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MaobpeTeHne  CTHOCKMTCA K HOBbIM
NPOM3BOOHBIM  NeprngpoMaouMHgona  obulenr
copmynsbl (1), B KkoTOpoA cumBonkl R
WOSHTUYHBIE W NPeAcTaBNAT  pagukans
cheHuna, 3amMelleHHble B cnyJvae
HeoBXoauMOCTH atoMom ranoreHa unu

pajuvkanoM MeTuna B NONOXEeHWM 2 unu 3,
cumeon R npegcraenaeT paguvkan deHuna,
3amelleHHBIR B cnydae HeobxoguMocTM B
nonoXeHun -2 pagukanoMm  ankuna  unu
ankunokcy, cofepxawym 1 Mnu 2 aroma
yrmepoda, cumeon R" npepcraBnger arom

dhropa MKW  pagukan rmgpokclk, cumeon R™
npedctaeBnfeT arom BOAOpoOda, WKW xe
cumBonel R" u R"™ npepcraeBnaiTt pagukank
rMOpoKcK, unu ke cumeon R" obpasyetr ¢ R
oBfiab M cimeorn R © npegcTaBngeTr arom
BOOOPOda WNK  NpedcTaBnaeT  3alWWUTHLIA
pagukan, a Takke WX COMW, KOorda OHW
CYLLECTBYHOT, W WX nonydveHue. [pogykTsl Mo
M3oBpeTeHUo ABMNAKOTCH MPOMENKYTCOUYHBIMU
COSOVHEHUAMW CUHTE3a ANA  NOMyYeHUs
NPoWU3BOAHbIX, oOnajaloux aHTaroHUCTUYECKOR
aKTMBHOCTBLI OTHOCUTENBHO BelwecTea P. 3 C. 1
4 3.n. d-nbl, 1 1Abn.
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{67) Abstract:

FIELD: chemical industry. SUBSTANCE:
present invention concerns perhydroisoindole
derivatives of general formula () wherein R
symbols are identical and are phenyl
radicals substituted optionally by halogen
or methyl in position 2 or 3, and R" is phenyl
substituted  optionally in  position 2 by
alky! or alkoxy containing 1 or 2 carbon
atoms, R” is fluorine or hydroxy, and R* s

hydrogen or R* and R"™ are hydroxy, or

R forms bond with R”, and R® is hydrogen or
protecting radical, and also salts thereof
when they are present, and preparation
thereof. Intermediate synthesis compounds
for preparation of  derivatives having
antagonistic activity with respect to
compound P. EFFECT: improved properties of
the title compounds. 8 ¢l, 42 ex, 1 thl
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OTHOCUTCA K HOBbIM
nepruaponsonHgona  oblei

WNaobpeTteHne
MPOU3BOOHLIM
chopmMy bl

R (I>

B KOTOpoW paaukansl R, WASHTU4YHBIE,
O3HavaloT pagukan ceHWna, 3aMmelleHHBId B
cryyae HeOBXOOMMOCTW aTOMOM ranoreHa Wnu
pagukanom mMeTinl B NONoxeHWK 2 1unu 3;

pagukan R' os3HavaeT pagukan eHun,
3aMelleHHBIW B cnyyae HeobXOOMMOCTM B
NONOMEeHUU -2 PaguKanom ankun WUN ankoKcH,
copepXawum 1 unn 2 atoma yrnepopa;

pagukan R" osHadaeT atom hTopa wUnu
pagukan rugpokcu, M pagukan R™ osHavaer
aToM BOLOPOAA, UMK XKe

pagukansl R" W R"™ o3HavaloT pagukans
TMOPOKCH, UK Ke

pagvkan R" o6paayeT ¢ R" cBA3b,

W pagukan RO oanauaeT atom BOZOPOAA MK
3alMTHLIA pagnkan,

a TakKe K UX COMAM, KOTopble NPeacTaBnaT
cOOOA NpoOMexyTodHble coedMHEeHUMa ansd

nonydeHws  Npow3BoaHbIX,  obnapaoumnx
AHTAroHUCTUYECKOH aKTUBHOCTEIO OTHOCUTEMBHO
BelecTea P.

B esponelickoi 3afeke Ha nateHT EP 430771
Bbinm onuncaH.l NpCoU3BoAHbIS
NepruaponsonHAoNOHa OPMYIIbI:

- -
R
M
R
O

B KOTOPOHW pagukansl R osHaualoT Bogopos
MnKM obpaayloT BMecTe CBA3b, a pagukansl R
O3Ha4alT pagukansl deHun, B cnydae
HeoBXoaUMOCT K 3amelleHHble, KOTOpbIS
npeacTaBnAwT coboi NPOMEXYTOYHbIE
coeanHeHus ans nonyyeHus
NeprupoU3oUHOONCHOR G aHTaroHUCTHUYECKOR
aKTMBHOCTBID OTHOCWUTEMBHO BellecTBa P (cM.
eBponerckas 3agBKa Ha naTteHt EP 429366).
OpgHako  STM NPOMU3BOAHLIE B OCHOBHOM
NPOSBNSOT AaKTMBHOCTb B TecTax Ha
CBA3bIBAHWE, WCNOMNB3YILWKMX  roMoreHaTkhl
fonbWOro  Moara Kpbicbl, W OBHapyXWBaKT
MeHbLLIYIO aKTWBHOCTb B TECTaxX Ha CBA3bIBAHWE,
WUCNonNeB3yoLWMX NMobnacTyeckue KynbTypbl
KNeToK YenoBeka.

B nateHte CLIA 4042707 onucaHbl
NpoWsBOLHble W3oWHAONA obLWel hopMyrbl:

C H
E 5

—R

UMelLLMe aKTUBHOCTE OMUs. OTW NPOOYKTh
He UMEIOT akTUBHOCTWM OTHOCUTEMLHO BellecTBa
P " coBepLUeHHO HenprroaHkl KaK
MPOMEKYTOUHbIE COSAWMHEHUS.

B obwel cdopmyne (1), korma R umeeT B
KayecTBe  3aMecTUTens  ranoreH,  SToT
nocnedHWA MOXHO BelBWpaTh cpeau xnopa unu
chTopa.

3alMTHLIA pagukan RO MOMET
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npedcTaBnATE  MoBYH  3alUUTHYIO  rpynny,
COBMECTUMYIO B aMWHC W ero BBedeHWe U
yaaneHuwe He W3aMeHAeT ocTaTka Monekynsl. B
Ka4yecTBe MNpUMepa MOXHO Ha3BaTb [Pynnbl
ankunokcukapboHun, ©eHsunokcukapbonun,
OeHaun, B crnyYae HeobXxoaMMOCTW 3amMellleHHbIR,
chopmMmn, Xnopaudetun, TpUXnopaueTun,
TpucbTOpPaLETAN, BUHWNOKCUKapOOoHMN,
cheHokeuKapBoHWn, 1-xnop-aTokcuKapGoHWU U
XnopkapGoHun.

Kpome Toro, npoayktsl obwer cdopmynel (1)
WMEIoT pasfnyHble OpMbl CTEPEON3OMEPOB,
camo coboli pasymeetcs, UTO pauleMuyeckue
hOpMbl K CTepeon3oMepHble OPMbl CTRYKTYPbI:

(Tar

R

a TakKke WX cmecu Bxogar B obbem
HacTosiWero wua3obpeTeHWs. B 4vacTHoCTH,
NPOM3BOOHBIE  NeprugpouscuMHgona,  AnA
kKotopbix P" = rugpokcn unm dtop o R™ =
Bodopod, B chopme (3aS, 45, 7aS) B UMCTOM
BUIE, WM B BWOe pauemMudeckor cMecu (3aRS,
4RS, 7aRS8); npowseBogHble nNeprnapovsonHaona,
Ana kotopelx R" 1 R™ osHadatoT rmgpokcy B
chopme (3a8, 48, 58, 7aS) B uncTom BULE, UK
B BMAe pauemMudeckoin cmeck (3aRS, 4RS, 5RS,
7aRS8); NpouaBogHble NepruaponacuHaona, 4na
kotopbix R" obpasyer ¢ R"™ cBasb, B cdopme
(3aS, 7aR) B uwctoMm BWMOe, WK B BKUAE
pauemMndeckoi cmeck (3aRS, 7aRS).

CornacHo n3obpeTeHuo nponaBofHoe
neprugporacuHgona obwen hopmynel (1) MOXHO
nonyyats [OelCcTBMEM  MeTannopraHUYeckoro
coegMHeHns oblwen dhopMynkl:

R'-M (Il

B KOTOPOW

R' onpegeneHo, Kak ykasaHo Bellwe, U M
npedctaBnaeT NUTWA, pagukan MgX unun CeXs,
rdae X ©0Q3Ha4YaeT aTCM  ranoreHa, Ha
COOTBETCTBYIOLEee MNpovaBOogHOe
neprugponsorHgonoHa obwen gpopMynbl;

rrr o CIII>

B KOTOPOWH

R wmeeT BbilleykazaHHoOe 3HaqeHue, R"
o3Ha4yaeT aToM BOAOPOAA  UNM  pagukan
TMAPCKCH, B cryvae HeobxogMmocTH
3alUULLEHHBIA, 1K RO npedcTaBndeT 3alMTHbIA
pafukan, cnpefeneHHbIl Buille, 3aTeM B cryvae
HeoBXO0AUMOCTH, YOANAKT 3alWUTHBIA pagukan
rpynnel R™, notom B cnyvae HeoGXOQWMMOGTK
npeepaLlaoT NonyYeHHLIA NPoaykT, B KOTOPOM
R" npeactaenseTr pagukan rugpokcu u R™
npedcTaBnseT aToM BOACPOAA, A MPOAYKT, B
koTopom R" npepctarnser atom ctopa m R™
npedcTaBnseT aToM BOAOPOAA, WU B NPOAOYKT,
ang kotoporo R" u R"™ oGpasyor BmecTe
CBA3L, U B clydYae HeoOXOAMMOCTU yOanawT
3alUUTHBIA pagukan RO,

3awuty pagukana  R™ WM yganeHuwe
3aLMUTHOrO pagukana ocylWwecTBNAlT 0BbMHLIMA
MeTodamK 3alUTEl WKUNK yaoaneHusa pagukanos
TMAPOKCK, KOTOpbIE HE W3MEeHSAT OocTaTok
MOnMeKyIbl.

Peakuvo ocyulecTenawT B 6e3rOaHON
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cpefe, C OObIMHBIX  YCMOBMAX — peakuvi
MeTannopraHUYeckux COeAWHEHWHA ¢ KETOHOM,
KOTOpEIE He BAWAIOT Ha OCTATCOK MOMeKymbl.
PaborawTr, B 4acTHOCTM, B NpPOcToM sdupe
(HanpWmep, TeTparugpodypaHa WM NPOCTOR
3TUNOBLIA 3hup) B cniydae HeobXooWMoOcTU B
npucyTcTBMKM Ge3BoaHOro Xnopnia uepus npw
TemMnepatype Mexay -78°C 1 30°C. Camo coboli
pasymMeeTcs, UTO B 3aBUCUMOGTW OT NpUpogkl
3alUUTHOrO pagukana P" aToT nocnegHuid MOXHO
y4anaTh O4HOBPEMEHHO C peakuuen.

MNpounaecaHoe u3oWHAona oblwel dopmynsl
(1), ang kotopoir R" npeactaBnaet atom dotopa
1 R"™ npedcraesnfetr atoMm BoAopoda, MOXKHO
nonyyats  pTopyvpoBaHUEM NpPCoU3aBCAHOrO
nsouHgona obwei dgopmynel (1), ond kKotopod R
n R' wvmeloT BelleyKkasaHHoe onpejeneHue,
R ° npegctaBnsaeT salWWMTHBIA pagMkan, P
npedctaBnAeT pagukan rugpoken un R™
npeAcTaBnseT aTtoM BOAOPOAA, 3aTeMm
yaaneH1em B cnyvae HeoBbXo4MMOCTH
sawuTHOro pagukana P°.

Peakumio BbLIrOAHO OCYLUECTBNATL  NpU
MOMOLWW areHTa DTOPUPOBAHKUS, TaKOro Kak
DTOPUA Cepbl [TPUMTOPKA MOPMCIMHO-CEpPLI,
TeTpadptopna cepsl (J.Org. Chem., 40, 3808
(1975)), TpudTOpPUA ANaTUNaMUHO-CEpLI
(Tetrahedron, 44, 2875 (1988)), TpudTopKng
theHun-cepel {(J. Am. Chem. Soc., 84, 3058
(1962)], takoro Kak TteTpadtopua ceneHa (J.
Am. Chem. S8oc., 96, 925 (1974) wnu
TeTpadpropdeHundoctopaH (Tet. Le., 907
(1973), pabotasd B TaKOM OPraHUYECKOM
pacTBOpuTENe, KaK XIOPUPOBAHHLIA
pacTBOpUTENE (AWXNOPMEeTaH, Hanpumep) npu
Temnepatype Mexay -30 u 30°C.

MponaecaHoe neprugponaovHacna oblweir
chopmynel (1), ana kotopod R" n R™ obpasyior
BMecTe CBA3b, MOXHO MonyyvaTh AernapaTtaume
COOTBETCTRYWLLErO NeprugpovaonHaona obuleh
chopmynsl (1), B kotopcMm R" npegcraBnawor
pagukan rugpoke U R"™ npegcrtaesnger arom
Bogopofa M R u RY vMeloT BbileykasaHHOE
onpefeneHve; 3aTteM yaaneHWem B chnydvae
HEoBXCAMMOCTY 3alTHOrO paaukana RO,

PaboTatoT niobbiM  M3BECTHBIM  METOOOM
JerngpartauuMy cnvpToB, KOTCPLIA He W3MeHseT
ocTaToK MONeKynbl. Lernaparauuio
OCYLLEeCTBMAIT, B YacTHOCTM, B KUCNOR cpefde,
Hanpumep, nof AelcTBUEM  CYMb(OKACNOTEHI
{napaTonyoncynbOKACNOTbI...), CepHON
KAcnoTel, POCOpHOR KMCNOTLI, NATHUOKUCK
chocchopa WK OKKUCK  aniOMUHWA, WKW Nog
DeACTBMEM CMECU CONAHOM KUCMOTLI-YKCYCHOMR
KWCNOTEI Wnu 6pomMUcTOBOAOPOAHON
KWCMOTEI-YKCYCHOW KMCNOTLI, NpU TemnepaType
mexay 25°C w  Temnepartypoli  dnermbl
peakLWOHHOW CMecu.

Korga XOTAT NOAyYdTe Npoaykt obwei
cdopmynel (1), B KOTOpOM RY npeacTaBnAeT atom
BoAOpoAda, nocrneaytollee yaaneHne 3aluTHOro
pagvkana RY  ocylwlecTsnaior  0BLIMHLIMA
mMeTodamu. OcobeHHO MeTofaMu, ONUCAHHLIMK
J. W. Greene. A. Wiey wmnn McOmie B
BbllleHa3BaHHbIX CCblNKax.

MpousBogHOE NeprugponsonHaonoHa obuien
chopmynbl (I, B8 koTopom R" npeacrtaBnaet
atoM Bogcpoda dopmel (3aRS, 7aRS) moxer
BbITe NOMy4YeHO NO MeTody, OMNWCAHHOMY B
eBponelickold 3asBke Ha nateHt EP 430771,
PasgeneHwe crepeouaomepa (3aS, 7aS)
OCYLUeCTBNAKT NO aHancrin ¢ MeTodamu,
ONMCaHHbIMW B STOA 3afBKe, W NC MeTomy,
ONMUCaHHOMY HWXe B npumepax. [ponaBogHos
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nepruaponacuHgonoHa obuwel copmynsl (I11), B
KoTopoi# R™ npepcrtaBnaeT npefBapUTENsHO
3alUMLLEHHBIA  pagukan — TMOPOKCKM,  MOXHO
nofy4aTh TaKKe No aHanormm ¢ sTUM MeTOOOM,
NN KaK OonnCaHO HWXKe B npumepax.

OBbIMHO, KOrga XOTAT MNONYYUTb NPOJYKT
obwen dopmynel (1) dopmel  (3aS, 7aS),
paszgeneHue M3oMepHbIX hopM OCYLLEeCTBNAKT
NPEUMYLLECTBEHHO Ha YPOBHE MNPOWU3BOOHOMO
obuwer cdopmynel (IIl) MNK Ha ypoBHe Apyroro
NPEOMEXYTOYHOTO  COedMHEeHUs,  Hecyllero
pagukan ©oKco B nonoxeHwn -4, OgHako ©HO
MOXKeT ObiTb OCYLECTBNEHO TaKXKe Ha YpPOBHe
npouaesogHoro obwer copmynel (1). PazgeneHne
OCYLLEecTBNAIT MoObIM METOOOM, U3BECTHLIM W
COBMECTUMBIM ¢ MONEKYMOH.

B kadecTBe npumepa, pasfeneHue MOXHO
OCYLLeCTBIATE Nony4YeHrnem ONnTU4ecKK SKTUBHOW
conu, gerctenem L(+) wnu D (-)-MMHOan:sHOR
KACMOTHl, UMK OWOEH30UNBMHHOW KUCINOTLI WIK
ANTOMNYONBUHHOR KACMOTHI, 3aTem pasjensHiem
WU30OMEpPOB KpucTannuaaunen. VICKOMbIA M3oMep
OCBOGO)K,CI,aIOT M3 ero conv B OCHOBHOW cpefe.

HoBble npou3BodHble W3ouHOona oblen
chopmynel (1) npeacTaBnAwT Ocobuli MHTepec
KaK MNPOMEXYTOWHBIE  COEAMHEHWs  And
NnonyyYeHua NPoaykToB obWer hopMy bl

1
i e H (TV)

B KOTOPOWH

R, R, R", 1 R" uMewT BblleykasaHHOe
onpegeneqve, W R' npenctaenset pagukan
EHUN, B W3BECTHBLIX CMyYasx 3amelleHHbIA
OOHWM WM HeCKONbKAMKM aTtoMaMi ranorexHa,
Wny paguKanbHbIMA TMOPOKCH, ankuna, KoTopble
B M3BECTHbIX Cny4Yasx MoryT ObiTb 3amelleHsb
(aToMaMK ranoreHa unuv pagukanami aMuHo,
ankunammMHO  WNn - AWanknnamMyuHo), ankunoKcu
WNW anknnTyvo, KOTOpPbIE B WM3BECTHLIX CryYasx
MOryT ObiTb 3aMelleHEl [paguKkanamn rmapokcu,
amMHO, ankunaMmm uny AuankunaMmnuHe, B cryvae
HeOBXOOUMOCTH  3aMelleHHbIMA  (paauKanamim
cheHuna, MMOPOKCKM  WNKW  aMWHO), nnu
OVankunammMHO,  ankuibHble YacTW  KOTOPbIX
obpasyloT ¢ atoMaMu as3oTa, C KOTOPBIM OHW
CBA3aHbl, retepouukn ¢ 5 - 6 3BeHbaAMK Uenu,
KOTOpblE MOIYT COAepXaTb OpYroi retepoarom,
BuIBUpaeMbli  cpean Kucnopoda, cepbl UNA
asoTa, 3aMelleHHbIl B cnyvae HeobxoammocTu

pagukanom ankuna, FMOPOKCH,
rMapoKkcuankuna, nnu 3amelleHHbIR
pagukanamm aMUHO, ankunaMmuHo,

AWanKMnamMUHO, ankunbHble  YacTH  KOTOPCro
MOryT o©oOpas3oBbiBATE € aTOMOM  a30Ta, ¢
KOTOPEIM OHW CBA3aHbI, reTepOLMKI, TAKOW, kak
onpefeneH BbIe, WNK NpencTaBnseT pagukan
LMKnorekcagueHuna, Hadtuna unM MOHO- MK
NOMUUUKIMYECKWA  reTepoLMin, HackILWEHHbINA
WNK HeHacblWeHHbIR, cogepxawia ot 5 oo @
artoMoB  yrnepoga W OAWH  WINKW  HECKOMbKO
reTepoartomMoB, BeIGMpaeMbIX cpeaW KUcnopoaa,
a30Ta WNKW cepbl, U 3aMelleHHBIR B U3BECTHLIX
cryyaax aToMOM ranoreHa WM pagukarnom
ankuna unv ankunockk, u RZ2 npeacraenset
atoM BoAOpCAA WNK ranoreHa WM pagukan
TMOPOKCH, ankun, aMUHoANKKN,
ankunamMmuHoankun, auankinaMmHoankmn,
ankuUnokcK, ankunrtuo, auunoKkcW, kapbokcH,
ankunokcukapGoHun,
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JvanknnammHoankunokeukapboHmn,
BeHannokcK-

B KOTOPOWA

R, R, R" m R"™ wumewT ykasaHHble B
nyHkte 1 aHavenus, pagwkan R 1 osnavaer
heHun, 3amMeLleHHbIR, B crnydvae
HeOBXOOAUMOCTH, aTOMOM ranoreHa, ruapoKcH,
NPSMBEIM WKW pa3BeTBNeHHEIM C 1-C4 ankunom,
ankoKkcw, amuHo, AnankMnaMmuHo, nnu
NpeAcTaBnseT coboi HadhTUN, TUEHNN, WHACIIUA,
BO3MOXHC 3aMELLEHHLIA ankurnom W1 ankokcu
rpynnoii; R? - oanauaeT aTtoMm BOAOPOAA,
TMAPOKCK, ankuna, amyWHO, B  paleMWydeckoil
dopMe, B ero CTepen3oMepHbIX opmax
CTpyKTYpLI IVa:

R

B

B ero chopmax (R) unm (S) B uenm CHR'RZ,
a Takke ero conei.

OTM  npouaBoaHble
npeacTaBnawT 0COoBbIA
aHTaroHUCThLI BellecTBa R.

B oblein chopmyne (IV), koraa R cogepwut
aToM ranoreHa, STOT  MOCNEAHWMA  MOXHO
BelGUpaTe cpedn xnopa, Gpoma, dTopa WNK
Aopa.

B obulei chopmyne {IV), koraa
R npeacraenser reTepouukn, MOHO- MMM
NONMULAKITMHECKUHA, HackILWEeHHbIA unu
HeHackbIWeHHbI, OH O3HaYaeT, Hanpumep,
THEHWUM, YPUN, NUPUOAN OUTUMHKM, WHOONWI,
WM3OUHOONWN, BeHaoTeHun, THazonun,
M30THa3onNumM, OKCa30mnu, UMWAA30NWI,
MUPPONWUA, TPUAa3oNWM, THagWa3onun, XUHOMWUA,
W30OXUHONKN KUK HaCbTI/IpI/I,EI,I/IHVIJ'I.

B obUlei chopmyne {IVY, koraa
R npegcraBnseT deHun, 3aMelleHHBIR Lensto,
HecylLed reTepolnkn, STOT NOCreaHWA MOXHO
BbIBupaTE cpean NMpPonMAVHUIA, MOPQONMHO,
nunepyudnHKna, TeTparnoponMpuouHuna,
nunepasvHuna, TUOMOPOMUHO.

Kpome Toro, korna cumeon Ro npeacraBnseTt
JpyroA atom Kpome atoma BoAopoAad, Lens,
3aMelleHHasd Ha W3oWHAONe, NpefcTaenseTt
XMpanbHbIA LeHTp: camMo coBoR pasyMeeTcs, YTo
cTepeou3omepHble hOPMEI U MX CMECK Taloke
BXOOAT B 0bLyto chopmyny (V).

MpouaBocaHble neprugpovsomHaona obuleld
chopmynsl (IV) MOXHO nonyvaTts M3 coeguHeHWA
naobpeTeHun, paboTasn cnegyrownM obpasom:

OcyLWeCTBNAKT peakuuio KMCnotel oblel
chopmMynsl V.

Rl—CH—COOH [0 ]

neprngponaomnHgona
WHTEpEeC Kak

R
Z

WnNu ee peaxkyWoHHOrO MPOU3BOAHOrO, B
koTopoA Rq M Rp WMeloT BblLEYKa3aHHbIe
onpefeneHus, ¢ MNpPoW3BOAHBIM  M3oWHAONA
obwern  dopmynsl  (l), AnA  KOTOPOWA
R npencraenser atom Bomopoma, 3aTem B
cnyyae HeobxoarMocTH npespallaloT
nonyYeHHLIA  NpPoAayKT, B KOTOPOM R"
npedctaBnaeT pagukan rugpoken u R"
npeAcTaBnseT atoM BOAOpoda, B NPOOYKT, B
kotcpom R" npepcraenser atoMm dpropa U R™
npeAcTaBnsaeT atoM BoAOPOaa, WK B NPOOYKT, B
koTopoMm R" u R"™ obpasyloT BMecTe cBA3b.

Camo cobol pasymeeTcsd, 4TO pagukansl

10

15

20

25

30

35

40

45

50

56

60

aMUHO, ankMnammHo unn kapbokon,
cofdepxalmecs B R 1 Wi Ra,
nperMyLLecTBeHHO npegBapuTensHO
AallMLaeT. 3aluTy  OCYLWEecTBNAKT  NKOOH
COBMECTUMOA TPYMNNOW, BBeASHWE W yaaneHwe
KOTCPOA He OKasbiBaloT BMWMAHWHA Ha OCTATOK
Monekynel. OcobeHHO paboTalT no mertogam,
onucaHHeiM J. W. Greene, Protective Groups in
Organic Synthesis, a Wiley - Interscience
Publication (1981).

unu McOmie, Protective Groups in Organic
Chemistry, Plenum Press (1973)

Hanpumep:

- rpynnel amMUHO WK ankKMnamnHO MOryT ObITb
3allMleHbl  pagukanamn  MeToKcMKapOoHWna,
aTokcukapboHuna, TpeT.-byTokcukapboHuna,
annunokcukapOoHuna, BUHWMIOKCUKapOoHUNa,
TpUXNopaTokecukapboHuna, Tpuxnopaletuna,
TpudbTOpaueTMna,  xnopauetuna,  Tputyhna,
OeHarngpwna, OeHawna, annuna, dopMuna,
auetuna, ©OeHaunokcukapboHuna unu - ero
3aMellleHHbIMK NPOW3BOAHBIMM,

- KACMOTHLIE TPYNMNBl MOMYT ObiTh 3alUMLLEHbI
pagukanaMmu MeTwuna, stuna, TpeT. -Oytuna,
OeHauna, 3ameLleHHoro OeHauna WM
OeHarmgpuna.

Kpome Toro, korga Ro npegctaBnser
pagukan ruapokcKW, nNpejnoqnTanT 3awuularb
CHavana aToT pagukan. 3alMTy OcYLecTBNAT,
HanpumMep, pagukanom aletuna,
Tphankuncununa, 6eHsuna, B popmMe kKapboHara
paguKanom -COORa, B KOTOPOM Ra
NpedcTaBnAeT pagukan ankuna wunu GeHsuna,
nnn B hopMe KeToHa.

Korga  OcylecTBnAKT  KOHAeHcauu
peakyMoHHOIO MNPOW3BOAHOMO KWCNOTel obLWwei
chopmynel (V), paboTtakoT NpeumMyLecTBEHHO C©
NMOMOLLBK XnepaHrnapuaa, aHrnapwnoa,
CMELWAHHOIO aHrMapuoa Wnu - peakyMoHHoro
CroXHOre adgupa, B KOTOPOM OCTATOK CINOMHOMo
achMpa npedcTaBnAeT pagukan CYKUWMHUMUOO,
1-6eHaoTpHUasonuna, B cnyyae HeobxoaUMOCTH
3aMelleHHoro, 4-HUTpodeHuna,
2,4-0MHUTPOhEHMNA, NeHTaxnopdeHuna UM
hTanuMnio.

Peakuno ocylWecTBnAwT ©OLIMHO  npuU
Temnepatype Mexny -40 v +40°C, B Takom

OpraHWYEcKom pacTeopuTene, KaK
XMOPUPOBAHHBIA pacTBOpPUTENL (AMXNOPMETAH,
OMXNOP3TaH, XIopochopM), yrnesoaopos

(Hanpumep, Tonyon), NpOCTolR athnp (HanpuMep,
TeTparugpodypaH, OWOKCaH), CMNOXHBIA adup
(Hanpumep, sTunauertar), aMmug (Hanpumep,
AnMmeTnnauetamMug, Aumetundopmammng), Unu
KeTcH (Hanpumep, aueToH) UMM B CMECK 3TUX
pacTBopuUTENEN, B MPUCYTCTBMKM  TaKoro
akuenTopa  KMCNOTHl, KaKk  a30TUpCBaHHOE
OCHOBaHWe, HanpumMep, NMAPKUONH,
AUMETUNaMUHONMMPUANH, N-meTunmopdonuH
unK  TprankunaMmuH (ocoBeHHO TPUSTUNaMMH)
WNW TaKkoro Kak anoKcua (Hanpumep, OKWUCh
nponunena). MoxHo TakKke paborate B
NMPUCYTCTBMM TAKOro areHTa KoHAeHcauWK, Kak
kapboguumug, [Hanpumep,
AnuuknorekeunkapboguMMma UM
1-(3-AMMETUNAMUHO-NPOMNUN)-3-
atunkapboguummng] . NN'-kapBoHungummmaason
Munu
2-3TOKCU-1-9TOKCMKAPBOHWN-1,2-AUrMap0o-XMHON
WH, WNN Xe B BOAHOOPraHWYECKOW cpefde B
NPEUCYTCTBUU LLENOYHOro areHta KoHAeHcauuu,
KaK OukapboHaT HaTpus.

B anbTepHaTtMBHOM Criydae, Korga nonydarot
npouvasogHoe  neprugpouvacuHoona  obuwenr
chopmynel (IV), B KkoTopod R" npepcraBnser
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pagukan rugpoken v R"™ npegcrtaBnger artom
BOAOPOAa, W Korga  XOTAT  MOMyYuTh
NPOW3BOOHOE MEepPruapou3oVHACNE, B KOTOPOM
R" npepgcraenaer artom ropa w©  R"
npedcTaBnseT aToM BOJOPOLA, OCYLWECTBNAT
hTOpMpOBaHWE nony4eHHoro BbILIE
MPOW3BOOHOTO.

PTOPUPOBAHWE OCYLLECTBSAIOT B YCMNOBUSAX,
OonucaHHbIX  Bblle AnA  (hTOPMpPCBaHMA
npouasogHoro obleid dopmynel (), B KOTOPOH
R" npefgcraBnser rugpokcH, npu temneparype
meKgy -30 u +30°C.

B ansTepHaTMBHOM Criydae, korga nonydvawT
npousBodHoe  neprugpouscuHpoona  oblien
chopmynel (IV), B KoTopoW R" npepcraBnser
pagukan ruapokck 1 R™ npedctaBnser artom
BOAOPOAa, W KOorga  XOTAT  MOMyuuTh
NPOW3BOOHOE MEPrMapPOU30UHACNA, B KOTOPOM
R" wn R"™ o©OpasytoT BMmecTe CBf3b,
OCYLLECTBAKT Aernapatauuie  nonyyeHHoro
BbILIE MPOW3BOAHOIO.

Peakuunio NpoBOAAT B YCNOBMSAX, OMMCAHHBIX
Bbille ANA MNOnyYeHWs NpPouaBoAHbIX obLeHd
chopmynsl (1), B kotopbix R" n R" obpaayor
BMECTe CBHA3b, WCXOOA W3 COOTBETCTBYIOWEro
NPOW3BOOHOTO NEePruapou3ouHaoNa, B KOTOPOM
R" npeacrtaenser pagukan rumgpokcu um R™
npeAcTaenseT aToM BOAOPOAA.

Kucnotel ofwen dopmynsl (V) MOXHO
nony4YnTs cnocofamy, ONWCaHHBIMKU  HUXE B
npumepax, cnocotamu, OMUCaHHLIMKM B
E£BPONECKOR 3asdBKe Ha naTeHT 429366, unu no
aHanornn ¢ sTrmK crnocobamu.

HoBble nNpOW3BOAHbBIE M3OWHOONA oOOLWer
copmynsl (1)  wnn  npomsBoaHble  obLWei
thopmynsl (V) MOXKHO oyMWLAETE B cnyvae
HafoOHOCTKM TaKUMK PU3UYECKAMK Crocobamu,
KaK KpuCTannusauus unvm xpomarorpadus.

B cnyqae HeobX0oANMOCTK HOBble
npouasogHele  obwerd  copmynel (), B
koTopo RO npencraenser atom Bogopoaa, unu
npodykT obwein dopmynel (IV), B KOTOpPCH
R 1 wiunu R? copepxaT 3aMecTUTENM aMUHO Unu
anknunammHo, MoryT ObiTb NpeBpalleHbl B COMu
npucoedVHeHWs ¢ KuernoTamu. B kadecTee
NPUMEPOB CONel NpUCoefMHEHWS C KUCTIOTaMu
mMoryT ©GbiTe HaseaHbl conu, obpasosBaHHble C
MUHepaneHelMK  KACHoTamu  (xnopriugparthl,
BpomMrnapatel, cynedartkel, HUTpaTHl, docdars)
UMW G CPraHWYecKUMK KACNoTamy (CyKUWHATEI,
dymapartsl, TapTpaTel, aueTarkl, NPONUoHAaTHl,
manearsl, uWUTpaTHl, MeTaHcynbdoHaTHI,
naparonyoncynboHaThl, M3eTUOHATEI, UMK ¢ KX
NPOU3BOAHBIMW 3aMELLEHNA).

Ocolbhll MHTEpeC NPeAcTaBNAT NPCAYKTHI
obLweir dopmynel (1), B KOTOPOHR:

pagukansl R WOSHTWYHBIe, NpPeacTaBnsAloT
heHun,

Pagukan R' npepcraBnger  cheHuMn,
3aMelleHHbLIA B criydae HeoOXogumocTh B
NONOXEHWW -2 pajukanoM  ankuna  unu
ankunokcK, cofdepxawm 1 unnu 2 atoma

yrmepoaa,
paaukan R" npedctaBnger atom propa UM
pagukan rMOPOKCH, " pagukan R"

npeacTaenaeT aToM BOAOROAA MIW e
pagvkanel R" # R™ oO3HavawT MMApOKCH,
unu xe pagukan R" obpasyeT ¢ R" ¢cBA3b, K
pagukan RY oaHavaer atom BoJOpOda wnu
pagukan 6eHzuna unu TpeT.-byTokcukapboHuna.
Cpeamn 3TUX NPOAYKTOB OCOBEHHO MHTepecHb!
NPOAYKTbLI:
-7, 7-andeHun-4-(2-meTokcudeHnn)-2-TpeT.
-ByTOKCUKaPBOHWM-4- Nepruapon3cUHOONoN;
-7,7-0ncbeHnn-4-(2-metokcndeHun)-4-neprng,
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POW3CUHLONAMONT,
-7, 7-andeHun-4-(2-meTokcndeHnn)-2-TpeT.
-ByToKkcHkapboHun-4,5- nepruaponzonuHaonanon;

-7, 7-ondbeHnn-4-(2-metokcnennn)-4,5-nepr
noponsonHgonanon,

-2-6eHa3unn-7,7-gndeHnn-4-(2-meTtokcudbeHnn
)-4,5-neprugpon3cuHacNanon.

[MponaBogHble M30MHAONA CcOWer chopmMynbl
(IV), koTOpble NPOTMBOOSWCTBYIOT SchdpekTam
BellecTBa P, MOMYT HaxoguTb NPUMEHeHWe B
obnactax aHanreanW, npW BO3HWKHOBEHWK
acTMaTWUYECKMX MNPUCTYNOB, anneprud, ans
BO3OSHCTBMA HaA UEHTPAamnbHYyo HEpBHYHO
cUCTEeMY, CepaedvHO-COCYAWCTYIO CUCTeMy B
Ka4yecTBe aHTUCNasMaTUYECKUX CPEACTB, UNK Ha
WMMYHHYIO cUCTemy, a Takke B obnactu
CTUMYNALWKA CeKpeLWk W BEIASNEHWSA CrN3UCTOR
KAAKOCTH.

B camom gene, npodyKrel obwed dopmynsl
(IVY obHapyxmBalT CPOACTBO K pelentopam
BelecTea P npu go3ax mexay 10 n 1000 HM
COorMacHoO WCCNeacoBaHUAM No  MeToOMKaM,
KoTopble onucaHbl B nutepatype: D.G Payan et
coll., J. of Jmmunology, 133(6), 3260-5
(1984 ):Stereospecific receptors for
substance P on culfured human 1M-9
lymphoblasts et Mcpherson et coll.,
J.Pharmacol Meth., 14, 213 (1985)5 Analysis
of radioligand binding experiments.

Kpome Toro, MHOMWMe npodyKThl MNoKasanu
aHTaroHUCTUYECKMA SHAPEeKT N0 OTHOLLEHWKD K
BellecTBy P B cnocobe, onucaHHoM S.Rosell et
coll,, Substance P. wag CLIA Von Euler and
B.Pemmow, Raven Press, Hb+0—|7|OpK {(1977),
cTp.83-88, neenegyemele NpoayKTHI
obHapyXWBaKT NPOTUBOASKCTBUE COKpaLLEHWAM
NOAB3OOWHOMA  KWMLWIKA  CBWHKW,  BbI3BAHHLIM
BeLLEeCcTBOM P, nu COKpaLleHUAMK
NoaB3A0LLIHOR KULLIKM MOPCKOW CBUHKN,
BbI3BAHHLIM CENTUOOM, NPK KOHUEHTpaUKUAX oT 6
Ao 1000 HM.

BelwectBo P M3BECTHO CBOWM ydvacTvem B
HeKoTopbIX obnacTAx naTonoruu:

- Agonists and antagonist of substance P,
A.S. Dutta Drugs of the futur, 12 (8), 782 (1987),

- Substance Pand pain: an updatnig, J.L.
Henry, TINS, 3 (4), 97 (1980);

- Substance P in inflammatory reactions
and pain, Rosell, Actual. Chem. Ther., 12 -
serie, 249 (1985).

- Effects of Neuropeptides on Production
of Inflammatory  Cytokines by  Human
Monocytes, M. Lotz et coll, Science, 241,
1218 (1988).

- Neurcpeptides and the pathogenesis of
allergy, Allergy, 42, 1-11 (1987);

- Substance P in  Human Essential
Hypertension, J. Cardiocascular
Pharmacology, 10 (suppl. 12), 5172 (1887).

VccneoBaHWe HEKOTOPBIX  MPOW3BOAHLIX
nsouHgona obwei cdopmynel (IV) no metogy A.
Saria et coll., Arch. Pharmacol.,, 324,
212-218 (1983), NPUMEHEHHOMY K MOPCKOW
CBWHKE, MO3BONWNO OBHapYXWUTbL TOpMOo3dlee
JeAcTBMEe  yBENUYeHWA  NPOHWLASMOCTH
KanunnapoB, BbI3BAHHOE CENTUAOM (aroHUCT
OTHOCWTENBHO BelecTea P), 4TO nokaskiBaeT
NPOTMBOBOCMANNTENBHYIO 8KTUBHOCTL:

Weenepyemsld npoaykt - DEsgg

Mpumep wnenonbacsaHua 1 - 0,04 mr/kr B.B.
- 3,5 Mr/kr n.o.

MHbekumMa Bewectea P XUBOTHOMY
nposouupyet TMNOTEH3NUIO. MpooyKThl,
ncenegoeaHHele no metogy C.A.Maggi et coll.,
J.  Auton, Pharmac., 7, 11-32 (1987),
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obHapyKMBalOT aHTarcHMGTUYeckoe aelcTeue
OTHOCWUTENbHO STOW TUMNOTEH3UW Y  MOPCKOW
CBWHKWM. Onpegensawt gosy DE g5, koTOpad
CHWxaeT Ha 50% TIUMNOTEH3W, BLEI3BAHHYID
BHYTPMBEHHBIM  BNpbiCKMBaHMEM 250  HI/Kr
BelecTea P.

CoeauHeHua chopmynsl | - DEsg - MI/Kr B.B

Mpyumep ucnoneaceanna 1 - 0,15

MHbekumns Bewectsa P nposounpyeT ¥y
HKBoTHOMC BpoHxocnasMm. Cxartve BpoHXoB,
BbI3BAHHCE HA XWBOM OpraHuaMe y MOPCKOH
CBWHKM WHDbEKU e BellecTB P nnn
mn3buparensHOro arcHucTa BewecTea P [Prog]
BellecTBOo P, uccnegosanocks no Metody H.
Kongett et R. Posseler, Archiv. Exp. Path.
Pharmac., 195, 71-74 (1940). 3710 CxaTMe
OPOHXOB TOPMO3WNOCH WHBEKUMEeRA npodykta
obuwern copmynel (1Y), JTO nokasbiBaeT
NPOTUBOACTMaTUYECKYIO AKTWBHOCTD.
Onpegenswotr goay DE 5g, kOTOpasd cHWXaEeT Ha
50% OpoHxocnaam, BbI3BAHHEIA 3 MKI/KT Mpw
BHYTPMBEHHOM BBEOSHWUN [Prog] Belecrtea P. B
atoMm Metode DEgg npoaykta  npuMepa
ncnonesoBaHua 1 coctaenget 0,7 MI/KT npu
BHYTPUBEHHOM BBEASHUM.

C 4pyroi cTopoHbl, NpoU3BOAHbIE U3oWHZoNAa
obuwel cdopmynbl {IV) HE UMEKT TOKCUUHOGTW,
OHW OKa3anucbk HETOKCUYHLIMWA Y MbllUer npu
BHYTPMBEHHOM BBEASHWIW NpK gose 10 Mr/kr unn
npKu MOAKOXHOM BBegeHun npu gose 40 mr/kr.

Cnegywlwie  npumepbl, JdaHHble  ©e3
OrpaHUYeHusi, WNNCTPUPYIOT — HacToslee
naobpeTeHue.

B npumepax, KOTopble credyloT HMKe, ecrnu
HeT CcrneumansHOro  YNOMWHAHWA,  CNeKkTphbl
A0epPHOro MarHWTHOro peaoHaHca AMP npotoHa
caenaHsl npu 250 My, B aumetnncynsokcnae,
XUMUYecKWe 3aMelleHUs BbIpaXeHel B MNM.

Mpumep 1

B CYCNEH3MI0 20 r
7, 7-onbenun-2-TpeT.-0yToKkcuKkapboHM-
4-neprugponsonHgonoHa (3aS, 7aS) un 316 r
Oe3BogHOrO  XNopUCTOro  uepua B 250
cm 3 cyxoro TeTparmapocbypaHa noGaensior
Kanna no kanne, nNpyv KoMHaTHOW TemnepaTtype,
npy  NepemellvBaHUM, cycneHawio 6pomuaa
2-MeTOKCHEHUNMarHUs (MonyJYeHHyo 13 753 1
2-6pomaHmacna wn 98 r wmarHms) B 100
om 3 cyxore TeTparnaopodypaHa. PeakuMoHHYIo
CMECh nepemeLUnBaloT  npwu KOMHaTHOA
TemMneparype B TeveHWe 24 4acos,
obpabaTeiBator 400 cm?® BogHoro HaCkILWEeHHOro
pacTeopa XNOPUCTOrO0 aMMOHKA, paabaensioT
200 cm® aTunauerara, npomsiBalor 300
om 3 Bodbl (OBa pa3a), 3arem 300 cm3 BOAHOMO
HACLILLEHHOro pacTBOpa XMOPUCTOrO HaTpus,
cylwat Ha cynbhate MarHus, puneTpyoT K
KOHLUEHTPUPYIOT  Oocyxa Mnpyv  NOHUKEHHOM
JaBneHnu (2,7 KMa). OcTaToK
XpoMaTorpachupyoT Ha KONOHKe ¢ cUruKarenam
Mepk (rpanynometpua 0,04 - 0,06 MM, gnametp
58 c¢Mm, BbicoTa 28,5 CM), OCyWeCTBNAA
ANKUpoBaHWe npu JaeneHun 0.5 Gap asota
CMECBLI0 LMKnorekcaHa u stunaueraTta (80/20 no
obbemam) n otbupas dpakummn no 100 cm 2
Ppakumnm 9 - 29 CcoegMHAIOT M KOHUEHTPUPYIOT
npyv NOHWXEeHHOM AaBneHun (2,7 kla) gocyxa.
Monyvatot 17,82 r
7.7-gndeHnn-4-(2-meTokcudeHnN)-2-TpeT.-byTok
cukapboHun -4-neprugponscuHaonona (3as, 45,
7aS) B chopme Genoil Bo3aYyLWHOK MacChl.

Cnexktp HAMP npotoHa (DMCO-dg): 1,36
(9H, -C(CHs3)3); 1,54 (dmt, J= 14, 1H, H
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sKkBatopuaneHeld -CHs - B 5); 2,3 (dmt, J=
14, 1H, H skeatopuancHbih -CHs- B 6), 2,34
(td, J=14 n 2,5, 1H, H oceroih -CHp- B 5); 3,07
(td), J=14 n 2,5, H oceeol -CHp- B 6), 3,49
(8, 3H, -OCHa3); 2,6 - 3,6 (mt, gpyron -CHo- 1
-CH): 6,85 - 7,7 (mt, 14H, apomaTu4eckue).

B pacTBop 7,63 r
7, 7-0veHnn-4-(2-meTokcudeHnN)-2-
TpeT.-OyToKCcMKapboHUN-4-Neprapon3onHAON0N
a (3a8, 45, 7aS) B 66 om3 auvokcaHa gobasnaeTt
npyM  KoMmHaTHOW TemnepaTtype pacteop 100
cm 3 5,2 H. CONAHOKACNCIO JWoKcaHa.
PeaKuWoHHyO cMeck NepemMellnBaloT 1 4ac npu
3TOA  TemnepaType, 3aTeM KOHUEHTPUPYIOT
Jocyxa npyv NoHWXKeHHoM dasneHun (2,7 klla).
OcTatoK NPOMLIBAT aUeTOHUTPUNIOM, YAansoT
Brnary, sarem cywart. [lonyyawor 4,88 1
7, 7-0ucbeHnn-4-(2-metokcudeHun)-4-neprungpom
sonHgonon- (3aS, 48, 7aS)xnoprugpata B
thopmMe BenbiX KpUcTannos ¢ TOYKOR NnasneHus
271°C (Bnok MakaH).

7,7-0nchbeHnn-2-TpeT. -OyTOKCUKapOOoHWUN
4-neprngpou3onHionoH-(3asS,  7aS) MOXHO
nony4vats cnegyow M obpasom.

B CYCNEH3UI0 80 r
4-nepruaponsouHaonoH-(3as,
7aS)-xnoprugpata B 400 om? CYXO0ro
AuxnopmetaHa AoBaBngaloT NpW  KOMHATHOR
TeMneparype npW  nepemewwueaHun 34,3
cMm TpUaTUNaMuHa, 58,6 r
An-Tpet.-Oytun-gukapGoHata, sarem 298 r
4-APMeTUNaMUHONUPUANHE.  PeakUnoHHY
CMECh nepeMeLlnBanT  Npu KOMHaTHOM
Temneparype B TedeHue 24 4yacoB, NPOMbLIBAKOT

100 cm? BOOHOIMO pacTBOpa NMMOHHOR KACMOTHI,
3

7,7-anceHnn

3aTem 100 CM BOAHOIO pacTBopa
rngpokapboHarta HaTpuA, NoToMm 100
oM 3 HackILEHHOoro BOAHOMO pacTBopa

XNOPUCTOro HaTPpWS, cyllaT Ha cynbdaTe MarHus
W KOHUEHTPHPYIOT JOoCYyXa NPW NOHUWKEHHOM
paeneHun (2,7 «klMa). lonywawt 1065 r
7,7-andeHnn  2-TpeT.-byTokcukapOoHu
4-neprugpousonHgonoHa-(3asS, 7aS) B dopme
OpaHXeBON BO3AYLWHOW MAacehl.

Cnektp AMP npotoHa (DMCO-dg): 1,4 (S,
9H, -C{CH=s)3); 2,11 (td, J=15 wn 7.5, 1H, H
oceBon -CHp- B 5); 2,3 (dt, J= 15 n 3.5
1H, H skeatopwanbHelid -CHs- B 5), 2,75 -
29 (mt, 4H, -CH> B 6 n -CHy- B 1); 3,26 (dd,
J=75mn7, 1H, -CH B 3a);, 3,35 (dd, J = 11 1
7, 1H, 1H -CH2 B 3); 3,97 (mt, 1H, -CH B
7a); 4,1 (d, J= 11, 1H, apyroi H -CH> B 3); 7.1
- 7,7 (mt, 10H, apomaTudeckune).

7, 7-0ucbeHnn-4-nepruapon3onHaonoH-(3as,
7aS)-xnoprugpar MOXKHO nonyyartb cnegyoLlem
obpa3om.

B CYCNEH3UI0 20 r
7, 7-andeHnn-4-neprugponsonHionod- (3aRsS,
7aR8)- xnoprngpata B 250 om® sTUnaleTaTa
MegneHHo A06aBnawT, Npyu NepemelnBaHK, 50
om® 4 H. BOOHOTO pacTEOPa MAPOCKWCH
HaTpWe, nepemMellnBaHue MNpoACIKawT A0

HCYE3HOBEHMUS WCXOAHOrO npoaykra.
OpraHuyeckMn  pactBop  npombisaoT 100
om 3 ONCTUNNMPOBAHHOR BOAb, 100

oM ?  HachIlEHHOTO  pacTBOpa  XNOPUCTOro
HaTpus, cywart Ha cynbdarte marHia wn

DUNeTPYOT. B nonyyeHHsIR pacTteop AobasnawT
npw nepeMeLlnBaHum pacteop 9,3 r
D-(-)-MuHAansHoH KMCnoThl B 50
cm ¥ sTunauetarta. OGpasoBaHHblE KpWcTamnnbl
DUNLTPYIOT, O0Be3BOMUBAIOT, MpoMblBatoT 50
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om 3 oTumaueTata (oBa pasa) W cylar.

Kpuctannel cHoea nornowatoT pacteopom 220
om? aueToHuTpuna m 60 om? ANCTUNNNMPOBAHHOMR
BoAbl, OMecb HarpeBaloT ¢ OBpaTHbBIM
XONOAWIBHUKOM MPU MepeMellvBaHnY B TeueHus

15 MUHYT; obpa3oBaHHbIe KpucTannsi
DUNBTPYIOT W CHOBRA KPUCTANMMAYIOT M3 CMecu
100 om? aueToHWTpUNAa " 35

cm 3 OUCTUNNMPOBAHHOK Bodkl. MonydakT 6,4 1
D-manaenata

7, 7-andeHun-4-neprugponsonHaonoHa-(3as,
7aS).

K 6,4 r D-maHgenata
7,7-andeHnn-4-neprugponsovHgonona  (3aS,
7aS), pactBopeHHbIx B 100 om® sTUnayeraTa
nobapnat S0 oM 39 1 BOAHOMO pacTeopa
TMOPOCKACKA HAaTPUA, PeakyUMOHHYK CMech
nepeMeLLnMBaT NpW KOMHATHOW Temnepatype
00 WCYEe3HOBEHWMA  MCXOOHOro  Npoaykra,
OpraHUYeckri pacTeop  npomelearT 50
om 3 AWCTUNNMPOBaHHOR BOAbI, 50
om 3 HacbIWeHHoro BOAHOMO pacTBopa
XMOPWCTOrO HaTpuWs, CyllaT Ha cynbdarte MarHus
U puNbTPYIOT, ero  NogKUChawT  Mpu
nepeMellMBaHMM BBedeHWeMm 2 emd® 9 n
pacTBOpa COMNAHOW KWCNOTBlI B aTaHomne;
nonyyveHHsIe KpucTannel 06e3BOXKNBAIOT,
NpOMBIBAIOT aTUnaueTaTomM, 3arem
M3ONPONUNOKCUACM W cywart. lNonydawoTt 4,24
7, 7-onbeHnn-4-neprugpon3cHgonoH - (3aS,
7aS)-xnoprugpara B copmMe 6enbix KprueTannos
¢ TOYKOM nnasneHus 270°C ¢ pasnoxeHuem.

2-(2-MeTokcudeHn)-(S)-NponMoHoBY KD
KACNOTY MOXKHO MonyyaTb Mo  aHanorud ¢
MeTogamy, onucaHHesiMi DA, Evans et coll,
Tetrahedron, 44, 5525, (1988), no cnegyouwemy
NpPUHLUMNY paBoThl.

B oxnaxfgeHHblid go +5°C pacteop 4,1 1
4-MeTun-5-cpeHnn-3-[{2-meTokcudeHun)-2-(S)-np
ONWOHWN] 2-oKcasonuauHoHa (4S5, 5S) B 60
om 3 TeTparngpochypara w30 om®  Bogsl
pobaenawt 1,52 T rMOPOOKUCK  NUTKS.
PeakunoHHY0 cMech nepemelurMBaoT 3 Yaca npu
3TOl TeMmnepatype, 3aTem, NOcne BosBpara K
KOMHaTHOMR Temneparype, noGaenswoT
atvnauerar, [AeKaHTUPYoT, BOAHy  hasy
nogkucnsawT 1 H. BoAHBIM PacTBOPOM COMAHOR
KMCNOTHI, AKCTPArUPYIT aTunaleTaTomMm,
opraHu4eckyto gasy cyllat Ha cynbdaTe marHms
M KOHUEHTPHPYIOT Jocyxa npv NOHWMKEHHOM
daeneHnn (2,7 k[Ma). [llonydeHHoe TeBepaoe
BeLLeCcTBO NEePeKpUCTaNNU30BLIBAOT U3 rekcaHa,
obeapoxuBaloT W cywar. [llonyvawt 04 1
2-(2-meToKkcudeHun) (S)-NponMoHOBORA KUCMNOTHI
B dopme OBenblx KpUCTannce € TCMYKCH

nnasneHus 102°C. [a]é_o = +84 ,6° (c=1; CHCl5).

2-MeTun-5-cbeHnn-3-
[(2-meTOKCKUDEHWUM)-2-(S)-NPONUCHWI]-2-0KCa3orn
WOVMHOH-(4S, 58) MOXHO nonyyate cnenyrwum
cnocofom.

B oxnampaeHHbld po -50° pacrteop 10 1
4-MeTun-5-cheHnn-3-
[(2-meTokcubeHUN)-aLeTnn]
2-0KCa3onuauHoHa-(4 S, 58S) B 150
om 3 TeTparngpodypaHa pobasnawt 19,1 1
1,1,1,3,3,3-rekcaMeTUn-gucunasaHarta HaTtpus,
nepemelmBaldr 45  MUHYT  npwM 3TOMN
TeMneparype, 3artem  gobasngaior 7,72
cm 2 HogmMcToro MeTuna. PeaKUMOHHYIo cMech
nepemelLnBaloT NoToM 15 YacoB NPK KOMHATHOR
TeMnepartype, nocne 9atoro  pasbasnsioT
sTUnaueTatoMm, npomeiBaT 50 cv®  BOAwI,
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3aTeM 50 cM? HachILLEHHOTO BOHOTO pacTBopa
XMOPWCTOrO HaTpuWs, cyllaTt Ha cynbdaTe MarHus
M KOHUEHTPUPYIOT A0CYXa MpU  NOHUKEHHOM
daeneHnn (2,7 «klMa). [llonyyeHHbIR o©cTaToK
KpUCTannmayroT 13 OKNCHK msonponuna,
obesgoxuBaloT W cywar. [llonyvawotr 42 1
4-MeTUN-5-cheHnn-3-[(2-MeToKcuheHnn)-2-(Sinp
ONWOHUN]2-OKcasonuanHoHa -(48, 58) B dopme
Genoro TBepdoro Belwecrtsa.

4-MmeTun-5-hbeHnn-3-[(2-meToKkcucheHnaueT
Wn] -2-okcasonMauHoOH-(4S, 5S8) MOXHO nonyyarts
cnegyoLwmnmM cnocebom.

B cycneHsmwo 1,89 1 rugpuga  Hatpus
(80%-Haa pgucnepcus B BasenuHe) B 200
cm ~ cyxoro TeTparvapodypara gobaensaoT npu
KOMHAaTHOM TeMnepartype 9,38 r
2-METOKCNDEHWUIYKCYCHOR KACIOTHI.

OxnaxpawoT STy cycneHwamwo po  -30°C,
nobaenaot 7,77 oM 3 Xxnopwuga nueanouna,
3atem Ao6GaBnAOT, HAKCOHEeL, oXMaxAeHHLIR Jo
-78°C pacTeOp, NOnydYeHHLbIA BBeaeHHeM 35,27
om3 1,6 M pacTsopa ©yTUNNUTUS B rekcaHe B
OXNaKOeHHelW po  -78°C  pactecp 10 r
4-MeTun-5-cheHnn 2-okcalonuanHoHa (48, 5S) B
200 om? CyXoro TeTparugpodypanHa.
PeaKkUWoHHY0 cMech NepemellmBaT 45 MUHYT
npw -30°C, 3aTem Nocne Bo3BpaTta K KOMHaTHOR
Temnepartype gobaensatT 200 cm3 HacbIWeHHoro
BOAHOrO pacTBOpa XNOPUCTOTO aMMOHUS, NOTOM
500 om? aTMnaueTar; nocne gekaHtauuu
opraHuyeckyo daay npombiBaloT gea paza 100
cm3 BOAb, aartem aga pasa 100
cm ®  HachileHHoro BOOHOTO pacTeopa
XMOPWCTOro HaTpuWs, cyllaTt Ha cynbdaTe MarHug
M KOHUEHTPURYIOT A0cYXa Mpu  NOHUKEHHOM
JaBneHum (2,7 kMa). OcTartok
XpomaTtorpacupyloT Ha KOMOHKE ¢ cUnukarenem
(rpanynomeTpua 0,04 - 0,06 mm, gnameTtp 4.8
CM, BbicoTa 36 cM), anonpyda npu JaeneHun 0,6
Bap a3oTa CMeCblo UWKNnorekcaHa 1 stunnauertara
(85/15, 3arem 80/20 no obvemam) U oTOMpasd
dpakunm no 50 om3. Cpakunm 14 - 31
COSOWHAOT M KOHUEHTPUPYIOT Aocyxa npu
NoHWXEeHHOM fdaeneHun (2,7 kla). lNonyvatoT
13,6r
4-meTun-5-cberHnn-3-[(2-meTokcndpeHnn)ayetTun]-
2-oKcasonuauHoHa- (4S5, 5S) B hopmMe Kentoro
macna.

Mpmep 2

Pabotag nc metofy npumepa 1, ucxoaa ma 3
r
7, 7-ondheHun-2-TpeT.-6yToKcuKapboHUN-4-nepri
Apou3ouMHAonoHa-(3aS, 7aS) ©  cycneHauu
opoMuaa 2-metun-cheHunMarHug (nonyueHHon
n3 4.6 cm3 2-6pomtonyona u 0,93 r marHus B
15 om®  6GeassogHoro TeTparngpodypaHa),
nonyyawTt 1,6 r 7, 7-opeHun
4-(2-meTundeHnn)-2-Tper.
-GyTokcuKapBoHWUn-4-nepruaponsonHgonona-(3a
S, 48, 7a8) B dopme Macna, UCMonsL3yemoro B
TOM e BvAe B cnegyrolleM onbite.

XnoprugpaTt
7, 7-01ucheHnn-4-(2-MeTngeHun)-4-neprngpomnao
mHgonona-(3a8, 4S5, 7aS) MoxHO nonyyarb
cnegyowmnmM cnocobom.

Pabotas no npumepy 1, vexoga M3 1.2 1
7, 7-andennn-4-(2-meTnndeHnn)2-TpeT.
-ByToKCUKapBoHWN-4-Nepruapon3onHaonona-
(3as, 48, 7a8) nonyqatoT 0,68 r
7, 7-ohdpeHnn-4-(2-meTundeHun)-4-nepruaponao
WHoonon-(3as, 4S5, 7a8S)-xnoprugpart.

MHdbpakpacHsIA cnexTp {KBr),
XapakTepucTuKm nonoc (CM'1): 3325,
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3100-3000, 3000-2850, 3000-2300, 1600, 1585,
1560, 1495, 1445, 750, 700.

Mpumep 3

Pabotas no cnocoby npumepa 1, ucxoas 13
2,751
7, 7-ondheHnn-2-TpeT.-0yTokcukapboHun-4-nepru
ApounsomnHgenoHa-(3aRs, 7aRs). 1,73 r
B6e3BOOHOMC XNOPUCTOrO LEpUA N CYCNEeH3NK
BpomMuaa 2-meTokcupeHNMarHMa (nonyyeHHsIA
n3 6,57 r 2-6pomaHuzcna U 0,84 r marHug),
nonyyart 2,72 r 7,7-ancbeHun
4-(2-meToKcUdEHUN) 2-TpeT.
-ByTokcuKapBoHWn-4-nepruaponsonHgonona-(3a
RS, 4RS, 7aRS) B dopme Oenor BO3gyLIHOA
Macchl.

Cnexkrp HAMP npotoHa (DMCO-dg). npu
KOMHaTHOW TemnepaType HabnwogawT CcMech
potamepor: 1,3 1 1,35 (mt, 1H, 1H -CH»>-B 5);
215-24 (mt, 2H, gpyroit H -CHy- B 5 1H
-CH 5- B 6); 2,5-3,6 (mt, -CH»- 1 -CH <); 3,35 1
3,39 (25, 3H, -OCHg), 4,68 un 4,72 (2S, 1H,
-OH); 6,8 - 7,7 (mt, 14H apomaTudeckue).

PaboTad no cnocoby npumepa 1, Ucxoos 1s
2,7 r 7,7-auheHnn-4-(2-meTokcuheHun) 2-Tper.
-6yToKkcuKapBoHMn-4-neprugpomMaonHaocnona-(3a
RS, 4RS, TaRS), nony.atot 1,77 r
7, 7-0npeHnn-4-(2-meTokcucpeHun)-4-neprungpou
sonHponon-(3aRS, 4RS, 7aRS)-xnoprugpara B
dopme Genoro TBepgoro BellecTsa.

Cnektp AMP npotoHa (DMCO-dg): 1,55
{d-wupokmid, J=14, 1H, H-skBaTOpHaNbHLIA
-CH2- B 5), 234 (td, J=14 n 25, 1H, H
oceBol -CHy- B 5); 2,37 (d - wupokuia, J=
14, 1H, H skBatopwanbHbld -CHs- B 8);, 2,52
{(mt, 1H -CHoy- B 1); 2,93 (id, J=14 n 2,5,
1H, H oceBoi -CHs- B 6); 3 - 3,3 (mt, 3H, -CHa-
B 3 n gpyroh H -CHe- B 1), 3,42 (8, 3H,
-OCH 3); 34-3,7 (mt, 2H, -CH <8 3a 1 7a), 53
{mf nnewo, 1H) -OH), 6,8-7,7 (mt, 14H,
apomarin4eckne).

7,7-0nhbeHnn-2-TpeT.-6yToKCUKapOoHUN-4-ne
prugponzonHaonoH-(3aRS,7aRS) moxHO
nonyyats cnegyowmm cnocobom.

B CYCNEH3MI0 10 r
7, 7-andeHnn-4-neprugponsonHaonoH-(3aRS, 7a
RS)- xnoprugpata B 50 com?  cyxoro
auxnopmetaHa AoGaBnaldT NPM  KOMHATHOR
TeMneparype W Npv nepemewueaHum 4,3
om 3 TPUSTUNAMUHE, 7.4 r
an-tpet.-Oytun-gukapboHara, 3artem 0,37 r
4-APMeTUNaMUHO-NPUANHE. PeaKUWOoHHY
CMECH nepeMeLlnBalT  Npu KOMHaTHOM
TeMneparype B TedeHue 24 4acos, NPOMbIBAKOT
150 cm? BOOHCIC pacTeopa NMMOHHORA KACMOTHI,

3aTem 100 om® BOAHOIO pacTeopa
rngpokapboHaTta HaTpus, NoToMm 100
om 3 HaCLILWEHHOro BOAHOMO pacTeopa

XMNOPWCTOro HaTpusA, cylaT Ha cynbdaTe marHus
M KOHUEHTPHPYIOT Jocyxa npv NOHWMEHHOM
pasneHkn (2,7 klMa). Monydawtr 11 1
7, 7-gnbeHun-2-TpeT.
-ByToKCHKapOoHUN-4-NeprngponsonHaoncHa-(3a
RS, 7aRS) B dopme BO3LYWHOW Macchl
KpeMOoBOro LuBeTta.

Cnektp AMP npoTtoHa (DMCO-dg). 1,38
{s, 9H, -C(CHag)g); 2,08 (td, J = 14 n 6, 1H,
H ocesoiA -CHy- B 5); 2,28 (dmt, 1H, H
aKkearopuanesHeld -CHx- B 5); 2,7-2,85 (mt,
4H, -CHs- 1 1 -CHs- B 6); 3,27 (mt, 2H, -CH <B
3a un 1H -CH»- B 3); 3,9-4,05 (mt, 2H, -CH <B 7a
W gpyrod H -CHy- B 3); 7,1-7,7 (mt, 10H
apomMaTtudeckuie).
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Mpumep 4

B pacTBop 11,66 r
7, 7-ondheHnn-2-TpeT .-y TokcukapboHun-
4-neprngpousonHaonoHa-(3asS,7as) B 70
cm ¥ cyxoro TeTparmgpodypaHa noGaensior
Kannsa no kanne npu KOMHaATHOW TemnepaType W
ney nNepemewnBaHUK  cycneHavw 10,78 r
OpoMMaa eHunmarHua B 65 om 3 okic
avatuna. PeaKkuWOHHYI0 CMech NepemellnBaloT
NeM KOMHATHOW Temnepatype B TedeHue 24
YacoB, AOBOAAT A0 dnermMul B TedeHne 5 4acos,
3aTem obpabarttiaiT 250 em® HaCLILEHHOro
BOAHOrO pacTBCpa X/IOPWCTOTO  aMMOHUA,
pasbasnatTt 200 om? sTMnageTara, NnpoMblBaoT
200 om® BoAbl (gBa pasa), notom 200
om 3 HackILeHHoro BCAHOrO pacTBopa
XNOPUCTOrC  HaTpWUA, oywaT Ha cynbdaTte
MarHus, cUNbLTPYIOT KU KOHLUEHTPUPYIOT Jocyxa
NpEW NOHWAKEHHOM JaBneHun (2,7 klMa). OctaTok
XpoMaTorpadupyioT Ha KONOHKe ¢ cunukarenam
Mepk (rpaHynometpua 0,04 - 0,06 MM, guameTtp
53 cM, Bbicota 31,5 cM), snovpys npu
paeneHwun 0,5 Gap aaota cMechio LuKnorekcaHa
n stunauerara (20/10 no o6bemam) n otbupasn
chpakumm 100 om?. $pakunmn 23-48 coeMHSAIOT K
KOHUSHTPUPYIOT  ocyxa MNpyu  NOHUXKEHHOM
JaeneHwnn (2,7 «kMa). [lonyyawor 5,75 r
4.7 7-TpudpeHnn-2-TpeT -0y ToKCMKapOoHMIT-
4-neprugpouscuHaonona-(3a8,4S,7aS) B dhopMe
OrnegHO-XenTol BO3AYLIHOW Macchl.

Cnektp AMP npotoHa (DMCO-dg): 1,37
(s, 9H, -C(CHg)3); 1,65 (mt, 2H, -CHy- B 5);
228 (d - wwupokwd, J = 14, 1H, H
aKkBaTopwaneHeld -CHo- B 6); 2,65 (t, J = 9,
1H -CHy- B 1); 2,85 (mt, 1H, -CH <B 3a); 3,05
(td, J = 14 »n 3,5, 1H, H oceBod -CHo- B 6);
3,25 (mt, 2H gpyro# H -CHo- 8 1 1 1H -CH»- B
3), 34 (d, J =11, 1H apyroli H -CHz- B 3); 35
(mt, 1H, -CH <B 7a); 44 (s, 1H, OH); 7,1-7,6
(mt, 15H apomaTtudeckue).

WHdppakpacHLIA cnexTp {KBr),
XapaxKTepUcTUKM nonoc (cvm™My: 3425,
3100-3000, 3000-2850, 1680, 1600, 1580,
1495, 1475, 1410, 1365, 1170, 750, 700.

B pacTeop 6,8 r
4.7, 7-TpucbeHnn-2-TpeT -0 yToKkcuKkapboHWn-
4-neprugpousonHgonona-(3aS, 45,7aS) B 60
CM 3 nuokcaHa AOGABNAT NPU  KOMHATHO
Temnepatype pacteop 115 oM 6,3 H.
COMAHOKWCNONO AMoKcaHa. PeakuMOHHY CMech
nepemelLMBaloT 2 Yaca NpW STOW Temnepatype,
3aTeM KOHLEHTPUPYHT A0CYXa NPK NOHMKEHHOM
JasneHun (2,7 «KlMa). OcTartok NpoMbIBAKOT
aleToHUTPUNOM, 00E3BOXUBAIDT, 3aTeM cyllar.
MonyvatT 4 r
4,7, 7-TpudeHnn-4-neprngponzonHgonon-{3as,4
S,7aS)-xnoprugpara B opme Beneh
BO37YLUHOR Macchl.

Cnektp HAMP npotoHa (DMCO-dg): 1,51
(td, J=14, 1H, H ocesoid -CHy- B 5); 1,72
(d-wwupokmia, J=14, 1H, H sKkBaTtopMancHbliA
-CH»- B 5); 2,34 (d-wwupokuit, J= 14, 1H, H
sKkBaropuansHelid -CHo- B 6);, 242 (td, J=10,
1H -CHs- B 1); 2,87 (id, J=14, 1H, H oceBo#
-CH»- B 6); 294 (mt, 1H, -CH <B 3a),
3,06-3,25 (mt, 3H, gpyrod H -CHx- B 1 1 -CHo-
B 3);, 3,57 (mt, 1H, -CH B 7a); 5,67 (mf, 1H,
OH);, 7,1-7,6 (mt, 16H apomaTuueckune), 8,9 (2

mf, 1H Kaxkawlit, NH? ).
WHdppakpacHLIA cnexTp (KBr),
XapakTepWucTKkM  nonec (CM'1)Z 3500-3250,

27120438 C1

RU



8¢v¥o0cCclLd N

0]

3100-3000, 3000-2825, 2800-2250, 1600, 1580,
1495, 1445, 1075, 750, 700.

Mpumep 5

B CYCMNEH3UI0 26,4 r
5-aleToKeKn-7, 7-audeHnn-2-TpeT.-0yTokcnkapbo
HUN- 4-neprugpounsouHionoHa-(3aRs,
5RS,7aR8) n 43,3 r 6e3rogHoOro xnopuaa uepus
B 265 M3 cyxoro TeTparnapodypaHa AoBaensoT
Kanma no Kkanne npy KOMHATHOR TemnepaType W
npv  nNepemellvBaHuK  cycneHamwo 309 r
Bpomuaa 2-meTokcudpeHunmarHua B 170
oM 2 cyxoro TeTparnopodypaHa. PeakumoHHyo
CMecCb  MepeMellnBaldT  MNpW  KOMHATHOR
Temneparype B TeueHWe 24 4acos,
obpabarsisator 400 om® HaCbLILEHHOro BOAHOIo
pacTBopa XMNOPUCTOro aMmmoHus, Beogdar B 1000
om3 sTUNaLeTaTa, 3aTem hUNLTPYIOT Ha LennTe.
OpraHuyeckyd daay OeKaHTUPYIOT, cyllaT Ha
cynbdpare MarHus, QUNBbTPYIOT "
KOHUEHTPUPYIOT — gocyxa npW  NOHUXKESHHOM
JaBneHnM (2,7 Kla). OcTaToK
XpomaTorpacmpyloT Ha KOMOHKe C curvKarenem
Mepk (rpaHynomeTtpusa 0,04-0,06 MM, guametp 7
CMm, BbicoTa 55 cm), snonpya npu daeneHunn 0,5
Bap asoTa cMecklo LUKNoreKkcaHa W sTunayerara
{70/10 no o6vemam) n otbupana gpaxkumm no 250
om®, chpakym  10-19  coeguHAKT W
KOHLEHTPUPYIOT  Jocyxa Mpyv  NOHWKEHHOM
pasneHun (2,7 kla). Tlonydawr 18 1
7, 7-onheHnn-4-(2-meToKCUDeHUN)-2-TReT.-OyToK
cukapboHUn-
4 B-neprugpousonHgonanona-(3aRS,4RS8,5RS,7
aR8)- B chopme Benbix KpUCTANNOB C TOYKON
nnaeneHus 229°C.

B pacTBop 515 r
7, 7-gnhenun-4-(2-meTokcneHnn)-2-TpeT.-OyToK
cukapboHUn-
4 5-neprugpounaonHgongunona-(3aRs, 4RS, 5RS,
7aRS) B 25 oM’ AnokcaHa JoGaendioT npw
KOMHaTHOI TemnepaType pacTeop 25 cm3 6 H.
CONAHOKWCNOro AUoKcaHa. PeakUMoHHYK CMech
nepemelLnBaloT 1 Yac nNpu STOR TemnepaType,
3aTeM KOHLEHTPUPYHOT AOCYXa NPK NOHUKEHHOM
pasneHWK (2,7 kMa). OctaTtok npombieawT 20

cm 3 aueToHWTpuna, obe3BOXMBAOT W cylwaT.
MNonyyatoT 4.5 r
7, 7-0beHnn-4-(2-meTokcndeHnn)-
4 5-neprugpounsonHgongunon-(3aRS, 4RS, 5RS,
7aRS)-xnoprugpata B chopme Benbix
KpUCTannmoOB C  TOYKCK  MNaBneHua  npu
TemMnepaTtype Bbille 300°C.
5-AueTtokcn-7,7-gudeHnn-2-TpeT.
-OyTOKCUKapOOHUN-4-NeprnaponsonHaoncH (3
aRS§, 5RS8, 7aRS) MoXHO nonyyate cnegyowum
cnocoboM.

B CYCneHanm 19 r
5-aueTokcK-7,7-gudeHnn-4-neprngporaouHaono
H -(3aRS, 5RS, 7aRS8)xnoprmgpata B 200
cm 3 oyxoro auxnopmertaHa [A0DaBNAT Npu
TeMneparype okono 5°C, npu nepemellrBaHny,
46 9 oM TpUaTUnamuHa, 11,8 r  gu-Tper.
-6yTungmkapboHara, 3ateM 03 r
4-grmeTunamuHonupuanHa. PeakuMoHHyo
CMEeChb nepeMeLlnBaoT  npu KOMHAaTHOIA
TeMmnepatype B TeueHue 24 4acoB, 3arem
NpPCMBIBAKOT HACLIWEHHBIM BOAHEIM PacTBOPOM
OukapboHaTa HatTpua, OpraHWuecKkyrd dasy
JekaHTWpyoT, cyllaT Ha cynbdarte MarHws,
DUNBTPYIOT U KOHUEHTPUPYT  Jocyxa npw
NOHWXEHHOM faeneHuu (2,7 kMa). OcraTok
KpucTannuayrT na 120 em? okven naonponuna.
Monyyator 21 r  S-auetokcn-7,7-gucbeHnn-4-
neprugpousouHaonoHa-(3aRS, 5RS, 7aRS) B
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chopme BenbiX KpUcTanmnoB ¢ TOYKOW NnasneHus
213°C.

XnoprugpaTt
5-aleTokekn-7,7-audheHun-4-neprungponaorHaono
Ha- (3aRS, 5RS, 7aRS) mowHo nonydarb
crnegytowmnm cnoccbom.

B pacTBop 51,2 r
5-aueTokcu-7,7-gUupeHnn-2-BMHUNOKCUKapO OHIN
-4- nepruaponaonHaonmHoHa-(3aRsS, 5RS,
7aRS) B 118 cm? JuokcaHa [obasnawTt npu
KOMHATHOW TemnepaType pacTeop 394 cm® 5.2
H. CONAHOKUCIOro AuokcaHa. PeakunoHHy
CMecb nepemewmBawdT 1  4ac npu  3TOW
Temneparype, 3aTeMm KOHUESHTPUPYIOT Aocyxa
NpM NOHWXEHHOM JaBneHun (2,7 klMa). OctaTtok
nepekpucTannuaoBsieatot ua 200 cm® Kunswero
staHona. [Monyvawot 13,4 r  xnoprugpar
S5-aueTokcu-7,7-aueHun-4-
neprugponacnngonoHa- (3aRS, 5RS, 7aRS) B
thopmMe BenbiX KpUcTannos ¢ TOYKOR NnasneHus
npn Temneparype sbiwe 300°C.

5-AueToKeK-7,7-aMdeHnN-2-BUHUNOKCHUKapbo
HWN-4-neprugpouMsonHgonuHoH  (3aRS, 5RS,
7aRS) MOXHO nony4vaTtb crnenyiowmMm cnocobom.

B pacTeop 58 r
5-auertokcKn-2-6eHaunn-7,7-gudbeHn-4-neprngpo
n3onHaonuHoHa-(3aRS, 5RS, 7aRS) B 580
om 3 cyxoro auxmopmeTaHa A0GaBRAT Mpu
KOMHaTHOA TemnepaTtype W Mnpu nepemelLnBaHnu
13,6 cm® BUHUNXNopdopMraTa. PeakumoHHyo
CMeChb J0BOAAT Jo dhnermel pacTeopuTens B
TedeHWe 1 4aca, oxnaxgarT [0 KOMHaTHOM
TEMNEPATYPbl M KOHUEHTPUPYIOT Jocyxa Mnpw
NoHWXEeHHOM paeneHun (2,7 kla). OcraTok
KpuctannuayoT w3 400 cm® cMecn  okucu
AMaonponana M neTponerHore acupa (50/50
no obbemam). Monyvatot 51,4 r
5-aueToken-7,7-audeHnn-2-BMHUNoKCUKapOoHNN
-4-neprnaponsonHacnHoHa-(3aRs, 5RS, 7aRS)
B opmMe KEenTbiX KpWUCTaAnnoB ¢ TCMKCH
nrnaeneHus 205 - 210°C.

5-AueToKcK-2-6eHann-7, 7-anudeHnn-4-nepru
APOU3oMHOONUMHOK-(3aRS, 5RS, 7aRS) moxHo
nony4yats cnegyowmM cnocobom.

B pacTteop 86 r G-aueTtokcun 4,4-gudeHunn
2-LMKNorekceHoHa % 96
om 3 N-GyToKCUMETUN-N-TPUMETUNCUNINIMET M-
Geravnamvba B 1000 oM OUXnopMeTaHa
Jobaenawt 15 Kanenb TPUMDTOPYKCYCHOR
Kucnotel. PeakuWOHHYID CMeChk nepemellnBaloT
Nnpv KomHaTtHOW Temnepartype 15 vacos, satem
agobaenawt 2 r KapboHata HaTpua M
KOHUESHTPUPYT  Aocyxa nNpW  NOHWKEHHOM
JaBneHnn (2,7 KlMa). OcTaToK
XpomaTorpaupyoT Ha KONOHKE € CUMNUKarensm
Mepk (rpanynometpua 0,04 - 0,06 MM, aMameTp
7 cm, BeicoTa 70 cMm), aniovpysa nNpu SaBneHrK
0,5 ©Oap a30oTa CMeCbK LUWKIOrekcaHa W

sTunadetara (20/80 no obvemam) U oTbUpad

chpakuum no 200 om®. $pakupn 6 - 10

COSOVMHAKT WM KOHUESHTPUPYIOT Jdocyxa npW
NOHWXEHHOM faeneHuu (2,7 klMa). MonyvaTt 70
r 5S-ayetokcn-2-6eHaun-7,7-gudeHnn-4-(3aRS,
5RS, 7aRS)-neprnaponscnHgonMHoHa B dopme
Mena (Todka nnasneHws Hmke 40°C).

N-ByTokcumeTUn-N-TpuMeTUncunnnmMeTun-6
eH3KMnaMuH MOXHO nonydaTk no Metogy Y. Terao
et coll., Chem. Pharm. Bull., 33, 2762 (1985).

B-AueTokcr-4,4-andeHnN-2-LIMKIOreKCEHOH
MOXHO nonyyate No Metogy, onucaHHomy W.
Oppolger et cell.,, Helv. Chim, Acta, 59,
2012 (19786).

Mpmep 6
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Xnoprugpat
7, 7-andeHnn-4-bTop-4-(2-meToKcudeHun)-nepr
nopounsonHaona-(3as, 43, 7a8) MOXHO
nony4ats cneayowmmM cnocobom.

B pacTeop 2,07 r
7, 7-ondbernn-4-chtop-4-(2-meToKCcueHUN)-2-
TpeT.-OyToKCMKapboHWMN-NneprugponsonHgona-(3
as, 48, 7aS) e 20 cm? AnokcaHa JoBaBnaloT Npu
KOMHATHOW Temnepatype pacteop 20 om® 6,3
H. COMAHOKWUCMOro AuokcaHa. PeakuWoHHyo
CMeCb NepeMelLBaloT NpKW STOW TeMnepaTtype B
TeueHWe 3 4acoB, 3aTeM KOHLEHTPUPYIOT AoCyXa
npW NOHWMKEHHOM faeneHuKn (2,7 kla). OcraTtok
kpucTannuaylT u3 40 om®  abcontoTHoro
artaHona, Kpuctansisl ©0e3BOXMBAKT, MNOTOM
cyLwar. Monydatot 1 r  xnoprugpara
7, 7-ondheHnn-4-pTop-2-(2-MmeToKcudeHWN)-nepr
nopownsonHgon (3aS, 4S, 7aS) B dhopme Benbix
KPWCTaNMoB ¢ TOYKOW nnasneHus 270°C.

7,7-0nhbeHnn-4-dbTop-4-(2-meTokcndeHnn)
2-TpeT.
-6yTokcnkapboHun-nepringponzonHgon-(3as, 4S,
7aS) MOXHO Nony4yaTb cnegyrolmnm obpasom.

B oxnaxaeHHbld o 0°C pacteop 6548 r
7, 7-ondbeHnn-4-(2-meTokcupeHun) 2-TpeT.
-ByTokcuKapBoHWn-4-nepruaponsonHgonona-(3a
S, 4S5, 7aS) B 70 om® CYXOro AuxrnopMmeraHa
AoGaenawT Kanna no kanne pacteBop 4.3
om 3 TpexdTopUCTOR AMaTUNaMuHocEpsl B 20
CM 3 gyxoro AuxnopmeTaHa. PeaKLyoHHY0
CMecb nepemMellnBaloT 3 vaca nNpW  STOR

Temneparype, npomMbIBaeT 100
oM HagcbILLeHHOro BOAHOTO pacTBopa
rmopokapboHata  Hatpus,  3atem 100

cm ®  HachileHHoro BOAHOMO pacTBopa

XNOPUCTOro HaTpuUs, cylarT Ha cynbdarte MarHug
N KOHLUEHTPUPYKT JocyxXa Mnpyv  NOHWMKEHHOM
JABNEeHWK (2,7 klMa). OcTaToK
XpoMaTorpadupyloT Ha KONOHKe ¢ cunuKarensm
Mepk (rpaHynometpua 0,04 - 0,06 MM, guametp
4.8 cMm, BbICOTa 26 CM), aMOMpys Npy SaBneHuM
0,5 6ap a3oTa CMecbl UWKnorekcaHa W
atunayetara (95/5 no obvemam) n orbupas
dpakymn no 50 cm® dpakumm 34 - 63
COSOMHAT 1 KOHUEHTPUPYIOT Jdocyxa npu
NOHWKEHHOM AaBneHuy (2,7 klMa). MNonyyator 2,2
r 7, 7-andeHun-4-dpTop-4-(2-meTokcudeHnn)
2-Tper.
-ByToKCcHKapOoHUN-NeprugponacnHgona-(3as,
4S5, 7aS) B hopme OGenol Bo3AyLWHOW MaCChl.

Mpumep 7

Xnoprugpat
4 4-gnbenun-7-(2-meTokcndeHnn)2,3,3a,
4,5 7Ta-rekcarugponsonHgona-(3aS, 7aRS)
MOXHO NoMyYaTh cneayowimM cnocobom.

Pacteop 8,56 r
7, 7-ondheHnn-4-(2-meTokcUPeHUn) 2-TpeT .-
ByTokcukapboHun-4-neprugponsoHaonona-(3as,
48, 7aS) B 53 om? YKCYCHOW kucnotel U 30
om 2 12 H. consHOW KWGNOTHI HarpeBalwT [0
95 °C B TeueHWe 45 MWHYT, 3aTeM OXNaKOaoT
0O KOMHATHOR TemMnepaTtypbl U KOHUEHTPUPYHOT
Jocyxa npyv NOHWXEeHHOM dasneHun (2,7 kMa).
OcTaTtok  nepekpucTannuaosbiBaloT ka3 20

om ¥ auetonutpunma.  [Monydalr 55 1
xnoprugparta

4 4-andbeHun-7-(2-meTokcudpeHun)-2,3,3a,

4.5, 7a-rekcarnaponscuHgon-(3as, 7aRS) B

chopme Benbix KpUCTannoB ¢ TOYKOW NnasneHns
Bbille 300°C 1 UCMONb3YIOT B ChIPOM COCTOSIHAM
B NOCMNeayoLWX CUHTE3aXx.

Mpumep 8

B CYCNEH3MI0 84 .4 r opomMuaa
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2-MeToKcUpeHUNMarHm1a B 1000
om 3 TeTparmgpodhypaHa AcBaBnsaoT kannsd no
Kanne npKM KoMHaTHOW Temnepartype, npu
nepemeLllMBaHWM, pacTBep 22 r
5-auetokcKn-2-6eHann-7,7-gudbeHnn-4-neprngpo
msonHagonoHa-(3aRS, 6RS8, 7aRS) B 220
om 3 TeTparngpodypaHa. PeaKkUUOHHYI CMech
nepeMeLlLnBaoT NpK KOMHATHOW TeMneparype B
TedeHre 18 dacoe, o©bpabaToieaor 200
om 3 HacblLLeHHoro BOAHOIO pacTBopa
XINOPWUCTOro aMmMoHKs, BeoadaTr B 200 cm 3 okuen
atuna W 200 r nbga. OpraHudeckyto pasy
JeKaHTUPYT, cyllaT Ha cynbcate MarHug,
DUNBETPYIOT M KOHUEHTPMPYIOT  OOocyxa Mpu
NoOHWXEHHOM paeneHun (2,7 kla). OcraTok
KpuctannuayoT ua 250 cm? neTponeiHoro
achupa, 3artem nepekpucTannmaossiatoT U3 200
cm®  MeTaHona; Kpuctannel npomMbiatT 200
em ¥ okucu naonponuna. [onydawor 16,4 r
2-6eHann-7, 7-gudeHnn-4-(2-metokcncb eHnn)4,5-
neprugpouacuHgonguona- (3aRS, 4RS, 5RS,
7aRS) ¢ Toukol nnaBneHua 236°C.

Mpumep 9

B 13 r1,4-gutonyun-L-taptpar 7,7-audpeHun
4-(2-meToKkeHdeHun)-
4 5-neprugponaonHongunona-(3a S, 4 S, 45, 5S,
7aS) pacTtBopeHHOMy B 260 om® meTaHona
poGasnsioT 520 om 2 Bogel v 7O om® 1 W
BOOHOMO  pacTBOpa TMOPOCKACK  HAaTpWS,
pPeakLWOHHYID CMeCb MNepeMellvBaT  npy
KOMHATHOW TeMmnepaTtype AC WCYS3HOBEHWS

WCXOOHOrO npoaykra. O6pa3oBaHHLIe
Kpuctannsl  puneTpyoT, 00e3BOXKMBAKT W
cyLwar. Monyvatot 766 r

7, 7-ondheHnn-4-(2-meTokcupeHn)-4, 5-neprugpo
nsomHgonguona-(3a S, 4 S, 5 S, 7aS) ¢ To4KoR
nnaeneHus 235°C.

1.4-Outonyun-L-Taptpat
7, 7-0ubeHnn-4-(2-metokcndeHnn)-4,5-
nepruaponacnngongmona-(3a S, 4 S 58, 7aS)
MOXHO NoMyyaThb cnegyowmM cnocobom.

B pacTBop 30 r
7, 7-ondperHnn-4-(2-metokcudeHwnn)-4,5-
neprugaponacnHgonguona-(3a RS, 4 RS, 5 RS,
7a RS) B 500 cm3 meTaHona ooGaenawT, npu
nepemMeLLnBaHmm, 29,2 r
(-)-autonyun-1,4-L-euHHOR  KucnoTel.  [locne
MoMfHOro pacTBOpPeHWA peakUUoHHYK CMech
KOHLUEHTPUPYIOT  A0CyXa NPW  NOHUMKEHHOM
JasneHun (2,7 kla), nonyyeHHyio BO3LYLLUHYHO
mMaccy Kpuctannuaylor ka3 500 om®  okrcn
aTuna. MonydYeHHble KpUcTannbl ¢ NOCTOAHHOW
BpallaTenbHod cnocobHOCTbIO
NnepekpUCTann3oBLIBAOT U3 CMecK aTaHona u
Bogbl (60/40 no ofvemam). Monywawt 13,3 T
1,4-gwTonyun-L-tTaptpar
7, 7-ondheHnn-4-(2-meTokcupeHn)-4, 5-neprugpo
nsonHgonguona-(3asS, 4S8, 5 S, 7aS) ¢ ToukoR
nnaeneHus 240°C.

7, 7-0undbeHnn-4-(2-meTokcndeHun)-4,5-nepru
ApouzomHionauon- (3aRS, 4 RS, 5 RS, 7a RS)
MOXKHO NoMyYaTh cneayow MM cnocobom.

Cmeck 2 r
2-6beH3nn-7,7-gudeHun-4-(2-metokcuceHnn)-4,5
- neprugponsonHgonguona-(3aRSs, 4RS, 5RS,
7aRS) n 50 om® sTaHona HarpeealoT fo 65°C
npv nepemewuveaHun; Aobaenawt 0,65 1
20%-HOro ruapocKcK Nannagua Ha yrne, sarem
peakyUoHHYH0 CMEeCh rMAPKHPYIOT, npM
nepemelLMBaHUK, NpKU Temnepatype 65°C U npu
atMoccpepHoM  gaBneHun.  [locne 1 vaca
peakuun TeopeTudeckuiA  obbem  Bopopoda
NnornowaeTcs; peakUWoHHYI0 CMech PUNLTPYIOT,
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NOTOM  KOHUEHTPUPYT  MpW  NOHWKEHHOM
JaeneHuun (2,7 kMa). Octatok KpUCTannuayoT 13
10 om® orvcn maonponuna. lMonyvator 1,45 1
7, 7-01chbeHnn-4-(2-meTokeuheHnn)-4,5-
nepruaponsonHpongmona-(3akRSs, 4 RS, 5 RS,
7aR$S) ¢ Toukon nnaeneHua 230°C.

Mpumep 10.

Pacteop 8,56 r
7, 7-ondheHnn-4-(2-meTokcupeHun)-2 TpeT.
GyToKCcuKapboHUn-4-neprugponsonHgonon  (3a
S,4 S, 7a S) B 53 cm? yKeycHoOlR knenoTel W 30
om® 12H XNOPBOACPOAHOW KMCNOTHI HarpeeatwoT
npM 95°C B TedeHue 45 MUHYT, 3aTeM
OXMaK4aT A0 KOMHATHOW TemnepaTypbl W
KOHUEHTPUPYIOT — AocyXa nNpW  NOHUWKEHHOM
OaBNeHH (2,7 KlMa). OcTaToK
nepekpUcTanM3oBLIBAOT n3 20
om 3 aueToHUTpUna. Monyyawtr 52 r
xnoprigpara 4,4-gudpeHun-7-(2-
MeToKcudeHnn)-2,3,34,
4 5 7a-rekcarmgponscuHgona (3a8S, 7a8) B
chopme BenbiX KpUcTannos, NNaBAWMXca npu
Temneparype Bbille 300¢°cC, KOTCPLIA
WUCNONB3YeTCs B HEOYULLEHHOM COCTOAHUM B
crnedyowmnx cuHTe3ax.

[MpuMep Ucnonb3oBaHusa 1

B CYCNEH3MI0 0,8 r
7, 7-nndbeHnn-4-(2-metokcndpeHmnn)-4-
nepruaponacungonon-(3as, 4 S,

f7aS)-xnoprugpara B 60 cm? CyXoro

auxnopMeraHa aobaBnaoT 0,025 r
1-rmgpokcrnbeHaoTpuasona, 0,38 r
2-(2-meToKCKnpeHun) (S)-NPoNUCHOBOW KACMOTHI,

0,32 cm3 AWN3CNPONUNaTUNaMuHa,  3artem
oxnaxaawT 3ToT pacteop Ao +5°C # BbicTpo
nobaenawoT CyCrneHauno 043 r
1-(3-BUMETUNAMUHONPOMNNI)
3-aTunKkapboaMnMMua-xnopruapara B 10

oM ¥ cyxoro  AMxXnopMeTaHa.  PeakUuoHHYH
CMecb MepemelunsaloT 2 4aca npu +5°C, 1
Jaca nNpv KOMHaTHOW TemnepaTtype, NPOMbIBAIOT
20 om3 BoAdbl, 3arem  npombiBatoT 20
om 3 HacklLeHHoro BOAHOMO pacTeopa
XNOPUCTOrc HaTpua (OBa pasa) cylwar Ha
cynbchaTte MarHWa W KOHUEHTPUPYHOT Aocyxa npu
NOHWXEHHOM JaeneHun (2,7 klla). Ocratok
XpoMaTorpadhupyioT Ha KONOHKe ¢ cUnukarenem
Mepk (rpanynomeTtpusa 0.04 - 0.06 MM, aMameTp
2,8 cm, BeicoTa 20 cM), snoupys Npu gasneHuu
0,5 ©Oap a3oTa CMecbl UuKIorekcaHa W
atvnayetara (80/20 no obbemam) U oTbupad
chpakymm no 25 om3. $pakgynn 9 - 15
COeOMHAIOT, 3aTeM KOHLEHTPUPYIOT AOCYXa MpK
NMOHWXEHHOM faeneHuu (2.7 kMa). Ocratok
KPYCTannUayloT U3 CMecH aueToHUTPUMAa W OKUCK
Armacnponuna. Monyvatot 0,17 r
7, 7-ondheHnn-4-(2-meTokcupeHun)-2-[2-(2-MmeToK
cudbeHnn) {S)-nponuoHun] -
4-neprugponsonHgonona-(3asS, 48, 7aS) B
chopme BenbiX KpUcTanioB ¢ TOYKOW NnasneHus
244°C.

[NMpvmep ncnonb3oBaHns 2

Pabotasn no crnocody npuMepa
MCMOMBL30BaHNA 22, NPUBEAEHHOTO HIKe, NcXoas
13 0,68 r
7, 7-oncbeHnn-4-(2-metndeHnn)-4-nepruapounso
wHgonon- (3a8, 4S8, 7aS)-xnoprugpata 1 0,28
CM 3 xnopucToro cheHunayeTvna, nonyvatwot 0.4
r
7, 7-andeHnn-4-(2-meTnndeHnn)-2-heHunaueTm
n-4- neprugpouvsouHacnona-(3aS, 4S, 7aS) B
chopme BenbIX KpUCTannoB ¢ TOMKOW NnasneHus
208°C.
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MpumMep nMcnonbzoBaHWa 3

B CYCMeH3no 1,1 r
7, 7-0hdbeHnn-4-(2-meTokcudeHnn)-4-
nepruaponacunngonon-(3aRs, 4RS,
7aRS)xroprugpata 8 25 com®  cyxoro
auxnopmetaHa AobBaBnsioT NpW KOMHATHOMR
Temneparype 0,35 om3 TPUSTUNAMUHA, 3aTeM
0,33 om? XNOPUCTOro theHUnauetTuna.
PeakuWoHHYO CMeck nNepemellnBaloT 24 daca
npv aTol TemnepaType, paabasnawt 200
om 3 auxnopmeTrana, NpPOMbIBAKOT 100
oM 2 HacblleHHOro pacTeopa ruapokapboHata
HaTpus, 100 cm 3 BoAdbl (ABa pasa), 3arem
HacbIWEHHbIM BOOHLIM PAacTBOPOM XMOPUCTOro
HaTpUs, cylwar Ha cynedare marHus,
DUNBETPYIOT U KOHUEHTPUPYIOT  Oocyxa npu
NoHWXeHHOM pJaeneHun (2,7 kla). Ocratok
XpomMaTtorpachpyloT Ha KOMOHKe C curuKarensm
Mepk (rpaHynomeTpuna 0,04 - 0,06 mm, gnameTtpa
2 CM, BbICOTa 22 CM), SMOUMpysa Mpyu JaBrneHUK
0,6 ©Oap asoTa CMecbik UuKnorekcaHa W
aTunaudetara (55/45 no obvemam) U oTbUpas
chpakuyms no 20 cm3. dpakyms 11-18 cosauHsIOT
W KOHLUEHTPWUPYHT Jocyxa Mpyu  NOHWKEHHOM
paeneHna (2.7 klMa). lMMonyyeHHbIA ocTaTtok
KpucTanmuayleT M3 70 om®  aueToHUTpuUna,
KpucTannsl 06e3BoXMBaOT U cywwart. [MonyyaioT
05T
7, 7-andennn-4-(2-meTokcudeHnn)-2-dpeHnnaLe
Tun-4-neprngpomnsonHgenona-  (3aRS, 4RS,
7aRS) B chopme BGenoro TeBepaoro BeLLecTBa.

Cnektp AMP npotoHa (DMCO-dg). 1,5
(dmt, J = 14, 1H, 1H skeartopuantHeid -CHo- B
5), 2,26 (dmt, J = 14, 1H, H sKkeaTtopuanbHbIiA
-CHy B 6); 2,31 (id, J = 14, n 3, 1H, H
oceBoil -CH»- B 5); 2,85 (mt, 1H, -CH <8 3a),
3,02 (td, J =14 n 2,5, 1H, H ocesolh -CH»- B
6), 3,2 - 3,6 (mf, -CHo- 1 CH <); 3,44 (8, 3H,
-OCHz3); 6,8 - 7,6 (mt, 19H apomaTuyeckne).

VHdpakpacHLIA cnexTp {KBr),
XapakTepucTUkA  Nonoc (CM'1); 3100-3000,
3000-2850, 2840, 1640, 1600, 1580, 1495,
1450, 1245, 1030, 750, 720, 700.

MpuMep KMcnonbzoBaHKa 4

B CYCMNEeH3no 08 r
7, 7-0ucbeHnn-4-(2-metokcudeHun)-4-neprungpom
3onHponon-(3aS, 4S, 7aS)-xnoprugpara B 80
cm 3 cyxoro guxnopmeraHa go6aenaiot 0,025 r
1-rmppokcnbeHaoTpuasona, 0,27 om3 2-tpeHun
(8)-nponaHoBOA KMCMNOTHI, 0,32
om 3 OWU3CIPONUNaTHIaMUHA, 3aTem
oxXnaxkaalT 9TCeT pacTBop Ao +5°C M BhicTpo
AJobaenaioT CYCMNEH3no 0,43 r
1-(3-BUMETUNAMMUHONPOMNUN)-3-STUNKaPBO4NUMU
Jxnoprugpata B 10 om® cyxoro auxnopmeTaHa.
PeakuMOHHYK CMechb NepeMellnBaT 2 vaca npu
+5°C, 18 YyacoB NpW KOMHATHOW Temnepatype,
npomeiaT 20 cm? BOALI, 3aTeM NpoMblBakoT 20
om? HacbILLEHHOro BOAHOO pacTBopa
XNOopuCTOrc HaTpMa (ABa pasa) cywar Ha
cynbchaTe MarHUs U KOHUEHTPUPYHOT AocyXa npr
NOHWXEHHOM faeneHuu (2.7 kMa). OcraTok
XpomaTorpachmpyloT Ha KOMOHKe C curuKarensm
Mepk (rpanynometpua 0,04 - 0,06 MM, gvameTp
2,8 cm, BeicoTa 20 cM), snoMpys Npy OaBneHum
0,56 ©Oap asora CoMecblo UuKnorekcaHa W
aTvnauleTata (65/35 no obvemam) U oTOMpasd
dpakuum ne 25 cm®. $pakunmn 6 - 12
COeAMHAIOT, 3aTeM KOHLEeHTPUPYIOT AocyXa npu
NoOHWXEHHOM JaeneHuu (2,7 kMa). OcraTok
KPUCTaNMUaylT M3 OKWCKM  JuMMacnponuna.
Monyvatot 0,563 r
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7, 7-ondbeHnn-4-(2-meTokcUPeHUnN)-2-[2-heHun
(S)-nponuoHnn]-4-neprugpon3onHgona-(3as,
48, 7a8) B cpopme Benbix KpUCTannoB ¢ TOYKOR
nnaeneHns 128°C ¢ pasnoxeHrem.

Mpumep ucnonb3oraHus 5

B CYCMNEeH3uIo 0,75 r
7, 7-O1heHnN-4-(2-MeToKCUeHWN )-4-Neprnapon
3onHaonon-(3a8, 4S8, 7aS)-xnoprugpara B 60
CM 3 qyxoro guxnopmeTaHa gobaensoT 0,024 r
1-rmppokcrbeH3oTpruasona, 033 r
2-aueTunokeKn-2-coeHnn  (S)-YKCYCHOR KMCNOTHI,
3aTeM OXNaxaalwT 2STOT pacTeop Ao +5°C K
OblcTpo  gcbaendAwT  cycneHaumw 04 1
1-(3-OMMETUNAMUHONPONUN)-3-STUNKapboanMm
oxnopruapata B 20 oM cyxaro AMxnopmeTana,

3artem pacTeop 063
om ¥ gumsonponunatunamuHa B 20 cM® cyxoro
auxnopmeTtana. PeakuynoHHyto CMech

nepemMelLmnsaioT 2 Yaca npu +5°C, 24 yaca npu
KOMHaTHOW Temnepatype, pasbasnawTt 120

om 3 uxnopmerana, NpoMbIBaKOT 100
om 3 Boael, 3atem 100 om3 HaCLILEHHOro
BOAHOMO pacTBopa XMOPUCTOro HaTpus, cyllar
Ha cynbchate MarHus W KOHLEHTpUpYyeT Aocyxa
NpM MNOHWMKEHHOM JaBneHun (2,7 kMa). Ocratok
XpoMaTorpachupyloT Ha KONOHKe ¢ cUruKarenam
Mepk (rpaHynometpua 0,04 - 0,06 MM, guametp
2,5 cm, BeicoTa 39 cM), snouvpys Npy gaBneHuu
0,5 ©Oap a30Ta CMeCb LUWKMNOrekcaHa W

atunauyetara (50/50 no obvemam) u oTbupas

chpakuum no 60 om®. $pakummn 6 - 10

COeOUHAIT, 3aTeM KOHLUESHTPUPYIOT Aocyxa npu
NOHWXEHHOM JaeneHun (2,7 kMa). MNonyyakoT
096

7, 7-ondheHun-4-(2-meTokcUpeHUN)-2-[2-aLeTuno
KCu-2-coeHun (S)-auetun]
-4-nepruaponsonHgonona-(3aS, 4S, 7aS) B
popme Oenor BO3AYLLUHOA Macchl.

Cnexktrp SAMP npotonHa (DMCO-dg). npu
KOMHaATHOW TemnepaTtype HabMno4alT CMech
OByx potamepor). 1,25 (dmt, J = 14, H
aKkBatopuaneHeld -CHs- B 5); 1,4 (dmt, J =
14, H skeatopuanbHeld -CHs- B 5); 2,01 (S,
3H, -OCOCHSg); 2,27 (mt, 2H, H-CH>- B 5 1 1H
-CH»- B 6); 2,65 - 3,6 (mt, -CHy- 1 -CH <); 3,22
(S, 3H, -OCHs); 4,38 (S, OH poramepa); 4,86
{S, CH ppyroro portamepa), 5,66 (S, -CO-CH-O
poramepa), 5,88 (8, -CO-CH-O pgpyroro
pomaTtepa); 6,6 - 7,6 (mt, 19H apomartunyeckune).

WHppakpacHbiii cnexTp {KBr),
XapaKkTepUcTUKK nonoc (CM'1); 3400,
3100-3000, 3000-2850, 2830, 1740, 1660,
1600, 1580, 1495, 1450, 1235, 1050, 755, 700.

B pacTBop 0,8 r
7, 7-andennn-4-(2-meTokcudeHnn)-2-[2-aueTuro
KCWU-2-coeHun (S)-auetun]
-4-neprugpounsocunHgonona-(3asS, 4S8, 7aS) e 30
cm? aTaHona AcbaenawT 1.4 cM3 1M BOAHOMO
pacteopa HaTpusa, satem 10 om 3 Bogpl.
PeakunoHHyI0 CMecb ACBOAAT A0 dhnermbl B
TedeHWe 1 Jaca, KCHUESHTPUPYKT Jocyxa npw
NOHWXEHHOM AaeneHuu (2,7 kMa), seogaT B 50
om3 BoAkl, 3atem B 1,5 em3 1w BOAHOMO
pacTBopa CONAHCK KACMNOTLl U skeTparkpytot 40
E aThnauetara (3 pasa). OpraHuyeckue dastl
COBAVHAKT, npoMblBatoT 50 oM 2 BoAel, cyliaT
Ha cynbdpaTe MarHWsa W KOHUEHTPUPYIOT Aocyxa
npW NOHWKEHHOM AaeneHuK (2,7 klMa). OcraTtok
XpoMaTorpachupyoT Ha KONOHKe ¢ cUruKarenam
Mepk (rpanynometpua 0,04 - 0,06 MM, gnametp
2,5 oM, BbicoTa 27 ©M), antonpys Npy AaBrneHun
0,4 ©Oap a3oTa CMecbl UUKIorekcaHa W
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stvnayetara (50/50 no obbemam) U oTbupasd
chpakymn no 30 oM. dpakyum 2 - 5 cosauHSAIOT
W KOHUEHTPHPYIOT JOoCYyXa NPW NOHUWKEHHOM
daeneHnn (2,7 «klMa). Octatok pacTupakwT B
OKMCK naonponuna. MNonyvator 0,6 r
7, 7-ondpeHnn-4-(2-meTokcudeHnn)
2-[2-rnapokcK-2-cpennn (S)auetnn]
-4-neprugponsonHgona - (3aS, 48, 7aS) B
chopmMe BenbIX KpUCTannoB ¢ TOYKOR NnasneHus
256°C.

MpumMep nMcnonbzoBaHWsa 6

Pabotas no npumepy WMonNonb3oBaHWs 4
nexeaa M3 2,25 r
7, 7-0nbeHnn-4-(2-meTokcndeHnn)-4-neprngpom
sonHgonon -(3a8, 48, 7aS)-xnoprugpata n 1,25
r 2-tpetr. -ByTokcuKapBoOHWNaMUHO-2-heHun
(S)-ykcycHol  kucnotel, nonydawt 0,35 1
7, 7-andennn-4-(2-meTokcudeHnn) 2-[2-TpeT.
-ByTokcHkapboHUNamMmuHo-2-cheHnn  (S)-aueTun]
-4- neprugponacungonona -(3aS, 4S, 7aS) B
dopme Genoi BO34YLLUHOA Macchl.

Cnektp AMP  npotoHa (DMCO-dg): npwu
KOMHaTHOW TemnepaType HabniofawT CMech
poramepor: 1,3 u 1,4 (25, -C(CHzg)3); 1,3 -
1,7 (mt, 1H -CHp- B 8); 2,15 - 2,45 (mt, 2H,
apyrod H -CH>- B 5 u H-CHy- B 6); 2,7 - 3,7
(mt, -CHa- n -CH <); 3,33 n 34 (2S, -OCHg);
484 »u 511 (25, 1H NCO-CH- N paByx
naomepoB); 6,6 - 7,7 (mt, 19 H apomaTudeckue).

WHdbpakpacHLIA cnexTp {KBr),
xapaktepucTuku nonoc (cm™!): 3580, 3550 -
3450, 3420, 3100 - 3000, 3000 - 2850, 2835,
1710, 1645, 1600, 1580, 1490, 1455, 1395,
1370, 1240, 1170, 1030.

Patotas no npumepy 1, ucxoos ma 0,62 r
7, 7-onpeHnn-4-(2- MeTtokcudpeHnn) 2-[2-TperT.
-ByTokcnkapboHUNamMrUHO-2-coeHun
(S)-auetun]-4-neprugponsomvHgonona-(3asS, 48,
7as), nonyqatT 0,54 r
7, 7-ondpeHnn-4-(2-meTokcudeHnn)-
2-[2-amMUHO-2-cheHKnn (S)-auetnn] -4-
neprugpovsonHaonon-(3asS, 4S8,
faS)-xnoprugpara B copme 6enol Bo3ayLUHOR
Macchl.

Cnekrp AMP npoToHa (DMCO-dg):
HabnoaalT cMeck anactepecunaomepoB: 1,34 u
1,63 (2 dmt, J = 14, 1H B Uuenom, H
sKkBatopwaneHeld -CHs- B 5 anga  ayx
naomepoer); 2,31 (mt, 2H, gpyron H -CH>- B 5 1
1H rpynnel -CHy- B 6); 2,8 - 3,7 (mt, -CHy- #
-CH <); 3,36 1 3,42 (28, 3H, -OCH3); 4,76 -
4,95 (28, 1H, NCO-CH-N gByx uaomepos), 6,6 -
7.7 (mt, 19H apomartuqeckue).

VHdpakpacHLIA cnexTp {KBr),
XapaxkTepucTuku nonoc (cm™): 3425, 3100 -
3000, 3000 - 2850, 2830, 3150 - 2500, 1660,
1600, 1585, 1495, 1450, 1235, 1030, 755, 700.

MpuMep McnonbaoBaHua 7

B pacTBop 0,28 r
(2-meTokcnbeHUn)-ykeycHol  kuenotsl B 20
cm 3 cyxoro guxnopmertaHa gotasnawt 0,28 1
kapboHunanmminagasona. [lepemellvBaoT NpK
KOMHaTHOW Temnepatype B TedeHwe 1 vaca,
3aTem gobaenawoT nocrnefoBaTerbHO CYCneHaunio
0,7 r 4.7, 7-TpucheHnn-4-
neprugpowsonHgonon-(3asS, 4S,
7aS)-xnoprugpara B 20 om? CyXoro
AnxnopmetaHa, notom 0,48 om3 TPUaTUNaMMHA.
PeakuWoHHyl0 cMeck MepemellnBaldT 24 vaca
NPy KOMHaTHOR TemnepaType, pasbasnawTt 100
cm3 auxnopmertaHa, npomeligart 100 cm? BOAb!
(npa pasa), satem 100 om® HachileHHOM
BOOHOrMO PacTBOpa XNOPWCTOrO HaTpMg, cyllar
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Ha cynbdare MarHug W KOHUEHTPUPYIOT MpuU
NOHWKEHHOM faeneHun (2,7 kMa). OcrtaTtok
XpomaTtorpadpmpyioT Ha KOMOHKe ¢ cunukarenam
Mepk (rpaHynometpua 0,04 - 0,06 MM, guametp
2 cM, BbicoTa 16 cm), anoupyda npy gasneHUM
0,5 6ap a3oTa CMeCbl) UWUKNOrekcaHa W
atunayetara (55/45 no obvemam) u oTbupas
cppakuyum no 20 cm3. dpakunn 7 - 8 coeauHAIoT,
3aTeM KOHLUEHTPUPYIOT AOCYXa NP NOHMKEHHOM
faeneHkKn (2,7 kMa). Octatok KpUCTannnayT K1a
16 cm? aueToHUTpUna. Kpuctannel
obeaoxmBaloT W cywar. [onyvawor 03 1
4,7, 7-TprudeHnN-(2-MeTOKCUheHUN)-2-aleTn
-4-neprugpounsonHgonona-(3aS, 4S, 7aS) B
chopme BenblxX KpUCTanmnoB ¢ TOMKOW NnasneHns
238°C.

MNpumep vcnonbacBaHug 8

Paboras, kaK B NpUMepe UCNons3cBaHus 4,

nexoas 13 1,13 r

7, 7-0nbeHnn-4-(2-metokcudeHnn)
-4-Neprnapon3cuHaonesn - (3aS, 45,
TaS)-xnoprugpata W 0,42 r

{2-MeTOKCUMDEHU)YKCYCHOR KMCNOTLI, NOMy-arT
0,61r
7, 7-ondheHun-4-(2-meTokcUheHUN)-2-[(2-MeToKe
ncpeHun)-auetnnld-
nepruaponacnHgonona-(3asS, 45, 7aS) s suae
BenbIX KpMCTanmioB ¢ TOYKoW nnaenexus 204 °C.

[Mpumep McnonbaceaHna 9

Paborad, kak B npumepe 4, ucxogd ms 0,75
r7.,7-ancheHun-4-(2-
MeToKcMdeHWN)-4-neprugpornaonHgonon-(3as,
485, 7aS)-xnopruapata 7] 0,28 r
(3-METOKCUDEHWI)-YKCYCHOR KUCNOTLI,
nony4varT 0,54 r 7. 7-0ncbeHnn-4-
(2-meTokecndbeHun) 2-[(3-meTokcrndeHun)
deHun)-aueTun] -4-neprugponsonHgonona-(3as,
48, 7a8) B cpopme Benbix KpUCTannoB ¢ TOYKOR
nnaeneHus 185°C.

Mpumep ncnonssoeaHua 10

Pabortad no npumepy WCnonb3oBaHWa 4,
nexoas 13 0,75 r
7, 7-O1cheHnn-4-(2-MeToKCcUheHWN)-4-neprnapon
3omHaonon-(3a8, 48, 7aS)- xnoprugpara u 0,28
r (4-MmeToKeUdDEHUN(-yKCYCHOR KACMNOTHI,
nonyvarT 0,61 r
7, 7-andernn-4-(2-meTokecudeHnn)-2-[(4-meToke
npeHun)-auetnn] -4-
neprugponsonHionona-(3as, 48, 7aS)- B dopme
BenbIX KpUCTanmoB ¢ ToUYKoW nnaesnexua 211°C.

MNpumep ncnonsaoBaHua 11

PaboTtad no npumepy Wcnons3oeaHWa 4,
Mcxoas M3 08 r
7, 7-nndbeHnn-4-(2-meTtokcnucheHnn)-4-neprnapoun
3okHAaonon-(3aS, 48, 7aS)-xnoprugpara 1 0,38
r 1-HapTUN-yKCyCHOW KMenoTel, nonyyawT 1,16 1
7, 7-andenun-4-(2-meTokcudeHnn)-2-(1-HadpTin
auetun)-4-neprugponaonHgonona  -(3aS, 4S,
7aS) B hopme Benoro TBepdoro Bellectea C
TouKoW nnaBneHms 225°C.

Mpumep ncnonssoeaHusa 12

PaboTtad no npumepy WCnonb3oBaHWa 4,
nexoas 13 08 r
7, 7-01ucbeHnn-4-(2-meTokcucbeHN)
4-neprungpousonHaonon-(3as, 48, 7a8)-
xnopriugpara K1 0,34 1 3-TWEHWI-YKCYCHOR
KCNOTHI, nenyvarT 0,63 r
7, 7-anderun-4-(2-meTokeud eHun)-2-[(3-TrneHun)
-auetun]4- neprugponacuHgonona-(3asS, 48,
7aS) B chopme Genbix KpUCTaANNoB € TOYUKOH
nnaeneHnsa 106°C npu pasnoxeHun.

Mpumep ncnonb3oBaHWa 13

B pactBop 0,44 1 3-MHOONWN-YKCYCHOR
kmenoTel B8 20 om® cyxoro guxnopmetaHa
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aobaenawt 041 r kapboHungumuMmugasona.
MepemMellnBalOT NPKU KOMHATHOWR TemnepaType B
TeuyeHve 1 vaca, 3arem  gobasngoT
nocneaoBaTensHo CYCNEH3M1I0 1.1 r
7, 7-onchbeHnn-4-(2-
MeToKeUdbeHun)-4-neprugponsonHgonon-(3aks,
4RS, 7aRS)-xnoprugpata B 25 cm® CyXO0ro
avxnopmeTtana, notom 0,7 om® TpHUaTUNaMKUHA.
PeakunoHHylo cMmech nepemellvBalnT 24 daca
NnpW KOMHATHOR TemnepaType, pastasnawTt 100
cm3 auxnopmertaHa, npomsieart 100 cm3 BOAObI
(opa pa2a), 2arem 100 cm? HackILWeHHOro
BOOHOIMO pacTBopa XIOPWCTOro HaTpus, cyllar
Ha cynbdare MarHuA 1M KCHUEHTPUPYIOT docyxa
npey NCHWXEHHOM daBneHuu (2,7 kl1a). Octatok
XpomatorpadupyoT Ha KONOHKE C CUNUKarenem
Mepk (rpaHynometpua 0,04 - 0,06 MM, gnameTtp
2 CM, BbICOTA 22 CM), anUpyda Mpy OaBneHrUM
0,5 6ap a3ora CMecbld UWKNorekcaHa W
aTunadetara (35/65 no obvemam) U oTbUpas
thpakymm no 20 om?. Ppakynn 7-8 coeOuHAKT,
3aTeM KOHLUEHTPUPRYIOT ocyXa NpK NOHUMKEHHOM
JaeneHun (2,7 «Ma). OcrtaTtok pactupaloT B
okuen  guuaonpenuna.  [onyvawt 017 1
7, 7-0nbeHnn-2-(3-nipgonunavetn)-4-(2-
METOKCUDEH M)
4-neprungpounaonHgonona-(3aRS, 4RS, 7aRS) B
dopme Benoro TBepAoro BellecTsa.

Cnektp HAMP npotoHa (DMCO-dg): 1,48
(d-wwmpokmia, J=145 1H, H skBatopmancHoliA
-CH»- B 5); 2,27 (d-wwupoknin, J=145 1H, H
aKkeatopuaneHeld  -CHs B 6), 2,32 (id,
J=145 un 2, 1H, H ocesoi -CHs- B 5);, 3,02
(td, J=14.5n 2, 1H, H oceBoi -CH»- B 6), 2,88
u 3,2 - 3,7 (2mt, coorBeTcTBeHHO 1H KM 5H,
-CH2- n -CH); 344 (s, 3H, -OCHg); 3,52 (s,

2H, -N-COCH»-); 68 - 7,6 (mt 19H,
apoMaTuYeckne).

WHdppakpacHLIA cnexTp {KBr),
XapaxKTepUcTUKM nonoc (CM'1)Z 3425,

3125-3000, 3000-2850, 1625, 1585, 1490,
1460, 1235, 1030, 745, 700.

Mpumep ncnonozopaHua 14

B CyCneHaunw 0,96 r
7, 7-ondpeHnn-4-(2-meTokcudeHnn)
4-neprugpousouHgonon-(3as, 483,
faS)-xnoprugpara B 25 cM Cyxoro
auxnopmetaHa Ao6aBnawT nocnefoBaTtensHo
npM  KOMHATHOW  TemnspaType W npwu
nepemelLMBaHuM pacteop 0,43 © XNOPUCTOro
2-{3-Haonun)-2-okco-auetuna B 20 om?® cyxoro

3

AuxnopMeTaHa, 3aTtem pacTeop 0,6
cm®  TpuatunammHa B 5 coM®  cyxoro
Avxnopmeraxa. PeakuynoHHyto cMech

nepemMelLMBaloT 24 Yaca nNpyw SToW TemnepaTtype,
3ateMm paabaenawt 200 cm 3 ouxnopmerana,
npomeiearot 100 em3 1 |, BoAHCro Hartpud, 50

CM 3 LachlljeHHOrO  BOOHOrO  pacTeopa
XMNOPUCTOro HaTpWA, cywar Ha cynbdaTte marHus
M KOHUEHTPUPYKOT [A0CYyXa MpU  NOHUKEHHCM
JaBNeHnn (2,7 klMa). OcTaToK
XpomaTtorpacupyloT Ha KOMOHKE C cunukarenem
Mepk (rpaHynometpua 0,04 - 0,06 MM, guameTtp
2,5 cM, BbicoTa 31 ¢Mm), snoMpya Npy JaEneH K
0,4 Gap a3ora cmecbw 1,2-guxnopstaHa M
metaHona (70/30 no ofbbemam) © oTOupas
cppakymn no 15 oM. dpakyumn 2 - 9 cosauHsIIOT
M KOHUEHTPURYIOT A0cyXa Mpu  NOHUKEHHOM
JgagneHnn (2,7 «kMa). TMMonyyawt 1,15 1
7, 7-ondpeHnn-2-[2- okco-2-(3-uHgonun)aueTtun)
4-(2-meToKCHUeHUM)
4-neprugpousonHgonona-(3asS, 48, 7aS) B
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thopmMe BO3AYLIHOW Macchl OpaHXeBoro uBeTa.

WHppakpacH.IiA cnexTp {KBr),
XapakTepucTkM  nonoc (CM'1): 3400, 3250,
3100-3000, 3000-2850, 2835, 1650-1600, 1580,
1520, 1490, 1455, 1235, 1030, 755, 700.

B pacTBop 1,1 r
7, 7-0npeHnn-2-[2-0kco-2-(3-nHoonun)-auetnn
(R8)] 4-(2-meTOKCUdEHKUN)
4-neprugponsonHgonona-(3asS, 4 S, 7aS) B 35
om® sTaHona [A06aBNSOT NPU KOMHATHOI
TeMnepatype W npu nepemelneaHamM 0,38 1
bopormapuaa Hatpua. PeakuuMoHHylo cMech
nepemMelLnBaloT 4 Yaca npy 3TOR Temnepartype,
aatem o6pabaTbiBalT 2 cM3 YKCYCHOR KUCTOThI
N KOHUEHTPUPYIOT Jocyxa Mnpyv  NOHWMEHHOM
JaeneHkun (2,7 kMa). OctaTok pacteopstoT B 100
om®  aTWnaueTaTta,  opraHuveckylo  basy
npomeisaT 50 om® 0,1 H. BOZHOrO pacTeopa
wenod Hartpua, S0 cm 3 BoAkl, 3atem 50
om 3 HackIWEHHoro BOAHOIO pacTeopa
XINOPUCTOro HaTPWA, cylarT Ha cynbdarte MarHug
N KOHLUEHTPUPYIOT JocyxXa Mnpyv  NOHWMEHHOM
JaBnNeHnn (2,7 klMa). OcTaToK
XpomaTorpadupyoT Ha KONOHKE C CUNUKarenem
Mepk {rpaHynometpus, 0,04 - 0,06 mm, arametp
2,8 cM, BbicoTa 27 CM), aNiovpya Npyv 4aBrieHUK
0,4 Gap a3ora cmecbl 1,2-guxnopstaHa M
meTaHona (96/4 no ofbemam) 1 oTbupasn
chpakymmn no 10 om?. dpakymmn 17 - 31
COSOMHAT 1 KOHUEHTPUPYIOT Jdocyxa npu
NOHWXEHHOM faeneHun (2.7 kMa). Ocratok
pacTupalT B OKUCK gumusonponuna. lNonyvakoT
0,45 r 7,7-0ndPeHnn-2-[2-rnapoKeu-2-(3-
nHaonun)-(RS)-auetun]
-4-(2-meToKCHUeHUN)-4-neprngpounsomnHgonona-{
3aS, 48, 7aS) B chopwme ©Oenor BC3OYLUHOW
Macchl.

Cnexkrp HAMP npotoHa (DMCO-dg). npu
KOMHaTHOW TemnepaType HabnwogawT CcMech
uaomepoe W poramepo. 14 (mt, 1H, H
aKkeatopuaneHelid -CHy- B 5); 2,3 (mt, 2H, H
oceBo -CHp- B 5 m 1H -CH»- B 6); 25 - 3,8
{mt, -CHz- n -CH <); 3,30 - 3,32 - 3,35 n
3,38 (4S, OCH3 pasnuuyHbIX W3OMEPOB W
potamepor); 5 - 5,12 - 524 n 528 (4S, 1H,
N-CO-CH-O PA3NNYHBIX M30oMepoB 4
poTamepoB); 6,6 - 7,8 (mt apomaTuqeckne).

WHppakpacHkbIi cnexTp {KBr),
XapaKTepUCTUKM nonoc (cvm™y: 3420,
3125-3000, 3000-2850, 2830, 1630, 1600,
1580, 1495, 1450, 1235, 1030, 755, 745, 700

Mpumep ncnonbaoBaHna 15

Paboras no crnocoby npumepa
nenonb3oBaHMa 4, woxoga w3 08 T
7, 7-0npeHnn-4-(2-meTokcucpeHun)-4-neprungpou
3omHaonon-(3aS, 4S8, 7aS)-xnoprugpara 1 0,39

r (5-bTOP-3-MHAONMN)-YKCYCHOIR KMCNOTHI,
nony4varT 0,36 r
7, 7-ondbennn-2-[(5-cpbTop-3-nHaonun)-ayeTnn]

4-(2-
MeTokcudeHnn)-4-neprugponsonHionona-(3as,
48, 7a8) B cpopme Benbix KpUCTannoB ¢ TOYKOR
nnasneHns 170°C npw pasnomeHum.

Mpumep ncnonbsoBaHna 16

Pabotaa no npuvmepy WCNonb3oBaHWA 4,
nexoas 13 0,8 r
7, 7-oncbeHnn-4-(2-metokcudeHnn)-4-neprngpou
3onHaonon-(3as8, 48, 7aS)-xnopruapara n 0,41
I (5-MEeTCKCK-3-MHOOMUM)-YKCYCHOR  KACMOTHI,
nonyyarT 0,66 r
7, 7-0beHnn-2-(5-meTokeK-3-uHgonun)-aueTun-
4- (2-meToKcUdEeHNU)
4-neprugpouscuHaonon-(3as, 4S8, 7aS) B dhopMe
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BO&‘,EI,yLLIHOI:;I Macchl BexeBoro useta.

Cnektp AMP npotoHa (DMCO-dg). 1,5
(d-wupokmia, J=14, 1H, H aKBaTOopHanbHLIA
rpynnel -CHy- B 5); 2,29 (d-wupokui, J=14,
1H, H skBaropuwaneHeld rpynnsl -CHs- B 6);
2,35 (td, J=14 n 2,5, 1H oceo@ rpynnel -CHa-
B 5), 3,04 (id, J=14 u 2,5, H oceBor rpynnol
-CH>-B6);, 28 -39 (mt, -CHy- n -CH <); 3,44
(s, -OCHg): 3,75 (s, N CO-CH5-); 3,88 (s, 3H
-OCHs wHgona), 67 - 7,7 (mt, 18 H
apomaTtuyeckue); 10,3 (mf, 1H, NH uHgona).

WHdppakpacHLIA cnexkTp (KB),
xapaktepucTukn  nomoc  (em™): 3300-2200,
3125-3000, 3000-2850, 2830, 1625, 1600,
1580, 1485, 1450, 1230, 1215, 1025, 755, 700

MpuMep nUcnonbzopaHua 17

Pabotas no npumepy WCNonb3oBaHWa 4,
nexoas 13 0,75 r
7, 7-0npeHnn-4-(2-MeTokcucpeHun)-4-neprunopou
3omHaon-(3as, 4S, 7aS)-xnoprugparta u 0,32 r
(1-MeTnN-3-MHOONWN)-YKCYCHOR KMCNOTHI,
nony4arT 0,56 r
7.7-onberHnn-4-(2-metokendeHnn)-2-[(1-meTn-
3-uHaonun)-auetun] 4-
neprugponacungonona(3as, 48, 7a8) B dopme
B03,El,yLLIHOI7I Macchl 6exeBoro upeta.

Cnektp HAMP npotoHa (DMCO-dg): npw
KOMHaTHOW Temnepatype HabnwogawT CMech
AByx poramepor: 1,42 {mt, 1H, 1H -CH» B 5);
2,31 (mt, 2H, apyroi H rpynnel -CHy- B 5 1 1H
rpynnbl -CHo- B 6); 2,94 (mt, gpyroit H
rpynnel -CHs- B 6); 2,7 - 3,6 (mt, -CH»>- 1 CH <);
3,37 (8, 3H, -OCHg); 345 mn 35 (28, 2H,
-COCH Ar); 3,72 n 3,78 (28, 3H, NCH3); 6,8
- 7,7 (mt, 19H apomaTuyeckue).

WHdppakpacHLIiA cnexTp {KBr),
XapaxKTepUcTUKM nonoc (cvm™y: 3400,
3125-3000, 3000-2850, 2830, 1637, 1600,
1580, 1485, 1450, 1235, 1050, 750, 700

Mpumep ncnonbzoBaHua 18

B pacTeop 4.5 r
7, 7-oudherHnn-4-(2-meTokcudpeHun)-4 5-neprugpo
naouHgonguon-(3as, 4RS, 5RS,

TaRS)-xnoprugpara 8 100 om® AuxnopmeTaHa,
oxnaxpeHHeld  po  0°C, poGasnawT 4.2
K TpHUaTUNaAMKHA, 3atemM 2,4 1 xnopaHrngpuia
(2-meTokcubeHWn)-  ykoycHo kwucrnotsl B 50
om 3 auxnopmertaHa.  [lepemMellnBaloT  npu
KOMHATHOW TemnepaTtype B TedeHue 90 MUHYT,
peakyMoHHYIO0 CMeChk MpOoMbIBAOT Asa pa3a 10
om? Bogwl, cylwaT Ha cynbhaTe MarHug W
KOHUEHTPUPYIOT NPU NOHWXEHHOM AaBneHun (2,7
kMa). KpucrannusoBaHHoe TBepACE BELLECTBO
nornowawt 8 100 cm3 oruew Aumnsonponuna,
3aTem PUNBTRYHOT, NpPOoMbIBaKOT 50
om 3 HacbIWeHHoro pacteopa BukapboHaTta
HaTpug, notom 50 om 3 okuen ANK3onponunna.
MonyyarTt 4 35 r
7, 7-ondpeHnn-4-(2-meTokcudeHnn)
(2-meToKCcUdbeHUN)-2-aleTn-4,5-neprugpon3cuH
Adonauvona-(3aRS, 4RS, 5RS, 7aRS) B dopwme
TBEpOOro BellecTBa cBeTNo-OexeBoro useTta ¢
TOYKOW nnasneHms 278 °C.

XnopaHrnapua (2-MeTOKCUEHUN)YKCYCHOR
KACMOTBl  Mony4awT W3 cmecu 22 T
(2-meTokcnbeHUn)-ykeycHol  kuenotel M 20
oM ¥ XNOpUCTOTO TWOHWNA, [AOBEASHHOH Ao
cnermel B TedeHwe 30 muHyT.  [Mocne
KOHUEHTpauuKm  gocyxa npu  NOHWKEHHOM
daeneHnn (2,7 kla) nonyyawT 2,4 KenToro
Macrna, Wenornb3ayemoro B CLIpPOM  BWie B
nocnegyowmx cCMHTE3ax.
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Mpumep ncnonb3oBaHWa 19

Pabotasa no npumepy WCnons3oeaHua 18,
Mcxoas M3 05 r
7, 7-ondenun-4-cbeHnn-4,5-nepruapor3onHaons
non-(3aS, 48, 58, 7aS)xnoprigpata u 0,39 r
{2-MeTOKCUDEHNI)-YKCYCHOM KUCNOTHI,
nony4aroT 04 r
7, 7-gnbenun-4-cbeHnn-(2-meTokcngeHnn)-2-aue
Tun-4,5- neprnpponsonHaonanona-(3as, 48, &S,
58, 7aS) B chopme Genoro Teepaoro BelecTsa ¢
ToUKOW nNnaeneHna 150°C npy pasnoXeHuu.

Mpumep ncnonbaoBaHna 20

Pabotad no npumepy 1, nexoad w3 0.5 r
7, 7-gndbenun-4-cbeHnn-4,5-neprnaponsonHaong
non-(3as, 48, 58, 7aS)- xnoprngpata n 0,25 r
2-(2-meToKkendeHUn)-(S)-NPoNMOHOBOR KUCNOTHI,
nonyyart 0,52 r
7, 7-ondheHnn-4-cbeHnn-2-[2-(2-meTokcud eHnn)
(S)-nponuonHnn[4,5-neprugpounsouHgonaunona-(3
aS, 4S5, bS, 7aS) B chopme Oenorc TBepaoro
BellecTBa € TOYKOM nnaeneHws 158 °C ¢
pasnoXeHWem.

Mpumep wncnonszoeaHusa 21

B pacTBop 0,9 r
7, 7-0beHnn-4-(2-metokcndeHunn)-4,5-
nepruaponsonHgongmon-(3aRS, 4RS, 5RS,
7aRS)-xnoprugpata, 0,4 r 3-WHOONUN-YKCYCHOR

KCnoThl " 20 Mr
1-rmopokcu-GeHsoTprason-rugpara B 90
cm 3 AnMxnopMeTaHa, oxnaxaeHHbld go 0°C,
nJobaenaroT 0,46 r

1-(3-BUMETUNAMUHONPONUM)-3-STUNKaPBO4NUMU
oa ] 0,34 om3 AnnscnponunaMmHa.
[MepemellnBalOT NpK KOMHATHOR TemnepaType B
TedeHve 15 4acoB, NOAKUCNAKT MpU NOMOLLM
HCI 0,1 H, 3aTeM nNornowlawT B HACLILEHHOM
BOOHOM  pacTBOpe  XNOPWCTOrC  HaTpuA.
OpraHundeckyto hasy OeKkaHTUPYHT, cylwaTr Ha
cynbarte MarHUA U KOHUEHTPURYIOT AOCYXa Npy
NOHWXEHHOM AaeneHuu (2,7 klMa). MNonydeHHylo
BO3YLLUHYIO MacCy NepekpucTaninaoBLIBaAKOT 13
10 om? Kunawero auetoHuTpuna. Monyvawt
0,85 r T, 7-ancbeHnn-4-(2-meTokcdeHn)
{3-nHgonun)-2-aueTun
4 5-neprugpounaonHgongunona-(3aRs, 4RS, 5RS,
7aRS) B dopme Benore TBepOoro Bellectea ¢
TOYKOM nnasneHns 266°C.

Mpumep ncnonbaoBaHWa 22

B CYCMNEeH3uIo 0,14 r
7, 7-ondheHun-4-bTop-4-(2-MeTOoKCUdeHNN)-
neprugpovHaon-(3asS, 48, 7aS)-xnoprugpata 8 7
om? Ccyxoro guxnopmetraHa [o6aBnawT npu

KOMHAaTHOM TeMneparype 0,1
om 3 TpUsTUNaMKHa, aarem 0,04
oM 3 xnopueTero deHrnaLeTUna. PeakumMoHHYio

CMeCb nepemelnmBaloT 5 4YacoB nNpU  STOR
Temneparype, pazbaenaT 100
om 3 AuxnopmertaHa, NPOMbIBAOT 40
om 3 HackIWeHHOro pacteopa rnapokapboHaTa
HaTpusa, 3atem 40 om 3 BOAbI, cywar Ha
cynbchare MarHua U KOHUEHTPUPYHOT JOcyXa Npo
NOHWXEHHOM JaBneHun (2,7 klMa). MonydYeHHbIR
OCcTaToK  pacTupalT B OKACKM  W3onponuna.
Monyyatot 01 r
7, 7-ondheHnn-4-pTop-4-({2-MeToKcU-beHun)-2-
eHWnaueTun-nepruapomsonHgona-  (3aS, 48,
7aS) B chopme Denoil BO3AYLWHONW MAaCChl.
Cnexktp HAMP npotoHa (DMCO-dg). npu
KOMHaTHOW TemnepaType HabniofawT CMech
potamepos: 1,62 (mt, 1H, 1H rpynnel -CH»- B
5), 2-38 (mt -CHy- 1 - CH <); 3,38 n 3,42
(28, 3H, -OCHg); 6,7 - 7,6 (mt 19H,
apomMaTtu4eckune).
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WHdbpakpacHLIA cnexTp {KBr),
xapaktepucTukn  nomoc  (em™): 3100-3000,
3000-2850, 2840, 1640, 1600, 1580, 1495
1455, 1240, 1030, 765, 720, 700.

MNpymep ucnonb3oBaHWsa 23

B pacTeop 1,5 r
4, 4-gnchenun-7-(2-meTokcudpennn)-2,3,3a,4,5,7a
-rekcarngpo-n3onHgon-(3as, 7aR)- xnoprugpara
B 20 om® OUxnopmertaHa, OxXNaxgeHHbIR a0
0 °C, pobasnawTt 1,5 om3 TPUATUNAMMUHA, 3aTEM
1,6 r XnopaHrngpuia
(2-MeTOoKCUDEHNI)-YKCYCHOW KMCNOTHI.
[NepemellnBaloT NpK KOMHATHOK TemnepaType B
TedeHWe 15 4acoB, pPeaKkUMOHHYK CMeCb
npomelaoT 2 pasa 40 cM® BogHl, cylwaT Ha
cynbare MarHUa WU KOHUEHTPUPYHIOT JOCYXa Mpu
NoOHWXEHHOM JaeneHuu (2,7 kMa). OcraTok
XpomatorpacupyoT Ha KOMOHKE C CUMKarenem
Mepk (rpaHynometpua 0,04 - 0,06 MM, guameTtp
3,6 cM, BbicoTa 25 cM), snoupys Npu gasneHuu
0,5 ©ap a30Ta CMeCbK LUWKIOorekcaHa W
atunayerara (75/25 no obvemam) u orbupas
dpakymn no 25 cm3. dpakyum 14 - 28
COSOVMHAKT WM KOHUESHTPUPYIOT Jdocyxa npW
NOHWKEHHOM AaBneHun (2,7 klMa). MonydeHHywo
KENTyo BO3YLLUHYIO Maccy
NepekpUcTannaoBLIBAKOT 13 10
cm 3 LuuKnorekcana, 4tobbl nonydute 0,38 T
4 4-nncbeHnn-(2-metokeudeHun)-2-aueTun-7-(2-
MeTokcudeHun)-2,3,3a, 4,5,7a-
rekcarmgpo-vacuHgona (3aS, 7aR) B dopme
TBepOoro BellectBa BexeBOro UBeTa C TOMWKONA
nnaesneHuns 142°C.

MpumMep Mcnonb3oBaHua 24

Paborad no npuMepy UCMNonb3oBaHUA 4, HO
nexoas 3 2 r
7, 7-O1cheHnn-4-(2-MeToKCUheHWN)-4-neprnapon
3onHponon-(3a8, 4S5, 7aS)-xnoprugpara »n 0,96
I 3-MHOONUNYKCYCHOW KUCNOThI, nonyyatot 2,17 1
7, 7-O1cheHnn-4-(2-MeToKCUeHWN)-2-[(3-MHOoNK
nm-auetwn] -4-neprnaponsouHgonona- (3as, 4S,
7aS) B chopme Genbix KPWCTanNmnoB ¢ TOUKOH
nnaeneHus 142°C.

[MpuMep KcnonbaopaHua 25

PaboTtas no npumMepy Wenonb3oBaHusa 4, Ho
nexeas 13 0,73 r
7, 7-0nbeHnn-(4-(2-meTokcudeHn)-4-nepruapo
nsouHgonon-(3as, 4S, 7aS)- xnoprugpata n 0,5
r 2-(2-6eH3unokcugeHnn)-(S)-NPonMoHOBOR
KCMNOTHI, nony4arT 0,73 r
7, 7-ondenunn-4-(2-meTokeudeHnn)-2-[(2-6eHsnn
OKCHUEeHUN ) S)-NPONNOHKMA]
4-neprugpousonHgonona-(3aS, 48, 7aS) B
thopme Genol BO34YLWHOA Macchl,

Cnektp AMP  npotoHa (DMCO-dg): [pu
KOMHaTHOW TemnepaType HabniofawT CMecb
poramepor: 1,15 (2d, 3H rpynnel CHg), 3,35
(28, 3H rpynnel OCHg); 3,98 u 3,78 (29, 1H
rpynnel CH -CHg); 4.2 (S, 1H rpynnel OH);
4.6 - 5 (2dd, 2H rpynnel CH2O); 6,7 - 7,8 (m,
23H apomaTudeckue).

B pacTeop Q0,73 r
7, 7-ondheHnn-4-(2-meTokcupeHun)-2-[{2-6eHaun
oKkcudpeHun) (S)-nponnoHnn]
-4-neprugpownsonHgonona-(3as, 48, 7aS),
nonyyeHHeld Bbille, B 20 cm3  aboonoTHoro
aTaHona, AobasnAwTt 0005 r  10%-Horo
nannagua Ha yrne 1 nponycKaoT nNpu KOMHaTHOM
TeMmneparype My3blIPbKK BoAopoaa B
pPeakyMOHHYI0 CMECb B TeuYeHMe 2 4acoB.
PeaKUWoHHYI0 CMeCh UMNbTRYIOT Ha LUenute,
3aTeM KOHLEHTPUPYIOT A0ocyXa NP NOHUWKEHHOM
JaBneHnn (2,7 KMa). OcTaToK

27120438 C1

RU



8¢v¥o0cCclLd N

0]

XpomaTtorpadupyloT Ha KOMOHKE G cunukarenem
Mepk (rpaHynomeTtpra 0,04 - 0,06 MM, IMameTp
2,4 cm, BeicoTa 20 cm), snovpys Npy OaBrneHuu
0,5 6ap asora CMecbld UWKNOrekcaHa W
atunauetara (80/20 no obvemam) U oTOMpPani
chpakymm 30 oM. Ppakymn 3 - 8 CoegUHAKT K
KOHLUEHTPUPYIOT — Jgocyxa MNpWu NOHUKEHHOM
pasneHkn (2,7 kMa). Monywawt 0,2 r
7, 7-gnhenun-4-(2-meTokcnpeHnn)-2-[2-(2-rngpo
KecbeHu)-(S)-nponnoHun] 4-
nepruaponacnHgonona-(3as, 48, 7asS) B opme
BenbiX KpUCTanmnoB ¢ ToYKcKh nnaeneqns 150°C
MpK  PasnoXeHWH.
2-(2-BeHaunnokcndeHnn)-(S)-nponuoHoBY KO
KMCIMOTY MOXHO Mony4yaTb cnegyowunm obpasom.
Pacteop 1,07 r
N-[2-(2-6eH3unnokcuderun)(S)-nponuoHun]2,10-c
yneram-(1R, 28)-kamchopel B comecn 047
cm 3 30%-Hore  BoAHoro pacTeopa  LWEenoudM
HaTpua W 10 cM 3 TeTparngpodypaHa
nepeMelLMBaloT NpK KOMHATHOR TeMnepartype B
TedeHne 48 uJacoB. PeaKkumoHHylo CcMech
KOHLUEHTPUPYIOT — Jgocyxa MNpu NOHUKEHHOM
paeneHkn (2,7 klMa), 3arem paabasnsawt 20
cm ¥ aueTUNNMPOBaHHOW BOAR!, BOAHYIO dhasy

KCTPATUPYIOT npwm NMOMOLLM 25
cM JuxropmeTaHa, nogkMcnslT - 3
om ¥ BogHoro pactBopa 37%-HOW CONAHOR

KACMOTEI, X, HAKOHeL, SKCTparvpyloT 3 pasa 25
cm? auxnopmetaHa. OpraHudeckylo daay cyliar
Ha cynbdaTe MarHMs U KOHLEHTPUPYIOT AocyXa
npv MOHWMNKEeHHOM  gaerneHun (2,7 kla).
Monyyawt 05 r 2-(2-6eHannokcudeHun)
{S)-nponncHOBOK KUCMOTHI B opme
BecuBeTHOro Macna.

Cnekrp AMP npotona (CDClz): 1,5 (d, 3H
rpynnel CH3-CH); 4,18 (q, 1H rpynnel CH-CH3);
51 (As, 2H rpynnel OCHo), 6,95 - 745 ( |
9H apomaTudeckme).

N-[2-(2-BeHannokcudeHnn) (S)-nponuoHun]
-2,10-cyneTam-(1R, 2S)-kamcpapy MOXHO
nonyYats cnegytowum cnocotom.

B pacTBop 4.1 r
N-[(2-6eHannoKcueHnaueTn]
2,10-cynetam-(1R, 28)-kamchopbl B 40
om ¥ TeTparngpodypaHa, OXNaXOeHHLIA Ao
-78 °C, pobamndlor dactAamKM 162 T
TpeT.-6yTunara kanus, sateM JoGaBnsioT B 9Ty
CYCreHsWo Kanng no kanne pacteop 2,63
om 3 AOANCTOrO MeTuna B 2
om ¥ TeTparugpodypara. PeakumoHHyR cMech
nepemelLnBatoT npK -78°C B TeueHne 18 yacos,
aaTem Jobasnawt 40 cm 3 HachILWEeHHOro
BOOHOrO pacTBOpa XNoOpUCTOro aMmoHus. MNocne
BO3BpATA K KOMHAaTHOR Temnepatype
PeaKUMOHHYD  cMeck  akcTparuvpytor 80
cm ®  aTunaueTata,  opraHuueckylo  chasy
npoMbiBaloT Apa paza 25 om® HackIlLeHHOro
BOAHOrO pacTBopa XNOPUCTOTO aMMOHUS, CyllaTt
Ha cynbdhaTe MarHMs U KOHUEHTPUPYIOT Aocyxa
NPy NOHWMKEHHOM JaBneHun (2,7 kMa). Ocratok
XpomaTtorpadupyloT Ha KOMOHKE G cunukarenem
Mepk (rpanynometpua 0,04 - 0,06 MM, aMametp
4 cm, BeicoTa 39 cMm), SNIOUPYHA NPY OaBMNEeHUK
0,3 Gap asora AuMxropMeTaHoM K oTGupas
thpakymm no 25 oM. dpakymmn 21 - 53
COSOWHAKT W KOHUEHTPUPYIOT Aocyxa npu
NOHWXEHHOM faeneHuu (2.7 kMa). Ocratok
KpUCTaNMmU3yloT M3 OKACKM  AUMacnponuna.
Monyuawor 1,1 r (N-[2-(2-6eH3unoKcudpeHun)
(8)-nponuoHnn]2,10-cynbtam-(1P,2)kamdopbl B
chopmMe BenbIxX KpUCeTannos ¢ TOYKOR NnasneHus
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131°C.

N-[(2-BeHannokcndeHnn)-auetin]
2,10-cynetam-(1R, 28)-kamcbopy MOXHO
nonyyats cnegyowmmM cnocobom.

B pacTtBOp, oxnaxfAeHHsld o +10°C, 3,23
r 2,10-cynetam-(1R, 2S8)-kamcopel B 16
oM 2 cyxoro AvxnopmeTtaHa JoGaBNAKT Karnns
no kanne pacrteop 0,74 r wenoun Hatpua B 20
em3 AUCcTUNNUpoBaHHOW Bodebl, 3atem 0,03
cM 3 Anukeata 336%. Motom AobapnaoT Kannsa
no kanne npu +10°C pacTteop 3,9 I XNOpUCTOrO
(2-meTokcudpeHwn)-aueTUNa B 5
cMm AuxnopmetaHa.  PeaKUWCHHYID  CMech
nepeMeLlLnBakoT 1 yac npu +10°C,
JekaHTUpyoT, BOAHY dasy skcTparupylor 80
om3 OUXNOpMeTaHa,  opraHudeckue  haassbl
COeUHSAIOT, NpPOMbIBaIOT 80
oM SOMCTUNNWPOBAHHOW  BOALI,  oyllaT  Ha
cynbarte MarHUA WU KOHLEHTPUPYKOT AocyXa Mpu
NOHWXEeHHOM faeneHun (2.7 kMa). Ocratok
KpUCTannmayror 13 15 om? orvcn Aumnscnponuna.
Monyuvatot 4.1 r
(N-[(2-6eHaunokcudeHnn)-aueTun]-2,10-cyneTam
(1R, 28)- kamdpapel B popme Benbix KpUcTannce
¢ ToYKol nnaeneHus 116°C.

[MpuMep MCnonbaoBaHua 26.

Pabotad no npumMepy WUcnonsb3oBaHusa 4, Ho

nexeas Mna 12,27 r
7, 7-0WbeHnn-4-(2-meTokcMdeHUN)-4-neprngpou
30MHAQNON-XNopruapara 7] 7,88 r
(2-6eH3nnNCKeHUEeHIN)-YKCYCHOR KACNOThI,
nony4arkT 16,4 r

7, 7-0hdbeHnn-4-(2-metokcudeHnn)-2-[(2-
DeHaunokcugeHnn)-aueTUn[-4-NeprnaponsonHg
onona-(3aS, 48, 7aS) B (dopme 6Genow
BO3JYLUHOW Macchl.

Cnektp AMP  npotoHa (DMCO-dg): Tpu
KOMHATHOW Temneparype Habnwjanu cMmech
poramepor. 3.4 (S, 3H, rpynnel OCHg), 5(S,
2H rpynnel -CHO);, 685 - 75 (m, 23H

apomaTudeckue).
Pabotasd no npumepy WUCNonL3oBaHUA 25,
ncxoas K] 16,4 r

7, 7-oudheHnn-4-(2-meTokcupeHun)-2-[2-(2-6eHan
nokcudpeHun)-aueTun] -4-
nepruaponacuHaonona-(3as, 48, 7a8S)
nonyqaroT 11,4 r 7, 7-oncbeHnn-4-(2-
MeTOKCUDeHWN)-2-[2-(2-rngpokcudeHnn)-aueTnn
] 4-(3aS, 48, 7aS)- neprugpouscuHzonona B
chopme BenbiX KpUCTanmnoB ¢ TOMKOW NnasneHuns
190°C.

MpumMep ucnonbzoBaHua 27

B CYCMNEH3Mo 5 r
4, 4-gncbenun-7-(2-meTokcudennn)-2,3,3a,4,5,7a
- rekcarungpo-(1H)-naonHgon-(3as,
7aR)-xnoprugpara B 70 om? CyXOoro
AuxnopMeTaHa nobaenawoT 0,16 r
1-rmppokcnbeHaoTpuasona, 2,69 r
2-(2-meTokencpeHnn) (S)-NPONUOHOBOR KACMOTLI,
2,08 cm’ ANN3CNPONUNSTUNIAMMHA,  3aTem
oxnaxaawT sToT pacteop Ao +5°C u BeicTpo
nobaBnaoT CYCneHaunto 2.8 r
(1-(3-guMeTrnamMuHONPONKIT)-3-
aTUNkapbogMMMMUa-XxnoprugpaTa B 10
om 3 CyXOro AauxnopmeraHa. PeakynoHHyo
cMech NepemMelumBanu 2 vaca npu +5°C, satem
24  vaca npW KOMHATHOW  TemnepaType,
npomeleator 20 om’ Boabl, noTom 20
om 3 HackILeHHoro BCAHOrO pacTBopa
XNOpWCTOre HaTtpua (dea pasa), cywar Ha
cynbaTte MarH1a U KOHUEHTPUPYHOT AocyXa npu
NOHWXEeHHOM paeneHun (2,7 klla). Ocratok
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XpomatorpadupyoT Ha KONOHKE C CUNUKarenem
Mepk (rpaHynomeTtpra 0,04 - 0,06 MM, IMameTp
4 cm, Beicota 20 cm), snoUpyd Npu OaBneHun
0,5 6ap asora CMecbld UWKNOrekcaHa W
atunayetara (80/20 no obvemam) U oTbUpasd
thpakymm no 50 oM. Ppakynn 2 - 8 coegUHAOT
W KOHUEHTPUPYIOT JocyxXa Mnpyv NOHWMEHHOM
paeneHun (2,7 «Ma). Ocrtatok pacTupalwT B
okuen  gumsonpeonuna.  [onyvawt 443 1
4 4-gncheHun-7-(2-meTokcupeHUun)-2-[2-(2-MeToK
cucbeHun) (S)-
nponuoHunirekcarugpo-2,3,3a,4,5,7a-(1H-rekcar
mopousonHacna-(3asS, 7aR)- xnoprugpata B
chopmMe BenbIxX KpUCeTannos ¢ TOYKOR NnasneHus
104°C npu pasnomeHum.

[Mpumep ncnonbaoBaHna 28

B pacTBop 1.1 r
7, 7-anbernn-4-(2-meTokcudeHnn)-4,5-  (3aS,
48, 58S, 7aS)-neprugponsonnponguona n 0,58 r
2-(2-meToKcngpeHnn) (S)-NponMoHOBOW KACMOTHI
B 30 cm? JuxnopmeTtaHa, oxnaxaaemsld [0
0 °C, pobaensor 30 Mr
1-rmopokcu-6eHaoTpruason-rngpara, 0,66 r
1-(3-gMMeTMNaMUHONPONKM)-3-3TUNKapbo MMM
ja WM 06 cmd OMM3onponunaTunaMmmHa.
MepemewmBator 3 yvaca WU 30 MUHYT npu
KoMHaTHOW Temnepatype, aobasnawt 100
om 3 Bogel M 50 cm® HacblleHHoro BoAHOMO
pacTeopa XNOpWCTOro HatpuA. OpraHu4eckyo
hasy OSKaHTUPYIOT, CyLIaT Ha cynbdaTe MarHms
W KOHUEHTPUPYIOT Jocyxa npyv NOHWMEHHOM
paeneHnn (2,7 «kMa). [MonydeHHbIA XKenToliA
OCTaTOK XpoMaTorpapupyoT Ha KOMOHKe ¢
cunukarenem Mepk (rpanynometpus 0,04 - 0,06
MM, AnameTp 2 oM, BelicoTa 30 cMm), snionpys npu
paeneHkn 0,5 Bap asoTa CMEeCck LUKnorekcaHa
n stunauerara (60-40 no o6bemam) n otbupasn
dpakym no 25 comd dpakyum 6 - 14
COSOMHAKOT, 3aTEM KCHLUEHTPUPYIOT JOcyXa npu
NOHWXeHHOM dasneHnn (2,7 klMa). MNonyyatot 0,9
r
7, 7-onhenun-4-(2-meTokcndeHnn)-2-[2-(2-meTok
chucheHun) (S)-nponueHun] 4,5-(3aS, 48, 58,
7aS)-neprngpounsonHgonanona c TOUKOK
nnaeneHus 256°C.

Mpumep ncnonbaoBaHna 29.

MonyvaroT
7, 7-andenun-4-(2-meTokecudeHnn)-2-[(2-6eH3un
okcucpeHun)- auetun] 4,5-(3aRS, 4RS, 5RS,
7aRS)-neprugponsonHgongunon  no - cnocoby
paboThl NpUMEpPa WUCMCNb3oBaHWA 28, HO MCXOAs
13 1,24 r
7, 7-andenun-4-(2-metokeudeHun)-4,5-(3aRS,
4RS, 5RS, 7aRS)- neprugponsonHaongmona u
0,8 1 (2-0eH3UNOKCK)(PEHNUN-YKCYCHOR KUCNOTHI.
MonyvatoT 1,7 r
7, 7-gnhenun-4-(2-meTokcnpeHnn-2-[{2-6eHsnno
kcudpeHun)- auetun] 4,5-(3aRS, 4RS, E6RS,
7aRS8)-neprugponsonHgongmona o TOYKOK
nnaeneHuns 158°C.

CMechb 1,5 r
7, 7-0hdbeHnn-4-(2-metokcudeHnn)-2-[{2-
BeHannokcudpeHun)-auetun] 4,5-(3aRS, 4RS,
5RS, 7aRS)- neprupgpomnsonHgongiona 1 50
cm 2 artaHona HarpeealoT npu  60°C  npu
nepemellmeaHum: gobasnawTt 0,5 r 20%-Horo
rMMOPOCKACK  nannagus  Ha  yrme, 3artem
peakLMOHHYI0 cMech rMAPNPYIOT, npwu
nepeMelLnBaHK, npu Temnepatype 60°C 1 npu
atMocepHoM  AaeBneHun. [ocne 45 muHyT
peakuuk TeopeTuyeckMd obveMm Bopopoda
abcopbuposancs; PEAKUMOHHYO — CMEChb
DUNBTPYIOT, 3aTEM KOHUEHTPUPRYIOT AocyXa Mnpu
NOHWXEHHOM faeneHuu (2,7 kMa). OcraTok
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KpucTarnnuayoT na 20 cm® okvou Maonmponuna.
Monyvatot 08 r
7, 7-ondpeHnn-4-(2-metokcudeHnn)-2-[(2-rnapoke
ucpenun)- auetun] 4,5-(3aRS, 4RS, 5RS,
7aRS8)-nepruoponsonHaongmona c TOYKOK
nnaeneHus 188 - 190°C.

MNpumep mcnonbzoeaHma 30.

PaboTtas no crnocoby npumepa
mcnonb3oBaHna 21, Ho wcoxopa w3 062 1
7, 7-onheHun-4-(2-meTokcupeHnn)-4,5-(3aR S,
4RS8, 5RS, 7aRS8)- neprugponsonHionguona 1
0,30 r (2-aMMeTMNamMmnHO)PEeHN-YKCYCHOM
KWCNOTHI, nonyyarT 047 r
7, 7-onbeHnn-4-(2-metokcndeHnn)-2-[(2-aumeTn
naMmumHodbeHun)- auetun}4 5-(3aRS, 4RS, 5RS,
7aRS)-neprugponaocnHgongumona o TOYKOW
nnaesneHus 250°C.

Mpumep ucnonbzoBaHna 31.

PabcTas no cnocody npuMmepa
Mcnons3oBaHna 21, Ho wucxopga ma 1,04 1
7, 7-ondenun-4-(2-metokcudeHunn)-4,5-(3aS, 48,
58, 7aS)- neprugpousonHgonguMona W 0,49 r
3-MHOONWM-YKCYCHOR KMCNOThl, nonydawt 1,25 1
7, 7-ondpeHnn-4-(2-meTokcudeHn)-2-(3-nHacnm
nauetun-(4,5- (3a8, 48, 58,
7aS)-neprngponsonHgonanona o TOYKOW
nnaeneHus 210°C.

MpumMep ncnonbzoBaHua 32

Pabortag no crnocody npuMepa
Mcnons3oBaHna 21, Ho wucxopga ma 062 1
7, 7-onhenun-4-(2-meTtokcndennn)-4,5-(3aR S,
4RS, 5RS, 4aRS8)- neprugponsonHaonguona 1
0,31 1 3-(N-MEeTUIMHOONKUN)-YKCYCHOR KUCNOTHI,
nonyyaror 0,55 r
7, 7-ondbeHnn-4-(2-metokcudbeHnn)-2-[(N-meTun-
3-ungonvn)-auetnn] 4,5-(3aRS, 4RS, 5RS,
7aRS)-neprugponaocuHgonguona c TOYKOH
nnaeneHns 240°C.

®opmyna nsobperteHus:
1. MpouaBoaHble nepruaponsouHaona
obler popmynel |
R

rde R - WASHTWUHBIE U O3HAYaloT pagukanskl
dheHuna, B cnyJvae HeobXoAUMOGCTH
3amelleHHble aTOMOM ranoreHa WUnm pagukancm
MeTWna B MNONoMKeHUN 2 unu 3;

R' - «<peHun, 2amMelleHHEbIdA B cniyyae
HeoBXoAMMOCTH B MOMoXKEHNK - 2
C 1-Co ankmnom unit C1-Co ankunoKcK;

R" - aTom bToga Un rngpoKcu,

R"™ - arom Bogopcaa wnm ke R" mu R™
O3HavalwT rugpoken unu R" Bmecte ¢ R™
obpaayloT CBA3b;

R® - arom BCoapaoda WNW 3ALMTHBIRA
pagukan,

B paueMUyecKon chopme, B ero
CTEPEOU3OMEPHBIX chopmax CTPYKTYPbI
chopmynel la

R

R .
R "

WK B BUAE X CMECel.

2. MNpounaeofAHbIE NepriapoU3cKUHAoNa No M.
1,

rie R WOEHTUYHbIE W C3HAYaKT pagukans
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cheHuna;

R' - cheHun, B cnyyae HeOBXOOAMMOCTH,
3aMellEeHHBIR B NONoxeHuu - 2 C4-Cs ankunom
UM C1-Co ankunoKeH;

R" - atom chToga Win ruapokcu;

R™ - aToMm BOAopoaa, Unu xe

R" n R"™ - rugpokecn, unn R" obpaayer ¢
R" cBA3b;

R® - atom Bogopoda wnu GeHaun unu
TpeT.-OyToKCcUMKapOoHun.

3. MNpouasogHble nepriugponaonHiona no n.
1, roe saWWTHBIA pagukan R BeibWpaloT cpean
rpynn ankunokcukapboHuna, 6eHauna.

4. MNpown3sogHble neprngponsonHgona no n.
1, KoTopkle npeacTasnawT coboit
7, 7-andeHnn-4-(2-MeTokeMeHWN)-2-TPeT.
-GyTOKCUKaPBOHW- 4-Neprnapon3cuHaoNon;

7, 7-ohdbeHnn-4-(2-meTokcudpeHnn)-4-
nepruapon3cnHaoNoN;

7, 7-onhenun-4-(2-meTokcn-doeHun)-2-TpeT.-
OyTOKCHKapboHUN-4,5-Neprugpon3onHaonauon;
7, 7-andpeHnn-4-(2-
MeToKcMdeHnN)-4,5-neprugponsonHaoNanorn;
2-6eHann-7,7-gncpeHnn-4-(2-
MeToKcudeHnn)-4,5-neprngpon3onHaoNaunorn.

5. [Npon3eodHele NeprugpeusouHaona no nn.
1 - 4 dopmMynbl | B Ka4ecTBe MPOMENYTOHHLIX
coedWHEeHWA Ans nonyyYeHus npousBOaHLIX
neprugpouacuHgona cpopmynel 1V

R
O

I 1
. -C-CH-R

|2
R

B kotopod R, R, R" un R" wumewor
yKasaHHble B M.1 3Ha4YeHus;

paauvkan R oanauaert heHUn, 3ameLleHHbIR,
B cfyyae HeobXoAMMOCTH, aToMOM ranoreHa,
TMOPCKCH, ankunom, ANKOKCH, aMUHO,
vankmnamnHo  WNU - npefoctaensetr  coboi
HadpTU, TUEHWN, WHAonMnN, BO3MGKHO
3aMeLLLeHHbIA anKkunoM KMNK anKoKCUrpynnow;

R? - aTom BOAOROAA, TMAPOKCH, ankWmn, amuH,

B pauemMUYecKor chopme, B ero
CTEPEOU30OMEPHBIX chopmax CTPYKTYPLI
chopmynel [Va:
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B ero chopMax (R) vmm (S) B uenu CHR'R?,
a TaKKe ero coner, Npu4vemM ankunbHble rpynnbl
codepxar 1-4 aroma yrnepoga B NpaMoi WK
pazBeTBMNEHHOW Lenu.

8. Cnoco® nonyyYeHWd  NpPOU3BOOHBLIX
neprugponsonHgona no n. 1, oTnuvyakrlmics

TEM, yTo OCYLLeCTBNAIT peakuuo
MeTannopraHMJeckoro  coefuHeHus obLel
chopmynsl |

r-M,

B KOTOpoR R' MMeeT 3HauveHWs, yKkasaHHble B
n. 1, u M o3Havyaet pagukan MgXx unu CeXs,,
rde X - aroM rancreHa, ¢ COOTBETCTBYHOLLMM
NPOW3BOOHLIM  NEePrvapon3cuHaoncHa  obuwel

chopmynsl |l
R
o
e R
R
]

B koTopoli R K umeeT ykasaHHoe zHadeHue,

R" - aroMm Bopgopoda wnu pagukan
rMOPOKCH, B cryvae HeOBX0AUMOCTH,
3aLMLLEHHBIR,

R - zaWwnTHbIF pagukan,

3arem, B crnydyae HeCcOXoANMCCTH,
ocBoboXOaT OT 3aWmnTel pagukan R, notom, B
crnydae HeobXoOMMOCTH, npespallareT

nonyyYeHHbIA NPOAYKT, B KoTopoM R" - pagukan
rmgpokcn M R™ - aTom Bofopoda, B MNPOLYKT,
B koTopoMm R" - atom dropa U R™ - aTom
BOOOpOda, WM B NpoadykT, B kotopom R" u
R" BMecTe obpasyloT CBA3b.

7. Crnoco® nonyyeHWss NPOU3BOAHOMO
neprugponacunHgona no n. 1, B kotopom R" -
atom drtopa wu R"™ - arom BoJOpOAa,
OTNMYaKLWKACA TeM, 4YTO OCYLLecTBNAKT
chTOpUpOBaHME NPOWM3BOAHOIO WM3oMHAONA Mo n.
1, B kotopoM R U R' UMeloT ykasaHHele B n. 1
3HayeHus; R © 3alKUTHBIA pagukan, R"
pagukan ruapokckn um R atoM BoAopoda,
3ateM, B crnydYae HecoOXoauMmocTW, yaansior
3aWnUTHEIR  pagmvkan  R°  u  npespawawT
nonyyYeHHbIA NPOOYKT B conb.
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CponcTBO K PELENTO~;

Hpwepd paM BemecTBa P-smM-
HCIOb 30 AU @oﬁn%ﬁgm yeJoBeKa
"1 13
2 : 803
3 273
4 57
5 221
7 475
8 58
9 320
10 638

15 218
16 489
17 308
18 45
19 88
20 49
21 57
22 123
23 368
24 44
25 51
26 30
27 158
28 5
29 86
30 71
31 86
32 82

-20-

27120438 C1

RU



	BIBLIOGRAPHY
	DESCRIPTION
	CLAIMS
	DRAWINGS

