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[57) 1 CoeauHeHue dropmynsl

Ot

1
rae R’ npegctaenseT coboi Ci-Crankun, rano(Cs-
Ceanknm), Cs-Crynknoankun, Ca-CeankuHun, rwgpo-
ke (Co-Crankmpun),  (C1-Crankokem){Cz-CsankuHnn),
apun, apun{Cq-Csankun), reTepoapun WKW reTepoa-
pyn{Ci-Caankuny,
R® npegcTasnaeT coboi H wnu C-Caankwn,
R? npeactaenaeT cobod apwn, retepoapwn, 2,3-
anrngpobensodyparnn unun C-Crumknoanikun,
X=0unu S, a
Y npegctaensier coboid npaAMyk ceAss, -CHj-, -
(CHQJQ— HAK —CHQO—,
UNu ero hapMaUeBTHYECKN NpUeMNEMas conb
2 CoeguvHeHwe Mo N1, B KOTOROM APWNBHAA TPYNNA
npeacTaenaeT cobol deHun unu HadTun, KaxAabA
W3 KOTOPHIX HeobasaTensHO UMEET [0 TPEX 3amMecTu-
Tened W HezaeWcumMo BeBpaH w3 Ci-Csankuna, Ci-
Csankokcuna, rMAPOKCUNa, ranoreHa W TpudbTopme-
Thna
3 CoeguvHeHve NC N 2, B KOTOPOM apwWibHYIO rpynny
BRIOUpaT U3 eHuna, HeobAsaTeneHo 3amMeleHHo-
ro OAHWM WKW ABYMS 3aMECTHTENSIMW, KaXAbA W3
KOTOPBIX Hesaeucumo eoibparn ns Ci-Ciankuna, Ci-
Csankokcuna, rMAPOKCUNa, ranoreHa W TpudbTopme-
Thna, a Takke HadTna

N Ve,

2

4 CoepguHeHWe No n 3, B KOTOPOM apwnsHas rpynna
npeacrasnseT cobol ceHun, hTopdeHun, anxnop-
deHun, rmgpokcudeHn, MeTokcudpeHun wnu Hadp-
W

5 CoeauHende no noBoMy W3 npeflecTByoLLUX
NyHKTOB, B KOTOPLIX reTepoapuneHas rpynna npeg-
cTaenseT coboid TMeHUWN, NUPUEWN, TUasonun, GeHso-
TUA30MUN, TUAZNA3CMAWM, NMPasoNUN UMK NUPUMKEN-
HWN, KaXAbld 13 KOTOPLIX HeoDAsaTenbHO 3amelleH
OflHWUM WNW ABYMS 3aMECTUTENsSMU U HEe3aBWUCUMO
ebibpad u3 Cy-Ciankmna, C,-Ciankokcuwna, rugpe-
KCWUMa W ranoreHa

6 CoepnHeHWs Mo NS, B KOTOPOM reTepoapwunbHan
rpynna npegcraBnaet cool THeHUN, nhuprawn, Tia-
30MnMN Uk GEH30THaZoNUN

7 CoeauHende no noboMy W3 npeflecTByroLLux
NyHKTOB, B KOTOPHX R’ npeacraenaet coboid Ci-
Crankun, neHTacgpTopaTin, Ci-CelMKNoankmn, 3aTu-
Hun, -C=C-CH.0H, -C=C-(CH2)s-OH, denunbHyo
rpynny, HecoDASATerNbHO 3AMEWEHHYIO ORHUM WK
OBYMA 33MeCTUTENAMMW, Ka¥ABIA U3 KOTOPLIX HE3ABU-
cumo  BeIGpaH w2 ranoreHa, Ci-Ciankwna, Cy-
C4anKoKGHNa U MMAPOKGUNa, HadbTyn UMK reTepoLyk-
FIUYECKYID TRPYNNY, BEEpaHHYo W3 TMEHWNA, NURHMAKN-
na, Tnasonwna v Ger3oTUazoNUNa, KeRIBIA W3 KOTO-
pblx HeobAsaTeneHO 3amelleH ranoreHoM, Ci-
Caankunom, C-C4ankokcHUnomM WK rugpokcunoM

8 CoeguHeHue no noboMy W3 NpepWecTBYIOLMX
NyHKTOB, B KOTOPBIX R’ npegcTasnseT coboid H nnn
CHs

9 CoeguHenwe no MoCoMy w3 NpegecTBYOWMX
NYHKTOB, B KOTOPLIX R npeicTaBnaeT cobol heHun,
HeoBazaTeneHO 3aMelleHHEIR OOHUM UMK ABYMs 3a-
MECTUTEMNAMH, KeABIA W3 KOTOPLIX HE3aBUCUMO Bbi-
6par W3 ranorena, Ci-Ciankmna, Ci-Ciankokcuna w
rmapoKkcuna, 2,3-purugpobenzodypannn, Cy-
C7UMKNOANKUN UNU TUEHWUN

10 CoepuvHeHne no nobomy W3 NpefWecTBYLLUX
NyHKTOB, B KOTOpHX X = O

11 CoepwHeHne no nobomy W3 NpPefWeCcTBYIOLWMX
NYHKTOB, B KOTOPBIX Y npegcrasndaer cobol npamyto
¢BA3b, -CHs- unu -CH-0-

12 CoenuHeHue no n 1, npeacTasnavolee cobon 3-
(1-ynenobyTun-1-dennn-1-rugpokcumeTn}-5-[4-(1-
GenzunnunepugnHun)]-1 2 4-okcagrnazon wnm  (+)-3-
{1-unknobyTun-1-chernn-1-rmgpokcumetTnn)-5-[4-(1-
SeHzvmnnunepnanHnn}l-1,2,4-okcaguaszon

{13) C2

1161068

{19) UA
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13 dapmayesThyeckad KOMMNO3IWUMA, coaepxawas
coeguHeHve opmynel () nnw ero ccapmayesTUNECKH
npyeMnemMylo cons No Mwbomy U3 NpealecTBYIOLUX
NYHKTOB W hapMalesTUYeCKd npuemMnemelii pasbasu-
Tenk WK HOGUTENb

14 CoegwHeHwne dpopmynsl ()

N!"—X
O
ahe
N ¥ops

0

¥ 10

rae X, Y, R* u R® et sHaveHus, yKasaHHele B N 1
15 Cnocob nonyveHus coeguHeHnna dopmynel (1) no
n1 wnu ero capmayeBTUHECKK NPUEMNEMON ConM,
OTAWYAKLWHACA TeM, YTO MPOBOAST Peakuuilo co-
eauHeHua dopmMynel (II) no n 14 ¢ peakTueoM [PUHB-
Apa, NUTUAOPTraHNYeCcKUM WMWK LepuAopraHuYeckum
coeAuHeHEM cbopmynu
R’ MgHal, R'Liunm R’ CEC|2,
rae Hal = Clwnn Br, a R' umeer 3HEMEHWA, YKa3aH-
HbBlE B N 1, B OpraHN4YecKoM pacTBOPUTENE, NPU STOM
yKa3aHHBIA cnocob Takke HeobasaTenbHO BHMKOUAEST
npeepalweHye npoaykra cdopmyns (I} B dapmauee-
TUYECKU NPHEMNEMYIO COMb
16 Cnocof no n15, oTAMYAOWHACA TeM, YTO VG-
NonesyroT peareHT (popMynel R1MgBr wnm R'L, npx
aToM R' UMeeT sHaueHus, yKkasaHHele B N 15
17 Cnocob nonydeHwa coeguHeHuwsa dopMyns () no
n1 unn ero apmalyeBTUYECKU NPUEMNEMOR COMK,
OTAWYAIOWMKACA TeM, YTO NPOBOAST PEAaKUUID GO-
eguHerns copmynel () v ero OCHOBHOW CoMnuK

¢

N
Rl

{l])]
rae R' v X umeroT 3HaUeHWA, yl{asaHHble BN,
nuwéo (a} ¢ CO é!JMHeHMeM cpopmynu (V)
Q-CH(R ) Y-R™, (V)
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2 K]
roe Q - oTwennseman rpynna, a R°, R v Y umetor
3HAYEHMWSA, yrasaHHBle B N 1,
nubo (b) c anbaernfom UNu KeToHoM hopMynel

R3-YM?~32
o]

roe R% R® v Y umetor sHaueHvs, ykasaHHBle BN 1, B
NPUCYTCTBUN BOGCTAHOBUTENH W B ORIaHUYECKOM
pacTBopUTENe, NPW BTOM YKA3AHHBIA cnocob Takke
HeoBAzaTeneHO BHNIOWAET NpEBPalleHWe MNpoAyKTa
dopmynel (1) B dapmayeBTHYECKn NPUEMIEMYIC
conb

18 Cnocob6 no n 17, oTAMNAKILMACA TeM, 4YTo OT-
LennAeMas rpynna npefcrasnaeT coboR TO3UNOKCH,
Me3nnokcH, TpwdTopMeTaHcynsdhoHunokck, Cl unu
Br v B KOTOpPOM BOCCTAHOBWTENE MPEACTABMAET CO-
6ol Tpuauetorcwboprugpwg wnwn LuaHoSoprugpua
HaTpWa

19 Cnocob no n 17 win 18, OTAUYAKWHMHACA Tem,
yTto B (a) MCNONL3YIOT cBoboHOE OCHOBAHWE COefn-
HeHua (I} v peakyso NpoBOAST B NPUCYTCTBMU AK-
LenTopa KMCnaTsl

20 Cnoco6 no n 19, OTAHYAKWMWHACA TeM, YTO ak-
Lenrop kucrnoTel npegctaendAeT cobon CukapOonat
HaTPUA UMK STUNLUUZONPONUNaMUH

21 Cnocob no noboMy U3 nn 15-20, oTNUMAKOLWKA-
€A TeM, YTO NONyYaKT coefuHeHWs no nwbomy W3
nn 2-12

22 Cnocob no n 15 nonyyeHwa coegwHenns 3-(1-
yuknodytun-1-dednn-1-rug pokcumMeTun)-5-[4-(1-
BeHannnunepuauHunj]-1,2 4-okcaguaszona, aTnu-
4alolWuiica Tem, uto Bpomua LUKNoByTUNMarHua
nofgeepraloT B3avnMogencTeuio ¢ 3-Gensoun-5-[4-(1-
SeHzvmnnunepnanHnnll-1,2,4-okcagnazonom, Heoba-
3aTenkbHO C NOCABAYIOLWWM pasfeneHien YKasaHHOro
coeUHEeHWa Ha ero (+) U (-) aHaHTUOMephI

23 Cnocob no n 22, OTAMMAKWWACA TeM, UTo pas-
JeneHne ocyLWEecTENAIT ¢ NnoMowso XXBP

HaHHoe n3obpeTeHne OTHOCHTCA K 3aMELLEHHBIM
NpOW3BOAHLIM OKCafiMazona W Tuaguwasona Coepu-
HEHWAMU NO AAHHOMY W3OBPETEHUIO ABMNAITCA aHTa-
FOHWUCTE MYCKAPWUHOBOIO pPELenTopa, CereKkTHEHLIE
Mo OTHOWEHUI K MYCKApWHOBHIM caiTaMm rmagkon
MYCKYNnaTypbl Yepe3 CepAeqHbe MyCKapWHOBLIE Cak-
Tl U He obnagawwue kKakoW-Nnvbo CyYLWLEeCTBEHHOW
AHTUIUCTAMVHHOR AKTUBHOCTLH

YKasaHHBEe COSQUHEHUA MOMYT BhTb WCNOMb3o-
BaHBl B NeYyeHuW 3aboneBaHuld, CBA3AHHBX ¢ M3Me-
HEHWEM NOLBKHOCTH WUMKW TOHYCOM Magkoi Myc-
KyNaTypbl, KOTOpBIE MOryT ObiTb, Hanpumep, obHapy-
MEHB B KULLEUHUKE, Tpaxee U MOUeBOM Nyabipe Ta-
Kve 3abonesaHWs BEMOUAKT CUHAPOM pasfpaxeH-
HOW TONCTOR KWILKU {CNU3NCTHIA KONWT), JUBESPTUKY-
FNT, HEASpXaHWe MOYM, NUWEBOAHYIO aXanasvio W
XPOHWYECKYK OBCTPYKUMIC ABIXaTENbHBIX NyTen

YkasaHHbIe COEQMHEHMA Takke WMOoryT ObiTb uc-
NOMNbL30BAHLI B KAYECTBE BHXAHCEPOB Pacno3HaBaHWA

W, Takum obpasom, ana nedveHna 3abDoneBaHWi, Bhi-
SBIBAOLWUY yXYALUEHUWE NaMATW, Takux kak bonesHb
AneburefiMepa W BO3PACTHRIE PACCTPORCTEA NAMATU
B cooTeeTCcTBUW C AaHHEIM W3cBpeTeHueM nped-
naraTcs coe,quHeHMﬁ dopmynbl
—X

O
L—, =
g ()
N LY.
B
R2
rae R’ npepcraenseT cobor C-Cgankun, ranoc-
(C1-Ceannn), Cs-Crymrnoanknn, Co-CeanknHun, rua-
pokcK-(C-CrankuHnny), (C1-Cyanrokcn)-(Co-
Cranknaun), apwn, apun-(Cq-Ciankun), rerepoapun
unn retepoapun-(C-Cs ankun),
R? npeactaenseT cobod H unu C4-Ciankun,
R* npefcraesnseT coboli apwn, retepoapun, 2 3-
aurnapobensopypanun unun Cy-Crumknoankun,
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X=0umwms5 a

Y npepcrasnder cobol NpaAMy CBA3b, -CHo-,
-(CH2)Q unn -CH-O- |

W ux hapMaUeBTUUECKN NPpUeMNemMbIe COmMn

MNog "rano" nopgpasymesaloTca xnop, Bpom, dTop
unu #og lMpegnoyTUTENBHEIMU APMIEHBIMKA TRYMNE-
MW ABNATCA heHnN v HaTHN, KaXABA M3 KOTOPBIX
HeobA3aTeNnbHC MMEET OO0 TPEX 3amMecTUTenel u He-
3aBUCHUMO BRIBpaH u3 C-Csankuna, Cq-Ciankokeuna,
MMEpoKCHNa, ranoreHa v TpudTopMeTuna

Bonee npeAnocuYTUTENBLHO, ApPWNBHEIE TRYNNGH
euibuparoT na dpeHuna, HeobazaTensHo 3ameLweHHo-
O CAHWUM WIW ABYMA 3AMECTUTENnAMW, Kaxabld W3
KOTOpPHIX He3asUCUMO BbiBpaH w3 Ci-Ciankuna, Cy-
C4anKoKcUNa, rMapokcUna, ranoreHa v TpudTopme-
TvNa, a Takke HagpTina

Hawbonee npegnouTUTENLHO, apWNeHas rpynna
npegcTaendaet cobon denvn, dTopdeHun, guxnop-
theHun, ruapokcudpeHnn, mMeTokcudeHun win Hady-
TAN

MpednoYTUTENBEHEIMU - TETEPOaPUIEHBIMM - TRYT-
namMy ABNATCA TMEHWN, NpUuaun, Twasonun, GeHso-
THA3cnwn, THaJWasonua, NWPa3OoNWNn W NURMMWON-
HWI, KaxObW W3 KOTOPbIX HeoDA3aTenebHO 3ameleH
OAHWM WNU ABYMA B33aMECTUTENAMM W HEe3aBUCUMO
BeibpanH uz Ci-Ciankwna, C-Ciankokcuna, rgpo-
KCUNa W ranoreHa

Bonee npepnoYTUTENBHBIMKM TETEPOAPWIEHEIMKA
rPYNNaMKU ABMAKTCA TUEHWM, NUPWOWN, THA30NWN M
BeHaoTnasonun

MpednoYTUTENBHEIMA - ANKWMBHEIMU - TPYNNAMKA
ABNAKTCA MeTn W 3TN [pegnouTuTenbHEIMK an-
KOKCHIBHBIMK TRPYNNAMK ABAAKTCA METOKCUIT W 3TOK-
cun  [pegnouTUTENBHBIMA FANOreHHEIMK TPYNINAMHM
ABNAKOTCA xNop, 6poM u ¢Top [MpegnouTUTenbHbIMU
LMKITOAMNKUIBHBIMW TpYNNaMU ABMNAKTCA UWkNnoByTun,
LMKIONEHTUN M UMKNorekcyn, ocobeHHo YuKknobyTin
MpepnoyTUTENEHOR aNKWHWNEHOW TPYNNoA ABNASTCA
atuHun MpegnoyTureneHeimK rngpokcu-{C-Ceankm-
HuM) rpynnami fenawTed HO-CHLC=C- n HO-{CH2)s-
C=C- MMpeanoyTvTenbHBIMY FarnoankuneHelMK TRYM-
namMu ABMAKTCA TPUOTOPMETHI W NeHTadTOPSTUN

R’ npegnoYTUTensHO NpegctaensieT coboi Ci-Cq
ankur, neHTadTopaTun, Ci-ClMINOANKAM, 3TUHUM,
-C=C-CH;0H, -C=C-(CH:)sOH, deHuneHyo rpynny,
HeobA3aTENbHO 3aMELLEHHYIC OAHUM WMWY ABYMA 3a-
MECTUTENAMMU, KaXALIA M3 KOTOPLIX HE3ABUCWMO Bbl-
OpaH w3 ranorena, Ci-Ciankuna, C-Ciankokcuna wn
rUfpokcuna, HadTun UnW reTepoLyKnUUeckyto rpyn-
ny, BEIGpaHHYIO U3 TMEHUNA, NMPUIWNa, TMasonuna u
BeH30TMa30NMNa, KAKAEIA U3 KOTOpeIX HeobasaTenk-
Ho 3ameweH ranoreHom, Cq-Csankwnom, Cy-
C43NKOKCHIOM WM TWA PORCHIIONM

R? npefanoyTUTENLHC nNpeAcTasnAeT cobod H
unu CHs

R® npeanoc-TUTenLHO npegctaenseT coboid nubo
heHnn, HeobA3aTenbHO 38MELWEHHLIA OfHWM  WUIH
ABYMSA 38MECTUTENAMM, KaXABIA U3 KOTOPLIX HE3ABW-
cumo  ewibpad w3 rancrena, C-Chankmna, C4-
Cisankokcuna W rudagporkcuna, 2 3-auruipobeHso-
thypanun, Cs-Cr- Yurnoankun, nubo TMeHun

X npeanouTyTensHo npegcTaenaeT coboid O

Y npepnodTHTENRLHO NpefcTasnaeT cobol npa-
My cBAsb, -CH2- wnn -CH.0-

dapMaleBTHUECKN NpUeMneMbie COMU cosfiuHe-
HWA dropmynsl (1) BKAOYAKT KMCNKE COMK NpUcoeu-
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HEHWA, TakWe kak ruapoxnopuasl, rugpobpomngel,
rmapodTopnab, cynbdartel vnu Bucynodarel, doc-
dathl UnNu dhocdaT BOAOPOAA, AUETATH, BesunaTel,
UWTpaTh, dyMapaTe, MMOKOHATH, NakTaTk, Manea-
TH, ME3MNaTh, CYKUMHATH W TapTpaTe Bonee nog-
pobHBIA  CNUCOK  hapMaLUeBTUYECKW NpUeEMITEMBIX
conen npueegeH, Hanpwwmep, B Journal  of
Pharmaceutical Sciences, T 66, Ne1, anBape 1977r,
ctp 1-18 371 conu MOryT BbITe NonydYeHel OBBIYHBIM
cnocoBom, Hanpumep, NyTeM CMeLlWBaHWA PacTBopa
cBo60OAHOMO OCHOBAHMA W KMCNOTH B NORXORALEM
pacTBopUTENS, HanpPUMep, ITaHOMe, M BOGCTAHOBMNE-
HWA KWCINOW CONKM NpucoeguHerns Nvbo B Buae ocag-
Ka, B0 nyTem BuINAPWBAHWA pacTBOPa

CoepuHenus (I} MoryT cogepxaTts oguH wnu Bo-
rnee ONTUYECKN AKTMBHEIX LEHTPOB, M AaHHOE WU30-
6peTeHne BKMIOYAST Kak pasgeneHHLe, Tak U Hepas-
generHoe dopme  PaszgeneHHele ©GOpMB MOTYT
BbITe NonyyeHsl oBbeIYHBIMW cnocobamK, Hanpumep,
¥UOKOCTHOR xpomaTorpaduel BEICOKOMo paspelle-
HWA G WCMONbB3OBAHWEM XWPansHOA HenopBUMHON
dasbl, MW XMMUYSCKMM pacTsopeHuem vepes obpa-
30BEHWE NOAXOAALLMNX COMNEN UMK NPCU3BOAHBIX

OnwH cnocob nonydeHns coeguHeHwid (1) BrNwo-
yaeT KeToHu (1)

C}_%c')j\”éJ\O 0

va\
| R
R

rae X, Y, R’ u R umetor 3HAYEHUA, YKA3aHHEIe
ans dopmynel (), peakynei ¢ peakTmeoM [pUHESPA,
AUTUACPTaHWHECKNM MMV UepWAOPraHUYMECKUM peak-
TUBOM OpPMyEI
R'MgHal, R'Li unn R'-CeCl;

rae Hal npepcrasnseT coboid Cl wnw Br, B noA-
X0fAlUleM OpraHWYECKOM pacTBopHUTENE

Mpy WMCNONBE30BAHUM NUTHACPraHWYECKOrS WnK
LepyAOPraHUdeckora peareHTa pearkyuilo  obbiuHo
NPOBOAAT MNPV HW3KOW Temnepatype, Te npw 0°C
WM HWHE, NPegnovTUTeNbHO, NPMONN3NTENBHO NPK
-78°C

MpeanoYTUTENEHEIM OPraHUYecKUM PacTBOpUTE-
neMm ABnASTCH TeTparvgpodypaH

MpegnoyTHTENEHBEIMK peakTuBamMK [puHBARa AB-
NAKTCA Bpomus MarHua

PeakTuebl [puHBAPa MOMYT ObITH NONyYeHH HAa
MecTe, Hanpumep, nyteM pobaeneHws ranoreHnga
dopmynel R'Hal no kannam k CYCNEeH3WW NOJBeprae-
MOro BpalLEHWO MarHWA B OPraHMYecKoM PacTBOPRU-
Terne, TakoMm Kak AUITWIOBEIW pup, CO CKOPOCTLIO,
AOCTATOYHOR ANa nogaepxaHua aedmermayuy llo-
crne nepemelingaHua NnpubnusvTensHoO B TeueHue 30
MMHYT MpPU KOMHAaTHOM TemnepaType nNONyYeHHHRA
pacTBop, CoAcpXalWWA pearkTs [puHbApa, No Kan-
namM fobasnsawT Kk pacTtBopy ketoHa (lI) B nogxopsA-
Lem opraHuyeckom pacrtBopuTene, ofbbBYHC nNpw
TeMnepaType ot 0° no -20°C

MpopykT MoXeT BuTE BhlAeneH W3 peakyUOHHOW
CMeCH 06LMHBIM criocobom

Hoeble npomexyTodHele coeauHeHuA (Il) Takke
BXOAST B 00 beM JaHHOro n3obpeTeHna

lNpoMexyTouHble coenuHeHua (II), B KoToplix
X=0, nonyyaT obbMHEIMK cnocoBamu, Hanpumep,
cnenyLWumMd
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Apyrod cnocob 3awdaeTeA B NOMyYeHUH co-
efiuHeHWA () U3 r’MgpPOKCUCOASRKALWEIO COEAMHEHNS
(1) unwn erc OCHOBHOH conu

O,

Rt

LA

an

roe R' n X umert sHaveHus, yKasaHHble Ans
dopmynol (), nnbo (a) peakyueid ¢ coegWHEHUEM

cpopnnynw (IV)
Q-CH{R )

(V)

—

Then as {a) above

Saa-en KAK

8l

suma

Ph

rge Q - oTwennsaemas rpynna, Takaa Kak Tosu-
NICKCKH, MEIWINOKCH, TPWHTOPMETAHCYNBGOHNITOKCH,
Cl vnu Br, a RQ, R® U Y umetoT 3HAYEHWA, yKasaHHbIe
ana doopmynel {1,
nubo (b) peakyned c ansgervaoM WUNKM KETOHOM
copmynu
BI-y-C-g?
I (v)
o
roe R% R W Y umerT FHAYEHWA, yKa3aHHBIe gna
dopmyne (), B NPUCYTCTBMK BOCCTAHOBMTENH, Ha-
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npumep, TpuaueTokcnbBoprngpmga unu ywaHobop-
TMAPWIA HATRKUS, B NOAXOAALIEM ORIAHWYECKOM pac-
TBOpUTEnNe, HanpumMep, TeTpardapodypane, N, obeiu-
HO, NPV KOMHETHCW TEMNepaType

Mpw wcnone3oeaHWd B (a) ceBoBOLHOMO OCHOBA-
HuA coeguHenusa (lll), peakymic obbMHO NPOBOAAT B
NPUCYTCTBIM @KUESNMTOPa KWCMOTH, TAKkoro kak bukap-
BoHaT HaTpus MK aTUNAUA3ONPONUNIAMUH

CoeauHeHua dopmynel (1) moryT 6eiTe Nonyue-
HEl NyTeM yaaneHuss GeH3WNBHOR Pynne, B KOTOPOR
-CH(Rz)-Y-R npeactaenaeT cobod GeHawn, u3 co-
epuHernid dopmynsl (lll), obbMHO peakyned c noa-
XOAAWMM XNOPHOPMUATOM, HANPUMEp, C-XNOPSTUM-
xnopdopMUaTOM, B NOAXOAALEM OPTaHUYECKOM
PACTBORUTENE, HaNpUMep, AWXJIOPMETEHE WM TOo-
nyone, v, NPeanoYTUTENBLHO, C Aednermauvweid

CenekrmeHocTE coefiuHeHWA () Kak aHTAroHW-
CTOB MYCKapWHOBOIO peuenTopa MoMeT Bemh onpe-
AeneHa cnegyrowum obpasom

CamuocB MOPCKWX CBUHOK YMEPLWBNAIT W yaana-
10T NOJB3ACWHYIO KWLWKY, TREXSK, MOYSBOW NY3LIPb W
npaBoe Npefcepaue, KOTOpLIe GYCMEHAWPYT B hu-
3WOMOMMUECKOM CONEBOM PAacTBOPE NpW OCTATOYHOM
HanpsxeHnd 11 npu 32°C, Hacewaemom 95% O u
5% CO; CokpalWeHnsa nNoge3folHOW KMLIKW, MOJe-
BOTO MY3BIPA W TPEXEW 3aNUCHIBAIOT C NOMOLLLI U30-
TOHWYECKOro (NOAB3AOLIHAA KULIKA) WA U3CMETpPU-
yeckoro (MOUEBOHW Ny3bipb W Tpaxeqd) AaTyuka Yac-
TOTY COKpalWeHWA GNoHTaHHO BhioWerocs npaeoro
npeacepAua onNpPeRensioT NCXORA U3 NIOMETPUYECKU
38aNVCaHHLIX COKpaLLEHVI

KpwBbie, COOTBETCTBYIOLWWE A038M auETWIXCny-
Ha (NOAB3AOWHAA KMWKA) UNW Kapbaxona (Tpaxeq,
MOYEBOMA Ny3bipk W NpaBoe Npeacepave), onpegens-
IOT Ha OCHOBaHWW 1-5-MWHYTHOrO KOHTaKTZ2 arcHWSTa
ANA KBKAOW O3Bl AO NOMYYEHNSA MAKCUMANEHOW pe-
akynm BaHHy gns oprados ocywatoT 1 BHOBb HaNor-
HAKT HBUIMONOTMYECKUM GOMEBBIM PacTBOPOM, CO-
AepHalliM  HAWMEHELIYKD [03Y TecT-COefUHeHUsI
TecT-coegUHEHWID FAKT BO3MOXHOCTE YPaBHOBe-
GHTECA C TKaHAMM B TeueHue 20 MWHYT W NOBTOPAIOT
KPHBYIO, COCTBETCTBYIOLLYIO [O3€ aroHUCTa, [0 Nony-
YeHWA MakcUManeHOA peakumd BaHHy Ans opraHoB
OCYWAKT W BHOBb HaNCMHAKT (UINOMNOTUUESKUM
COMNEBLIM PacTBOPOM, COAEPXALMM BTOPYK KOHUEH-
Tpayul TecT-COSAWMHEHWRA, W MOBTOPAIST BHILLEONW-
CaHHyo Npoueaypy ODBIMHO Ha KaXLOW TKAHKW onpe-
AENAKT 4 KCHUSHTRAUMKN TECT-COBANHEHNS

OnpenensioT KOHUEHTPaUNK TecT-CoeAUHEHMUS,
BBI3LIBAOLLYIO YABOEHWE KOHLEHTPaUWW aroHWcTa,
ANA NONyY4eHWA NepsoHaqYaneHO peakyun (Bennyn-
Ha pA: - Arunlakshana and Schid (1959), Brit J
Pharmacol , 14, 48-53) Vcnonbsys BoilEONVCAHHbIE
aHanuTudeckue npwbopbl, ONPefenArT CenekTys-
HOCTE TKAHW NO OTHOWEHMWK K aHTATOHUCTaM MYCKa-
pPMHOBOrO pelenTopa

AKTMBHOCTE NPOTWB CyXeHna GpoHxos, a Takke
COKPALLEHWA KMNLLEYHWKE AW MOYEBOIo NY3blpA, Bbi-
3BAHHBIX arOHNCTOM, MO CPABHEHHUIO C M3MEHEHWAMM
UACTOTH CepAEYHbIX COKPAlLEeHWRA ONpefenawT ©
ucnone3oeaHWeM cobakn nop HapkosoMm [lepopantk-
HYI0 aKTUBHOCTE YCTEHEBMNWBAKT C MCMONL30BaHMEM
cobakn, HaxoAAWeAcA B CO3HaAHWK, ONpefaenss gen-
CTBME COBOWHEHWA HA, HanpuMep, 4YacToTy cepgded-
HBIX COKPaLLeHWHA, fAMAMETP 3padka U NepUCTanbTUKY
KWLLEYHHKS
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AcpbUHHOCTE CoeANHEHUA K APYTUM XOMUHEPIW-
YECKUM caiTaMm OnpegenslT ¢ WCNoNb3oBaHuem
MBILLW NOCAE BHYTPWBEHHOTC MNW BHYTPUDBPIOWWHHO-
rc BeejeHda TakuM oBGpaszoM ONpefensalT A03Y,
BEI3LIBAOWYKD YABOSHWE pasMepa 3padka, a Takke
A03Y, MHIMBHPRYIOLWYIO CNIOHOOTAENEHNE W TREMOR Ha
50% B OTBET HA BHYTPUBEHHEIA OKCOTREMORPWH

MepopankbHele JO3MPOBKN COSAWHEHWN, BBOAW-
MbIX YEMOBEKY C LIEMBI0 NeYEeHWa UMW NPOHUNAaKTHKMN
3aboneBaHWi, CBA3SAHHEIX G U3MEHEHMEM MOABUXKHO-
CTH W/WMK TOHYCOM MMafkoi MYCKyNaTyphl, TAKNX Kak
CUHAPOM pPa3apaXeHHOW TONCTON KWILKW, AWBEPTHRY-
IWT, HEAEpPMaHWe MO4YM, MULLEBOZHAA axanaswsa M
XpoHWUeckan oBCTpYKUMA AbiXaTenbHbX  NyTed,
obruluHo cocTaensaoT oT 3,5 fo 350Mr B cytrm gnA
nayveHta cpegHero eospacta {70kr) Takum obpa-
30M, ANA oBLIYHOMC B3PQCMOro NauveHTa UHAMBHAY-
anbHble TabneTkn UNK Kancynol OOLIYHO COAERKAT OT
1 po 250Mr akTUBHOrO COeMHEHWA B NOAXCAALLEM,
dapMaleBTUUECKN NPUEMNEMOM HAMNOMHUTENE WK
HOCHTene Ans Pa3cBoro WM MHOTOKPATHOrO BBEfE-
HYA (OfWH UNK HECKONEKD pas B cyTkM) [lo Heobxo-
OWMOCTH, [O3WPOBKM ANA BHYTPWBEHHOIO BBEAEHMSA
obblyHo cocTaenawT oT 0,35 go 35wmr Ha ogHy goay
Ha npakTvke Bpay onpeaenseT HeoBXOAUWMYID A03U-
poeky, Haubonee NOAXOASLYIO KAXAOMY OTAEMNEHO-
My NaUWeHTY, KOTOpas BapbUPYSTCA B 3aBMCUMOCTH
OT BO3PACTZ, BECA& W peaKkuum AaHHOro nauueHTa
BoiweykasanHele JO3MPOBKM NpeAHasHadveHsl grs
cpeaHWx crnyuaes, ofjHako, Be3yCrnoBHO, MOryT BeiTh
oTaeneHEe crydan, Tpebylowmne Gonee BEICOKOR UMK
HW3KOW AO3MPOBKU, KOTOPHIE Takwe BXOAAT B obbem
AaHHoro n3obpeTeHna

IMogav coeguHedna dpopwmynel () MoryT Db
BBRE/JEHEl B YNCTOM BUAE, OAHAKO 0BbIUHO WX BBOASAT
B CMeCH C dapMalLleBTUUECKUM HOCUTENEM, BRIBpPaH-
HelM C y4ETOM Npegnonarasmoro cnocoba eeegeHUs
¥ obbl4HOl hapmaueBTHYeckod npakTvkn Hanpw-
MepP, OHW MOryT GbTe BBEAEHBI NEepopantHO B BUAE
TabneTok, CofepXal X TaKue HaNOoNHUTENy, Kak
Kpaxman WNW NakTosa, B BUAE Kancyn Wnu aiyekne-
TOK B 4WCTOM BUAE UMM B CMECH C HAMNONHWTENSAMM,
nubo B BUAE sNWkCUpoB NUEQ CYCNeH3WA, copepka-
WHX KOpPWreHTH UnK kpacutenn OHM MmoryT GuTb
BBEASHH C NOMOWBI WHBEKUWW NapeHTepansHo,
HanpUMEp, BHYTPUBEHHO, BHYTPUMBILIEYHO WNW NoA-
KoMHO B cnyd4ae napeHTepankHOro BBELEHMA, Nyd-
We BGEro WCNOMb3CBATE WX B BHAE CTEPMINLHOIC
BOAHOMQ PACTBOPE, KOTOPLIA MOXET COREpXaTe ApY-
rme BEewecTsa, HanpuMmep, CONMW WNWA [TIKO3Y 4r9
obecneyeHua M3OTOHUUHOCTH PACTBOPA C KPOBLID

Crnefyiowmd acnekT faHHoro WiofbpeTeHUa npe-
OYCMaTpueaeT (PapMaLeBTUYEcKylD  KOMNO3MLWID,
BKMIOYAKLWYIO coegMHeHne dopMynel () wnw ero
hapMaLEBTHYECKN NPUEMNEMYID COMNb BMECTe C
hapMaLeBTHYECKK Npremnembim pasbasuTenem unn
HOCUTENEM

HaHHoe W3aobpeTeHWe TakXe BRIKOHYaET WCNOMb-
3oBaHwe coefuHeHns copmyns () nnw ero dapma-
LEeBTUYSCKM NPUEMMEMO CoMnM B Ka4YecTse NnekapcT-
BEHHOIO Npenapata, B 4acTHOCTHY, ANA NeYeHns He-
OEepHAHUA MOYW UMW CUHAPOMA PasApaxeHHOR Ton-
CTOW KWLLKK

Hanee gaHHoe wacBbpeTeHUe BKMOYAET UCNOMNL-
3oBaHwe coefuHeHns copmyns () nnw ero dapma-
LEBTUYECKN MPUEMINEMON CONK ANA NONyJYeHns ne-
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K&pCTBEHHOMO NpenapaTa, MGNoML3YEMOoro Npu neve-
HAW 3200NeBaHVi, CBASBHHBIX C W3aMEHEeHWeM Nnojg-
BMXHOCTW W/WNWU TOHYCOM MMAfKCA MYCKyNaTyphl,
TaKUX Kak CUHAPOM pPasfpaxeHHOR TOMCTOR KMLLKM,
AVBEPTURYIUT, HeAepXaHue MOYH, MUWEBORHAA
axanasna WM xpoHuueckaa obeTpykuuA AbXaTenbHBIX
nyren

Hanee pgaHHoe W3oOpereHWe BKMOYAET BCE HO-
BhlE MPOMENYTOUHHIE COELUHEHWS, MPWBCAVMEIE B
A2HHOM OMWGAHUW

CuHTes coeguHeHWid dopMynbl (I) U HEROTOpLIX
NPOMEXYTOYHBIX GOSAUHSHWA NpPOWNMINCTPHPOBAH B
Hixkecnegyrownx Mpuwepax w lNpenaparax, cooT-
BETCTBEHHO

HucToTa coeguHeHWid onpedensnack OBLMHEM
cnocobom NpW NOMOLKM TOHKOCNORHOW XpomaTorpa-
un ¢ ucnonbzosaHueM nnactuHok Merck Kieselgel
860 Fas4 Cnekrpw H AQEPHOMC MAarHUTHOIO PEe30oHaH-
ca (hmr) 3aNMCLIBANUCE G UCNONL30BaHWEM CNEKTPO-
meTpos Bruker AC-200 U Vanan Unity 300 u Bo Bcex
Crydasx COCTBETGTBOBANW MpefnaraemMeiM CTRYKTY-
paMm XMMHYSCKUE CEBWIM NPUBOASRTCA B YECTHAX Ha
MUNNKWOH (3) BHU3 NO NCMNK OT TETpaMeTUNCUNaHa ¢
MCNOMNB30BaHWEM OBBIUHEIX CTAHOAPTHEIX COKpalle-
HUA Ans oBo3HavyeHWA OCHOBHbLIX MWKOB, HaNpPUMep,
cuHmert (s), aybnet (d), aybnet pyGnetoe (dd), Tpw-
nnet (), kBapTeT (q), MyNbTUNNET (M) U WKHpoKUIA (b)
LRMS o3HauaeT Macc-CnexkTp HU3KOro paspelleHus
KoMHaTHaa TemnepaTypa o3HavaeT 20-25°C

NPENAPAT 1

1-AueTunnunepuguH-4-kaptoHOBaA KMCNOTA
0., 08

0.0
H o= O

A hy

& 05\5%

runepuanH-4-kapboHoBYIO KMCNOTY (208r,

1,63M0N ) pacTBOPAKT B YKCYCHOM aHrujpuae W no-
My4YeHHEIA PACTBOP HarpeeakT NpH fednerMauynu B
atMocdepe asoTa B TedeHue 48 yacos Copepxw-
momMy konBbl AalT BO3MOMXHOCTL OXMaguTLCHA, a 3a-
TEM KOHUEHTRUPYIOT NIPW MOHWKESHHOM A2aBneHum,
nonyyaa BnefHO-¥enToe Macno, 3acThiBavllee ue-
pes HekoTopoe BpeMA [locne pekpucTannWIaluW Uz
nponaH-2-ona nony4yalT LUEeneBOE GCOeLMHEHWE B
Bvae Teepgorc bBenoeatorc eewectsa  (160r,
0,94mon , 58%), T n 164-166°C (IPA-aTvnauerar),
Bn (300My, COCI2) 1,7 (2H, m), 20 (2H, m}, 2,2 (3H,
s), 2,6 (1H, m), 2,85 (1H, m) , 3,2 (1H, m), 3,8 (1H,

m), ud4 (1H m)
MNPENAPAT 2
theHunsTUN)KapbokcamMug
)
G, UM o H‘)\@
gj

é\ N

¢ CH, O&CH}
A0BaBNAKT NOPLUAMA NEPEMELLMBAEMYIC CYCNEH3NIO
1-aueTvnnunepnanH-4-gapboroson kucnoTe (200,0r,
Ta NpPY KOMHETHOW TemnepaType {cnepyeT obpawaTte
BHVUMaHWe Ha Bbigenenne CO.) [MonydyeHHwl pac-

1-AueTunnunepuguH-4-(2-okco-2-
N
KapBonuwngunumugasen (GDD (212,0r, 1,31mon)
1,17M0N ) B CyXOM AUXNOPMETaHe B aTMocdhepe a3o-
TEOP 38TEM MepemMellnBaroT MPW KOMHETHOW Temne-
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paType B aTMocdepe asoTa B TedeHue 2 yacoe [fo-
bapnawT c-amMuHoaleTodeHoH ruapoxnopus (210r,
1,22mon ), a 3atem TPUITUNaMUH (170CM3, 1,22mon },
BbI30iBaAd HeBDOMLLYK SKIOTEPMUYECKYIO peakuuio
Monyd4eHHylo CMechk NepemeLlBateT MPK KOMHATHOW
TemnepaType B TeYeHUe HouW B aTMocdepe asoTa
Coaepxumoe konbul 3aTem NPOMbLIBAKT BOAHOW CO-
nsHoi kucnotod (2n, 2M) U AeuoHW3UpyloT BOZOW
(2x1n), ebicywuealoT Hag 6Ge3pogHbIM cynbdartom
HETPWA ¥ KOHUEHTPVPYIOT NPW NOHWXEHHOM AaBne-
HWMW, NONy4yas Lenesoe coefuHeHWe B BUAE TBEpPAOro
opaH¥esoro Beuwlectea (300r, 1.04mon, 79%) Rf
015 (855 CH.Cl: MeQH), T nn 161-162°C, &,
(300MIy, CDClz) 1,7 (2H, my, 1,9 (2H, m), 21 (3H,
8),250H, m), 27 (1H, 1,31 (1H 1), 38 (1H, d), 46
(1H, d), 4,8 (2H, d), 6,6 (1H, s}, 7.5 (2H, m), 7,6 (1H,
m), u 7,9 (2H, d)
MPENAPAT 3
3-Benzonn-5-(4-(1-aueTunnunepngurun)}-1.2.4-

oKkcaauaszon

v 0
0 NJ\@ N
b
5 _— @#N’b
" 2] NWCF:‘
o‘&‘cr-«, °

1-AyeTvnnunepupnH-4-{2-okco-2-
denunzTumkapborkcamng 294r, 1,02Mon) pacTteO-
PAKT B NeASHOW yKCYCHOW Kkuenote (1,5m) npw ocTe-
POXHOM HarpesaHuy 3aTem No KannsaM B TeueHue 2
yacos AobaensioT pacTeop HWTpWTa HaTpua (100r) B
ASWOHU3UPOBAHHOR BORe (12OCM3) NPy OCTOPOXHOM
oXnaXgeHWn Ha BogHo-neaAaHoW 6aHe [lonydeHHyio
PEAKLUMOHHYIO CMECH NEPEMELIMBRICT MPWY KOMHATHOW
TeMnepaType B TedeHne 144 yacos, NpoAonNxas fo-
bapnaTh HHT?HT HaTpua (100r) 1 AEUOHUSUPOBAHHYIO
Boay {(120cm”) kaxawe 48 vacos CopepxvMoe KOM-
6Ll 3aTEeM NpoAyBaloT a30TOM U KOHUSHTRHPYIOT NpH
NOHWKEHHOM 4ABNEHWKU, NonyJas TBepAbli OCTATOK,
KOTOPEIA PaCcTBOPAT B guxnopmeTade (2,51 w» ne-
CNefioBaTenkbHO  MPOMLIBAKT  [1I@MOHMN3UPOBAHHOR
BOAON (SOOCMSJ, BOAHLIM TUAPOKCHEOM  HATpUs
(2000M3, 10% Bec/oB) W gevoHW3WpoBaHHOW BOAON
(5000M3) MonyueHHylo opraHvyeckyto gpakyn Bbl-
cywwearoT Hag 0essBogHBM CyNbaToM HaTRUA W
KOHLUEHTPWUPYOT NPU MOHWMKEHHOM AABMEHUW, nony-
Yyaa Uenesoe coejuHeHWe B BURe BneaHo-menToro
TBEpgoro eewectea (231r, 0,77mon, 77%), Rf 0,26
955 CH.Cl: MeQH), T, nn 97-100°C, 8 (300MIy
CDCI2) 1,9 (2H, m), 2,1 (3H, s}, 2,2 (2H, m), 29 (1H,
£, 3,32H m),39(1H, d), 45(1H, d), 7S (2H 1), 7.6
(1H, 1, u 8,2 (2H, d), m/z (LRMS) 322 (Mna"), 317
(MNH,") u 300 (MH")

MPEMNAPAT 4

3-beHzonn-5-(4-nunepuanHun)-1,.2 4-okcagunason
rMAPOXNOPUE

N )

=SS U
o N, ,.C
i " o NH HCI

0

3-benzown-5-{4-(1-ayeTunnunepngunun)}-1,2,4-
okcnauaszon (230r, 0,77mMon } pacTBORAKT B METaHO-
ne, HaceilerHon HCI (2,5M) U HarpesawoT npu fe-
drermayun B TedeHwe 24 vacoe 3aTeM copgepmu-
MOMY KONBbl JAaKT BO3MOXHOCTE OXNaAWTBCA M LO-
6aBNAIT  KOHUEHTPUPOBAHHYID GCOMAHY  KWCNOTY
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(1OCM3) PeakymnoHHylo cmeck 3aTeM HarpeBaloT Mpu
aednermaynn ewe s TedeHve 20 4acos, Nocne Yero
TCX He noKasbiBaeT OCTATKOB WCXOLHEIX mMaTepua-
noe Copepxumoe konbul 3aTem oxnaxjawT B Bane
€O NeAOM W aueToHOM, norny-as Teepgoe Benoce Be-
WecTeo, koTopoe hUNsTPYIOT M NPOMLIBAIOT 3TWM-
auetatom And NCNyYyeHws UeneBoro coejuHeHWd
(175r, 0,58Mon, 75%), T nn  224.227°C, 3y
{300MIy, CDCI2) 21 (2H, m), 2,3 (2H, m), 3,1 (2H,
m), (3,3 2H, m), 3,6 (1H, m), 7,6 (2H, m), 7,8 (1H, m),
“ 9,1 (1H, s}, miz (LRMS) 258 (MH")

MPEMNAPAT 5

3-Ber3onn-5-4-(1-6eHzvnnunepugnHun)-1,2,4-

oxcap,mason
— N—0
! -
N 3
R HOE <] e

BeHaun GpomuA (67CM3’, 0,56mon } pobaensioT K
cMecH 3-BeHszonn-5-{4-nunepnguHnn)-1,2, 4-
okcagwazon rngpoxnopuaa (165r, 0,56maon) n TBep-
aoro kapboraTta kanua (194r, 1,40mon ) B OyTan-2-
oHe (1,6n) 3aTem cofepxuMoe Konbwl nepemeLlu-
BAKT NPU KOMHATHOA TemnepaType B aTMocdepe
a3oTa B TeveHue 48 yacoe 3artem gobaenawTt gewo-
Hu3npoBaHHyo sogy (1,3n) w cmeck aHepruyHo ne-
peMeLwBaoT B TeveHne 1 yaca OpraHn4ecknid cnon
cofMpaloT, a OCTABLYHCH BOAHYIO paKkynio 2KcTRa-
FUPYICT aTUMaLeTaTom (5000M3) 3aTteM obbef|UHeH-
HElE OpraHu-eckse pakUyyu BeiCYWMBAKOT Hag Bes-
BOAHBIM CYNbdaToM HATPUA U KOHLUSHTPHRYIOT, no-
nyd4aa GnepgHo-xkenTtoe wmacno 3niowpyA  ¢nsw-
xpomatorpadpren (1kr geyckuck kpemumns "Kieselgel
60" ¢ ncnons3oeaHuem 8% meTaHona B AUXNopMe-
TaHe, nony4awT BeclyseTHOe Macno, KOTOpoe Noj-
BEPrakT a3eoTPONWK TOMYONOM ANA NOMy4YeHUsa Le-
neBoro coeguMHeHWA B BUAE TBepaora Benoro eelle-
crea  (177r, 051mon, 91%) Rf 06 (9535
CH:Cl: MeQH), T nn 67-89°C, 3, (300M[u, CDCIs)
21 @H, m), 28 2H, d), 3,1 (1H, m), 3,6 (2H, s), 7,3
(5H, m), 7.8 (2H, B, 7,7 (TH, 1), »n 8,3 (2H, d), m/z
(LMRS) 348 (MH")

MNPENAPAT 6

2-TpeT-
Eminé;mMmmncunoxcuq)eﬁnnaqemHqumn

H

@,1\\ OTEOMS
¥, m
~N

Mangenonwtpun (50r, 0,38mon) v vMupason
{B4r, 0‘394MOI'I] pacTBOPAKT B AUMEeTUNdOpMamMuae
{(100cm™) W nonyyeHHBIA PACTBOP OXNAMAAKT B BOA-
Ho-neagsHod 6aHe 3arem B TeueHWwe 20 MUHYT No
nopuwaAm  gobBasnslor  TpeT-ByTNAWMETANGHNIWN
xnopwg (68r, 0,45mon ) Copgepxumoe konbw Harpe-
BaroT Jo 35°C » nepemelwvBaKoT NpKW ITOW Temnepa-
Type B TeueHue 18 uvacoe 3aTeM pPeakUUOHHYIO
CMeCh OXTAXAAIOT W PAsASNAT MeXAY STUnaleTa-
TOM (33)(1000[\41) M AEMOHW3WPOBAEHHOA BOAOW
{(100cm™ Of6beguHeHHbE OpraHnyeckue dbpakynn
3aTeM npomMeleaoT pacconomM (100cm ) BRACYLLUVBAOT
Haf Be3BoAHbLIM CYMNbMATOM MArHUS U KOHLeHTPUpY-
KT MPU NOHWMEHHOM HABMEHWW, MNONyyas Chlpoi
NpoaykT B BURE MEMTOro Macna Jroupya cnaw-
xpomaTorpacpmei (600r geyokncn kpeMHng "Kieselgel
60" ¢ ncnonbzoBaHmeM 20% gwxnNopMeTaHa B NeHTa-
He, NOMyJyalT Lernesoe coefMHeHWe B BWAE Macna

61088 16

(77r, 0,31mon , 82%]), 3, (300MIy, CDCI3) 0,1 (3H, s),
02(3H, s),1,0(8H, s), 5,5(1H, s}, 17,4 (5H, m)
MPEMNAPAT 7

o-TReT-
ByTuUnauMeTUNCMNOKCUBEH3UNAMUOOKCHM
OTROMS CTBOMS
i Ty — i
NOH
Teepabin kapbonaT kanwa (54r, 0,39mon) pgo-
baenawT K cMecu 2-TpeT-

ByTMNEMMETNCUNOKCMDEHUNALETOHUTPUNA {45r,
0,18Mon) W rugpokcunaMuHa rugpoxnopuaa {25r,
0,36mon ) B 3TaHone (4500M‘7’) W MOMy4YeHHY0 CMECh
HarpesawT npu gednermaymu 8 atmocdepe asota B
TeueHWe 2 yacos 3aTeM coAepHumMoe Konbel oxnax-
O30T U KOHUEHTPUPYIOT NPM NOHUXEHHOM AaBMEHUU
MonydyeHHBIR OCTaTOK pa3pensT MEeXAY AUXNopMe-
TaHom  (3x1 SOcmz) M  AESUOHWMIMPOBAHHOW BOAOH
(1000&13) 3atem oODbegWHEHHBIE OpraHWyMeckue
GpakuvM NPOMBIBAOT PacCorom (1000&13), BLICYLLW-
BalOT Haf, 6e3BOAHEIM CYNbGhATOM MarHUa U KCHUEH-
TRPMPYIOT NPW NOHWKEHHOM JaBMeHWW, nonydas ue-
rneBoe CoeAWHEHVE B BWAS TBEPAOIO XENTOro Bele-
crea (53,2r, 0,18mon, 100%) 3y (300MIy, CDCIs)
01 {8H, s}, 0,2 (3H, s), 1,0 (OH, s), 4,8 (2H, bs), 5,3
(1H, bs), 7.3 3H, m)u 7.5 (2H, m)

MPENAPAT 8

3-{o-TpeT-byTunaumeTUncunokcnberaun)-5-{4-

(1 GeHaunnmnepm,qHHHn)} -1,2, 4-okcagnaszon
JTEEMSE

oo — S8 o

Q-TReT-
ByTuUnauMeTUNCMNOKCUBEH3UNAMUOOKCHM {33,2r,
0,18Mon) pacTeopAlT B  TeTparngpodypaHe
(4000&13) v gobasnawT 10r, n3MenbYeHHBX ¥ Npoce-
AHHbIX Yepes cnTo 4A MonyueHHylo cMech Harpesa-
KT NPy fethnermaluu s aTMocdepe asoTa B TEUEHUe
15 MUHYT, a 3aTeMm cxnaxgalT B neasHor SaHe (Mo
nopuynsrM gobasnaT ruapua Hatpus (8,0r, 60% auc-
nepcua, 0,2maon } n cogepxuMomMy Konbel galoTr BoO3-
MOXHOCTE MEANEHHO HArpeThCA 40 KOMHATHOW TeM-
nepaTypel Tak, 4ToBbl KOHTPONWPOBaTE LUMNYYECTh
Korga BelgeneHve BOACPOAa NPEKPATHTCH, NO Kan-
nsam gobaenawT pacteop 3TvN N-BeHsunnvnepuauH-
4-rapbokcunaTa (45r, 0,18mMon ) B TeTparnapodypa-
He (1 25CM3) Copepxumoe konCel NepemelnsarT
NPW KOMHATHOW TeEmnepaType B Teverne 30 MuHyT, a
3aTem HarpesaloT npy aednerMauyuu B aTMmocdepe
asoTa B TeueHue 1,5 uvacoe [locne oxnaxgeHws pe-
SRUMOHHYIO CMECH Pa3fensioT MEXAY 3TUNayeTaToM
(2x200cm3) M AEWOHW3UPOBAHHOWK BOZOW (ZOOcma)
Sarem o0beguHeHHbIe opraHnyeckne dpakyvn npo-
MEIBAKT PACCONOM (1000M3), BLICYLLIUBAIOT Han Hes-
BOAHBIM CYNbaTOM MarHWs W KOHUEHTPWRYIOT NpM
NOHWKEHHOM FaBMEeHWMW, Nonyd4as Ueneeoe coefHHe-
HWEe B BWAE MEMTOBATO-KOpWYHeBOrc Macna (62r,
0,13Mon , 72%), 8y (300MTy, CDCly) 0,1 (3H, s), 0,2
(3H, s), 1,0 (9H, s), 2,0 (BH, m), 2,9 (3H, m), 3,5 (2H,
s),80(1H, s), 7,3 (8H, myn 7,5 (2H, m)
MPENAPAT 9
3-(o-rnapokcuberann)-5-{4-(1-

GenzunnunepugnHun)}-1,2,4-okcaguason
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TeTpabyTun amMcHWA dTopua ( 2370w|3 1M B
TeTparngpodyparHe] AobaenAKT No KannsaM K nepe-

MeLnBagMomy pacTBOPyY 3-(a-TpeT-
ByTUn AMMeTUNcunokcnberaun)-5-{4-(1-
BeHsunnunepuauHUn}-1,2,4- -OKCaANAIoNg {(62r,

0,13mon) B TETpaanpoq)ypaHe (ZOOCM) npw 0°C
3aTem NoMnydeHHOMy pacTBopy AalT BO3MOXHOCTb
HarpeTbCA A0 KOMHATHOW TeMneparypel W nepeme-
wueakeT ewle 30 MuHYT Copepxumoe konbel paspe-
NAKT MEXAY STVNALeTaToM (3)(2000&-13) M FEUOHW3M-
poearHoin sopoi (200cm ) a obbeANHEHHBIE OpraHu-
yeckne OpaKkyMM NPOMLIBAIT Pacconom (1000M‘7’) ,
BEICYWWBAKOT Hag Des3BofgHbiM CcynbpaTom MarHis M
KOHLEHTPHMPYIOT MPU NOHWHEHHOM AABMNEHUW, nony-
"as Uenesoe COSgUHEHWE B BUAE TBEPAOIC XEMTOro
BewecTea (450r) {HadgeHo C, 70,5, H, 6,5 N 11,8
CoiH2:N3O, 172 HO Tpebyer C, 70,4 H, 6,8, N
11,7%, 8, (300MIy, CDCIy) 2,0 (6H, m), 2,9 (4H, m),
35(H, s}, 59 (1H, d) , v 7,3 (10H, m), m/z (LRMS)
350 (MH")

MNPENAPAT 10

3-beHaonn-5-4-(1-6eHzunnunepnauHun)-1,2 4-
oKkcaauasen

N—0

S o~ S g

ﬂBYOKHCb mapraHya (206r, 2,37Mon ) gobaensawT
no NOPLUUAM K MEXaHWYSCKW NeEpeEMELLNBASMOMY pac-
TBOPY 3-(a-rngpokcnbensnn)-S-{4-(1-
BeHsunnunepuauHun)}-1 2, 4-orcrgrasona 45,0r,
0,19Mon ) B cyxoMm TeTparnapocpypare (300cM™) npu
KOMHaTHOW TeMnepaType Ha NpoTAXeHWM 2 Jvacos
MonyJyerHy cMeck 3atem NepemMewnBarsT Npu KOM-
HATHOA TemnepaType B TeueHue 45 MWHYT, dUNLT-
pytoT Yepes npoknagky “Arbocel" W KoHUEHTpUpYIOT
NpyW NOHUMEHHOM [ABMNEHWH, NONY4as TBepJoe Knei-
KOe BelWecTBo TTOT OCTaTOK BHOBb PACTBOPAIIT B
MHUHHUMAIBHOM KOINMYECTBE TOPSAYEro AUM30NRONuNo-
Boro acupa, NONydYeHHbIA pacTeOp GUNETPYOT, a
3aTem OXNaXAaloT B BOAHO-NeaaHoA BaHe ana nony-
HeHWA Lenesoro coegHenHns B supe Bexesoro Kpu-
cTannuyeckoro Teepgoro Bewectea (26r, 75mMman ,
58%) STOT MaTepuarn BO BCEX OTHOLEHWHAX WAeHTW-
yeH marepuany, MornyYeHHoMy B COCTBETCTBAWM C
[Npenapatom 5

NPENAPAT 11

3-(1,1-Ancpenun-1-rugpokcumern)-5-{4-
nunepuguHun)-1,2 4-okcaguaszon

5»*0 IS :fo

c-xnopatwmanopdopmar (0, 2?CM 2.5mmon )
A0BaBNAKT MO KanmsM K NepeMellyBasMoMy pac-
TBOPY 3-(1,1-gnpernn-1-rmgpokcumeTn)-5-{4-(1-
BeHsnnnunepuauuun)}-1 2, 4-okcagnasona {1,00r,
2,30MmMonN ) B cyxoMm guxnopmerade (1OCM3) npw 0°C
B aTMocthepe azoTa [NonyyeHHBIA pacTBop nepeme-
wueakeT npyd 0°C B TeueHue 40 MUHYT, a 3aTemM KOH-
LEHTPUPYIOT NPU NOHUKEHHOM AaBneHUH I'Iony'-leH-
HLIA OCTATOK PacTBOPAIOT B MeTaHone (2OCM) W Ha-
rpeBaoT nNpw gednermauvn B TeyeHwe 40 MuHYT
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Barem copepkumoe Konbul oXNaKAAKT, KOHUEHTRU-
PYOT NPW MOHWXEHHOM A3BNEHUW W PasLenawT Me-
XY AWXNOpPMEeTaHoM (1 OOCME’) W HACHILWEHHEIM BOA-
HbIM BukapbBoHaTom HaTpua (50cM™) OpraHuuyeckyio
dpakynio BeICYWMBAKOT Hag 5e3BofgHEM cynbcaTom
HaTPHA, @ 3aTeM KOHUEHTPWPYIOT MPY MOHWHKEHHOM
AaBNeHwn Inovpys dnaw-xpomarorpadivend (25r
ABYOKNCK KpemHua "Kieselgel 60" ¢ ncnonezoBaHw-
em 5-15% mMeTaHona B AUXNOpPMETaHEe, MonNyuaKT
ueneeoe coegwHeHue B Bufe HBenoid nenwl (0,68r,
2.0mmon, 80%), Rf 0,05 (20 10 CH.Cl: MeOH), 3y
(300MI'u, CDCI3) 1,9 (2H, m), 22 (2H, m), 2,8 (2H, 1),
31 (1H, m), 3,3 (2H, m), 4,2 (1H, b}, u 7,4 (10H, m),
m/fz (LRMS) 336 (MH")

MPENAPAT 12

3-(1-Unknobyrn-1-pbennn-1-rung pokcumernm-5-
{4-nunepuanHnn)-1,2 4-okcanuason

a-Xnopatunxnopdopmar (3,30r, 23,0mmon ) no
kanmawm gobaenAlT Kk NepemewvBacMoMy pacTBopy
3-(1-ywnknobyTun-1-beHwn-1-rugpokcumeTun)-5-{4-
{1-0eHaunnunepnauHun)}-1,2, 4-okcagnazona  (8,52r,
21,0Mmon ) B CyxOM TONyone (1000M3] 3aTeM nony-
YeHHHI pacTBOp HarpeBakT npw gdednerMauvu B
atMoctepe azoTa B TedeHne 90 MuHyT Cogepxu-
MOMY KONDLI FaloT BO3MOXKHOCTE OXAaAUTLCA, W pe-
BKUWOHHY CMECH KOHUEHTRUPYIOT NPW NMOHWAMEHHOM
AaBrneHWd [onyyeHHBIR OCTATOK PacTBOPAKT B Me-
TaHone (500M3) W HarpesalT npu Aecdnermajun s
TedeHne 40 MMHYT 3aTem cogepxvMoe konbel ox-
N@KAAICT, KOHLEHTPUDYIOT NPU NMOHUKEHHOM AaBie-
HVK W pa3gensawoT Mexgy anxnopmeradom (100cm )
HacbiWeHHBIM  BoAHBIM  OukapOoHatom  HarTpus
(500M3) OpraHuueckylo dpakluio BHICYLLIUBAOT Haf
6e3B04HEM CyNudaTOM HATPWA, & 3aTEM KOHLEHTPU-
pYlOT MpU NOHWKSHHOM gaBneHun Snowpys dnsw-
xpowmatorpacprei (25r geyokucu kpemHua "Kieselgel
60" ¢ vcnonesoBanweM 5-15% wmetadona B gvxnop-
MeTaHe, NONyuyawT UeneeBce COeJWHEHWe B BUAe
G6enoil nendl (1,63r, 5,2mmon | 23%), 3, (300MIy,
CDCI) 1,7 (6H, m), 2,0 (4H, m), 2,7 (4H, m), 3,1 (1H,
mj, 3,2 (2H, m), 3,3 (1H, m), 7,3 (3H, m), u 7.5 (2H,
d), mfz (LRMS) 315 (MH")

MPHMEPR 1

3-(1,1-Onchbernn-1-rug pokcumeTnn)-5-4-(1-
SeaunnvnepuguHum-1,2 4-okcagnazon

RONCINgT e aag

a3 N O Fo ¥ N\/@

PeHunnNUTHA [5,OCM3, 1,8M B UwknorekcaHe,
9 0mmon ) gobaenAlT No kanmsM K nepeMelnsaes-
MOMy pacTeopy 3-OeHsown-5-{4-(1-GeHznnnunepngw-
HUN)}-1.2 4-okcafuazona a(3 Or, 8,6mMMon ) B CyxOM
TeTparnapodypade (40cwM™) npu -78°C B aTMocdepe
azoTa 3aTem NonydYeHHOMY PACTEOPY QAT BO3MOM-
HOCTb HarpeTbCA A0 KOMHETHOW TeMnepaTtypsl B Te-
yYeHMe JBYX YacoB W pasgenaoT Mexdy aTvnauera-
TOM (3x500m3) W PAacConom (ZOCMS) ObvenVHEHHbIE
opraHwyeckie ¢paklu BhICYWWBAKT Haja Gessof-
HblM CYNbthaToOM HATPUA W KOHLEHTPUPYIOT NpH no-
HW¥EHHOM JaBneHun SnranpyA naw-
xpowmaTorpacpreid (30r geyokucu kpemHua "Kieselgel
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60") ¢ ucnonbsceaHveM 35% sTMNaUeTara b rekcare,
nony4yaKT uenesBoe coeguHeHve (2,9 1, 6.8 mMmon,
76%) Rf 0.8 (sTunayertat), (Hanpero C, 7545, H,
64, N, 9.8 CyHaN:Q2 1/2 H;0O TpebyeTt C, 75,4, H,
6,45, N, 9,8%), &, (300MIy, CDCIz) 2,0 (BH, m), 2,9
(2H, m), 3,5 (2H, s}, 3,7 (1H, §) n 7,3 (15H, m), m/z
(LRMS) 426 (MH"

NMPUMEP 2

3-(1-nbyTun-1-ceHnn-1-rugpokcumeTnn)-5-4-(1-
DenannnunepuauHunl-1,2.4-okcagnason

~1 o O N
- H",‘ L L
Lleneece coeguHeHwe nonyqawT cnocobom,
onucaHHeiM B [pumepe 1, oghako wcnonesya gns
nony4eHWA Lenseora coegMHeHns Gytunnvruia (2,5M
B rexcane, 1, 1mon 2kB ) BMecTo heHunnutua (Haw-
AeHo C, 735 H, 7.8, N, 10,0 Cz5HaN:0O, TpebyeT C,
74,0, H, 7,7, 10,4%), 3, (300MIy, CDCI3) 0,8 (3H, m),
1,304H m), 2,1 (8H, m), 2,9 (3H, m), 3.2 (1H, s), 3,5
(2H, m), 7.3 (8H, m), n 7.5 (2H, d) , m/z (LRMS) 406
(MH")
NMPUMEP 3
3-{1-(2-Tuenwn)-1-cpenun-1-rugpokcumeTun}-5-
{4-(1-DenswnnunepuanHnn)}-1,2, 4-okcaguason

H - t N)“’"Q N0
= .{«L\r/\i — s ‘N‘»b
<] Lv"i._@ (\\J ow \/©

N-ByTUNNUTUA (1,30M3, 25M B rexkcaHe,
3,25Mmon ) 4oBaenAaKT No KannsM K NepeMelldeae-
MoMy pacTeopy TUocgera (0 3cm’, 3,0mMmon ) B cyxOMm
TeTparngpodypare (300M5) B aTMoccepe a3oTa

61088 20

npy -78°C, W NONyYeHHBLIX PacTBOP NepeMellnBalaT
npw -78°C B TedeHne 10 MuHYT NA nonydedws 2-
TUEeHWNNUTUA 3aTem oAHOW nopuved acbasnAwoT
pactecp  3-beH3oun-5-{4-(1-BeHannnunepnauHun)}-
1,2,4-orcaguazona (1,0r, 29mmon ) B cyxom TeTpa-
rngpodpypaHe (1OCM3), M MOMYYEHHYID CMecb nepe-
MEWWBaT Npw -78°C B TeveHwe yaca Ownaxgar-
wyr Barw ypanawoT v cogepxmmomy konbul garT
BOSMOMXHOCTE HArpeThCH A0 KOMHATHOA Temnepary-
pbl B TeUeHUE Yaca 3aTeM peakUWOHHYK CMeChk pas-
AenAgT MEXAY STUNaUeTaToM (3X500M3) M Paccornom
(206M3) O6beanHeHHble opraHudeckne  cpakuum
BEICYWIMBAKT Hay 0e3BofHBIM Ccynbdatom HaTpus W
KOHLUEHTPWPYIOT NpU NOHWXEHHOM JaeneHuy 3non-
pys dnaw-xpomaTorpadiven (30r JByoKMCH KpemHua
"Kieselgel 60") c ucnonssoeaHwem 40% srnayetara
B rekcaHe, nonyYawT Ueneesoe coefuHeHne (0,83r,
1.9vmon , 66%) (HakWgewo €, 686, H, 59, N, 8.3
CasHasMz OB 144 HQ Tpebyer C, 68,9, H, 59, N,
9,6%), 3, (300MIy, CDCI2) 2,1 (BH, m), 2,9 (3H, m),
35(2H, s), 395 (1H, 5), 69 (ZH, m), 7,3 (8H, m), »
7.5 (2H, m), m/z (LRMS) 432 (MH")

MPHYMEPLI 4-9

CoefUHEHUA W3 HWKECNeAyoLWHNX NPUMEePOB,
BKMIOYSHHEIX B Tabnuuy, umerwmre yrasaHHylo ob-
Wy hopMyny, nonydawT peakuwen 3-0eHazonn-5-4-
{(1-6eHsunnunepuanHUn}-1,2 4-okcannazona ¢ cooT-
BETCTBYIOLIUM COSAMHEHUEM OPraHOMWUTWA, WCNOoMb-
3ya cnocob, onUcaHHER B MpuMepe 3,

<:zN-‘*0
L
1 N
R om )\O‘l¢@

pHyan IREY T S e Y ARS8, 300 M oboly
OVIARONUTHH
4 2~ BpopMIupuIT E 427MH°) | Hama.C,72.2; H, 6.2; W, 12.9. C % sND-.
4 1/8H,0 Tpef. €, 12.%; H, 6.2; H, 13.0%
@/ Sy (300 MmucoCy,) 2.0 {éH, m), 2.9i3H, m,
3.5 (2H, a), 6,65 {1M, s}, 7.3 (8R, m),
J.45 (3, my, 7.7 (1H, £} u & & [IH, o)
5 4= DR OMITMPIIME 427{MH} | HaRm.T,73.% B, €.1p W, 13.2. ColigMOs.
- wpalyer O, ¥3.2; H, 6.1, N, 13.1%
N\‘ G4 {300MPu; CDCY,y 2.0 (6%, m}, 2.9(3H, m},
3.5 {20, s), 4.0 1H, ), 7.3 (12H, m}, ®
8.5 {2H, &)
3 P S0 4330 | Bamg.o, 66,1 H, 5.5; ®, 12.8. CeH 0,05
3}.7,, 1/AH G apas, C, 66.0; H, 5.85; N, 12.8%
(}-N Sy4300 Mru; el 2.0 (SH, mi, 2.8{3H, m},
3.5 {2H, 5), 4 8 {18, sy, 7 3 (BH, m},
7.6 {28, d), w 7.8 [1H, d}
7 BeH20THABOT 184 (MH") [ Bahn.C,69.%; H, 5.8, 4, 11,1. CH Ny0aB
g Tpet. ¢, 6%.7 H, 5.4 ¥, 11.6% §.(300
D MPu:CDCL 2.9 (BH, m}, 2.5{3H, =)}, 2.5
N (2H, s}, 5.0 {1H, ), 7.2 {10H, 1}, 177
(2H, ), 7.83 (1H, O) 4 5.95 (IH, ¢}
3 MROEDTMAOBRIE 404 (MH'} Hafth C,68.1; H, 6.2; ¥, 3.7. C.H NO..
ChEpt IAANG wpen. €, B9 17 H, 6.4, N, 10.1%
HO% 8:{300 Mru;CDCLy) 2.0 (BH, my, 2.9(3H, m),
1.5 {PH, s}, 4.4 {2H, %}, 7.3 IBH, m},
o 7.7 (2, d) o
] B pERCVH-1 -G £46(MHY; §haln.C,72.0; A, 7.0, N, 9.4,
Cofly 0y, T/4H0 wpeB. C, 12.15 H, 7.0%;
»\/\.//// N, 3.3% 8,{300 Mru;CDCL.)
% 1.7{6H, ml, 2.0{(78, m), 2.4 (EH, t;, 2.8
(30, mi, 3.9 (2H, a}, 3.7 (ZH, ti},; ¥.3
(8%, m' u 7.7 (2H, d}
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NPUMEP 10
3-(1-UmknobyTun-1-beHun-1-rug pokcumeTn)-5-
{4-(1-BensnnnunepugnHnn)}-1,2, 4-ckcaguason

Ofin o~ g‘*@@

Uwknobymuntpomng (21, 7eu’, 0,23mon ) no kan-
nam f00aBNAT K CYCNeHsvk nogsepraemoro Bpa-
weHuo Mardua (5,71, 0,23Mon ) B CyxOM AWATUNOBOM
acdpmpe (5OCM3) C Takoil ckopocTelo, WTobH nopaep-
xupaTe Aedonermauuio lNonyuyeHHylo cMeck nepe-
MELWWBAKT NPW KOMHATHOW TeMnepaType B TeYeHWe
30 muHyT, a 3aTem No kannaM 4obaBnaKT Kk nepeme-
LUMBAEMOMY pacTeopy 3-6eHzoun-5-{4-(1-
BeHsunnunepuauHUn}-1,2,4- -oKcagnasona, {40,0r,
0,115mon } B AUSTUNOBOM achupe (400cm ) W TeTpa-
rngpodypade (100cm ) npu -10°C B aTMocdepe aso-
Ta [NonyyeHHOW CMECH ABKT BO3MOMHOCTE HAaIpeTh-
€A A0 KOMHATHOM TemnepaTypsl B TEUEHWE 2 YaCoB
3aTem copep¥umoe KONbBbl OXNaXAaKT W OCTOPOKHO
A06aBNAKT HACHLWEHHHA BOgHLIA XNOpWa aMMOHWUS
(3OCM3) MoToM gobaBnAKT fEHOHCWPOBaHHYIO BOAY
{(500cm ) W CMEChb 3JIKCTRPANMPYIT ITUNaLETATOM
(3)(2OOCM3) ObvennHeHHBE opraHndeckne ppakymn
3aTeM BHICYWIWBAKT Has 6e3BoAHEIM CynbdaTom
HaTPUSA M KOHUEHTRPHPYIT NPU NOHUMEHHOM Aaene-
HUM  2monpya dnsw-xpomatorpacguer (S00r aey-
okMcu kpemHua "Kieselgel 60") ¢ ucnonbsoBaHnem
40-70% 3TvnauyeTaTa B NeHTaHEe, NoMny4yakT Uuenesoe
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coeguHeHue (31,5r, 0,78mon, 68%) (HalkigeHo C,
73,0, H, 7,4 N, 10,1 CusH1aN:0: 1/4 H.O Tpebyet
C 73,5 H, 7,3 N, 10,3%), &, (300MIu, CDCIs) 1,9
(12H, m) , 29 (3H, m}, 3.2 (1H, =), 33 (1H, m}), 3,5
(2H, =), 7,3 (8H, m) n 7,5 (2H, d}, miz {LRMS) 403
(MH")

anoupya MWXBP  (kononka  “"Chiralpak AD"
2.6x25¢cm) ¢ ucnonesoBaHWen 20% waocnponaHona,
0,06% TpudTopykcycHol kucnoTe, 0,03% awstuna-
MHWHA B FeKCaHe CO CKOpPOCTBKO 7oM MUH | nony4aT
{(-)-3-(1-uurknobytun-1-cbeHun-1-rugporcumeTnn-5-(4-
{1-0eHaunnunepnauHun)}-1,2, 4-okcaguaszon,
[c]lo+48°, ¢ 0,1, auxnopMetaH, W (#)-3-(1-
yukrnobytun-1-gpernun-1-rngporcumetm)-5-(4-(1-
BeHannnunepuauHun)-1,2 d-okcaguason, [o]p+51°, ¢
0,1, awxnopmeran (HailgeHo C 74,3, H, 7.2, N, 10,4
CasHagMN:0; TpebyeT C, 744, H, 7,2, N, 10,4%)

MPHYMEPBEI 11-15

CoeauHeHua 13 Cneayiolux MpUMepoBs, BEMHO-
YeHHBIX B TADNuyy, UMelliMe HU¥eyKkasaHHyK ob-
Wy hopMyny, NonyqakT peakuywenr 3-bersonn-5-4-
(1-6eHsunnnnepwauHun)-1,2 4-okcagwasona ¢ cooT-
BETCTEYMOWWM PEaKTWBOM TPUHBAPE, MCMOMNb3YyA CMo-
col, onucanHen 8 Mpvmepe 10

-0

v, "
2 ok )\Oa

Tprmep R LEMS Prane/$.1300Mr {COCE )

11 ILMERATIE T 0 418 (MIY'} | Haloeho O, 14.9%; 3, 7.7; K,19.0, C.RaN.O; rpet O, 4.6, H. 1.5; M,
18.1% & (200MIu:;CRCL,) 1.4 (2H, m), 1.6 (64, m}, Z.05% (6H, m}, Z 9
(A%, my, 3.Z [1H, &), 3.5 {2ZH, < 7 3 tBH, m} w 7.6 [3H, ).

1z LEM A e S LMY 432 (MUET) | Haameno €, 74.3, H, 7 5y W, 2.55 <C.F.0; 174 H O rped. <, J4.4;
H., 7.7; N, 9.6% $.(300MPu;CDCL) o 0% (37, wmi, 1.315 (3H, ni, I &
13, wmy, 1 7 {ZH, m}, 2.1 (&H, wm', 2.9 (3H, m}, 3 2 [(1H, =}y, 3.2
(M, sy, oS3 (BH, m) m 7.8 {PH, d}.

12 Z-Ha@THI A5 [ME) Hadtaepo &, TF.7: R, 5.9y MN,8.8. CuHLNG: TReO. C, TE.3; H. &.Z, N,
# 8% 8,(300MPu, D01y 2.0 {6H, ml, 2 % ({(3H, @), 3.5 (2H, =1, 3.9

A taH, sy, 7,3 (BH, m), 7.5 (SH, wm) m 7.9 (4H, db. _

14 TEHTapTORR T | b6 ME V| Habaero C, 58 L; K, d4.7; N,9.0. ¢ H N.GF Tped C', S2.1; ¥ O 4.7 0N,
8.9% §,{300MPu;CDC);) 2.0 (6H, my, 2.9 {3H, wj, 3.5 (2H, s}, 4 4
(el 33, T3 (80, my, .4 (3H, ml ou P8 (2P, m).

1% SR FTAME ] | HakaeHe W, t3.2: H, &.5; ¥,10 9. N0 BP0 B QO wpe. &, 73,32
H, 6.2; W, 11.1% S, (300MIu:COGY,y 2.0 (6H, mb, 2 9 {44, m, & 5 {3k,
sy, 2.9 (1H, B), 7.3 (8H, m} 1 7.8 [ZH, m}

NPUMEP 16 pys dnaw-xpomaTorpadivenr {(40r JByOKMCH KpemMHWa

3-(1,1-Ancpenun-1-rugpokcumernn)-5-[4-{1-(4-
TapdeHnnmeTun)nnepugHuni]-1,2,4-okcaguason

N—O 0 N=—L .
PO N‘ > L
OHN,\OE O M )\O“\/@
Teepgulidl BukapbonaT HaTpua (0,20r) pobasnswT
K nepemewvBaemomy pacrtsopy 3-(1,1-gudpenun-1-
rUf pokcuMeTn)-5-(4-nunepuinHun)-1,2, 4-
oKcaaunazona {0,20r, 0, 6MMOI'I ) u a-
thropcdheHunmeTun xnopwaa (0, 075cm’, 0,6mmon ) B
cyxom pguwvetundopmamuge  (1cM MonyyeHHyta
CMECH NepPeMEeLLNBAaKT B armocdiepe asoTa MNpn KoM-
HEaTHOW TeMnepaType B TedeHwe 24 4yacoB, a 3aTem
pasfensT Mexay aTunaueTaTom (3x200|\n3) [T} Ha-
CHILEHHEIM BOAHEIM KapEoHaTam HaTpwa (200M)
MoToM o6beguHeHHEIE OpraHWYecKue ppakyu Boi-
CyWHBaT Haf 6e3BofHbIM CyNbaToM HaTpuA M
KOHLUEHTPWPYKT NPY NOHWKSHHOM ARBNeHUA Snou-

"Kieselgel 60") ¢ wecnonbsosaHnem 30-50% atunaue-
Tara B rlekcaHe, NONy4YawT Uenepoe coefguHEeHUe
{0,077, 0,16mmMmon , 26%) (Hangero C, 72,6, H, 5,95,
M, 9,4 CuHN:O:F Tpebyer C, 73,1, H, 58,
MN9,5%), &4 (300MIy, CDCls) 2,1 (6H, m), 2,9 (3H,
m), 3.5(2H, s), 375 (1H, 5), 685 (2H, d) n 7,4 (12H,
mj, miz (LRMS) 444 (MH™)

MPHYMEPLI 17 u 18

CoefvMHeHNA W3 cnegyloWnx NPUMEPOB, BKMIO-
YeHHbIX B Tabnuyy, nvenwne HwkeyrkasaHHyw ob-
wyrw copMmyny, nonydawT peakyned 3-(1,1-
AudeHun-1-rmapokcuMeTn)-S-(4-nunepuaHun-
1,2,4-okcaguaszona ¢ COOTBETCTBYWOLLWM ranongan-
KUIoM, Wcnonbays cnocob, onvcaHHeld B [puMepe
16

L



23 61068 24
lipavep | Danonaan i R LS Auta 7 0y { 300Mra (COCT o)
172 3, -k popSerEkn 494 {MH")} | Hatipeno — C, &5.5; H, 4.9; . f.8.
waspum 456 {MH} § CurHeabla0aC 1,
¢t 4%8 {MH'} I paB. ©, €5.6; H. S.1; M, B.7%
@A B, {200Mrp {CDCL,) 2.3 (€W, my, 2.9 {3H, wl,
o 3.5 (2H, =), 3.75 {iH, s, 7.1 (1H, ai wu
T.4 (12H, m).
18 S {2~ BpowzTU) -2, 3~ 482 {MH'Y } Haftnewo o, 74.9: +, b.5; ¥, 9.6, LCuoHythos
AUTHAPOGEH30dYDaN mpeb, G, 74.8; H, 6.6: M. 8.7%
B {300MpuCRCL, 2.1 (58, my, 2.5 (2H, m),
(D@,v Z.7 (24, my, 3.0 {38, m}, 3.2 {7H, r}, 3.9
{31H, 8}, 4 5 {2H, &) 6.7 (1H, &', 6.5 [1H,
dy, 7.0 {1B, s} w 7.4 {10H, =m}.
MNPHUMEP 19 HUK, NOMYYEA KOPUYHEBOE MACNO INoupyd ¢onaw-

3-(1-Unknobyrn-1-pbennn-1-rung pokcumernm-5-
[4-{1-(4-MeTokcuBeHann)nUnepuauHun}3-1,2 4-
H=—"0

Akcagqaszon
35 o

LI —““’ N'

m1nxj::iu aH Aj::kuj::;

YkcycHyto kncnoty (0,04r, 0,6mmon ) pobaensioT
K nepemewnsasvomy pacteopy 3-(1-uwknobytun-1-
dhennn-1-rmgporkcumeTnn)-5-[4-nnnepnguimnnj-1,3,4-
okcaauazona (0,16r, 0.5MmMonN) B cyxoMm TeTparug-
pocdypane (15CM3) npu KOMHATHOR TemnepaTtype B
arMmoctpepe  asora Barem  gobasnsior  4-
meTokcubensanbgerng (0,082r, 0,6mMmman ) U HaTpuid
TprayeTokcuboprngpmna (©0,212r, 1,0mmon) v nony-
YEHHYIO CMECH NERPEMELLNBAaIOT NPKY KOMHETHOW TEM-
nepaTtype B aTMocdepe ascTa B TedeHue € 4acos
MoTtoM copepiumMoe KoNBel pasaenalT Mexay au-
XMopMETaHOM (1000M‘7’) M HacHIWEeHHLIM BOAHLIM Bn-
kapboraTom HaTpua OpraHuyeckyro dpakyuio cobu-
pateT, BbicywwnsalT Hag GCessogHbiM  CyNbdgaTom
HATPUS W KOHLEHTPWMPYIOT MpPU NOHUMEHHOM AaBne-

xpomaTorpaduenr (fByokMcs KpeMHua "Kieselgel 60
¢ ucnonbsosaHnem 30-50% sTvnayeTata B rekcaHe,
nony4atT Leneece coeguHenne (0,125r, 0,28mmMon ,
S6%) (HaidgeHo C, 71,1, H 7,25, N, 8,6 CaeH31N:0
143 H.O TpeByer C, 71,7, H, 72, N, 8,6%), 8 .
(300MTy, CDBCIly) 1,6-2,2 (12H, m}), 3,2 (1H, s), 3,3
(1H, 1), 3,4 (2H, ), 3,8 (3H, s), 6,95 (3H, m), 7,3 (4H,
m), 1 7,5 (2H, m), m/z (LRMS) 434 (MH")

MPUMEPLI 20-25

CoefluHeHWs U3 crnegylowux NPUMEpPOR, BKIKO-
YeHHBIX B TAbnuyy, VMMeKWUe HUMeyKasaHHyl ob-
wywo  dopmyny, nonydawrT  peakyned  3-(1-
yuknobyTn-1-¢penmwn-1-rngpokcumerun)-5-(4-
nunepwanHun)-1,2 4-okcagmasona ¢ COOTBETCTBYIO-
WKM ansgernjoM, Ucnonesyd cnocod, ONUCEHHLIA B
MNpumepe 19

Bl e O3

L)
N&O

M N .
© A

fipuep AnbRerKs B LEMS Brbats /by (300 MPEODCL,)
zG 4= PR AP0 RCHDER 3~ T30{MHET} | HaRn. ¢, 70,17 #, 6.95; N, 2.8. CoH MO
' ANbRETHR Y/:H0 mped. ¢, 70.1; H, 7.1¢ N, 9.7 $4{300
| i @f\ MM CRCLy) 1.8-2.1 (128, mi, 2.5(3H,m),
Ho 3.141K,sy, 3.3(1H,t3, 3 4 :2H,s), &.7F(2ZH.d;,
7.14{2d,dy, 7.2{3H,m} ® 7,5{2H8,d}
21 UH er 008 KA M RAPSOS 409 (MH | Hafip.C,7:.3; H, #8.6; ¥, 9.8. € H. N0 .
ELIN L5 fCHLCL, Tpebyer ©, 73-.5; H, 9.4; M, 9.55%
O/\ By {300 MI;EDCL ) 08 (2H, mi, L.L{3H. w0},
1.4-2,3 (20M,m), 3.} <14, s, 3.3 (IM, t),
7.1 (3H, m}, » 7.5 (2K, &}
] ThofEH-2— 410(8H'} | Bawmn.C,67.3; H, 6.7s N, 14.2 4aH H&O 3.
RApSOKANL D&MD o TpaS. C, €67.5; H, 6.6, W, 10 3%
(\4_’7/\ 5y (300 MPWCDCL:) 1.6-2.1 (12H, my, 2.3{3H,
mb, 3.1 {1H, =2}, 3.3 [1F, %}, 3.8 (2H, s},
F.2 (4H. mi, m 1.5 {2H, d}
23 deruraueTarioae Pkl 418{MB'] {Ha%o.C,74.9; R, 7.5; M, 9.%. CaHuaHy ., Tped.
G, 74.8; H, 7.4; B, 10.1%
8,300 M, CDCL,) 1.8-2.1 {12M, m), 2.6 {ZH,
my, 2.8 {ZH, wm}, 2.9 {34, m), 3.1 {14, &) 3.3
{iH, ti, 7.2 (3#, wm), 7.3 (SH, m) & 7.5 (2H,
d}
24 3, d-aMxnop- E 472 (MH'} Hafig.C,60.6; H, 5.4; W, 7.2. C_H &,0,C1..
SeHzaniblePHn i TpeS. €, 60.3; H, 5.5; M, B.3%
@/\ By (300 MTLFODELY 1.8-2.1 {12H, mb, 2.9 (34,
G mb, 3.1{1H, =}, 3.3 {1H, &), 2.4 {28, =,
F.0-7.6 (8M, m).
Ty 5 a5 446(MR°; | WaWn.C,72.2; H; 7.6, W, 8.0. C:H, 0. %df pee
IHIArpotenso to] G, F2.%5 My 7.3 M, 9 4% §{300 Mru;CDCI
gvpan-5- 1.8-2.1(L0H,m}, 2.8(24,m), 3.1(2H,m},
rapfokcantnersh J 3.3(1H,m), 3.4{2H,s), 4.5{2H,t1, &.7(LH,a],
0 T.0{1K,d), 7.2 (iH,s), T.2{1H,s), 7.3i3H,m u
| 7.5 (2H,d)




25

NPUMEP 26

3-(1-UmknobyTun-1-beHun-1-rug pokcumeTn)-5-
[4-{1-(2-doeHokcusTUIN) NUNepuanHKn}]-1,2,4-
oKCagmason

3» QT ?3* T O

2-Oenokcubpomarad (0.10r, 0,5vmmon ) fobase-
nawT & pactsopy  3-(1-yurknobytun-1-peHun-1-
rUf pokcuMeTn)-5-(4-nunepuinHun)-1,2, 4-okcagua-
sona (C,16r, 0,5mMmMon ) B cyxoM TeTparMapodypaHe
npu TEMNEpaTypPE OKPYKaOWER cpeddl B aTMmocthepe
asora 3aTem Ao0aBnAwT  ITUNAWM3CNRONUNAMWH
{0,13r, 1,0MmON ) ¥ NONYYEHHBIN pacTBCp NEpemMe-
WKBAKCT NpU TemnepaType OKpyXaloWweR cpeisl B
TedeHwe 7 gHeld lMotom cogepxumoe Konbel pazpe-
NSKT MEXAZY STUNALUSTATOM (3X3OCM3) M HacouWeH-
HelM  BOAHbIM  pacTeopoMm BukapboHaTa HaTpuA
(1OCM3) 3arem o0begWHEHHble CpraHvJeckne 3Kc-
TPAKTH BLICYIWMBAKT W KOHUEHTPUPYIOT MPWM NOHU-
KEHHOM AaeneHdun 3Jnonpys dnsw-xpoMaTorpadu-
el (gByokucs kpemHuns ("Kieselgel 60") ¢ ncnoneso-
BaHveM 3% wmeTaHONa B AUXNMOPMETaHe, NONydYarT
yeneece coejuHeHue (0,022r, 0,05mmon , 10%) 3,

61088 26

(300Mlu, CDClz) 1,6-22 (10H, m), 2,3 (2H, t), 2,8
(2H, 1), 2,9 (1H, m), 3,0 2H, m), 3,2 (1H, s), 3,3 (1H,
q), 41 (2H,1),6,9 (3H, m), 7,3 (EH, m), u 7.5 (2H, m},
T/z (LRMS) 434 (MH")

NMPUMEP 27

3-(1-Lurknodymn-1-peHun-1-ruf pokcuMeTn)-5-
[4-(1-{cc-meTunBensumnunepuguHnni]-1,2, 4-

OKCcaauason
@ lej\/\
N L, P ]
[ CH H -
t

BullleykasaHHOe COEAUHEeHWE MONYJYAT peak-
yreid  3-(1-ynknobytun-1-cheHun-1-rug pokcumeTun)-
5-(4-nvnepnauHum-1,2 4-okcagvascna ¢ o-MeTwn-
SeHaunbpoMKuAOM, UCnonb3ya cnocob, ONUCaHHHA B
Mpumepe 26

(HapeHo C, 73,8, H, 7,4, N 9,6 CaH3N:01 173
H,O TpeByeT C, 73,8, H, 7.5, N, 9,9%), 8, (300MI,
CDCl:) 1,3 (3H, s), 1,86-2,2 (12H, m), 2,8 (2H, m), 3,0
(1H, m), 3,2 (1H, s), 3,3 (1H, 1), 3,5 (1H, m), 7,2 (8H,
m) u 7,5 (2H, m), T/z (LRMS) 419 (MH")

Komm'ioTepHa aepeTia O ManoHeHKo

MianucHe

Tupax 39 npum

MIHIETEPCTBO OCRITH | HaYKW YKpalHH

HepesHid AeNapTEMEHT IHTENEKTYENBHO! BRacHoCTl, MNMeeiBebka nnowa, 8, m Knis, MCIN, 04555, YkpaiHa

AN “YKpalHCbKMIA IHCTUTYT NPOMUCNOoBOo! BRacHoeT", Byn Ciw') Xoxnoux, 15, » Kuie, 04119



