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CHUHTE3UPOBaHBI HOBBIE TETPAIMKINUECKHIE CUCTEMBI Ha OCHOBE 3-R-1,2,4-tpuaszuu-5(4H)-onos.

BBenenne

Hcnonb3oBaHne NPOU3BOAHBIX  TPUA3UHOB IS
MIOCTPOCHUSI AHHEJTUPOBAHHBIX CHUCTEM IMPENICTaBIsIET
OOJIBIIION WMHTEpPEC I COBPEMCHHOI'O OpPraHUYeCKOTO
cuHTe3a. Takue CHUCTEMBI IIMPOKO PaCHpOCTPaHEHBI B
npupoze [1] u Hann npumeHeHue B papmaneBtuke [2].
Bnepsrie noobHbIe coennHEeHUs] ObLTH CHUHTE3UPOBAHBI
UnunbabuaeiM [3] B pe3ynpTare KOHICHCAIIMH CMECH
aMMmmuaka W (QopManpaernia C IMKIONICEHTAHOHOM U
LMKJIOT€KCAaHOHOM.

B  nmanHOM pabore HamMm ObBUI  paccMOTpeH
CHUHTCTHYECKUH TIOJIXO/I, OCHOBaHHBIN Ha
HCTIONB30BaHUM  BMECTO cMecM  aMMHaka u

(dopManbaeruaa, reTepoIrKiia, COAEPHKAIIEr0 ABOHHYIO
C=N cB3b.

Pe3yabTaThl M 00Cy:KI1€HUE

Ucnone3ys pasmuunsie  3-R-1,2,4-tpuasun-5(4H)-
OHBl U BapbUpysl YCJIOBHS, Mbl HOJYYHJIH PSII HOBBIX
AQHHEJIMPOBAaHHBIX  TETPALMKIMYECKUX  COEJAMHEHHIt
(cxemsr 1-4). B peakmuu 3-R-1,2,4-tpuaszun-5(4H)-oHOB
la-d ¢ UMKIMYECKUMH KETOHAMH B IPUCYTCTBUH
TPUPTOPMETAHCYTB(MOKUCIOTEl TTOIYYAOTCS TPOIYKTHI
2a-d u 3a-d B uBurrep-uoHHOU Gopme. Pacnpenenenue
3apsf0oB  OBUIO  YCTAQHOBJIEHO  Ha  OCHOBaHHH
JUTEPATYPHBIX JaHHBIX JUII CTPYKTYPHBIX aQHAJOrOB
coeaunenuii 2,3,4,5 a-d [4].
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Cxema 2. [IpucoennHeHne UKIOTEKCAHOHA MO
JIEHCTBUEM TPUPTOPMETAHCYITHHOKUCIOTHI

B 3aBucuMOCTH OT BpEMEHU NPOTEKAHUS PEAKLUU
BapbUPYIOTCS BBIXOJBI MPOAYKTOB (0T 13% 3a 8,5 nuei

110 37% 3a 34 nHs Ui coeqUHEHNs 3a).

Tadmmua 1. XapakTepucTWKM peakuuii CHHTE3a
npoaykros 2a-d u 3a-d
KETOH R Kucrnora B]’IO}OOH’
2a Ph 29
2b SCH; 14
[uxnonenTaHoH —— ° -
2c p-CI-Ph T 31
2d p-Tol o 24
3a Ph Sa 37
3b SCH; O 19
3c HHKJ’IOFCKC&HOH W T
3d p-Tol 38

C HOMOIIBIO DJIEMEHTHOIO aHAJM3a OBUIO JOKAa3aHo,
YTO MPOAYKT, NOJYYEHHBIH MOJA JAECHUCTBUEM COJITHOM
KHCJIOTHI, COIEPIKUT XJIOPHUI-HUOH.
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Cxema 3. I[IpucoennHeHne MUKIONEHTAHOHA TIO]]
JIECTBHEM COJITHOM KHCJIOTEI
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Cxema 4. [IpucoenuHeHre IUKIOTEKCAHOHA IO
lleﬁCTBPIGM COHﬂHOﬁ KHCJIOTBI

Tabimma 2. XapakTepuCTUKHM peakUMidl CHHTE3a
npoaykroB 4a-d, 5a-b
KETOH R Kucnora BBB2OH’
4a Ph 20
4b [uxnonenTan H& _
OHCHTARON =) ClPh -
~ p-Tol 5 -
5a Ph T 45
5b SCH;3 31
5¢ Iluknorekcanon m — 33
5d p-Tol 29
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CTpocHHE TIOyYEHHBIX COCMHEHUI OBLIO IOKa3aHO
metonamu SIMP 'HuC CIIEKTPOCKOIHHU, SJIEMEHTHOTO
aHanu3a, Macc-cnexktpomerpun u PCA.

3KCHepHMeHTaJIBHaH 4acTb

Crextper SIMP 'H, C, F 3ammcansr ma mpu6ope
«Bruker- DRX-400» (8 DMSO-dg u CDCly) BHyTpeuHmit
craumapt — SiMe;. TCX mpoBommIM Ha IUIACTHHAX
«Sorbfir ITCX-A®-A-Y®» B sTHIaLICTATE, TPOSIBICHUC
— yueTpaduoneroBoe oOmydeHue. i KOIOHOYHOM
xpomarorpadun HCTIONB30BaIN CHUITHKArelb
npousBozacTa Alfa Aesar (Avacado Reseach Chemicals
Ltd, silica gel 60 0,035-0,070 mm (220-440 mesh)).

3-R-1,2,4-tpuaszun-5(4H)-onst la-d ObLTH
CHHTE3UPOBAaHbl MO W3BECTHBIM MeToAuKaMm [5,6],
OCTaJIbHbIE PEaKTHBBl M PACTBOPHUTEIN KOMMEPYECKU
JOCTYIIHBI.

2a-d. Tlpy KOMHATHOI TeMIeparype K CMeCH 3 M
IM®A u 100 mxn CF;SO3H mpu mepememmBaHmm
no6asuiu 200 mr (1 5kB) 3-R-1,2,4-tpuasun-5-ona la-d
U 2 5KB HMKIoNeHTaHoHa. Yepe3 34 1HSA BBINABLIMI
0CcazoK OT(GMUIBTPOBAIH ¥ MPOMBUIH CIIHPTOM.

3a-d. Tlpu KOMHATHOW TeMIeparype K CMECH 3 M
JIM®A u 100 mxn CF3SOsH mpu mnepemerinBaHuu
no6asuu 200 mr (1 sxB) 3-R-1,2,4-tpuasun-5-ona la-d
U 2 5KB nuKJIorekcaHona. Yepe3z 34 1HA BBIIABIIMH
0CaioK OT(GUIBTPOBAIH ¥ IPOMBUIH CIIUPTOM.

4a-b. Tlpu KomHATHOW Temmepatype K 4 M
HaceleHHoro  pactBopa HClI B artaHome mpu
nepememmBannu godaBmwm 200 mr (1 axB) 3-R-1,2,4-
TpuasuH-5-oHa 1a-b u 2 3kB muKIoneHTaHoHa. IIpomyKT
BBIJCISUTH XpoMaTorpaduecku B CHCTEME 3THIIAlleTaT-
xmopodopm (1:1) Ha cumkarede.

5a-d. Tlpu komHaTHO! Temmeparype K 4 M
HaceimenHoro  pacteopa  HCl B srtaHome  mpum
nepemerinBanuu podasunu 200 mr (1 sxs) 3-R-1,2,4-

TpuasuH-5-ona la-d u 2 9KB HHKIOTE€KCAaHOHA.
BrmaBmmii - ocagok  oTGuUIBTpOBaIM M TPOMBLIU
CIIUPTOM.

511

bubéanorpadguyeckuii cnucoxk

1 a) Bailey T.D., Goe G.L., Scriven E.F.V. // Chemistry of
Heterocyclic Compounds. 1984. vol. 14. 1-252; b)
Thummel R.P. // Chemistry of Heterocyclic Compounds.

1984. vol. 14. 253-445; c) Kumar R., Chandra R. //
Advantages of Heterocyclic Chemistry. 2001. vol. 78.
269-313.

a) Pisoni D.S., Costa J.S., Gamba D., Petzhol C.L., Borges A.
C. A., Ceschi M.A., Lunardi P., Goncalves C.A.S.//
European Journal of Medicinal Chemistry. 2010. vol. 45.
526-535; b) Pasumansky L., Hernandes A.R., Gamsey S.,
Goralski C.T., Singaram B. // Tetrahedron Letters. 2004.
vol. 45. 6417-6420; c) Hutchinson J.H., Halczenko W.,
Brashear K.M., Breslin M.J., Coleman, P.J., Doung L.T.,
Fernandes-Melzer C., Gentle M.A., Fisher J.E., Hartman G.
D., Huff J.R.,, Kimmel D.B., Leu C.T., Meissner R.S.,
Merkle K., Nagy R., Pennypacker B., Perkins J.J.,
Prueksaritanont T., Rodan G.A., Varga S.L., Wesolowski
G.A., Zartman A.E., Rodan S.B., Duggan M.E.// Journal of
Medicinal Chemistry. 2003. vol. 46. 4790-4798; d)
Meissner R.S., Perkins J.J., Doung L.T., Hartman G. D.,
Hoffman W.F., Huff J.R., Ihle N.C., Leu C.T., Nagy R.,
Naylor-Olsen A., Rodan G.A., Rodan S.B., Whitman G.B.,
Wesolowski G.A., Duggan M.E.// Bioorganic and
Medicinal Chemistry Letters. 2002. vol. 12. 25-29; e)
Capelli A., Anzini M., Vomero S., Canullo L., Mennuni L.,
Macovec F., Doucet E., Hamon M., Bruni G., Romeo M.R.,
Giorgi G., Donati A. .// Journal of Medicinal Chemistry.
1999. vol. 42. 1556-1575.

Chichibabin A.E. /I Bulletin de la Société Chimique de
France. 1939. vol. 6. 522-533;

a) Molina P., Tarraga A., Vilaplana M.J., Hurtado E.,
Lorenzo M. /I Journal of Chemical Society, Perkin
Transactions. 1983. vol. I. 1395-1399; b) Batori S.,
Juhasz-Redl Zs., Sandor P., Messmer A. // Journal of
Heterocyclic Chemistry. 1986. vol. 23. 375-380; c) Batori
S., Messmer A. // Journal of Heterocyclic Chemistry. 1988.
vol. 25. 437-444.

Uchutilova V., Fiedler P., Pristas M., Gut J. // Collection of
Czechoslovak Chemical Communications. 1971. vol. 36.
1955-1963.

Heinisch L. // Journal of Practical Chemistry. 1974.
vol.316. 667-678.

10-14 mas 2011 200a, EkamepuH6yp2





