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(57) UsobpeTenne OTHOCHTCA K retepo-—
| UMKIHYECKHM COefIMHeHHSM, B HaCTHOC—
TH K MONYYEHHH ONTHYECKH AKTHBHBIX
neHeMOB GOPMYITB

R
ped

roe R, ~1-okcu-C ~C 4-ankun; Ry-

atom H, unn kapbamounwHas rpynna,
HeoOA3aTenbHO 3alMIEeHHAs TpHXHopaue-
THIBHOM rpynmno#t, ¥ R a4 - aroM H unu
n-HATpoGeH3un, HIH B Ccliyyae,Kormna
K; -~ aroM H, ux cose#l ¢ meJyIOUHBIMH
MeTalylaMH, KoTopele obnapmawT aHTubak~
TepHaNbHOH aKTHBHOCTBIO, C LeMbio 10—
BbIEHHA BbHIX0A3a H pacuWHpeHHA accop-—
THMEHTa LiefleBhlX NPOIYKTOB COeNHHEeHHe
dbopMynbl

OR; .
COOR;

HOH KHCIIOTOH M TpuMeTHnbOCOHTOM B
cpelle Tonyona npeBpamanT B 3, 4-nu-—
3amemeHHs 1-(1-C,-C; ) ~ankokcHkap—
SoHUN-2-MeTHN~2-TIDONEeHH) =3 3€ THOMH-
-2-ou" (Ha nepso#t cramuu).06pasyiomuii~
csa (B pesynsrare H30MepH3auHHd Nnosay-—
HeHHOTO TNPOANYKTA mox NeilcTBHEeM TpH—
sTHnaMHHa B. Cpele OHXJOpMETaHa npH
5°C na BTopo# crapguu) 3, 4-nusame-
meHHsl 1-(1- C,—C4)—anxoxcnxap6onun—
-2-MeTun-1 -nponem«m) —a3eTHOHH—-2-0H
o6pabaThBANT NMepMaHIraHaToOM Kamus npu
XeJJaHHH B TPHCYTCTBHH nepiionara HaT-
pus,.llonyyeHHOe coeOMHeHHe @ODMYHH

Ry OCOCHg
QI}‘;H

roe R, yxasaHo Bhime, nogBeprawT B3a-
UMOIEHCTBHIO C COefHHEeHHEeM GOPMYIm -
HSCOCHQORK, rge Ry - Tper-6yrunmu-
beHHICHUNIUNT HAH TpeT—-BYyTHIAHME THIAJ~
nun.06pasyomuiics 3, 4-nu3aMeme HHbIT
aseTHOHHOH-2 NOABEprawT IoCIenoBaTesb-
HbIM CTAgHAM B3aUMQOEHCTRHA C coenu-—
jeHHEM GOpPMYIIBI (CHOCOOR3, roe Rq
7KasaHo Bbmwe, B GeHsose npu 70-100°C
XJIOPHPOBAHHA 06DPAa3YIOMErocs 3,4~nu3a-
MemeHHoro 1-(1-R,-okcHkapBoHun-1-"
~OKCHMETHINI) —~a3e THAMHOHA=-2 THOHHITXIIO~
pHOOM B NPHCYTCTBHUH NHDHOHHA NpH
(=5)-(0)°C = B3aHMOMIEHCTBHA C TPH—

',(“). nS 60
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- penunbochdUHOM nﬁn 40-60°C, B obpasyi-

meMcs CcoelHHeHWH YOAaNAwT Fpynny,3a-
mUmaKnmny oxcurpymmny,.06pasywnuica

3, 4-nusamemennnit 1-(1-R,~oxcukap6o=
Hnn—1—Tpu¢eHun¢oc¢opaHuanenmeTHn)—
‘~a3eTHANHOH~Z TOABEprawnT UHKIH3ALHU

B cpeje TONyola MM KCHIona B KauecT-
Be OpraHHuyecKoro pacTBOPDHTENH IPH
80-150°C ¢ BbyleNIeHHEM leseBOro npo-
nykra, rome R, - arom H, unu ero
o6pabaTHBAaRT YKCYCHbIM AHTHIDHOOM IIpH

KOMHAaTHOH TeMrepaTtype B MEeTHII€HXNOpH~
e B MPHCYTCTBHH NHPHAUHA WIH TpH-
XJlopaueTHIH3OUHaHATOM B aleToHe H B
chyyae HeoOXOOHMOCTH YOANAKT 3amMuT—
Hylo rpynny o6pafoTKOH cUnHkareneM B
MeTaHoJIe MIIH BOJOPOLOM B 3THIAllETATe
B [PHCYTCTBHM S57Z-HOro nasmazus Ha yr-
ne ¥ B cnyuae HeobBXOOHWMOCTH lesleBo#
nIponyKT, Trae RS—H, BHIIEJIANT B

BHIEe €rc COJIH C MeJIOUHbIM MeTaJllioM
nyrem o6paboTku OCHOBaHHEM,

1

H3obpeTeHHe OTHOCHTCH K YIVUNEH—
HOMY cnocoby IONYYeHHA OITHUECKH
AKTHBHHX NEeHeMOB HIH HX collell ¢ me-—
JIOYHBIMM MeTalulaMH, KoTophle o6nazmawT
aurubaKkTepHanbHON aKTHBHOCTBIO, a
TaKXke MHIUOGHPYWT f —J1akTaMasy M Mo-—
I'YT HAaiTH NpHMEHEHHE B MeHIHHE.

lUens maobpeTeHus - NHOBbIIEHHE Bbi—
Xofa H pacmUpeHHe acCOPTHMEHTa Le-

. JIEBLIX NPOAYKTORB,’

Hens nocTHraercs H3MEHEHHEM MOCHe—
JOBATENIBHOCTH OCYHeCTBIEHUS cragui
B HU3BECTHOM nechHcTannﬁHoM crnocobe
C IONIIyYeHHeM HOPYTHX HPOMEXYTOUHHIX
NPOAYKTOB HA OTHENbHBIX CTamUAX ,uUTO
NPHMBOMMT KaK K IOJYYEHHIO HOBBIX, TAK H
"HSBECTHHIX ONTHYECKH AKTHBHBIX IE€HEMOB
c -6onee BHICOKHM BHIXOOOM, ' :

Hzo6pereHHe WILUNOCTPHPYOT Cllenyio—
IfHe npHMepbl, B KOTOPHX COKpameHHe
PNB. osHauaeT napanuTpo6ensun, TBDPS~

TpeT-6y THInKHpeHIICHIIT 4 TBDMS -

fper—ﬁyrunnuMeTnncuan.
Npu M e p .1, Cragus A.
‘4-AneTtoxcu-3R~(1R-napa~HuTpo6eH~
3unoxcnxap605unoxcu3Tnn)—aaeTHnuH—
-2—0H :
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Pacteop 9,1 r (0,02 Monb) MeTum—
-6- ana@a—(1R-napaHHTpoﬁensnnoxcuxap—
GOHHHOKCHSTHH)ﬂeHHanaHaT1‘OKHCH(II)
B 100 mMn tonyona o6pabaTtniBaioT 4 M
(0,07 Monw) yKCYCHOH KHCIIOTH H
13,4 Mn tpumeTundocodura.llonyueHnyn B
pesynbrare cMeChb AedNerMHPYNT :B Te-
IO KOMHATHOH
TEMIIEPATYPHl, MPOMBIBAIOT HACHIEHHEM
pacTBopoM GuxapBoHara Harpus (3 pasa
no 50 mm), Bomoit (50 mn), sareM cy-
wat Ge3BORHEIM CcynbbaTOM HATPHSA .M

_BHIIapHBAT B BakyyMe. [lonyueHHbl B

pesynpraTe MaciAAHBI OCTATOK mNoaBep-—
raT OYHCTKe NYyTeM . XpoMaTorpadHpo-—
BaHHA Ha KOJIOHKE, B KauyecTBe JMIeHTa
HCIIONB3YOT CMeChb, COCTOSMYK H3 NHK—
JIOreKcaHa-H 3THJlaleTaTa: B pe3ynbTa—
Te'ﬁonyqamr 4-aneroxcu~3R-(1R~napa-
~HHTPOBEeH3UIIOK CHKAP 6OHHMIIOKCH—3 THIT) —
-1-(1-MeTokcukapboHuI~2-Me THII~2-TpO-
nmenun)-asetunuu-2-on (IV) B BHMme Mac-
Jla CBETJIO-XeNTOr'o LIBeTa, B KOIHYECT-
Be 7,9 r (Bmxopm 857).HsonponeHunossi
OCKONOK 3TOr0 COEeNHHEeHHA NOOBEeprawT
H3oMepH3aluu nyreM ob6paboTKH TpHITHII~
€ 10—
JIyUEeHHeM B pesyisTaTe 4-aneToKCH—
—3R—(1R—napa—nnrpoﬁensnnoxcnxapﬁonnn—_
okcu-3Tum}-1-(1-MeTokCHKADPGOHUT~2~
—MeTHn—1—nponeHHn)—aseTunnH-Z—oxa
(V) ¢ BexomoM 927 oT TeopeTHueckoro,
KOTOPbI NOJIYy4YawT B BHOE CMeCH, COCTO-
AileH. H3 LUMC— K TpaHc-aleraTa, H ero
HCMONIB3YOT B KauecTBe HCXORHOTO B
MeToflaXx CHHTesa A,B u C,

Merom A. K pacrtmopy 2,46 r
(5,29 MMonb) coenmmHenus, MONYYEHHOTO
Kaxk ykasaHo Beme, B 200 wmn aueToHé,
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noSasnsrT pactsop 4,51 r (21,08 mMonn!
Meranepuogara Harpusa B 140 Mn Bonm.
Hanee po6asnsor 80 M 0,1 M 6ybepHo-
ro pacrsopa dochara, XapaKkTepH3YeMO— 5
0 BEeIIHYHHOH BOIOOPOOHOTI'O noxaaaTenx,
paBHoﬁ pH 7, npu srtomMm TeMNepaTypy
nonnepmusamr B nuanasvue ot 10 mo

15°C. [llanee nob6ammswr 65 Mr

(0,41 mMonb) nepmanraunarta xanus. Nony- 1Q
YeHHYW B pe3yJibTaTe CMeCh HepeMemu-—

‘BAWT NPH KOMHATHOH TeMneparype B

TedeHde 5 u, Ocagok OTOHIABLTPOBHIBAWT
OCTaBNHHCSH QUILTPAT KOHUEHTPHDYIOT

mo ~ 200 mu. Bomuyio pasy 3aTem 15
9KCTPArUPYT STHAAalNeTaToM,OpraHnuec-
KHH CcJiol panee cobupawT, TPOMBIBAIOT
paccosioM, cymaT 6e3BONHEM CynbbaToM
HATPUA M KOHLEHTDHDYWT B BaKyyMe,

- OcTaTok xpoMaTorpadHpyoT Ha CHIIHKAa-— 20

rene,smoHPYT CMeChbl, COCTOSmeH U3
LMKJIOTeKCaHa U 3THlameTaTa, B peayib-
TaTe. IonNyuawnT COeHHHeHHe, YKa3aRnRHoe

B 3aronoBKe,B Bume neuns (1,48 r,

797 OT TeOpPeTHUEeCKOTO BHXOHA). 25

MeTon B. B cOOTBETCTBHH C 3THM
MeTOOOM K TNepeMeNHBAEeMOMY PaCTBODPY
1- (1-meToxcnxapsoﬂun—Z—MeTHn—1—npo—
neuwn)-3 (R) -[1-(R)-napauuarpoben—

3usokcHKkapbouunokcuatun J-4 (R,S) ame-3g

TokcH—-asetunuH-2-oua (7,9 r 17MMOHB)
B auerone (180 ma), some (25 mn) u -
0,1.M 6ydpepHom docdaTHOM pacTBOpe
(5 MJ1), XapakTepH3YeMOM BeJHYHHON
BOJOPOOHOTO TMoKasaTens, pasHoi pH 7,
nobBaBnsor . mopuuMsaMy npu 15 - 20°C
MepMaHraHAaT. KANUs B KOJMYeCTBe
5,37.r, 34 mmons., NonyueHnHywo cMech
nepeMelmuBanT B aTMocéepe asora rnpu
KOMHaTHOH TeMnepaTrype B TeueHHe 40
40 muH, OpraHHueckuii pacTBODHUTEND
OTHENANT NyTeM BHIADHBAHHA B BaKy—
yMe.

Crnoit- STnnaueTaTa CBEPXY HaKpbiBa-
eT BopHyio dasy. IlonyyeHHyw B Pe3yiib— 45
TaTe CMeCh IepeMemMBawT H 06paGaToi—
BaT XOJIOAHBIM BOIHBIM PACTBOPOM THO-
cynsdbara Hanua'c TeM,uyTQbbl HCKITIO—
YHTH H3OHITOUHOE KONMHYEeCTBO NEpMaHTa-—
HaTa Kanus,

35

50
Opranvuyecku#t cnoi#t NpoMbIBAawT pac-—
conoM,cymaT cynbbaToOM HATPHA H KOH-
HEeHTPUDPYIOT NIPH INOHUXEHHOM [HaBJIeHHH,
‘NlonyueHHEH OCTATOK YHCTAT NYyTeM Xpo-— 55

MaTorpadHpoBaHUA Ha KOJIOHKE C MOmy-
yeHHeM COe[UHeHHd, YKA3aHHOI'O B 3aro-
JIoBKe,B KonudectBe 4,96 r 837

OT TEODPEeTHUYECKOro BHIXOMA.

-7,57 (2H, py6ner,

‘MeTtox C. lloTox o3ona B‘KHCHODOHE
6apBOTHPYWT uepes pactBop 3,2 r 4-
-anetokcu-3 (R)-[1-(R) -napa-Hurpoben~-
3HIIOKCHKApBoHUNIOKCHITHIT |- 1= (1-MeTOK—
CHKapOOHUI~2~Me THII~ | ~NIpONeHU) —~ase—
THOHH-2-0HAa B MeTwieHxnopHuue (100 ma)
mpu 78°C [0 nosBneHHs rony6oii ok—
PackKH.

3aTeM yepes pacTBOP NPOMYCKAT
a30T B TeueHHe nonyuaca,llocne sroro
npubasnsiior guMeTHncynboun (3 Min) u
MPO3PAayYHLLl PACTBOP HATDEBAKWT [0 KOM—

- HATHOH TeMIepaTypsl, 3aTeM pacTBOpH—

Tenb M H3OHTOK OAuMeTHNCYnbdhHRa yna-
JIANT BHIIIAPHBAHHEM II04 BaKYYMOM,.
MaCIAHHCTHIT OCTATOK 06pabaTHBAlOT
stunaneratom (100 Mn), mpommBanT
47-HpIM BOOHEIM pacTBOpoM 6HuKapGoHaTa
HATPHA, PACTBOpPOM CONH, CYmWAT Hapg

‘cynphaTOM HATPHS H KOHIEHTPHDPYIOT

NPH MOHMXEHHOM [ABIIEHUH.

OcTaTok pacTBOPIWT B MeTaHose
(100 M), npu6GABIALT CHIMKATElb .

(30 r) u cMmecsh nepeMemHBamT B Teue-
HHe 3 u.

" Cunukarensp 0T¢HanpogmBamT M
TAATENBHO TPOMKBAKT MeTaHOJIOM. Coepu-—
HeHHble GWIBTPATH BHIIAPHBAWT IO
BAKYYMOM,OCTATOK OUYHMAKT KOIOHOYHOM. .
xpoMaTorpabHedl H HONYYAWT YKa3aHHOE
coenusenue (1,83 r, 75%).

‘UK~cnekTp . (uucroe BemeCTBO)
1770-1740 em~t,

IMP (CDCl,): 1,5 u 1,53 (3H, ny6-
mer, I =7 I'y); 1,98 u 2,1 (2H,cun-
riner); 5,3 (1H, mynetunner); 5,88 m
5,95 (1H, pgy6ner), I = 1,5 #

4,0 Tu)); 6,8 (1H, mmpoxmit cHHrmeT);
= 8 Tu); 8,25
(2H, gy6ner, I = 8 I'n). N
- Cramusa B. A(R):TpeT—ﬁyTnﬁpuéeHMnf
cununokcuane runitno-3 (S) - [ 1 (R) -napa-"
—HHTPOOEeH3HUIOKCHKaP6OHHIIOKCUSTH ]~

QCOoPNB - aserunun-2-oH
B _oac GH,0TBDPS
O 'N}{ €51§§L_;____>,
ocoszB
H

CH,0TBDPS

oo \(\OT BDPS
: -0=—NH

Tuokucnory (4,24 r) pacteopsior B
pacTBope,coctosamem H3 0,56 r rugpo-
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OKHCH  HaTpus B 60 M Bonn, npu 5°C,
Conycta 10 MuH, noGasnsior 4-ameTokcu-
~-3(S)-[1(R)-napa- HHTDOGEH3HDOKCHY&D‘
OOHUNIOKCH3THI ]~a3eTUNHH~2~0HA

(4,24 r) ¢ CH,C1 ,. HonyquHym peak-
UHOHHYI0O CMeCh HHTEHCHBHO NepeMemuBa-
WT B Tevyenue 1 u, nobammsior 70 Mt
pa3sfaBIeHHOTO pPacTBOpPA JIMMOHHOM
'KHGJIOTH W 3aTeM. OPraHHYecKyH dhasy
OTAenAwnT.

BonHyw dasy skcTparupyior srtunane-
rarom (3 pasa mo 50 MI1), CMemaHHbe
OpraHH4YeCKHe 3KCTPAKTH CymaT cynbha-
TOM HATpHS, BHNAPHBAWT H XpoMaTorpa-—
- GUPYIOT HA CHIHKAarene,3J/IOHpOBaHHe
OCYMeCTBIANT CMEChK, COCTOSmei U3
UMKIIOreKcaHa H STHIaueTara, ¢ nogy-—
YeHHEM B De3Y/IbTaTe COoefHHEeHHT, yKa-
33aHHOrO B 3arosoBKe 4,42 r (Bbxon
59%) B BHme Genoil neHm. ’

. HK-cnekrtp: ¥ Makc, 1770-1740,
1690 cM™T. )
Criextp IIMP (CDCla) 1,13 (9Hs C),
48 (34, d,I = 7 T'uy), 3,48 (1,d
2,0, 6,5 ), 4,25 (28, c$
(1H, m), 5,25 (2H, s), 5,31A(1H,
= 2 T'u), 6,4 (1H, mupokuil cHHr—
'7,5-7,7 (12H m), 8,22 (2H,d,
=8 Fu) ‘

1,
I:
5,2
d, L
ner),
1

Cragua C. 4(R)-Tper-6yrunouheHmn~ .

- cunmuoxcuanetuntao~3(S) - [1(R) ~mapa-
~HUTPOBEH3HIIOKCHKADBOHMITOKCHATHIT }= 1-
—(1—napa—HquoﬁensnnoxcuKap60Hnn—1-
-oxcheTHn)aseTunuH—Z o

OCOZPNB
H - g
' OTBDPS
' 0 NH O

- QCO,PNB

H s .
|
OTBDPS L:;‘\HA\OTBDPS

—_— 0¢

' COOPNB

PactBop 4(R)-Tper-6yTHnnubeHuncu—
‘munoxcuaueTHituo-3(S)~ {1 (R)-napa~-
—anpoGeﬂsnnoxcuxapGQHunoKcusTnnJ~
~aserupuH-3-oua (3,11 r 5 Mmomp) H
napa—HuTpobensunrnuoxkcunar (3,20 p,
12,5 mMons) B Gensosme (100 Mn) ne=
daerMupyIoT € yrasieHHeM BOHbl nyTem
a3€O0TPOINHON AWUCTHINAUMHE [0 TIOUTH
cyxoro mpoayxta (5 ma). [locne pedner-
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MHPOBAHHSI B Teuenue 2 U PeaKUHOHHYIO .

cMech XpoMaTorpadupyvKT Ha CHAHKAarene
C HCNONb30BAHHEM €r'0 B KayecTBe 3Jlwo-
eHTa CMecH, cCoCTosned H3 sTHIANeTaTa
H LUHKJOTeKcaHa, C MNolyuyeHHeM B pe-—
3VIbTaTe SMHMapHOi cMecH xapBuHoN—-
amunos 3,5 r (Bexonm 847).

Cragus 1. 4(R)~Tper—-6yTHanubeHun~
cununokcuauetuntno-3 (S)-[1(R) -napa-
HquOGeHSHHOKCHKa60HHnok¢u3THn]-1—
—(14napaHHTpo6eH3Hnoxcnxap6oHHn—1—
~XJTIOPMETHIT) a3 THAHH—~2~OH

0CO.PNB- |

Jj:—( Y\OTBDPS

COOPNB
;0C02PNB

'“1’ X\OTBDPS

.0 \wf01
OCOPNB

OTBDPS

' IlepeMemnBaembiil pacTBOp 4(R)°TDET-

=6y THNOHDE HHIICHITMIOKCHALLE THIITHO— 3~

—(S)—[1—(R)—napa—Hquoﬁensnnoxcukap—
GoxusokcuaTun J-1-(1-napa-uurpoben—
aznoxcnxapﬁoxﬁn—1-oxcheTHn)—a3eTn~‘
nHH42;§Hé»(3,S r, 4,2 MMonp) B 6es-
BOOHOM TerparumpobypaHe npu 0-5°C
06pabaThHBANT MTHPHOIHHOM (0,48 M,
6 MMonb) u THoHmnxmopumom (0,43 M,
6 mmoms) .Cnycra 30 Mun, sTy peaxk—
LUHOHHYK CMeCh @HanpymT H GunrpTpAarT
BHITIADMBAIT B BaKyyMe C NONYYeHHeM
CIIOXHBIX XJIOP3)HPOB B BHIE XeJITOH CMO-
s, 3,5 r,suxonm 98%.

Craguas E. 4-R)-rper~6yrungubeHun—

cununokcHane Twiitio—3-(S) - [1-(R) -napa-

“HHTPOGEH3HITOKCHKAP BOHUITOKCHI THIT -
—1—(1—napa-HHTpo6eHannoxcuxapﬁouunh
-1—rpn@ennn@oc@opaHnnuneﬂmeTHn)—ase—~
THOHH~2=-0H

COOPNE
OCOszB

/lj{ jg“\oranps

—N.PPh,
COOPNB

OTBDPS




 -xap6oHun-1-rpudenna-dbocdopanununen—
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PactBop 4(R)-Tper-6yrungudbeHuncu-
smnokeuanetunTo-3(S) -1 (R)-napa-uur-
poﬁeHsunoxcnxapSOHHnoxcnaTun]—1—(1-
-napa-HHTpo6eH3unoxcuxapﬁoHHn—1—xnop—
MeTHI1) -aseTHaUH-2-0Ha, NoNIy4yeHHOT O,
KaK yKkasaHo Bbme, B TeTparuppobypaue
o6pabaThBaT ¢ noMombo (C‘ 5)3
(2,2 r, 8,5 mMonb) M cunukarenem
(20 r). HonyquHym CMeChb BHIIIaPHBAT
B RAKYYME [10 CYXOro NPOAYKTA H NOIy-
YeHHBH MOPOWOK OTCTaHBAWT B TeYeHHe
"2 4 npM KOMHATHOI TeMneparype. JToT
MOPOWOK 33aTeM 3arpyxawT B BerHmm
4acTh KOMOHKH H docdopaH smwupyoT c
noMomblo CMecel, COCTOAMHX H3 UHKIIO—
rexcaHa M 3THIaLeTaTa, C NOJYYeHHEM
B pe3ynabTaTe NPOOYKTa, YKAa3aHHOTO B
3arojioBke,B xonuuectse 3,2 r (Bmxon
72%) B BHOe meHH cseTno-xenToro uBe—~ 39
Ta. _

Crapusa F. 4(R)-oxcuaumeTunruo-3(S)-
-[1(R)-napa-uurpobensunokcukap6oHmuI-
okcuaTHi J-1-(1~napa-HuTpoBeH3UTOKCH—

5

10

15

"25
MeTHIN) —a3eTHAUH-2—~0H

OCOZPNB -
L—('WK\OTBDPS

\77pptlg
COOPNB

OCOQPNB

0TBDPS /L___TNr \(\OH
07 \fPPhg
_COOPNB

TpudropykeycHyio kucmory (4 mm)
BobaBaAnT K nepeMeliMBaeMOMY PacTBOpPY |
4(R)~TpeT-6yTunnHmeHnncnnnnoxcuaue—
- runtuo-3-(8)-{1(R)-napa~uurpoben- »
SHIIOKcUKap6ouunokceusTHn J-1-(1-napa-
~HUTpobeHsHnokcukapGoHun—1-rpupeHun~
@oc@opqnunnneﬂnernn)—aseTunuu-Z—oHa
(1,07 r, 1 MMonb) B STHJaneTaTe
(50 M) . : ,

Cnycrsa 15 MuH, pacTRopuTenp yga-
aswpr, pobSasnawt 50 Mn Tosyona u pacT—so
BOPDHTEJIb. CHOBA BHINAPHBAKT C HONyde-
HHEeM B pe3yibTaTte dochoHHeBOH conu
(1,3 r), xoropyw pacTBopswT B 50 Mn
Terparuapobypana u satrem obpabarsiBa-~
0T 4-3KBHBaneHTaMu TeTpabyTHnaMMo-
uult ¢ropuma (TBAF).

CnycTs 1 4, nosy4yeHHY0 cMeCh BhI~
napMBawT, DacTBODAKT B 3THIaleTare

30

04‘

35

45

40 -

55

(50 1) ¥ npoMbiBalT HACHMEHHBIM BOL—

HbLIM PAacCTBOPOM KHCJIOro KapboHaTa HaT-—
puss (3 pasza no 25 Mn) u Bopmoit (25 mm).:
Opranuueckyw dasy oTmensoT,CcymaT
¢ noMombio 6e3BOOHOTO cynbbaTta HaT-
PHA H BHMApHBAWT B BakyyMme, Macnoo6-
Pa3HbH OCTATOK XpoMaTorpadUpywT Ha
cumukarene (UHKIIOTreKCaH=-3THIIALETAT)
C NOoJYUYeHHeM COeMHEeHHA YKa3aHHOro B

‘saromnoske, 0,75 r (Bexom 90%) B

BHMEe MeHbl,
Cranuss G. MNapa-uurpobensun(5R)-
-2-okcuMernn—-6(S)-[1(R) -napanurpo~ .
BeH3UITOKCHKAP OOHHNOKCHATHI -2 ~neHeM—
-3-kapBoxcunar

>OCOZPNB
H

L__r' ‘u/\\0f1
0 \fPPh3
COOPNB

O%?zPHQB

COOPNB

.

Pacwsop 4 (R)-oxcuaneTuntno=3(S)-
—ﬂ(R)—napa-HHTpoﬁeHsunoxcnxapﬁoﬂnn—
okcHaTH]=1-(1~napa—-HHTpPo6EeH3HAOKCH~
KapﬁoHHn-1-TpH®eﬂﬂn¢OC¢0paHHanEH-
MEeTHII) -a3eTHAMH-2~0Ha (o, 6 r) B
tonyornie (200 mit), BMecTe ¢ KaTanmMTH—
YeCKHM KOJHYECTBOM T'HOPOXHHOHA med-.
JAerMHpYIOT B TeueHHe 2 u, llosiyueHHHI
TaKHM oBpasom PACTBOD 3aTeM BHIApHBa-—
T B BaKyYMe, 23 oc*ra'rox '{HCTHT ny-
TeM XDOMaTOPDa®HpOBaHHH HA Kononxe"
3anosiHeHHOM CHNIHKAareneM,IpHMeHss B
KayecTBe 3Mi0eHTAa CMechb, COCTOSHYI
H3 TOMyola H 3THIAUeTATa,B pe3ynbTa-—
Te MONYyYalwT NPOAYKT, YKAasaHHHH B 3a-
ronosxe, 0,42 r (sbixon 79%).

Yo-cmekTp, A Makc. (957 sTumo-
Buft cupT): 260 BM ( & 19100),

319 am ( € 8400).

HK-cnexkTp, v Makc.
3600-3200, 1790, 1745,
1580, ¢cm7" .

Cnextp SMP (CDC1 ) :
I=7Tuw, 3,99 (14, dd, I = 2,0,
7,5 T'w), 4 69 (2H, meOKdﬁ CHHTIIeT),
5,15 (1H, m), 5,23 u 5,46 (2H, neur-
pu, ABq, I = 14 Fu), 5,26 (2H, c),
5,64 (14, d, I =2 rw), 7,51 (27, d,

(CHC14):
1710, 1605,

1,51 (3H,d,
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=8 ru), 7,61 (24, d, I = 8 T'w),
8,50 (4H, d, 1T = 8 T'm).
Cranust H, Hartpuit (5R)~-2-okcume—

run=5 (8)-[1 (R) ~okcuarunJ-2-nenemM-3- 5
—xapGchnnaT ‘
QCO,PNB
H S
I OH 10
0°  NTCOOPNB
OH
) OH 15
0 N _COOFQQB

K pacrsopy, conmepxamemy 54 Mr ma-
pa-uutpobensun (5R)-2-okcumernn-6(S)-

= [1(R)-napa-uurpobensunokcuxapbonnn— 39

OKCHATH ]2~ —-neHeM-3-kapGokcunara, B
CMEeCH C 3TH/IAeTATOM M BOAOI, comep-—
xame 6 Mr NaHCO3, nobasnswr 40 Mmr
5% Pd/C (nannagus ma yrme)., Homyuen-—
HY0 CMeCb THADHDYT NpPH aTMochepHOM 25
napijieHHH B TeyeHue 1 y,3arem pobas—
JAT Apyryo uacth 5% PA/C (20 Mr) u
nepevMemusanwT B Teuenne 30 muu.lMomy-
YeHHYIo CMECb GHILTPYRT, BOOHYIO basy
OTAENANT U MPOMBIBAKT ITHIAUETATOM, . 30
Mocne BmnapuBaHus BoOmHON hasn ocTa-
.TOK YHCTAT HA KOJIOHKe ¢ obpaTHMol
dasoi, npu smwHpoOBaHHHM BOMOH. B pe-
synbrare nonyuawor 12 Mr (Buxonm 46%)
COefHHEeHH, YKa3aHHOTO B 3aronoske,
B BHHe aMopdHOro TBEPHOrO BemecTBa.

Yo-cnexrp, ¥ mMaxc., (957 stumo-
Bblit crupT): 263 um, 304 M,

IIpuwMmep 2, Cranuu .A~G ocymecT~
BIAIKT B COOTBETCTBHH CO CTAaNHAMH 40
A-G npumepa 1,

Cranua H. Ilapa-aurpoBensun(5R)-~
—2-anerokcumerun—6(S)-{1(R)-napa-nur-
“DOGQHSHHOKCHKap5OHHHOKCHSTHH] 2-ne-

35

HeM~3~kapGBoxcunar 45
QCO,PNB
H
Sl OH __ !
0© NTTOCOOPNB | 50
 QCO,PNB
S O0COCH;
— 07 N7 C0,PNB 55

PacTBOp napa—HnTpOGeﬁaun(SR)—Z—
~okcumetnn—6(S)-11 (R) ~napa-nurpoben-

3HNOKCHKAPBOHUITOKCHITHIT J~2~TIe HeM—
-3-kapbokcunara (350 mr, 0,58 mmosns)
B CYXOM CH2C12 (5 Mp)'nocnenoaaTenb—
Ho ofpabarsiBalor nupuguHoM (140 Mr)

M aHTHAPHAOM YKcyCcHOM kHcnoTw (80 mr)

H 3aTeM NepeMemHBawT NPH KOMHATHOIN
TeMrneparype B TeueHue 6 u, [lonyuen-
HYK CMEeChb NPOMBIBAIT PACTBOPOM KHCJIO—
ro kapbonara Hatpus (3 pasa mo 5 ma)
H 3aTeM BonoH. BesBonHyw opraHuuec-
Kyl a3y BHIIAPHBAKT U MOJTYUYEHHbIH
MacioofpasHelii ocTATOK XpoMmartorpahu—
PYWT Ha CHIHKaresye, 3Jl0MPOBaHHE TNpoO-—
U3BOOAT CMechbl, COCTOSMeH M3 LHUKIIO—
FeKCaHa M STHIALEeTaTa, C MNOJIyYeHHeM
B pe3ynbTaTe TMPOAYKTA, YKA3aHHOTO
B 3aronoBke,B xonuuectBe 200 Mr (Bm—
xom 527%). '

Yo-cnexktp, A wMaxc. (957 sTumo—
BHIE cnupT): 265, 321 um,

HK~cnexTp (CHC1,) Y Makc.:
1795, 1750, 1515, 1610, 1585 cm ™.

Cnextp AMP (CDCl,): 1,50 (3H,d,
I=7Tw, 2,11 (34, ¢) 4,01 (1H,dd,
I=1,8,7,5Tu), 5,11 u 5,50 (2H,
uentpst ABq, I = 14 T'y); 5 15(1H m),
5,24 u 5,38 (2H, ueuTpwn ABq, 1=
=12 Tu), 5,28 (2H, c), 5,70 (1H,d,
I =18 ru), 7,55 (2H, d, I=8 ru),
7,64 (2H, d, I = 8 TIu), 8,22 (4H,
d, I =8Tu.

Cragus 1. Harpmit (5R)- 2—aueT0Kcu—
MeTunn~6(S)~{1 (R) —oxcusrun] 2-nenem- 3—
”K&pﬁOKCﬂHaTA

jfozpma ‘
H
> —J:A\OCOCHg

07— N—~C00PNB

O}i

—I\COOCHg

COOle

K pacrBopy, conepxamemy 200 mr
napa~HuTpobeHsun (5R)-2-auneTokxcume—
THi-6 (S) -1 (R)-napa—-HHUTpPOGEHIUITOKCH—
Kapb6oHun oxcnsanI2—neHem—3—Kap60Kcn—
jlaTa B CMecCH, cocTosmell M3 3THIane-
TaTa H BOObl, comepxamed NaHCO,

(26 mMr), poBasmsior 5% Pd/C (200 mr)
M TOJTyUEHHYI TAKHM 06pasoM cMech

‘NMOOBEPranT THOPOTeHHW3aUuUuH IIPH aTMOC—

tbepHoM maBnmeHMH B TeueHue 1 u,3aTem
nobasnaoT apyryio nopuuw 5% Pd/C
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(100 Mr) mo nomuo# aGecopbuunu Hy.Mo- -
NYYEeHHYI CMeCh GUALTPYIOT, BOAHYIO
bhasy ormenssioT H MPOMBIBAKT 3THIALETa—
TOM. OpraHHyeckym dasy orpensnT H 5
BOOHYK a3y BHIIADUBAKT B BaKyyMe.
NonyuyeHHBIH OCTATOK YHCTAT Ha KOIOHKe
¢ obpartumod tdasolt, 3TOHPOBAHHE TPOU3—
BOJAT BoOno#. B pesyapTaTe shmapusBa-—
‘HHAl BOOHOT'O pacTBopa nosyuaiwnr 60 Mr
‘HDOHYKTa, (Bbixon 577%) ykasaHHbiL B
'3arojioBKe,B BUMe aMopbHOro TBePAOTO
BemecTBa.
Yb-cnexkTp,

10

A m™akc. {857 sTunomsni

cupT): 263 ( & 4630), 305 ( € 5500) 15
Cnextp AMP o (mmm) (D,0): 1,31

(3H, 4, I = 6,5 I'm), 2,19 (3H, c),

3,92 (14, dd, I = 1,5, 7,0 Tn), 4,21

(14, m), 5,10 u 5,44 (2H, uentpn ABq,

I =14 ru) 5,67 (1H, d, T = 1,5Tu).20
(d)n +116,9, c = 0,1, 95% stuno-

BBEX CITHDPT) .

Boiuncneso, %: C 40,37,
N 4,28, :

C 1y H 1oNOSNaH 0.

HaBineno, Z: C 40,41,
N 4,29, '

Mpumep 3. Cranusa A.

4(R)—TpeT—6yTnnnnmeTanununoxcnf
aneruntuo-3(S8)-[1(R)~-napa-uurpoben-
3HIOKCHUKapBOHKHIOKCHITHIT -1~ (I—Hapa—_
—~HUTpOOEH3UIOKCUKAPOOHHI— 1 —oKCcuMe—~,
_THH)—a3eTnnHH—2 OH

H 4,31,

25
H 4,26,

30

QCO,PNB. ;
H N 35
~ > OTBDMS
07#—N_ 0
' ocoszB 40

. ——( Y\OTBDPS

~OH

CO,PNB 45
0,34 r 4(R)-TpeT-6yTHIAHME THIICH~
nunokcuauetuntuo-3(S)~ [1(R)-napa~uur-
pob6eH3UNIOKCHKAPOOHHNOKCHATH J—ase—
THauE-2-oHa W 0,34 r napa-HuTpOGeH- 50

sunrauokcunara B 10 mMn 6eHsona sbigep~’
XKHBaKWT TIPH TeMnepatype nehierMUpoBa-—
HUA B TeueHHe 2 uy, [locre BhmapuBa-—-

HHA DACTBOPHTENsA YHUCTAT OCAHOK -HyTeM
XpoMaTorpabHpOBaHUs Ha KOJNOHKEe ,3anoj—55
HeHHOMN CHIIHKaresnem,sNWHPOBaHHE OCY—
MeCTBAAKWT CMeChblo, COCTOAmMEH H3 HHUK-—

~ JlorekcaHa H 3THIaLeTATa B COOTHoOme-

1389680

12
uuu 3:2, B pesynpTaTe mOMVYalT

0,27 r (Beixon 567%) coenuHeHus, vka-
34aHHOTO B 3arofioBKe,

Cnextp fIMP, (CDCl,),
0,13 (c, 6H, Sl (CH,),, 0,95 (c.9H,
SiC(CH4)s, 1,47 (d, T = 6.5 T, 3H,
CH,CH), 3,52 (m, 1H, §_§), 4,27 (c,
2R, CH,0), 4,0-4,6 (m, 2H, CHOH,CHOH)
5,25 (¢, 4H, mBa CHqPh), 5,1-5,6
“(m, 2H, CHCH,, H-5), 7,3-8,3 (m, 8H,
nBa Ph - NO,).

Cragus B. 4(R)-Tper-6yTHnmuMe TUiI~
cununokcuanetunTo—3 (S)-[1(R) ~napa-
"—~HUTPOOEH3UITOKCHKAPOOHHITOKCHI THIT |~
-1-(1-napa-uuTpobe H3UIIOKCHKApBOHMUI~ 1~
| ~XJIOpMe THJT) —alle THOHH-2—0H

¢ (M) ¢

0CO>PNB
J¥ s
L—r \g/\OTBDMS
07N .on ‘
'CO.PNB
OCO'ZPNB

L—r Ny oTBDMS.

\T*Cl
CO,PNB

‘0T BDMS
T 0

\\

PacTBOp 0,27r*A(R)—TpeT-GnynnHMés

' THIICHITMNOKcHaneTunTHo-3 (S) - [ 1-(R) -na-

pa—HnTpo6eH3nnoxcnxap6ounnoxcnsTnn}4—
<(1-napa- —HHUTpobOeH3MNoOKCcHuKapbouun—1-
—oxcnmeTHn) -a3eTHOMH~2=0Ha B 3 Mn

6eaBonHoro TeTparunpobypasa oxnax-
mawr no 0°C. lanee pobaensior

"0,045 Mn nupHOMHA H 0,03 M THOHMN-

xnopuna. Cnycrs 10 MuH,nonyueHunyio
cMech GHIBTPYOT. B pesynbTaTe BhIa-—.
pPHBaHUs pacTBOpuTens moayuawor 0,3 r
(Bexonm  93%), coemmHeHMs,yKasaHHOroO
B 3arojioBKe, KOTOPOE HCNONb3YHT B
TAKOM BHOe Ha cjenyiomed cTanHuH.

Cfannx C. 4(R)-TpeT—6yTHIMHME THI-
_cununoxcHaneruntao-3(8)~[1(R)-napa-

-Hquoﬁeﬁaunoxcuxap60HHn0KcusTnn] 1-

-(1—napa—HHTpoﬁeﬁsnnoxcnxapSOHnn—1—

. ~TpubeHHIDOoCHOPAHUITHIEHMETHIT) ~a3e TH—

~ BUH-2-O0H
QCO;PNB - 0C0,PNB
H 5 ‘8
\{”‘oranns ~Y"SoTBDMS
N, N o
07N 0 PPh;
CO;PNB COPNB
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0,3 r 4(R)-Tper—6yTHIAHME THIICHITHII-
okcuauetunto~3(S)~{1(R)-napa~uurpo-
6eH3NNOKCHKAp6OHUNTOKCHATHIT]— 1~ (1 ~na~-
pa-— HHTpOGeHannOKcnxapﬁonun—l—xnopMe— 5
THN)~a3eTHOHH-2-0HA H 0,45 r Tpube-
HundbochuHa pPacTBOPSAWT B 5 MI Ou~
XllopMeTaHa W nobasnswr  2-3 r cHaMka-
rensi, Jlocne BhnapHBaHUA DAaCTBOPHTENSA
CHJIHKaresb,CoOepXamuid coenHHeHHe, t0
CymwaT, BbIIEPXUBAKWT NPH KOMHATHOH TeM-—
nepatype B TeueHHe 12 y¥ u 3arem
MPOMBIBAT HHUKIIOTEKCAHOM C Uesbl yaa-
JIeHHA H36BITOYHOrO KOJHYeCTBa Tpube-
Hunpochrna. IlpoaykT, amcop6HpOBAHHEL 15
CHITHKaresneM, XpoMaTorpadupyoTr Ha
CHITHKaresne,B KauyeCTBEe AJI0EHTA  HCNONb—
3YOT CMeCh, COCTOSAmWYI0 H3 UHKIIOrekca-

Ha H 3THIaUeTaTa B COOTHOomMEeHHH 3:2.
B pesyasrarte nonyuawr 0,26 r (soixon 78%)20
COeNHHeHHA,YKa3aHHOTO: B 3aronoBKe,

Cnextp AIMP (CDCl4), d (nmm):0,08,

0,15 (mma c, 6H, .Si(CH4)q, 0,89,

0,93 (mBa c, 9H, SiC(CH4)gq , 1 35

(d I =6,5Tu, 3H, CH,CH), 4,1-4,2 25
(m, 2H, CHQOSi) 4,6-5,0 (m, 1H,‘

CHCH,), 5,20 (mnpoxnu cuHryer, 4H,
nsa CH, —Ph - NO,), 7,56 (mmpoxuii .
CHHPHET 15 H, P (Ph)SL 7,6-8,4 (m,

8H, nmBa Ph - NOQ)

Cragua [, 4(R)—Oxcuauernnruo-3(s)-
—[1(R)—napa HnTpoGeHsunoxcnxapSOHnn—
oxcHaTHn]-1-(1-napa-HUTPOBEH3HIIOKCH~
KapboHun-1 —TpnmeHnnwocmopannnnneﬂme—
Tnn)—aseTnnnH—Z -0H .

35
OCOQ_PNB
| _—(Y\OTBDMS
0= N Yppm | 40
CO9PNB
‘j{iOZPWQB
. OTBDMS P ! Y\OH ®
‘ \rpph3
CO,PNB

PacTeop, comepxamuii 0,26 r 4(R)- 30
~TPeT~8YTHIAHME THIICHITHIOK CHA L THIT~
t0=-3(8) - [1(R)-napa-uurpobensunokcu-
kap6onumoxkcHa T J- 1~ (1-napa-Hurpo-
'6eusunoxcnxap60HHn-1—Tpn¢eﬂunéqc®opf
aHUNTHITEHMETHI) —a3e THOHH-2~0Ha H
0,07 Mn yxcycHoi xucnotel B 2. M1 Ges-—
BogHoro retrparunpobypana, obpabaTwi—
BaWT pacTBOpoM, conepxauum 0,18 r

TeTpabyTHNaMMUHUI GTopHaA B 2 M
TerparvipodypaHa.llocne nepememupa-
HHUA JIOJIYUEHHOM CMeCH NpH KOMHATHOM
TeMnepaType B TeueHHe 1.u ee pasfap-
JIANT 3THIANETATOM, TIPOMBIBAKT BOMOH,
HacemeHHbM pacTtBopoM NaHCO; u cHoBa
BOIIOM.

Mocne cymku M BHNAPUBAHHA pacrso-
PHTENA MOJiyUeHHbH OCTATOK UHCTHT
nyreM xpoMatorpadHpoBaHHA Ha KOJNOHKe,
3anoJSIHEHHO!l CHIHMKAareneM, s3MoHPYA CMe-—
Chbi0o, CcOGTORMeH W3 IHMKNOrekcaHa #
3THNAUeTaTa B CoOTHomeHHWH 1:3. B pe-

3yabTare HOHY‘I&MT COeHHeHHe, YKas3aH-—.

Hoe B 3arosoBke,B koyiHuectBe 0,13 r,
BbIXOO 577%.

Cnektp SIMP (CDCl;), & (nnm): 1,37
(d, T =6,5I'n, 3H, CH,CH), 4,2 (m,
2H, CHQOH) 4,9 (m, 1H, CH,4CH),5,25
'(m 5H, nBa Qﬁth, 575), 7,55 (c,

15, P (Ph),},
Ph,NO,). ‘

Cranus E. Tlapa-nutpoGensmn(5R)-
-2-okcuMerun—-6(S)-[1(R)-napa-uurpo-

7,6-8,4 " (m, '8H, nea

* BEH3HITOKCHKAPBOHMIIOKCHY TH ]-2~TTeHeM—

~3-kap6okcunar

/(‘);C}({)zPN'SB 0CO,PNB
L_r \nO’\OH_._JNgr _ICHQ_OH
0" Neppn, 07 NNcopng
.CO,PNB

PéCTBOp 0,13 r A(R)—oxcnaueTHh—

“t0-3(S)-[1(R)-napa-nurpobensunokcu-

kapbonunoxcusTun ]-1-(1-napa-uurpo-
GeH3unokcukapboHun—1-rpuherundochop-
AHUNHIIEHITHII) —a3e THOHH-2~0Ha B
10 Mt xcunona pedrrerMHpYIOT B aTMoC—
bepe asora B TeueHue 1 u. B pesyne-
TaTe BHIAPDHBAHUA PACTBOPMUTENS H
OUHCTKH C TOMOMmbIC TIPenapaTHBHOTO
XxpoMaTorpadHpoBaHHA B TOHKHX IUIEHKAX
Ha cHiMKareseinomyuaior 50 Mr (Beixon
577) COeiMHEeHHS, YKa3aHHOTO B 3aroJjloB-
Ke.,
(ot)D = 266° (c. 1,3, CHCly).
Cnextp SMP (CDCla), ¢ (mnM): 1,51
(d, I = 6,5 I'm, 3H, CH,0H), 3,55
(umpokuit cuwrner, 1H, OH), 3,97 (dd,
= 2,0, 8,0 ru, tH, H-6), 4,68 (c,
2H, CH.0H), 5,19 (dq I = 6,5, 8,0y
tH, CHCH3), 5,25-5,45 (m, 4H, nma
CH,Ph) 5,65 (d, I = 2,0 I'm, 1H, H-5),
7,4-8,5 (m, 8H, nBa Ph NO,).
Macc-cnektp (FD) M/n 559.
. Yo-cnexTp ) wmaxc, (CH,CHy):
269 um ( £ 17,000), 323 (6800).
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HK-cnextp (CH,C1,) (em='):
1755, 1710.

(Tannn F. Iapa-nuurpobensun(5R) -
. =2=(N=TpHUXIopale THIKAD 6AMOHIIOK CHMe ~
) ~6(S) - [1-(R) -napa-HurpoBeHau—
OKCHKapBoHHAOKCHU3TH ]-2~ ~neneM-3-kap-
Bokcunar .

1795,

: :CHZOH |
CO,PNB
OCUﬂnﬁB 15
:[\OCONHCOCHQ,
O 2PNB
K pacTBopy, comepxamemy 50 mr ma- 20
pa-uuTpobensun(5R) ~2-okcumernn-6(S) -
“fiw)- —Napa-HHTPOGEeH3UMOKCHKapBOHMT—
OKCHITHI] -2-nenem-3-kap6okcunara B
1 mn oqumeHHoro alleToHA, OXJIAXKNEHHO— 2

My po 0°C, noGasnswor mo kamnsaM pacr-
Bop 0,06 mn TPHXJIOPALETHIIH30HAHATA.
B | Ml OUHmEeHHOr'o aneToHa. Cnycrsa
20 MuH, BBIIApHUBAT DACTBOPHTEND. H
nonyvawnr 67 mr (Bexom 100%), coemu—
HEHHA, YKa3aHHOTO B 3arofloBke. .

Cnepr AMP (CDCl4) o (mmmM):1,50
(d, I =6,0 Iu, 3H, CH,CH), 4 00
(dd, T = 2 ,0, 8,0 T, 1H, H- 6),
5,9 (m, 8H H -5, CHO, nma CH Ph
CHqOCO) 7,5-8 4 (m, 8H, nsa Ph NO,) 35
8,90 ° (mapoxun cunraer, 1H, NH)

Cragua G. Hapa'HHTp05eH3Hn(5R)—
~2-xap6amoustokcuMerun—6-(S) - [1 ((R) -
—I14pa~HHUTPOBEH3UIOKCHKADBOHHIOK CH~

30

9THN J~2-neneM~3-kapbokcunar » 40
. QCO72PNB
,1H s
‘ i OCONHCOCC13

07 N7 >co,PNB 45

. OCO2PNB
‘18 s |
OCONHCOOCE; ——Ni I OCONH, ¢4
CO,PNB

100 Mr napa-uutpo6eusun (5R)-2~(N-
' =TPHXJIOpaUe THIKADP BAMOMIOKCHME THJT) —
-6(8)-[1(R)-napa-nurpobensunoxcuxap—
6oHHn0KCH3THn]—2—neneM—3—Kap60Kcnna—
Ta pacTBopsAwT B 4 Mnm Meranona. 3aTeMm
‘nobasnsir cunukarens (40-63 u M), no-

55

1389680
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JTY'—XéHHYKJ cMeCh TIQDQMGH]HE&!O;I‘ B Teye-
Hue 3 ¥ npH KOMRAaTHOH TeMnepaTtype,bunst-
PYIOT K 3aTeM [IpoOMBIBAKT aueToHoM.[locne
BBINAPWBAHHA PACTBOPHUTENA H3 dUABTPATA
OCTAaTOK YHCTHAT C NOMOWbBKW NPENapaTHBHO- |
ro xpoMatorpadupoBaHHA B TOHKHX IJIeH-
Kax Ha cunuKarene, B KaveCTBe 3JI0eH=
Ta HCNOJB3YWT CMeCh UHMKJIOreKcaHa H
3TUIAUeTara B COOTHomeHWH 3:7 ¢ no-
nyyeHueM B pesynbkTate 33 mr, (Bbxon
617) coenuHeHnMs, YKA3aHHOI'O B 3aro-
JOBKe,

(J)i; =+ 50° (¢ = 2,4, auneron),

Cnextp AIMP (CDCl,) & (nnM);1,48
(d, T = 6,5 I, 31, CHyCH), 3,95
(dd, T = 2,0, 8,0 ru, 1H, H-6) 4,85
(meOKHH cunrner, 2H, NHQ) 5,1-5,5
(m, 7H, CHCH, ngmBa CH,Ph, CH,0C0),
5,64 (d, T = 2,0 T, 1R, H-5), 7,4-
8,5 (m, 8H, mma, (Ph NO,).

HK—cneKTp (KBr r (CM“T)° 1795
1750, 1710.

Cranua H. Harpuit (5R)-2-kap6amo—
~unoxkcuMetun—-6—-(5) - {1 (R)-oxcustunl 2-

-neHeM—3 -kap6okcunar

0CO;PNB
A s

. %t%: [ 0CONH,
CO,PNB
OH
H g .
0CONM, | OCONH,
- C)

N
0 - toyne®

30 Mr mapa- HnTpoﬁeﬂaun(SR)—

"KapﬁaMOHnOKCHMeTHn -6(S)-[1(R)~napa-

—“HHTPOGEH3UIIOKCHKAP G OHHIIOKCHS THIT] - -2~
-neHeM-3-kapBoKCcHlATA pPACTBOPAKT B

3 Mn stunauerara.3aTeM nobasnsioT

2 mn Bomel, 4,2 Mr NaHCO, u 45 mr

57 umamnamus Ha yrie. Nonyuexnyo
CMeCh NONBEeprawT CHAPOTEeHHIAUMH NpH

. KOMHaTHOH TeMmepaType B TedYeHHe OBYX

yacos. llociie QUIBTPALHS Yepes KH3eNnb—
ryp BOAHYI $a3y IpPOMBIRAKNT HeGQNbmHM
KOJTHYECTBOM XOJIOJIHOT'O ITHiAleTaTa,
GUNBTPYOT Yepes GHUALTPAUUOHHHIX nmaT— .
pPoH odupMn Waters Sep—Pak.'C18 H nuobu-
Jusylr. OCTATOK YUCTAT XpoMmaTorpadu-
poBaHHeM c oGpaTuMod  $hasoif Ha
¢unBTPaNMOHHOM naTpoHe Waters Bep—
Pak C, , smoupys Bopoit. B pesynnra-

‘re nonyyawt 8 Mr (moixom 52%) coemu-

HEeHHA ,YKa3aHHOT'0 3 3arojioBke,
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mMakc, (H,0): 259 um
308 (5400),
Cunextp AMP (D,0), ¢ (mmm):t,31
(d, I = 6,5 I'u, 3H, CH,CH), 3,91
(dd, 1 = ] »5, 6,0 ru, 1H, H-6, 4,25
(m, 1H, CHOH) 5 ,02, 5 36 (nBa d
2H, CHQOCO) 5,66 (d I = 1,5 Iu,
1H, H-=5);
(d)y =

Yo-cnexkrp, A
( £ 3600),

5

+ 143° (c, 0,96 Hq0). 10

dbopmMyna us3o6b p e TeHU A

Crnocob mony4yeHHS ONTHYECKH
HBIX NeHeMoB obmedt hopmyms (I)

aKTHB~
15

S : .
Ry [ OR;
0-—N

COOR,4

- 1-okcu-C ,~C ,~ankun;}
BOACPON, ALETHN HIH Kapba—
MOHJIBHAsT rpynna, He obsiza-
TeJIbHO 3amuUmeHHasn TpHXﬂOp‘
auneTHIIbHOM TpYNnoi,
BOIOPOM, MM N — HHUTpOGeH-
3UII, HNW B ciayvyae, Koraa
R3 - BOOOpPOI, HX CONei c
MeJIOYHbIMH METAaNiaMH npes-—
pameHHeM coemHHeHHs obmei.
@opmynm (11)

rae R,

30

] i

r’jw%
. .

CC[E‘&
roe R, yxasan BhINE §
) R‘ C4~C4—anxun,
B 3, 4-gusaMemennnii 1=(1-C4=C 4~an-
KOKCHKAPGOHHIT=~2-MeTHI-2-nponeHus) ~
A3eTHAMH-2~0H Ha nepBOH cramuu u
ero usomepusaumeit 5 3,4-gusamemen—
HBIT 1—(1 -C —C4-anKoxcuxap60Hnn—2—Me—
THII=1-NPONEHH ) ~a3 e THAMH-2—OH ox
nefiCTBHeM TDHSTHNAMHHA B cpefme oH~
xnopMerana npu 5°C Ha BTOpOM cramuH,
C TIpPHMeHeHHeM MOCJIeoBATEeNbHBIX CTa-
Puizivs B3auMo/eitCTBHS 3, 4~nu3aMemeHHOTO
a3eTHOHHOHA-2 C COemMHEeHMeM obmeit
dopMyst  (I11)

35

40

50

CHO COOR,,

rae. R, - ykasan Bwume, . 55
B HeH3one nmpu 70 - 100°C, XJIOPHUPOBA—
HHA obpasywmerocsa 3,4-nH3aMemeHHOro

1~ (1-R,—oxcHKapBOHUI~1=-0K CHMEe THIT) —

1389680 .
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-aseTHnHHOHA=~2 THOHHJIXIIOPHIOM B IpU=

cyTeTBHM mupHauHa npu (=5) - (0)°C
U B3aHMopeHCTBusA oSpaaymmerQCﬂ 3,4~

'—nnsamemeunoro 1-1~-R ;oxcmxapGOHHn—

~l-xnopMeTui })~aseTHAMH~2~0Ha C TpH-"
dbennndochuroM mpu 40-60°C u ¢
TMPHMEeHeHHeM IHKIH3auuu 3, 4-nus3aMemeH—
Horo 1-(1- R3—0Kcuxap60Hnn-1-Tpn¢eHHn-
dochopaHUnHpeHMETHN ) — —aseTHHH- -2-oHa
HarpesaHHeM B Cpele apoOMaTHUECKOTo
yriesomopona BbIZEJIEHUA 1IeNeBOro
npoAykTa, o T M M Y4 a 0 MUMKCSHA
TeM,u4TO, C 1@kl NMOBHIMEHHUA BHIXOOA H
PACWMpEeHHA ACCOPTHMEHTAa LeseBbiX NMpo-
AYKTOB, coenuHenHe dopmymst (I1) ‘ny-
TeM B3aUMOJIEHCTBHA C YKCYCHOH KHCJIO-
TOH H TpHUMeTundbochHTOM B Cpelle TONYyO-
J1a npespamanT B 3, 4—OU3aMemeHHBIH v
1=-(1-C,-C ~ankokcuKapBoHHI~2~Me THIT~
—2-mponeHus) -aseTHAHE-2-0H obmet

“dopmymst (IV)
0-COCH
R o
0 Tf;gk\
H “COORy
roe R, u R4 YKas3aHsl Bbme,

‘obpasyomuiics B pe3ynpTaTe ero H3o~

Mepusauun 3,4-ausamemeHnsit 1-(1-C -
-C4—ankokcukap6ouun—2-Merun—-1-npo-
NeHW1)-aseTHOUH-2~0H o6meil hopMy st

§')

OCOCH 4
RL
0 )ngl. '
% :
H COORy
rae R ou R4yxa§aﬂm BhmE,

06pabaTHBAWT NepMAHTAHATOM Kaius

NPH XeNaHHH B NPHCYTCTBHM NMepHoaara .
HaTpHs, obpasyimeecs coeguHeHue
obmeit bopmymm (VI)

Ril:_IrOCOCH:a

rae R, YKasaHsl Bbue,
oxBeprawnT B3aHUMOAEHCTEHI C COenHHe-

HaeM obmelt dopmymsr  (VII)
HSCOCHQQRS
roe R5 = TpeT-0yTHnmHbe HUIICUITHIT

WIH TpeT-6yTHnoHME THIICH~
JIHm, ’
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'3, 4—-nu3aMemeHHbi aae'm—
VIII

o6pasyomuiics
OHHOH=-2- obmeil (bopMynm

1389680
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rne Ry, Ry # Ry ykxasaue sbme,
B coemMHeHHH ofmeit dopmymw (XI) yna-

JIAKT TPYINY, 3amHIanmy OKCHI'pynmny,

S : H UHMKIIM3AaUHKH ToABepraknT ofpasyomuii-
'Ril ] \O(\ORS 5 s 3, 4~nu3ameme HHbI} 1-(1;R3-0KCHKap‘
0 'N\ i 6oHun=1-rpuderunbocdopanunune iMeTHI ) ~
H —a3eTHOUHOH—2 o6me#t dopmynm XII
roe R1 M Ry yKasaHHH = Bblle 3Hauye- '
Hus, 10 1]:1’ CNOH
MOARBREPrawT MOCNedoBATENbHbM CTaIHAM
B3auMOMEHCTBHA C COeRMHeHHeM hopMy-— \FP(CGH5)3
nw (III) xnopupoBaHMs M B3auMomeicT— COOR3
©BHsL ¢ TpHbEHHUNMbDOCHHHOM C mocemoBa~
TenbHbM 06pasoBaHHeM COOTBETCTBEHHO . 15 rme R, R, yxaaauu Beme,
obmHux @opmyn (IX X HXI) . B cpene TOJIYOJIAa HIIH KCHIIONda B KayecTt-
OR Be OpPraHH4YecKoro pPacTBOPHTENA NpH
\Ff\\ 5 80~150°C ¢ BHmeneHHeM HeeBOTO npo=-
0 ‘W’OH. oykra, rge R, - Bomoponm,unu ero .o6-'
OOR 20 pabaTHBAaNT YKCYCHBIM AHTHOPHOOM TpH
. C 3 KOMHAaTHOH TeMnepaType B MeTHIeHXJIOpDH—
R PA ‘e B NPUCYTCTBHH NMHDHOWMHA WIH Tpu-—
’,:I:; \“/\\0R5 XJIOpPaHeTHIIH30LHAHATOM B alleToHe H
0 \j’Cl ’ . B cniyyae HeoOXOAMMOCTH yHalswT. sa-—
COOR3 25 MMTHYl rpynny obpaboTko# cunMkarenem ;
: "B MeTaHole HIMH BONOPOAOM B STHIALE~ -
- TaTe B NPHCYTCTBHH , 57-Horo nannanus
:[:T‘ \u’\\ORs Ha yrjle H B Cllyyae HeoGXOOHMOCTH He=
neBoM npopryxt, roe R, - Bomopoxm, Bh~
NYP(CSHE’)?‘ 30 pgenswT B BHAE €ro COMH ¢ METOUHBM
C00R3 MeTalioM nyTeM o6paboTkH OCHOBaHHEM, .
CocrtaBurens 3.JlanuToBa

Koppextop O0.Kpasnona

PehaKTop M.Henonyxenko

Texpen M.Xopanuu

1588/58

BHHMITH  F'ocymapcTBeRHoro koMmurera CCCP
no pnenam HsobpeTenHit M OTKpPHTHHR
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