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CHHTE3bI FETEPCHUKJIOE HA OCHOBE
1I-BPOM-3-(AJAMAHTUII-1)ITPOIIAHOHA

Bsammozeiictsuem 1-6pom-3- (anamanTii- 1) nponancHa ¢ MOYEBHHEOM U THOMOYE-
BUHOM NIONYYCH PAA HOBBIX MMMIA30HHOHOB-2, MMHUA30)1- 2-THOHOB U 2-aMUHOTHA30-
JIOB 4AaMaHTAHOBOTO PAfa.

VizBecTHO, UTO IEKINYCCKHE TPOM3BOMHBEC MOUEBHHHL ¥ THOMOYEBWHEL
CIOCOOHEl MHAYIAPOBATH CO3PEBAHUE KICTOK 3pmrponehxommz Qpmama [1].
Vvmunazommuonsr  ofdamalor repOMumnuod  aKTHBHOCTRIO [2], a4 Takxe
HCHOMB3YIOTCA JUid TOMYYEHHS ILTACTA(DHUKATOPOB B IPOM3BOICTBE TOIMMEPOB.
ViMuna301-2-THOHRH! IPOSBIISHOT IIUPOKKI CHEKTP CHOMOTHYECKON aKTHBHOCTHE W
OPUMEHIIOTCS KakK CTalWam3aTopsl B THPOU3BONCTEE DE3UHOBOM NPONYKLHHA ¥
CWHTOHBL i MOXY4YeHES GOMBIOre UMCIa Opranwdueckux coengaenni [3 1.

Panee Hamu GBUTO u3y9EHO B3amMOACHCTBEE OpoMMeTHT (anaManThI- 1) KeTo-
ga () ¢ [pOWSBONHBIMM MOYEBHMHH ¥ THOMOUEBWHBL ¥ CHHTE3WPOBAHEL
COOTBETCTBYIOIIVE AaMAHTAI3AMEIICHHBIC MMUA30TMHOHE ¥ UMHAAA30-2-THO~
e ¢ Berxomgavu meaee 30% [4]. Huskre BHXCOE YKA3aHHEIX COCHWHCHMH, KaK
MBI IPEAIOAATANIN, CBSI3aHEL CO CTEPUYECKUME 3aTPYNHCHUIMH, KOTOPHC CO343ET
AXAMAHTIIGHBIM Pag¥Kai, YTO HEOXHOKPATHO OTMEYANIOCh B JuTeparype [5—§ i
EcTecTBEHHO NPEeqnoI0KATE, YTO yHATEHNe 3T0Te 00BEMEOTC (hparMeHTa Ha ONEY
rpynmy CH?2 0T Xerorpyomsl TOSBOJHAT YBEIWYWTE BBIXOK HPOXYKTOB,
COAEPXanNAX agaMaBTAHOBOE KOJIBIO. ‘

B npomomxenne Hamwx pabor [4, 9] mo cuHTE3y HOBBIX aXaMaHTHI3aMCIICH-
HBIX TETEPOLMKIIOB ¥ W3YUCHHUIO MOBEHCHUS (-TAJOTCHKETOHOB aJaMaHTAHOBOTO
paaa B HaCTOSIHEN paSoTe UCCAEHOBAH0 B3amMonehcTeme 1-0poM-3-(anaMagTmi-
Duponamora (II) ¢ Mmoueswmuoir (II1a), Tmomouepunoir (IVa), a Takxe nx GCHmWI-
{116, 1V6) u amermnnpoumzsonmeivu (I11e, IVB). B smreparype mmeercs JIMIb
Hebompmoe wuwmcao OpumMepos momodmblx B3ammoneucrsmi [10, 111 Tax,
Crenmaros @. H. ¢ coTpynHEKAME [pA WCIOAb30BAHEM coemmuenmit 1 w I B
peaxiau ¢ TrodopMaMEIOM 1 cHHTE3e Brumuepa orMerwim 001ee HA3KEH BEIXOX
TETEPOIEKIIOB HA OCHOBE KeToHa I, uTo, 10 mX MEEHWIO, CBI3aHO ¢ 00PA30BAHAEM
moboursix nponykTos [111. :

Ilpm nposemenmu peakumu raioreukeroHa I ¢ mouepmamm IiJa—s =
THOMOYEBHHAME | Va—B B KMNAImeM srtwiearmkone s npucyrcersun K2C03 sama
CHUHTE3UPOBAHEl 4-(anamManTtmi-1-mermneH)-N-R-mvunazonmraorn-2 (Va—B) &
4-(apamarTtmi-1-mermnen) -N-R-umanazon-2-twopsr (VIa—B) ¢ BeIXOmAMHE
23...59% u 19...78 % cooTBeTCTBEHHO (CM. TAbmuy).
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XapakTepUCTAKA CHAHTE3APOBAHABIX COETAHEHHANH

i‘;;"n”;‘ ;g’;“y; Ty °C* R VK criextp, cM—L B“;,f’"“’
Va | Ci14Hz0N20 291...293 0,193 2890, 2840, 3350, 1680 23
V6 | CootiaaN20 304...306 0,343 2890, 2840, 3400, 1680 59
Ve | Ci6H22N202 303...305 0,781 2900, 2850, 3400, 1700 49

ViIa | Ci14HooN2S 91...92 0,113 2900, 2850, 3400, 1510, 1180 19
VI6 | CooHzaN2S 78...80 0,484 2890, 2840, 3400, 1510 25
Vie | CiH2oN2OS 141...143 0,322 2900, 2850, 3320, 1710, 1490 78
ViIa | C14H21NoSBr 167...168 0,433 2890, 2840, 3390, 1580 84 -
VIIG | CogHasN2SBr 224...225 0,157 2900, 2850, 3400, 1600 60
VIIs | CisHsN2OSBr 178...179 0,174 2910, 2860, 3350, 1700, 1590 98

; Coepnrernsg Mla—8 & IVB mepeKpHCTANLIA30BAHSI B3 cOMpra, V6B — u3 xiopodopma.
* Omroent anetoR—CCly, 1 : 4, B cayyae coepumenus I — crmpr.

Cregyer otMmeruTs 0Onee Hu3KHWE BHIXONbI coeguneHwm# Va,8 mw Via mo
CPABHEHHIO C NpHBEACHHBME B pabore [4] BBIXOmaMU KX TOMOJIOIOB, HE
COZEPXANMX METUICHOBOE 3BEHO MEXAY OCTATKOM AXAMAHTAHA ¥ TETEPOIIHKIIOM.

WzBecTHO, UYTO WCOONH30BAHME B pEAKOUWHA C MOUYEBHHON BMECTO
TAJOTEHKETOHA COOTBETCTBYIOIIETO AMPHOKETOHA TO3BOJMAET IOBBICHTH BBIXOM
mponyKTa mMmasonunona-2 [12]. Onsaxke mopr B3amMonelcTsmn coenuaeHns 11
¢ avmpamu HaOMOZANOCh JWNIb CHJIBHOE €0 OCMOJICHHE ¥ [OJYYHTh
HeoOXOoIUMBE AMIHOKETOHBL HAM He YIAJ0Ch.

Peaxuma xerona II ¢ tmomouesmnamvm IVa—s B anerommrpuae upm 20 °C
mpEBOOAT K OpoMrmaparaM 2-(R-ammuo)-4-(amamanrtwsi- 1-METHICHE) THAZOIO0B
(Vila—s) ¢ spmxomamm 00...98%, xoTopsic CONOCTABAMEL C BHEXONAMY
MOJIYYEHHBIX aHARorEuHo 2- (R-amuuo) -4-(agamantui-1) trazonos (M. [ ]).
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Takum 00pasoM, DOJYYEHHHE PE3YJIBTATH M HPUBEICHHBIE JATCPATYDHEHIE
JAHHHE HO3BOJSIOT IIPECHIOJOXUTH, UTO UPH BHICOKOH TEMIIEPATYPE BHIXOIHI
IPOAYKTOB DPAacCMaTpPHBACMOM DCakmUM OIPEREJITIOTCS HanwymeM B ketome [
MECTHJICHOBOM TpyNIb (CBY3aHHBIME C HEH MO0OYHBIME IpOmEeccamu) u
XapaxTepOM 3aMECTATES/IS B MOUCBHAHEE WM THOMOUCBHEE.

SKCHEPHUMEHTAJNIBHAL YACTH

KOHTPOB 32 XONOM PEaKIMH ¥ OUSHKY MHAMBHMAYAILHOCTY BEIIECTB RPOBORMIH ¢ noMoinpio TCX
#a roractunax Silufol UV-254. UK cnextpsr cavMany HA npuGopax Specord M-80 u UKC-22 B ToHKO#t
mnexke U B rabnerkax KBr.

OCHOBHBIC XAPAKTEPUCTHKM [TOTYUEHHBIX COEAVHEHHIT IPMBEACHEI B Tabaune.

N-R-4-(Anamasman-i-MeTiie ) uMuIa30aunonbi-2 (Va—s) u N-R-4-(agavasman-1-mera-
JICH) HMANA301-2-tHOHEI (Via—z). CMmecs 0,5 ¢ (1,8 mMmomm) xerona I, 10,8 Momm Mouesuns! 1T wnwy
Tromouesuusl IV u 0,14 r (3,6 »mons) K2COs3 xumsrar 8 15 Ma stwienmmxong 3 4. PeakiuoHHyI0
CMECh OXJIAXKIAIOT A0 KOMHATHOM TEMIIEPATYPS!, Pas0aBIsIOT BOXOM, 0CANOK NPONYKTA OTQHILTPOBLI-
BAIOT, TIPOMBIBAIOT 3DUPOM U NEPEKPHCTAILIMIOBBIBALOT.
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Tanpobpomunsr N-R-4-{anamanTey-{-MeTrjien}-2-avraorrazonos (VIEa—s). K pacrsopy
2,7 mvone tHoMOuesussl IV B § M aUIETOHUTPIIIA HpY KOMHATHOM TEMAEPATYPE ¥ NEPEMEIIMBANMM
npufasnsmior pacreop 0,5 r (1,8 mmonm) ranorenkerona I B 5 M aneTonmtpra. HYepes 10...30 vun
BHINABIINEE OCAROK NPONYKT2 OTGUIBTLOBRBAIOT ¥ TPOMBIBAOT STUIAICTATOM. '

CIHUCCK JUTEPATYPH

1. Li Chau-der, Melia Sharon L., Sartorelli 4. C. // J. Med. Chem. — 1981. — Vol. 24. — P. 1089.
2. Jiosanosa X., Kanzeee B., Cumos A. // XT'C. — 1988. — Ne 10. — C. 1362.
3. Afpamosa H. /., Tpxunyuncicas 5. B. [/ XTC. — 1988. — Ne 12. — C. 1587.
4. Maxaposa H. B., 3emuynsa M. H., Moucees 4. K. /[ XFC. — 1994. — Ne 2. — C. 249.
5. Cmenanoe @. H., Heaes C. [. [/ K0OpX. — 1970. — T. 6. — C. 1189.
6. Sasaki Tadashi /7 Buil. Chem. Soc. Jap. — 1969. — Vol. 42. —P. 1617.
7. Jumeunnoe B. I1., Jepmyeun B. C., Higedog B. H. // Vzs. AH CCCP. Cep. xum. — 1985. —
Ne 8. — C. 1858. : ]
8. Cho Jaccock, Kim Kyongtae // ¥. Chet. Hem. — 1992, — Vol. 29. — P. 1433.
S. Maxaposa H. B., 3emyosa M. H., Moucees M. K. // XTC. — 1993. — Ne 11. — C. 1580.
10. Hcaee C. /L., Pomanos H. H., Caxio B. A. // Bects. KueB. NOTUTeXH. uu-Ta. X¥M. MAIHMHOCTD-

v texuon. — 1985. —Ne 22. — C. 6.
11. Cmenaroe D. H., Hcaee C. [T // KOpX. — 1970. — T. 6. — C. 1195.
12. 3aswsinos C. I, Jopodeeaa O. B. // Nzs. AH CCCP. Cep. xum. — 1989. — Ne 1. — C. 140.

Camaperuil 20cyapCrieenHblil MEXHUMECKRE ITocmynuno ¢ pedaxyuio 14.01.94
yrugepcumem, Camapa 443010



	Page 1
	Page 2
	Page 3

