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[Ipeapinymue padoOTHl HalIeH HAYYHOU TpyI-
bl TOKa3and, 4YTO MEepBUYHAs cylb(poHaMuAHAS
rpynna B N-3aMELEHHHbBIX AUAPEHOKCO3EMMHOHAX
MO3BOJIICT UM MPOSIBISTH HHTHOUPYIOUIYIO aKTHB-
HOCTh B OTHOIICHUH Pa3IMYHBIX U30(OPM UesIOBe-
yeckoil kapOoanruapassl (CA) [1]. Bbuio BbLIBH-
HYTO TIpeANoJOKEeHne, 4TO JaHHas aKTHBHOCTb
COXpAHUTCS TPU 3aMEHe reTepoaTomMa KHUCJIopo/ia B
CEMHUYJICHHOM TeTepOIUKINYEeCKOM (parMeHTe Ha
aToM cepbl. TakuMm o0Opa3oM, MPEeAMETOM HaIlero
WCcCIeIoBaHus cTanu N-3aMelleHHble TUapeHTH-
a3eIMHOHBI, ColepXKallie NEePBUYHYIO Cylb(OHA-
MUJIHYIO TPYIILY, U UX UHTUOUPYOIAsi aKTUBHOCTb.

JUTd TomydeHHs LEeNEBbIX MOJIEKYISIPHBIX CH-
CTEM HaMH ObUI OTPAabOTaH CUHTCTUYCCKUHN ITyTh,
BKJTIOYAIOINN Heckoybko cTamamii (Cxema 1). Ilpe-
KypcopaMH B HEM BBICTYNMIM THOCAIMIIMIIOBAA
kucnora 1 u 3-HUTpo-4-X10pOCH30ICYIBGOHAMKT
2, B3aUMOJIEMCTBHE KOTOPBIX MPHUBENIO K MOIyYe-
Huto  2-((2-autpo-4-cynbdamonnpeHnn)THo )oeH-
30HMHON KuCJIOTHl 3. B xo1e 1poBefieHus ONTUMU-
3alMM YCJIOBUI OCYIIECTBJIEHUSI JAHHOW CTaJuu
OBUIO TTOKa3aHO, YTO MOJIYHPOAYKT 3 MOXKET OBITH
BBIJIETIEH C BBIXOOM 66 % TpH NMPOBEIEHUN peak-
LMY B TeYeHHe 24 4. B KUTIAIIEH cMecH pacTBOpUTe-
neit i-PrOH-H,O B npuCyTCTBUM B Ka4€CTBE OCHO-
Banus K CO,. Kpome xopouiero Bbixoma KUCIOTBI

3, MaHHBIE YCIOBHUS OCYIIECTBIEHUS pEaklUHu I0-
3BOJIMJIM MOJIYYUTh MNPOJYKT JJOCTATOYHON CTEHEHU
YHUCTOTHI, YTOOBI HE MPOBOAUTH JIOTIOTHHUTEIBHBIX
Onepanuii 1o ero OYUCTKE.

[Hanee xucnora 3 BBOOWIACh B PEAKIMIO aMU-
JIMPOBAHMS C PA3JIMYHBIMH NTE€PBUYHBIMA aMUHAMH,
MPUBOJISL TeM caMbIM K 2-((2-HHUTpO-4-cynbdhamo-
widpenun)tuo)oensamugam 4. [lpu onTummzamu
YCJIOBUM TPOBEACHUS JaHHOW CTaJANM HaMU OBLTH
MCIIPOOOBaHBl HECKOJIBKO KOMOWHAINI peareHTos,
aKTUBHPYIOUINX KapOOKCUIIBHYIO TPYIIITY, TIPY 3TOM
HAWTY4ITui BbIxod 4 ObUT TOCTUTHYT NMPH UCTIOTh-
3oBannn cmecu EDCI+HOBT+DIEA u mposene-
HHH cUHTe3a B 0¢3BogHOM JIMDA.

Ha tpereii cragum pa3paboTaHHON CXEMbI aMH-
bl 4 TOABEPrayiCh LMKIM3ALUHU, MPOTEKAOIICH
Yyepe3 TaHJICMHYIO PEaKLHIo SNAr, W TPUBOJIAIICH
K ¢opmupoBanuto 11-okco-10,11-guruapoauden-
30[b,f][1,4]tuazenun-7-cynbonamunos 5. Hau-
JYYIIUE BBIXOABI TPULMKIOB 5 ObUIM AOCTHTHYTHI
IIpU IIPOBEJAEHUU PEAKLHUU B Cpelie OCYLIEHHOIO
JAM®A nipu 80 °C B npuCyTCTBUH JICITPOTOHUPYIO-
uero arenra — Cs,CO,.

Kpome TOro, HEkoTOpBIE M3 TETEPOIMKINYE-
CKHX CHCTEM 5 TOABEPIVINCH OKHCIEHMIO, YTO II0-
3BOJIMJIO TIOJTYYUTh HaM MPOU3BOAHBIE TUOCH30[D, f]
[1,4]tnazenun-11(10H)-on 5,5-a1okcuna 6.

HOBt*xH,0.,
COOH EDCI*HCI, DIEA
@COOH SO,NH, K,CO;3 S RNH,
+
SH  Cr ; #-PrOE/H;0 O,N SONH,  JAM®A,
1 NO, 2 Kunsuexue, 24 u 3 60°C. 2 u
CONHR
X S
S Cs,CO; @ﬁL N
O:N JIM®A, 80°C, 24 u S/Q
(0], “so,NH,
L 4 SONH: ] 5:n=0 NalO,, RuCl;
CCl,/MeCN/H,0
6:n=2 48 4, RT

Cxema 1. 061/14(1}1 cmpamecusl Cunmesa mua3eniuHoHo6 U ux OKUCI1eHHblx analoco06

329



Towm 1

XXIV Mexnynapoanast koHpepeHust « XUMusi 1 XuMuueckast Texuosorust B XXI Bexey

Bce cunTesnpoBaHHBIC COCTUHEHUS 5 1 6 OBLITH
WCCIIEJIOBaHbl Ha MPEIMET BO3MOKHON HMHTHOUPY-
fomel (hepMEHTATHBHOW aKTHBHOCTH I10 OTHOIIIE-
HUIO K KapOOaHTHApa3e METO/IOM YCTaHOBIICHUS X
3CTEPa3HOM aKTUBHOCTH. BBIJIO YCTaHOBIEHO, YTO
MIOJTyYEHHBIE MOJIEKYIISIPHBIE CUCTEMBI MPOSIBIISIIOT
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[IpuMmeHsieMble B KIMHIMYECKOH TPaKTHKE MPo-
THUBOOITYXOJICBbIC TIPENaparhbl OTIIMYAIOTCS] HU3 "KOU
CEJIEKTHBHOCTBIO, BBICOKOW arpecCHBHOCTBIO U
QIJICPTEHHOCTHI0. TaK aKTyalbHBIM HAarpaBlICHU-
€M COBPEMEHHOW METUIIMHCKOM XMMHHU SIBIISETCS
CHHTE3 HOBBIX TCPAIEBTUUCCKUX arcHTOB, M30U-
paTenpHO JNEHCTBYIOIIMX Ha HYXHblE OuOJOrude-
ckue MmumeHd. 1,2,5-Oxcagmazon 2-oxcuabl (Py-
POKCaHbI) — 9K30T€HHbIE JIOHOPHI okcua azota (1)
(NO), obnmamarorue aHTUTIPONH(EPATUBHBIM JEH-
CTBHEM U CIOCOOHBIE CEJIEKTUBHO MHTHOMUPOBATh
Pa3BUTHE HEKOTOPHIX KIIETOUHBIX JINHUM paka de-
noBeka. Lleqbro mpencTaBieHHON paboThI SBISET-
csl pa3paboTKa METOZOB KOHCTPYMPOBAHHS HOBBIX

(hapMaKoJOrMYeCKr OPHEHTUPOBAHHBIX IPOU3BO-
THBIX (ypOKCaHa, COIEPIKAIIMX IOMOIHUTCIBHEIC
(hapmakoOpHBIC TeTePOLUKINYCCKUE (DparMeHThI
(1,2,3-tpmazon, 1,2,4-okcaama3onn) W OICHKA HX
NO-10oHOpPHO# CLIOCOOHOCTH.

Hame#t ucciaemoBaTenbeKoit Tpymnmoi  ObLT
paspaboran  A(PQGEKTUBHBIA  OJHOPEAKTOPHBII
nmonxox K cuHTesy 3,4-Omc- u 4-(1,2,4-oxca—mua-
3071-3-11)-3-1naHo(hypoKCaHOB U3 OWC- U MOHOA-
MuJI0KcUMOB 1 1 2. B pesynbrare mosydyeHa cepus
n3 18 HOBBIX coennHeHn 3a—i 1 4a—i.

Jlmst Bcex CHHTE3MPOBAHHBIX TPOM3BOTHBIX
(1,2,4-okcapnazon-3-nn)pypokcanoB  3a—i, 4a—i
O6puta nccnenoBaHa NO-IOHOpHAS CITOCOOHOCTE.

O R
rR_ O.
HO JOH XN N r
N N N N
H-N NH | N E
D T NogN 0
N. .N-O one-pol IpoLECChl
O CTTTTTTTTooomoommmeooosooooooooooooooos ! 3a-i, 22-89 %
1 : RCOOH, CDI, DABCO, MeCN, 50 °C !
HO, ' wn HC(OMe);_ LA, 25 °C ;
N | SO S s H
N N
2 — - R = H (), C¢Hs (b), 4-Py (¢), CH;0CH; (d), R O\
N\O,N‘()_ 4-NO,Cglly (e), 2-CIC4l, (f), 4-CH;0CH, (g), RI / CN
3.4-(CH;30),Cgl; (), 4-CH;CHy (i) N+
2 N, N-0
@)
4a-i, 31-81 %

Cxema 1. Memoowl nonyuenus (1,2,4-oxcaduason-3-un)gypoxcaros
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