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IPOM3BOJHBIE 1-H-2-BEH3A3EIIMH-1-OHA
KAK HEOBBIYHBIE ITPOAVKTbHI PEAKIINN TAHYA

TIpu MCIoTR30BAHMM OIIMAHOBOH KUCIOTHI B KAYECTBE 2JIbACTUAHON KOMIIOHEHTHI B
peakiuy ['aHYa BMECTO OXMAAEMBIX NPOM3BOMHEBIX 1,4-TUIMAPONMPHAMHA IONYICHbBI
npoussonubie 1-H-2-0ensasenus-1-ona. ‘

Ipoussogusle 4-apwi-1,4-1uruaponIpAAREAa WHTEPECHEL TEM, YTO CPEId HUX
HaMCHH COCMHCHMY, ofJafanmpue KapauoBacKyagapHO# akrumeaocTeio [1]. B
5TOM acCHeXTe Hambosiee MOAHO UCCIASHOBAHB IPOV3BONHEEC 1,4-TMIAApONPHAN-
H4, cofepXamue B 4-apwirpylme JJIEKTDOHOAKIECITOPHHE 3aMECTUTEIH
(HETPOTPYNNA, TAJOreHH # T. H.). K 5TWM IpOW3BOAHBIM OTHOCSTCH M3BECTHBIE
JIEKAPCTBEHHHE NpenapaTs Hudemams v dopunon. IIpou3BoRHEIE, CORepXaInye
B 4-apwirpylie 3/iCKTPOHONOHODHEIE 3aMECTHUTEIH, MEHEE MCCACHOBAHBI, XOTH
Cpeny HYUX HaWJCHBl COENMHECHNS, CEJICKTUBHO CBA3BBAIOMMECS C aAPEHOPEIEHTO-
pamu [2]. ‘

Iemsro Hacrogmel paboTH OBUIO HMCCIENOBAHAE BO3MOXHOCTH CHHTE3d
4-apwun-1,4-TATAAPONMPUAYHOB, COREPXAINAX B 4-apuiarpynne B KauecTBe
3JIEKTPOHONOHOPHEIX 3AMECTHTEAEH METOKCHUTPYIIEI, 4 TAKXE KapOOKCHIbHYIO
TPYIIy sl yAyYmIEHAsS PAacTBOPUMOCTH COSAVHEHWH. B KauecTBe ajberumHOMN
KOMIIOHEHTH B cuHTe3e |, 4-murmppommpummmacs 1o lamuy  [3] OBL1a
WCIOMB30BaEA ommaHoBas (2,3-mmMmerokcu-6-popmumnbenzoiinas) kucaora (D).
OmHAKO, BOIPEKH OXHEAEMOMY, MBI NOXYUIIN COCTWHEHMS, IIO CBOMCTBAM HE
oTBeualomme crpykrype 1,4-marmppormprnmeos V. Msygenne cnexrpos SMP
'q u 13C mo3BOMmMIO NPEATONOXATD IS MOMYYEHHEIX COSIMHEEHAN CTPYKTYPY
mpomssopabrx. 1 H-2-6en3azenms-1-o8a V.
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TabGauna 1

XapakTepuCTHKA COeRuHeHui Va—g

Coenu- BpyTTo- Haligeno, % BerauciieEo, %

T °C BrIxoxm,
HeHue dopmyna wh %

[ H N C H N

Va CisH1oNOs | 184...186 59,54 | 5,85 4,12 | 59,81 | 5,96 | 4,36 50
V6 C18H23NOs | 180...182 61,42 | 6,58 3,82 | 61,88 | 6,63 4,01 35
Vs Ci1sH23NO7 | 132...134 58,94 | 6,03 3,60 | 59,17 | 6,34 3,83 42

B cmextpax IIMP coemmmenw##n (Va—B) (tabn. 2) obpamairor Ha cebg
BHMMAHWE CATHAIH B Amanazone 6,2...6,3 M. g1, Omm mveror gansmoio KCCB ¢
apomatmdeckuM IporoHoM 6-H, Bermmumsa KOTOpO COOTBETCTBYET 4 [4], a
BEJIMYMHABI XAMWYECKOTO COBHTZ pE3KO OMIMYarTcs OoT cwrmaga 4-H B
1,4-murappomapunmaax (5,2 M. 1) [5]. Kpome Toro, mETerpanbHas MHTCHCHB-
HOCTh CHI'HAJIOB HOKA3hIBAET, UTO HMEIOTCS TOIHKO OFHA CAOXHOI(DApHAS IrPyNmna
W OfHa METUIBbHAY rpymma. llapa oueHp MUpPOKHX CATHAJIOB B PaliOHE OKOJIC 5 |
9 M. 1., mcuesarommx npm pobasnemmm B ofpasen D20, ykaswmmaer Ha
OpHECYTCTBHE B coequHenmax Va—s mporonor rpymx OH u NH. Orcyrcrsue
cursaior  csobomuodt rpymimsl COOH  MOXer COyXWTh . AOTIOJHHATEIHHBIM
CBAACTEIBCTBOM HpPOTUB CIPYKTYpH 1,4-murmppommpunmsaa. MomeawpoBaHue
curaanos crektpoB AMP °C coegumenmit Va m V6 ¢ HCOO/IB30BAHEEM KOIOB
chepmueckux cy6CprKT¥p TO3BOJIZET OOBSCHHUTL CABHT CHrHana 78,43 M. a.
TOJIBKO HANHYHEM Y Sp -THOPMAMB0BAHHOIC ATOMA YIVIEPOHA I'MAPOKCHIHHON
rpymmsl [6]. Ilporue crpyxrypsr 1,4-murmpponwprnuHa roBopaT Takxe YO
CHEKTP, B KOTOPOM OTCYTCTBYET XapaxkTepHad i 1,4-marugponupumgiHOBOIG
KospHa nosnoca morromernsg opu 350 M [S].

Tabruma?2

Cuextper IIMP CHHTE3HWPOBAHHBIX COETWHEHMI

XUMPIECKHE CHBHIH, 8, M. . #© KCCB, J, I'm
Coe- v 6-H, 75
- o. o. )
e 3Chy, ¢, | 29008 | o g | SHE s 7 | nen
R 3H R=a ¢, w e |56 7 |7 Jax =| m. ¢
2 x 3H ' =14 N t
Jes = | = 8
=14
Va | 0,82 (3H, 1, J =7, CHCH3); 2,13 3,90 5,1 6,27 | 6,88 7,15} 9,0
3,81 2H, x, J=17, CHLCH3 ) 4,10
V6 | 1,09 (9H, c, C(CH3)3) 2,16 3,90 5,0 6,17 | 6,89 |7,16| 9,0
4,10 :
Ve | 1,10 3H, T, J = 8§, CHxCH3); 2,07 3,89 5,1 6,32 | 6,90 | 7,15} 8,9
3,24 CH, T, J =6, CHCH); 4,12
3,23 (2H, x, J = §, CH>CH3);
3,97 (2H, 1, J = 6, CH>CH?)

B ofomx BapmamTax CHHTE3a [aHYa C WHCOOAL30BAEMEM B KAUECTRE
KapOOHMIbHBIX KOMIOHEHTOB IIPOM3BONHBIX aneToykcycnoi II u S-ammHOKpOTO-
poBo# III xmcmor Grulo mOAYYEHO ONHO M TO X& coenmsende Va, R = CzHs.
ITpomssogHsble Va—B HIPENCTABISIOT cO00M BeCHBETHHE, XOPOMIO KPACTANIA3 Y-
muecd  BENIECTBA, JIETKO pACTBOPHMEIE B OOJBIIMHCTBE OPraHWYECKHUX
pPacTBOPHUTEIICH. '
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HeolOniunoe moBEeHEHME APOMATHUECKOM O-aNBAETHOOKUCIOTH B YCIOBHIX
peakumy [aHua, MO-BHAMMOMY, SBAMETCH CIASACTBHEM TOIO, 9TO OINMAHOBASL
KHCIOTa, TOmobHO rananpiermaroi [7], MOXET BCTYHATh B PEAKIMIO B
TayTomepHO#H (dopme J-okcudranmpa:
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SKCINEPHMMEHTAJIBHAA YACTD

V@ coekTp 3apervcTpUpOBaH Ha npn@ope'Hitachi UV-vis 557 B sraHone, cnextpsl SIMP — ma
npubopax Varian Mercury-200 u Bruker WM-360 8 pacreopax CDCls; iﬂyfpénm&ﬁ.éraanapr T™C.

Stuaoeen 3chup 8,9—,cmMe'roxcn-2,5-)mrmpo'-5-01(cn-’3-Mé*thI- 1H-2-0en3azenun-1-08-4-xap-
6orosoi xucnorsi (Va). A. Pacrsop 10,51 r (0,05 mosms) onmaxosoit kucaots: I, 13,20 r (0,1 mMons)
aTunororo 3dupa aneTOyKCyCHOM KMCIOTH U 6,83 Mi 25% BogHOrO amMmmaka (Hob6asasercs ABYMS
nopimamMu ¢ uarepeaioM 30 MuH) B 35 MJI 9THIIOBOrO CIMpPTa KMmATaT 4 u. TToce 0XAask/ieHus BhIIas-
muit ocanox otduwisTpoesBaoT (8,0 r, 509,), NepexpucTanIM30BRIBAIOT M3 DTWIIOBOTO CIMPTE U
NOJYYa0T GECIBETHDIE MIOABUATIE KPUCTAWILE C Toix 184...186 °C. V@ cnextp (s1amom): Amax (g €):
208 (4,17), 274 (3,92), 310 mu (3,30). Crexrp SIMP °C (CDCh): 13,64 (CH2CH3), 20,89 (3-CH3),
56,90162,15 (OCH3), 58,78 (CH2CH3), 78,43 (C(5)), 89,63 (Ca)}, 115,66 (C(s)), 118,94 (C(7)), 119,64
(Co—C—C), 144,67 (C(g)), 147,89 (C(55—C—C(s)), 151,88 (Cg)), 161,90 (C3)), 168,43 (C1y),
168,93 M. 1. (COOC2Hs).

AHAJOTUYHBIM 06pa30M U3 COOTBETCTBYIOIIMX CIIOXHBIX (DHPOB aleTOYKCYCHOM KMCIOTHI HOJy9e-
up1 VO u V.

Crextp IMP °C coepumenus V6 21,09 (3-CHa), 28,05 (C(CHz)3), 56,97 4 62,06 (OCH3), 78,90
(C5)), 79,20 (C(CH3), 90,35 (C(s)), 115,54 (C(6)), 118,82 (C(7)), 119,84 (Co)—LC—C(1)), 144,95
(C(9)), 147,69 (C(5—C—Cs)), 151,69 (Cs)), 161,53 (C(3)), 168,60 (C(1)), 168,88 m. 1. (COO).

B. Pacrsop 10,51 r (0,05 Monp) onmanoBoit xmciotsi I, 6,51 r (0,05 moms) 2Tmmosoro adupa
aneToykcycroM kucnotsi I u 6,46 r (0,05 o) sTRIIOBOTO 5¢Upa ﬁ—ammoxporoaosoﬁ xucaoTer (II1)
B 80 MJI STUJIOBOTO CIMPTA KUngTaT 5 4. IT0C/e OXIaXAeHMST BEIIARIIME KPUCTAIIIbI OT(UIbTPOBBIBAIOT
u nonywaror 3t (199%,) coepunenus Va.

CIIUCOK JIUTEPATYPBHI

1. Triggle D. J. // ¥. Cardiovasc. Pharmacol. — 1991. — Vol. 18. — P. S1.

2. Van Rhee M. A., Ji-long Jiang, Meiman N., Olah M. E., Stiles G. L., Jacobson K. A. // J. Med.
Chem. — 1996. — Vol. 39. — P. 2980.

3. Sausins A., Duburs G. // Heterocycles. — 1988. — Vol. 27. — P. 269.

4. Pretsch E., Clerk T., SeiblJ., Simon W. /[ Spectral Data for Structure Determination of Organic
Compounds. Second Edition. H.205. — 1989.

5. Dubur G. D., Veveris M. M., Weinheimer G., Bisenieks E. A., Makarova N. V., Kimenis A. A.,
Uldrikis J. R., Lukevics E. J., Dooley D., Osswald H. // Arzneim.-Forsch. Drug Res. — 1989. —
Bd. 39(0). —S. 2.

6. Bremser W., Franke B., Wagner H. // Chemical Shift Ranges in carbon -13 NMR spectroscopy. —
Weinheim: Verlag Chemie, 1982. — 492 s.

7. Wheeler D. D., Young D. C., Erley D. §. // J. Org. Chem. — 1957. — Vol. 22. — P. 547.

JlameuilCIcull UHCMUIMYHL ODZAHUYECKOZ0 Hocmynuno ¢ pedaxyuio 21.11.97
cunmesa, Puza LV-1006
e-mail: tirzitis@osi.lanet. by



	Page 1
	Page 2
	Page 3

