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ObbeKTOM M300peTeHns ABMNAKTCH
NPOW3BOAHLIE  MOMULMKIWYECKOrO  ryaHuHa

obwmx dopmyn (1) u (I
EH > \Rz

Y\Ra Y\‘a

roe J - kucnopoa vnv cepa; R' - Bogopon,

(I L

ankkn, HeaamelleHHBIA  WNKM  3aMelleHHbIN
apunoMm unu rugpokevnom; R - Bogopogn,
apun,  reTepcapun,  UWKNOAnkun,  ankqn,
HesaMelleHHBIA  WNM  3aMelleHHBIA  apunom,
reTepoapuriomM, rMapOKCHIIOM, anKOKCUrpYMnowH,
aMUHOTPYMON, MOHOAMKANAMUHO- nnn
LABTNKANAMUHOTYTINOA

rpynna-(CH 5), TCORZ, rge m caHauaeT uMcro

1 -6, T - kMcnopoa, UM rpynna -NH-, a R%0 -
BOOOPOA, apwun, reTepoapun, ankun,
HeaaMeleHHBIR WNK 3aMelleHHBIR apUncm Unu
reTepoapunom; R3 - BoAopod,  ranowg,
TPUPTOPMETUN,  ankoKCK, ankunTHO, ankun,
LUMKNOAnKMmn, apwumn, aMmuHOCyNsOoHW, aMUHO,
MOHOANKUNaMWHO,  AUankunamuHo,
OKCHENKUNAMUHO, aMUHOANKUNaMnHo,
kapbokcun, ankokcukapboHWN, aMrMHOKapPGOH W,
ankun, 3amelleHHbIA apunoM, TMOPOKCUNOM,
ankoKCWNoOM, aMUHOMPYMNMNOA, MOHOANKMNaMUHO-

MNY AMANKANaMAHO-TPYNNON;

R2, RP, R® u RY Heaaeucumbl opyr oT dpyra
M O3HAYaKT BOOOPOM, AamnKAN, LAKNOANKAM W
apun, unm (R? u RP) unu (R u RY unu (RP u
R °) MOryT OOMONHWTL HACLILEHHOE KOMbLO,
MMelowee 5 - 7 atomor yrnepoda, WK (R? u
R u (R® 1 R% BMecTe JOMNOMHAT NO OAHOMY
HACLILEHHOMY Konblly € 5 - 7 aTomamu
yrmeposa, NpUYeM  Kaxaoe KorbLo —MoXeT
coiepKaTh aTOM cepbl UMK KUGMOpPoaa, a aToMbl
yrnepona MoryT GbiTh 3aMELIEHbl N0 MEHbILEH

Mepe OAHMM  3aMecTWTeneM W3 Tpynnbl,
BKIIOUAOLWEr  ankeHAn, ankMHWnN, TMapPoKCKD,
kapBokewn, ankokcukapGoHun, ankun,

HesaMelLeHHbIR UNK 3aMeLLeHHbIA TMAPOKCUIIOM,
KapBOKCKUNOM UMK ankKoKCUKapBOoHWNOM, WNK xe
HaCLILEHHOE KOMbLO MOXET UMETb 2 CMENHBIX
artoMa yrnepoga, KoTopble ABMAKTCH YaCThH
npucoegHeHHoro apuna; n - 0 unu 1;

KOTOpPLIE MOXHO MNPUMEHATL B KadecTBe
aHTHUIMNepTeHCUBHOMC areHTa, areHTa
penakcausy MollL 1M BpoHXopaclLMpAKLLEro
areHta. JanbHedwnmn obbektamn naobpeTeHua
ABMNAKTCH Crnocod nonyyYeHWs nNpoW3BOLHLIX
NOMULMKINYECKOTO YaHUWHA  BbllleyKasaHHbIX
chopmyn () u (I, a Takke dapmaueBTUYeckas
KOMNO3WLKA, coaepiallas no MeHbleld mepe
OLHO NPOU3BOAHOE NONULWKITMHECKOTO ryaHuHa
BbllleykazaHHblX dopmyn () u (1D B
konudecTee, TpebyeMoM ANA  TOPMOXEHWA
chochogmacTepasel, ANA penakcauin rnaaxkon
MblILLUbl, ANs obecneveHns aHTUIMNepTEHCUBHONM
Unn BGpoHxopacluMpsaoLled akTuBHocTH. 3 Tabn.
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(64) POLYCYCLIC GUANINE DERIVATIVES

(57) Abstract:

FIELD: medicine. SUBSTANCE: claimed
invention describes polycyclic guanine
derivatives of general formulae I: $$$ and
$$$ wherein. J is oxygen or sulfur; $$$
hydrogen, alkyl unsubstituted or substituted
with aryl or hydroxy; $$$ is hydrogen, aryl,
heteroaryl, cycloalkyl, alkyl, unsubstituted
or substituted with aryl, heteroaryl,
hydroxy, alkoxy, amino, monoalkylamino-or
dialkylamino. $$$ wherein m is integer of
1-6; T is oxygen or -NH- and $$$ is
hydrogen, aryl, hetercaryl, alkyl
unsubstituted or substituted with aryl or

heteroaryl; $$$ is hydrogen, halogen,
trifluoromethyl, alkoxy, alkylthio, alkyl,
cycloalkyl, aryl, aminosufonyl, amino,
monoalkylamino, carboxy, alkoxycarbonyl,

aminocarbonyl, alkyl substituted with aryl,
hydroxy, alkoxy, amino, monoalkylamino or
dialkylamino; $5% are independently
hydrogen, alkyl, cycloalkyl and aryl, or
($$%) or ($%$%) or ($%$) and saturated ring
having 5-7 carbon atoms or ($$$) and ($%$)

together add cne saturated ring containing
5-7 carbon atoms. Each ring centains sulfur
or oxygen atom, and carbon atoms are
substituted by at least one substituent from
the group consisting of alkenyl, alkynyl,
hydroxy, carboxy, alkoxycarbonyl, alkyl
unsubstituted by  hydroxy, carboxy or
alkoxycarbonyl, or the saturated ring has
two adjacent carbon atoms which are part of
the ad joined aryl; n is 0O or 1. Said
derivatives are used as antihypensive agent,
muscle relaxation agent and bronchoenlarging
agent. The claimed invention describes
process for preparing polycyclic guanine
derivatives of above-mentioned formulae |
and ($%$%) and pharmaceutical composition
comprising at least one polycyclic guanine
derivative of above-said formulae (I) and
($$%) in amount required for inhibiting
phosphodiaster fro  relaxation of smooth
muscle to provide antihypertensive and
bronchoenlarging activity. EFFECT: higher
efficiency. 3 tbl

2080322 C1

RU



¢c¢ccc080<¢ N

0]

WMaobpeTeHne OTHOCUMTCH K MPOWM3BOAHLIM
NOMMLUMKIMYECKOrO MyaHUHa, KOTopble MnonesaHkl
AN nedYeHus cepaeYHO-COCYAUCTLIX M MeroqHbIX
HapylleHWid, a Take K WX hapMaleBTUYecKUM
KOMMO3ULMAM W MeTodam 4NA MX NpUMeHeHWs.

WaobpeTeHne  ©OTHOCUTCA K HOBbIM
MPCU3BOOHEIM NOMULUMKITMHECKCTO ryaHuHa

% ﬁ

(cu ) (CH » \Rz
Y a Y :
M\R Ty \\R [ )

roe J Kucrnopon Wi cepa,
R! Bopopon, ankun, HesameljeHHBIA Wnv
3aMelleHHbIA apUnoM WM TMOPOKCHIOM,

R? BOLOpCA, apun, reTepcapun,
UMKNOAnKkMn,  ankdn, HesaMeleHHbld  unu
3aMeLLeHHbIA apunom, reTepoapunom,

MMOPOKCUIIOM, amNKOKGUrPYNMoM, aMUHOrpYnno,
MOHOAIKUNaMUHO- UMK AvanKUnaMUHOrpynnod,
rpynna-(CH,), TCORZY rme M canadaeT uucno

1 6, T - wucrnopoa wnm rpynna -NH-, a
R 20 Bogopop, apwn, reTepoapun, ankwn,
HesaMelleHHbIA UNK 3aMelleHHBIR apuncom KUK
reTepoapunom,

R3 Bodopecd, ranowd,  TpUdpTopmeTin,
anKkoKCK, ankKunTKo, ankun, LWKNOankun, apun,
aMUHOCYMBPOHUN, AMWHO, MOHOAMNKWNAMUHO,
JWanknMnamrHO, OKCUanKUNamMmHo,
aMUHOaNKUNaMuHo, Kapbakcun,
ankoKcWKapOoHWM,  aMWHOKapGOHWN,  ankun,
3ameLleHHbIHA apunom, MMOPOKSKUINOM,
ankoKCWNoM, amMWHOrpynnoi, MOHOANKUNAMUHO
WNW AhankunaMuHo-rpynnoH,

R2 R® R¢u RY HesaBuoumbl opyr oT apyra
W O3HAYaKT BOAOPOA, ankun, LUWknoankun u
apun, unu (R n R®) urm (R v RY unm (RP u
R ©) MOryT OONONHWTE HEHACHIWEHHOS KOMbLO,
rMeloWwee 5 7 aToMOB yrnepoda, WK (R? u Rb)
“ (Rb M R%) BMecTe AOMOMHAKT MO OAHOMY
HaCkILLEeHHOMY Konbly ¢ 5 7 aToMaMu yrnepoa,
npUYeM Kaxgoe KonbLO MOXeT coagpKaTb aTom
cepel UNKW KMCopoAa, a aToMbl yrnepoda MoryT
ObiTb 3amMelleHbl MO MeHblleld Mepe OfHWUM
3amMecTuTenaM M3 rpynnel,  BKAYAOWEHA
ankeHWn, ankMHWAn, rMapokcun,  kapBokcwn,
ankoKGMKapOOHWM, ankWn, HeaamelleHHbIA Uiu
3aMelleHHBIR TMAPOKCUNOM, KapBoKohnom KK
ankokcMKapOOHWIOM, WKW  Ke  HachIWeHHoe
KOMbLUO MOXET WMeTb 2 CMexXHblX aroma
yrnepoga, KoTopble ABMAKTCA 4acTbio
npUcoeguHeHHOro apuna,

nowunn1.

Mpeano4yTUTEeNEHLIMA ABNAIOTCA COEAUHEHNS
chopmynbl (I}, KOTOpblE WMET cnedylowme
npedncyTUTEeNbHEIE 3HaYeHWa pagukancs. J O,
R! ankin, B vacTHocTW Metwn, R? Boacpon,
BeHaun, 4-xnopbeHaun, LMKNOrekCUNMeTun u
TpumeTUnaueTokcumetn, RS Bofopoad, ankvn,
B 4YacTHOCTW MeTun unu atun, n 0. Opyrne
paguKans UmeroT cnenywow e
npednodTuTenbHele  3HadeHusa: (R 2 K Rb)
0bpazyloT HacbILeHHoe NATUYNeHHoe KomnbLo,
(Rb n R® obpa3ayloT HacblleHHoe 5- 6- unu
7-ureHHoe konbUo, vk (R2 U Ry v (RP n R9)
COOTBETCTBEHHO  AOMOMNHAIT  NO  OJHOMY
HaCLILLEHHOMY KONbLy, NpUYeM Kaxgoe Konbuo
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coaepXKMT S Mn1 6 atoMoB yrnepoda. Ecnu
(RP 1 R obpaayioT HachllueHHoe 5-, 6- unu

7-uneHHoe Konbuo, TO COMMacHo
npeanoYTUTENEHOM CTepPeOXUMAK aTtoM
ymepoga  3aMecTuTens R b 1UMeeT

KOHchUrypaLuw R, a arom
3amectuTens R koHdurypauuio S.

CoeguHeHna dopmyn (1) 1 (1) aengdwTca
None3HeIMW B KadYecTBe aHTUrMnepTeHCWBHOro,
OpoHXOpaclUMpPAWEro KU TOPMO3fLEero
arperauuio TpomMOOLMUTOB areHTa. CoeauHeHKA
chopmyn (1) u (I 9BNAOTCA TakKe NONe3aHsIMy
ona  TopMoxeHws  dpocchoamscTepassbl.
MpegnonaraeTcs, 4TO TOPMOXEHWE BaCKyNARHOW
dochoanacTepasbl UHAYUMpPYET
AHTUIUNEPTEHCUBHYIO AaKTUBHOCTL. CoeaUHEHNA
coopmyn (1) 1 (1) MOXKHO TakKe NPUMEHATL B
KauecTBe areHTa penaxkcaluy rmagkol MeiwLbl n
NOSTOMY WX MOXHO NPUMEHATL ANS nedveHus
BPOHXOKOHCTPUKLMW. HOBLIE COBUHEHWUS MOXHO
Takke NPUMEHATb ANA TOPMOXEHWS yHKLMM
TPOMBOLMTOB K NOSTOMY WX MOKHO NPUMEHATL
[OnA NeYeHns coCTOAHWIA, AN KOTOPLIX NONe3Ho
TopmoxeHue yHKLMM TpoMGoLUTOoB.

MaoBpeTeHne  Takke  HanpaBneHC  Ha
hapmMaLeBTUHECKYHO KOMMO3MLWIO, COAEpKaLLYIo
no KpawHel mepe ogHe coeguHeHwe dopmyn (1)
K (I B KONMUeCTBE, MO3BONAKLEM TOPMOXEHNE
thochoduacTepasel UMM penakcaynio rmagkon
MEILLLE!. Kpome Toro, uaobpeTeHre HanpaeneHo
Ha hapmaLeBTUHECKY IO KOMMO3MLMIO,
codepxallyto coegnHeHua copmyn () mn (1) B
konuyecTee, ofecnevnBaloLLem
aHTUIMNepTeHCUBHOE WNW BpoHXopacluMpsioLlee
JeAcTeue " TOPMOXKEHWe OYHKL MM
TPOMOOLWTOB.

Kpome Toro, uaobpeTeHve HanpaBneHo Ha
cnocob neveHus rTMNepTEeH3anK,
OPOHXCKOHCTPMKLAKM M 3aboneBaHWid, AnAa
KOTOPbIX  MNOMNE3HO  TOPMOXEHWE  (DYHKUMK
TPOMBOLMTOB, NyTEM Aa4Yn MNSKONUTAKLWMWM MO
MeHbLUER Mepe ofHoro coefHeHnd copmyn (1)
m (I B TepaneBTUueckn  3PDEKTUBHOM
konudecTtee. MacbpeTeHue Taike HanpasneHo
Ha cnocob nogaepxaHua ypoBHA MoHogocdaTa
35 -UUKITMYECKOTO ryaHosuMHa B
MIEKOMMTAKOWEM NyTEM Jaqn  coedWHeHWH
chopmyn (1) mn (I") B konuuectee, HeobXxooMMOM
AN NOAAEPKAHWUSA MIK MOBLILEHUS €r0 YPOBHS.

Mo ankunom NOHUMasTCs HepasBeTBIeHHas
HacklWweHHas yrneeogopoaHas uens ¢ 1 10,
npegnodTuTensHo 1 6 atomMamu yrnepoaa, Wiu
e pasBeTBMeHHad HacblleHHas yrnepoaHas
uens ¢ 3 10, npegnovturensHo 3 6 aromamu
yrnepoga. NpuMmepamu ABNAETCH METUI, 3TUM,
npoenun, nacnponun, EyTun, n3obyTinn,
TpeTeyTun, O6eHaun, rekcun, JAeuun W Tomy
noaobHoe.

ANKoKcw npedcrtaenser  coGoOW  ankun
BLILLEYKA3aHHOW XapakTepUCTUKA, KOBANeHTHO
CBA3aAHHEIA ¢ aToMOM Kucnopoda. lpumMepamm
ABNAOTCH  METOKCKW, STOKCW, NPONoKeH,
NEHTUNOKCU, TEKCUMOKCK, [OEUWroKCKH WM ToMy
nogobHoe.

Mog ankeHunom noHUMaeTes
HepaaBeTBNeHHasa yrnesogopoaHasn uens ¢ 2 10
aToMaMu yrmepofa Wnv xe pasBeTBreHHad
yrneecgopopHas uUens ¢ 3 10 aroMmamu
yrnepona, KoTopble MMEeKT No MeHbled mepe
OOHY YIMepod YIMepoiHyl [BOWHYH GBA3b.
MpuMepamu SBMAAITCHA 9TEHWM, 1-NMPOMeHUnN,
1-ByTeHun, 2-6yTeHnn, N30ByTeHWr,
1-neHTeHun, 2-metun-1-6yteHunn, 1-rekceHnn w
TOMY NogotHoe,

Mo ankunom NoOHWMaeTCA HepasBeTBIeHHas

yrnepogda
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yrmeesogopofHas uens ¢ 2 10 aromamu
yrnepona U we pasBeTBNEHHan
yrnesogopofHad uens ¢ 4 10 aromamu
yrmepoaa, KoTopble GCOAepXaT Mo MeHbLUeld
Mepe OfHYy VYIMepon YrmepoOHylo OBOWHYIO
cBA3b. [lpumepaMu SBNAKTCA  3TUHWIN,
1-nponuHnn, 1-By TUHMUN, 1-neHTnHMA,
2-MeHTUHMN, 1-rekcuHmn, 2-TeKCUHMWN,
3-rekcuHun M Tomy noaobHoe.

ANKunTMO npedctaeBnget coGoW  ankin
BhILLEYKa3aHHOW XapaKTepUCTUKK, CBA3AHHBIA
aTOMOM Cepbl.

MNoa aprnom NCHUMaEeTCH KapboUWKNUYecKUi
OCTaToK, CoAaemKallniA No MeHbWelR Mepe OHO
KoMnbUo GeH3cnbHOro TUNAa, fMpuyYeM apunHag
JacTte umeet 6 14 atomece yrnepoga. Npy sTom
BCE MWMEloLWMeca, CrnocobHble K 3aameLleHuio
aTOMbI YrNepoaa apunHol YacTh NpeacTaBnaoT
coBOl BO3MOXHBIE MecTa NpUCoeaMHEHWS,
Hanpumep, derun, HadTKUN, MHASHWN, MHAAHWN
1 ToMmy nodebHoe. KapBouuknuyeckMd octatok
MOXeT ObiTb 3amelleH 1 3 pagukanamy K3

rpynnsl, BKIIOYAIOLIEA ranoung, ankun,
TPUPTOPMETUN, PEHUN, TUOPOKCHN, ANKOKCH,
cheHoKeu, aMUHO, MOHOAMKMNAMUHO "
AWankunamuHo.

MoA LMKIOAmKMIom NOHUMAETCH
HachllLeHHoe kapGoLuKknudeckoe KOMbLO,

cofdepxaulee 3 7 atomoB yrnepoga. MNpumepamu
ABMNAKTCA  UMKNCNpOnMn,  LWknobyTun,
LUMKNONEHTUI, LUKMNOrekcKn 1 ToMy noaobHoe.

Moa ranougoM MoHWMakTed GTop, Xnop,
Bpom 1 Hoa,

MoA, retepoapunom noHMMaeTcs
UMKNMYyeckas rpynna, MMerollas no MeHsller
Mepe OfMH aToOM KWCNopoda, cepsl Wunu asora,
npepbliBaWMA  KapGOLMKIMYECKYO KONbLEBYHO
CTRPYKTYRY, a TakKe [JOCTaTouHoe YWCIo
0enoKannacBaHHLIX 1 SNEKTPOHOB  AnA
obecneveHua apomMartyeckoro xapakrepa. lpu
3TOM apoMaTWYecKan reTepouuKIMYecKas
rpynna wmeetr 2 14, npegnodtutensHo 2 6
aToMOB yrnepogda. NpumepamMiy SBnatTca 2-, 3-
wn - 4-nupuaun,  2-  wnv o 3-chypun,  2-unu
3-TMeHun, 2-4-unu  5-tnasonun, 1-, 2-, 4-
WnKW S-umugaszonun, 2-, 4- unk S-NUpUMHUANHAR,
Z2-nupasadun, 3- wnn 4-nupugasmHun, 3-, 5-
nu 8-[1,2,4-TpWasnHun] 3- nunu
51,2,4-Tvagazonun] 2-, 3-, 4-, 5-, 6- wunu
7-6eHsopypanmun, 1-, 2-, 3-, 4-, 5-, 6- unu
f-uHgonun, 1-, 3-, 4- wnn 5-nuposonun, 2-,
4- YN 5-okcasonun U ToMy NogobHoe.

Moo amMWHecynbOHUNIOM  MOHWMAaeTCH
CYyNbGOHUNHAA rpynna, CBA3aHHaA ¢ aMUHO- UK
ankUNaMmUHO-rpynnoi, umewwed 1 6 aTtomos
yrnepoda. [Npumepamu asnawted -SO  oNH,,
-S0O 5NHCH3, -S0oN(CH3)2 v Tomy nogobHoe.

Mo MOHOANKUNAMUHOMPYNMNOR NOHUMaETCH
amMUHorpynna, B KOTOpol oAuH aToMm Bogopoda
3ameLleH anKnnom BblILUEYKA3aHHOR
XapaKTepUCTUKK.

Moa  AvankunamuHorpynnoi noHMmaeTcH
aMuUHOrpynna, B  KOTOPOW  KaXObIA — aTom
yrnepoga  Hes3aBWCUMO  3amelleH  ankKuiom
BbllUEYKa3aHHOR XapakTepUcTUKW.

OnpegeneHHble coegUHEeHUs K3obpeTeHus,
HanpuMep coeduHeHWs, UMelolWe codepall i
OCHOBHOW a30TOoCTaToK, MOryT Tawke obpasoBaTb
hapMaLeBTUYECcKM  MpUemMnemble conv ¢
OpraHU4YeCKUMKU U HEOPraHMYECKUMIK KUCIOTaMK.
Mpumepamn  NOOXOOAWMX  KACNOT 4N
coneobpasoBaHWa ABMNAKTCA
XNOpUCTOBOAOPCAHAA cepHaf, docdhopHas,
yKCYCHas, NMMOHHAaY, Waeeneeas, ManenHoeas,
canvuunoeas, manoHoeas, dymapoBas

10

15

20

25

30

35

40

45

50

56

60

AHTapHas, ackopbuHoBas, abnodHasn,
MeTaHcynbhoHOBaA  KACNOTBI WM Apyrue
obulen3BecTHble MUHepankbHble 1 KapBoHoBLIE
KWCIMOTHI. Conu nony4alTcs nyTem
B3aUMOJeNCcTBUA cBOBOAHOMO OCHOBAHWA C
XKernaemol KUCnoTol B Tpe6y9MOM Konu4ecTBe.
OnpepeneHHble coeguHeHWss n3obpeTeHus
ABNAOTCH KACNBIMK MO CTRYKTYPE, Hanpumep
coeqMHeHns, coaepalive kapboKCUIbHYIO UK
heHONBHYO  FTMOPCKCUNEHYD  rpynny.  Takue
coefUHeHUs MoryT obpaaceatb
chapmMaLeBTU-ecKkr npuvemnemMole conu.
MNpUMepamK TakKMX conel SBNAIOTCH HaTpUeBas,
Kanueeas, kanbLUWesas, anioMUHWeBas, aonoTasn
W cepebpaHan coni. BOaMOXKHEI TaKKe COMu,

obpaayemsle c hapMaLeBTUHECcKM
npremMnemMsIMn amMmuHamu, TaKUMK KaK,
Hanpumep, aMMuaK, ankunammnHel,

oKcHankunamuHel, N-mMeTUnrmykamuH u  Tomy
nogobHoe.

CoedUHEeHWA CormacHo M3oBpeTEeHNo MOXHO
nony4atb 0BLEN3BECTHLIMA MeToaamK.
Hekotopble W3 HUMX NOACHAKTCH B
HuKecnedyowem. BoamMoxHbl W gpyrie Metodsl
UMK XKe BapUaHTbl HKENPUBEOEHHbIX peaKkLWid.

CornacHo Metofy 1 (cM. B KCHUe Tekcra)
coenHeHns copmynel (IV) MOXHO nonyyartb
nyTem B3aumofercTBua coeduHeHns (I1) c
areHTOM HUTPO3WPOBaHWSA, TaKUM Kak, Hanpumep,
a30TUCTasd KWcnoTa. OTa peakuyus onvcaHa B
nctouHuke "The Chemistry of Heterocyclic
Compounds, A Series of Monographs, The
Pyrimidines, w3g. Interscience  Publishers,
John Wiley Sons, Hblo-Wopk (1962).

CoeanHeHna cbopmynel (V1) MOXHO nonyyatb
nyTem Baaumogelcrtema coeguHeHuda (V) c
BOCCTAHABMMBAKOWMWM  areHToM, TakuMm  Kak,

Hanpumvep, BOOOPOA, B NPUCYTCTEUM
Katanuaatopa, MeTannoMm B NPUCYTGTBUAM
KACMOTHI, WK c cepocodepxaLlM

BOCCTAHAB/VBAWLLUM  areHTOM, TakMM  Kak,
HanNpUMep, AWTUOHWUT HaTpus. JTa peakuus
TakKke  cnucaHa B BblenpuUBeaSHHCM

WCTOYHWKE.
CoefduHeHna  dopmynel  (VIII)  MOXHO
nonyyats nyTemM BOCCTAHOBUTENEHOTO

ankunupoBaHWa coegunHeHnsa (VI), Hanpumep,
nytem BaaumogercTeuMAa coeguHeHwa (V1) ¢
KapBOHWNBHEIM COSAMHEHWEM € MocneayLLmnmM
BOCCTAHOBMNEHMEM  MONyYaeMorc npu  3ToM
NPOMEXYTOUHOTO coefUHEeHUs nyTem
KaTanuTUYecKoro rMAPMPOBaHWA WKW nyTem
BOCCTAHORBINEHMUS BOCCTaHaRMUBAKOLL MM
rmapuaom, TaKuM Kak, Hanpumep,
LuaHobopruapua HaTpWs, Kak 3To onucaHo Mepu
®usepom ©  Jlyuc EuaepoMm B UCTOUHMKE
"Reagents for Organic Sinthesis", Tom 1-13,
wag. John Wiley Sons, Hblo-Mopk (1979-1988).

CoeauHeHns  copmynel  (XIV)  moxHO
nonyyars nyTem LUMKNU3aunn afaykra,
nonyyYaemMoro B pesynesTate BaavMmoaeicTeus
coennHeHns (VI ¢ nponsBoaHeIM KapGoHOBOK
KACMOTEI, TakMM Kak, Hanpumep, opToacup
chopmynbl  RaC{OCH3)3, Kak 310 onucaHo B
ncrouHuke "The Chemistry of Heterocyclic
Compounds, A Series of Monographs, The
Fused Pyrimidines, TtoMm, 2, Purines, u3ag.
Interescience FPublishers, John Wiley Sons,
Heto-Mopk (1967).

CoeanHeHnsa  copmynel  (XVI), roe X
O3HayaeT xnop WNW BGpoM, MOXHO nonyyaTb
nyTemM B3auMOASWUCTBUA COeAUHEHWA hopMynkl
(XIV) c areHTOM ranoreHMpoBaHWA, TakuM Kak,
HanpuMep, oKekxnopka docdopa  (POCIg),
KaK 3TO OMNWCAHO B BHILISYKA3aHHOM WCTOUHWKE
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"The Fused Pyrimidines".

CoeguHeHnsa  dopmynel  (XIX)  MOXHO
nony4Yats NyTem amMWHUPOBAHWSA COedWMHEHWS
{(XVI) amuHocnvptom copmynsl (XVIII), B cnyvae
HeOBXOOUMOCTH B MPUCYTCTBUM MOOXOAALLEro
akuenTopa KWACNOTBI, Takoro Kak, Hanpumep,
THITUNAMMH. 31y peaKu 1o MOXHO
OCYLECTBNATL, HanpuMmep, YKasaHHbIM B
BblllenpuBedeHHOM KucTodHuke “The Fused
Pyrimidines" obpasom. MpeanoYTUTENEHO
paboTalT ¢ M3BLITKOM AWM3ONPONUASTUNaMUHA
B cpefde pacTBOPWUTENS, TAKOro Kak, Hanpumep,
N-METUNMUPPONWAMHOH, MpK TeMmnepaTtypax oT
100 po 150°C.

Llenesoe coeguHeHne copmynel (1) MOXHO
nonyyYatb NyTem 3ambikaHWS KoMblLa, KOTOpoe
MOXHO OCYLLECTBNATE NyTem B3auMOOeHCTBUA
coegnHeHUa cdopmynel (XIX) ¢ nogxoaswyum
00e3BOXKMBAOWMM  AreHTOM,  TakiM  Kak,
Hanpumep, TUOHWMXNOpKO, Wnu  aubpomMung
TpubeHundochuHa. 3Ty  peakumo  MOXHO
NPCBOAUTL ONWcaHHbIM Mepw ®uaepom 1 Jlymnc
du3epoM B BLILUIEYKA3AHHOM  MCTOYHUKE
obpaaom.

CoegmHeHuna dopmyn (1) n (I, B KOTOpbIX
R T unu R? osHauaeT GeHaun 1 3amMelleHHLIA
OeHaun, MOXHO NepeBoduTe B COSAMHEeHWA
cdopmyn () wn (I, B KOTOPBLIX R" wnu
R? osHauyaeT BOACPOA, Hanpumep, 3a cueT
obpaboTku BOAOPOACOM B NpUCYTCTBUN
nannagueBoro katanusatopa. CoedWHeHKWs
dopmyn (D w (1), B koTopeix RT unu
R 2 osHauaeT BOOOPOA, MOXHO NEpeBOAWUTH B
coegnHeHna copmyn (1) U (I, B KoTOpbIX
R'" wnm R2 umeer ykasamHbe anda R 1w
R? 3sHaueHWs 3a WCKMIOYeHWeM Boaopoaa,
MyTeM B3aUMOLEWCTBUSA ©  anKunUpyoWwrm
areHTom chopmynsl R'Y wnn R2Y, B koTopoid ¥
o3HaYaeT yaansemMyo rpynny, HanpuMep ranous
Ny cynbdoHaT, Kak, HanpuMep, MeaunaT WU
TO3MNar, B MPUCYTCTBUM  MOOXOAALLEro
OCHOBaHUs.

CornacHo metogaMm 2 nm 3 (CM. B KCHUE
TeKcTa) coeduHeHUa opmMynbl (XXI) MOXHO
nony4aTtb NyTeMm B3arMOASHCTBWSA NMPOW3BOAHOIO
2,6-guxnopnypuHa chopMynbl (XX) C
OEeH3NNoBLIM  CNMPTOM  hOPMYIbI R5OH, B
KOTOPOA RS osHauaeT GeHaun unu 3aMelleHHbIA
GeHann, B NPUCYTCTBUM  NOOXCAALLEro
OCHOBaHWA, TaKOro Kak, Hanpumep, rmapug
HaTpWs, B CPeAe PacTBOPWTENS, TaKOro Kak,
Hanpumep, AUMETUNhopMaMn, unu
TeTparngpodypaH. CoegnHeHne chopmynsl (XXI1)
nogBepralwT B3aMMOASHCTBUIO C COSAMHEHWEM
cpopmynsl R2Y, B koTopoit RZ u Y wumetoT
BbILLeYKa3aHHOe 3HaueHWe, B  MNPUCYTCTBUM
OCHOBaHWSA, TAKOrO Kak, Hanpumep, kapboHaTt
Kanug, B cpefde pacTBOPUTENH, TaKoro Kak,
Hanpumep, AuMetTundgopmamua.  Tpy  3TOM
nonyqaraTt CMech, coaepXalLlyo
MUHOXNOpWpOBaHHLIE MypUHLl hopmyn (XXII) K1
(XXX). OTy cMecb MOXHO pa3denaTb
N3BECTHEIMU npremamm, Hanpumep
XpoMaTorpadren Unu Kpuctannusauued.

CornacHo metofy 2 coeguHeHne dhopmMyns
(XXI} mMoxHO noaeepraTe B3aMMOLERCTBUMIO C
KACMOTOW, TakoW KaK, Hanpumep, kucnora
chopmynbl HX, B koTOpol X o3HauaeT xnop unum
OpoMm, B cpefde OpraHW4ecKOW KUCNOThl, TAKOW
Kak, HanpumMep, yKkcycHas kucnota. Nonyqaemoe
npWM aTom coefHeHwe chopmynsl (XXII) MoXHO
noggeprats B3aWMCASACTBYI0O C COSAMHEHWEM
cdopmynel R'Y', B kotopot R umeet
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BbllleyKasaHHoe 3aHaueHWe, a Y' umeer
yKa3aHHOe Bhille Ana pagvkana Y aHadeHwe, B
NPUCYTCTEUW OCHOBAHWSA, TAKOrO KaK, Hanpumep,
rMAPCOKACE NUTKA, B cpene
anmetnndgopmammnaa (M. Hanpumep, 0.
PaHraHataH # ®.®epoken, Tet. Lett, 25, 5701,
1984). TllonydaemMoe nNpyu 3TOM  COoedUHEHUe
chopmynel (XVI) MOXHO nepeBoauTh B Lenesoe
coednHeHne dopmynel (1) onWcaHHbIM  BbllWe
obpazom (cm. metoag 1). Bxogswwe B meTtoq 3
Ana nonyyYeHus LUeneBbiX COeaNHeHWA hopMynkl
(IY peaky MOXKHO OCYLUECTBMNATE TEM Xe
obpazoM, 4YTO U cornacHo metTodam 1 u 2.

CornacHo Metogy 4 (CM. B KCHUE TeKcta)
coepnHeHns copmynel (1) nnu (1", B KOTOPOWA
R% osnavaeT ankAan, ranoug,  AankunTio,
kapbokcun WK - ankokcukapboHun,  MOXHO
nonyyatb nyTemM B3auMOLEHCTBUS COSOMHEeHUsA
dopmynel (1) unn (1, B KOTOPOW R3 oaHauaeT
BCOAOPOL, C OCHOBAHMEM, TAKMM KaK, HanpuMep,
Ausonponunamug Niutva, B cpefe Noaxoasiwero
pacTBOPWUTENs, TaKOro Kak, Hafnpumep,
TeTparmgpodpypaH. [MNonydaemoe npu 3TOM
coefMHeHWe MoARepralT B3aWUMOOeNCTBUIO C
obecneyvBaloLLnmM 3HaueHUe paguKana
R3 peareHTOM, Hanpumep ¢ ©GpomoM, Ang
nonyyeHWs  coefWHeHWs, Y  KOTOpOro
R 2 oanauaet 6pom, ¢ oUcynbMmUaoM, HanpuMmep
CH3SS8CHsg, Ana nonyyeHWs coefuHeHWs, ¥y
koToporo R¥ oaHauaeT METUNTUC, ¢ ABYOKUCHIO
yriepoda AN NOMydYeHWs coeuHeHWs, vy
KoTCporo R®  osHavaer Kap6Gokeun, ¢
MeTUNRoAMACOM ANSA NOMYYeHWA COoedUHEeHUs, Y
kotoporo R® osHauyaeT MeTMn, M Tomy
nopgo6Hoe. CooTBeTCTRYIOWNE peakumnm
OCYLLECTBNAIT M3BECTHLIMKW MpUemMamy  (CM.
Hanpumep, X Xaakaea, K. Xaparydu, X. TaHaka M
T.Muacaka, Chem. Pharm. Bull. 35(1), c. 72
79, 1987). CoegunHeHWe hopmynel (1), B KOTOpCH
R® osHauaeT  amMuHO,  MOHOAMKWMMAMMHO,
OVankumamMnHO, ankunTuo UMW ankoKcK, MOXHO
nonyyatb NyTeM B3auMOLEWCTBUS COedMHEeHUs
chopmynel (1), B KOTOPOH R? osHauaeT ranong, ¢
aMUHOM, ankUNMepKanTUaoM WKW MMOPOOKUCHID
LLEenNoYHOoro mMeTanna. Sy peakuuo
OCYLUeCTBNAIT B COOTBETCTBMM C OAHHBIMW
BbILLENPUBEASHHOIO NUTEPAaTYPHOro WCTOUHUKA
"The Fused Pyrimidines".

CornacHo MeTtogy 5 (CM. B KCHUE TeKcta)
cepocofdepxallne coeguHeHus chopmyn () u (19,
B kOTOpbIX J O3HAuaeT cepy, MOXKHO MonyyaTb
nyTem B3aWMMOOSACTBUS KUCNOPOACOAepKaLLero
coegnHeHua copmynsl (1) wnm (1, B KOTOPOH J
O3Ha4YaeT KWCNopog4, ¢ CyNbMMPYIOLWUM areHTomMm,
TakMmM Kak, Hanpumep, nAtucynecug docchopa,
unu peareHToMm JloyBeccoHa. 3Ty peakyuwio
OCYyLLecTBNAT B COCTBETCTEUM c
nuTepaTtypHbIMA OAaHHBIMK (cm. . Mapwu,
"Advanced Organic Chemistry, Reactions,
Mechanisms and Structure, 3-e wWagaHue, Mag.
John Wiley Sons, Hbto-Fopk (1985), ¢. 793-795).

AMUHOCTUPTEL dpopmynel (XVII) n3BecTHbI
WNW MOTYT NOMnyyvaTbCH W3BECTHLIM MeTCoAaMu,
HanpUMep cornacHo [AHHBIMA B UCTOYHUKE
"Rodd's Chemistry of Carbon Compounds, 2-e
“3gaHue, Tom 1, yacte D, €.34-37. CoegMHeHNA
chopmynel (XVllla) npepcraenawtr coboid TOT
cnyqald, rae (R? u R® u (RP u R obpaayior
HaCLIWEHHOE KONbLO, NMpUHem RP osHauaeT CH,
a n-O. 3T coedUWHEeHWA MOryT Nony4vaTses
cornacHo cxeme 1 (CM. B KOHUe TeKkcTa), rae p
oaHavaeT 2 unm 3, a R RS u RY umeor
BhllLeyKasaHHoe 3HaueHue. Mpwu 3TOM
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coegnHeHue dopmynsl (LI MoxHo nonyyats
MyTeM B3aUMOAEWUCTBUA COSUHEHWA hOpMYyIbl
(LI} ¢ MeTannoopraHu4eckuMm  pPeareHToMm
chopmynsl (L), TO ecTs peareHToM [pUHbAPa
WY LUMHKOBO-MEOHEIM  peareHToM  COrMacHo
paHHeM B8 E. . Kopu v gpyrve, Journal of
American Chemical Society, 1978, c. 6294 unu
e (1. KHoxens W gpyrie, Journal of Organic
Chemistry, 1989, ¢ 5200. CoeaunHeHne
opmynsl  (LIV) mMOMHO nonydats  NyTem
B3aMMoOdercTBMA coeauHeHna (LI ¢ NpoTOHHOR
KACNOTOW B CPeAe  onupTa,  HanpuMep
TONYoncynsMoKACNOTOR UK

XNOpUCTOBOAOPOAHOR  KMCNOTOW B cpefe
MeTaHona, MpW KANAYeHWW ¢ Mocnepylolei
obpaboTked BOOHBIM - PACTBOPOM MPOTOHHOM
KACMOTHl B CPefe PpacTBOPWUTENA, Hanpumep

BOAHBIM  PacTBOPOM  XNOPUCTOBROAOPOAHOM
KACNOTEl B cpede TeTparuapodypaHa. B
pesynetare ACNONHUTENEHOR obpaboTKn

OCHOBaHWeM, Hanpumep kapboHaToM Kanus, B
cpede CnNWpPTa, TaKoro Kak, HanpuMep, MetaHon,
nonyvatT coeguHeHne dopmynbl (LIV).

CoegWnHeHne (XVIlla) MOXHO nonyyaTb NyTem
B3aMMOJelcTBUA coeduHeHns dopmynsl (LIV) ¢
BOCCTAHABNWBAKLWWM  AreHTOM,  Hanpumep,
nyTem ruaprupoBaHUA Ha HUkene PeHes Wnn xe
nyTeM BOCCTAHOBNEHWA GOPruapuaoM HaTpUs B
cpede cnupta, Hanpumep, metadHona. Ecrnv xe
pagukarn RY o3HauaeT BOACPOA, TO CoeJUHEHMe
dopmynel  (XVIlla) MOXHO nonyyaTts nyTem
B3auMOelcTBNA coeduHeHns dopmynsl (LIV) ¢
OKMCNAIOLWMM areHToM, TakMM Kak, Hanpumep,
Xnopxpomart nMpuauHKA. MNonyyaemelid Npu aTom
KeTCH chopmynsl (LV) noggeprawT
BOCCTaHOBIIEHWIO BOCCTaHaBIMBaOLLNM
areHToM, TakUM Kak, HanpuMmep, bopaH, B cpede
cnuipra ¢ nocrnedylownM rugpupoBaHMeM B
NPUCYTCTBMM  NOOXOAAWEro  Karanuaaropa,
Hanpumep Hukena PeHes.

Hukecnegyolwme nNpUMepsl  NOACHAKT
nofnyyeHWe TUMUYHBIX COedUMHEeHWA JaHHoro
mn3otpeteHnd. OpHake obbem Kn3obpeTeHus
Henb3a paccMmaTpuBarb Kak  orpaHUYeHHbIR
OaHHbIMK NPUMepamMu.

Mpumep 1.

Line-5,6a, 7,8,9,9a-rekcarngpo-5-metin-3-
(theHuUnmeTuN)-uuknoneHT[4, 5luMmunaaso-[2,1-b]ny
PWH-4-0H

2 CH_C H
S 265

yy

3,2 1 (27 MMONB) TUOHWUMXTOPKWZAA oCaBNAKT
K pacTeopy 3,0 r (8,8 MMOnL)
2-(TpaHC-2-0KCNUMKIONEeHTUIaMmnHo)-1-MmeTun-7-(
heHUNMETU)-NYPUH-6-OHa B 150 Mn
XNOpUCTOro MetTuneHa. PaCTBOp nepemeLinBaroT
B TeYeHWe HOYWM, MPOMBIBAKT  XONOOHLIM
pacTeopoM 2N rvapooKUCKM HaTpusa, cyllat U
pacTBOpUTENE ynapueatoT. OcTaToK NogeepratoT
XpoMmaTtorpadouy  Ha  ABYOKUCH  KPeMHWA C©
NPUMEHEHMEM B KaqeGTBe SMH0eHTa XITOPUCTOro
MeTuneHa KW mMeTaHona B OGbeMHOM
COOTHOLWEeHWN 98:2. LleneBol NpoAyKT nony4aiT
B KayecTBe BCMEHEeHHOro TBepAoro BellecTBa
MC (bomBapoupoBka ObICTPEIMKY aToMamMu). M +
1322

Mpumep 2.

7,8-0urngpo-5-metnn-3-(deHnnmeTnn)-3H-u
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Mugaso[2,1-bjnypuH-4(5H)-oH
)
/CHZCEHE

H3C I
y

g

MoBTOpAKT NpuMep 1 ¢ TOW pasHuuer, YTo
NpUMEHSIOT
2-(2-OKCHaTUNAMWHO)-1-MeTUN-7 -(cheHnNMeTHN)N
YpuH-6-0H. LleneBod npogykT nonyqawTt B
KaJecTee Oencro  TBepOoro BelLlecTBa.
MC(EI:M *+ 281,

Mpumep 3.

Line-6a,
7,8,9,10,10a-rekcarngpo-s5-meTun-3-(heHnnmeT
m)-3H-6eHsumngaszo[2,1-b]-nypun-4(5H)-oH

> CH_C H
S Z B 5

y;

MoBTopstoT npuMep 1 ¢ TOW pasHuuel, JTo
NpPUMEHAIT
2-(TpaHC-2-0KCULUKNoreKenammuHo)-1-metnn-7-(
theHnnmeTnn)nypuH-6-oH. Mpn sToM  LeneBoe
coefMHeHWe nNONyyalwwT B KayecTBe MeHbl.
MC(El:M™ 335,

Mprmep 4.

57,8, 8-TeTparngpo-5-metvn-3-(heHnnmeTun
Jnupummao(2,1-bnypuH-4(3H)-oH B BMae
rmopoxnopuaa

° CH_C H
S Z 6 8

Ha':j\N| > *+ HC1
o
0

MoBTopstoT npuMep 1 ¢ TOW pasHuuel, Jto
NpEUMEHAT
2-(3-OKCUNPOMUNAMMUHO)-1MeTUN-7-(heHKUTMeTH
MNYpuH-6-oH. MNpK STOM LEeneBoe coedMHEeHUe
nonydaror B Kadectee 6Genoro  TBepAcro
Belwlectea. MC (BombapgnpoBka ObICTPBIMK
aromami). M-HCI 295.

Mpumep 5.

7,8-0urnapo-8-cbeHnn-5-meTnn-3-(heHunmeT
1nn)-3H-wmngaso[2,1-b] nypuH -4(5H)-oH

° CH_C H
S Z 8 8
H_C
3 | y
-
H
§E 5
MoBTopstoT npuMep 1 ¢ TOW pasHuuel, JTo
NEUMEHSIT

2-(2-0KCKU-2-peHUNSTUNAMWHO)-1-MeTun-7-(dheHn
nmMetun)nypuH-6-oH.  lpn  sTomM  UeneBoe
coefUHEeHWe NonyyakT B KavecTBe GecUBeTHON
cmonel.  MC  (BomBapavpceka  GLICTPBIMK
aroMami):M+1= 338.

[Mpumep 6.

3
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7'-Onrnapo-5'-meTtn-3'-(heHnnMeTumcnpo[unk
norexkcaH
-1,8-(8H)- MMWJ,aao[2 1-blnypuH]-4'(3'H)-oH

./'

MoBTopAOT Npumep 1 ¢ TOW pPasHULER, YTO
NPUMEHAKT
2-(1-(oKcuumKnorekcun)MeTnammHo)-1-metun-7-
{cbeHunmeTnmnNypuH-6-oH. TpKn sToM Lenesoe
coedvHeHWe nonydalwT B kadecTBe 6enoro
TBepgoro eewectra. MC(CI):M + 1 350.

Mpumep 7.

Uunec-5,6a, 11,11a-TeTparngpo-5-metun-3-
{peHnnMeTunnHaeHo[ 1", 2" 4.5]
nMrgaso[2,1-blnypuH-4{3H)-oH.

© CH C H
A 2 B 5

MoBTOPAKT NpMMep 1 ¢ TOW paaHUuLer, YT
NpPUMEHSIT
2-(2-okcK-1-nmHAaHKMNaMuMHo)-1-meTun-7-(eHunm
eTUN)NYPKUH-6-0H. Mpw 3TOM uenesoe
coefMHeHWe Nony4yaloT B Ka4YeGTBe BCNeHeHHoro
TBepgoro eewectea. MC (Cl): M + 1374,

AHanornyHo npumepy 1 nonydawT  elle
crnenywolmne coedMHeHus (G NpyvMeHeHVem
noaxoaswero aMuHocMpTa):

7A8

5', 7'-Ournapo-2',
5-aumeTrn-3'-(cheHUNMeTUNCIMPO{UMKNOrekcaH
- 1,781 wMupgaso[2,1-b]nypuH}-4'(3'H -oH B

kadecTtee GenoBartoro TBepdoro Belwecrtea
& CH C H
/ Z 6 B

H,C | >—CH
y 3

s

MC (El): M + 363.

TA9

7,8 durnape-2, 5, 7, 7, 8(RS)-neHTaMeTn-3
H -umnaaso[2,1-blnypuH-4(5H )-cH B KayecTee

Benoro TBEPLOIo BelwecTea
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o CH C H
S Z B 5
H,C | H
p 2
Vs
cn” 'CH
3 3
CH
3

MC (El):M + 247.

Mpumep 8.

Llne-5,6a, 7,11b-TeTparngpo-5-meTun-3-
(beHunmeTnn)uHaeHo[2',1'.4,5lumungaso(2,1-blny
pwH-4(3H)-oH

© CH C H
S 26 5

[ToBTOpPSAIOT NpuMeR 1 C TOR XKe pasHuuen,
41O NPUMEHSHOT
2-(1-okcHU-2-MHAaHWMNaMUHO)-1-MeTun-7-(eHunm
eTUM)NYPWH-6-0H. Nony4akoT UeneBor NRCAyKT B
kavectBe 6Genoro TBepaoro Bellectea. MC
(ChH:M+1 370.

Mpumep 9.

Linec-5,6a,

7.,8,9 9a-rexkcarnapo-2,5-aumetin-3-
(heHunmeTUN)UKWKNONEHT[4,5]
-ummgaso[2,1-b]-nypuH-4-(3H)-oH

> CH_C H
S Z B 5

MoBToOpsT NpuMep 1 ¢ TOW pasHuuel, YTo
PAMEHSAOT
2-(TpaHC-2-0KCUUMKNONeHTUN-aMuHo)-1,8-gumeT
Un-7-(beHunmeTun)nypuH-6-oH.  Llenesoid
NpCOyKT nonydvatT B kadecTee 6Genoeartoro
TBEpaoro BewecTtBa. MC (Cly: M + 1=336.

AHanorndHo npumepy 1 nonyqawt  ewe
cnegylowmne coeduHeHua (C NpUMeHeHWeMm
Noaxoasaulero aMMHocnupTa).

9A3

5-MeTun-3'-(chbeHUNMeTIN)-CNMPO[UUKNCNEHT
aH-1,7'(8'H)-(3'H)-ummpa3ao[2,1-blnypuH]-4'(5'
H)}oH B kadectBe Genoeatorc TBepAoro
BelecTtea. MC (CI): M + 1=336.

N CH C H
A 2B 5
HC I
y
o
9A4
7.8-0urnapo-2, 5, 7,

7-TeTpameTun-3-(peHnnMeTIn)-3 H
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-umnpasol2,1-blnyprwH-4-(6'H)-oH B KaudecTBe
BCMEHEHHOro Teepaoro eBewectea. MC (Cly M +
1324.

o
AM2%6Ms
H_C
3 | p H,
7
CH
3
CH
3
9A5

7.8-Ournapo-7(R)-hbeHnn-2,5-guMmetnn-3-(de
HUNMEeTAN)-3H -UMnaaso(2,1-b] nyprH-4(5H )-oH

B KadecTBe BenoeaToro TBepgoro Bewectea. MC

26
(CI): M + 1= 372, [w]D =44 4°
Q

CH C H
S Z B S

H ¢
3 | p H,
ra

9A6
7,8-0urngpo-2,5-gumetun-3,7(R)-6uc{ceHnn
mMeTun)-3H -ummaasol2,1-b] nypuH-4(5H )-oH B

KaYecTBe KOpWYHEeBaATOro TBEpPAOro BellecTBa.

235
MC (El). M + 385, [u]p  =11,6°.
O

/FHZCEHE
HyC | H
s 3
rs
n,
r’h
C H
B 5
QA7
(+

)-7,8-0nrnapoe-2,5-auMetin-7-aTun-3-(eHunveT
Wr)-3H -umMuaazo(2,1-b] nypuH-4(5 1/ }OH B

KaJvecTBe KOpPWMHEeBaATOro TBepdoro Bellectsa.
MC (CI): M + 1 324,
L]

CH ¢ H
/S Z 6 B

H,C | >—<H
y 3

-

CH_CH
3 Z

9A8
6a(8)-7,8,9,10,10a(R)-lekcarugpo-2, b-gumeTt
1n-3-(cheHUnNMeTUN)-3H -6eHanmuaasol2,1-b]

nypuH-4(5 H )-O0H B Ka4YeCcTB& KOPWIHEBATOW

26
neHbl. MC (Cl): M+1 350. [o]p = -79,1°.
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HE;/ R_IH(—) - 3HAHTHOHE P

QA9
Ba(R)-7,8,9,10,10a(8)-lekcarnapo-2,5-aumeTt
nn-3-(cheHunmeTun)-3H -[2,1-b] nypuH-4[5H |-oH
B KadecTBe 6enoBaTtoro BCNEHeHHOro TBepaoro
26
gelecTea. MC (CI): M + 1 350. [o]D = +83,0°.

° CH_C H
s E B B
Ha® | H
o 3
v r
H"<i>"|-|(—) - 3HAHTHOMEP
9A10

7.8-0urnapo-2,5-gumetun-7{R)-1n3ocnponnn-3
-(cpeHKUnMeTUN)-3H -Mmaasc[2,1-b]

nypuH-4{(5H )-0H B Ka4YeCTBE KOPWYHEBATOrO

TBepdoro Bewecrsa. MC (CIy M + 1 338
26
[ «]P =64,8°.

SA11
7.,8-0urnapo-2.5,7(R)-TpumeTun-3-(cheHunme
TWN)-3H  -uMnaazof2,1-b] nypwH-4(EH )}oH B

kauecTBe Genoro TBepaoro Bewectea. MC (CI):

26
M + 1310, [o]Dr=79,4°.

N CH C H
s Z B &

QA12
Lne-7,7a,8,9,10,10a-rekcarugpo-2,5-ouMeTH
N-3-(cheHnnmeTin)-3H -umknonexTa[5, 6]

-Mprumnao(2,1-b] nypuH-4(5H)-oH B KkadecTBe
KOpU4HEBaTOro BCMEHEeHHOoro TBEpAOro
BelecTtea. MC (CI): M + 1=350.
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CH _C H
S E B B

H31N| >—CH
y 2

N/

|

9A13
7.8-Ournaopo-2,5-gumetun-7(S)-(1-metmunnpo
nun)-3-(cheHUnMeTI)-3H

-umnpasol2,1-blnyprwH-4(5H)-0H B  KadecTBe
KpuUcTannuyecKkoro Teepaoro gewecrea. MC M +
1352 (BombGapanpoBka ¢ BbICTPLIMK

24
aromamn). [ «]o = -60,8°.

© CH ¢ H
A 2 B B
H_C | H
o 2
-
"y
CH
3
H C
3
9A14

7.8-0urngpo-2,5-gumetun-7(R)-(2-meTunnpo
NKI)-3-(cheHUnNMeTn)-3H -MMhaaso-[2,1-b]

NypPUH-4(SH )-OH B KayecTBe Npo3payYHol cMonbl.

24
MC (CIy: M + 1 352. [o]D =+73,1°.
Q

CH_C H
S 2 B B

9A15
7.8-Ovrnppo-2,5-gumetnn- 7(R,
8)-(MeToKCHUKapGOHWNM)-3-(heHnnMeTIN)-3H

-umuaaszc[2,1-bjnypuH-4(6H )-OH B KadvecTse

KOpu4HeBaTolM neHel. MC  (BomBapaupoBka
OblcTpbiMK aToOMamn) M + 1 354.

< CH C H
Az g g
H,C | H
/ 2
4
COOMe ~
9A16

7.,8-0urngpo-2,5-gumetun-7-(R, S)-(1-nponun
)-3-(cbeHunmeTun)-3H -umnaasol2,1-5] nypuH-4(5

H )-OH B KaJyecTBe KOPWUJHEBATOrO TBEPACro

Beulectsa. MC (Cl): M + 1 338.
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/CHZCEHE
Hy© | H
A 2
Ve
CH
3
9A17

7.,8-0urnapo-2,5-gumetun-7(S)-1-(MeTUnaTK
n)-3-(cheHnnmeTn)-3H -umnaaso[2,1-bJnypuH-4(5

H)-OH B KavecTBe 6enorc BeneHeHHoro Teepaoro

23,5
Belectea. MC (Cl): M + 1 338. [a]D =-65,6°
o

CH ¢ H
S Z B B

¢ | >—cu
y; 3

e
H
H_C
3 CH
3

9A18

7.8-Qurnppo-2.5,7,7,8(R,
8)-neHTameTN-3-(chbeHrnMeTN)-3H

-umuaasol2,1-b] nypuH-4(BH )-oH B KadecTse

Benoeartoro TeepAoro eeuecrtea. MC (El): M +
337.

A6
|'|3C I H
y 3
v
Cl‘lll.'.l CH
3 3
CH
3
9A19

57,89-Tetparngpo-2,5,7,9(R,
S)-neHTameTn-3-
(theHuUnmeTUN)-NpuMUao[2,1-b]

-MypwH-4(3H )-0H B ka4yecTBe Genoro TBEPAOro

BelecTtea. MC (El): M + 351.

° CH C H
S Z B 5

H3X | />_CH3
M/

3

Mpumep 10.

5 6a(R),7,8,9,9a(S)-lNekcarngpo-2,5-
AUmeTun-3-(heHnnmeTununknoneHT[4,5]
mMuaaso[2,1-blnypun-4(3H)-oH

© CH C H
s 5

H' H
L ] —EHEHTHDMEP
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MoBTOpAT NpUMep 1 ¢ TOR pasHULER, YTo
NpUMeHSIoT
2-(2(R)-okcun-1{R)-umknoneHTunaMmHo)-1,8-oume
TMn-7-  {(hbeHunmeTun)nypuH-6-oH.  Llenesoe
coedWHEeHWe MonyyalwT B KadyecTBe Genoro

TBepgoro Bewecrea. MC (Cl): M + 1 336, [oc]%:
+122 4°.
Mpumep 11.
5,6a(8),7,8,9,9a(R)-lekcarngpo-2,5-gumeTn
-3- (heHunmeTun)unknoneHT[4,5]
mMruaaso(2,1- b]nprH -4(3H)-oH

CH_C H

¢—>-3HAHTHOME P

I‘IOBTopmoT neumMep 1 ¢ TOA pPa3HULEeR, YTo
NPUMEHSIT
2-(2(S)-oKkeu-1(S)-4KnoneHTUNaMmHo)-1,8-gume
TUN-7-  (cheHunmeTun)nypuH-6-oH.  Llenesoe
coedWHeHWe nonyYawT B kadecTBe OGenoro

TBEepdcro Bellectea. MC (CI): M+1 336, [a]§=
-122,4°.

Mpumep 12.

Lnc-6a,7,8,9,10,10a-rekcarngpo-2,5-aumeTtn
N-3-(cpeHunmeTin)-3H
-BeHanumnaasof2, 1-bInypuH-4(5H)-oH

o
/CH CEHE

MoBTOPAKT NpUmep 1 ¢ TOR pa3HULER, YTO
NPUMEHSAIOT
2-(TpaHc-2oKcHUUknorekcunaMmHo)-1,8-guMeTin
-7-(benunmeTun)nypuH-6-oH. Llenesoe
coedulHeHWe nonydalor B KadectBe ©Genoro
TBEpAOro Bewectea. MC (Cl): M + 1=350.

Mpumep 13.

5, 7'-grngpo-2', 5'-AUMeTUn-3'-
(cheHunmeTUMcnupo[uynknorekcan-1,8'-(8 H)-umu
naso[2,1-blnypuH-4'(3H )-oH

° CH _C H
S EZ B B
H3C I H
yy 3
’

MoeTopAKT NpUmMep 1 ¢ TOW paaHULeER, 4To
NPUMEHSAKT
2-(1-(oKeuuMKnorekcummeTunammHo)-1,8-aumeTt
un-7-(deHnnMeTun)nypuH-6-oH. Llenesoe

coegnHeHne nony4arot B KaqecTBe
KOpWU4HeBaToro BCMeHeHHoro TBEpPOOro
Beulectsa. MC (Cl): M + 1 364.

Mpumep 14.

Llnc-5,6a,

7.8,9 9a-rekcarnapo-2,5-aumeTtin-3-
{deHrunMeTun)-yuknorent[6,7]
nMraaso[2,1-blnypuH-4{3H)-oH
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[MoBTOpstoT NpumMep 1 ¢ TOW pasaHuuer, Yto
NPUMEHAKT
2-(TpaHc-2-oKcnuMKnorenTnammHo)-1,8-gumeTt
n-7-(heHMNMeTUN)NYPUH-6-0H.  Llenesoe
coefnHeHWe nonyvatot B KadecTpe
CBeTNO-KeNTon neHbl. MC (6ombGapouposka
ObICTpbIMK aToMamn): M + 1 364,

[Mpumep 15.

Line-5,6a,

7.8,9 9a-rekcarnapo-5-metunn-2-stun-3-{(peHmnm
eTun)-unknoneHT[4,5umngasol2, 1-bjnypuH-4(3H)
-OH
O
/M2 6Ms

HaC | H CH
py z 3

<

MoBTopstoT NpuMep 1 ¢ TOW pasHUuel, Yto
NpPUMEHAIT
2-(TpaHC-2-0KCULWKNONEHTUNAMUHO)-8-3TUM-1-M
eTun-7-(heHnnmeTnn)nypuH-6-oH. Lleneeoe
coefHeHWe nony4yatot B KayecTee
KOpUYHEBATOrO TBepaoro Belwecrea. MC (EN): M
+ 349.

Mpumep 16.

Linec-6a,
7.,8,9,10,10a-rekcarngpo-5-mMeTun-2-aTun-3-(eH
nnmetnn)-3H-6eHanmmnaasof2,1-binypuH-4-(5H)-
OH

o C H
/235

Ha® H
| py z's

Q“/

4

MoBTopstoT NpuMep 1 ¢ TOW pasHUuel, Yto
NpPUMEHAIT
2-(TpaHG-2-0OKCULWKNOreKCUNammuHo)-8-atun-1-me
TWUN-7-(dbeHnnmeTun)nypuH-6-oH. Llenesoe
coefHeHWe nony4yatot B KayecTtse
CBETNO-KENToro Teepgoro sewecrea. MC (Cl) M
+1364.

AHanormdHo nonyyawT elwe cnegywowee

coegnHeHWe:
16A1
Uwnc-5,63,
7.,8,9,9a-rexkcarnapo-5-metun-2-atn-3-(peHnnm
eTunn)- UUKNoneHT[4,5] -MMuaaso[2,1-b]

nypuH-4{3H)-oH B KayecTBe KOPWYHEBATOMO
TBEpAoro Bewectea. MC (El): M + 349.
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N CH _C H
S 26 5
Ha® | H_CH
o zZ 3
Q“/
th
Mpumep 17.

Lune-5,6a,7,8,9,9a-rekcarngpo-5-metun-2-e
HUN-3-(heHnnMeTUN)umKnoneHT[4,5]-uMmnaasol2,
1-b]nypwH-4({3H)-oH

o CH _C H
S 2B 5

MoeTOpAKT NpUMep 1 ¢ TOR pPa3HULER, 4To
NpUMEHAKT
2-(TpaHC-2-0KCHUMKNONEHTUNaMMHO)-1-MeTun-8-
deHun-7-(peHnnMeTun)nypuH-6-oH. Llenesoe
coeuMHeHMe nonydalT B kadecTBe 6enoro
TBepgoro Bewectea. MC  (bombapauvpoBka
OblcTpbiMK aToMamun): M + 1 398,

Mpumep 17a.

Llnc-6a,
7.8,9,10,10a-rekcarugpo-5-metnn-2-peHun-3-(d
eHnnMeTun)-3H-6eHanmunagasol2, 1-bnypuH-4(5H)
-OH

< CH_C H
S 2 6B 5

H3C I
p

'

MNoeTopAT npumep 1, ¢ TOR pasHUUER, YTo
npPUMEHAIT
2-(TpaHGC-2-OKCUUUKNOreKCUNamMmmHo)-1-meTin-8-
deHUN-7-(peHnIMeTUn)NypuH-6-oH. Lleneroe
coefMHeHWe nonyvatoT B KadecTse 6enoi neHol.
MC (6ombapanpoeka GbicTpbiMi atoMamn). M +
1412

Mpumep 18.

Uwnc-5,6a, 7,8,9,9a-rekcarngpo-5-
MeTunuunknoneHTal4,5luMugasol2,1-bjnypunH-4(3
H)-oH

0,3 r (0,93
uuec-5,6a,7,8,9,9a-rekcarnapo-5-meTun-3-
(berunmeTun)umknonenTal4,5umugaso(2,1-blny
PWH-4-OHa NCABeprakT rMaprupoBaHUIo B 125 Mn
aTaHona, cogepxaljero 04 r katanusatopa
MepnMaHa, nNpU KOMHATHOW TemnepaTtype W
JaBneHWn npumepHo 4,2 Kr/om2, KaranusaTtop
DUNBTPYIOT, pacTBOPUTENE YAANAKT W OCTaToK
nepeKkpucTannMaoBbiBaoT. [MonyyaloT Leneece
coefMHeHWe B kKauyecTBe ©Oenoro TBepdoro

MMOINb)
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Belwectea. MC (c 6omBapOonpoBKoR BbICTpbiMU
aTomamn): M + 1 232,

Mpumep 19.

Lne-5,6a, 7,8,9 9a-rekcarmgpo-2,5-
aumetunuyuknoneHTal4,5lumungasol2,1-b]
nypuH-4-(3H)-oH B BUAE rugpoxnopuaa.

L]

MoBTOPAOT NPpUMep 18 € TOW PasHULER, YTO
NpUMeHaKT
uue-5,6a,7,8,9,9a-rekcarnapo-2,5-gumeTtun-3-(c
eHVNMeTHUN)-UnKNoneHT[4,5]
nMraaso[2,1-blnypuH-4-(3H)-oH. Llenesoe
coeduMHeHMe nonyyawt B kadvectBe 6Genoro
TBEpgoro Bewectea. MC (El): M HCI=245.

Mpumep 1%a.

Lne-5,6a(R),
7.,8,9,9a(S)-rekcarngpo-2,5-gumMeTin-
yukroneHT[4,5lumnaazo-[2,1-blnypuH-4(3H)-oH

[NoBToOpsAOT NpKUMep 18 ¢ TOR pasHULER, YTo
TMOPUPOBAHUIO noaseprawt 5,6a(R),
7.,8,9,9a-(8)-rekcarnapo-2,5-gumetinn-3-
(beHunmeTMN)UMKNONeHT[4,5]
nmuraaso[2,1-blnypwH-4-{3H)-oH no npumepy 10.
Mpw aTOM LUeneBce COSAUWHEHWE NonyyalT B
kauecTtee Genoro Teephoro eeuwecrtea. MC (Cl):

23,5
M+ 1246, [a]D =+154,4".

MyTem rMopupoBaHWS COOTBETCTBYHOLLEMO
GeHannoBoro MPOW3BOAHOIO aHanornduHo
npumMepy 18 nony4alT cnegyloline coeguHeHns.

Mprmep 196.

2'-MeTUn-3'-CUnupo{
Luknonentan-1,7'(8' H >3 E/
J-ummgaso[2,1-blnypuH}-4'15'H)-cH B BMae
Genoro TBEpAOro BelecTsa

o]

HaC | >—cu
y; a

rs

MC (CIy: M + 1 260.

Mpumep 198.

7.,8-Ournapo-2,.5-gumetn-7(R)-(1-metunstu
n»3 H -umupaso[2,1-b] nypuH-4(5 H )}oH B

kaqecTee Bernopartoro TBepAaoro BellecTsa.
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CH CH
3 3

26
MS (Cl): M + 1 248; [o]D = +84.,4°.
Mpumep 19r1.
7.,8-Ourngpo-2,5,7,7-teTpametnn-3 H

-Amngaso[2,1-b] nypuH-4(5 H )-0H B KadecTee

Benoro TBepdoro seljecTBa.

CH
3

MC (CI): M + 1 234.

Mpumep 194.

7.8-Ourngpo-2,.5-gumetun-7(8)-(1-MetmnaTn
n)-3 H -umugazo[2,1-b] nypwH-4(5H )-oH B

KadeCcTBe CBETNO-XKenToro TeBepioro sellectBa

(- - JHAHTHOMED

CH CH
3 3

23
MC (CI): M + 1 248, [«]D = -88 ,4°.
Mpumep 19e.
6a(R),
7.8,9,10,10a(S)-lekcarngpo-2,5-anmeTnn-3 H
-BeHaumMnaaszo2, 1-binypun-4(5 1/ )-OH B

KavyecTBe GenoBaToro TBepaoro BellecTBa
o

H C
3 | p H,

H'h, f; JH

<_s> (+)—3HAHTHOMEP

MC (CI): M + 1 260; [a]%zz +116,3°.

Mpumep 19K,

5, 7'-Ourngpo-2', 5-gnMertuncnnpo{
uuknorekcaH-1,7'(8H )-umMnaaao(2,1-b]

nypuH}-4'(3'H )-oH B KadecTBe Genoro TReproro

BellecTBa
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MC (CD): M + 1 274.

Mpumep 20.

Lne-5,6a,
7,8,9,9a-rekcarngpo-5-meTnn-3-(heHnNMeTun)-1
wkroneHTal4,5] umugaszo[2,1-b]nypuH-4(3H)-TuoH

s CH_C H
S 2 6 5

H3C I
y;

Q“/

HDH

0,16 r (0,5 wmmons) LULwc-56a,7,8,9,9a-
rekcarnapo-5-metun-3-(heHNNMETN)-LUKIonNeH
Tal4,5)uMngaso[2,1-bjnypuH  -4(3H)-oHa
nogeepraloT B3aumogercTeM ¢ 02 r (05
MMOJIb) peakTuea JlayBeccHa B cpefg Keunona B
TeJdeHWe HouW. PacTBopuTens yaanawT U
OCTaTOK  OuvUWaKT  XpomaTorpadned  Ha
ABYOKMCU KPEMHWUA C MPUMEHEeHWeM B KaqecTBe
SMNKEeHTa CMeCU XITOPUCTOrC MeTUNeHa U
MeTaHona B OOLEeMHOM COOTHOLWeHWn 982
LlenerciA npoayKkT nonyqaloT B KAYeGTBe KeMNTOK
neHel. MC (c 6ombapauMpoBkod ObiCTPEIMA
aromamun). M+1 338.

Mpumep 20a.

5,6a(R),

7.8,9 9a(S)-lekcarngpo-2,5-aumetun-3-
(hbeHunmeTn)-ymknoneHT[4,5lummngaso[2,1-blny
pUH-4(3H)-TUOH

s CH C H
g 5

H- 1H
L ] —QHEHTHDMEP

[MoBTOpsAOT NpUMep 20 ¢ TOR PaA3HULER, YTO
NPUMEHAKT
5,6a(R),7,8,9,9a(S)-rekcarnapo-2,5-gumeTn-3-
(heHunmeTUN)-uuknoneHT[4,5] uMngaso[2,1-b]
nypuH-4{3H)}-oH. MC (c ©GomBapoupoBkoih
OLICTPEIMKM @aTOMami): M+1=352.

Mpumep 21.

Line-5,6a,
7,8,9,9a-rekcarnapo-5-metun-3-{4-xnopheHunm
eTun)-unknoneHTal4,5luMuaazol2,1-bjnypuH-4(3
H)-oH

e
P
LD

0,5 r (2,2 MMOIL) pacTeopa
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uuec-5,6a,7,8,9,9a-rekcarnapo-5-
veTunuuknonenTal4,5] -umwagaso[2,1-b]

nypUH-4-cHa B Jumetundopmamuae
npuMkannmealT K cycneHsmm 0,1 1 (2,4 MMons)
80%-Horo rmgpara HaTpKUa B

OAMeTUndopMamMmae npyu Temnepatype 30°C.
MNocne npekpalleHWs BbleneHWa rasa
nobapnaoT 0,5 r (2,4 MMOIME)
4-xnopbeH3unxnopuaa B 2 Mn
JvmeTtundopMaMinaa, nocne Yero HarpesalT B
TedeHWe 2 4 npu  Temnepatype 50°C.
Oumetundopmaming,  yoanawT W OCTaToK
pacnpegenalT Mexgy CNOXHbIM - 3TUNOBbIM
3hUPOM  YKCYCHOR KUCnoTel W BodoW. [Mocne
CYLUKW, YNapwBaHWS  pacTBOpUTEns W
nepekpucTannsaLu 13 aleToHWUTPUNa
nonyyalT UeneBoe COefMHeHWEe B KadecTBe
Benoro TBepgoro eewectea. MC (Cl): M + 356.
Mpumep 22.
Linc-56a,7.8,9,9a-rekcarnapo-5-metun-3-
{UMKNOreKCUNMETUN)LMKNONEHT[4,5]
nMraaso[2,1-blnypuH-4{3H)-oH

O
7

MoBTOpAT NpUMeEP 21 ¢ TOR pasHULel, YTo
npUMeHsloT BpoMmeTUnLuKknorekcaH. MNpu sTom
Lenesoe coejWHeHWe MONy4awT B KauecTse
Benceatoid neHbl. MC  (c GomGapOupoBKoK
BrICTpEIMKM aTOMaMK): M+1 328.

Mpumep 23.

Lnc-5,6a,7,8,9,9a-rekcarngpo-5-metnn-3-(2-
HabTUNMeTUMLMKIoneHT[4,5]umrnaaso[2,1-blnyp
WH-4(OH)-oH

L+

MoBTOPAKT NpUMep 21 ¢ TOR pasHULEel, YTo
npumMeHstoT 2-(0poMmeTnn)HadTanmH. MNpu sTom
LueneBoe coeiWHeHWEe MONyYalT B KadecTBe
Benoro BcneHeHHoro Teepaoro eellecrea. MC (c
BombapanpoBkon BbicTpeiMKA - atoMamu). M+1
372.

AHanornyHo npumepam 21 23 nony-awTt
crnefywline coedMHeHUa (G NpUMeHeHWem
noAaxoadulero ankunranongay.

23A1

5,6a(R),7,8,9,9a(S)-lekcarngpo-2,5-aumMeTnn
3
(4-6pomdbeHunmeTn)umKknoneHT[4,5]umngasol2,
1-b]nyprH-4(3H  )-0H B Ka4yecTBe XKenTblX

Kpuctannos
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>_L

(+»-3HAHTHOMED

MC (El): M + 414; [oc]iZ +98,6°.
23A2
5 6a(R)-7,8,9,%a(S)-ekcarngpo-2,5-gumeTun
- (4-meToKcKMdeHNnNMeTN)-UnknoneHT[4,5]
nmmpasol[2,1-b] nypuH-4(3H )-cH B KauecTBe

HenToro TBep,EI,OFO BellecTBa

>_L

C+»-3HAHTHOME P

MC (Cl): M+1 366; [oc]iz +116,7°

Mpumep 24.

Lne-5,6a,
7,8,9a-rekcarngpo-2,3,5-TpumMeTun-
uuknoneHT[4 5lumunaso(2,1-b]  nypuH-4(3H )-oH

o CH
S 3

Ha® | >—cu
y 3

Q:/

H"-O'H

[ToBTOPAKT NpUMep 21 ¢ TOR pasHULer, YTo
npUMeHsioT
unc-5,6a,7,8,9,9a-rekcarngpo-2,5-guMeTun-umKn
oneHT(4.5] umuaazo[2,1-b] nypuH-4(3H )-oH B

BUOe rugpoxnopuga W MeTunAooua BMECTO
4-xnopGeHaunxnecpuga. [Ipy  STOM  Leneeoe
coeMHEHME NMONyYalT B KAYeCTBE KOPWYHERBOIO
TBEpOoro BellecTea.

MC (c  SombGapaMpOoBKOHA
aromami): M+1 260.

[Mpumep 25.

Llne-5,6a,7,8,9,9a-rekcarugpo-2-(OKCUMeT )
-B-meTnn-3-(heHnnmeTnn)unknonenT4,5lnMmuaa
30[2,1-bInypuH-4(3H)-0H

ObICTPBIMU

° CH C H
/S 2B 5
Ha© | H OH
y Z
Q:/
|.|I|. .|H
:;
0,3 r (0,93 MMOIML)

uuc-5,6a,7,8,9,9a-rekcarngpo-5-metnn-3-(heHnn
MeTun)-uuknoneHT[4,5] nmMugaszo[2,1-b]
nypuH-4(3H)-oHa B 4 ™Mn TeTparngpedypaHa
AobaBnalT K pacTeopy AuMaonponunamiaa
niTra (nony4deHHoro 13 0,34 M
AnmscnponnnaMmHa B 2 Mn TeTparugpodypaHa
n 1,0 mn 25 M HSyTUD NWUTMR) nNpU
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Temnepatype -78°C. Yepea yac chopmMansaeria
BapboTupoBaHeM BBOAAT B peaKkUMOHHYH
cmech B TedeHWe 10 MUH. PeakyMoHHYo cMech
nepemMelLMBalOT NpW TemnepaTtype -78°C B
TeueHWe 30 MWH, Mocne Yero HarpeeawT A0
KOMHATHOW TemnepaTtypbl B TedeHne 30 MUH K
JoGaBnAT  YKCYCHYH KUCNOTY, TMOPCOKACH
HATPUA WM XMOPUCTLIA  MeTuneH. Crnci
XINOPWCTOIC MeTWMeHa CrylwaloT B Bakyyme W
ouMWLaT  nytem  dnew-xpomarorpacud ¢
NPUMEHEHMEM B KaqecTBe onwoeHTa 5%-Horo
MeTaHona B XJIOpUCTOM MeTuneHe. [pu aTom
nonyyawT UeneBoe COeAMHEeHWEe B KadecTBe
TBEpPOOro BellecTBa C TOYKOW MnaBneHud 228
229°C.
Mpumep 26.
Lne-5,6a,7,8,9,9a-rekcarngpo-2-MeTunTuo-5-
MeTun-3-(heHnnmeTun)yuknoneHT[4,5]-ummnaaso
[2,1-b]nypuH-4(3H)-oH
° CH_C H
A Z 6 B

MoBTOPAKT NpUMep 25 ¢ TOW pasHULel, YTo
npumeHsT 2,5 skB. gumetungucynedmnia B
KadecTBe aneKTpodubHOro peareHTa.

MC (CI): M + 1 368.

Mpumep 27.

Lunec-3,4.5,6a,7,8,9,9a-okTarugpo-5-metun-4-
okco-3-(cheHnnmeTun)umnknoneHT[4,5]-nmmnaazo[2
,1-b]nypwH-2-kapGoHOBON  KNCHOThI

Le]
/CHZCBHE

MoBTOPAKT NpUuMmep 25 ¢ TOW pasHULER, YTe
NPUMMEHAT M30LITOK OBYOKMCK yrnepoda B
KavecTBe 3NneKTpoUNLHOrO peareHTa. [1py SToMm
LueneBoe COEAWHEHWE TMONyYawT B KadvecTBe
auwrnapara HaTpueBoR conu. MC (c
Bombapaumpoekoid BbiCTpbiIMM atomamu). M + 1
324.

Mpumep 28.

Lnc-3.4.5 6a,7,8,9,9a-oktarngpo-5-metun-4-
OKCO-3-(cheHUNMeTUMLKKNoneHT4,5]
nmuaaao[2,1-b] nypun-2-kapboHoBOK KMCNOTEI B
BMAE CMOXHOIO MeTWNoBOro adupa.

o
/CHZCEHE

HyC | OOCH
yy 2

Q‘/

H"-O'H

faHHoe UueneBoe coeduHEHWe MNoryYaloT
nytem obpaboTkm coeguHeHus npumepa 27
ahupHEIM  CHsNp.  TTonydeHHBIR  CnoKHLIA
METUNOBLIA 3hUp UMEeeT ToUKY nnaeneHus 185
186°C.

Mpumep 29.

Lnc-5,6a,7,8,9,9a-rekcarngpo-2-6pom-5-met
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nn-3-
(beHunmeTun)umknoneHT[4,5lummnaasol2,1-blnyp
WH-4(3H)-oH

- CH_C H
S 2 6 58

Bi

y;

MoeTOpPSIOT NpUMep 25 ¢ TOW pasHUUeR, |To
NPUMEHSAIOT 2,5 3KBUBAnNeHTa
AnmsonponunaMmga nutma u 2.5 M 6poma B
KauecTBe anekTpoduneHoro peareHta. MC (¢
Bombapaunpoekoid BbicTpeIMM aToMamu). M + 1
402, 400.

Mpumep 29a.

Line-5,6a,

7.8,9 9a-rekcarngpo-2-(MeTnnamMmmHocynbhoHUN)
-5-meTun-3-
(heHunmeTUN)UKMKNONeHT[4,5luMuaaszo[2,1-binyp
WH-4(3H)-0oH

© CH C H
S Z 6 B

H3C I

t\':.r"

H"-O-'H

MoBTOpSAOT NpUMep 25 ¢ TOW pasHULed, YTo
MCNONb3YHT OMnsonponunaMua — nuTus,
cynbchopUnxnopun U BogHbIA MeTUnamuH. [pn
3TOM  UeneBoce COedWHEeHVEe MomnyYawT B
kadecTee TBepgoro eewectea. MC (El): M 414.

Mpumep 30.

Une-1-umknoneHTn-5,6a,
7,8,9,9a-rekcarmgpo-5- metunuuknoneHT[4,5]
nMrgasol2, 'l -bInypuH-4(1H)-0H.

>

Cwmech 1,4 r
2-6pom-1-MeTUN-9-UUKNONeHTUNNYPUH-6-0Ha U
2-xNop-1-MeTUN-9-LUKNONeHTUNNypruH-6-oHa
cvewmearotr ¢ 12 r (11 wmmeone)  (+)
TpaHC-2-aMUHOLUMUKNONeHTaHona ©n 1,2 wMn
TPUSTUNAMUHA B 20 M1 ALETOHWUTPUNA U CMEech
HarpeBaloT ¢ 0OpaTHbIM  XOMOOWMEHUKOM B
TedeHre 12 4. Monyyvaemyo CMECh OXNaXaaroT,
CrylaT B BakyyMe W pacnpelensior Mexay
CMECHH CMONKHOIC STMNOBOIO achupa YKCYyCHOM
KUCMOTbI W TeTparugpodypaHa B COOTHOLWEHUN 1
1 W MMapooKUcklo HaTpua. OpraHUYeckue crnou
CryLlaT B BakyyMe W OCTaToK OYULLET NyTem
dnew-xpoMatorpapu ¢ MpUMeHeHWeM B
KayectBe snoeHTa 6% SsTaHona B XNOPWUCTOM
meTuneHe. [lpu  atoMm  nonydawt 14 1
2-(TpaHC-2-0KCMUMKNONeHTUNaMmnHo)-1-MmeTun-9-
LIMKMONEeHTUNNYPUH-6-0Ha B Ka4YecTBe TBEpAOoro
Bewectea. MC (c GomGapanpoBKor GbICTpbIMM
noHamm), M + H 318). 1,3 r (4,1 Mmmone) atoro
coeanHeHns 1 anbpomua TpudheHundocthuHa
(nonyyeHHeId na 1,2 r TpudpeHundocduHa n 0,2
mn 6poma B 20 M AUMeTAndopmamMuin)

O_HHCH
Z 3

y
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nepeMeLLnBaoT NpyM KOMHATHOW TeMneparype B
TedeHWe 18 9, nocrne 4ero HarpeeawTt o
TeMnepatypbl 70°C B TedeHwe 12 4. [locne
oxnaxgeHua pH peakyMOHHOR cmeck O0BOAAT
no 10 nyrem pobGaeneHna pasbaBneHHoOW
rMOPCCOKACKA HaTpUA KW NonydaemMbld pacTeop
AKCTPATMPYIOT  CMEeChlD  CNOMHOIO  3TUMOBCIO
ahupa YKCYCHOM KACNOTHl K TeTparkngpodypaHa
B cooTHoweHukn 1 1. OpraHuyeckMin Cnown
crywaltT B BakyymMe W odAWaloT  nytem
chnew-xpomarorpadoni - ¢ NPUMEHeHWem B
KauyecTBe anweHta 15% sTaHona B XNOPUCTOM
meTuneHe. [locne nepekpuctannusauum U3
XNOPUCTOTC METUNEeHa W rekcaHa nonyyarT
ueneBod nNpoaykT B Ka4yecTBe  TBepdoro
BellecTBa ¢ TOYKoW nnaeneHua 194 195°C.
Mpumep 31.
Lunc-56a, 7,89a-rekcarngpo-3,5-6u1c-

(heHuUnmeTUN)UKWKNONEHT[4,5]
mMuaaso[2,1-blnypun-4(3H)-oH

© CH ¢ H
S Z B B

C H_CH
65 Z |

:;'/
H'- Y
:/

MoeTORAKT NpMMep 1 ¢ TOH pPa3HULER, 4TO
LUKNM3aLun nogeeprator
2-(TpaHCc-2-0KCUUMKNONeHTUNamMuHo)-1, 7-6unc(e
HUNMeTUMNYPUH-6-0H.  lMpu  sTomM  LeneBoe
coenHeHWe nonyyawT B KkadectBe GenoBartoro
BCNeHeHHoro Teepaoro Bewecrtea. MC (Cl)y: M +
1.398.

Mpumep 32.

Llnc-6a,
7.8,9,10,10a-rekcarngpo-3,5-6uc-(heHnnmeTn)-
3H-6eHanmmngazo[2, 1-b]nyprH-4(5H)-oH

4]

y

CH C H
S Z B B
C H_CH

E 5 Z |

y;

MoeTOopAT NpUMep 1 ¢ TOR pPasHULUER, 4To
LUKMM3aLuM noagepraroT
2-(TpaHc-2-oKkcHuMKnorekcrnammHo)-1,7-6uc(ce
HANMeTUMNYPKUH-6-0H.  [lpu  sTOM  UeneBoe

coefnHeHWe nony4varT B Ka4ecTre
KopW4HeBaTon neHel. MC (Cl): M + 1 412.
Mpumep 33.

Lnc-3-unknoneHtun-5,6a,
7.,8,9,9a-rekcarmgpo-5- metunnuuknoneHT[4,5]
nMraaso[2,1-b]-nypuH-4(3H)-oH

Ezy'
O
H3C I
o
Q/
HI IH
CMechb 11,4 r

2-0poM-1-MeTUN-7-UMKMONeHTUNNYPUH-6-0Ha W
2-xnop-1-MeTun-7-4uKnoneHTuNnNypuH-6-oHa, 1,2
r (11 MMONb) (£)-TpaHc-2-aMUHOLIMKIONeHTaHona
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n 1,2 Mn TprsTUnammHa B 20 Mn aueToHUTpUnia
HarpepaloT ¢ oO6paTHLIM  XOMOAWNEHUKOM B
TedeHve 12 4. MonyyYaemyo CMeCch OXNaxnarwT,
crylawT B BakyyMe WM pacnpelensior Mexay
CMECHI0 CMNOKHOTO STUNOBCrO adhupa YKCYCHOR
KUCMOTbI W TeTparugpodypaHa B COOTHOLIEHUN 1
1 » rmapookucelo HaTpua. OpraHu-eckue criou
CryllalT B BaKyyMe W OCTaTOK OYULLAIT NyTem
drew-xpoMarorpacdhum ¢ MPUMEHEHWEM B
KayecTBe snweHTa 6% STaHona B XNOPWUCTOM

MEeTUNEHE. MenyyatoT 1,4 r
2-(TpaHc-2-0KCHMUMKIONEeHTUNAMMKHO)-1-MeTun-7-
LAKMONEHTUNNYRUH-6-0HA. MC {c

oomMBapoMpOBKOK BOLICTPBIMKA WMOHaMK). M + H
318. 1,3 1 (4,1 MMOnL) STOroc COeAUHEHWA W
andpomng TpucheHnndochuHa (NonyyYeHHbIR 13
1.2 1 TpuchbeHundochmHa n 0,2 mn Spoma B 20
MN AMMmeTundopMaMnia) nepemellnsaioT npu
KOMHaTHOW Temneparype B TeveHue 18 4acos,
nocne Yerc HarpeealoT Ao Temnepatypel 70°C B
TedeHne 6 udacos. [locne oxnaxgeHus pH
peakynoHHOW cmeck goBogdat go 10 nytem
aobaBneHnsa paabarneHHOR rMopOOKUCKA HaTpKUA
M nonyyaemblii pacTBOP SKCTParnpyloT CMeEChHo
CMNOXHOTO STUMOBOrO ahupa YKCYCHOW KMCNOTEI M
TeTparmgpodypaHa B cooTHoWweHun 1 1.
OpraHnMYeckMin  CNo  CrywawT B BakyymMe U
oudalT  nytem  cnew-xpomatorpachun ¢
npMMeHeHMeM B KadecTBe amweHTa 15%
sTaHoma B XfopuctoMm  MeTuneHe. [locne
NepekpUcTannuaalLmMn 13 XIopUcToro MeThneHa
W rekcaHa nonyYalT LeneBce cogAvHeHue B
KayecTBe TBepAoro BellecTBa C  TOYKOH
nnasnexns 133 134 °C.

Mpumep 34.

5'-mMeTun-3'-{deHnNMeTUN)-CNMPOo[LNKNONEHT
aH-1,7'(8'H)-(3'H)-
nMrgaso[2,1-blnypuH]-4'(5'H)-oH

- CH_C H
S 2 6 58

y;

[MoBTOpstoT NpuMep 1 ¢ TOW pasHUUer, YTo
NPUMEHAIT
2-(1-OKCUMETUMNLMKNONEHTUNAMMHO)-1-MeTun-7-(
theHUNMETUM)NYPUH-6-0H. [lpM asTom Uenesoe
coefMHeHWe nony4awT B kadecTBe benosatoro
TBepgoro eewectea. MC (El): M + 335.

Mpumep 34a.

2,
5'-aumeTtun-3'-(cpeHnnmeTun)-cnmpolymnknoneHTa
H-1,7'(8'H)-
(3'H)-mmmpaso[2,1-b]nypuH]-4'(5'H)-oH

- CH_C H
S 2 6 5

y; 3

[MoBTOpstoT NpuMep 1 ¢ TOW pasHUuer, Yto

NPUMEHAKT
2-(1-okCUMeTUNUMKIoNeHTUNamMuHo)-1,8-gumet
N-7-(cheHunmeTnn)ny puH-6-oH. Mpwn 3TOM

LeneBoe COEdWHEHWEe Mony4awT B KadecTBe
benoeartoro TBepdoro Bewectea. MC (El): M
+349,

2080322 C1
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Mpumep 35.

Lne-5,6a(R)-7,8,9,9a(S)-rekcarngpo-5-mMetian
-3-(cheHMnNmeTUNLUKNoneHT[4 5]
mMuaaso[2,1-blnypuH]-4(3H)-oH

© CH C H
S 26 5

H3C I
y

s
HS-: H

€+)—3HAHTHOMEP

MoeTORAKT NpMMep 1 ¢ TOH pPa3HULER, 4TO
NpUMeHsIIoT
2-(2(R)-okcK-1(R)-UMKNONeHTUNaMUHO)-1-MeTM-
7-(cbeHunmMeTun)nypuH-6-oH. MNpw aToM Uenegoce
coefMHeHWe MoMyYalT B KadecTBe TBepaoro
BellecTsa ¢ ToUKoKW nnasneHus 145 146°C.

Mpumep 36.

Llnc-3-unKnoneHTMn-5,6a,
7.,8,9,9a-rekcarngpo-
2,5-gumeTtunumknoneHT[4,5]
nmMrgaso-[2,1-bl-nypuH-4(3H)-oH

Bﬁzyt

MoBTOPAKT NpUMep 25 ¢ TOW pasHULel, YTo
NPUMEHSAIOT Lrc-3-UnknoneHTun-5,6a,
7,8,9,9a-rekcarngpo-5-meTun-unKnoneHT[4,5]um
noaso[2,1-blnypuH-4(3H)-cH n 2,5 skBMBaneHTta
MeTUniiogMda B KadecTBe SNEKTPOPUNbHOro
peareHTa. MC(CIl): M + 1 376.

Mpumep 37.

B peayncTate obpaboTkKM Nooxogsauwero
amuHocnupra no HUXKenpeacTaBneHHOMY
npumepy XXV TUOHWUNXMOPWAOM  MOMy-akoT
crnenywLne coeuHeHus:

37A1

5'-MeTun-2-TpudbTopmMeTn-3'-(heHmnnmMeTin)
cnupo{UMKno-neHTaH
-1,7'(8'H)(3'H)ummaaso[2,1-b] nypuH}

-4'(5'H)}-0H B KauecTBe ©Gencro TBepdoro
Belwectea. MC (CombapgnpoBka ObICTPBEIMU
aTomamn): M+ 404.

©° CH C H
S 2B 5
HyC | F
/ 3
Q‘/
HDH
37TA2

7.8-gurnapo-5,7,7-TpuMeTUn-2-TpudTOPMETH
n-3-(ceHunmeTnn)-3H -umngaso[2,1-b]
-MypuH-4(5H)-cH B KadvecTBe ©enoro TBepaoro
Bewectea. MC(CI) M + 1 378.
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o CH C H
S Z 6 B
HyC | F
y 2
r
H_C~~
2
CH
3
37A3

(+/-)-unc-5,6a,7,8,9,9a-rekcarugpo-5-meTnn
-2-TpupTopmeTn-3-(deHnnmMeTun)-unknoneHT[4
5lumungasol2,1-blnypuH-4(3H)-oH

° CH C H
S 2B 5

H C
3 | p F_

s
HE; -

(+) SHAHTHOMEP

K pacteBopy 0,9 r (22 Monb) ueneecro
aMUHOCNMPTA HUXEeNpPedCTABNEHHOMO MpuMepa
XXV B 40 mn xnopuctoro metuneHa notaesnawT
0,7 M 9,2 MOnb) THOHUNXNopKaAa.
PeakUMOHHYID CMeck  pasmMellMBaoT  NpW
KOMHaTHOW TemMnepartype B Te4HeHWe HOYKM, nocne
JYero nocnefcBaTenbHO MNPOMBIBAOT XOMOOHON
2N rMapooKUCBEID HATPMA WM BOOOW, cywaT W
pacTBOpUTENE YOANAKOT U3 opraHUYecKor daabl.
MonyyaembslA OCTaTok noaseprawot
XpomaTtorpadu ¢ NPUMEHEHWEM B KadecTBe
sMeHTa 2%-ro  MeTaHona B XNOPUCTOM
MEeTUNEHA. MonyyatoT 0,61 r
BbllLENPMBEAEHHOIO LEeneBoro  npoaykra B
kavecTee Gencro Teepdeoro eeuwwectea. MC(CI):
M+ 1 390.

Mpumep 38.

(+/-)6a, 7,8,9,9a,
10,11,11a-okTarugpo-2, b-gumeTun-3-(eHunmeT
un)-3H-nenTaneHo-[6a',1":4,5]lummupaso[2,1-blny
prH-4(5H)-0H

o CH C H
4 Z B 5

H_C
3 I/ H,

t'/'

[aHHoe LeneBoe coelMHEeHWe NonyyawT B
pesynetare obpaboTkK LeneBoro coeluHeHWs
HWKEeNpeACTaBNEHHOMO npumepa XXIX
TUOHUNXNOPWUAOM B COOTBETCTBUMA C
HUXKenpedcTaBneHHeiM npumepom 1. Llenesoe
coelMHeHne nogeeprawT KWOKOCTHOM
XpomaTtorpaduni nod AaBneHUeM Ha XMpansHOK
HenoaBUKHOM chaze MapKu daiuens
Xupansuens Of. lMpu npoBefeHUM snoaunn
ONMCaHHbIM B npuMepax 39, 40 ob6pasom
nonyvatoT (+) U (-)-M30Mepbl BblLENPUBEAEHHOMO
coegnHeHns. MC(Cl): M + 1=376.

[Mpumep 39.

{+)6a, 7,8,9,9a,
10,11,11a-okTarngpo-2,5-gumMeTun-3-cbeHnnmMeT
nn-3H-neHTtaneHo-[6a’,1":4,5lumngaso[2,1-bjnyp
nH-4(5H)-oH

2080322 C1
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Llenesoe coefuHeHWe npumMepa 38
NOATBEPKAAKT MWOKOCTHOW XpomaTorpadunei
nod LaefneHWem Ha XUpansHOW HENOABMMHOR
thaze mapku Hanuens Xupanouene OL. B
pesynetare anoalim CMecelo anatunamMuHa, 2
nponaHona W rekcaHa B cooTHoweHun 0,1: 20:80
nony4varT UeneBoe COefMHEeHWEe B KadvecTBe
TBepgoro eewectra. MC(CI): M + 1 376.

Mpumep 40.

(-)-6a,
7,8,9,9a,10,11,11a-okrarngpo-2,5-gumeTtn-3-t
eHun-
3H-neHTaneHo-[6a',1":4,5]umuaaso[2,1-b]nypun-
4(5H)-oH
/c\
s 2

35
(=]

o I/{:/"

3
| ,>_CH3

Q:.-"

-

¢—2 JHAHTHOMED
i

Llenesoe coefuHeHue npumMepa 38
noaBeprawT KWAKOCTHOW xpomaTtorpadun nog,
haBneHeM G NPUMEHEHMEM  XWparnbHOK
HEMOABUNKHOR hasbl MapKK HDakuens
Xupansuens OfA. B pesynestate anwauun
CcMecbd ausTniamMuHa, 2—r|por|aHona N reKkcaHa B
cooTHoWweHnn (0,1:20:80 nony4yawT Leneeoe
coedVMHeHMe B KaqecTBe TBEPLOro BellecTBa.
MC (CI): M + 1 376.

Mpumep 41.

(+/-) 6a,
7,8,9,9a,10,11,11a-okTarngpo-2,5-gumeTnn-3H-n
eHTaneHo[6a', 1"

4 5lummnaasol2,1-bnypuH-4(5H)-oH B  Buade
rngpoxnopunia

PaLEHHYECKHHA

0,86 r uenesoro coefiMHeHWA nNpumepa 38 B
80 mn stanoHa WU 0,7 MN KOHUEHTPUPOBAHHOR
XNOPUCTOBOAOPOAHOR  KMCNOTEl  NofABeprawT
TMOPUPOBAHMUIO BOAOPOAOM NOA  A3aBMNEHWeM
npumepHo 4,22 kr/cmZ B npueytetemm 1,0 r
20%-Horo karanuaartopa lNepnMaHa. Yepes 48 4
DUNETPYIOT HA KU3eNbrype W CryllaioT gocyxa.
OcTaroKk pacTBOpAOT B Bode C Nocnedylolle
nuodpunuaaumei. Mpw 3TOM Luenesoe
coefMHeHWe nonyvaloT B kKavectee BecLBETHOM
nopowka. MC (c 6ombapdMpoBKOR ObICTPLIMA
atomamu). M + 1 286.
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Mpumep 41a.
(+)-6a,7,8,9,9a,10,11,11a-okTarngpo-2,5-gn
MeTun-3H-neHTaneHo[6a',1"4,5]

nmunaaso[2,1-blnypuH-4(5H)-oH B BMUaE
rmapoxnopuaa
o H
I
CH

C+> 3HAHTHOHEpD

[aHHoe UeneBoe coefvHeHWEe nony4valoTt
nytem obpaboTk LUeneBoro coednHeHus
npvmepa 39 B COOTBETCTBUM C NPUMEepom 41.
BecuBeTHbId nopowoKk [¢]p= +114,3 (3 mr/mn
3TaHona)

MC (¢ ©GombapOnpoBKOH
atomamp). M + 1 286,

Mpumep 416.

(-)-6a,7,8,9,9a,10,11,11a-okTarngpo-2,5-aun
MeTun-3H-neHTaneHo[6a',1"4,5]
nmMuaaso-[2,1-bInypuH-4{5H)-oH B BMae
rmopoxnopuaa

BLICTPBIMK

(-3 3HAHTHOHE

[aHHoe ueneBoe coOedMHEHWEe B KadecTBe
BecuBeTHOrO  MOpOLWKa  NonyvawT  nyTem
obpaboTkm coeanHeHwd npumepa 40 B
COOTBETCTBAWM C NMpumepom 41.

[a]p=-122 (1,7 mr/mMn MeTaHona)

MC (¢ GombBapOnpoBKOW
aromamun). M + 1286

Mpmep 42

(3-dbeHunmeTUN-6a, 7,8,9,10,10a,
11,12,13,13a-pekarugpo-
2,5-gumeTtun-HadpT[1,8a-dlummngasol[2, 1-b]nypuH-
4(5H)-oH

BLICTPBIMK

2
| f>—LH3

t:f

[aHHOe UueneBoe CcOedWHEHWE MonyYarwT

nyTem obpatoTkn coeMHEHWA,
NpedcTaBNeHHOro  Hke  npumepa  XXX|
TUOHUMXITOPUACM B COOTBETCTBUM C

npedctaBneHHbIM HUXKe npumepom | MC (El): M
+403

Mpumep 43.

7{R)-unKknorexkcun-7,8-gurnapo-2 5-gumeTtun-
3-(heHunmeTun)-3H-umuaaso[2, 1-blnypuH-4-(3H
)-CH
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C+2» JHAHTHOMED

2-[2-okcK-1(R)-{LnKNOrekcumsTUnamMmHo]
-1-meTun-7-(gpeHunmMe TNy pUH-6-0H
noAgeprawT BaauMmogelcTeuMio ¢ AUMGpoMUaOM
TpUdpeHUndpochrHa B cpede
avMmeTtundopmMaMuaa npu Temnepartype 65°C B
TeueHWe 18 4. Nocne oxnaxaeHUs peakuWMoHHYI
CMECb pacnpefenawT Mexy BOLOW W
aTunauetaroMm. Bopgnylo chazy obpabartbiBatoT
pa3baBneHHOW rMOPOOKUCEID  HaTpUa U
KCTPATURYIOT CMECHH0 sTunayeraTa "
TeTparngpodypaHa B cooTHOWeHun  1:1.
OpraHndecknin  crnol  crywawt KW OcTaTok
ouMWaeT xpomarorpaduveld Ha cunukarene c
npUMeHeHUeM B KavecTBe antoeHTa 6% asTaHona
B auwxnopmetane. [lpym  sToMm  ueneeoe
coedunHeHMe nonydvawT B kadecTBe OCexeBoro
TBEpPAOro BellecTBa.

MC (C): M + 1=378.

Mpumep 44,

T(R)-uuknorekcun-7,8-aurnapo-2,5-aMMeTmn-
3H-umnpaso[2,1-b] nypuH- 4-(5H)-oH B BUae
rngpoxnopunia

C+2» JHAHTHOMED

JaHHoe LUeneeoe coefuHeHWE B BUIg
Nopollka nonyqawT B pesynbtate obpaboTku
LUeneBoro  coefuHeHWa npumepa 43 B
COOTBETCTBMM G NpUMepoM 41 B MpUCYTCTBUM
kaTanusatopa Mepnmanxa.

[oc]zD_SZ +48,2° {MeTaHon), MC {c
BomBapovpoBKOR ObICTREIMUM aToMamMu), M+1=
288.

Mpumep 45.

7(S)-umKknorekeun-7,8-aurnapo-2,5-gumMeTin-
3-(peHunmeTun)-3H-umuaaso[2,1-b]-nypunH-4(3H
)-CH
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JaHHoe UeneBoe coeMHEHWEe MonyyaloT
nytem obpaboTkm
2-[2-okcK-1-(S)-(LMKNOrekcKnn)aTUNaMmuHO]
-1-meTnn-7-(heHnnmeTn)NypuH-6-oHa
andpomnaom TpUpeHUNnpochuHa B
COOTBETCTBMKM ¢ npumepom 43, Toudka
nnaenexus: 99-101°C.

MC (El): M +377.

Mpumep 46.

7{S)-unknorekcun-7,8-anrnapo-2,.5-aumeTunn-
3H- wmmrpaso[2,1-b] nypuH-4{5H)-cH B BUAE
rmagpoxnopvaa

CH /H

3
| f>—(H3

¢—» JHAHTHOME]

Q

[aHHoe UeneBoe coefMHeHWEe B kadecTBe
NopoLLKa nonyyatT nytem obpaboTkK Lenesoro
coedWHeHUs npuMepa 45 B COOTBETCTBUM ©
npumepoM 41 B nNpucyTCTBUMKM KaTanuaaTcpa
Mepnmana.

[a]ZD_0'§= -53,1° (MmeTaHonN)

MC (¢ ©GombapOnpoBKOR
aromami): M+1=288.

Mpumep 47.

5,6a(R),
7.8,9 9a(S)-rekcarngpo-2,5-gumMeTin-
3[{(TpymeTNaueToKCU)MeT U]
-uMKnoneHT[4, 5lumunaaszo[2, 1-bInyprH-4(3H)-oH

o r"\:)r\l‘
NN, ;>_CH3

H- 1Y
O {+) 3JHAHTHOMEP

0,28 r (1.1 MMONb)
5,6a(R),7,8,9,9a(S)-rekcarnaopo-2,5-guMeTrn-4m
knoneHT[4,5lummngasol2,1-blnypuH-4(3 E/_ )-cHa
npumepa 19a B 4 wmn  aumetundopmamMmuiga
nodeseprawt  Baaumogedctemio ¢ 024 T
kapboHata kanua W 0,2 mn (1,4 MMOMb)
XnopMeTUnnueanara npu temnepartype 35°C B
TeueHne 6 4. MNocne oxnaxaeHWs peakyuoHHyH
cMecb PUNBTRYIOT. dunsTpaT pacnpeaensioT
MexXZy [MAPOOKACHK HATPUS W CMEChK
sTunauetarta " TeTparmgpodypaHa B
COOTHOLWeHWK 1:1. ocne CylwKkd KW cryweHus
OpraHWYeckoro crnosi  nonyuvawT  Uenesoe
coedlHeHWe B KadecTBe nMopowka. MC (c

BLICTPpBIMK
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BombapampoBkoi
M+1=360.
Mpumep 48.
5,6a(R),
7.,8,9,9a(S)-rekcarngpo-2,5-aumMetin-3-(4-nupug
WNMeTun)-umknoneHT[4,5]-uMmnaaso[2,1-blnypuH-
4(3H)-oH

OLICTpbIMK artoMamm).

k;'/

Y —
O C+) IHAHTHOMEp

[daHHoe UeneBoe COeUHEHWE NomMy-arT
nyTem B3aUMOOeRCTBHA 5,6a(R),
7,8,9,9a(S)-rekcarunpo-2,5-AMMeTUN-LUUKNONEHT[
4,5] umunaazo[2,1-b] -nypuH-4(3H )-oHa npumepa

19a ¢ 4-xNopMeTUNNUPUANHOM B COOTBETCTBUU C
npumepom 47 MNpn 3ToM UeneBoe coefnHeHne
nonyyalwT B KadecTBe MOpoWKa ¢ TOYKOR
nnaeneHus 169 - 171°C.

MC (Cl): M+1=337.

Mpumep 49.

5,6a(R),
7.8.9 9a(S)-rekcarngpo-2,5-aumeTn-3-
[2-(1-MOopdONUHMN)3TUA]
uuknoneHT[4,5]nmuaaso[[2,1-bInypuH-3(3 ﬂ)-OH

®
»
RS

k;'/

HI LT
O (+3 SHAHTHOMED

HaHHoe UeneBoe coedUHEeHWe nonyYarT
nyTem B3aWUMOOEACTBHA 5,6a(R),
7,8,9,9a(8)-rekcarunpo-2,5-AMMeTUN-LUUKNONEHT[
4,5] umndaso(2,1-b] nypuH-4-(3H )-oHa Nprmepa

1%a c 4-(2-xnopatn)-MopconMHOM B
COOTBETCTBMM C npuMepomM 47. [lpn STOM
Lueneesoe coeiWHeHWe MNONyyalwT B KadvecTee
MOPOLLKA C TOYKOW NnasneHus 144-145°C.

MC(CI): M+1=359.

Mpumep 50

5,6a(R),
7.8.,9 9a(8S)-rekcarngpo-2,5-gumeTn-3-
[aueTokcumeTUN|uMKnoneHTal4, 5lumngaso[2,1-b]
nypuH-4{3H)-oH

CH3\C,’§0

Hh JH
Q (+> IHAHTHOMEp
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[aHHoe ueneBoe COeOWHEHWE MOnNy-awT
nyTem B3aUMOOeAcTBMA 5,6a(R),
7,8,9,9a(S)-rekcarunpo-2,5-AMMeTUN-LUUKNONEHT
af4,5] wmupazc[2,1-b]  nypuH-4(3H )-oHa

neumepa 19a ¢ OpoMmeTMnaueTatoMm B
COOTBETCTBMWM C npumepom 47, Tpn sTOM
Lueneeoe coedWHeHWMe TMonyyawT B KadecTee
MOPOLLKA C TOYKOW nnaeneHua 144-145°C.

MC (Cl): M+1=318.

Mpumep 51.

5,63,
7.,8,9,9a-rekcarngpo-2,5,6a-TpuMeTUn-3-
(berHunmeTnn)umknoneHT[4,5]
nMrgaso[2,1-blnypuH-4{3H)-oH

o
/CHZCEHE

HyC | >—CH
Y 3

;;'/'
H. 1H
O pauemMH4 ECKHH

[aHHoe ueneBoe COEAWMHEHWE B KadecTBe
GexeBOro TBEPAOro BelecTBa € TOYKOW
nnaeneHus 182 184 °C  nonyvyawT B
COOTBETCTBUM C NMpUMepoM 1 ¢ MpUMeHeHUeM
2-(2p
-OKCK-1h-MeTUNUMKNONeHTUNaMUHo)-1,8-aumeTIn
n-7- (heHunMeTN)NypuH-6-oHa.

[Mpumep 52.

5 .6a(R),7(8),8,9,9a-rekcarnapo-2,5,6a-Tpum
eTnn-3-
(beHunmeTN)urknonenT[4,5lumnaasol2,1-b]nyp
WH-4(3H)-0OH.

o CH C H
'y 5

CH3h Y
é ; C+2 GHEHTHDMEP

[aHHOe UeneBoe coeWHEHWEe MonyyaoT
nyTem pasfensHua coeguHeHWs npumepa 51 Ha
oTAeNbHblE  SHAHTMOMEpPbl  MpWU MOMOLUM
KUAKOCTHOR Xpomatorpacdn nof, AaBneHWemM ¢
NMPUMEHEHWEM B KA4vecTBe SMeHTa CMecH
rekcaHa MWaonponaHona W guasTunamuHa B
cooTHoWeHnr 80:20:0,1. lNMpu 3TOM B KadyecTse
XMpansHoW dassl NPUMEHSOT TOPrOBLIA NPOAYKT
Haduens xupanuens Of. HaHHBIA KM3oMep
SMOUPYIOT B Ka4YecTBE BTOPOrC COEAWHEHWA.

Todyka nnaeneHus: 193 195 °C. [oc]2|:T3=
+38,0 ° (aTaHon).

[aHHoe LeneBoe coeuHeHWe MONKHO TaloKe
nonyyars 13
2-(2(R)-okcn-1({R)-meTnnumknoneHtTunamm-o-1,8-
auMmetnn-7-  (peHunMeTun)nypuH-6-cHa.  Tpn
3TOM paboTaloT aHanorvuHo npumepy 1.

Mpumep 53.

5 6a(S),7(R),8,9,9a-rekcarngpo-2,5,6a-Tpum
eTuN-3-(heHnNMeTHN)LNKNONeHT[4,5]nMugaso[2,
1-b]nypuH-4(3H)-oH

2080322 C1

RU



¢c¢ccc080<¢ N

0]

{—23 3HAHTHOMED

HaHHblli  1M3oMep snioupyloT B KadecTBe
MepBOrCc  KOMMOHEeHTa NpW  OCYLLeCTBNeHUU
XUpanbHOF Xxpomarorpacdmy cornacHc npyuMmepy
52. Waomep npegctaBnseT coOoOW Kentoe
TBEpAOe BELWEeCcTBO € TOYKOW nnaBneHus

194-196°C.

[a]zojz -38,1° (sTaHon).

Mpumep 54.

Linc-6a,
7.,8,9,10,10a-rekcarngpo-2,5,7-TpumeTin-3-(heH
nnmeTun)-3H-6eHaumuaas-[2,1-bjnypuH-4(5H)-oH

© CH ¢ H
S 2 E B

H C
3 | p M

t‘/

cH, I, 'H
D PaLEMHYECKHA

[daHHoe LeneBoe coefMHEHWe B KayecTBe
KOpUYHEBOro TBepAoro BeLecTBa C  TOYKON
nnaeneHus 159 160 °C nonyyarT aHanornyHo
npumepy 1 c npuMeHeHuem
2-(2 p-oKen-1b-meTunuyMKnorekcunammnHo)-1,8-au
MeTUn-7- (heHUNMeTUN)NYPUH-6-0HAa.

Mpumep 55.

Uwnc-5,6a, 7,8,9,9a-rekcarngpo-2,5,6a-
TRUMeTUNLNKNoNeHT[4,5]
nMraaso[2,1-blnypuH-4(3H)-oH B BMae
rmopoxnopuaa

L+

H ¢
3 | p H,

I{'/
CH3 I -
pauenuqecxuﬁ

[aHHoe UeneBoe COeAMHEHWE B KadvecTBe
Benoro TBERAOMO BellecTBa nonyyaror
aHanormyHo npumepy 18 "3
uunc-5,6a,7,8,9,9a-rekcarngpo-2,5,6a-TpumeTin-
3-(theHUNMeTUN)-umKnoneHT[4,5]umungasof2, 1-b]-
nypwuH-4{3H)-oHa.

MC (c  BombGapanpoBKOR
atoMami). M+1=260.

Mpumep 56.

Linc-6a,
7,8,9,10,10a-rekcarngpo-2,5,7-TpumeTnn-3H
-beHanumunaasof2,1-bl-nyprH-4(5H)-oH

o]

HyC | >—CH
y 2

Q“/

H H
O paueMHYECEMA

flaHHoe LeneBoe coeiWHeHWe B KadecTse
OexeBOoro TBEepOro BeLWEecTBA C  TOYKOA

BLICTPBIMK
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nnaeneHns 262 264 °C nonyyaloT aHanormvHo
npumepy 18 na
unc-6a,7,8,9,10,10a-rekcarngpo-2,5,7-TpuMeTun
-3-(chbeHunmeTnn)-3H-6eHanmugasol2,1-b]
nypwH-4{5H)-oHa.

I'IonyHeHme NCXOOHbIX COE,CI,IAHEHIAﬁ

MexoaHele coegnHeHna chopMynel (1) 1n (XX)
WXPOKO WM3BECTHBI B NUTeparype, HanpuMep B
BbllenpreedeHHOR nutepatype "Pyrimidines” n
"Purines". Hwxecneayowme npUMepRsI
WNNIOCTPUPYIOT pasnnyHble MeTodsl nonyveHus
WCXOOHLIX — COBOWHEHWH,  KOTopble  MOXHO
ncnonb3oBarts NpW  OCYLLECTBREHWM  [AaHHOMo
nsobpeTeHus.

Mpumep |

B-aMuHO-3-MeTUN-5-(heHnNMeTUNneHaM1MHo)N
NPUMUONH-2,4-010OH

L]

CH =cu—@
3

or Hz
H

Cmech 37,5 r (0,22 MONb)
6-aMHUHO-3-MeTUN-5-HUTPO3ONUPUMWANH-2 4-AN0
Ha 1 25 mn 25% -Hoi rugpooknck HaTpud B 0,75
N BoAbl nogeepraioT  MMAPUPOBaHWK B
npueyteTeum 1,9 1 10% -Horo nannagusa Ha yrne
npy gaeneHyun npumepHo 3,35 kricmZ B TeveHue
3 4. PUNbTRYIOT Ha KM3enerype W cunstpaTt
pasbaenawTt 4o 1,5 n Bogod. pH peakyoHHOR
cMmecKn AoBoadaT Ao 4.5 nobaBneHwemM yKCycHOR
KMcnoTel, nocne dero goBasnsiwot 35 r (0,34
Monb) BeHaansgernaa. JobasnawT 0.5 kr neaa,
TBEpace BELLEeCTBO cobuvpalor,
nocregoBaTtensHO  MPCMbIBAOT  BOJOW W
aueToOHUTPUNOM W cywaT ¢ NofydYeHWeM
LeneBoro coeAvHEeHWs B KauecTBe KenTtoro
nopoLUKa.

Mpumep 11

B-aMUHO-3-MeTUN-5-(heHnnMeTUnaMmHo) Nup
MMUAWH-2 4-O1oH

]
CH H-CH
o/ H2
H#

85 r (0,35 MOINb)
6-aMUHO-3-MeTHUN-5-(heHNNMeTUNeHaMUHO)MMPK
MWOMH-2 4-noHa  gobGasBnAwT K 1.6 N
XMopucToro MetuneHa W 1,6 N metaHona.
CycneHsnio nepemellueawT, gobasnawrt 21,9
mn (0,35 mMonb) YKCYCHOW KMCNoThel U 3atem 21,9
r (0,35 monb) uMaHboprudpuba HaTpus.
PeaKLWOHHY0 CMEeCh NepeMelLNBakoT B TEHeHne
90 MWH, nocne vero JoGaensAOT 2 MI YKCYCHOMR
KMCrnoTel U 2 1 unaHGoprugpuaa HaTpuda. Yepea
30 muH crywatot go obbema npumepHo 1,6 N Ha

wcnaputene (BaHHa ¢ TemnepaTypoh 35°C).

Kpuetannuyeckyto cMech OXNaKOAIOT,
duneTpyroT " NPOMLIBAIOT XONOOHLIM
METaHOMNOM. Monyqaemsli NpPoAyKT

nepemelwwmneaotr B cpede 0.5 n kunawero
MeTaHona B TedyeHMe 15 MWH, nocne udero
oXMnaxgawT, QunbTpyloT KM cywar. Touka
nrnaBsneHns Lenesoro coeguHeHua: 206 218 °C.
Mpumep 11
1-MeTun-7-(eHnNMeTUN)NYypuH-2, 6-4MoH
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K 2486 r {01 MOINb)
6-aMUHO-3-MeTKN-5-(eHNNMETNIaMUHO)TMPUM
WOMH-2,4-0MoHa B 125 Mn guMeTundopmaMuia
nobaBnaloT 75 M (0,45 MOInb)
TpUaTWNopTodopMMaTa npyv  TeMmneparype
60 °C. PeaKkuMOHHYKO CMeCb HarpeeawT Ao
Temnepatypsl 110°C B TedeHKne 5 4, oxNaxgaoT
Ha nbgy, QUILTPYIT W nNocrnefdoBaTensHO
NpCMbIBaOT MeTaHONoM " NpoCcTbiM
OuaTunoBeIM  achupom. MNonydaemoe Lenesce
coedMHeHWe WMeeT TOuKy nnaeBneHus 268
278 °C.

AHaNorMyHo nony.atot crneayowmne
8-saMmelleHHble NpoayKThl (M3 noaxogswero
CMOXHOrO opToadupa):

A

1,8-aUMeTUN-(7-CheHUNMeTUN)NY prH-2,6-010
H B KadecTBe ©Genoro TBepAoro BellecTBa G
Toykol nnasneHus 293 295°C.

B

8-3Tun-1-meTun-7-(cheHunMeTnmNypuH-2,6-4
MOH B Ka4yecTBe KenToBaToro TBepAoro
Bewectea. MC(CI): M + 1 285.

B

1-meTrn-8-cbeHun-7-(hbeHunmeTun)nypuH-2,6
-OMCH B KauecTBe Oenoro TBepdoro BellecTBa.
MC(CI: M + 1 333.

I'Ipvwlep v

2-xnop-1- Memn 7-(cheHunMeTN)Ny prH-6-0H

SO

CMer r MMOIML)
1-mMeTnn-7- (dJeHmnr\AeTmn)nprH 2 6-,u,v|0Ha B 80
MmN hochOoKCUXIOpMAA HarpeealoT ¢ oBpaTHbIM
XONOOWNBHUKOM B TeueHWe 7 uJ. PeakuMOHHY
CMECb ClyWawT B Bakyyme, pacrnpenenswor
MeXdy CMNOXHBIM SCHUPOM YKCYCHOR KWGNOTHI K
NefAaHOR BOAOW, NPOMBIBAKOT BOLACW, cywar W
crywawT. B pesynstate xpomartorpadiun Ha
JBYOKUCU KPEMHWS ¢ NPUMEHEHWeM B KauecTBe
SMOEHTA CMecU XNOpWCTOro MeTuneHa W
MeTaHona B COOTHOWeHWn 898 2 nonywqakot
Lueneesoe coejWHeHWe B KadecTee NeHbl. MC (c
Bombapaupoekoid BbICTpeIMM atomMamu). M + 1
275.

AHanornyHo apyrue coeguHeHusa npumepa Il
nepeBCAAT B creaylwliue XIop-3amelleHHbe
coenMHEeHWs:

VA

2-xnop-1,8-gumeTtn-7-(theHnnMeTnmny puH-
6-0H B KayecTBe ©OencBatorc TBepacro
Bewectea. MC(EI): M + 1 290.

VB

2-xnop-8-atun-1-meTun-7-(geHunMeTunnyp
WH-B-0H B KadecTBe benoro TBepAoro eellecTBa.

MC (c  BGomGapaupoBkod  BLICTPBLIMK
artoMami): M + 303,
VB

2-xnop-1-metun-8-dpeHun-7-(beHnnMeTnn)ny
PUH-6-0H B KauecTBe OenblX KpPUCTanNMos.
MC(CI): M + 1 351.

Mpumep V
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2-(TpaHc-2-oKCULMKNONEeHTUNaMWHO)-1-MeTn
N-7-(peHunMeTinn)ny pruH-6-cH

s

Cmech 3,14 r (11,4 MMOINb)

2-xnop-1-mMeTun-7-(eHnnmMeTn)ny puH-6-oHa,
1,7 1 (16,8 Mmonk) TpuaTUnamunHa WM 4,94 r
(39,9 mmons)
( £)-TpaHc-Z-amuHouuMKnoneHTaHona B8 150 mn
aueToHUTpWUNa  HarpeeBaldT ¢ 0OpaTHbIM
XONnoauneHWKoM B TeusHWe 2 aH. Ocafgok
cobupaloT, nNpombiBalOT BOAOA W cywaT ¢
nonyyeHem LeneBoro coefMHeHUs B KadecTBe
TBepdoro Bewectra. MC (¢ OomBapauvpoBKOR
ObICcTpbiMU aToMamn): M + 1 340.

Xnop-zamelleHHoe coeduHeHne npumepa [V
aHanorM4yHo nofAgepraloT B3aUMOASWCTBUI ©
NoAXoASWMM aMWHOCTIMPTOM C  MOMyYeHnem
crnenyoLux NporaBodHbIX
OKCWanK1IamMnHO-NYpPUHCB:

V1

2-(2-0KCUaTUNAMUHO)-1-MeTUN-7-(cheHUnNMeT
unnypuH-6-oH B KadvectsBe Oenoro TBepAoro
Bewectea. MC (c GomGapanpoBKor GbICTpbIMM
atomamn). M + 1 300.

V.2

2-(TpaHC-2-oKCUUMKNOreKCUNammHo)-1-Metun
-7-(cheHunMeTNNYPUH-6-0H B KavecTee 6enoro
TBepgoro Belectea. MC (¢ GombGapoupoBKon
ObicTpbiMK @aToMamn): M + 1 354,

V.3

2-(3-okcunponunamMuHo)-1-meTrn-7-(peHmnnm
eTUN)NYypWH-6-0H B KadecTBe Genoro Teepdoro
Bewectea. MC (¢ 6omBapaonpoBkor BbiCTpbiMK
atomamn). M + 1 314,

V4

2-(2-oKkcun-2-heHunatunammHo)-1-metun-7-(g
SHWNMEeTUN)NYPUH-6-0H B KadvecTBe ©enoro
TBepgoro eelectea. MC (¢ 6omBapanposKor
ObICTpbiMK aToMamMn): M + 1 376.

V.5

2-(1-oKkcuyuknorekcun)MeTUNaMnHO)-1-MeTr
n-7-(cpeHnnmeTinn)ny pH-6-oH B KaqecTBe
tenoro TBepAcro Bewectea. MC(Cl): M + 1 368.

V.6

2-(2-okcK-1-nHgaHunamuHo)-1-meTun-7-(deH
UNMeTUMNYpuH-6-oH B KadecTee ©GenoeaTtoro
TBepgoro eelwlectea. MC (Cl): M + 1 388.

V.7
2-(1-oKCcKn-2-MHAaHUNaMUHO)-1-MeTun-7-(PeH
nnMeTunnypuH-6-o4 B kadectee 6Genoeartoro

TBEpdoro Bewectea. MC(CI): M + 1 388.

Va8

2-{1-OKCUMETUNLNKNONEHTUNIAaMMHE)-1-MeTIN
-7-(cheHUNMETUN)NYPUH-B-0H B KavecTee Genoro
TBepgoro rewlectea. MC (Cl): M + 1 354,

V.o

2-(TpaHc-2-0KCUUMKNONEeHTUNamMnHo)-1,8
AMMeTNN-7-(cbeHnnMeTn)nyprH-6-oH B
kauecTee ©Genoro Teepdeoro eeuwecrtea. MC(CI):
M+ 1354,

V.10

(+)-1n3omep:
2-(2(R)-okcu-1(R)-unknoneHTunammHo)-1,8-gume
TUN-7-(PeHUNMETUMINYPUH-6-CH B KadecTse
Benoro teepgoro Belwectea. MC(CI): M + 1 354,

26
[o]D = +8,3°.
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V.11

(-)-naomep:.
2-(2(8)-okeu-1(8)-yuknoneHTnnaMmmHo) 1, 8-gumer
wun-7-(beHunmeTnmnypuH-6-oH B KadecTtee
Benoro teepgoro Bewectea. MC(EN: M + 1 353,

26
[alD=-82°
VA2
2-(TpaHC-2-oKkcuumKnorekcunammyo)-1,8-oum
etun -7-(cheHUNMeTUN)NYpUH-6-0H B KaudecTee
Benoro TBepAcro Bewectea. MC (Cly: M + 1 368.
VA5
2-(1-{okcnuuKnorekcummetTunaMmmHo)-1,8-a1
MeTUn-7-(heHnnMeTun)NypuH-6-oH B Kadvectee
Benoro TBepgoro Bewectea. MC (Cl): M + 1 382,
VA9
2-(TpaHec-2-okeuuuKnorenTunaMmHo)-1,8-amm
eTUN-7-(beHNIMeTUmNypuH-6- OH B KadecTee
Genoro TBepAoro sewectea. MC (Cl): M + 1 382.
VA10
2-(1-OKCUMEeTUNLUUKNONEHTUNaMUHO)-1,8-41m
eTun-7-(heHMNMeTUMNYpUH-6-0H B Ka4vecTee
Bencearorc TBepgoro  Bewectea. MC  (c
BomMBapaMpoBkoR BbICTpEIMM atoMamu). M + 1
368.
VA11
2-(1-0KCK-2-MeTun-2-nponunammHo)-1,8-gum
eTun-7-(heHunMeTMnnypmMH-6-oH B KadecTBe
Benoearorc TBepgoro eewectea. MC (¢
BombapovpoBKOA BbICTPEIMM aToMamMun). M + 1
341.
VA12
2-(1(R)-chbeHUN-2-0kcMaTMnaMnHo)-1,8-aumeT
un-7-(peHnnmeTunnypuH-6-cH B KadecTBe
BecLBeTHOrO BCNeHeHHoro TBepdoro BellecTsa.

MC (CI): M + 1 3€0. [a]%sz +29,2°.
VA13
2-(1-theHnn-3-okck-2(R)-nponunammnHo)-1,8-4
UMeTrn-7-(cheHmnnmMeTn)nyprH-6-oH. MC (Cl): M

+1404. [a]%_s: +80,1°.

VA14

2-(1-oken-2(R,
S)-6yTUnamMuHo)-1,8-gumeTun-7-(heHUnMeTIAn)N
ypuH-6-0H B KadecTBe Genosatoro BCneHeHHoro
TBepAoro  BelwecTtBa.  CornacHo  AaHHEBIM
TOHKOCNORHOK xpomarorpachumn (10% MeTaHona
B XJIOPUCTOM METWUREHe): ogHo naTHo, Ry 0,5.

VA15

2-((1s,
28)-2-oKcuuMKnorekcunammHo)-1,8-aumetin-7-(
theHnnmeTnnNypuH-6-oH B kadectee ©Genoro
BCMEeHeHHOoro Teepgoro sewectea. MC (Cly M +

26
1 368. [a]D = +20,%°.
VA16
2-((1R,
2R)-2-okcuyuknorekcunammHo)-1,8-guMetun-7-(
heHUIMeTUMNYPUH-6-0H B KadecTBe Oenon

neHel. MC (CIy:M + 368. [oc]%: -21,4°.

VA17

(+)-M3aomep: 2-(1-OKCKU-3-MeTun-2
ByTnamMuHO)-1,8-0uMeTun-7-(peHunMeTn)nypu

H-6-0H. MC (Cl): M + 356. [oz.]%: +57°.

VA18

(-)-n3omep:
2-(1-OKCKU-2-NpUnMnaMmHo)-1,8-aumeTn-7-(cheH
unMeTnmnypuH-6-o4 B8 kadectee  Benoro

26
TBepgoro eelwlectea. MC (Cly M + 327. [a]p =

2-(TpaHc-2-oKCULKKNoNeHTUNamMmuHo)-1,8-aum
eTUN-7-(beHNIMeTUmNypuH-6-0H B  KadecTee
KOpWYHeBaTOro Teepaoro sewectea. MC (EN: M
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+ 3687.

VA20

{-)-n3omep:
2-(1-OKCKU-3-MeTUN-2-NeHTUNaMnHO)-1,8-anmeT
n-7-(cbeHUNMeTN)NY pUH-6-CH B KayecTee
benocro TBEpPOOro BellecTBa. MC
(6ombapanpoBka GeICTPEIMKM atoMamn). M+ 1

26

370. [uJp =-52,1°.

VA21

{+)-naomep:
2-(1-OKCU-4-MeTUn-2-NeHTUNamMnHo)-1,8-qumet
n-7-(cbeHMnMe TNy puH-6-CH B KayecTtee
benocro TBEpPOOro BellecTBa. MC
(6ombapaunpoBka GeICTPEIMKM atoMamn). M+ 1

370. [q]%s= +43,7°.

VA22

2-(1-MmeToKCUKapOOHWUN-2-OKCUSTUMAMUWUHO)-1,
8-anumeTnn-7-(dheHnNMeTMn)nypuH-6-o4 B
KayecTBe KOpPWYHeBaToro TBepdoro BellecTsa.
MC (El): M+ 1 371.

VA23

2-(1-0KCK-2-NeHTNamMnHe)-1,8-gumeTnn-7-(c
eHWNMeTUN)NYpuH-6-oH B kKadectee ©GenoBoro
TBepgoro BewlecTtsa. MC (Cl): M + 1 356.

VA24

{-)-n3omep:
2-(1-OKCcKU-3-MeTUn-2-0yTUnammHo)-1,8-aumeTIn-
7-(cbeHunmMeTun)nypuH-6-oH B Kadectee 6Genoro
TBepgoro Bewecrtea. MC (El): M + 1 355.

VA25

2-(2-meTun-3-okcn-2-ByTunaMmuHo)-1,8-oumer
un-7-(peHunMeTunnypuH-6-oH B KadecTee
KOpW4HeBaTOR neHel. MC (Cl): M + 355.

VA26

2-(2-metun-4(R,
S)-0KCK-2-NeHTUNaMUHO)-1,8-guMeTun-7-(cbeHnn
METUN)NYPUH-6-OH B  KadecTBe GenoBaroro
TBepgoro eeuwecrea. MC  (6ombGapouposka
ObIcTpbiMK aToMamn): M + 1 370.

VA27

2-[2-oKken-1(R)-(LrKnorekcun)aTunammHo]
-1-MeTun-7-(PeHUNMeTUN)NYpuH-6-oH B

23.5
KayecTBe  TBepaoro BellecTea. [«]p =
-10,8 * (MeTaHon).
VA28

2-[2-0KCeKn-1({S)-(LLMKNOreKCIN)3TUNaMMUHO]
-1-meTnn-7-((beHnnMeTun)NypuH-6-oH B

23.5
KaqecTBe TBEPAOIO BellecTea. [« =
+12,1° (MeTaHon).
VB

2-(TpaHC-2-OKCMLUMKNONEHT MMTaMUHO)-8-3TKUN-
1-MeTun-7-(peHnMeTUn)NypuH-6-oH B KadYecTee
Oenoro TBepaoro Bewectea. MC (Cl): M + 1 368.

VB2

2-(TpaHC-2-0KCULMKNOrekCUNamuHo)-8-aTnn-1
-MeTUM-7-(PeHUNMETUN)NYPUH-6-CH B KaqecTBe
benoro TBEPOOro BellecTRa. MC
(6ombapanpoBka GoicTpEIMK atoMmamn). M+ 1
382.

VB

2-(TpaHc-2-0KCULMKMONEeHTUNIaMWHO)-1-MeTH
n-8-cheHun-7-(dpeHnnMeTnnypuH-6-0H B
kauecTBe Genoro TBepaoro Bewectea. MC (CI):
M+ 1416,

VB2

2-(TpaHC-2-0KCULMKNOreKCUNamMUHo)-1-meTun
-8-beHUn-7-(dPeHnnIMeTUn)NyprH-6-oH B
kauectee 6Genoro TBepgcro Beljectea. MC
(6ombapanpoBka BbicTpeIMK aToMamn). M+ 1
430.

VB3

2-(2(R)-okcu-1(R)-ymMknoneHTUnaMmnHe)-1-met
Wn-7-(cheHnnmeTun)nypuH-6-cH c TOUKOM
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nnasnenuns 158 160°C.
Mpumep VI
6-aMnHO-3-(heHnNMeTU)-2-MeTUNTUONNPUM
ManH-4-(3H)-oH
]

CH

cn”

6 5 /\l|
H_cS H
3 z,

K cycneHsun 1,8 r (45 mmonb) 60%-Hoih
aucnepcun  rmapuaa  Hatpua B 25 Mn
JuMeTundopMaMiaa  nNpuKannneBaoT  pacTBop
6,3 r {40 MMOINb)
8-aMUHO-2-METUNTUO-4-OKCUNUpUMKUanHa B 150
MM OMMmeTundopMamMuia npu o Temneparype
10 °C. TMocne OKOHYaHWA BhIOENeHWs rasa
ooGaenawT 7,5 r (44 Mmons) 6eHannopoMmaa,
nocne 4ero nepemellmMBaloT B TedeHue 90 MuH
npK KOMHaTHOR Temneparype. Nocne yoaneHua
JviMeTUndopMamMiiaa ocTartok pacnpefensior
MeXay sTunaudetrartoMm W BoAoW. OpraHn-ecknia
Crnol npombIBaloT BOAOH, cyllaT K crywawT. B
pesynbTare nepekpucTannusaluM octatka W13
aleToHWTpKUNa nomyyaroT Lenesoe coefuHeHWe
B KauecTBe ©Genoro Teepgdore Beuectea. MC
{6ombapanpoBka ObicTpeIMK atoMamn). M+ 1
248,

Mpumep VI

G-aMWHO-3-(heHUNMeTUN)NUPUMUANH-2 4-A1
OH

o
CH
CH d z\l
6 5 A‘l
o H
I z
H
25 r (10 MMOIML)

B-aMUHO-3-(beHUNMeTUN)-2-MeTUNNTUONPUMKNE,
nwH-4(3H)-ova B 40 m™Mn  10%-HOA BOAHOK
rMOPOCKACKA HaTpUA HarpesalT ¢ obpaTHbIM
XONOOWUNBHUKOM B TeudeHWe 4 4. Oxnaxgaror,
pacTBOP NOAKWUCHAT KW ocagok cobupatoT.
[Mocne npomblBkA BOOOWA W CYLWKW MomyYawT
Lueneeoe coefuHeHWe B KadvectBe ©Genoro
TBEpgoro BewecTtea. MC (El): M + 217.

Mpumep VIII

6-aMWHO-3-(heHUNMeTUN)-5-HUTPo3oNNPUMK
OWH-2,4-00H

o
CH o
cen’ Ty
6 5 |
o/I\N H
| z
H

1,1 r (5 MMOIL)
B-amMnHO-3-(eHUNMeTUN)-NMPUMNINH-2,4-0M0OH
a cycneHaWpyleT B 50 Mn BoAbl, nocne 4ero
potaenatwt 0,63 1 (9,1 MMOINL) HUTPUTA HaTPUA,
peakLUOHHYI0 CMech HarpeBakoT 4o
Temnepatypsl 75°C 1 B TeueHWe 2 |4 gobasnsioTt
2,6 mn (45 mmone) ykcycHoW kucnotel B 30 mMn
Bodbl.  [onyyaemblid  npogykr  cobupalor,
MPCMBIBAKT BOAOW M cyllaT Had NATUOKUCHKD
chocchopa. [pn 3TOM  UeneBoe coefnHeHne
nony4yarwT B KayecTBe OPAHXEBOro TBepacro
Belectea. MC (El): M + 246.

Mpumep 1X

6-aMWHO-3-(heHnNMeTUN)-5-(heHunmeTUneH
aMUHO)MMPUMULANH-2,4-AUOH
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CH :cu—{: :}
cn’ N
6 5 A‘l
o H

[MoBTOpstoT NpuMep 1 ¢ TOW pasHUuer, Yto
NPUMeHAT
B-aMmuHo-3-(heHnnMeTun)-5-H1UTpo3oNMpUMUINH
-2 4-goH. Tpr 3ToM  Uenesoe coedWHeHWe
nofy4arT B KadecTBe MKenToro TBepaoro
BewecTtea. MC (El): M + 320.

Mpoumep X

8-aMnHO-3-(beHnnmeTun)-5-(heHnnmeTrnam
WHO)MUPUMUOWH-2,4-01M0OH

]
CH =CH
N Y
6 5 |
VAW
| Z
H
MoBTopstoT npumMep |l ¢ TOW pasHuuel, Jto
BOCCTAHOBMNEHUIO NOABEprawT
B6-amMuHo-3-(heHunMeTnn)-b-(dheHnnMeTuneHam
WHO)NMPUMUOMHA. Mpwn 3TOM Lueneroe
coedMHeHWe nonyyawTt B KadecTee OGenoro
TBEpAoro BewecTtera. MC (Cl): M + 322

Mpumep XI
1,7-0uc(cheHnnMeTUN)NYpUH-2, 6-4MoH
] CH -C H
cH A Z B B
ey’ TN ) >
/\ 7
L)

I
H
[MoBTOpsOT NpUMep |l ¢ TOR pasHULed, YTo

LMKNM3aLumn nogeepraot
B-amnHo-3-(beHnnmMeTnn)-5-(deHnnMeTunamMmmnH
OMMPUMUANH-2,6-g1oH.  [py  aTOM  LeneBoe
coefMHeHWe Nony4aloT B Ka4YecTBe KOPUYHEBOro
TBEpAoro Bewecresa. MC (Cl): M + 1 333.

Mpumep Xl
2-xnop-1,7-6nc{deHnnmeTnn)nypuH-6-oH
L] CH —C H
CH sz .
c HE/ Z\}'I

" AN

MoeTopstoT Npumep 1V ¢ TOA pasHuuer, 4To
obpaloTke xNopokucklo ocdopa NodeepratoT
1,7-6uc{cheHUNMeTUN)NYPUH-2,6-4UOoH. [1pK 3TOM
LeneBoe coeAMHEHWE MONyYalT B KadecTBe
fOenoro TBepaoro Bewectea. MC (El): M + 350.

Mprmep Xl

2-(TpaHc-2-0KCUUMKONeHTUNaMmHo)-1, 7-onc
(dpeHUNMeTUN)-6-0H

O
"
H /ﬁ I Y
I|I
'oH
[MoBTOPSAKOT NpuMep V ¢ TOR pasHULen, uto
2-xnop-1,7-6uc(cbeHnnmMeTnn)ny puH-6-oH

nogesepratot B3aNMOLAENCTBUIO c TpaHc
2-aMVIHOLI|VIKJ'IOI'IeHTaHOJ'IOM. |_|pl/1 3TOM Uenesoe
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coefHeHve nonydator B KaqecTse
KopudHeBaTorco  TBepAoro  Bellectea.  MC
{6ombapanpoBka ObicTpeIMK atoMamn). M+ 1
4186.
Mpumep XIV
2-(TpaHc-2-okcuumKknorekcunammdo)-1, 7-6uc(
PEHNIMETHUN)NYPWH-B-0H

Ph- CH

Ph OEHHN

IIIIOH/

MoeTopAloT Npumep V ¢ TOR pasHUUeR, JTo
2-xnop-1,7-6uc(cbeHnnmMeTnn) Ny puH-6-oH
noAaseprawT B3aWMO_NCTBUID C
TpaHc-2-aMUHoLMKNnorekcaHonoM.  lpr  sToMm
Lenesoe coeiWHEHWE MONyYalT B KadecTse
KopudHeBaTol neHol. MC  (BomBapaupoBka
BLICTpEIMKM aTOMamMK): M+1 430.

Mpumep XV

2-Xnop-6-6eH3MNoKCUNy puH

OCH_Fh

N/I\

Cl&l

030 r (1,6 w™MMonb) 2 6-gUxnoprnypuHa
pobaenawt Kk cvmecu 0,19 1 (1,8 MMOMb)
BeHannoeorc cnvpta 1 0,13 1 (3,3 MMonb)
80%-Horo  rugpara  Hatpyua B 8  MN
anmetunndgopmMammnaa npwu KOMHaTHOM
Temneparype. Yepes vac peakUUOHHYID CMeChb
HarpeealoT 0o Temnepatypel 60°C B TeueHne 18
J, oxnaxgarT OO KOMHATHOR Temnepartypsl W
nobaBnawT pasbaBnNeHHYK COMAHYKO KACIOTY
ang goesefeHns pH cpedebl o 5. PeakunoHHyo
CMEeChb SKCTParvpylT CMeChblo aTWnaueTatoMm M
TeTparngpodypaHoM B COOTHOWeEHuUMn 1:1 1
OpraHWYeckMin crnol cywar Hag cynbdartom
HaTpUs, UNLTPYT W crywatoT. [NonyyYasmoe
TBepOoe BelleCcTBO NepekpUcTanMaoBLIBaloT K3
CMecK aTunaudetrara W rekcana. Llenesoi
NPOAYKT UMeeT TOoYKy nrasneHna 195 196°C.

Mpumep XV

2-XNop-6-6eH3UNOKCK- 7 -LMKNONeHTUNNYPUH
W 2-X1op-6-6eH3NNOKCKH-9-LUNKNONeHTUNNYPUH

e
A s KO

Ph=0EHHN C1l

Ph=0EHHN

OCH_Fh
2

CMechb 0,32 r 1,2 MMOIML)
2-XNop-6-0eH3anNoKCUnypuHa, 0,24 r
uuknoneHtunmesmnata 1 0,25 r (1,8 mmons)
kapboraTa kanua B 10 Mn aumeTtundopmammnia
HarpeBaloT 4o TemnepaTtypsl 75°C 8 TeueHve 18
4.  PeakuMoHHYlO cMeck oOxnaxKaawT Ao
KOMHATHOW TemnepaTypsl W pacnpefensior
Mexdy [pacconoM W CMecbio aTWnauetata W
TeTparugpodypaHa B COOTHOWeHuWn  1:1.
OpraHudueckylo asy CcrylwawT B BaKkyyme W
nonyyaemoe TBepAoe BelecTBO  OUMLWAoT
chnell-xpomarorpatnei. B pesynesrare
snmoaumi 40% -Helm sTUNAUETaToOM B rekcaHe
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nonyvawT 9-u3omep LEneBoro coefuHeHus B
KauecTBe TBERAOrO BellecTra. MC
(6ombapanpoBka BeICTpEIMKA MoHaMK): M+1 329,
B pesynbrare gansHellleR anwayun nony-arT
7-M30Mep UeneBoro coefUHeHWs B KadecTsBe
TBepgoro Belwectea. MC  (6omGapoupoBska
OLICTPEIMKM aTOMaMK): M+1 329.

Mpumep XVII

2-XNop-7-UMKNONEHTUNNYPUH-6-0H 1
2-6poM-7-LAKNONEeHTUNMYPUH-6-CH

SZyt BEzyt
i 2 ' El
0 — o —_—
HH I HH I
& - & s
C1l Br
1,0 r (3 MMOIE)
2-XNop-B6-6eH3MNOKCK- 7 -LUKNONEeHTUNNY pUHA
obpabaToiBaloT 25 Mn 30% -HOR

OpOMUCTOBOAOPOAHOR  KACNOTHI B YKCYCHOWR
kucnote. [lo WUCTeYeHWMKM OfHOro daca npu
KOMHaTHOW TemnepaType peakuMOHHYK CMEeCch
CrylialoT B BakyyMe W C MNOMOLBKO BOAbl W
rekcaHa pactuvpaloT B nopowoek. [lonyvyatoT
CMECb YKA3aHHblX LeneBblX NPOAyKTOB B
kadvecTBe TBepaoro Belwectea. MC (Cl): M+1
285, 283 1 241, 239.

Mpumep XVIII

1-MeTUN-2-XNop-7-UMKNONEHTUANYPKUH-6-0H 1
1-MeTUn-2-6poM-7-UUKNONEHTUANY PUH-6-OH

P P
Q@ mfk' 7

0,95 mn HogowmeTtaHa gobasnaAwT K 1.8 1
CMECKH  2-XNop-7-UUKNONEeHTUNNYPUH-6-0Ha 1
2-6poM-7-UMKNoNeHTUNNypUH-6-cHa M 0,38 r
rMAPoCKACK NTKa B 20 Mn guMmetundopmMamuaa
npuv Temnepatype 0°C. Yepes wuvac npu
KOMHATHOW TemnepaType peakUWuoHHYyH CMech
pacnpefensioT Mex(y CMechbio sTunaleraTa v
TeTparngpodypaHa B cooTHoweHnn 1. 1 n
pacconomM. OpraHu4eckde Ccnou crywawT B
BaKyyme W OCTATOK  o4UWalT  nyTem
drell-xpomatorpachd ¢ NpUMeHeHWeM B
kayecTBe anweHTa 3%-HOro aTaHona B
XNOpWUCTOM  MeTuneHe.  [onydawT  CMech
LeneBelX MNPOAYKTOR B KadecTBe TBepdoro
BelecTBa ¢ TOYKoW nnaeneHna 140 145°C.

Mpumep XIX

2-XNop-9-UMKNONEHTUNNYPWUH-6-0H K
2-6pom-9- LLI/IK.I'IOI'IeHTI/IJ'II'IypVIH-G-OH

K R

MoBTopstoT npumep XVIlI ¢ TOW pasHUUER,
yTo  2-xnop-6-6eH3nnoKcn-9-LNKNONeHT ANy RUH
nogeeprawt obpabotke OGpPOMWUCTOBOAOPOLHOK
KACNOTOW B yKCYCHOW KucnoTe. [lpn sTOM
nonyyawT CMecb LUeneBblX MNPOOYKTOB B
kadvecTBe TBepaoro Belectea. MC (Cl): M+1
285, 283 1 241, 239.

[Mpumep XX

1-MeTUN-2-XxNop-9-UMKNONEHTUANYPUH-6-0H 1
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1-MeTUN-2-6poM-8-UNKNONeHTUANY PUH-6-0H
o o
CH CH
> N > N
A A
c1 Br

MoetopaT npumep XVIIl ¢ ToA pasHULen,
yTO 2-XN0op-9-LMKNONEeHTUNNY PUH-6-0H [
2-6pom-S-uMKnoneHTUNNypKuH-6-04  NoggepratoT
obpaboTke MmeTunognacM. NpKy 3TOM NonyYawT
CMECH LieneBkIX NPOOYKTOB B KAaYeCcTBe TBepdoro
Bewectea. MC (Cl): M+1 299, 297 n 255, 253.

Mpumep XXI

B-amuHo-3-meTun-5-(N-(dheHunmeTn)TprudT
opaueTaMWHO)-NMPUMWANH-2,4-AU0OH

123 r (6 wmmonb) amwHa npumepa |l
pobasnawTt K cmeck 1,0 mn TpudTOpyKCYCHOrO
aHraprga U 10 MmN TPUTOPYKCYCHOR KMCNOTLI.
PeaKUWOHHYIO CMeCb HarpeBaloT ¢ obpaTHbiM
XONOOWNBHUKOM B TEYeHWEe HOuUWM, nocne Jero
OXMaK4alT, nojawT B XONOOHYW  BOAy,
nonyvaemMblid  ocafok cobupaloT, NpoMbIBaKOT
Bodgod W cywar. [lonyvatr 1,45 r uenesoro

coefnHeHns.  OpgHO  NATHO  COrMacHo

TOHKOCMNOWHOMH Xpomarorpadum. MC

(bombapgupoBka ObiCTpeiMK aTomMamm). M+ 342,
Mpumep XXII

1-meTnn-7-(peHnnmeTn)-8-TpudTOpMETAN
YpWH-2,6-a1oH

K 34 r (10 mmonb) TpudTopauetamuia
npumepa XXI B 50 mn gumetundopmammuaa
nobasnawt 2,7 r (50 MMONL) MeTunara HaTpus,
nocne Yerc peakuMOHHYK CMECh HarpeBakoT Npu
Temnepatype 130 150°C B TeveHve 3 4. 3atem
nodawT B BOOY, NOAKACHAKT, NonydYaembli
ocagok cobupawTt WM cywar. [Monydyator 25 r
LeneBoro coeMHeHMs ¢ TOHMKOWA nnasneHuns 211
213 °C. MC (Cl): M+1 325.

Mpumep XXIII

2-xnop-1-metnn-7-(cheHnnmetTnn)-8-tTpudTop
MeTUNNYPUH-6-0OH

10,0 r (31 mMmonk) TpUDTOPMETUNNYPUHA
npumepa XXII 8 100 mn xnopokvcu docdopa
HarpeBaloT C OB6paTHbIM  XOMOAWMNBEHWKCM B
TeueHwe 10 Y. MabbITCUHLIA peareHT yoansor B
BakyyMe W OCTaTOK pacrnpedensioT  Mexay
XOnNooHon BOOOW n aTUNaueTaToM.
OpraHM4ecKkMA CNoW  NPOMBIRAKT, cywaT U
pacTBopuTent  ydanawt. B peaynbrare
Xpomatorpad  Ha  OBYOKWUCKM  KPeMHWA C
NpUMEHEHUEM B KadYecTBe snweHTa 2%-Horo
MeTaHona B XNOpWCTOM MeTuneHe nonyyatoT 5,1
I UeneBoro coefWHeHWs B KadecTee
KOpuYHeBaToro TeepAoro Belwlectea. MC (Cl):
M+1 334.

Mpumep XXIV

(+/-)-2-(TpaHC-2-oKCKuLMKNoNeHTUNaMMUHO)-1-
MeTUN-7-(cbeHUNMeTUN)-8-TPUh TOPMETUNY PUH-
8-cH

Cmece 086 r (2,5 mmone) xnopnypuHa
npumepa  XXIII, 1,01 r (10 mMmmonb)
{+/-)-TpaHC-2-amuHoLMKNoneHTaHona 1M 0,8 mMn
(4,3 wMmone) TpumsTunamuHa B 10 MmN
auetToHWTpMna  HarpeBaloT ¢ obpaTHbIM
XONOAUNBHUKOM B TeMEHWE HoYW. PacTBopuTenb
yAandlT M OCTATOK pacnpedensioT mexay
BOOOW W sTunauetatom. OpraHWYecKMid Cnown
cyliar, pacTBOpUTENb YOANsoT W Nnonyvasmelid
ocTatoK  nogseprawT  XpomarorpaduM  Ha
OBYOKMCUM KpemHWs. B pesynbrate snwoauun
5%-HbIM MEeTaHONOM B XIMOPUCTOM METUNeHe

&

10

15

20

25

30

35

40

45

50

56

60

nonyvator 0,91 © UeneBOro coefduMHeHWs B
KauecTBe KOPUYHEBATOM EGIEE MC
(6ombapanpoBka ObicTpeiMKA - aToMamMu).  M+1
408.

MprmMep XXV

2-(1-OKCUMETUNLNKNONEHTUIaMUHE)-1-MeTIN
-7-(beHnnmeTnn)-8-TpudTOPMETUNNYPNH-G-0OH

[aHHoe coepuHeHWe nony4aloT B pesynbraTe
obpaboTtkm  xnopnypuHa  npumepa  XXII
nogxogswmM aMMHocnpToM. KopuyHeeartas
neHa; MC (Cly. M+1 422.

AHANOMM4YHO MONy4aKrT:

XXV A

2-(1-0KCU-2-MeTUN-2-NponunammHoO)-1-MeTirn
-7-(beHnnmeTnn)-8-TpndTOPMETUNNYPUH-6-0H B
kadecTee Oenoi nexel. MC (Cl): M+1 396.

Mpumep XXVI

2-[2-(2-HuTpounknonenTun)eTnl-1,3-anokca

c
Y
L+ o]
2 )
4]

1,8 mn (18,4 MMONb) 1-HATPOLUUKIONEHTEHA B
20 mn TeTparngpodypana gobaBngaioT K 33 mn
pacTBopa  UWHKOBO-MEOHOMO  peakTMBa B
TeTparugpodypaHe, NonydYeHHoro ua 56 r (23
MMons)  2-{2-Aogostun)-1,3-aMokcana, 1,58 r
NOPOLUKOBOro UuHKa, 1,9 r unaHuaa megn u 1,7
I XNOPWUCTOro nNWUTKHA cornacHo metody [1.
KHoxenda u gp. (J. Org. Chem. 1989, 54, 5200)
npu TemnepaTtype -78°C. Mo ucteveHnn 15 MUH
peakyUoHHYH0 CMEeCh HarpesakoT no
Temnepatypbl 0°C 1 NO UCTEYEHUWM OOHOTO Yaca
cHOBA OXNaXAAT A0 TemnepaTtypsl -78°C ©
A06aBnAlT 2 MN YKCYCHOW KUCNOTHl. 3aTem
HarpeBaloT 00 KOMHAarTHOW  Temneparypel,
JoGapnsaoT 15 MN CMecH YKCYCHOW KUCNOTEl U
0,1 N consHO#A KMCNOThl B COOTHOLUEHUA 1:2 1
pasMmelLMBalT B TeueHue ofHoro yaca. [locne
pacnpegeneHua  Mexgy SsThnauetaTtoM M
pacconoM OpraHWdeckmis cnol  crywawTt u
OYMLLEKOT NyTem Xpomartorpacrn Ha cunukarene
C NpUMEeHeHWeM B KaYeCTBE SMNIEHTa CMECK
aTUnaueTaTa W rekcaHa B cooTHoweHun 1:3. Mpu
3ToM nonydyatot 3,6 r (15,7 MMonk) Lenesoro
coedhHeHWa B Kadectee macna. MC (Cl): M+1
230.

Mpumep XXVII

1-OKCK-7-HUTpoDUUMKNO[3.3.0]okTaH

OH
P

-

0,1 r TonyoncyneoKUCnoTel gobaBnsAwT K
pacTeopy 3,8 I LeneBoro coefuHeHUs npumepa
VI B 200 mn cyxoro MertaHona. PeakynoHHyo
CMECH HarpesalT ¢ o6paTHLIM XONOAUNTEHUKOM
B TeueHve 6 4, nocrne dero oxnaxgawT Ao
KOMHaTHOW Temnepartypel, gobaenawt 0,1 1
OukapboHaTa HaTpWa W CrylwawT [0cyxa.
OcTartok pacTBOPSHOT B 60 MmN
TeTparngpodypana 1 30 mn 0,5 N conaHon
kucnotel.  Yepea 13w TeTparmgpodypaH
yoanswoT B BaKyyMe M OCTaToK pacnpeiensior
MeNay NpocTbiM - OWSTUNOBLIM - 3PUPOM Y
pacconoM. Cnoi awstunoBoro scwupa cywar
Haf, cynbatoM MarHua W cryllaiot. Monyyator
2,0 1 ocTaTka, KOTOpbIA pacTBopawT B 50 Mn
meTaHona W k pacrteopy Aobasnsior 0,14 1
OespopgHoro kapboHata Kanua. Yepea 7 M
pobaenawt 0,15 MmN ykcycHoW KucrnoTel W
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crywawt  gocyxa. [Monyvaemeld  octatok
PAacTBOPAIOT B NPOCTOM AWSTUNOBOM schupe U
NPOMbIBAKT pacconom. B pesynstate obbHMHOR
nepepaboTkia  cnos  gMatunoBoro  adupa
nonyvatoT 2,0 r uenesero coegiHeHus. MC (Cl):
M+1172.

Mpumep XXVIII

1-okeu-7-amnHobnykno[3.3.0.0kTaH

OH

MH
F4

2,8 1 ueneBoro coefiMHeHNs npumepa XXVl
pacTeopsaloT B 40 mn staHona, gobaendor 2 r
HWkens PeHea W rMapupyoT BOAOPOAOM MNOA
JaBneHnem npumepHo 4,22 Kriom?. Hepea 48 y
DOUNLTPYIOT  Ha  KW3enbrype W nonyYaemsiid
chuneTpaT crywawTt gocyxa. [lonyvatr 2,7 T
macna, KOoTopoe pacTBOPAT B MPOCTOM
JustunoBom acpupe. K nonyyasmomy pactBopy
JobaBnAlT  pacTBop  CYXOro  XNOpWUCTOro
BoAopoda B MeTaHone W Lenesoe cosivHeHns
cobupaloT B kadecTBe OeclLBETHOrO TBEpPAOro
BelecTtea. MC (El) M +141.

Mpumep XXIX

2-(1-okenbnymkno[3.3.0]
OKTUI-7-aMWHO)-1,8-OMMeTUN-T7 -(CheHUNMe TNy
PWH-6-0H

[
AN
17/ Z
LR
] l/cb\:/"
CH
3
H
P
N
HH
OH

Cmecs 10,8 r (60,7 ™MMOnb) UeneBoro
coednHeHma npumepa XXVII, 21,5 r (74,7
MMOIb)
2-Xnop-1-MeTUn-7-(heHUNMeTUN)NYPUH-6-0Ha K
40 w1 guusonponunstunamiHa B 35 MmN
1-MeTUN-2-Nupon1acHa HarpeBaloT 4o
TeMnepatypbl 140°C B TeueHue 64 4. [locne
OXNaXKASHWA peakuWoHHYK CMeCb NOZaT B
nepanyo Bogy. MNonyyaloT 22 r occagka, KoTOpbIA
ovMWAaKeT NyTem Xpomartorpadrn Ha cunukarene
C TMpUMEeHeHWeM B  KayecTBe  areHTa
XIOPUCTOrO MeTuneHa 7 aTaHona B
cooTHoWeHWK 90: 10. MonyyaT 14,2 I Ueneroro
COeMHEHWUA B Ka4ecTBe TBepLOro BellecTBa.
MC (CI). M+1 394.

Mpumep XXX

fuopoxnopua
1-okcu-8a-HWTpogekarngpoHadTanvHa

HO
H_ N

K pacteopy 12 r (51 wmonb) 8a-
HUWTpodekarmgpodgHaranuH-1-oha B 10 MmN
meTaHona aobaensoT npy 0°C 0,09 r Hatpus,
nocne Yero peakUuMOHHYK CMEChH HarpeBalT A0
KOMHaTHOM Temnepatypel. Yepea 30 MUH
[o0aBnAlT NPOCTOR AMSTUMOBLIA ahup U 1 N
conaHylo kecnoTy. OpraHu4eckmii cnoi cywaTt w
crywatoT. MNonyyaembld OocTATOK PacTBCOPSAIOT B
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50 Mmn sTaHona W K NonyYaeMomy pacTBopy
Jobaenawt 1,2 1 HUKena PeHesa 1 ruapupyroT
BOOOPOACM NpY Temnepatype 55°C 1 gaeneHun
npumepHo 4,22 Kr/om2, Yepea 24 4 pUnbTPyOT
Ha Kuaenerype W nonyyaemeld  dunstpar
cryLarTt Jocyxa. Monyvaemoe mMacno
pacTBopAlOT B NPOCTOM AMSTUNOBOM 3chupe,
nocne dero A00aBNAKT CYXOW XINOPWUCTLIA
BOOOPOL B MeTaHone WM LeneBoe coefMHeHue
cobupaloT B KavecTee BecupeTHore ocagka. MC
(ED:M + 169,

Mpumep XXXI

2-(1-okcnpekarngpoHadTanuH-8a-unaMmmnHo)-
1,8-guMeTun-7- (deHUunMeTun)nypuH-6-oH

[
E
VN
o I/c:t{/w
CH
3
H
| D—on,
M
HH H
1 0

[NoBTopstT NpuMep XXIX ¢ TOR pasHuUen,
4TO  UeneBoe coefuHeHwe npuMmepa XXX
nogeepratwt B3aNUMOAEHCTBUIO o
2-xnop-1,8-guMeTn-7-(peHUNMeTUN)NYpUH-5-0
HoM. MC (GomBapanpoBKa GLICTPLIMK aToMamMmn):
M +1422.

Mpumep XXXII

2B-aMUHO-2a-METUNLMKNONSHTaHON

A K 200 r (128 m™MMOmnb) CHOXHCIO
MeTunoBoro adupa 1-MeTUn-2-oKCULWKNONEHTaH
KapBOHOBOR KACNOThI B 800 MI
TeTparugpodypana nopunamu gobaenawT 40,7
(160 mmonk)
TpW-TpeT.-ByTOKCHanMUHOrMapuaa  nuTuA.
PeaKUWOHHY CMeCh NepeMeLLnBalOT B TEHEeHUe
1 4, nocne 4Yero pacnpeaenawT Mexay NPOCTLIM
AnaTunoBeiM - adupom KM 1,0 N congaHoi
KMCnoTol. lMocne CyLWwKkn K CryleHWd nonyYarT
CMNOXHbIA METHUMNOBLIA achup
1-MeTUMN-2-0KCUUMKNONeHTaH KapboHOBOWA
KMCMNOTHLI, B OCHOBHOM B Buae 1b -metun-2b
-OKCW-M30Mepa, B KadecTBe macna.

B. K crnokHoMy meTunoscmy  schupy
cornacHo ctagyui A. pobasnawT no 250 mn 1,0 N
TMOPOCKACK HaTpua M MeTaHona. Yepes 24 4
CryljalT KW OCcTaTtok pacnpedendioT Mexny
stunadetatom 1 1,0 N congHol KWUCNOTOM,
HACbIWEHHOR  XNOPWUCTBIM  HaTpuemM. [locne
CYLLIKK n cryleHuna nony4aroT
1-MeTUMN-2-OKCHLMKIIONeHTaHkapboHoBYO
KUCMOTY, B OCHOBHOM B BUAE
1b-meTun-2b-okcn-naomepa, B KkadvecTee
BNaXXHOMO TBEepAoro BellecTsa.

B. K 50 r (34,7 mmonb) kapboHOBOW
KWCNOThl cornacHo ctagmn B. pobasnaoT 3,68
(36,5 mmMonk) TpuaTMnaMmuHa KU 10,0 r (36,5
MMOnb) AudeHundhoccopunasmga B 100 mn
Tonyona. PeakyWoHHY0 CMeCk HarpesatoT npu
TeMmnepatype 80°C B Te4deHWe yaca, nocne vyero
el gawT oxnagktecs, nobaenawT 3,93 1 (36,5
MMONb) BeH3annoBOro cnupTa M HarpeBawT C
oBbpaTHLIM XOMOOWNBHUKOM B TedeHwe 18 u.
PeakuoHHOR cMecK JaloT oxnaxaaTbes, nocne
“erc CIywawT W pacnpedenawnT  Mexay
stunadertatom U 1,0 N BukapboHaToM HaTpus.
Mocne cylwkM W CrylweHWa nonydvarT Macno,
KOTOpOe  MoABepralT  xpomarorpacduM  Ha
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[JBYOKWACU KPEMHWSI C NPUMEHEHWEM B KauecTBe
3MOeHTa CMecH NPoCTOro AWSTUMNOBOrD 3chupa U
rekcaHa B cooTHoweHum 1:1. [pu  sTOM
nonydatoT
2a-MeTunn-2b-(theHnnmeTokcnkapboHNamMmMHO)L,
WKNONeHTaHon B Ka4vecTBe mMacnha.

r.. K 25 r (10,0 wwmone) kapbamara
cornacHo ctagun B. goGaenawT 0,6 1 10% -Horo
nannagva Ha yrme u 150 mn mertaHona u
peakUWOHHYI0 CMech TMAPUPYIOT BOACROAOM NcA
JaeneHuem npumepHo 4,22 kr/icm2. Yepea 2 v
DUNETPYIOT KU crywawT. [pyu aTOM nonyyaloT
2b-aMmuHo-2a-MEeTUNUKUKITONEHTAHON B KadYecTBe
mMacna.

Mpumep XXXV

2-(2b-okcu-1b-MeTUunUUKnoneHTUNamMuHo)-1,8
-OUMETM- 7 -(PeHUNMETUM)NY PUH-6-0H

K 110 r (9,6 Mmonb) amumHocnupra no
npumepy  XXXII w275 (9,6 mMMonb)
2-xnop-1,8-gumeTin-7-(eHrunmMeTunnypuH-6-o
Ha pobaenAwT 5,0 1 N-MeTUneHnMpponManHoHa
n 5,2 r gunaonponunatunaMmmHa. PeakunoHHYIo
CMeCb  HarpepaioT B aBTOKNaBe  Mpu
TeMmnepatype 140°C B TedeHue 40 4, nocne
Jero el galT oxnaxgaTsCs W pacrnpenenstor
Mexdy sTunauetatoMm W BoAoA. B pesyncTtate
CYLUKA W CTYLWEeHWa NomyyalT macno, KOoTopoe
noAaBepralT  XpomaTorpachui  Ha  ABYOKUCK
KPeMHUA ¢ NpUMeHeHWeM B KajyecTBe aMoeHTa
4%-Horo meTaHona B XNOpPUCTOM MeTWneHe. |_|pl/l
3TOM MonyyalT UeneRoe coefuHeHWe B
KavecTee neHsl. MC (6ombapauposka BbICTpbIMU
aTomamn): M + 1 368.

AMHHOCIUPT no npuMepy XXX
obpabareiBaloT  aHanoryHo ¢ NOAyyYeHWeM
2-(2(R)-oken-1({R)-meTnnumknoneHTunammHo)-1,8
-OUMETN-7 -{PEeHNNMETUM)NY PUH-6-0Ha B
kavecTee neHel. MC (6ombapauposka GLICTpbIMK
aTomamn): M + 1368.

AMHHOCTIUPT no npumepy XXXV
obpabaTbiBaloT  aHanorMyHo ¢ NOMyYeHWeM
2-(2b-oKken-1b-meTunyuknorekcrunammHo)-1,8-am
MeTUM-7- ((PeHUNTMEeTUN)NYPUH-6-0Ha B KavecTBe

NeHb!. MC  (bombapaupoBka  ObICTPBIMK
atomamn). M + 1382.

PapmalgBTV4eckie npenapaTbl

C MOMOLLIH noaxoAadLiero

hapMaLeBTUHECKOTO HOCUTENSA COSOWHEHMS
BbllenpuBedeHHbIX dopmyn () u (I mMoxHO
nepeBoAnTb B hapMaLeBTUHECKYIO KOMMO3ULMIO,
NPUrogHyo AnA napeHTepansHOR MNu opansHOR
annnukaumn. Takve dapmaLeBTUHeckne
KOMMO3MLMW  MONesHel ANA  [1eYeHus
cepaeYHO-COCYANCTLIX W NEroYHbIX HapyLUEeHWA,

TAKWX  KaK, HanpuMep, TrUNepTeHaus  u
OpoHxocyKeHne.

[HeBHaA shpekTBHaNA
aHTUrMNepPTEHCUBHASA nosa (34 50)
npeanaraembix COeMHEHWIA TUMWYHO

cocTaBnAwT npumepHo 1 100 mr/kr Beca Tena.
Ora AHeBHas A03a MOXeT AaBaThca B OAWMH UNK
Heckonbko npuemoB. Tpebyeman Jos3a MoXKeT
ONpPeAenATECA BPaqYOM B KAKAOM KOHKPETHOM
cny4dae W OHa 3aBUCUT OT HECKONbKUX W3BECTHbIX
hakTOpOB, TaKWUX Kak, HanpuUMmep, BO3pacT, Bec
W cocTOsHWE nauneHTa. OBLIMHO ANA NeYeHus
rMnepTeHavm unm 6poHxocyKeHus
npednaraeMmoe coefMHeHWe JalT nayveHTam B
eOWHWYHBIX  Jo3ax npumepHo 10 500 wr,
KoTopble OObIMHO AAT HEeCKOMBKO pa3 B AeHb,
Tak yro obllas AHeBHas Ao3a COCTaBnsaer
npumMepHo 10 2000 mr.

Komnosuumnn cornacHo 13obpeTeHuUio MOXHO
annnuuMpoBaTe OpancHO WNK napeHTepanbHo.
TUNUYHEIMK  BNPLICKMBASMBIMKM  Npenapatamin
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ABMNAKTCH PACTBOPLI U CYGNEH3UN, 8 TUMMHHBLIMK
opanbHLIMA NpenaparaMi SBNATCH TabneTku,
Kancynu, cuponbl, CyCneH3nn 1 SNUKCUpLI. Takke
BO3MOXHbl MeXaHW4YecKrne CUCTeMbl annnhKaunM,
HanpuMep TpaHcgepmarbHble KOMMOO3WUWA.
TUNMYHBIMKY NPUEMIEMEIMIA
dhapmaleBTUHECKMI  HOCUTENAMWM  Ans
NEUMEHEHUA B BbILLEYTOMAHYTLIX KOMNO3ULNAM
ABMNAOTCH, Hanpumep, caxap, Takoh Kak,
HanpuMmep, NakTosa, caxaposa, MaHWT, copbuT,
Kpaxman, Takod Kak, Hanpumep, KyKypysHbiiA
Kpaxmarn, Kpaxman W3 TanuokW, KapTodenbHbIl
Kpaxman, uennornosa U ee NpouaBoaHEle, Takue
KaKk, HanpuMmep, KapboKCUMEeTUNUEennnoab
HaTpug, STULENMoNo3a U MeTUNLennonosa,
chocchat  KanbUus, Takol Kak, Hanpumep,
chocchatr aukanbums, coccaT TpuKanbLmE,
cynepatr  HaTtpud, cynedat  Kanbuus,
NONMMBUHUNNMUPPONWAOH, NOMUBUHWNOBLIA CNKPT,
cTeapuHoBasd KicnorTa, cTeapartbl
WenoYHO-3eMeNbHBIX  MeTannos, TakWe Kak,
Hanpumep, cTeapar MarHis KU cTeapar Kanbuus,
pacTUTeNbHbIE Macna, Takue Kak, Hanpumep,
apaxucoBoe  Macno,  XMIOMKOBOE  Macno,
KyHXKyTHOE macrno, OnNUBKOBOE macno,
KYKYPY3HOEe Macno, HeWMOHOreHHble, KaTWOoHHLbIe W
AHWOHHLIE MOBEPXHOCTHO-AKTUBHLIE BELLECTRa,
nonuMepsbI STUNEHIMKUKONS,
OeTa-LMKNOASKCTPUH, CMMPTbI KUPHOMC paga,
rMAOPCNM3oBaHHbLIE  TBepdble  BellecTBa M3
3EpHOBLIX  KyNbTYpP, MNPOYME  HETOKCUMMWHbIE
NepeHocUMble  HanCIHWTENW,  CBA3YIOLME,
obecneqvBalolne Oe3UHTEerpaluio  BELLECTR,
OydepHble BELLECTRA, KOHCEPBAaHTHI,
AHTUOKUCITUTENN, CMa3ouHbIE BellecTBa,
BKYCOBble  BellecTBa W TOMy NOAOOHble

BelwlecTea, OOBIMHO  MpPUMEHsSEMblE B
hapmMaLeBTUYECKUX KOMMO3WULMSX.
Mpeanaragmble  COefAMHEHUS  OBbLIMHO

cogepkarcs B hapMaLeBTUHECKUX KOMMNO3ULIUAX
B TepaneBTWYecKn 3pdheKTNBHOM KOMYECTBE.

B tabn. 1 ¥ 2 nprBOOATCA TUNUUHBIE
npUmepsl oparsHon ] napeHTansHoH
KOMMNO3WLKMK,  MNpudeM  nod  TepMUHanom
"akTMBHOE BellecTBO" NOHUMaeTca nwboe
coedMHeHWe npueedeHHOR obwel dopmbl (1)
unwn (IN.

[aHHEle Kancybel MOXHO NPUroTOBNATH
cnegylownM  0bpasoMm. AKTUBHOE BeLecTBO,
NaKTo3y W KYKYPY3HbBIA Kpaxman nepemellvMBalT
[O  TOTOBHOCTM W NonyYyaembld  MOpoLUOK
CMEWMBAKT €O CcTeapartoM MarHua  npu
pasmellMBaHuK. Nonyvyaemyko CMECh BKMKOHaT
B Kancynu u3 TBepAol XenaTWHsl NOOXOAALLIMX
pasmepoB.

JaHHble TabneTkm NPUroTOBNAOT
cnegylownM obpa3oMm. AKTMBHOE BeLecTBO U
NaKkTo3dy nepemeLlvMBaloT A0 TOMOIeHHOCTH.
MeHbluee KONMWMYECTBO KYKYPY3HOro Kpaxmana
CMEWMBAKT € BOJOA W nonyYaeMylo nacty
[o0aBnAlT K CMEecKM aKTMBHOMO BellecTBa W
nakTossl W pasMelnealT Ao obpasoaHUs
pPaBHOMEPHOW BMNaXHOW Macchl, K KOTOPOH
pobasnsawT ocTaToqHoe KONW4ecTBO
KYKYpPY3HOro Kpaxmana. [lonyyaemylo  maccy
nepeMelLMBanT 40 0OpasoBaHWA PaBHOMEPHBIX
rpaHyn, KOTOPblE W3MeneYalT MpY  NOMOLLW
BLINMOMHEHHOMO W3 HepXapelwLler ctanu cuta
BEMMYMHOR o©TBepcTMA npumepHo 0,64 om.
Monyyaemele rpaHynel cylwar Ao Kenaemoro
BnarocoJepxaHna B noaxodswed cywnnke,
nocne dYero rpadHynbl  M3MenevawT  nyTem
NponyckaHWa  Yepea  BLINCMHEHHOEe U3
HepXaBeloWweh  cTanu  CUTO  BeNMYUHOH
oTBepCTUA 16 mMell. [lonyyaemble rpaHynsl
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BpabaTLIBaloT B gTeapart MarHus U nonyyaemyto
CMecb MpeccyloT B Tabnetkn Kenaemoi
KOHGbMrypauuu, TONWMWHbI U TBEpAOCTY.
BnpbickMBaeMbIid pacTBop Mr/mn
AxkTneHOe BewecTeo 500

CROXHLIA METWUNOBLIA achup
©-okcubeHsolHoW kucnoTel 0,80
CRoXHLIA NPONUNOBLIA achup

6-okcubeHsoliHoW kucnoTbl 0,10

AueTtaT guHaTpua 0,10

MoHornapat NUMOHOKKCNOTEl 0,08

HekcTposa 40,0

MpurogHaa ang enpsickkeaHwa soga go 1,0
M

OaHHLIA pacTBOp NPUrOTOBNSAKT CreayoLnmM
obpaaom. CnoxHble spupbl P-OKCUBEH3IOAHOR
KMCNOTEl  pacTBOPAKRT B YacTW BOAbl MpwU
Temnepatype npumepHo 60-70°C W nonyyaembli
pacTBop  oxnaxpawt  go  20-30°C. B
nofyvYaeMcoM  pacTBOPE  pPACTBOPSAKT  BCe
ocTaneHble gobaBkd, a TakKe aKTWUBHOe
BellecTBo. [lonyvaemblid pacTBOp AOBOAAT A0
KOHEYHOro obbema, PUNLTRYOT Jepes
CTEPUNUAYIOWYIKD MeMBpPaHy K HanonHAwT B
CTEPUNBHLIE EMKOCTH.

Buonoriyeckas akTWMBHOCTE NpegnaraemMblx
NMPOU3BOAHBIX NOMULMKNUYECKOrOo ryaHuHa

Mpeanaraemble coemMHeHWA NOMesHbl AnA
TOPMOXeHUA chocoanacTepas. MaBecTHO, YTO
3TM  SH3UMbI  TWUOPCNW3YIOT  MoHOodochar
LUuKnudeckoro ryaHosuMHa (ganee: "Maoul™ B
rmagkord Mbllue. BoICokWA  ypoBeHs Myl
obycnaenueaet penakcaumio COCYANCTOMR
rmagkoi mblWwysl, bnarogaps Yemy gocturaeTcs
CHMXEHME KPOBHAHOIC AaBreHud. Takum
obpasom, npegnonaraeTtcs, YTo B pesynsrarte
TopMOXKeHna docdognactepas ypoBeHb MPul B
Mbllulue  nmbo  coxpaHseTtcda,  nubo
YBEMUYMBASTCH, YTO OTPAXAETCH HA KPOBAHOM
OaBnNeHnn B CTOPOHY CHUXKEHUS.
AHTUMMNEPTEHCUBHYD — AaKTMBHOCTL  in Vivo
onpefenslT  opanbHO  Ha  CNOHTAHHO
TMNePTEHCUBHEIX KpbIcax.

TopmoxeHue coctoanacTepas in vitro

CnocobHOCTE Npednaraemblx CoeguHeHWRA K
TOPMOXEHUIO ABYyX chocdhoamsctepas, KoTopble
TMAPCAN3YIOT Moyl onpeaensanaco
crnegdyownm obpaaom. MNepBLIA 3H3IWM, TO eCTb
33BUCHLLAA  OT KanMOZynWHa KansuMs
chocchoamacTepasa (panee: "KKa-o02™,
npedcraenaeT cOOOR YacTUYHO YWCTEIA 3H3WUM,
NoMyYeHHLIA M3 NPOOYKTOB  TOMOreHW3aLuMm
a0PThl KPYNHOMO pOraTore ckoTa ¢ nocneaylowei
OMUCTKOW  2-ANSTUNAaMUHOSTWN-LEenniono3ckH K
adUHHOW xpomaTorpadneid Ha kanmagynuHe.
OTOT  9H3MM  MHOMOKpaTHO  aKTHMBMPOBAaH
KanMoZynMHOM  KanbUMA W NPOABMNFET
CenekTMBHOCTL Ana MU, XoTa OT MOXKET TOXe
rTMOPCMM3oBRaTE  MOHOOcMAaT  LUKNMYECKOoro
afeHo3nma. Bropo# SH3UM, TO ecTb
chocchoduscTepasa Moyl {danee:
"Meuylr-e03a"n, npegctaenaeTt coOoir
FTOMOMEHHbIA  3H3WM, NOMNYyYEeHHbIA M3 Nerkux
KpyMmHOro  poratoro  ckota ¢ Nocrnegylower
OYMCTKOA  MOHOOOMEHHOW  XpomaTorpacren,
rene-punetTpaymMein M UeHTpUdyrnpoBaHMeM ¢
npUMeHeHuenM rpagueHta caxapoabl. [daHHbIA
3H3WM NPOABNAST BLICOKYH CEMEeKTUBHOCTL AnNS
Moyl lMpodyKTel  romoreHusaui — aopThl
KPYMHOro poratoro cKota npedctaensaloT coboil
nepBUYHbIE KyNbTYpbl aopTanbHbIX
3HOOTENWANEHBIX KNEeTOK W KNeTOK COCYAUCTOR
rMagKkor  MbelUbl  KPYMHOrO  poraToro  cKoTa,
KOTOPbLIE COAEPXaT BH3MM CO CBOWCTBAMM, OYeHb
NoJo6HEIMK N303UMY NErKuX.
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WcenegoraHna QCYLecTBNANMCEL G
npuUMeHeHMeM aBTOMaTHUYEeCcKOro nMNeToYHoro

annapata Mapku Buomek.  Wccnegyemele
coeMHEHNS pacTBOPANACH B
ONCTANMUPOBAHHOMA BOOS nnu

aMmetuncynedokenae 1 paabaBnanncs
10%-HEeIM gumeTuncynsdokenaomM. CoeguHeHns
NPEUMEHANUCE B PaafMYUHBIX KOHUEHTPaLMaX,
TUMUYHO B KOHEYHBLIX KoHueHTpauuax 0,1, 1,0,
10 ©n 100 MKMOMNbL COOTBETCTBEHHO B log
BpemeHHble WHTepBansl. [lpobbl coaepxani
cnegywlne UHrpegueHTsl: 1 MKMonb 3H-M¢LLF B
kadecTBe cyberpara, 50 mmonb Tpuc-HCI, pH
7,5, 5 MMonb xnopucrtoro marHua, 0,5 mr/mn
WenodHol dhocthaTasbl M3 A48 amen, 0,1 MKMOnb
KanMmogdynuHa M 1 MMornb XNOPUCTOro Kansums
(Tonbke B cnyyae KKa-$®3).

AHanmabl WHULMMPOBANNCH nyTem
nobapneHns sHavma W npekpawannucb nyTem
aobaeneHus 10 MMOnNb

N300y TUNMETUINKCaHTWHA,  ABRMAIOWErocs
uHrbutopom  docchoamascTepassl. AHanMabl
OCYLUeCTBNANWCE B TeyeHWe 25 MWH npu
KOMHATHOW TemnepaType [Ans A0CTWKEHWS
5-10%-Horo  ruaponuaa  cyberpara.  3artem
oTpyUaTeNsLHO 3apaXeHHbld cybcTpaT oTAensaoT
OT ryaHo3WHa NyTeM CBf3biBaHWS C aHWMOHWTOM
MapKn AG1-X8 ] nocneayrLwero
LeHTpudyrmposaHusd  unu  unbTpauun.
CopepxaHne npodykra conpefensnock MyTem
CLWHTUANSLMK, NPU KOTOPOW oOnpelensnuch
oTcueTsl B MUHYTY (cpm) ocTaBllerocs

pacTBOPUMOro BelecTea. Mpu 3TOM
TOPMOXEHWe  ONpeaensanoce  COrmacHo
YPaBHEHUIO!

[MpoueHT TopmMokeHuA100-[(cpm

vuccnenyemore coeuHeHus ) (Cmp KOHTPONBHOO
onsita) x 100]

AKTUBHOCTE  MCCredyeMoro  coeguHeHus
xapaktepuayetca aHadeHweMm KT 59, TO ecTb
KOHLUEHTpaUKWer, Heobxoaumoid ans 50%-Horo
TOPMOXKEHWSA aKTUBHOCTK 3H3Wma. Pesynbtarhl
[AaHHOro onbiTa cBedeHbl B Tabn.3.

AHTUrMNEePTEHCUBHAas aKTUBHOCTL Ha KpblCax

CnocoBHoCcTE NpegnaraemMblXx CoOegUHEHWA K
CHWEHUIO KPOBAHOrO AaBneHWs in vivo
onpefenanack Ha CO3HaTElNbHbLIX CNOHTAaHHO
TMNepTEeHCKMBHBIX  caMuax-Kpblcax BO3pacToM
16-18 Hef, B MOMEHT aHEecTeaun MpocThiM
ANSTUNOBLIM 3hUPOM. B BEHTPArbLHYI0
XBOCTOBYID apTepuio BCAMNach NonuatuneHoeas
Tpybouka, npuyeM KPOBAHOE faBreHue U
Jacrora cepauebueHns permcTpupoBanack
naBecTHeIM 06pazom (cM. Hanpumep, Baym, T. 1
ap. J. Cardiovasc. Pharmacol. tom 5, ¢
655-667, 1983). Kpbickl nomewlandcs B
UANUHOPUYECKME MNAcCTMacCoBLIE  KNETKW, B
KOTOPbIX OHW OLICTPO NPUXOOWANK B CO3HAHWE.
KpoeaHoe pgaeneHue K vacTota cepauebueHus
crabunuanpoBanuce npumepHo 3a 90 MUH Oo
Jadvu uccnegyemMoro coeuHeHus. CoeuHeHud
JaBanucbk opaneHC B BWMOe PAcTBOPOB WNA
CyCneH3auniA B 0,4%-Hoi BOLHOMK
MeTunuennonose npeu NoMoLL 1 Wrmel.
Mcecnegyemoe coeguHeHne wnu 0,4%-Has
BOOHAA METUMLENMoNo3a B Ka4ecTBe KOHTPOMA
JaBanuce Nile B KonudectBe 4 MM HA KM
KpbiCaM, KOTOPBIM HEe Jasanu Ny B TedeHue
HOUM. AKTMBHOCTL MCCreayemMoro coefuHeHnsd
XapaktepuayeTcq  CHWXeHWeM  cpedHero
KkpoBsHoro paeneHna (CKO) B mMm pT. cT.
BblablBagMele  MccnegyemeiM  CoOedUHEHWEM
W3MEHEHUA CPaBHUBANWCL C U3MEHEeHWAMU,
HabnwaaeMbIMn npm OCYLLECTBNEHUA
COOTBETCTBYIOLLEro KOHTPOMEHOIO OMbITa.
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dopmyna uzobperteHus:
HpOI/IE!BOﬂ,HbIe NONMMUMKNMYEeCKoro ryaHmHa

oBLWKMX hopmMyn
J /Rz
1
R
| %’
Py
M/
o
R CCH_7>
-I Z n
b
R d
[
J
1
R

roe J kmcnopog wnu cepa;

R1 Cq Cgankun, HesaMeleHHBIA K1nn
3aMelleHHbIA (DEeHUNoM;

R2 Bogopod, Cs Cr-umknoankwn, Cq -
C ganknn, HesamelleHHbIA UM 3amelleHHbIR
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hEHUNOM NN HAMDTUIOM, KOTOpbIE MOryT BbiTb
3aMelleHbl  OOHWM  pafukancMm M3 Tpynnel,
BrNouaolWed ranomp U Cq - Cy-amnKkokcw, unu

rpynnoA

,H\ —
. N 0O KW -{"" A" .
Q- -

mynna -(CHo)yy-OCCR* roe m  uenoe
umerio 1 6, a R* Cy Cankmn;

R3 Bogoped, ranowa, Cq  Cg-ankunTuo,
C, - Cgankun, HeoBa3aTenbHo 3aMeLleHHbIl
MMOPOKCUIOM, deHun, aMUHOCYNBCHN,
kapbokcun, G Cg-ankokcukapboHun,

R?, R®, R® 1 RY HesaBWGHMBI ApYT OT Apyra,
gogopod, Cq Cg-ankumn, Cz Cr-LMKnoankvn u
cernn, unu (R 1 RY), urm (R® u RY, unw
(R by R® MoryT OONONMHWTL HAachIWEeHHoS
KonbUoO, MMelowee 5 7 aToMOB yrnmepoga, unu
(Rau RbY u (R® u RS BmecTe gcnonHsaioT no
OOHOMY HachIWeHHOMY Konelo ¢ 5 7 aTomaMu
yrmepoga, a aTombl yrmepoda MoryT ObiTb
3amelleHsl  ogHuM  Cy  Cg-ankunom  unu
C 1 Cs-ankoKcrkapBoHWUNOM, B aNKWIEHOR YacTK

WNK Ke HacLILEeHHOE KonbUOo MOXET WMeThL OBa
CMENKHBIX aToma yrnepoga, KoTophle ABNSHTCS
HacTbO nNpucoeanHEeHHOro CbEHVIJ'Ia;

nowunn 1.

2080322 C1

RU



¢c¢ccc080<¢ N

0]

Tabnuua 1

Kancynel Coaepxarve, Mr
aKTWBHCe BeLWecTBo 250,0 125,0
nakToaa 173,0 86,5
KYKYPY3HEIR Kpaxman 75,0 37.5
creapar MarHus 2,0 1,0
BCEIo 500,0 250,0
Tabnuya 2
TaGnetku Conepxanue, Mr
AKTUBHOE BELECTBO 250,0 1250
nakrosa 161,0 80,5
KYKYPY3HbIA Kpaxman 12,0 6,0
Boga (Ha 100 TabneTtok) 120 mn 60 mn
(ynapweaetcs) (ynapueaeTtca)
KYKYPY3HbIA Kpaxman 75,0 375
cTeapaTt MarHus 2,0 1,0
BCEIo 500,0 250,0
Tabnuua 3

AKTWBHOCTb NPOU3BOAHbLIX NONWLMKIMYECKOTO IYaHWHa BbllEeNpUBEAEHHbIX
obwmux hopmyn (u (1)

J 2 J 2
Rt ] R
3 NN 3
/lll />~R ;&I >—R
R°— (CH ) " R4 (CH) CR®
D R® Z )
R“\“ (1) <R (1)
OOE KTsg AHTUIMNEPTEHCUBHAA aKTWBHOCTL
CoenunHeHWe KKa, Mabur, [osa nccnegyemoro CHuxeHne CK[,
npumepa Ne MKMOIb MKMORb COefNHEHWS, MM PT.CT.
MKMONb/N
1 0,3 0,4 25 30
3 0,1 1,4 25 22
9 086 0,2 25 36
10 03 1,0 25 45
12 02 0,2 25 38
14 0,3 0,9 25 20
16 01 3 25 23
19a 3.0 0,3 25 40
20 0,04 0,4 25 6
21 33 0,4 25 20
22 0,2 0,2 25 15
28 0.2 0,2 25 19
34 01 0,1 25 40
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MponomxkeHne Tabnuuybl 3

®OE KTsy AHTUTUNEPTEHCUBHAA aKTUBHOCTL
CoefnHenue KKa, Mbwur, [Josa uccnegyemoro CHikeHne CKQ,
npumepa Ne MKMO/Tb MKMONb coeuHEHUA, MM PT.CT.
MKMQnb/n
35 04 0,3 25 41
34a 0,3 0,8 25 58
39 0,1 0,1 25 40
41a 0,2 0,1 25 67
10 52
5 45
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