B 3ar0JIOBKE COEAMHEHUE CUHTE3UPOBAJIM B BUJIE TBEPIOTO BELIECTBA
CBETJIO-keNToro UBeta (T.IuL.: 122-125°C) no cnocody npumepa 94, Ucronb3ys
2-aMUHO-5-(pTOpOEH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPH 1
4-[(1-uuKI0 0y TUIIUIIE PUTUH-4-WIT ) OKCU |JaHUWJIMHMOHOTO3UIAT B KAYECTBE UCXOJHBIX
BEIIIECTB, C TTOCIEAYIOIIeH MepeKPUCTATIIN3aUeH (3TUIAeTaT/ TUITUIIOBBIN IDUD).

'H IMP (400 MTIw, CDC13, o m.n.): 1,63-1,75 (2H, m), 1,84-1,92 (4H, m), 2,01-2,12 (4H,

M), 2,16-2,24 (2H, m), 2,25 (3H, ¢), 2,61-2,70 (2H, m), 2,72-2,81 (1H, m), 4,36-4,42 (1H, m),
7,04 2H, n, J=8,8 I'm), 7,14 (2H, n, J=8,8 I'n), 7,45-7,51 (1H, m), 7,68 (1H, nx, J=4,8, 8,8
I'm), 7,89 (1H, nna, J=3,2, 8,0 I'm).

ITpumep 233

3-{4-[(1-1mKJI0 Oy TUATIMIIC PUINH -4 -1JT)OKCH | (DeHu } -
7-dTop-2-MeTrn-4(3H)-XMHA30JIMHOH

VkazaHHOE B 3ar0JI0BKE COEIMHEHNE CUHTE3UPOBAIIU B BUIE TBEPIOTO BEIIECTBA
6enoro usera (T.101.: 163-166°C) o cnoco0y npumepa 94, UCIOb3ys
2-aMUHO-4-(pTOpOCH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPU 1
4-[(1-uuKI0 0y TUITUIIE PUTMH-4- 1T )OKCU |JaAHUWJIMHMOHOTO3UIAT B KAYECTBE UCXOJHBIX
BEIIIECTB, C TTOCIEAYIOIIeH MepeKpUCTATIN3auei (3TUIaneTaT/ M3 TUIIOBBIN IGUD).

'H SIMP (400 MTn, CDC13, o m.nm.): 1,65-1,75 (2H, m), 1,82-1,96 (4H, m), 2,00-2,11 (4H,
M), 2,14-2,24 (2H, m), 2,25 (3H, ¢), 2,60-2,68 (2H, M), 2,72-2,79 (1H, m), 4,36-4,41 (1H, M),
7,04 2H, 1, J=8,4 T'm), 7,12-7,20 (3H, m), 7,31 (1H, nx, J=2,0, 9,6 I'm), 8,27 (1H, nx, J=6,0,
8,4 T'm).
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ITpumep 234

3-{4-[(1-1MKIOy TWITIUITE PUANH-4- 1T ) OKCH | (e HMIT } -
6,7-mudTop-2-mMetnin-4(3H)-XxMHA30IMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIYYalld IO cCoco0y npumMepa 94, ucroiib3ys
2-aMuHO-4,5-1uhTOPOEH3ONMHYIO KUCTIOTY, YKCYCHBIN aHTUAPUI U
4-[(1-uuKI0 Oy TUITIUIIE PUSTUH-4-WIT)OKCH JaHUJIMH M1 MOHOTO3WIAT B KAUE€CTBE UCXO/IHBIX
BEILIECTB.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,66-1,75 (2H, m), 1,83-1,95 (4H, m), 2,00-2,11 (4H,

M), 2,16-2,24 (2H, m), 2,24 (3H, ¢), 2,60-2,68 (2H, m), 2,72-2,79 (1H, m), 4,35-4,42 (1H, M),
7,04 2H, n, J=8,4 I'n), 7,13 (2H, n, J=8,4 I'n), 7,44 (1H, nx, J=6,8, 10,4 I'y), 8,01 (1H, a1, J=
8,4,9,6 I'm).

ITpumep 235

3-{4-[(1-1mKJI0 Oy TUATIMIIC PUINH -4 -1JT ) OKCH | (DeHu } -
2-3TUi-5-MeTra-4(3H)-XMHA30JIMHOH

VYKa3aHHOE B 3ar0JIOBKE COEAMHEHME TIOIY4Yalld IO cCoco0y npumMepa 94, ucrosib3ys
2-aMHMHO-6-METUII0EH30MHYIO KUCTIOTY, IPOITMOHOBBIN AaHTUAPU U
4-[(1-uuKI0 0y TUITUIIE PUTUH-4- 1T )OKCU |JaHUJIMHMOHOTO3UIAT B KAYECTBE UCXOJHBIX
BEILIECTB.

'H SIMP (400 MTIw, CDC13, o m.a.): 1,20 (3H, 1, J=7,0 I'm), 1,69 (2H, m), 1,88 (4H, M),

2,05 (4H, m), 2,19 (2H, m), 2,44 (2H, kB, J=7,0 I'n), 2,63 (2H, m), 2,75 (1H, m), 2,82 (3H, ¢),
4,37 (1H, m), 7,04 (2H, 1, J=8,4 T'w), 7,13 (2H, 1, J=8,4 I'n), 7,21 (1H, 1, J=7,2 T'n), 7,54 (1H,
I, J=8,0 I'm), 7,59 (1H, nx, J=7,2, 8,0 I'y).

ITpumep 236

3-{4-[(1-uukn006

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld IO cCoco0y npumMepa 94, ucroiib3ys
2-aMUHO-6-(PTOPOCH30MHYIO KUCITOTY, TPOIMOHOBBINM AHTUIPUL U
4-[(1-uuKI0 0y TUIIUIIE PUTUH-4- 1T )OKCU |JaAHUWJIMHMOHOTO3UIAT B KAYECTBE UCXOJHBIX
BEILIECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,20 (3H, 1, J=7,2 I'n), 1,64-1,76 (2H, m), 1,83-1,96
(4H, m), 2,00-2,10 (4H, m), 2,14-2,23 (2H, m), 2,44 (2H, kB, J=7,2 I'ny) 2,60-2,68 (2H, m), 2,71-
2,79 (1H, m), 4,35-4,40 (1H, m), 7,04 (2H, n, J=8,8 I'n), 7,06-7,08 (1H, m), 7,12 (2H, 1, J=8,8
I'm), 7,49 (1H, n, J=8,0 I'y), 7,64-7,70 (1H, m).

ITpumep 237

3-{4-[(1-uMKI0 0y TUINHUIIE PUIUH-4-UT)OKCH | (DeHn T } -
2-9TII1-5-MeTOKCU-4(3H)-XMHA301MHOH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIY4Yalld IO cCoco0y npumMepa 94, ucroiib3ys
2-aMUHO-6-METOKCUOEH30MHYIO KUCIOTY, TPOTTMOHOBBINA AaHTUAPHUIL U
4-[(1-uMKII0OY TUIIUIIEPUIIUH 4-UJT)OKCU]aHWIMHMOHOTO3UIIAT B KAUECTBE UCXOHBIX
BEILIECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,20 3H, 1, J=7,2 I'n), 1,64-1,76 (2H, m), 1,83-1,96

(4H, m), 2,00-2,10 (4H, m), 2,14-2,22 (2H, m), 2,43 (2H, kB, J=7,2 I'y), 2,60-2,68 (2H, m),
2,71-2,79 (1H, m), 3,95 (3H, ¢), 4,35-4,40 (1H, m), 6,86 (1H, 1, J=8,0 I'n), 7,01 (2H, n, J=8,8
I'm), 7,10 (2H, n, J=8,8 I'y), 7,28 (1H, 1, J=8,0 I'y), 7,64 (1H, T, J=8,0 I'y).

ITpumep 238

5-xsop-3-{4-[(1-uuKI106 -2-31nn-4(3H)-XMHA30JIMHOH
VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIY4Yalld 110 Coco0y npumMepa 94, ucroiib3ys
2-aMUHO-6-XJIOpOEH30MHYIO KUCTIOTY, TPOMMOHOBBINM aHTHIPUIL U
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4-[(1-uuKI0 0y TUITUIIE PUTUH-4-WIT ) OKCU |JaAHUWJIMHMOHOTO3UIAT B KAYECTBE UCXOJHBIX
BEILIECTB.

'H SIMP (400 MTI, CDCl,, owm.1.): 1,20 3H, T, J=7,2 T'n), 1,62-1,78 (2H, m), 1,83-1,96
(4H, m), 2,00-2,10 (4H, m), 2,14-2,22 (2H, m), 2,44 (2H, kB, J=7,2 I'y), 2,60-2,68 (2H, m),
2,71-2,79 (1H, m), 4,35-4,40 (1H, m), 7,03 (2H, 1, J=8,8 I'w), 7,12 (2H, 1, J=8,8 I'n), 7,45
(1H, nn, J=2,8, 6,4 '), 7,57-7,62 (2H, m).

ITpumep 239

3-{3-6pom-4-[(1-lMKI0 Oy TUITIUIIE pUAMH-4-1T)OKCU | heHN } -
5-tdbrop-2-meTuin-4(3H)-XMHA30JIMHOH

(1) IMomyuenue 3-6pom-4-[(1-1UKIOOY TUITUIIEPUANH-4-1IT)OKCH]aHWIMHMOHOTO3MIATA

3-bpom-4-[(1-uuKI00 y TUIIITUIIEPUANH-4-MIT) OKCU |aHWIMH TIOJIY4aliy IO CIIOCO0yY
npumepa 94, ucnonbsys 2-6 pom-4-uutpodenoit, N-Boc-4-nmunepuanHo U TMKI00yTaHOH
B KQUeCTBE UCXOAHBIX BellecTB. OOpaboTKOM cMecH 1 5KB. MOHOTHIpATA
M-TOJIyOJICYIH(OHOBOM KMCIOTHI MTOJTy4aJiv LEeJIEBOE COSIMHEHUE B BUIE OECIBETHOTO
TBEpIOTO BemiecTBa. 2- bpoM-4-auTpodeHo morydanu crnocodom, OTTMCAHHBIM B
sarepatype (J. Org. Chem., Vol.62, 1997, p.4504).

(2) ITonyuenue
3-{3-0pom-4-[(1-uuKII0 Oy TUIITIUTIC PUTUH-4-1JT)OKCH | peHuT } -
5-¢rop-2-metun-4(3H)-xrHa30IMHOHA

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld IO cCoco0y npumMepa 94, ucroiib3ys
2-aMUHO-6-(pTOPOCH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPUT 1
3-0pom-4-[(1-1uKIT0 Oy TUITIUITe PUIUH-4-UJT)OKCH |aHUITMHMOHOTO3WIAT B KAYECTBE
VCXOJIHBIX BEILECTB.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,67-1,75 (2H, m), 1,86-2,10 (8H, m), 2,26 (3H, c),
2,28-2,38 (2H, m), 2,52-2,63 (2H, m), 2,74-2,83 (1H, m), 4,50-4,54 (1H, m), 7,03 (1H, x, J=8,8
I'm), 7,08-7,15 (2H, m), 7,45-7,47 (2H, m), 7,72-7,66 (1H, m).

ITpumep 240

3-{3-0pom-4-[(1-1mKI0 Oy TUIIHIIe pUAVH-4-UT)OKCH |peHn } -
2,5-pumetnii-4(3H)-XxuHa30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld IO coco0y npumMepa 94, ucroiib3ys
2-aMHMHO-6-MeTUII0EH30MHYIO KUCIOTY, YKCYCHBIA AHTUIPUI U
3-0pom-4-[(1-1uKIT0 Oy TUITIUITe PUANH-4-UJT)OKCH |aHUITUH MOHOTO3MIIAT B KAUECTBE
VCXOJIHBIX BEILECTB.

'H SIMP (400 MTI, CDCl,, owm.1.): 1,72 (2H, m), 1,80-2,15 (8H, m), 2,24 (3H, ¢), 2,34

(2H, m), 2,44 (2H, m), 2,78 (1H, m), 2,81 (3H, ¢), 4,52 (1H, ymmp.c), 7,04 (1H, n, J=8,8 '),
7,14 (1H, nn, J=2,4, 8,8 I'n), 7,23 (1H, 1, J=7,8 I'n), 7,46 (1H, n, J=2,4 I'w), 7,50 (1H, 1, J=
7,8 I'm), 7,60 (1H, T, J=7,8 I'w).

ITpumep 241

I'uapoxitopun
3-{4-[(1-unka006
4(3H)-XnMHA30JIMHOHA

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIYYalld IO cCloco0y npumMepa 94, ucroiib3ys
2-aMUHO-6-(TPUPTOPMETHIT) OEH30MHYIO KUCTIOTY, TPOMMOHOBBINM aHTHIPUI,
4-[(1-uuKI0 Oy T IUIIE PUTUH-4- 1T )OKCU |JaHUJIMHMOHOTO3UIAT B KAYECTBE UCXOJHBIX
BEILIECTB.

'H IMP (400 MTI, CDCl,, owm.1.): 1,32 (3H, T, J=6,8 T'n), 1,75-1,83 (1H, m), 1,98-2,07
(1H, m), 2,17-2,29 (4H, m), 2,72-2,91 (8H, m), 3,35-3,43 (3H, m), 4,78-4,81 (1H, m), 7,08 (2H,
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1, J=8,0 I'm), 7,24 (2H, 1, J=8,4 I'n), 7,92-8,00 (2H, m), 8,40 (1H, n, J=7,8 I'm).
ITpumep 242
3-{4-[(1-uukn0 Oy THIIIHIIe pUAVH-4-11)OKCH | heHw } -
8-tbrop-2-MeTrin-4(3H)-XMHA30JIMHOH

YKa3aHHOE B 3aI0JIOBKE COEIMHEHNE CUHTE3UPOBAJIN B BUIE TBEPIOTO BEILIECTBA
CBETJIO-KOPUYHEBOTO LBeTa (T.IU1.: 177-179°C) o cnocody npumepa 94, UCIoab3yst
2-aMuHO-3-(pTOpOCH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPU U
4-[(1-uuKI0 0y TUIIUIIE PUTUH-4- 1T )OKCU |JAHUJIMHMOHOTO3UIAT B KAYECTBE UCXOJHBIX
BEILECTB, C MOCIIEAYIOIIEH MepEeKpUCTATUIM3ALMEN (3TUIIALETAT/ U3 TUIIOBBIN 2Up).

'H SIMP (400 MTI, CDCL, o m.1.): 1,66-1,75 (2H, m), 1,84-1,95 (4H, m), 2,02-2,11 (4H,

M), 2,17-2,28 (2H, m), 2,31 (3H, ¢), 2,61-2,68 (2H, m), 2,75-2,80 (1H, m), 4,37-4,43 (1H, m),
7,05 (2H, u,J=9,3 I'n), 7,14 (2H, 1, J=9,3 I'n), 7,42-7,37 (1H, m), 7,47-7,52 (1H, m), 8,05
(1H, g, J=7,8 T').

ITpumep 243

2-[3-(6eH3unokcu)nponun]-3-{4-
[(1-1MKITOTIeHTUATIUTIE pPUTUH-4-1IT) OKcH | heHw J tupuno| 2,3-d [mupumunni-4(3H)-oH

(1) I[Tonyuenue 2-{[4-(6eH3UTOKCH)OYTaHOUII |aAMUHO } HUKOTUHOBOM KHUCIOTHI
4-(ben3unokcu)MacssHyo KUucioTy (154 mr, 0,79 MMOJTh) pacTBOPSUTH B XJIOpodopMe,
00aBIsIM THOHWIXJIOpU (158 MT) M cMech IepeMelBalIvd IPpU KOMHATHOW TeMIIEpaType
B TeueHue 1 yaca. PactBoputesnb U M30BITOK THOHWIXJIOPUIA OTTOHSIIU TPU TOHUKEHHOM

JIaBJICHUH, OCTATOK PACTBOPSUIU B Xj1opodopme, nodasisiu Tpuatunamut (0,46 mit) u
ATUIIOBBIN 3(Up 2-aMUHOHUKOTUHOBOM KUCIOTHI (110 mr, 0,66 MMOITB) U CMECh
MepeMeIIMBaIi TPU KOMHATHOMN TeMIiepaType B TeueHue 2 yacoB. K peakunoHHOM
YKUIKOCTH J100ABJISUIM HACBIIEHHbBINM BOJAHBIN paCTBOP TMAPOKApOOHATA HATPUSI, CMECh
JKCTPArupoBaAIIU XJIOPOGOPMOM U CYIIHIU OE3BOTHBIM CylibhaToM HaTpus. [TorydeHHBIM
OCTaTOK PACTBOPSUIM B METAHOJIE, JOOABISUIA 2H. BOJHbBINA PACTBOP TUAPOKCUIA HATPUS
(0,66 M11) M cMech IIepeMelIMBalIv IIPU KOMHATHOM TeMIiepaType B TeueHue 2 yacos. [1ocie
JI00aBJIEHUS K PEaKIIMOHHOM KUIKOCTH BOJIHOTO PACTBOPA XJIOPUCTOBOIOPOIHOMN
KHUCIIOTBI, UTOOBI CZIENATh CMECh CJTa0OKUCIIOTHOM, PACTBOPUTEb OTTOHSIIU TIPU
MOHWXEHHOM JiaBiieHnd. K ocTaTky q400aBIIsUiN 3TUIALETAT U HEOOJIBIIIOE KOJIUYECTBO
3TaHOJIA, TBEPBIN 0CAIOK OT(HUITHLTPOBBIBAIU U TTOTyUaIIH, TAKUM 00 pa3oM, NeaeBoe
coenuuenue (166 mr, 80%) B BUIe O€CLBETHOTO TBEPAOIrO BEIIECTBA.

(2) [Tonyuenue 2-[3-(0enzunokcu)nponui]-4H-mupuno[2,3-d][1,3]okcanun-4-oHa

2-{[4-(beH3WI10KCU)OyTAHOWI|aMUHO }HUKOTUHOBYIO KUCIIOTY (100 Mr, 0,32 MMOJIb)
pacTBOpsuTU B Xj10podopme (4 MIT) B MOTOKE a30Ta, 100aBIsLIN oKcamuiixjaopua (50 MKIT) U
CMeCh MepeMeEIIMBaIU IIPYU KOMHATHOM TeMriepatype B TeueHue 2 yacoB. K peakupmoHHon
XKUIKOCTH 100aBIsiy TpudTuiaamuH (0,2 MIT) ¥ TIepeMelMBaiy B TeueHue 1 yaca.
J1o06aBIIsiIM HACHIIEHHBIN BOJIHBINM pACTBOP TMAPOKapOOHATA HATPUS U CMECH
IKCTPArupoOBaAIU XJIOPOPOPMOM. DKCTPAKT CYIIUIN O€3BOIHBIM CYJIb(paTOM HATPUS,
KOHIEHTPUPOBAIM U TTOJIy4YaId, TAKUM 00pa3oM, 1iejieBoe coeguHeHue (42 mr, 45%) B BUje
MACJISTHUCTOTO OCTATKA KOPUYHEBOTO 1IBETA.

(3) [Tonmyuenue
2-[3-(6en3unokcu)nponun]-3-{4-
[(1-1mKkITOIEHTUITIUTIE pUIVH-4-1IT) OKCeH | peHw J tupuo| 2,3-d [ mupumuavi-4(3H)-oHa

VYKa3aHHOE B 3ar0JIOBKE COEAMHEHME TTOIyYalld IO cioco0y npumepa 94, ucrnonb3ys 2-
[3-(6enzunoxkcu)nponun]-4H-mupuno[2,3-d][1,3]okca3uH-4-0oH U
4-[(1-UMKIOIEH TUJITTUIIE PUIIAH-4-WIT ) OKCU |AHWJIMH B KAUYE€CTBE UCXOAHBIX BEILIECTB.
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'H SIMP (400 MTI, CDCl,, om.1.): 1,43-1,53 (2H, m), 1,53-1,62 (2H, m), 1,68-1,76 (2H,

M), 1,86-1,94 (4H, m), 2,03-2,12 (2H, m), 2,13-2,19 (2H, m), 2,35-2,46 (2H, M), 2,55-2,61 (1H,
M), 2,62 (2H, 1, J=7,2 I'n), 2,82-2,88 (2H, m), 3,54 (2H, T, J=5,6 I'n), 4,37-4,42 (1H, m), 4,40
(2H, ¢), 7,02 (2H, 1, J=8,8 I'n), 7,12 (2H, n, J=8,8 '), 7,17 (2H, 1, J=8,0 I'n), 7,22-7,28 (3H,
M), 7,41 (1H, nn, J=4,8, 8,0 I'm), 8,58 (1H, nx, J=2,0, 8,0 I'n), 8,98 (1H, nxa, J=2,0, 4,4 I'n).
ITpumep 244
2-[2-(anauIoKCH)3TUl |-6-x1op-3-{4-
[(1-1mukoOyTHIUMIIepuAnH-4-uin)okcu | pennn } mupuno|3,4-d Jnupumunua-4(3H)-ox
(1) IToyuenue 2-[2-(amummnokcu)stuin|-6-xinop-4H-mupuno(3,4-d][ 1,3]Jokcannn-4-oHa
LleneBoe coenrHeHUe MOJIyYaau Mo crnoco0y npumepa 243, uCoIb3ys ITUIOBBINA
3¢up S5-aMUHO-2-XJTOPU30HUKOTUHOBOM KUCIOTHI M 3-(AJUTMIIOKCH)IIPOITMOHOBYIO KUCTIOTY
B KQUECTBE UCXOJIHBIX BEIIIECTB.
(2) ITonyuenue
2-[2-(annunoxen)atun]-6-ximop-3-{4-
[(1-1mkmoOyTHIIHMIIepUAuH-1IT )oKcH |bennn jiupuno| 3,4-d] mupumunnn-4(3H)-ona
VYKa3aHHOE B 3ar0JIOBKE COEAMHEHME TTOIyYalld IO cioco0y npumepa 94, ucrnonb3ys 2-
[2-(anmumoken)atrn |-6-xnop-4H-mupuno|3,4-d][ 1,3]okcanuH-4-0H u
4-[(1-uuKI0 0y TUIIUIIE PUTMH-4- 1T ) OKCU |aHUJIMH B KAY€CTBE UCXO/IHBIX BEIIECTB.
'H SIMP (400 MTIw, CDC13, o m.n.): 1,65-1,75 (2H, m), 1,83-1,94 (4H, m), 2,00-2,11 (4H,

M), 2,16-2,23 (2H, m), 2,60-2,69 (2H, m), 2,76 (2H, 1, J=6,4 I'l), 3,86 (2H, T, J=6,4 I'®), 3,97
(2H, oT, J=1,2, 6,0 T'y), 4,35-4,42 (1H, m), 5,17 (2H, on, J=1,2, 10,4 I'm), 5,22-5,28 (2H, ™M),
5,81-5,90 (1H, m), 7,03 (2H, n, J=8,8 I'), 7,10 (2H, x, J=8,8 I'm), 8,06 (1H, ¢), 8,91 (1H, ¢).
ITpumep 245
6-x10p-3-{4-[(1-IMKITOMPONUINUIIEPUANH-4-UT)OKCH | peHnn } -2-MeTumupuno| 3,4-
d]mupumnnns-4(3H)-oH

(1) IMonyyenue 1-uuxnonponui-4-(4-HUTpoGEeHOKCH)TUTIEPUANHA

4-(4-Hutpodenokcn)munepuaus (1,92 r, 8,63 MMoIb) 1
[(1-3TOKCULMKITIOTPONWII ) OKCH | (TpUMETWIT)crilaH (2,27 T, 12,9 MMOJIb) pacTBOPSIIM B CMECH
pacTBOpUTENEl yKCyCHOM KUCTOTHI (20 Mi1) U MeTaHoa (20 M), 100aBIIsIIU
mmaHo6opruapun Hatpus (1,08 T, 17,3 MMOIIB) U cMech nepemenuBaiu pu 65°C B
TeueHue 18 yacoB. PacTBOpUTEIh OTTOHSIIM IPY MOHUKEHHOM JABJIEHUU, 100aBIISUIN
STWIALETAT U 1H. BOJHBIN paCTBOP TUAPOKCHIA HATPHUSI, CMECh SKCTPATUPOBAIIU
ATUIIANIETATOM U OpTaHUYECKYIO (pa3y mMpOMBIBAIIM AUCTUILTMPOBAHHOM BooM. [Toce
CyIIKHU 0€3BOJIHBIM CYJIb(PaTOM HATPUS TPOAYKT KOHIEHTPUPOBAJIM U TIOJTyUYallvd, TAKUM
o0Opaszowm, nerteBoe coequuerue (1,94 r, 86%) B BUIe MaCIISTHUCTOTO BEIleCTBa
CBETJIO-KOpHUYHEBOTO 1BeTa. Mcronb3oBanu 4-(4-HUTpOPEHOKCH)ITUITEPUINH, TIOJTYYeHHbIH
B pumepe 94.

(2) ITonmyuenue 4-[(1-UUKITOTIPONUAIIIIUIIEPUANH-4-WIT)OKCHU |aHUIIUHA

LleneBoe coenuMHEHKE MOTyYald KaTAIUTUUECKAM BOCCTAHOBJIEHUEM |-IUKITOTTPOTIMII-4-
(4-HUTpO(PEeHOKCH)TUIIEPUIMHA B CMECH PACTBOPUTEICH MeTaHOIA U ITHIALETaTa,
WCIIOJIBb3Y$ KaTaJU3aTOp NMaJUIA AU HA AaKTUBUPOBAHHOM YTIIE.

(3) [Tonmyuenue
6-x510p-3-{4-[ (1 -1MKIOTT P OTTUIITTUIIE PUIUH-4-1JT) OKCH | (DeHUIT } -2-MeTUIupuo| 3,4-
d]mupumuann-4(3H)-ona

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIY4Yalld IO Coco0y npumMepa 94, ucroiib3ys
5-aMHHO-2-XJIOpU30HUKOTUHOBYIO KUCIIOTY, YKCYCHBINA aHTUIPU U
4-[(1-uMKIO TP ONWIITTMITEPUANH-4-1J1) OKCH |aHWIMH B KAYE€CTBE UCXOJIHBIX BEILIECTB.
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'H SIMP (400 MTI, CDCl,, o m.1.): 0,41-0,50 (4H, m), 1,62-1,65 (1H, m), 1,80-1,88 (2H,

M), 1,97-2,04 (2H, m), 2,29 (3H, ¢), 2,48-2,57 (2H, m), 2,90-2,96 (2H, m), 4,37-4,42 (1H, m),
7,06 (2H, o, J=8,8 I'w), 7,13 (2H, 8,8 I'w), 8,06 (1H, c), 8,90 (1H, c).

ITpumep 246

3-{4-[(1-uMKIO TP ONMUINIUIIEPUIUH-4-111) OKCU |(DeHNIT } -2-MeTUIINUPUIO| 3.4-
d]mupumunus-4(3H)-oH

YKa3aHHOE B 3ar0JIOBKE COECIMHEHME TOJIyYaJId KATAIUTUIECKUM BOCCTAHOBJICHUEM
6-x310P-3-{4-[(1-IMKIOTPONWITUIIEPUANH-4-IIT)OKCH | (peH U } -2-MeTUInupuao| 3,4-
d]nmupumunun-4(3H)-0Ha, CMUHTE3UPOBAHHOTO B IpUMepe 251, UCTION B3y KATAIU3ATOPD
najulaJui Ha aKTUBUPOBAHHOM YTIJI€, B IPUCYTCTBUUA TPUITUIIAMHUHA.

'H SIMP (400 MTI, CDC13, o m.1.): 0,41-0,50 (4H, m), 1,62-1,66 (1H, m), 1,79-1,88 (2H,

M), 1,97-2,04 (2H, m), 2,30 (3H, ¢), 2,49-2,56 (2H, m), 2,90-2,96 (2H, m), 4,37-4,42 (1H, m),
7,06 2H, n, J=8,8 I'n), 17,13 (2H, n, J=8,8 I'y), 8,03 (1H, x, J=5,2 I'm), 8,68 (1H, #, J=5,2
I'm), 9,13 (1H, ¢).

ITpumep 247

3-{4-[(1-umKI0 0y TUINUIIE PUIUH-4-1UT)OKCH | DeHurN }-6-(TUDTOPMETOKCH)-
2-meTui-(3H)-XuHa30JIMHOH

(1) ITonyuenue
3-{4-[(1-upKI10 Oy TUIIIUITe PUIUH-HIT ) OKCH | peHuT } -
6-Tunpokcu-2-meTui-(3H)-xuHa3on1MHOHA

LleneBoe coenuHeEHKE MOTydaad JEMETUIMPOBAHUEM
3-{4-[(1-uukIT0 Oy TUITIIMITe PUTUH-4-WJT)OKCH | heHMIT } -
6-MeToKcH-2-MeTuI-4(3H)-XMHAa30JIMHOHA, CUHTE3UPOBAHHOTO B IpuMepe 234, 110 Ccriocoly
npumepa 192(1).

(2) Monyuenue 3-{4-[1-1mukII00yTUITIMIIEpUANH-4-1T)OKCH | peHm } -6-(mudTOpMETOKCH)-
2-MeTtun-4(3)-XxuHa30JIMHOHA

3-{4-[(1-HuxoOyTunnunepuanH-4-ui)okcu |peHus } -
6-ruapokcu-2-metuin-4(3H)-xunazommHoH (37 mr), xnopaudropauerat HaTpus (17 mr) u
KapOoHaT Kanud (25 Mr) cMemmBaiy B fuMeTuiadopmamuze u nepeMernusam npu 120°C B
TeueHue 2 yacoB. K peakiimoHHOM cMecu 100aBIISUIN TUCTUIIIIMPOBAHHYIO BOJY, CMECh
IKCTPArupOBaAIIU XJIOPOPOPMOM U CYIIUIU OE3BOTHBIM CylibhaToM HaTpus. [IpoaykT
OYMIIAJIM KOJIOHOYHOM XpoMaTorpadueit Ha cuiukarese (xiaopodopm/mMetanon=15/1) u
MOJIy4YaJIi, TAKUM 00pa3oM, YKa3aHHOE B 3aroJjioBke coeauHenue (19 mr, 46%) B Bujie
MACJISTHUCTOTO OCTATKA CBETJIO-KEITOTO LBETA.

'H SIMP (400 MTI, CDCl,, 6 M.1.): 1,65-1,77 (2H, m), 1,84-1,97 (4H, m), 2,01-2,10 (4H,
M), 2,17-2,27 (5H, m), 2,61-2,68 (2H, m), 2,74-2,81 (1H, m), 4,42-4,36 (1H, m), 6,61 (1H, T, J=
73,2 T'y), 7,04 2H, 1, J=9,3 T'n), 7,14 (2H, n, J=8,8 '), 7,53 (1H, nx, J=9.,0, 2,7 I'y), 7,69
(1H, n, J=8,8 I'w), 7,94 (1H, x, J=2,9 I'm).

ITpumep 248

3-{4-[(1-umKI0 0y TUIINUIIE PUIUH-4-UT)OKCH | (DeHU } -
7-meTOoKCHU-2-MeTun-4(3H)-XMHA30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIYYalld IO cCloco0y npumMepa 94, ucroiib3ys
2-aMHHO-4-MeTOKCUOEH30MHYI0 KUCITOTY, YKCYCHBIN aHTHIPU U
4-[(1-uuKII0 Oy TUIIUIIE PUTMH-4- 1T ) OKCU|aHUJIMH B KAY€CTBE UCXO/IHBIX BEIIECTB.

'H AMP (400 MTn, CDCl,, o m.a.): 1,65-1,76 (2H, m), 1,83-1,95 (4H, m), 2,00-2,09 (4H,

M), 2,15-2,23 (2H, 2,24 (3H, ¢), 2,60-2,68 (2H, m), 2,71-2,79 (1H, m), 3,93 (3H, c), 4,35-4,41
(1H, m), 7,06-7,01 (4H, m), 7,14 (2H, 1, J=9,3 I'm), 8,16 (1H, 1, J=8,8 I'w).
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ITpumep 249
6-x110p-3-(2-MeTOoKCcH)-4-{ 3-[(3S)-3-Me TUITIUIIE PUIUH- | -WIT | TPOTIOKCH } (DEHIIT )~
2-metunmupuaol3.4-duupumuavi-4(3H)-oH

(1) ITonyuenue
6-xJ10p-3-(4-TUAPOKCU-2-Me TOKCU(DEHUIT) - 2-MeTUpuo|[ 3,4-dmupumunuu-4(3H)-ona

VYKa3aHHOE B 3ar0JI0BKE COEMHEHUE MOIy4Yalii 1o crnoco0y npumepa 1-(1) u -(2),
UCIIOJIB3YS S-aMUHO-2-XJIOPU30OHUKOTUHOBYIO KUCIOTY, YKCYCHBINM aHTUIPUIT U
4-aMUHO-3-MEeTOKCU(EHOI B KAUECTBE UCXOTHBIX BEIIECTB.

(2) ITonyuenue
6-x510p-3-(2-MeToKCcH-4-{ 3-[(3S)-3-MeTunmure puavH- 1 -ui Jmpornokcu } peHu)-
2-metunmupuao|3,4-dJmupumuaun-4(3H)-ona

6-X110p-3-(4-runpokcu-2-meTokcudeHmn)-2-Metumupunao| 3,4-dmipumunva-4(3H)-oH
(250 wmr, 0,79 mmouib), 3-[(3S)-3-MeTwnunepuaus- 1 -wi]nponan-1-oi (186 mr, 1,2 MmMoIIb)
u Tpudenrndochun (310 mr, 1,2 MMOJIB) pacTBOPSUIM B Oe3BOIHOM TeTparuapodypane (6
MJI) B IOTOKE a30Ta W OXJIaXIaJIM Ha JIeJistHoM OaHe. J[o0aBIsiin mo Karuisim
nuu3ornponuiazoaukapookcunar (0,23 mi, 1,2 MMOJIb) U TIEpEMEIIIMBAJIN B TCUECHUE 2 THEMH
Ipy KOMHATHOM Temriepatype. CMech KOHUEHTPUPOBAJIU MTPU MTOHUKEHHOM JIaBJICHUM,
0 0ABIISUTY TUATUIIOBBIN 3(Up U TBEPbIit 0caqoK OTGUIHTPOBBIBATN. DPUITBTPAT
KOHLEHTPUPOBAIH, TPOAYKT OUUILAIIA KOJTOHOYHOM XpoMaTorpaduen Ha CUIIMKarese
(xmopodopm/metanon=100/0-95/5) u moTydanu Takum oOpa3oM yKa3aHHOE B 3aTOJIOBKE
coenunenue (200 mr, 56%) B BUie O€CLUBETHBIX KPUCTAILIOB.

'H SIMP (400 MI, CDCl,, 6 m.1.): 0,83-0,93 (4H, m), 1,55-1,74 (SH, m), 1,84-1,89 (1H,
M), 1,99-2,06 (2H, m), 2,25 (3H, ¢), 2,50 (2H, 1, J=7,3 I'n), 2,83-2,91 (2H, m), 3,77 (3H, ¢),
4,07 (2H, T, J=6,3 '), 6,61-6,64 (2H, m), 7,05-7,07 (1H, m), 8,05 (1H, c), 8,89 (1H, ¢).

ITpumep 250

6-x10p-3-(2-ruapPOKCU-4-

2-metunmupuno|3.4-dlnupumuavi-4(3H)-oH
6-Xiop-3-(2-mMeTokcu-4-{3-[(3S)-3-MeTunnunepuauH- 1 -uia]mpornokcu } peHwn)-
2-metunmmpu o[ 3,4-dJmupumuari-4(3H)-0H, cMHTE3UpOBaHHBI B ipuMepe 249,
MOJIBEPTaJIM JEMETOKCUIIMPOBAHUIO IO crioco0y npumepa 192(1) v monyyanu, TaKUM
00pa3oM, yKa3aHHOE B 3ar0JIOBKE COEUHEHHE.
'H IMP (400 MTI, CDCl,, d m.1.): 0,77-0,89 (4H, m), 1,52-1,74 (5H, m), 1,97-2,07 (3H,

M), 2,32 (3H, ¢), 2,64-2,81 (2H, m), 2,96-3,07 (2H, m), 3,97 (2H, 1, J=5,6 I'1), 6,41-6,39 (1H,
M), 6,44 (1H, non, J=8.8, 2,4 I'm), 6,98 (1H, x, J=8,3 I'm), 8,04 (1H, ¢), 8,89 (1H, c¢).

ITpumep 251

6-x10p-3-(2-(2-
2-metunmupuaol3.4-dluupumuavi-4(3H)-oH

VYKka3aHHOE B 3ar0JI0BKE COEAMHEHUE MOIyYalid IO crioco0y npumepa 192(1),
UCTIONTB3YS 6-XJ10P-3-(2-ruapokcu-4-{3-[(3S)-3-MeTunnune puauH- 1 -uit | Iponokcy } heHuI )-
2-metunmpuo| 3,4-d]mupumuana-4(3H)-oH 1 2-PTOpITUIITO3WIIAT B KAUECTBE UCXOTHBIX
BemiecTB. Mcnonb3oBanu
6-x510p-3-(2-rUaApoKcu-4-{3-[(3S)-3-MeTh e pUTUH- | -WJT ] TTPOTTOKCH } e HUIT)-
2-metunmmpu o[ 3,4-dJmmpumuana-4(3H)-0H, KOTOPBIA cuHTE3MpOBaiu B ipumepe 250.

'H IMP (400 MTIw, CDC13, o m.1.): 0,83-0,93 (4H, m), 1,53-1,74 (5H, m), 1,84-1,91 (1H,

M), 1,99-2,06 (2H, m), 2,27 (3H, ¢), 2,51 (2H, T, J=7,3 I'n), 2,83-2,92 (2H, m), 4,07 2H, T, J=
6,3 I'm), 4,10-4,34 (2H, m), 4,49-4,51 (1H, m), 4,63-4,61 (1H, m), 6,64 (1H, n, J=2,4 I'n), 6,67
(1H, nnx, J=8.,8, 2,4 T'n), 7,09 (1H, n, J=8,8 I'm), 8,05 (1H, ¢), 8,90 (1H, c¢).
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ITpumep 252

2-31U-6-MeTOKCH-3-(4-{3-[(2S)-
2-METUINUPPOJIUINH- | -un]nponoken ypennn)nupuao|3.4-d mipumuani-4(3H)-ox

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4YalI 110 Cloco0y npumMepa 249, UCnosb3ys
2-3TUi-6-MeTOKCH-3-(4-runpoxcudenun ) nupuno| 3,4-dmupumuann-4(3H)-oH u
3-[(2S)-2-MeTunnup ponuaInH- 1 -wi|mponaH-1-0J1 B Ka4eCTBE UCXOJHBIX BEILIECTB.
Hcnonbp3oBanu
2-3TUi-6-MeToKCH-3-(4-runpoxcudenun ) nupuao| 3,4-dmupumuann-4(3H)-oH, KOTOPBIi
CHUHTE3UPOBAJIA B ipumMepe 198.

'H SIMP (400 MTI, CDC13, owm.a.): 1,11 (3H, 1, J=6,0 I'n), 1,23 (3H, T, J=7,2 I'nm), 1,40-

1,50 (1H, m), 1,60-2,37 (8H, m), 2,44 (2H, k8B, J=7,2 I'y), 2,97-3,03 (1H, m), 3,18-3,23 (1H,
M), 4,03 (3H, ¢), 4,07-4,11 (2H, m), 7,05 (2H, n, J=9,2 T'w), 7,12 (2H, 1, J=9,2 I'y), 7,45 (1H,
¢), 8,78 (1H, ¢).

ITpumep 253

I'mopoxopun
2-5TU-6-MeTOKCH-3-(4-{3-[(3S)-3-MeTUInUnepuInH- 1 -1 Jnponokcu
d]mupumunns-(3H)-oHa

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TTOIY4YalI 110 cCoco0y npumMepa 249, Ucnosb3ys
2-3TUi-6-MeTOKCH-3-(4-runpoxcudenun ) nupuno| 3,4-dmupumuann-4(3H)-oH u
3-[(3S)-3-meTunmuriepuanH- 1 -ui]mpomnaH- 1-oJ1 B Ka4eCTBE UCXOHBIX BEIIECTB.
Hcnonbp3oBanu
2-3TU-6-MeTOKCH-3-(4-runpoxcudenun ) nupuao| 3,4-dmupumuann-4(3H)-oH, KOTOPBIi
CHUHTE3UPOBAJIA B ipumMepe 198.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,00 (3H, g1, J=6,8 I'n), 1,07-1,13 (1H, m), 1,22 (3H,

T, J=7,6 I'm), 1,82-1,98 (6H, m), 2,40-2,54 (4H, m), 3,17-3,23 (2H, m), 3,47-3,65 (2H, m), 4,03
(3H, ¢), 4,16 (2H, T, J=5,4 I'n), 7,0 (2H, 1, J=8,8 '), 7,15 (2H, 1, J=8,8 I'n), 7,44 (1H, c),
8,79 (1H, c).

ITpumep 254

2-metunmupuao|3.4-dluupumuavi-(3H)-ox

VYKa3aHHOE B 3ar0JIOBKE COEAMHEHHE TIOIY4Yalld 110 cloco0y npumMepa 249, UCnosb3ys
6-MeTOKCH-3-(4-TUIPOKCHU-2-MeTOKCU(DEHWIT)-2-MeTUupuo| 3,4-d | mupumunnn-4(3H)-oH
v 3-[(3S)-3-MeTriumIe puInH- 1 -ui JiporaH- 1-0J1 B KA4eCTBE UCXOIHBIX BEILIECTB.
Hcnonb3oBanu
6-MeTOKCH-3-(4-TUIPOKCHU-2-MeTOKCUDEHWUIT)-2-MeTUIIUpuao| 3,4-d|mupumunun-4(3H)-oH,
KOTODBIN cuHTe3upoBaiu B npumepe 203 (1).

'H IMP (400 MTw, CDC13, o m.1.): 0,82-0,93 (4H, m), 1,57-1,74 (5H, m), 1,84-1,91 (1H,
M), 1,99-2,06 (2H, m), 2,20 (3H, ¢), 2,52 (2H, T, J=7,3 '), 2,85-2,92 (2H, ™m), 3,76 (3H, ¢),
4,02 (3H, ¢), 4,07 (2H, T, J=6,3 '), 6,59-6,62 (2H, m), 7,07 (1H, x, J=8,8 I'n), 7,45 (1H, c),
8,75 (1H, ¢).

ITpumep 255

6-MeTOKCH-2-MeTHI-3-(4-{3-[(3S)-
3-MeTWIIMnepuanH-1-un|oponokcu }euum)nnpuno| 3.4-dJnupumuana-4(3H)-on

VYka3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIyYalld IO cioco0y npumMepa 249, ucnomnp3ys 3-
(4-runpoxcudenun)-6-MeTokcu-2-MeTUnupuao| 3,4-d mupumuann-4(3H)-oH u
3-[(3S)-3-MeTunnuriepuanH- 1 -ui]mpomnaH- 1-0J1 B Ka4ECTBE UCXOHBIX BEILIECTB.
Hcnonb3oBanmu 3-(4-ruapokcupeHu)-6-MeTOKCH-2-MeTUIIIMPUO|[ 3,4-d | mupumMuivH
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4(3H)-0H, KOTOPBIN CHHTE3UPOBAIIU B IIpuMepe 197.
'H SIMP (400 MTI, CDCl,, d m.1.): 0,86-0,91 (4H, m), 1,56-1,75 (5H, m), 1,85-1,93 (1H,

M), 2,00-2,08 (2H, m), 2,24 (3H, ¢), 2,50-2,56 (2H, m), 2,85-2,95 (2H, m), 4,03 (3H, c), 4,07
(2H, T, J=6,0 I'n), 7,05 (2H, &, J=8,8 I'm), 7,14 (2H, 1, J=8,8 I'n), 7,45 (1H, ¢), 8,75 (1H, ¢).
ITpumep 256
6-MeTOoKCH-2-MeTu-3-(4-{3-[(2R)-
2-METUWINUPPOJIUINH- 1 -un]nponoken }gennn)nupuao|3.4-dmipumuani-4(3H)-ox
VYka3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIyYalld IO cioco0y npumMepa 249, ucnosnp3ys 3-
(4-runpoxcudeHun)-6-MeTokcH-2-MeTUInupuao| 3,4-d mupumuann-4(3H)-oH u
3-[(2R)-2-MeTUATIUPPOTIUIUH- | -WT|TpOnaH-1-0J1 B KAU€CTBE UCXOIHBIX BEILIECTB.
Hcnonbs3oBanu
3-(4-runppoxcudenu)-6-meTokcu-2-metuanupuno| 3,4-d]mipumuaun-4(3H)-oH, KOTOPBHIi
CHUHTE3UPOBAJIA B ipumepe 197.
'H SIMP (400 MTI, CDCl,, owm.a.): 1,17 (3H, g, J=4,9 I'n), 1,47-2,50 (12H, m), 3,01-3,10

(1H, m), 3,23-3,31 (1H, m), 4,03 (3H, c), 4,12-4,08 (2H, m), 7,05 (2H, #, J=8,8 I'n), 7,14 (2H,
I, J=8,8 I'm), 7,45 (1H, c), 8,75 (1H, c).

ITpumep 257

2.5-mumeTni1-3-(4-{ 3-[(2R)-2-MEeTUINTUPPOIUINH- | -WI JITPOIOKCH } (DeHWMI ) -
4(3H)-XxMHA30JMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TIOIY4Yalld IO cioco0y npumMepa 165, ucnosnb3ys
2-aMMHO-6-METUII0EH30MHYIO KUCIOTY, YKCYCHBIA AaHTUIPUI U
4-{3-[(2R)-2-MeTUIIIIUP POITUIUH- | -WIT |IIPOTIOKCH } AHUJIMHMOHOTO3MWIAT B KA4ECTBE
UCXOJHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, om.a.): 1,13 (3H, 1, J=5,9 I'y), 1,42-1,51 (1H, m), 1,61-2,09

(5H, m), 2,17-2,54 (6H, m), 2,82 (3H, c¢), 2,99-3,04 (1H, m), 3,20-3,25 (1H, m), 4,05-4,11 (2H,
M), 7,03-7,07 (2H, m), 7,13-7,16 (2H, m), 7,21 (1H, x, J=7,3 I'y), 7,50 (1H, 1, J=7,8 T'w), 7,59
(1H, 1, J=7,8 T'y).

ITpumep 258

2-meTun-3-(4-{3-[(2R)-2-Me TUINUPPOTUIUH- | -UJT |IIPOTIOKCH } PEHWI)-
5-(rpudropmerii)-4(3H)-XMHA30IUHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TIOIY4Yalld IO cioco0y npumMepa 165, ucrosnb3ys
2-aMUHO-6-(TPUPTOPMETIIT) OEH30MHYIO KUCTIOTY, YKCYCHBIN aHTUAPUL 1
4-{3-[(2R)-2-MeTUIIIIMP POITUIUH- | -WIT |IIPOTIOKCH } AHUJIMHMOHOTO3MWIAT B KA4ECTBE
VCXOJIHBIX BEILECTB.

'H SIMP (400 MI, CDCl,, d m.1.): 1,14 (3H, 1, J=6,3 T'w), 1,42-1,51 (1H, M), 1,61-1,86

(2H, m), 1,91-2,10 (3H, m), 2,15-2,43 (6H, m), 2,98-3,06 (1H, m), 3,20-3,25 (1H, m), 4,04-
4,11 (2H, m), 7,03-7,06 (2H, m), 7,14-7,18 (2H, m), 7,80 (1H, T, J=7,8 I'n), 7,86-7,89 (2H, m).
ITpumep 259
S-xs10p-2-mMetuii-3-(4-{3-[(2R)-2-MeTnnnu
4(3H)-XxuHa30JIMHOH
VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TIOIY4YalI 110 cioco0y npumMepa 165, ucrosnb3ys
2-aMUHO-6-XJIOpOEH30MHYIO KUCITOTY, YKCYCHBINM aHTHIPHIL U
4-{3-[(2R)-2-MeTUIIIIUP POITUIUH- 1 -WIT |IIPOTIOKCH } AHUJIMHMOHOTO3MUJIAT B KA4ECTBE
UCXOJHBIX BEILECTB.

'H IMP (400 MTI, CDCl,, om.n.): 1,13 (3H, 1, J=5,9 I'n), 1,41-1,51 (1H, m), 1,59-2,08
(5H, m), 2,14-2,54 (6H, m), 2,99-3,04 (1H, m), 3,20-3,25 (1H, m), 4,04-4,13 (2H, m), 7,03-
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7,06 (2H, m), 7,12-7,16 (2H, m), 7,45 (1H, nnx, J=7,3, 1,5 '), 7,55-7,62 (2H, m).
ITpumep 260

4(3H)-XxUHA30JIUHOH

VYKka3aHHOE B 3ar0JIOBKE COEMHEHUE CUHTE3UPOBAJIM B BUE TBEPAOTO BEILIECTBA
6emnoro ugera (T.1m1.: 125-127°C) no ciocoOy npumepa 165, ucrosib3ys
2-aMUHO-6-(pTOPOCH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPU U
4-{3-[(2R)-2-MeTUITIUP POJIMIAUH- | -WIT)TPOTIOKCH |JaHWJIMHMOHOTO3WIAT B KAUYECTBE
VCXOJHBIX BEILLECTB, C MOCIEAYIOUIEH epeKPUCTATUIM3AUMEN (3TUIALETAT/ AU TUIIOBBIN
3¢hup).

'H SIMP (400 MTI, CDCl,, d m.1.): 1,13 (3H, 1, J=6,3 I'w), 1,41-1,51 (1H, m), 1,60-1,85
(2H, m), 1,91-2,09 (3H, m), 2,14-2,54 (6H, m), 2,99-3,06 (1H, m), 3,20-3,25 (1H, m), 4,05-
4,13 (2H, m), 7,03-7,15 (6H, m), 7,46(1H, n, J=8,3 '), 7,65-7,70 (1H, m).

ITpumep 261

4(3H)-XMHA30JIMHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4YalI 110 coco0y npumMepa 165, ucromnb3ys
2-aMUHO-5-(pTOpOEH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPU U
4-{3-[(2R)-2-MeTUIIIIMP POITUIUH- | -WIT |IIPOTIOKCH } AHUJIMHMOHOTO3MUJIAT B KA4€CTBE
UCXOJHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,13 (3H, 1, J=5,9 T'w), 1,42-1,51 (1H, M), 1,59-1,86

(2H, m), 1,91-2,09 (3H, m), 2,15-2,54 (6H, m), 2,99-3,06 (1H, m), 3,20-3,25 (1H, m), 4,06-
4,12 (2H, m), 7,04-7,07 (2H, m), 7,13-7,16 (2H, m), 7,45-7,50 (1H, m), 7,66-7,69 (1H, m),
7,88-7,91 (1H, m).

ITpumep 262

4(3H)-X1UHA30JIUHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TIOIY4Yalld IO cioco0y npumMepa 165, ucromnb3ys
2-aMuHO-4-(pTOpOCH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPUI U
4-{3-[(2R)-2-MeTUIIIIUP POITUIUH- | -WIT |IIPOTIOKCH } AHUJIMHMOHOTO3MWIAT B KA4ECTBE
UCXOJHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,15 (3H, 1, J=5,9 I'w), 1,44-1,53 (1H, m), 1,60-1,87

(2H, m), 1,92-2,11 (3H, m), 2,20-2,56 (6H, m), 3,01-3,08 (1H, m), 3,23-3,27 (1H, m), 4,06-
4,14 (2H, m), 7,04-7,07 (2H, m), 7,13-7,20 (3H, m), 7,31 (1H, ax, J=9,3, 2,4 I'n), 8,27 (1H,
an, J=8,8, 6,3 I'n).

ITpumep 263

4(3H)-Xx1UHA30JIUHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4YalI 110 cioco0y npumMepa 165, ucrosnb3ys
2-aMuHO-3-(pTOpOCH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPUI 1
4-{3-[(2R)-2-MeTUIIIIUP POITUIUH- 1 -WIT |IIPOTIOKCH } AHUJIMHMOHOTO3MIAT B KA4ECTBE
UCXOJHBIX BEILECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,16 3H, 1, J=6,3 I'w), 1,44-1,54 (1H, m), 1,62-1,85
(2H, m), 1,93-2,12 (3H, m), 2,21-2,41 (6H, m), 3,01-3,08 (1H, m), 3,23-3,28 (1H, m), 4,06-
4,14 (2H, m), 7,05-7,08 (2H, m), 7,13-7,17 (2H, m), 7,37-7,42 (1H, m), 7,47-7,51 (1H, m),
8,05 (1H, 1, J=7.,8 I'n).

ITpumep 264
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4(3H)-XxUHA30JIUHOH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TTOIY4Yalid IO cioco0y npumMepa 165, ucrosnb3ys
2-aMMHO-5-METUI0EH30MHYIO KUCIOTY, YKCYCHBIA AHTUIPUI U
4-{3-[(2R)-2-METUATIUP POIIMANH- | - JHPOTIOKCH } AHUITMHMOHOTO3MWIAT B KAUECTBE
VCXOJHBIX BEILIECTB.

'H IMP (400 MTI, CDCl,, owm.xn.): 1,15 (3H, 1, J=6,3 I'n), 1,47-1,53 (1H, m), 1,62-1,84

(2H, m), 1,92-2,11 (3H, m), 2,20-2,54 (9H, m), 3,01-3,08 (1H, m), 3,23-3,27 (1H, m), 4,06-
4,12 (2H, m), 7,03-7,06 (2H, m), 7,13-7,16 (2H, m), 7,57-7,57 (2H, m), 8,05 (1H, c).

ITpumep 265

2-metun-3-(4-{3-[(2R)-2-Me TUINUPPOTUIUH- | -UJT |TPOMIOKCH } PeHmI)nmupuao|2,3-
d]mupumunus-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TIOIY4YalId IO cioco0y npumMepa 165, ucrosnb3ys
2-aMMHOHMKOTHHOBYIO KUCIIOTY, YKCYCHBIM aHTUAPUI U
4-{3-[(2R)-2-MeTUIIIIUP POITUIUH- | -WIT|IIPOTIOKCH } AHUJIMHMOHOTO3MUJIAT B KAUECTBE
VCXOJIHBIX BEILECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,15 (3H, 1, J=6,3 T'w), 1,44-1,53 (1H, m), 1,63-1,87

(2H, m), 1,92-2,11 (3H, ™M), 2,18-2,40 (6H, m), 3,01-3,08 (1H, ™M), 3,22-3,27 (1H, m), 4,06-
4,14 (2H, m), 7,05-7,08 (2H, m), 7,14-7,17 (2H, m), 7,40-7,43 (1H, m), 8,59 (1H, on, J=7,8, 2,0
I'm), 8,98-8,99 (1H, m).

ITpumep 266

2-MeTui-3-(4-{3-[(2R)-2-Me TWINUPPOJIUAXH- 1 -WiI Jiponiokcu } heHumnupuao[4,3-
d]mupumunns-4(3H)-oH

YKa3aHHOE B 3ar0JIOBKE COEAMHEHUE CUHTE3UPOBAJIM B BUJIE TBEPIOTO BELIECTBA
CBETJIO-keNTOoTo 1Beta (T.1uL.: 238-250°C) no cnnocoOy npumepa 165, ucnosip3ys
4-aMUHOHUKOTHHOBYIO KUCIOTY, YKCYCHBIM AHTUIPUIT U
4-{3-[(2R)-2-MeTUITIUP POJIMIAUH- | -WIT | IPOTIOKCH |JaHWJIMHMOHOTO3WIAT B KAUECTBE
WCXOJHBIX BEIIECTB, C MOCIECAYIOIIEN MEPEKPUCTALIN3ZALIUEHN (3TWITAleTAT/ U3 TUIOBBIA
3¢up/H-TenTaH).

'H IMP (400 MTIw, CDC13, om.m.): 1,14 (3H, n, J=6,3 I'y), 1,42-1,51 (1H, m), 1,61-1,85

(2H, m), 1,91-2,10 (3H, m), 2,15-2,38 (6H, m), 3,00-3,07 (1H, m), 3,21-3,25 (1H, m), 4,08-
4,12 (2H, m), 7,05-7,09 (2H, m), 7,13-7,16 (2H, m), 7,48-7,50 (1H, m), 8,85 (1H, n, J=5,9 I'y),
9,47 (1H, x, J=1,0 I'y).

ITpumep 267

2-metun-3-(4-{3-[(2R)-2-Me TUINIUPPOTUIUH- | -UJT |TPOMOKCH } PeHnm)nmupuao| 3.4-
d]mupumunns-4(3H)-oH

(1) ITonyuenue
6-x110p-2-MeTUiI-3-(4-{ 3-[(2R)-2-MeTunmup ponuaus- 1 -un|npomnokcu }peHun) mpuao| 3,4-
d]mupumuann-4(3H)-ona

LleneBoe coenrHeHue MOJIy4aiu 1o crocoOy nmpumepa 165, ucnonb3ys
5-aMUHO-2-XJIOPU30HUKOTUHOBYIO KUCIIOTY, YKCYCHBIM aHTUIPULI U
4-{3-[(2R)-2-MeTUIIIIUP POITUIUH- | -WIT |IIPOTIOKCH } AHUJIMHMOHOTO3MWIAT B KA4ECTBE
VICXOJIHBIX BEILECTB.

(2) ITonyuenue
2-metun-3-(4-{3-[(2R)-2-MeTUATIUP P OJIMAMH- | -WiT | TpoTnioKcH }peHun)nupuno| 3,4-
d]mupumuann-4(3H)-ona

YKa3aHHOE B 3ar0JIOBKE COCAUHEHHE MMOIy4alld pACTBOPEHUEM 6-XITOP-2-MeTHI-3-(4-{3-
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[(2R)-2-MeTunnuppouaus- 1 -un]nponokcu } perwt ) mupuao| 3,4-d]Jmpumuaus-4 { 3H)-oHa B
ITWIALETATE, U OCYLIECTBIISA KATAIIUMTUYECKOE BOCCTAHOBJICHUE C UCIIOJIb30BAHUEM B
KauecTBE KaTAJIU3aTopa Majjiaaus Ha aKTUBUPOBAHHOM YIJI€, B IIPUCYTCTBUU
TPUITUIIAMUHA.

'H IMP (400 MTI, CDCl,, om.n.): 1,11 (3H, 1, J=5,9 I'y), 1,39-1,48 (1H, m), 1,59-1,85

(2H, m), 1,89-2,08 (3H, m), 2,10-2,41 (6H, m), 2,97-3,04 (1H, m), 3,17-3,22 (1H, m), 4,08-
4,12 (2H, m), 7,06-7,09 (2H, m), 7,13-7,16 (2H, m), 8,03 (1H, ax, J=5,4, 1,0 I'm), 8,67 (1H, &,
J=5,4 T'n), 9,12 (1H, x, J=1,0 I'm).

ITpumep 268

2-meTun-3-[4-(3-nunepuaunt- 1 -unnponokcu)penun | mupuao|3,2-d mmpumuani-4(3H)-oH

(1) ITomyuyenue 3-HUTPONUPUAUH-2-KAPOOHOBOMN KUCIOTHI

VYKa3aHHOE COEMHEHUE MTOJIYYaIU CIOCOOOM, OMMMCAHHBIM B JINTEPATYPE
(Tetrahedron, 1998, Vol.54, p.6311; uJ. Am. Chem. Soc, 1954, Vol.76, p.3167), uciosib3yst
2-X110p-3-HUTPOIIMPUANH B KAUECTBE UCXOJHOTO BELIECTBA.

(2) ITonmyuenue 3-aMMHOTIMPUANH-2-KapOOHOBOW KUCIOTHI

3-Hurponupuaun-2-kapO0HOBYIO KUCIOTY (2,72 1, 16,2 MMOJIb) U TUAPOKApOOHAT
HaTpus (1,34 T, 16,2 MMOJTb) pacTBOPSUTHA B JUCTULTUPOBAHHOM Boe (20 mur) u atMochepy
B cucTeMe 3aroaHsuIM a3otoM. [Tocne nobdasnenus 10% nanmaaus HA AKTUBUPOBAHHOM
yrie (1,72 r) atmocdepy B cucTeMe 3aMEHSITH BOJOPOIOM U CMECh TIePEMEIIIUBAIIH TTPU
KOMHaTHOM TeMriepatype B Teuenue 50 gacoB. J{oOaBisin 1H. BOJHBIN pacTBOP COISTHON
KHUCIIOTHI M pH peakiOHHOTO pacTBOpa JOBOJIMIM A0 CIA0OKUCIOTHOT'O 3HAUCHMUS.
PacTtBopuTens OTTrOHSUIM TP MOHMKEHHOM JaBJIE€HHUH, K OCTATKy JOOABIISIIM HEOOIbIIIOE
KOJIMYECTBO 3TAHOJIA U 3TWIALETATa U 0O PA30BABIIMICA OCATOK OTHUIBTPOBBIBAIIM.
@uIbTPAT KOHUEHTPUPOBAIU U MOJIYYaId, TAKUM 00pa3oM, 1esieBoe Bemectso (1,50
r, 67%) B BUIe TBEPAOTO BEUIECTBA CBETIIO-KEJITOrO LIBETA.

(3) [Momyuenue 2-metui-3-[4-(3-nunepuaus- 1 -un-npomnokcu)penu [mupuao[ 3,2-d]
nupuMuanH-4(3H)-oHa

VYKka3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld IO cioco0y npumMepa 165, ucrosnb3ys
3-aMUHOTIMPUANH-2-KapOOHOBYIO KUCIOTY, YKCYCHBII aHTUAPUI U
4-(3-nMnepuamH- 1 -WI-pOoNOKCH)aHUIMHMOHOTO3WIAT B KAYECTBE UCXOIHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,49-1,43 (2H, m), 1,58-1,63 (4H, m), 2,02 (2H, 1T, J=

14,6, 6,3 T'n), 2,27 (3H, ¢), 2,37-2,45 (4H, m), 2,50 (2H, T, J=7,6 I'n), 4,07 (2H, T, J=6,3 I'n),
7,06 2H, T, J=2,4,9,3 T'n), 7,17 (2H, 111, J=2,4, 9,3 '), 7,68 (1H, nx, J=8,3, 4,4 '), 8,01
(1H, nn, J=8,3, 1,5 T'm), 8,86 (1H, nnx, J=4,4, 1,5 I'n).

ITpumep 269

2-meTun-3-(4-{3-[(2R)-2-Me TUINUPPOTUIUH- | -UJT |ITPOMOKCH } heHn) umpuao|3,2-
d]mupumunns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4Yalld IO coco0y npumMepa 165, ucromnb3ys
3-aMMHONMPUIUH-2-KapOOHOBYIO KUCIOTY, YKCYCHBIA aHTUIPUL U
4-{3-[(2R)-2-MeTUIIIIUP POITUIUH- 1 -WIT|IIPOTIOKCH } AHUJIMHMOHOTO3MWIAT B KA4ECTBE
UCXOJHBIX BellecTB. Microap30Bam 3-aMUHOTIMPHUIUH-2-KapOOHOBYIO KHCIIOTY, KOTOPYIO
CHUHTE3UPOBAJIA B ITpuMepe 268.

'H IMP (400 MTI, CDCl,, d M.1.): 1,13 (BH, &, J=5,9 T'w), 1,51-1,42 (1H, m), 1,68-1,87
(2H, m), 1,93-2,00 (1H, m), 2,01-2,10 (2H, m), 2,16-2,30 (4H, m), 2,27 (3H, ¢), 2,32-2,42 (1H,
M), 3,03 (1H, ar, J=12,2, 7,8 I'n), 3,23 (1H, 1, J=8,3, 2,9 I'n), 4,09 (2H, 11, J=5,9, 2,4 '),
7,06 (2H, n, J=8,8 I'ny), 7,17 (2H, 1, J=8,8 '), 7,68 (1H, nn, J=8,3, 4,4 I'ny), 8,01 (1H, nx, J=
8,3, 1,5 I'n), 8,86 (1H, nx, J=4,4, 1,5 I'y).
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ITpumep 270

2-metun-3-[4-(3-nupposiauH- 1 -winponokcu)heHu [nupuao| 3,2-d juupumunui-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TTOIY4Yalid IO cioco0y npumMepa 165, ucrosnb3ys
3-aMMHONMPUIUH-2-KapOOHOBYIO KUCIOTY, YKCYCHBIA aHTUIPUL U
4-(3-IUpPOIIUIMH- | -WITTPOITIOKCU)AHUIIMH B KAYECTBE UCXOIHBIX BEIIECTB.
Ncnonp3oBanu 3-aMUHONIMPUIMH-2-KapOOHOBYIO KUCIIOTY, KOTOPYIO CUHTE3UPOBAJIH B
npumepe 268.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,79-1,86 (4H, m), 2,03-2,10 (2H, m), 2,27 (3H, c),

2,56-2,62 (4H, m), 2,69 (2H, T, J=7,3 I'n), 4,09 (2H, T, J=6,3 I'n), 7,06 (2H, 11, J=2.4, 8,8 I'1D),
7,17 2H, 1, J=2,4, 8,8 I'n), 7,68 (1H, nnx, J=8,3, 4,4 I'n), 8,01 (1H, nnx, J=8,3, 1,5 I'y), 8,85
(1H, on, J=4,4, 1,5 T'n).

ITpumep 271

2-metun-3-(4-{3-[(3S)-3-Me TWIIUIIEpUIUH- | - U [T PONTOKCH } DEHUIT)TUPUIO[ 3,2-
d]mupumnnns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEMHEHE MOJIyYaIH IO criocoOy npumepa 165, ucroib3ys
3-aMUHOTIMPUIUH-2-KapOOHOBYIO KUCIOTY, YKCYCHBIA aHTUIPUT U
4-{3-[(3S)-3-MeTWIIUIIEpUIHH- | -WJT ] ITPOTIOKCH } AHUJIMHMOHOTO3WJIAT B KAUECTBE
UCXOIHBIX BellecTB. Micnoap30Bam 3-aMUHOTTMPHUIUH-2-KapOOHOBYIO KHCIIOTY, KOTOPYIO
CHUHTE3UPOBAJIA B ITpuMepe 268.

'H IMP (400 MTI, CDCl,, o m.1.): 0,94-0,82 (1H, m), 0,88 (3H, 1, J=6,8 I'n), 1,57-1,74

(5H, m), 1,89 (1H, T, J=11,2, 2,9 I'n), 2,04 (2H, kB, J=6,3 I'n), 2,27 (3H, ¢), 2,53 2H, 1, J=
7,6 T'n), 2,86-2,93 (2H, m), 4,07 (2H, T, J=6,3 I'n), 7,05 (2H, n, J=8,8 I'n), 7,17 (2H, 1, J=8,8
I'm), 7,67 (1H, nx, J=8,3, 4,4 '), 8,00 (1H, nx, J=8,3, 1,5 I'n), 8,84 (1H, an, J=4,4, 1,5 I'n.

ITpumep 272

3-{4-[(1-uuKJI0 Oy TUIIIMITE PUAUH -4-UJT1)OKCH | (DeHMIT } -2-Me TMIIIIUPpU10[3,2-
d]mupumunns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHME TIOIY4Yalld 110 cioco0y npumMepa 165, ucrosnb3ys
3-aMUHONUPUIUH-2-KApOOHOBYIO KUCIIOTY, YKCYCHBIN aHTUAPUIT U
4-[(1-uuKI0 0y TUIIUIIE PUTMH-4- 1T )OKCU |JaHUJIMHMOHOTO3UJIAT B KAYECTBE UCXOJHBIX
BenecTB. Mcrnonb3oBanu 3-aMUHOTTMPUANH-2-KapOOHOBYIO KUCIOTY, KOTOPYIO
CHUHTE3UPOBAJIA B ITpuMepe 268.

'H SIMP (400 MTI, CDC13, owm.n.): 1,67-1,74 (2H, m), 1,96-1,84 (4H, m), 2,03-2,10 (4H,

M), 2,17-2,25 (2H, m), 2,27 (3H, ¢), 2,59-2,71 (2H, m), 2,73-2,79 (1H, m), 4,36-4,42 (1H, m),
7,05 (2H, T, J=2,0, 8,8 I'n), 7,17 (2H, 11, J=2,0, 8,8 I'n)), 7,67 (1H, 1nx, J=8,3, 4,4 '), 8,00
(1H, nn, J=8,3, 1,5 T'm), 8,84 (1H, nnx, J=4,4, 1,5 I'n).

ITpumep 273

d]mupumunns-4(3H)-oH

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIY4YalI 110 cioco0y npumMepa 165, ucrosnb3ys
3-aMUHONUPUJIUH-2-KapOOHOBYIO KUCIIOTY, TPOMMOHOBBIN aHTUAPUIL U
4-[(1-uuKI0 0y TUIIUIIE PUTUH-4- 1T )OKCU |JaAHUJIMHMOHOTO3UIAT B KAYECTBE UCXOHBIX
BeniecTB. Mcrnonb3oBanu 3-aMUHOTTMPUANH-2-KapOOHOBYIO KUCIOTY, KOTOPYIO
CHUHTE3UPOBAJIA B ITpuMepe 268.

'H IMP (400 MTI, CDCl,, owm.n.): 1,22 (3H, T, J=7,3 T'n), 1,64-1,76 (2H, m), 1,84-1,95
(4H, m), 2,00-2,10 (4H, m), 2,15-2,23 (2H, m), 2,46 (2H, kB, J=7,3 I'nm), 2,60-2,69 (2H, m),
2,73-2,79 (1H, m), 4,34-4,42 (1H, m), 7,04 (2H, 1, J=8,8 I'm), 7,15 (2H, &, J=8,8 I'n), 7,67
(1H, nn, J=8,3,4,4 T'n), 8,05 (1H, nx, J=8,3, 1,5 I'n), 8,85 (1H, nx, J=4,4, 1,5 I'n).
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ITpumep 274

3-[4-(3-azenan-1-unnponokcu)denui |-2-MmeTunnupuao [ 3,4-d Jmupumuaun-4(3H)-on

(1) ITonyuenue
3-[4-(3-a3emnaH- | -umponokcu ) peHu |-6-X10p-2-Me T PpUAO| 3,4-
d]mupumuann-4(3H)-ona

LleneBoe coennHeHue MOJIy4alii Mo cnoco0y mpumepa 165, ucrnosnb3ys
5-aMUHO-2-XJIOPU30HUKOTUHOBYIO KUCIOTY, YKCYCHBIM aHTUJIPU]T U
4-(3-a3enaH- 1 -WIIPOITOKCU)AHWUIIMH B KAYECTBE UCXOJHBIX BEIIECTB.

(2) ITonyuenue
3-[4-(3-a3emnaH- | -umponokcu ) peHu |-6-X10p-2-Me T pUAO|[ 3,4-
d]mupumunnn-4(3H)-ona

VkazaHHO€ B 3ar0JI0BKE COEIMHEHUE TTOJIyYalid KaTATUTUYECKUM BOCCTAHOBJIEHUEM 3-
[4-(3-a3enan- 1 -unmnponokcu)heHun|-6-xmop-2-metunnupuao| 3,4-dnupumuann-4(3H)-ona
B 3TWJIAlIETATe, UCTIOJIb3Ys B KAUECTBE KaTajlu3aTopa Mnajuiaui Ha aKkTUBUPOBAHHOM YTJIE,
B IPUCYTCTBUM TPUITUIIAMUHA.

'H SIMP (400 MTI, CDCl,, o m.1.): 1,64-1,73 (8H, m), 2,08-2,10 (2H, m), 2,30 (3H, c),

2,77-2,79 (6H, m), 4,11 (2H, T, J=6,1 I'n), 7,07 (2H, 1, J=9,5 I'w), 7,15 (2H, 1, J=11,7 I'w),
8,03 (1H, nn, J=5,4, 1,0 I'), 8,68 (1H, 1, J=4,9 I'n), 9,13 (1H, c).

ITpumep 275

3-[4-(3-azemnan- 1 -wanponokcu)peHnn |-6-Me TOKCU-2-Me TUIUPUIo| 3,4-
d]mupumunns-4(3H)-oH

VYka3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIy4Yalld IO cioco0y npumMepa 249, ucnosnp3ys 3-
(4-runpoxcudenun)-6-MeTokcu-2-MeTunupuao| 3,4-dmupumuann-4(3H)-oH u
3-(azenan-1-un)nponaH-1-oJ1 B KAYECTBE UCXOIHBIX BELIECTB. Vcnonbp30Banu
3-(4-runppoxcudenu)-6-meTokcHu-2-metuanupuno| 3,4-d]mupumuaun-4(3H)-oH, KOTOPBHIi
CHUHTE3UPOBAJIA B ITpuMepe 268.

'H IMP (400 MTI, CDCl,, d m.1.): 1,63-1,69 (8H, m), 2,01-2,04 (2H M), 2,24 (3H, ©),

2,71-2,74 (6H, m), 4,03 (3H, ¢), 4,09 (2H, T, J=6,1 T'), 7,05 (2H, 1, J=8,8 I'm), 7,14 2H, 1, J=
6,6 I'm), 7,45 (1H, x, J=1,0 I'n), 8,76 (1H, c).

ITpumep 276

3-[4-(3-azenan-1-unnponokcu)denni]-2-MmeTuanupuao|3.4-d Jmupumuann-4(3H)-on

LleneBoe coenrHeHue MOJIy4alid IO cnoco0y mpumepa 165, ucrnosnb3ys
2-aMUHOHUKOTUHOBYIO KUCIIOTY, YKCYCHBII aHTUAPUI U
4-(3-a3enaH- | -WIIPOITIOKCU)AHWUIIMH B KAYECTBE UCXOJHBIX BEIIECTB.

'H IMP (400 MTIw, CDCl,, o m.n.): 1,62-1,65 (8H, m), 1,95-2,02 (2H, m), 2,35 (3H, ¢),
2,65-2,69 (6H, m), 4,09 (2H, T, J=6,3 I'n), 7,07 (2H, u, J=11,7 I'n), 7,15 (2H, n, J=12,2 I'n),
7,42 (1H, nn, J=7,8, 4,9 T'n), 8,59 (1H, nnx, J=7,8, 2,0 '), 8,99 (1H, kB, J=2,3 I'm).

ITpumep 277

(pareMuYecKasi CMecCh)
(1) Monyuenue 4-(3-uppoaUIUH- 1 -UIOYTOKCH)aHUIMHA (palleMUIecKasi CMeCh)
LleneBoe coenrHeHue Moryyaliv o cnoco0y npumMepa 18, ucrnoiibys
3-muppoiuanH- 1 -undyraH-1-oJ1 (pauemMuueckas CMech) U 4-HUTPO(PTOPOESH30JI B KaUeCTBE
ucxoIHbIX BellecTB. 3-Ilupponunun-1-undyran-1-o1 (panemMuueckasi CMECh) MOJIydaiu
crocobom, onucanubiM B tutreparype (J. Org. Chem., 1949, Vol.14, p.862).

'H IMP (400 MTI, CDCl,, owm.xn.): 1,14 (3H, 1, J=6,3 I'n), 1,82-1,65 (5H, m), 2,10 (1H,
M), 2,61-2,53 (SH, m), 3,41 (1H, ymwup.c), 3,97 (2H, m), 6,64 (2H, 1, J=9,0 I'n), 6,75 (2H, 1, J=
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9,0 I'm).

(2) ITonyuenue
5-¢rop-2-metun-3-[4-(3-uppoauaus- 1 -undyrokcn)penun]-4(3H)-xuHazonmHoHA
(pauemMuueckast CMECb)

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIy4Yalld IO cCoco0y npumMepa 18, ucroiib3ys
2-aMUHO-6-(pTOPOEH30MHYIO KUCTIOTY, YKCYCHBIA aHTUIPU U
4-(3-uppoaUaUH- 1 -WIOYTOKCU)aHWIIMH B KAU€CTBE UCXO/IHBIX BEILIECTB.

'H SIMP (400 MTI, CDCl,, d m.1.): 1,17 (3H, 1, J=6,8 '), 1,79 (4H, m), 1,88 (1H, m),

2,15 (1H, m), 2,24 (3H, ¢), 2,61 (5H, m), 4,10 (2H, m), 7,05 (2H, 1, J=9,0 '), 7,08 (1H, M),
7,14 2H, u, J=9,0 I'n), 7,46 (1H, a, J=8,3 '), 7,68 (1H, m).

ITpumep 278

2-MeTWI-3-[4-(3-muppoauaus- 1-undyrokcu)dernni|-5-(TpudTopMe TN )-
4(3H)-x1MHA30JMHOH (palieMUIecKas CMECh

VYKa3aHHOE B 3ar0JI0BKE COEAMHEHHE TIOIy4Yalld IO cioco0y npumMepa 18, ucroib3ys
2-aMUHO-6-(TPUPTOPMETIIT) OEH30MHYIO KUCTIOTY, YKCYCHBIN aHTUAPUL 1
4-(3-uppOaUaUH- | -WIOYTOKCU)aHWIIMH B KAU€CTBE UCXOIHBIX BEILIECTB.

'H IMP (400 MTw, CDC13, om.m.): 1,17 (3H, n, J=6,8 I'y), 1,80 (4H, m), 1,88 (1H, m),

2,15 (1H, m), 2,27 (3H, ¢) 4,09 (2H, m), 2,62 (5H, m), 7,05 (2H, 1, J=9,0 I'n), 7,16 (2H, 1, J=
9,0 I'm), 7,80 (1H, T, J=7,8 I'n), 7,87 (1H, n, J=7,8 '), 7,88 (1H, 1, J=7,8 I'm).

ITpumep 279

2,5-mumeTun-3-[4-(3-nmuppoauaut- 1 -undyrokcu)penn]-4(3H)-XMHaA30IMHOH

(pareMuyecKasi CMech)

VYKa3aHHOE B 3ar0JI0BKE COEMHEHHE TIOIy4Yalld 10 cioco0y npumMepa 18, ucroib3ys
2-aMHMHO-6-METUII0EH30MHYIO KUCIOTY, YKCYCHBIA AaHTUIPUI U
4-(3-tuppOaUaUH- | -WIOYTOKCU)aHWIMH B KAU€CTBE UCXO/IHBIX BEILIECTB.

'H IMP (400 MTI, CDCl,, owm.n.): 1,17 (3H, 1, J=6,3 I'n), 1,80 (4H, m), 1,88 (1H, m),

2,15 (1H, m), 2,22 (3H, ¢), 2,62 (5H, m), 2,82 (3H, c), 4,09 (2H, m), 7,05 (2H, 1, J=8,8 I'n),
7,15 (2H, n, J=8,8 '), 7,21 (1H, 1, J=7,6 I'n), 7,50 (1H, n, J=7,6 I'w), 7,59 (1H, 1, J=7,6 I'n).
[Tpumeps! papmMakoTIOTHUECKUX UCTIBITAHUI, B KOTOPHIX B KAUE€CTBE UCITBITHIBAEMOTO

COEJIMHEHHUS UCTIOJIBb30BAIN
2-31Ui-3-{4-[3-(1-nunepuaunun ) mpomnokcu|perun } -4(3H)-XxuHa30IMHOH (COeTUHEHUES
npuMepa 1), mpeacTaBiIeHbl HUXKE.

(ITpumep hapmMakoIOruueCKOro UCIIBITAHUS |: UCIIBITAHUE MHTMOUPOBAHMS CBSI3bIBAHMS
aHajora rucCTaMuHa)

ITocnenoBarenpHOCTh KJAHK [Mexnynapoanas IlatentHas [lyonukanus WO00/39164,
OIMCaHue], KOTopas KOAUPYET TMCTAaMUHOBBINM H3 penenrop yenoseka, KIIOHUPOBAJIH,
UCIIOJIB3Ys BEeKTOPHI 3Kkcripeccun pCR2.1, pEFIx (mpoaykTt ot Invitrogen) u pCl-neo
(mpoaykT oT Promega Inc.). [TonyueHHbIe BEKTOPBI IKCITPECCUM TPAHCHUIMPOBAIIH B
kietky xo3siuHa, HEK293 u CHO-K1 (American type culture collection), uC1OJIb3yst
KaTUOHHBIN JIMITUAHBIA MeTox [Proceedings of the National Academy of Sciences of the United
States of America, Vol.84, p.7413 (1987), u noJiyyasiu, TaKuM 00pa3om, KIETKH,
JKCIIPECCUPYIOLIME TUCTAMUHOBBIN penentop H3.

ITpenapat MmemOpaH, MOJTy4EHHBIN U3 KJIETOK, KOTOPBIE MPEACTABIISIIM TUCTAMUHOBBIN
peuentop H3, ucnibiTeiBaeMoe coeuuenue (coeaunenue npumepa 1) u 20000 nvr./muH [3H]
N-a-metunructamuHa (mpoaykT oT NEN) unakyoupoBanu B 0yepHOM pacTBOpe s
anaymza (50 MM OydepHoro pacrtBopa Tris, pH 7,4) mpu 25°C B TeueHue 2 4acoB U
bunpTpoBanu Ha punbTpe U3 nopuctoro crexiaa GF/C. [Tocie mpoMbIBKY C

Crpanuua: 141



10

15

20

25

30

35

40

45

30

RU 2358969 C2

ucnonb3zoBanueM 50 MM Oydeproro pactBopa Tris, pH 7,4, onpenemnsiiu
PaaMOaKTUBHOCTD HA CTEKISIHHOM (uibTpe. Onpeaensiii KOJIMYECTBO HECTIEHU(pUUECKOTO
cBsi3bIBaHUs B IpucyTcTBUM 10 MUKpoM THOnepamuaa (mpoaykrt ot SIGAM) u
paccuutbiBaiiv 50% UHTUOUPYIONIYIO KOHIEHTPAIMIO (3HAUCHUE I/IK5 0) WCITBITBIBAEMOT O

COEIMHEHMSI OTHOCUTEIIBHO crielduyeckoro cBsi3biBanus N-o-meTunructamuta (Molecular
Pharmacology, Vol.55, p.1101 (1999)). [lonydeHHOE B pe3yIbTaTe 3HAUCHUE I/IK5 o AL

VCIIBITBIBAEMOT'O COETMHEHUSI COCTAaBUIIO 15 HM.

Kak yka3zaHo Bblllle, COETMHEHUE TPUMEPA | CUIIBHO MPENSTCTBOBAJIO CBSA3bIBAHUIO
N-o-MeTWIrucTaMmMia ¢ TMICTAaMMHOBBIM perentopoM H3 (anHamor rucramuna).

(ITpumep dapmakooruueckoro ucnbiTanus 2: McripiTaHre aHTaroHu3Ma,
WHAYLIUPOBAHHOTO R-0-METUIITMCTAMUHOM - CEJIEKTUBHBIM arOHUCTOM TMCTAMHUHOBOTO
penenitopa H3, HabrogaeMoro B MMTheBOM TTOBEICHUH)

ITon anecresneln keTaMMHOM/KCUIIA3UHOM (74 MI/KT U OTHOPA30BOE
BHYTPHUOPIOMIMHHOE BBeACHUE 11 MI/KT) TOCTOSIHHYIO HAITPABISIONIYIO KAHIOJIO
(pasmep 26, nimuHa 11 MM) BeTaBiisiinu B ventriculus tertius camuoB Kpbic SD (Bo3pacta 7-10
Henenb, 200-300 r), UCITOJIb3ysl YCTPOUCTBO [IJISI CTEPEOTAKCUUECKOT O UCCIIETOBAHUS
MO3ra, ¥ GUKCUPOBAIIM IPHU TOMOIIH 3yOoTIpoTe3HOM acTMaccehl. [1omokeHne koHUMKa
HaIpaBJISIONIEH KAHIOIH ObUTO B 2,2 MM €331 OT OpermMsbl U Ha IIyOHWHE 8 MM OT
IIOBEPXHOCTHU yeperna, nocepeaune. I1o npomectsuu 1 Hexenu nepruoaa BEI3HOPOBIICHUS B
ventriculus tertius BBonwim R-o-metrwiirucramu (0,3 Mxr/1 Mxi/ronosa, 30% pacTtBop B
nponuieHrinukolie). MensireiBaeMoe coeIMHEHUE (COeAMHEHUE ITpumepa 1),
cycrieHaupoBaHHoOe B 0,5% BOJTHOM PacTBOPE METWILEILIIOIO3bI, BBOAWIN IIEPOPATBHO
3a 2 yaca 10 BBeJICHUs R-0-METWIrHCTaAMMHA U KOJIMYECTBO MMUTHEBOM BOJIBI U3MEPSUIU
yepes 1 yac nocrne BBeneHMs R-o-MeTunructaMuta. B pesyiaprarte Obl10 0OHAPYKEHO, UTO
UCTIBITbIBaeMOe coeuHeHue (10 MI/KT) CyIlIECTBEHHO YBEJIMYUBAJIO MOTPEOIeHUE
KOJIMYECTBA IUTHEBOM BOJIbI B PE3YJIbTATE BBENCHUS R-0-MeTUIITUCTAMUHA B ventriculus
tertius.

(ITpumep papmMakoIOrUueCKOro UCIIBITAHUS 3: KWHETUYECKOE UCTIBITAHUE i1l VIVO)

HcnbiTeiBacMOE coeIMHEHUE (COEAMHEHUE TpUMeEpa 1) BBOIUIIM NTEPOPATIBHO UITH
BHYTPUBEHHO caMLaM KpbIc SD (Bo3pacra 7-10 nHenensp, 200-400 r), KOTOPBIM HE JaBAJIU
TMUIIY B TeUEHUE HOYM, U U3 XBOCTOBOI BeHbI Opasiu mpuMepHO 100 MKJI KPOBHU, UCTIOJIB3YSI
renapuHU3UPOBAHHYIO KaWUIIPHYIO TPYOKy, B 3amaHHoe BpeMs. KpoBb
nerTpudyruposanu (4°C, 6000 o6/mun, 10 MuHYT) ¥ Toydanu rmiasmy. K mrazme
J00ABIISIIM TPEXKPATHOE KOJIMUECTBO 3TAHOJIA (COIEpIKAILEro BHYTPEHHUI CTAaHAAPT),
nepeMelrBaiy, ocTasisuii Ha 20 MuHyT 1pu -20°C u nentpudyruposaiu (4°C, 10000
00/muH, 10 MunyT). HamocagouHyto )kunkocTh aHanusupoBaiu MetojgoM KX/ MC/MC u
KOHLEHTPALMIO B IIJIA3ME U3MEPSUIM METOAOM C UCIIOJIb30BAHUEM OTHOCUTEIIbHOMN
KaJIMOpOBOUHOM KpuBOH. B pe3ynbrate ObUIO OOHAPYKEHO, UTO UCIIBITHIBAEMOE
COEAMHEHHUE UMEJIO OMOI0CTYHOCTh 60% M Mepuo ] MOIyCyIIeCTBOBAHUS B KpOBH 6,3 yaca.

(ITpumep papmMakoIOruuecKOro UCIIbITAHUS 4: UCIIBITAHUE AKTUBHOCTD B
MO3re/lepe0pOCHUHATIBHON KUIKOCTH)

HcnbiTeiBacMoOe coeiMHEHUE (COEAMHEHUE TpUMeEpa 1) BBOIUIIU NTEPOPATIBHO UITH
BHYTPUBEHHO camuaM Kpbic SD (Bo3pacra 7-10 Hexenb, 200-400 r) ¥ BBIITYCKAJIM KPOBb U3
OpIOLIHOM A0PTHI O aHecTe3uel 3(hUPOM, UCTIOB3YsI LITTPHI] C TEIaPUHOBOM
00paboTKkoM, B 3aaHHOE BepMsl. KOy B 3aTbUIOYHOM YaCTU FOJIOBBI pPa3pe3aliu,
IIPOKAJIBIBAIIM CTOMATOJIOTUYECKOH Urio pazmepa 30 G Mexxay IEHHBIMU IT03BOHKAMMU U
BCTABJISUIM B cyOapaxHouaaibHOE MpocTpaHCcTBO. 50-100 MK iepedpocnuHaaIbHO N
YKUIKOCTH U3BJIEKAJIU ITPU TOMOIIM 1-MJT mmpuna uepe3 Tpyoky, coeauneHHyto ¢ 30 G

Crtpanuua: 142



10

15

20

25

30

35

40

45

30

RU 2358969 C2

UTJIOM, ¥ u3BNeKam Mo3r. O6pasen kpoBu neHTpudyruposam (4°C, 6000 o6/muH, 10
MUHYT) 4 K TUTa3Me J0aBIISUTU TPEXKPATHOE KOJIMYECTBO 3TAHOJA (COAEPIKAILIErO
BHYTPEHHUI cTaHIapT) U nepememuBaiv. K ob6pasiy Mo3ra 1006asisijiv 2 MJT1 BOJBI,
FOMOTE€HU3UPOBAJIH, YACTh YAAJSIIM U JOOABIISUIM TPEXKPATHOE KOJIMYECTBO ITAHOJIA
(comepxalllero BHyTPEHHUN CTAHIAPT) U IIepeMelMBain. bpanu uepedpocnuHalIbHYIO
KUJIKOCTb, JOOABIISIIM TPEXKPATHOE KOJMYECTBO ITAHOJIA (COAEPKALIErO BHYTPEHHUIN
CTAHAAPT) U NIEPEeMEIIMBAJIM. Y Ka3aHHBIN BbIlIe 0Opa3en ocTaBisum mpu -20°C B
teyenue 20 MUHYT, neHTpudyruposamm (4°C, 12000 06/muH, 10 MUHYT), HAAOCATOYHYIO
KUAKOCTDh aHaM3upoBaiu MmeTogoM KX/ MC/MC u KOHIEHTpalMIO B IJIa3Me, TOJIOBHOM
MO3r€e U 1epeOpOCIMHAIIBHOM KUAKOCTHA U3MEPSITM METOJOM C UCIIOJIb30BAHUEM
OTHOCHUTEIIbHOW KaTMOpOBOYHOM KpUBOi. B pe3ynbTaTte ObL10 OOHAPYKEHO, UTO
UCTIBITBIBAEMOE COCIMHEHNE UMEJI0 UHTpaleped paabHyIO KOHIEHTpaluto 3,16 HMOJIb/T,
KOHLEHTPALKIO B lIepeOpoCHHANIbHOM kuaKocTy 0,142 MKM ¥ KOHIEHTPALMIO B IJIa3Me
2,32 MkM Ha BpeMs 2 yaca noce nepopaibHoro seaeHus (10 Mr/kr).

ITpoMsinuieHHas MPUMEHUMOCTD

HoBoe koHaeHCMpOBaHHOE 4-0KCONMPUMHUIMHOBOE MIPOU3BOIHOE, MPEICTABIEHHOE
dbopmymoii (I), uam ero GpapmMaleBTUIECKH ITpUEMIIEMasi COJIb 00JIaIaI0T CUIIbHBIM
AHTArOHUCTUYECKUM JEMCTBUEM B OTHOILIEHUH TMCTAMUHA WM AKTUBHOCTHIO OOPATHOTO
ArOHKUCTA U TIO3TOMY SIBIISIFOTCS TIOJIE3HBIMU 7151 TPOGDUIAKTUKY WM JICUEHUsI 00Jie3Hen
0OMeEHa BEIIECTB, TAKUX KAK OKHMPEHHUE, CAXapHbIN IMA0ET, HAPYILLIEHUSI TOPMOHAIBHON
CEKpPEeLUH, TUIIEPIUIIUIEMHUS], TOJArPA U OKUPEHUE TIEUEHU; 320 0JIEBAHUI CUCTEMBI
KpPOBOOOPAILEHHUS], TAKMX KaK CTEHOKAp/usl, OCTpasi U 3aCTOMHAs cepeyHas
HEJ0CTAaTOYHOCTh, MHPAPKT MUOKAPAA, KOJIbIEBUIHBINA apTEPUOCKIEPO3, TUIIEPTEH3MS,
3a00JIeBaHUE TIOYEK U HAPYILIEHUE 3JIEKTPOJIMTHOTO OataHca; Wi 3a00J1eBaHUiA
IEHTPaJbHOM WK TIepUEePUUEeCKON HEPBHOM CUCTEMBI, TAKUX KaK PACCTPONCTBA CHA WU
3a00J1€BaHusl, COMPOBOKAAIOIIMECS PACCTPOUCTBOM CHA (HATIPUMED, UAMOTIATUYECKAS
TUIIEPCOMHMUS, IOBTOPSIIOLIASICS BPEMSI OT BPEMEHHU TMIIEPCOMHUS, BPOKIAECHHAS
TUIIEPCOMHMUS, HAPKOJIETICHS, IEPUOANUYECKOE IBKEHUE KOHEUHOCTER BO CHE, CUHAPOM
aItHO€ BO CHE, HAPYLIEHUE [UPKATHOTO PUTMA, CHHAPOM XpPOHUUECKOH YCTaIOCTH,
HapyweHue ObicTporo cHa (REM-cHa), crapueckas OeCCOHHMIA, HAPYIIEHUE CAHUTAPHBIX
HOPM CHa y pabOTaIoMMX B HOYHYIO CMEHY, MUOTIATHUECKasi 0ECCOHHMIIA,
MMOBTOPAIOIIASACS BPEMsI OT BpEMEHM OECCOHHMUIIA, BPOXKICHHAsI O€CCOHHULA, AETTPECCHS,
OUIYIICHHUE TPEBOTHU U U300 peHns), Oynumus, apdeKTUBHbIE pacCTPONUCTBA, IUIIETICHS,
JETMPUO3HBIN CUHIPOM, JIEMEHIMs, pACCTPONUCTBO JAe(PUIMTAa BHUMAHUS/TUTIEPAKTUBHOCTH,
yXYAIICHUE MaMsITH, 60J1e3Hb AJblreniMepa, 0oe3ns [lapkuHcoHa, KOTHUTUBHOE
pacCcTpOMCTBO, IBUTATEILHOE PACCTPONUCTBO, AU3ECTE3US, TU3OCMUS], PE3UCTEHTHOCTD K
MOp(hUHY, HAPKO3aBUCUMOCTD, ATbKOTOJIbHAS 3aBUCUMOCTD U TPEMOP.

dopmyiia u300peTeHUs
1. Coenunenue, npeacraBieHHoe hopmynoit (1)

Y
Y
Konepo|
P

M.
2
R3 Ar_ /X

R2

rae Ar mpeacTaBisieT co00i OUBAJIEHTHYIO TpyNIy, 0OpPa30BaAHHYIO YAAJICHUEM IBYX
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aTOMOB BOJIOPOJa U3 OEH301a, MUPUMUIMHA WU TUPUANHA (3Ta OMBaJIEHTHAS CPYyIIa
MOXKET OBITh JOMOJIHUTEIBHO 3aMEIlleHa AaTOMOM TajIOreHa, HU3IIUM AJIKOKCH (3Ta HU3IIas
AIIKOKCUTPYTIA MOKET OBITh JOTIOJTHUTEIBHO 3aMellleHa TaJIOTeHOM), TUAPOKCH WU
HU3IIUM aJIKUIIOM);

X! MPEeICTaBIISIET COOOM aTOM KUCIIOPO/Ia;

R! MPEACTABIISIET COOOM JTMHEMHBIN WIW PA3BETBICHHBIN HU3IIMK alIKWI (3Ta HU3LIAS
AJIKWJIbHAS TPYIITA MOXET OBITh JIOTIOJTHUTEIIHFHO 3aMeleHa TUIIPOKCH, TAJIOTEHOM,
AJIKOKCH, aJUTUJIOKCH UJIN aPAJIKUITOKCH), (DEHIIT, apaIKUI UK aJIKOKCH;

KOJIBLIO A TIPE/ICTaBIISIET COOOM 5- WK 6-UJIeHHOE TeTepOaPUIIBHOE KOJIBLIO,
coaeprkaiee 1 WM 2 aTomMa a30Ta WIK ATOMa CEPbI B KOJIbLIE, MIIM OEH30JIbHOE KOJIBLO;

R? 1 R? MOTyT GbITh OMHAKOBBIMH HIIM OTINYHBIME APYT OT APYTa, U KJKIbIiA
MPEICTABIISIET COOO0M BOAOPO/1, aMUHO, AJIKWIAMUHO, TUIPOKCH, HU3IIIUIA
AJIKWICYJIH(OHWII, TAJIOTEH, HU3IIWI aJIKWI (3Ta HU3IIAS aJIKWJIbHAS TPYIITa MOXKET OBITh
JOIIOJIHUTEIILHO 3aMellleHa TajlOreHOM), HU3IMM HUKIOAJIKWI (3Ta HU3IIA
[UKJIOATKUIIbHAS TPYIIA MOXKET OBITh TOTIOJTHUTEIIFHO 3aMeIleHa TaIOreHOM), HU3IIIHIA
AJIKOKCH (3Ta HU3IIAs ATTIKOKCUTPYNIA MOXKET OBITh JOTOJIHUTEIBHO 3aMelleHa
FaJIOT€HOM), apUJjl, TeTEPOAPHUII, MOHO-HU3IIUHI aTKWIKapOaMOui, HU3LIUN
AJIKUIIKapOOKCaMU/T, apUiIKapOOKCaMU/I, HU3IIHI aJTKWICYIb(OHUITIAMUHO,
AJTKWIAMUHOCYIb(MOHUI, apATIKWI UM AJTKAaHOWIAJIKMIIAMUHO WJIH;

Y npeacrasinset cooort CH wim atom a3zora;

X? MPEACTABIISIET COOO rpymiy, peacTaBiieHHyto Gopmymnoit (II)

RS
— (CH, ), —1\|T
R4

(IT)

(rme R* n R’ 1 aToM a30Ta, B3AThIe BMECTe, MOTYT 06Pa30BBIBATE 5-8-UJIeHHOE
MOHOIMKJINYECKOE KOJIBIO (3TO MOHOLIMKINIECKOE KOJIBIIO MOKET OBITH 3aMEIIEHO
aTOMOM rajoreHa, OKCOIpYyIIION WIN HU3IIEW aJIKWILHOW I'PYIIION, KOTOpast caMa MOXET
OBITh 3aMENIEHA TaJIOT€HOM), WK 6-10-uJIeHHOEe OUIIMKIIOKOJIBLO, N MPEACTABIISIET COOOM
LIleJI0€ YMCII0, MMerolee 3HadeHue 3 uiu 4, u (CH2)n MOJET OBITH 3aMeIleH HUBIIIEN

AJKWIBHOM TPYIIION, coaepskaiiet 1 -3 atoma yriepona), popmysoii (111)
(CHy)

NRS

(ITI)

(rme m mpeacTaBisieT coOoit 1estoe Yuciio, umerolee 3nauenue ot 0 10 4, u R®
MPEACTABIISIET COOON HUBIIYIO AJIKWIBHYIO WU UKJIO AJIKUITEHYIO TPYIIY), UITH
dbopmymoit (IV)

(CH,)

P

(IV) R*

A€ CUMBOJIBI UMCIOT 3HAYCHHUEC, OIMPCACIICHHOC BBIIIC UIIN UX d)apMaL[eBTI/ILICCKI/I
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npuemsiemMast CoJib.

2. CoenuHeHue 110 1.1, Te KOJbIo A MpeacTaBisieT co00i 0EH30IbHOE KOJIBIIO,
MMUPUIMHOBOE KOJIBIIO WJIM TUPUMUIUHOBOE KOJIBIIO, WM €r0 (hapMarieBTHY eCKU
npuemsiemMast CoJib.

3. CoenuHenue 110 1.1, T7e KOO A MpeacTaBiseT cOO0l OEH30IbHOE KOJIBIO WU
MMUPUIMHOBOE KOJIBIIO, WK €T0 (hapMaleBTUIECKU IIprUeMIieMasi COJlb.

4. CoenuHeHue 1o 1. 1-3, rae no MeHbUIeH Mepe OJMH U3 RZuR3 MPEACTABIISIET COOOM
aTOM BOJOPO/Ia, WIH ero (hapManeBTUIECKU ITpUeMIIeMas CoJlb.

5. CoequHenue 110 ni.1-3, rae oauH U3 RZuR? MpeCcTaBIsIeT cCOOOM aTOM BOJIOPO/Ia,
TOT]Ia KaK JIPYrou mpeacTaBisieT COOOM aTOM BOJOPOA, AaTOM TaJIOTeHa, HU3IIHIA aTKUIT
(3Ta HU3IIAS AIKUITBHAS TPYIIa MOXKET OBITh JOMOJHUTEITBHO 3aMeIlleHa TaJIOTEHOM),
HU3UININ ATKOKCHU (3Ta HU3IIASI AJTKOKCUTPYIIA MOXKET ObITh IOTIOJIHUTENIBHO 3aMeIlleHa
TaJIOT€HOM), TUIPOKCH, apUJI, T€TePOAPUIT, HUZIIUIM AITKUIKApOOKCAMU/I,
apuTkapOOKcaMujl, apUIaATKAIKapOOKCAMUT UIW HU3IINN aJIKUICYIb(QOHUIAMUHO, UTU
ero (papmaneBTUYECKU TTpUeMIIeMast COJlb.

6. CoequHenue 110 n1.1-3, rae oauH U3 RZuR? MpeaCTaBIsieT cCOOOM aTOM BOJIOPO/Ia,
TOT]Ia KaK JIPYrou mpeacTaBisieT COO0M aTOM BOJOPOA, AaTOM TaJlOTeHa, HU3IIHIA aTKUIT
(3Ta HU3IIAS AIKUITBLHAS TPYIITAa MOXKET OBITh JOTIOJHUTEIIBHO 3aMelleHa TaJIOTeHOM) WU
HU3IINN ATKOKCHU (3Ta HU3IIASI ATKOKCUTPYIIA MOXKET ObITh IOTIOJIHUTENILHO 3aMellleHa
raJIoTeHOM), WJTH eTO (hapMaleBTUUECKH ITpUeMIIeMasi COJIb.

7. CoenuHenue 1o 1.1, rae Ar npeacrasisieT coOO0N OMBATIEHTHYIO TPYIILY,
00pa30BaHHYIO YAAJIEHUEM JIByX ATOMOB BOAOPO/1a U3 O€H30J1a WM MUPUMUIMHA (3TA
OWBaJIEHTHAS TPYIIa MOXET OBITh IOTOJTHUTEIBHO 3aMEIlIeHa ATOMOM TaJIOTeHa, HU3IITNUM
AJIKOKCH (3Ta HU3IIAasg AIKOKCUTPYMIIA MOXKET OBITh JOTOJIHUTEIBHO 3aMelleHa
raJIoTeHOM), TUPOKCH WJTH HU3IIUM AJIKUIIOM), WK €T0 (papManeBTUIECKH TTprUeMIieMast
COJIb.

8. CoeHenMe 10 IF060My OHOMY M3 I 1-3 mmn 7, rae X2 npencrasies dopmyitoit (IT)
5
/R
— (CH,) —1\|T
R4

(I1)

/I CUMBOJIBI UIMEIOT 3HAUCHHE, OTIPEICIICHHOE BBIIIIE, WU €ro (hapMaleBTUYECKU
IpuemMiIeMas CoJlb.

9. CoequHeHue 110 11.8, Te R4, R u atom a30Ta, B3ATbIe BMECTE, 00PA3YIOT 5-8-UIE€HHOE
MOHOIMKINYECKOE KOJIBLO (3TO MOHOIMKINIECKOE KOJIBIO MOXXET UMETh B KaUueCTBE
CPYIIIbI 3aMECTUTEIISI ATOM FaJIOT€HA WK HU3IIYIO aJIKWIBHYIO TPYIIITY, KOTOPAsi MOXKET
OBITh 3aMeITeHA TaJIOTEHOM), WK eT0 (papManeBTUISCKU ITpUeMIIeMasi COJlb.

10. Coenuuenue o 1.8, Tie R*, R n aToM a3oTa, B3AThIe BMeCTe, 06pa3yIoT
6-10-usIeHHO€ OUIUKITOKOJIBIO, WJIU €T0 (hapMaleBTUUECKH IMpUeMiIeMasi COJb.

11. CoeguHeHHe 110 11.8, TA€ n UMEET 3HAUYEeHHE 3, U R4, R’ 1 aTtom a30Ta, B3SThIC BMECTE,
00pa3yroT 5-8-wIeHHOE MOHOIMKIMYECKOE KOJIbLO (3TO MOHOIUKINYECKOE KOO MOKET
MMETh B KQUECTBE T'PYIIIbI 3AMECTUTENSI ATOM TaJIOT€HA WIM HU3IIYIO AJIKWIbHYIO TPYIIIY,
KOTOpasi MOXKET OBITh 3aMeIlleHa TAJIOTEHOM), WIIH €T0 (hapManeBTUIECKU TTpuemiieMast
COJIb.

12. CoequHeHHe 110 11.8, TAe n UMEeT 3HAYeHHe 3, U R4, R’ 1 aTtom a30Ta, B3SThIC BMECTE,
00pa3yioT 6-10-usieHHOe OUIMKIIOKOJIBIO, WK €T0 (papManeBTUIECKU TIpUeMIIeMast CoJlb.
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13. CoenrHeHHe 10 J1I060MY OZHOMY U3 Il 1-3 vnu 7, Tie X2 IpeacTaBiIeH

dbopmymoit (I1I)
(CT)

{)NRG

(IIT)
/I CUMBOJIBI UIMEIOT 3HAUCHHE, OTIPE/ICIICHHOE BBIIIIE, UK €ro (hapMaleBTUIECKU
npyuemiieMast CoJib.
14. CoenuHeHMe 110 TI060MY OHOMY U3 1. 1-3 vnu 7, e X2 mpeacTaBieH
dbopmyoit (IV)
(CH, ),

P
-

(IV) R*
ragce CUMBOJIBI UMCHOT 3HAUYCHUC, onpeaeHeHHoe BBIIIC, WJIU €TO d)apMaL[eBTI/ILIeCKI/I
IpuemiieMas COJib.

15. Coenunenue no jr0dbomy ogHomMy u3 mi.1-3, 7, 9, 10, 11 wim 12, tae R!
MIPEACTABIISIET COOON HU3IIYIO AJIKWIBHYIO TPYIITY, cofepxkKaIiyo 1 -3 atoma yriepoaa

(BTa HHU3IIAs aJIKUJIbHAs I'pyIIia MOXCET OBITH JOITIOJIHUTCIIBHO 3aMCIIICHA FaHOFCHOM), WJIn

(beHWIBbHYIO TPYIILY, WIH €ro (papMaleBTUIECKU TPUEMIIEMast COJIb.

16. Coenunenue no j1irodbomy ogHomMy u3 mi.1-3, 7, 9, 10, 11 wim 12, tae R!
MIPEACTABISIET COOO METUIT, 3TUJI, H-TIPOTIWII, U3OMIPOTIMII WIIH TPUYTOPMETHIL, UITU €TO
(hapManeBTUUECKU MTpUeMIIeMasi Cob.

17. Coenunenue 1o 1.1, i€ coeMHeHUE, IpeacTaBieHHoe Gpopmyoii (1), mpeacrasiseT

co0oli:
2-31ui-3-{4-[3-(1-nmupponuaunui ) npornokcu | henun } -4(3H)-XxuHa30IMHOH,
2-MeTui-3-{4-[3-(1-nunepuauaui ) npornokcu | henun } -4(3H)-xuHa30IMHOH,
2-meTui-3-{4-[3-(1-muppommauani)npornokcu|henun }-4(3H)-xuHa301uHOH,
2-MeTui-3-{4-[3-(2-meTu- | -tupponuauuu )ipornokcu] penun }-4(3H)-xuHA30JIMHOH,
3-{4-[3-(2,5-aumeTui- 1 -muppOIMANHUII ) TPOTIOKCH | PeHUIT } -
2-metun-4(3H)-XxvHa30JIMHOH,
2-MeTuI-3-{4-[4-(1-nunepuannnn ) oyTokcu|dennn }-4(3H)-xuHa30MHOH),
3-{4-[3-(1-azemanwn)nponokcu | pernn } -2-metuin-4(3H)-XuHa30JIMHOH,
3-{4-[3-(1-a3okanun)npomnokcu]pernn } -2-metwi-4(3H)-xuHa301MHOH,
2-MeTui-3-{4-[3-(2-meTun- | -munepuauHu ) pornokcu | pennn } -4(3H)-XxuHA30IMHOH,
2-MeTuI-3-{4-[3-(4-meTun- | -munepuguHU ) pornokcu | pennn } -4(3H)-XxuHA30IMHOH,
3-(4-{3-[(2R,65)-2,6- n1uMeTUII- | -TTUTICPUIUHUIT |TIPOTIOKCH }(heHUIT)-
2-metun-4(3H)-XxvHa30JIMHOH,
2-meTui-3-{4-[3-(3-metun- | -munepuauHu )npornokcu | pennn } -4(3H)-xuHA30IMHOH,

3-{4-[3-(3,5-numeTwI- | -TUne puIMHWIT ) TPpOTIOKCH | peHn }-2-MeTrit-4(3H)-X1Ha307IMHOH,

2-meTui-3-{3-[3-(1-nunepuaunui ) npornokcu | henun } -4(3H)-xuHa301MHOH,
3-{3-0pom-4-[3-(1-munepuauHuI ) ponokcu |pern }-2-3tunn-4(3H)-XxuHa30MHOH,
2,5-mumeTun-3-{4-[3-(1-munepuaunu)nponokcu ] dpennn }-4(3H)-XxuHa30IMHOH,
3-{4-[3-(1-munepuauaUI)Iponiokcu|pennn } -2-mpormun-4(3H)-xuHa301uHOH,
3-{4-[3-(1-nunepunuuun)nponokcu]denun }-2-tpudropmetnin-4(3H)-XMHA30IMHOH,
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2-uzonponui-3-{4-[3-(1-nmunepununui)nponokcu] penun }-4(3H)-xuHA30IMHOH,
2,6-mumeTui-3-{4-[3-(1-munepuaunui)npomnokcu]dpennn }-4(3H)-XxuHa30IMHOH,
7-x50p-2-metui-3-{4-[3-(1-munepuauuun)nponokcu]pennnt } -4(3H)-xuHa301MHOH,
2,8-mumeTun-3-{4-[3-(1-munepuaunu)nponokcu]pennn }-4(3H)-XxuHa30IMHOH,
2-3TUII-5-MeTh-3- {4-[ 3-(1-rune pumuHW) IportokcH | henun }-4(3H)-xuHa301UHOH,
5-dTop-2-metui-3-{4-[3-(1-munepuauHui)npornokcu]pernn }-4(3H)-xuna3oauHOH,
5-xmop-2-metui-3-{4-[3-(1-munepuauaun) nponokcu|dhennn }-4(3H)-xuHa30IMHOH,
5-MeToKcH-2-MeTu-3-{4-[3-(1-munepuauani ) npornokcu | penun } -4(3H)-XxuHa30TMHOH,
5-rugpokcu-2-metuii-3-{4-[3-(1-nmunepuaunaun)ponokcu]pennn }-4(3H)-xuHa30IMHOH
TpudTOpanerar,
2-meTun-3-{4-[3-(1-murnepuauHuI) TP OITOKCH | (peHuT } -
S-tpudropmeTun-4(3H)-XuHA30IMHOH,
7-brop-2-metun-3-{4-[3-(1-munepunuaun)nponokcu] penun }-4(3H)-xuHa301mMHOH,
6-bTop-2-metnii-3-{4-[3-(1-nmunepuauHui)npornoxcu]pernn } -4(3H)-xuna3oauHoOH,
6,7-mudrop-2-metun-3-{4-[3-(1-munepunuaun)nponokcu|hpenun }-4(3H)-xuHa30mHOH,
6-0pom-2-metuin-3-{4-[3-(1-munepunuauin)npornokcu|hennn } -4(3H)-XuHA30IMHOH,
6-xJ10p-2-MeTui-3-{4-[3-(1-unepuauau) iponokcu|dhenunn }-4(3H)-xuHa30IMHOH,
6-MeTOKCH-2-MeTUI-3-{4-[3-(1-munepuauani ) npornokcu | penun } -4(3H)-xuHa30/IMHOH,
6,7- AMMETOKCHU-2-MeTWIT-3-{4-[3-(1-MUnepuaMHII ) TPOTIOKCH | peHuIT } -
4(3H)-xuHa30JIMHOH,
8-xmmop-2-metui-3-{4-[3-(1-munepunuani)nponokcu|dpenun }-4(3H)-xuHa301MHOH,
8-MeTOKCH-2-MeTHIT-3- {4-[3-(1-unepuarHu ) ipornokcu | peru }-4(3H)-xuHa30IuHOH,
2,6-gumeTuit-3-{4-[3-(1-nmupponuauHui)npornokcu]genun }-4(3H)-Xx1Ha301MHOH,
2-3Tui-5-meTuit-3-{4-[ 3-(1-nuppommauaui )iporokcu]dpernn } -4(3H)-xuHa3011uHOH,
5-brop-2-metui-3-{4-[3-(1-muppommaunaun)pornoxcu]pernn } -4(3H)-xuHa301uHOH,
2-meTi-3-{4-[3-(1-nuppoIuaMHIIT) TPOTIOKCH | heHuIT } -
S-tpudropmeTun-4(3H)-XuHA30IMHOH,
5-xmop-2-metui-3-{4-[3-(1-muppommauuun)nponokcu | pennn }-4(3H)-xuHa301MHOH,
2-31un-3-{4-[3-(1-uppomununun) nponokcu | penun }-4(3H)-xuHa301MHOH,
2,5-pumeTun-3-{4-[3-(1-mupponuarHui)nponokcu]genun }-4(3H)-Xx1uHa301MHOH,
2-MeTwII-3- {4-[3-(1-ure puAMHWI ) P OTTIOKCH | peHUIT Jiipuo[2,3-
d]mupumunnn-4(3H)-oH,
2-MeTuII-3-{4-[3-(1-muppOUAMHUT ) ITPOTIOKCH | (beHwmI Jiupuao[2,3-
d]mupumunun-4(3H)-oH,
6-X710P-2-MeTWI-3-{4-[3-(1-up pOTMIUHWI ) IPOTIOKCH | peHrI } Mpuao| 3,4-
d]mupumunnn-4(3H)-oH,
2-meTtwi-3-{4-[3-(1-nunepunuaun) nponokcu | penun jnupunol(3,4-
d]mupumunnn-4(3H)-oH,
2-meTtwi-3-{4-[3-(1-nmupponuauuun)nponokcu]penwn jiupuno[4,3-
d]mupumunnn-4(3H)-oH,
2-meTwi-3-{4-[3-(1-nunepuauHuI ) TP ONIOKCH | peHuUI JTupuIo
[4,3-d]mupumuun-4(3H)-0H,
2-metun-3-{2-[3-(1-nurnepuauHWI ) Ip ONOKCHU |-S-tiupuMmuauaui }-4(3H)-XxuHa30JIMHOH,
2,5-mumeTmin-3-{2-[3-(1-nmunepuauHuiI ) POIOKCH | -S-TTUPUMUTAHNIL } -
4(3H)-xuHa30JIMHOH,
2-3TUi-3- {4-[3-(1 -munepuauHm ) iponokcu | pernn jrpuno|2,3-d]mupumunua-4(3H)-on,
6-X710P-2-3TUi-3-{4-[3-(1-nunepuaguHUI )IIpoToKcH | peHun jiupuno| 3,4-
d]mupumunnn-4(3H)-oH,
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6-x110p-2-3TU-3- {4-[3-(1-upponuauHUI) Iponokcu | henun } mupumno| 3,4-
d]mupumunnna-4(3H)-oH,

2-3Tui-3-{4-[3-(1 -munepuarnm)) mponokcu | hernn jrmpuno| 3,4-d]mupumunua-4(3H)-on,

2-31un-3-{4-[3-(1-muppomaunuau) mponokcu | penun jnupunol(3,4-
d]mupumunnn-4(3H)-oH,

2-3Tui-3-{4-[3-(1 -munepuaunu)) mpornokcu | pernn jrupuno|4,3-d]mupumuaua-4(3H)-on,

2-51un-3-{4-[3-(1-mupponaunuHui) mponokcu | penun jnupumno[4,3-
d]mupumunnn-4(3H)-oH,

6-x110p-2-MeTui-3-{4-[3-(1-unepuauHUI) Iponokcu | henun } mupuno| 3,4-
d]mupumunnn-4(3H)-oH,

3-{4-[3-(1-munepuauaUI)Iponokcu]pennn } -4(3H)-xuHa301MHOH,

6-(aneTunaMuHo )-2-MeTUI-3- {4-[3-(1-Turne puIuHUIT)TPOTTOKCH | heHm } -
4(3H)-xuHa30JIMHOH,

6-(0yTUpUIIaMUHO)-2-MeTUI-3-{4-[3-(1-UIe puAMHWIT) TP OTTIOKCH | (heHUIT } -
4(3H)-xuHa30JIMHOH,

6-(TeKCaHOUITAMUHO )-2-MeTHIT-3- {4-[ 3-(1 -TUIepUIUHIIT ) POTIOKCH | (heHMIT } -
4(3H)-xuHa30JIMHOH,

6-(6eH30UIaMUHO)-2-MeTHIT-3- {4-[ 3-(1 -MIe pUIUHWIT)TPOTIOKCH | (P HUIT } -
4(3H)-xuHa30JIMHOH,

6-[(2-pernnaneTrn)amMuHO |-2-MeTHI-3- {4-[ 3-(1 -TTunepuaIuHIIT ) TP OTIOKCH | heHuT } -
4(3H)-xuHa30JIMHOH,

6-(2-HadToTaMuHO )-2-Me TUIT-3- { 4-[ 3-(1 -MUTIe pUAMHUI ) ITPOTIOKCH | (DEHUIT } -
4(3H)-xuHa30JIMHOH,

2-MeTUIT-6-[ (MeTUIICYITB(HOHUIT)aMUHO |-3-{4-[ 3-(1-TUIe puIMHUIT)TPOTIOKCH | (heHUIT } -
4(3H)-xuHa30JIMHOH,

2-MeTWII-6-[(MeTUIICYTB(HOHMUT)aMUHO |-3-{4-[ 3-(1-Upp OJTUAUMHUI )ITPOTIOKCH | (heHUIT } -
4(3H)-xuHa30JIMHOH,

7-(aneTUIIaMUHO )-2-MeTHJT-3- { 4-[ 3-(1 -TTUTIe pUIMHWI )ITPOTIOKCH | (D HUJT } -
4(3H)-xuHa30JIMHOH,

7-(6yTuprIIaMUHO)-2-MeTI-3-{4-[ 3-(1-tumnepuIuHUI) Ip oo Kcu | perun } -
4(3H)-xuHa30JIMHOH,

7-(reKCaHOWIAMMHO )-2-MeTHII-3- {4-[ 3-(1-UIIepuIMHNI ) TPOTIOKCH | (DEHUIT } -
4(3H)-xuHa30JIMHOH,

7-(6eH30MITaMHHO)-2-MeTHII-3- {4-[ 3-(1 -mUnepuIMHUI)ITPOTIOKCH | (DEHUIT } -
4(3H)-xuHa30JIMHOH,

7-[(2-penurmaneTHITN)aMUHO |-2-MeTHIT-3- {4-[ 3-(1 -TTUne pUAMHIIT ) P OTIOKCU | (DeHHMIT } -
4(3H)-xuHa30JIMHOH,

7-(2-HadTOMITaMUHO )-2-MeTUII-3- {4-[ 3-(1 -nurepuAuHUIT )TpOTTOKCH |heHw } -
4(3H)-xuHa30JIMHOH,

6-[aneTun(MeTu)aMuHO |-2-MeTUiI-3- {4-[ 3-(1-repuauHUI ) IporoKcH |penun } -
4(3H)-xuHa30JIMHOH,

2-MeTuI-6-pernn-3-{4-[3-(1-munepuauuun)npornokcu | pernn }-4(3H)-XxuHa30IMHOH,

2-MeTuI-6-(4-metundenun)-3-{4-[3-(1-munepuauHun) nponokcu|henun } -
4(3H)-xuHa30JIMHOH,

2-MeTuin-6-(3-metundenun)-3-{4-[3-(1-munepuauHun) nponokcu|henun } -
4(3H)-xuHa30JIMHOH,

2-MeTwII-6-(2-Metundenun)-3-{4-[3-(1-nmunepuauHuI) Ip oo Kcu | heHu )-
4(3H)-xuHa30JIMHOH,
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2-MeTWII-3-{4-[3-(1-nurepuaAuHUI ) TP OTIOKCH | (heHWUIT } -6-(3-TTUpuIn)-
4(3H)-xuHa30JIMHOH,

2-MeTWII-3-{4-[3-(1-nure puaAuHUI ) TP OTIOKCH | (DeHUIT } -6-(4-TTUpUINIT)-
4(3H)-xuHa30JIMHOH,

2-MeTuIn-5-pernn-3-{4-[3-(1-mune puauHui)npornokcu | perunn }-4(3H)-XxuHa30IMHOH,

2-MeTWII-3-{4-[3-(1-nure puaAuHUI ) TP OTIOKCH | (DeHUIT } -6-(2-TTUPpUIIT)-
4(3H)-xuHa30JIMHOH,

3-{4-[(1-uuk0 Oy THIT-4-TIMTIe pyuIMHWI ) O KeH | pennn }-2-meTui-4(3H)-XxuHa301MHOH,

3-{4-[(1-uuKIOIeHTUIT-4-TTUTIE PUIMHIIT ) OKCH | peHmT } -2-MeTuin-4(3H )-XuHa30/IMHOH,

3-{4-(1-nuKIIOoTeKCUI-4-TTUTe pUIMHUITOKCH ) pern } -2-MeTrin-4(3H)-XuHa30IMHOH,

3-{4-(1-u3onponun-4-nmunepuauHuIokcu)perun } -2-metun-4(3 H)-xuHa301uHOH,

3-{4-(1-3Tun-4-nunepuAMHUIOKCH)peHU } -2-Me TUI-4(3H)-XxMHA30/IMHOH,

3-{4-(1-6yTwi-4-munepuauHuIokcu)henun } -2-metun-4(3H)-XuHa301MHOH,

3-{4-[(1-uuKIOIeHTUIT-4-TTUTIC PUTUHUIT ) OKCH | (DeHWIT } -
2-metun-5-tpudropmetmin-4(3H)-xuHa301MHOH,

3-{4-(1-1MKJIOTIEHTUIT-4-TTUTIE PUTUHIUITOKCH ) pe HUI } -2,5-ume TuiT-4(3 H)-XuHa30IMHOH,

7-x510P-3-{4-[(1-1MKIIOTICH TUJT-4-TTUTIE PUAMHIIT ) OKCH | e HuT } -
2-metun-4(3H)-XxvHa30JIMHOH,

3-{4-[(1-uuKIOTIeHTUIT-4-TTUTIICPUIUHWIT ) OKCH | (heHu }-2,6-mumeTii-4(3H)-XxuHa301uHOH,

6-x110p-3-{4-[(1-1MKIIOTICH THIT-4-TTUTIE PUAMHIIT ) OKCH | e HuT } -
2-metun-4(3H)-XxvHa30JIMHOH,

3-{4-[(1-uMKIOIeHTUIT-4-TTUTIC PUTUHIIT ) OKCH | (DeHWIT } -
6-MeToKCcU-2-MeTuI-4(3H)-XMHa30JIMHOH,

3-{4-[(1-uuKIOIeHTUIT-4-TTUTIC PUTUHWIT ) OKCH | (DeHUIT } -2-MeTuiripu 1o 2,3-d]
mupumuauH-4(3H)-oH,

3-{4-[(1-uuKIOIeHTUIT-4-TTUTIC PUTUHWIT ) OKCH | (DeHUIT } -2-MeTUITipu10[4,3-
d]mupumunnn-4(3H)-oH,

6-x110p-3-{4-[(1-1MKOTIEHTUIT-4-TTUTIE PUAVHII ) OKCH | e HUIT } -2-MeTUITTpuo| 3,4-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-uMKITOTIEHTUI-4-TIMTIIEPUAMHUIT ) OKCH |
denun }-2-metwnupuno| 3,4-dJmpumunua-4(3H)-oH,

3-{4-[(1-uukm0OyTHII-4-TtMnie puuHuI ) okeu | pennn }-2,5-numetrn-4(3 H)-XxuHa301MHOH,

3-{4-[(1-uuK10 Oy TUIT-4-TTHTIC PUTVMHUI ) OKCH | peHMT } -
5-MeTtokcu-2-metun-4(3H)-XxuHa30JIMHOH,

3-{4-[(1-uuK10 Oy THIT-4-TTHTIC PUTMHUI ) OKCH | peHMT } -
2-metun-5-tpudropmetmin-4(3H)-xuHa301MHOH,

5-xmop-3-{4-[(1-1uKk10 0y THII-4-TTUIIe pUIUHUIT JOKCH | peHM } -2-MeTrin-4(3H)-xunazomnuH,

3-{4-[(1-uuK10 Oy THIT-4-TTMTIE PUTUHII ) OKCH | peHuT } -2-MeTrmpuio[4,3-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-uuk0 Oy THIT-4-TIMTIe pUTMHII ) O KCH | peHun }-2-3Tunrupuio[4,3-
d]mupumunun-4(3H)-oH,

3-{4-[(1-uuK10 Oy THIT-4-TIUTIE PUTUHII ) OKCH | peHuT } -2-MeTrmpuao[2,3-
d]mupumunnn-4(3H)-oH,

3-{4-[(1-uuk10 Oy THIT-4-TITIE pUTMHII ) OKCH | peHu } -2-3Trunrupumo|2,3-
d]mupumunnn-4(3H)-oH,

6-x110p-3-{4-[(1-1MKII0 Oy THUIT-4-TTUITe PUUHUI )OKCH | e HUIT } -2-Me TUITIIMPUIO|[ 3,4-
d]mupumunnn-4(3H)-oH,

6-x110p-3-{4-[(1-1MKIJI0 Oy TUIT-4-TTUTIe PUITUHWIT )OKCU | (e HUJT } -2-3TUITTUpUI0|[ 3,4-
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d]mupumunus-(3H)-oH,

3-{4-[(1-uuK10 Oy THIT-4-TIMTIE pUTUHII ) OKCH | peHu } -2-meTrnmpuio|[ 3,4-
d]mupumununn-4(3H)-oH,

2-tenunn-3-{4-[3-(1-munepuauaui ) npornokcu | penun }-4(3H)-xuHa301uHOH,

uc-2-MeTui-3-(4- { [4-(1-Mpp OJTUIUHUIT )IUKITOT€KCHUIT |OKCH } (heH T )-
4(3H)-xuHa30JIMHOH;

TpaHCc-2-MeTUI-3-(4-{ [4-(1-mp pOJTMAUHWI ) MK OTEKCUII JOKCH } (DeHUIT) -
4(3H)-xuHa30JIMHOH,

3-{4-[(1-uuKIOIeHTUIT-3-TTUPPOTUIMHIN )OKCH | henun }-2-meTri-4(3H)-XruHa30IMHOH,
3-{4-[(1-1uKI10 Oy THII-3-IUP P OJTUAVHUI ) OKCH | peHUI } -2-MeTriT-4(3H )-XMHa30JIMHOH,

3-{4-[(1-muknoneHTUI-4-a3enanui))okcu | pennn } -2-metri-4(3H)-XuHa30IMHOH,
3-{4-[(1-umukm0OyTHII-4-a3enanui ) okcu | peHu }-2-MeTit-4(3H)-XxuHa301MHOH,
3-meTui-2-{4-[3-(1-nunepuauaui ) npornokcu | henun } - 1 (2H)-u30XuHOIMHOH,

2-{4-[(1-uuk0 Oy THIT-4-TIMTIe pyuIMHWI ) O KeH | pennn }-3-meTui- 1 (2H)-u30 XMHOJIMHOH,
2-meTwit-3-[4-{ [3-(1-uppOTUIUHWIT ) IMKIOTIEHTHIT JOKCcH } hern |-4(3 H)-xuHa301MHOH,

2-31rit-3-(4-{3-[(3S)-3-meTuinnurne puivH- 1 -uit Jipornokcu }heHum)mupumao|[2,3-
d]mupumunus-(3H)-oH,

2-meTuin-3-(4-{3-[(3S)-3-meTunnunepuaus- 1 -ui]mponokcu } pernn)mupunao[4,3-
1 Jmupumunun-4(3H)-oH,

3-{4-[(1-upKI0 Oy THIITIMITE pUIVH-4-1T ) OKCH | heHuT } -
5-¢rop-2-metun-4(3H)-XMHA30IMHOH,

3-{4-[(1-uuxI0 Oy TUIITIMITE pUIVH-4-1J1 ) OKCH | peHuT } -
7-prop-2-metnin-4(3H)-xuHa30JIMHOH,

3-{4-[(1-uuxI0 Oy THIITIMITE pUIVH-4-1JT ) OKCH | peHuT } -
6-MeToKCcU-2-MeTuI-4(3H)-XMHa30JIMHOH,

3-{4-[(1-uuKI0 Oy TUIITIMITE pUIMH-4-1JT) OKCH | peHuT } -
6-¢drop-2-metuin-4(3H)-XMHA30IMHOH,

3-{4-[(1-uuxI0 Oy THIITIMITE pUIVH-4-1JT ) OKCH | heHuT } -
8-drop-2-metuin-4(3H)-x1Ha30IMHOH,

3-{4-[(uukI00y TUIIUIIEpUIUH-4-1T) OKCH ] peHu }-6-prop-2-meTunnupuno| 3,4-
d]mupumunnn-4(3H)-oH,

6-MeTOKCHU-2-MeTH-3-{4-[3-(1-nmunepuanHu ) mponokcu]gpenu jivpuno|3,4-
d]mupumunnn-4(3H)-oH,

6-MeTOKCHU-2-MeTH-3-{4-[3-(1-muppoauaunun)nponokcu]penun jmpuno|3,4-
d]mupumunnn-4(3H)-oH,

5-MeTokcu-2-mMetun-3-(4-{3-[(3S)-3-meTunnunepuaun- 1 -ui JmponokcH } peHu)-
4(3H)-xuHa30JIMHOH,

7-mMeToKcu-2-MeTwi-3-(4-{ 3-[(3S)-3-MeTunnunepuus- 1 -ui Jmponokcu } peHu)-
4(3H)-xuHa30JIMHOH,

2-meTuin-3-(4-{3-[(3S)-3-meTunnunepuaus- 1 -u]mpomnokcu } perun)mupuao[2,3-
d]mupumunnn-4(3H)-oH,

5-brop-2-metuin-3-(4-{3-[(2R)-2-MeTUIIUP P OJUIUH- | -WIT [TPOTIOKCH }(heHIIT )-
4(3H)-xuHa30JIMHOH,

2-meTtwi-3-(4-{3-[(2R)-2-MeTUnUppoSIuauH- 1 -ui | npomnoxcu } penun)nupuno[4,3-
d]mupumunnn-4(3H)-oH,

6-MeTOKCH-2-MeTUN-3-(4-{3-[(2R)-2-MeTUITTUP POTUINH- | -UJT |TTPOTIOKCH } (heHMIT ) -
4(3H)-xuHa30JIMHOH WX

6-MeTOKCH-2-MeTUI-3-(4-{3-[(2S)-2-MeTUIIIUPPOIUIUH- | -UT JTpOTIOKCH } heHMIT )-
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4(3H)-xuHa30JIMHOH,

2-meTuin-3-(4-{3-[(2R)-2-Me TP P O TUIUH- | -UJT [ TpOTIOKCH } heHMIT )-
5-(tpudropmerun)-4(3H)-xuHa30IMHOH,

WM ero papManeBTUIECKH TPUEMIIEMYIO COJIb.

18. CpenctBo a1 npoQUITaKTUKY WK JIeueHUs 3a00JIeBaHUs OOMEHa BEIIECTB,
3a00JIEBAHUSI CUCTEMbBI KPOBOOOpAILIEHUS WK 3a00JIEBAHUSI HEPBHOM CUCTEMBI,
coJIepKalee B KaueCTBE aKTUBHOTO UHTPEAUEHTA COeIMHEeHUE 110 mil.1-17 uiu ero
(dhapmaneBTUUECKH MPUEMIIEMYIO COJTb.
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