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4-OKCHUXH1HOJIOHDbI-2

40". CHHTE3 ¥l BHOJOTAYECKUE CBOMICTBA AHUIVAOB
1H-2-0KCO-4-THIPOKCUXMHOIH-3-KAPFOHOBOM KUCJIOTHI

Tpenioxen ymy<wieHHBA MeTon NoMydeHws aHmnmumos 1H-2-oxco-4-rppoxcrxumonym-3-
KapOoOHOBO! KHCHOTHI. IIPHBENEHBl pE3yIbTaThl W3YMEHMA AHTHTIHPEOHIHOH M  IIPOTHBO-
TyGepKymne3Hol aKTHBHOCTH CUHTE3HPOBAHHEIX COCTUHEHIH.

Knmuesnie cnopa: auwmn, kapGoctupun, 4-OKCHXUHONOH-2, aHTHTHPEORIHAS aKTHBHOCTD,
IpoTUBOTYOepKyIe3H0e AeHCTRYE.

Ipu wsyuenun Bnuseug 3-(6eHsmvumpmasomui-2)- [2, 3] m 3-(4-oxco-3H-
xugazomua-2-un)- [4] 1-R-2-0xco-4-THAPOKCHXVWHONKWHOB Ha (QYHKIHUIO LIUTO-
BUAHOM >ejle3sl YCTAHOBIEHO, YTO B PSNE CIyYaeB BHICOKYIO AHTHTUPEOMITHYIO
AKTHBHOCTb I[IPOSBISIOT CHHTETHYECKHE NPENINIECTBEHHUKY YKa3aHHBIX 3-reTe-
pri3aMeleHHbIX 2-0KCO-4-THAPOKCHXUHONHAHOB, T. €. COOTBETCTBEHHO 2-aMHHO-
1 2-xapbamMunaHuluIel. BBIpakeHHoe aHTHTUPEOUOHOE AEHCTBHE OKA3BIBAIOT
TaKKe aIKWI- U apriankunaMufsl 1H-2-0kco-4-THIpOKCUXIHOMRHE-3-KapOoHoBOA
kucnoTsl  [5]. JlormmeckuM TNpONQIDKEHWEM HOMCKa NOTEHLIMANBHBIX &HTH-
TUPEOMIHBIX CPEJICTB B H3y4aeMOM DALy COSAUHCHHH HABNACTCA CHHTE3 H
ACCHeIOBaHUEe OHMONOrMUeCKHX CBOMCTB amHwiunoBR 1H-2-okco-4-THIpOKCH-
XMHONUH-3-Kapbonoro# kucnots! (1).

U3 Bcex mpeIoKEHHEX HaMu paHee [6] BapHaHTOB cuHTe3a alkuaaMuaos 1H-
2-0KCO-4-IHAPOKCHXIHOINH-3-KapboHoB0H KUCIOTH HH ONHUH, K COXAICHMIO, HE
HOAXOAUT i IonydeHus aunnugos 1. B To xe BpeMs Tepmonns cMecH >dupa 2 1
COOTBETCTBYIOMIEr0 aMHUHa, WCTIONB30BAaHHEI B CHHTE3e reTepminamMuzos 1-R-2-
OKCO-4-TUAPOKCHUXUHOTUH-3-KapOOHOBEIX  KHMCJiOT [7, 8], mHO3BOIAET JIeTKO
NONy4YaTh [eneBbie amunupel 1 (Tabnmia) ¢ BBHICOKEME BBiXonamu. Jlydrrme
pe3ynsTaThl [AeT NPOBENCHWE Takod peaknuy B HPUCYTCTBHH HEOGOJNBIIOrO
xomauectBa MDA, D1a MouduKaImsa, ¢ OHOH CTOPOHEL, 00ecHedrnBaeT AyJlHee
HNepeMeInNBaHye PEareHToB, a ¢ APYToff — HpeNoTBpalaeT MECTHBIE HEpPErpeBsl
peaxitOHHOM CMECH U, KaK CISACTRYE, IIOBBINAET YMCTOTY KOHEYHOTO TIPOAYKTA.
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1aR=H,bR=2-Me, cR=3-Me, d R=4-Me, e R=2,4-Me,, fR =2-OMe, g R=3-OMe,
h R=4-OMe, iR=2-OH, jR=2-F, kR=3-F, 1IR=4-F, mR=2-CF;, nR=3-CF;, oR=2-C],
pR=3-Cl, gR=4-Cl, r R=2,4-Cly, sR=2-OMe-5-Cl, t R=2-Br,uR=4-Br,vR=3- wR=4-]

* CooGmenme 39 oM. [1].
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Anuinaant 1H-2-0xco-4-rugpoxcuxunonnn-3-kapsonosoii kucaorer 1a-w

Hatineno, % :
Co- BpyTTo- Brueiedo, % T. m., °C Cuexpsi SIMP 'H, 8, M.z, Bhixop,
enu- opmya (IM®A) OH | NHsHt | CONH H M R %
apom?
erve C H N (M) | (Ho | (Hc) P
1a Ci6H12N203 68.45 439 9.91 298303 16.34 12.57 11.87 8.20-6.90 — 98
68.57 4,32 9.99 (9H)
1b Cy7H 14N205 69.44 4.84 9.50 307-309 16.53 12.45 11.84 8.30-7.20 2.36 (3H, ¢, Me) 94
69.38 479 9.52 (8H)
1c Ci7H1sN20;3 69.31 4,70 9.47 282-283 16.44 12.57 11.97 8.10-6.70 3.33 (3H, ¢, Me) 90
69.38 4,79 9.52 (8H)
1d C7H14N203 69.32 4.86 9.59 312-314 16.25 1245 11.73 8.25-6.70 2.29 (3H, ¢, Me) 95
69.38 4,79 9.52 (8H)
le CisH 6N203 70.17 5.29 9.16 305-307 16.66 12.42 12.03 8.10-7.00 2.31 (3H, ¢, Me); 95
70.12 5.23 9.09 (7H) 226 (GH, o, Me)
1f C7H3N2 Oy 65.75 4.67 9.10 285-287 16.58 12.76 11.94 8.40-6.80 3.90 (3H, ¢, OMe) 94
65.80 4.55 9.03 (8H)
1g C17H4N204 65.88 4.63 9.08 238-240 16.34 12.61 11.95 8.20-6.65 3.79 (3H, ¢, OMe) 93
65.80 4.55 9.03 (8H)
1h C7H14N2 04 65.86 4.46 9.06 309-311 16.30 12.42 11.93 8.00-6.80 3,75 (3H, ¢, OMe) 96
65.80 4.55 9,03 (8H)
1li C6H1aN204 64.77 4.14 9.52 291-293 16.78 12.61 11.90 8.35-6.70 10.16 (1H, ¢, OH) 90
64.86 4.08 9.45 (8H)
1j CiH 1 FN2O5 64.36 3.79 9.46 214-216 16.27 12.33 11.94 8.23-6.77 — 88
64.43 3.72 9.39 (8H)




1k C1gH1 FN,0s 64.48 3.80 9.44 218-220 | 1634 12.84 11.89 8.20-6.64 —
64.43 3.72 9.39 (8H)
11 C16H1FN;05 64.54 3.65 931 230-232 | 16.09 12.90 1.87 8.19-6.70 -
64.43 3.72 9.39 (8H)
tm | CpllyFsN,Os | 58.66 325 .08 199-201 | 16.77 12.65 11.92 8.33-6.78 —
58.63 3.18 8.04 (8H)
In CirHFsN0; 58,61 328 8.07 20222 | 1668 12.71 11.95 8.30-6.76 —
58.63 3.18 8.04 (8H)
1o CiHiCINOs | 6112 3.47 8.92 328-330 | 16.08 12.92 11.85 8.40-6.50 —
61.06 3.52 8.90 (8H)
Ip | CHWCINGGs | 6115 3.59 8.85 216-218 | 16.15 12.68 11.90 8.24-7.07 —
61.06 3.52 8.90 (8H)
1q CiHyCIN,O; | 6L10 3.58 8.97 334-335 | 1624 12.66 11.88 8.20-7.10 —
' 61.06 3.52 8.90 \ (8H)
Ir | CilyCoN.Os | 55.08 2.94 8.07 337-339 | 1534 12.97 11.80 8.45-6.75 —
55.04 2.89 8.02 (7H)
s CyHiCINOs | 59.16 3.87 8.19 210-211 | 16.08 12.68 11.80 8.23-7.13 3.91 (3H, ¢, Me)
59.23 3.80 8.13 (7H)
1t CiHiBN,O; | 53.58 3.13 7.17 312-313 | 16.14 12.78 11.74 8.40-6.30 —_—
53.50 3.09 7.80 (8H)
Tu | CiHiuBrNoO; | 53.59 3.14 7.86 321-323 | 16.02 12.67 11.89 8.10-7.15 —
53.50 3.09 7.80 (8H)
1v Cy6HIN;O; 4725 278 6.99 320-322 | 16.08 12.66 11.91 8.20-7.15 —
4731 2.73 6.90 (8H)
1w CiHinIN,05 4738 2.66 6.97 325-327 | 16.20 12.67 11.96 8.15-7.20 —
4731 273 6.90 (8H)

]
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Ananus pesynbTaTOBR HCCISNOBAaHMS BIHSHuA aMupoB 1 Ha QyHKOmo
IMUTOBUOHON KENE3BI, IPOBEICHHOIO O U3BECTHBIM MeToAMKaM [9, 10], mokasaun,
9TO W3 BCeM I'PYHIIBI CHHTE3MPOBAHHBIX BEIECTB BHUMAHHSA 3aCIy’KMBAeT TOJIBKO
2-xnoparunun  1H-2-0kco-4-THAPOKCHXMHONMH-3-kapOoHoBoH  kmcnoTer  (10),
KOTOpEIi 0O aHTHTHPEOWTHOH aKTUBHOCTH INpPaKTHYECKH HE  YCTyIaer
MEPKA30NHIy, TpHIeM, N0 KAHHBIM THCTONOTHYSCKHX HCCIIENOBAHHM, MEXaHH3M
NeHCTBMS OSTHX BEINECTR — CTUMYMIHNMA IIATOBHJAHON >Kele3bl — Taioke
apancruyeH. [IpoTHBOTYOEpKylle3Has akTUBHOCTH aMuAOB 1 wm3ydena in vitro
m3BecTHBIM MeTooM [11, 12]. IIpu aToM yCcTaHORIEHO, 4TO TONBKO aHWIKHALL 1j, P,
u, V B KOHUEHTpalMy 12 MKI/MII BBI3BIBAIOT 3ameTHoe (9-54 %) Topmoxkenue
pocta Mycobacterium tuberculosis H37TRv ATCC 27294.

SKCHEPUMEHTAJIBHAA YACTH

Crexrpol ITMP cHHTE3MpOBAHHBIX COeNWMHEHMI 3amucadsl Ha npubope Bruker WP-100 SY B
AMCO-dg, eryTpersmi cranfapt TMC.

O6man MeTonMka mnoidydenus anamupos 1H-2-oxco-4-rugpoxcuxuHoIaH-3-KapOoHOBOH
wucaors! (1). Cvecs 2.33 1 (0.01 moms) atmnoporo sdmpa 1H-2-0kC0-4-rEAPOKCUXMHOIMH-3-Kap-
GomoBoit xmcnotel (2), 0.01 mMoms coorsercreyromero ammmmHa H 2 M JAM®PA TmarempsO
NEpEeMeIIMBAIOT 1 BEIACPKUBAIOT HA MeTamdeckol Gane mpu 180—190 °C 10 mun. Oxsraxpmaror,
no0aBasmoT 20 MJT STUHOBOIO CIMPTA, EPEMEIIMBAIOT, 0CAJOK OTQHIBTPOBHIBAIOT M IPOMEIBAIOT HA
Bopouke crmproM. Ocrarox kpucrawmsyior u3 IMPA (tab.).
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