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B3AUMOJIENACTBUE 2-(2-OKCOATUJIUJAEH)®YPAH-3(2H)-OHOB
C U30NPONWIUJAEHTUPASUIAMUA APOMATHYECKHX
KAPBOHOBBIX KHCJOT: CUHTE3 3-THJIPOKCH-3-(2-OKCOITUI)-2,3-
JUTUAPOITUPUIA3ZNH-4(1H)-OHOB

BsaumoneiictBeM MeTwioBoro adupa  3-okco-5-penmndypan-2(3H)-mmaeHykcycHOM
KHCIIOTHl WK S-peHmn-2-[2-(4-xnoppennn)-2-okcoaTwinacH |pypan-3(2H)-oHa ¢ nzomponmm-
JEHTUIpa3uaaMu OCH30MHON WM n-HUTPOOESH30WHON KHCIOT MOMYYeHHI 3-THAPOKCH-3-(2-0KCo-
9THN)-6-penmn-2,3-nuruaponupunazui-4(1H)-onsl. B pactBopax 4-xmopheHUINPOU3BOJHBIX B
JMCO-ds o6napyxensl paHoBecHble Cis\H- 1 Cs\H,-TayTOoOMepHBIE (POPMBIL.

KuroueBble cjoBa: 3-ruapoxcu-3-(2-oxcoatun)-2,3-muruaponupunasud-4(1H)-onsl, 2-
(2-okcoatunuaen)pypan-3(2H)-oHbl, peaknuy ¢ W30NPONMIMACHIHApa3uaAaMu OCH30HHOHN U n-
HUTPOOCH30MHON KUCIIOT.

Peaknuu 2-nnunendypan-3(2H)-0HOB ¢ THAPA3UHOM HIIHM apHITHAPa3HHAMH
MPUBOJAT K 00pa30BaHUIO TMIPa3HHOIIPOU3BOAHBIX 3-0kcodypana [1], 3-ammi-
nupazosoB [2—4] unu 3-ankun(uaeH)3aMmerneHHsix nupuaasua-4(1H)-onos [4].
W3BecTHO, uTO TIpM AEHCTBUM apOMITHAPA3HHOB Ha 3-okcodypan-2(3H)-unnaen-
areratbl o0pasyrotcst 3Guphl 1-aponaMuHO-2-TUAPOKCH-3-0KCO-2,3-TUTHIPO-
1H-muppon-2-unykcycHoil kucnotel [5]. Jlo Hammx ucciefpoBaHUM Iapyrue
PeaKIuy aluiI- WIK WINACHIIPOU3BOIHBIX THApPa3UHA C MATHWIEHHBIMU 2-WIIH-
neH-2,3-TUTUAPO-3-0KCOTETEPOIIUKIIAMHU HE U3yJalUCh.

B pesynbrate B3auMOIEHCTBUS METHJIOBOTO 3¢upa 3-okco-5-perundypan-
2(3H)-ununenykcycHoit kucnotel (la) wim 5-¢pennn-2-[2-(4-xmopdennn)-2-
okcoaTuuieH |pypan-3(2H)-ona (1b) ¢ usonponunuaeHruapasuaaMu OeH30#-
HOM WM n-HUTPOOEH30WHOW KHCIOT HAaMU HEOXUIAHHO OBUIM TOJyYEHBI
C TIpenapaTUBHBIM  BBIXOJOM paHEe HE H3BECTHBIE YCTONYMBBIE KOJIbYATbIe
O,N-aneranu — 3-TUAPOKCH-3-(2-0KCOTHN)-6-heHMI-2,3 - TUTHAPOTPUAa3HH-
4(1H)-onbr 2a—d. B pactBopax coemunenuit 2¢,d B IMCO-d¢ oOHapyseHBI
pasHoBecHble Cs\H- (A) u C(5)H,- (B) TayToMepHbIe GOPMBI.

[To-BumuMoOMy, TpH BOBJIECYEHHH H3O0MPOMIINACHTHAPA3UA0B KapOOHOBBIX
KHCJIOT B peakiuio ¢ 2-(2-oxcoartwnuaeH)pypan-3(2H)-onamu 1 ocyimecTs-
nseTcs HykineogwmibHas aTtaka rpynnsl NH paBHOBecHOU eHaMHHOGMOPMBI —
NH-CMe=CH, pearenra 1o »1eKTpopuiIbHOMy HEeHTpy mpu atome Cs) IUKIa
cyoctpata 1 ¢ mocienyromeil BHYTPUMOJNEKYJSIPHOM TeTepOlUKIn3anuen
SHIHIPA3UHOKapOOHWIFHOTO HHTEpPMEANara, THIAPOJIUTHYECKUM OTIIEIIEHHEM
MOJIEKYJIBI alleTOHA U 00pa30BaHUEM 3-THAPOKCH-3-(2-0KcoaTwn )-6-henun-2,3-
murunponupunazud-4(1H)-onos 2. PermocenektuBHocTs NH-HYyKIT€OMHIBHON
aTaky TUAPA3sUIOB IO 3eKTpoHozepuuutHOMy LeHTpy Cs) coenuHeHui 1
npu
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A B
2¢,d

1aX=0Me, b X=4-CIC¢Hy; 2 2a X=0Me, R=H, b X=0Me, R =NO,,
cX= 4-C1C6H4, R= H, dX= 4-C1C6H4, R= N02

TEOPEeTHYECKH BO3MOKHOH aTake Takke M 1o atomaM Cp), Cpy mm Cg
MTOATBEPKAACT BEPOSTHBIM OpOUTATBHBIN KOHTPOJIb MPOTEKAHUS peakiuu [6].

[Mo HamwMM TpeABapHUTENLHBIM JIAHHBIM, peakius (GpypaHoHOB 1 ¢ MOHO-
¥ OMCH3OTIPOITHACHTUAPA3HHAMH (THIPa30HOM W a3WHOM arleTOHA) TPHUBOIUT
HE K aleTalsM, aHAJIOTHYHBIM COEJWHEHUSAM 2, a K MPOIYKTaM UX Jerujpa-
Taruu  —  3-[2-okcoatwin(umaeH)]-6-permmmpunazua-4(1 H)-onam, ommcanHbIM
B pabore [4].

[Mupupaszunonsl 2a—d 007amafOT BRIPAXEHHOW OaKTEPHOCTATHUCCKON
AKTHBHOCTBIO 10 OTHOIICHUIO K IITaMMaMm 30JI0OTUCTOTO CTaHIOKOKKA
Staphylococcus aureus v KUIIedHOU manouku Escherichia coli.

IKCIIEPUMEHTAJIBHASI YACTDb

Cnextper SIMP 'H cuumanu ma npuGope Bruker AC-300 (300 MI'u) B CDCly (coenuHerus
2a,b) u JIMCO-dg (coemmuenust 2c¢,d), BHyTpenHmid crangapt TMC, MK cmektpsl — Ha
cnekrpomerpe Specord M-80 B TOHKOM clloe Ba3eqMHOBOro Mmacia. Mcxomubie 2-(2-0kco-
stunuzeH)pypan-3(2H)-onsr 1a,b moxyyanu meto0m, onrcanHbIM B paboTax [7, 8].

B3aumoneiicteue 2-(2-okcodTHiHIEH)-5-penmindypan-3(2H)-onoB 1a,b ¢ uzonmpommian-
JeHrHaApa3suaamMu KapooHoBbIX KHCJIOT. K pactBopy 1.15 1 (5 MMonbs) MeTmioBoro agupa
3-okco-5-herundypan-2(3H)-unmmnenykcycHoit kucnotsl (1a) [7] wm 1.55 r (5 mmons) 5-dennn-2-
[2-(4-xn0pdennn)-2-okcoatmnuaeH]pypan-3(2H)-ona (1b) [8] B 70-80 man EtOH mobGasistor
pactBop 0.88 r (5 MMoIIB) M3onponMIUAeHruApa3uaa Oen3oiiHoi kucnotsl win 1.10 T (5 MMoIb)
M30MPONWINACHTHApa3uaa n-HUTpoben3oiinoi kucinotsl B 30—40 ma EtOH, cmech KunsaTsaT
15-20 muH. OOpa30BaBHIMICS OCAaIOK MUPUAA3WHOHOB 2a—d OTHWIBTPOBBIBAIOT U TEPEKPHUC-
Tannu3oBbiBatoT U3 EtOH mium MeCN.
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MetunoBelii  3¢gup 2-6eH30mI-3-ruapoxcu-4-okco-6-penni-1,2,3,4-rerparuaponupu-
Ja3uH-3-MIYKCYCHO# KucaoThI (2a). Beixoq 1.10 r (60%). T. mut. 118-119 °C (pazn., uz EtOH).
UK crektp, v, cM ': 3350 (NyH), 3265 (C3OH), 1725 (CO,y4yp), 1710 (C4)0), 1672, 1664, 1648
(CeHsCON, C(5=C(s), C=Cypon). Crmexrp SAMP H, 5, m. 1. (/, Tm): 3.63 (2H, mBa 1o, J=8.5,
C3CH,COOCH,), 3.73 (3H, ¢, COOCHs), 5.37 (1H, ¢, C(5H), 7.33-8.05 (10H, M, 2C¢Hs), 8.10
(1H, ¢, NyH). Haiineno, %: C 65.32; H 5.18; N 7.49. CyH3sN,Os. Brruucneno, %: C 65.57;
H4.95; N 7.65.

MetunoBblii  3¢gup 3-ruapoxcu-2-(4-HuTpodensoni)-4-oxco-6-pennii-1,2,3,4-rerparuapo-
NMHUPHAA3ZHH-3-WIyKcycHON KucJaoTsl (2b). Bexox 1.38 1 (67%). T. . 153-154 °C (pazn., u3
EtOH). MK crextp, v, cm ': 3385 (NyH), 3280 (C(30OH), 1734 (CO,gyp), 1716 (C4)0), 1678,
1656, 1635 (4-NO,CsH,CON, C55=C(s), C=C,pon). Criexrp AMP 'H, §, m. 1. (J, T): 3.77 (3H, ¢,
COOCH,), 3.82 (2H, mBa 1, J = 9.8, C3,CH,COOCH3), 5.62 (1H, ¢, C5H), 6.11 (1H, ¢, C;3OH),
7.25-8.08 (9H, m, C¢Hs, C¢Hy), 8.17 (1H, c, NyH). Haitneno, %: C 58.70; H 4.32; N 9.88.
C20H17N307. BBI‘H/IC.HSHO, %: C 5839, H 417, N 10.21.

2-Ben3ou-3-rugpoxcu-3-[2-okco-2-(4-xJ10pheHni1 )3T -6-hpeHuII-2,5-TUruAPONMpPUIa3HH-
4(3H)-om (2¢). Beixog 1.25 1 (56%). T. mr. 162-163 °C (pasi., u3 MeCN). UK criextp, v, cM :
3358 (NyyH), 3180 (C(30H), 1708 (C)0), 1665, 1647, 1630 (4-CIC(H4CO, CsHsCON, C5=Ce),
C=Cypou). Cmexrp SIMP lH, S, M. n. (J, T'm): 3.55 (2H, mBa 0, J = 16.4, 4-CIC4H,COCHj,,
dopmer A u B), 4.95 (2H, ¢, Cs)H,, popma B, 72%), 7.05 (1H, ¢, CsH, dopma A, 28%), 7.55-8.10
(15H, m, 2C¢Hs, C¢Hy, NyH, dopmer A u B). Haiineno, %: C 67.06; H 4.45; C1 7.81; N 6.10.
C,5H19CIN,O4. Beruucineno, %: C 67.19; H 4.29; C17.93; N 6.27.

3-I'mapoxcu-2-(4-auTpodensomi)-3-[2-okco-2-(4-xaopdennn It -6-pennn-2,3-
auruaponn- pugasun-4(1H)-on (2d). Bexox 1.15 r (47%). T. . 199-200 °C (paszn., u3 EtOH).
Crnektp SIMP H, §, M. 1. (J, T'm): 3.45 (2H, nBa 1, J = 15.2, 4-CICcH4,COCH,, dopmer A u B),
4.55 (2H, ¢, CsH,, dopma B, 36%), 7.08 (1H, ¢, CsH, dopma A, 64%), 7.50-8.35 (13H, M,
CeHs, 2CsH,, dopmbt A u B), 8.46 (1H, ¢, N(;)H). Haiineno, %: C 60.88; H 3.46; C1 7.03; N 8.69.
C,5H;3CIN3;Og. Boruuciieno, %: C 61.04; H 3.69; C1 7.21; N 8.54.
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