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Kntouesvie cnosa: Annomauust. Cunme3suposan psio us 80CoMu HOBbIX 2 -amuHoapunoxcaouason-5(4H)-onos
oxcaouason-5(4H)-on, 1o peaxyuu 60CCINAHOBNIEHUS COOMBEINCMBYIOULUX HUMPONPOUIBOOHBIX XTOPUOOM
80CCMAaHOBTIEHUE, onosa (II). Msyuwenwi awmubaxkmepuanvrvie u @HryopecueHmuvie Cc60icmea
xnopud onosa (II), npouseoonvix. Haiideno  coedunenue ¢  ymepenHOU — aHmubaxmepuanvHoli
AHMUOAKMePUAnvHAs — aKMUBHOCINbI0 6 OMHOUEHUU 4YBCIBUMENbHO20 WIMAMMA 2PAMNOTIONUNENLHOLL
AKMUBHOCMb, 6axmepuu Staphylococcus aureus ATCC-25923 (3-amuno-4-(3-(3,4-0uxnopgerun)-5-
gnyopecueryus okco-1,2,4-oxcaduazon-4(5H)-un)-6enzonumpun, MUK 64 mxe/mn). CoedureHus

nPoO0eMOHCMPUPOBAnU crabvle PryopecueHmHble c60TicMea npu 00TyHeHUU C6enom
A =355 um.
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BBenenue

1,2,4-Oxkcapnazon-5(4H)-0Hbl — OVH 13 Ba)XHBIX K/IACCOB OPTaHMYECKUX COEIMHEHNII,
Omaromapst cBOEl CTPYKTYPHOI CXOXKeCTM C aMUJHONM ¥ C/IOKHO(MPHOI Tpymnmamum u
MHOT000pa3nio 6MOIOrNYeCKUX CBOJVICTB OTHOCAT K INPUBWIETMPOBAHHBIM CTPYKTypaM B
MeguuyHcKon  xumuu  [1].  Ha  sapgpe  1,2,4-okcagumason-5(4H)-ona  6asmpyercs
AQaHTUTUIIEPTEH3MBHOE CPECTBO — Qa3WICApTaH, IPOTMBOAMAOETMYECKMII IpermapaT
AIEHUTIUIIPOH, HaXOALINIICS Ha 2 dase KIMHNIECKNX UCTIBITAaHUI [2].
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AKTyanpHBIM ABJIAETCA JVCCIENOBaHME psAfa JaHHBIX COENUHEHUII B KadyecTBe
aHTMOAKTEPUATBHBIX [3], IPOTUBOBUPYCHBIX [4], IPOTMBOCHAINTEIBHBIX Y HEMIPOAKTUBHBIX [5]
areHTOB.

[TponssopHble 1,2,4-oxcapmason-5(4H)-oHa MOTYT OBITH ITOTyYeHBI pa3HOOOPA3HBIMU
MeTOZIaMI, Be[YIIYI0 POJIb CPefy KOTOPBIX UTPAIOT PeaKL[Uy IVKIN3ALM aMUJOKCUMOB C
Cl-anexrpopuwnpubiMy  pearentamu (KOV, xmopdopmmatel, kapbopmummmpbl) —[6-9].
Knaccuuecknit moaxon ¢ O-aumnMpoBaHMeM U IMKIOfETUpaTtaliyeil ocTaércs Hambosee
VHUBEPCA/IbHBIM, IIPIIEM COBPeMeHHbIe MOAMIKAIINY TI03BOJISIIOT IPOBOJUTH ST IIPeBpalljeHIis
o4eHb 3¢ (eKTNBHO (CyIIepOCHOBHBIE CUICTEeMbI, MIKPOBOJIHOBOE obrydenne) [10, 11].

[IprMeHUTENBHO K PpeaKUUAM q)yHKuI/IOHanmsauMM 1,2,4-oxcagmnason-5(4H)-oHoB
HaMM paHee OBUI NpeIJIOKeH KaTanutmieckuii meron N-apunuposanms NH-kucimor pspa
1,2,4-okcammnason-5(4H)-ovoB  u  1,3,4-okcagmason-2(3H)-0HOB ¢ MCIO/Ib30BaHUEM
CYMMETPUYHBIX ¥ HECUMMETPUYHBIX AMAPUIMOJOHMEBBIX coseit B mpucyrctBum Cul B
KayecTBe KaTanuaaTopa [12]. KpoMe Toro, 65111 1cciefoBaHbl BAPMAHTHI HEKATATUTIYECKOTO
N-apunupoBaHus 1,2,4-oxcagmason-5(4H)-oHoB B YCIOBUAX K/IaCCUYeCKOTO
aKTVBMPOBAHHOT'O apPOMATUYECKOTO HYK/Ieo(puIbHOTO 3aMelienns [13].
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Puc. 1. Ilpumepst 610m0rnIecKm-aKTUBHBIX COeMHeHMIT Kaacca 1,2,4-okcaguason-5(4H)-oHoB.

C 1e/bIo pacIMpeHysa XMMIYeCKOT0 IIPOCTPAHCTBA JOCTYIIHBIX OKcainas3on-5(4H)-oHoB
B HacTosllell paboTe IMpOBefieH CHMHTE3 apWIAMUHOIPOMSBOZHBIX M WCC/IEOBaHME WX
aHTHOAaKTepUATbHBIX U POTOPUINIECKUX CBOVICTB.

OcHOBHaA 4acTh

Beutu mMccenoBaHbl BO3MOXKHOCTM II0 BOCCTAHOB/IEHUIO CUHTE3MPOBAHHBIX paHee
HUTPOAPIIIPOU3BOAHBIX 1,2,4-okcagnaszon-5(4H)-onos 1 [13] (Puc.2).

CI10>)KHOCTD 3aK/TI0Ya/Iach B IIOMCKe ITyTell Ce/IEKTMBHOTO IIPeBpallleH)sI HUTPOTPYIIIILI B
aMMHONIPOM3BOAHbIE 0e3 paspylieHusi TaOMIbHOTO B BOCCTAHOBUTEIBHBIX YCIOBUSIX
OKCa/[a30/I0HOBOTO LIMK/IA. BHIIO IMOKAa3aHO, YTO MCIOIb30BaHMe KAaTATUTUYECKUX METOLOB
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ruppuposanusa H, Ha 5-10% Pd/C npuBoguT IpefIonoXuTeNnbHO K PAaCKpPBITHIO IMKIA U
ITO/Ty4EHUIO CMECHU IMHENHbBIX aMUVHOBBIX CTPYKTYP.

B TO Xe BpemA YCTaHOB/IEHO, YTO MCIO/Ib30BaHME B KadyeCTBE BOCCTAHOBUTENA
xnopupa onoBa(ll) B cMmecum conmAHasg KMCTOTa — 3TAaHON IO MeETOAY, OMM3KOMYy K
JUTEPAaTYpPHbIM MCTOYHMKaM [14, 15] OpUBOAMT K CENIEKTMBHOMY BOCCTAHOBJICHNIO
HUTPOTPYIIIBI HUTPOAPWINPOU3BOIHBIX 1,2,4-0kcaguason-5(4H)-oHoB 6e3 3aTparMBaHMs
reTepOLMKINYECKOro AMpa.

BosMoXHOCTM NIpMMEHEHNA JAaHHOTO IOJXO0Ja IPOIEMOHCTPUPOBAHbI B XO/le CMHTE3a
8-mMu ammnHOIpou3BogHbIX 2 (Puc. 2).
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Puc. 2. Cxema cuHTe3a 1 Bbixofsl N-(2°-aMuHoapun)3aMeneHHbIx 1,2,4-okcanmason-5(4H)-0HOB.
[IpenmoxxeHHass MeTOAMKa obecrednBaia yMepeHHble 48-63%-Hble BBIXOBI IIPORYKTOB
BBICOKOJ! YMCTOTBI 63 TOIIOTHUTETbHOI OUYMCTKHA.

®otodusnyeckne cpoiictBa. [In1a ceMy mONyYeHHBIX coenyvHeHuyt 2b-2h 6w

3aIMCaHbl CIIEKTPBI (IyOpeCleHInN PacTBOPOB IMPK OONYYEHNN CBETOM [UIMHOM BOJIHBI
Aex =355 HM (Puc.3).

WHTEeHCUBHOCTb, eAWHUL,
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Puc. 3. Crekrpsl prryopeciieHIINY MeTaHO/IBHBIX PACTBOPOB coefuHenuit 2b-2h.
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Tabmuuma 1. ®orodusnueckme cpoiictBa N-(2’-ammHoapmit)3ameleHHbIX 1,2,4-0kcangnason-5(4H)-oHOB mpu
0671ydeHnu CBeTOM Aex = 355 HM

ID R Xem™™ D, Tobs

2b 4-MeO 395 0.88% 0.155
2c H 394 1.43% 0.114
2d 4-F 394 0.32% 0.107
2d 4-F 460 0.32% 0.144
2e 4-Cl 395 0.11% 0.108
2f 4-iPr 395 0.41% 0.118
2g 3,4-di-Cl 395 0.56% 0.13
2h 3-F, 3-MeO 393 1.02% 0.165

YCTaHOB/IEHO, 4YTO BCe IPOTECTHPOBAHHBIC COEAVHEHVA IIPOSABWIN yMepeHHbIe
¢dnyopecuenTHble cBoiicTBa. KBanTOBBle BbIXOABI QryopecteHuyn (D) HAXOmATCA B
nuamazone 0.11-1.43%, 4YTO XapakTepHO [/IA COeAVHEHMII ¢  3(PQPEeKTUBHBIMU
0e3u3Ty4aTeIbHBIMU npoleccammn (Hanmpumep, BHYTPEHHAA KOHBeEpCS,
VMHTepKOMOVHALMOHHAsI KOHBEPCYS B TPUIUIETHOE COCTOsIHME). MaKCUMaIbHBIN KBaHTOBBIN
BbIxof, HaOmomaercs mua 2¢ (R = H, 1.43%) u 2h (R = 3-F, 3-OMe, 1.02%). ITokasano, 4to
HOJIOXKeHMe MakcuMyMa sMmuccum (Aem™) cmabo 3aBucut ot 3amectutens R. [Ina Bcex
COeVIHEeHNI, 3a MckmodeHreM 2d (BTopoit muk mpu 460 HM), SMMCCHS IEKNUT B Y3KOT 06/1aCTH
393-395 HM. OTO yKasblBaeT Ha TO, YTO 3MUCCHUA, BEPOATHO, MCXOAUT M3 OJHOTO U
TOoro e xpomodopHoro d¢parmenrta (1,2,4-okcapmason-5(4H)-oHa, CONPSDKEHHOTO C
apWIAMUHOTPYIIION. B OCHOBHOM COCTOAHMM ¥ B BO30YX/EHHOM CUHIJIETHOM COCTOSHUU
3aMeCTUTeNMN B Napa- VWIN Mema-ToJI0KeHNAX apWIbHOTO KOJIbIla He BBI3BIBAIOT 3HAYVMOTO
CO/IbBATOXPOMHOTO WM WHAYKTUBHOrO caBura. CoenvHeHue 2d [eMOHCTpuUpyeT [Ba
SMMCCUOHHBIX IIMKa C ONVHAKOBBIM KBaHTOBBIM BbIXOmoM (0.32%) ¥ mIMHON BOAHBI 394 HM,
XapaKTepHOI J/Is BCeX MCC/IeOBAaHHbBIX COEVHEHMI ¥ 6aTOXPOMHO-CABUHYTYIO II0/I0CY 460 HM.
Habmnrogaemble BpeMeHa KU3HM (Tobs) HAXOAATCSA B HAHOCEKYHIHOM nanasone (0.1-0.17 He) u
XapaKTepHbI A/ IIyopeclieHIny ¢ HeOOIbLION CTOKCOBOI ITOTepeil ¥ BLICOKO CKOPOCTBIO
6esbi3nyqyarenpHoit fesakTyBauyy (ky, >> k;). Croutb OTMeTHTH, YTO HaMOONbBIIEE Tobs
Habmonaercs y coepuHenus 2h (3-F, 4-OMe 0.165 Hc), KOTOpoe Tak>Ke VIMeeT IOBBILIIeHHBII
Dem, M OOBACHAETCS TOJABJCHMEM BpallleHVs aMUHOTPYIIBI MeTa-3aMeCTUTeJIEM.
Haumenbiee Tos HaOmomaerca y 2e (Cl, 0.108 Hc) ¢ MuHuUManbHbIM Ocm, YTO CBSA3AHO C
Ha/IM4yeM “TsDKEJIOro” aTOMa XJI0pa, YCUIMBAIOIIETO CIIMH-0pONTaIbHOE B3aIMOJIeVICTBIE.

AHTHOaKTepHanbHas AaKTMBHOCTb. [lonydyeHHass cepus ObUta IpOTeCTHMpOBAaHA Ha
Ha/IM4ye aHTUOAKTePUATbHOM aKTMBHOCTY METOJOM [BOVIHBIX CEPUITHBIX pa3BeJeHMIl C
VICIIOJIb30BAaHVIEM  TYPOMIVMMETPUYECKOTO KOHTPOJIS POCTa MUKPOOpraHm3MoB [16].
B xadecTBe TecT-00BEKTOB OBUT BBIOpaH peIEBAHTHBIN IITAaMM TPaMM-IIOJIOKUTETbHBIX
6akrepnit Staphylococcus aureus ATCC-25923 n Escherichia coli C1 B kauecTBe IIpefiCTaBUTENSA
TPaMM-OTPUIIATEIBHBIX MUKPOOPTraHM3MOB. Ha OCHOBaHMM IIOJTyYeHHBIX MAHHBIX II0
OIIpefie/IeHNI0 MUHUMAJAbHOV uHrubupyomeit koHueHTpanyyu (MUK) pna  cepun
N-(2’-amuHoapui)3aMeleHHbIx  1,2,4-okcagnazon-5(4H)-oHOB  MOXXHO  3adUKCUPOBAThH

OTCYTCTBYE IIVPOKOTO CIIEKTpa AeiiCTBYSA. BObIIMHCTBO MCCIeOBaHHBIX coeyHennit (2a-2f, 2h)
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He IpOSBWIM aHTMOAKTepUaIbHON AaKTMBHOCTY HYM B OTHOIIEHMMU TI'PAMIIOJIOKUTEIBHOTO
S. aureus ATCC-25923, HM B oTHomeHum rpamorpunarenporo E. coli Cl1 BIUIOTH [0
MaKCUMAJIbHOJ Te€CTVPOBAHHOI KOHIleHTpauuy 256 MKI/My. TO/IbKO OGHO coefiluHeHe — 2g
(¢ 3,4-pyxnopdeHNIbHBIM 3aMeCTUTe/IeM) — IT0Ka3a/I0 U3MEepUMYI0 aKTMBHOCTb B OTHOIIECHNN
S. aureus (MUMK = 64 Mxr/mi), 4To KIaccupuuupyerca Kak YMepeHHOe Wi craboe
uHrnbMpoBanme pocra. B orHomennn E. coli paHHOe coefMHeHMe TakXe OBIIO HEAKTMBHO
(MUK > 256 mkr/mn). Hu ogHo u3 coemvnHeHuit cepum He nopasysino poct E. coli C1 B
VICCTIE[JOBAHHOM [IMIalla30He KOHI[EHTPAlMil, YTO MO>KET CBUJETe/bCTBOBATb O HU3KON
IIPOHMIIAEMOCTY COeAMHEHNII Yepe3 BHEIIHIO MeMOpaHy IpaMOTpUIIaTe/IbHBIX OaKTepuiL.

IKCHepUMeHTAIbHAs YaCTh

B pab6ote ObUIM MCIIONIB30BaHBI KOMMeEpPYECK!M JOCTYNHbIe peakTuBbl ¢pupmbl Maclin,
Arcos T Xummep. ToHKocmoiiHas XxpoMaTorpadus OCyLecTB/sIach Ha IacTUHKaxX «Sorbfil
I[TTCX-II-B-Y ®», 3/m0eHT TOTYO: aljeTOH: IeTposIeltHbIi a¢up, 60:100:100.

Temmeparypbl IUIaB/eHMA WU3MEpSU/INCh C IIOMOLIbI0 Ipubopa IJIA OIpefeieHNs
TeMIepaTypsl IaBneHus Reach Devices RD-MP (nmpoussogutens Kwurait). Cnexkrpsr 'H u
BC SIMP saperucrpupoBanbl Ha criekTpoMerpe Varian 400 Unity Plus (mpoussoputens CIIIA),
pactBopurens: JMCO-ds. B xauecTBe 9TajmoHa g OTCYETa XVIMMUYECKVX CHOBUTOB OBUIN
BBIOpaHBI CUTHAJIBI OCTATOYHBIX NMPOTOHOB pacrBoputens B 'H SAMP (§ H 2.50 m.n.) win
BCAMP (6 C 39.5 m.i.), B KadeCTBe MapKepa MCIOIb30BAIM CUTHAIT TeTPaMeTU/ICUIAHA,
dbopMa CUTHAIOB C — CUHIJIET, [ — JyOJIeT, T — TPUIUIET, A — Ay6seT Ky6/neToB, TH — TPUILIET
IyOneToB, M — MYIbTMUIUIET. Macc-CIIeKTpbl BBICOKOTO paspelleHys 3alyCaHbl Ha Impubope
Bruker Daltonics MicrOTOF-II  (npomsBogutens CIIA), wMeron woHM3anum -—
anexrpopacubuienne (ESI), remneparypa ncrounnka nounsanuu — 180 °C, a/110€HT — METaHOJL.
Vcxopuble coepuuenns la-h 6 nonyyensr no meronuxe [13].

Meroguka nonyuennsa N-(2’-aMMHoOapwiI)3aMelleHHBIX 2a, c-g. B KoHMyeckoit koynbe
CMeIIVBAIM [PV KOMHATHOI TemirepaType N-(2'-Hutpoapwi)npoussogaoe 1 (300 mr, 1 9xB.)
u 9taHoN (3 Mim). 3aTeM IpU OXTaX[EHMM Ha BOASHON OaHe K CYCIIeH3UM IOPLJMOHHO
npubasmsmm pactBop SnClL-2H,O (3.5 sxB) B koHueHnTpuposannoit HCl (0.80 mi). ITocre
3TOTO IepeMeIlVBa/I PeaKLIMOHHYI0 MacCy IPY OXTaX[eHUN Ha BOJSHOI OaHe B TeueHMe
10-15 muH. Jlanee HarpeBanu peaKLMOHHYIO MaccCy [0 TeMieparypsl 60-66 °C, BbiepKUBanu
IpM 3aJaHHOI TeMIlepaType B TedeHue 17-22 4. Ilo mcTeuyeHMM yKa3aHHOTO BpeMeHU
OXJTaXX/Ja/IVl PeaKLMOHHYIO MacCy 0 KOMHATHOII TeMIeparypsbl. [lepemenyBany peakIioHHY0
Maccy B TedeHne 2.0-2.5 4 mpu Temnepatype 20-25 °C. BeimaBmmit ocaiok OTGUIbTPOBLIBAIIN,
IpOMBIBa/IN ero Ha ¢GunbTpe 3TaHosoM 3 pasa 1mo 0.5 mi. Ilocie aToro mpombIBany 0cajjox
BOJOJI (2 pasa o 2 MJI), KXIbII pa3 TIATe/IbHO IepeMeInnBas 0cafiok Ha ¢uibrpe. Cymmmm
ocaztok 1pu 50 °C B cymmipHOM Hikady mpu aTMocdepHoM faBieHun. B cryyae coepynens 2f,
IPOAYKT IePEeKPUCTA/UIN30BBIBA/IN M3 3TAHOIA.

3-AMuHO0-4-(5-0kc0-3-(n-rommn)-1,2,4-oxkcagnason-4(5H)-uwn)6ensonntpun  (2a).
Boixop 0.16 T (59 %), cBeT/10-6€XeBblil TOPOLIOK, T. . 225-227 °C. Cnektp IMP 'H, 6§, m.p.:
2.30 ¢ (3H, CHj3), 6.30 ¢ (2H, NH.>), 6.89 n (1H, Ar, J 8.1 I'ny), 7.10 ¢ (1H, Ar), 7.28 k8B (4H, Ar,
J7.9 Tn), 7.36 1 (1H, Ar, ] 8.1 T'u). Cnektp AMP °C, §, m.m.: 21.64, 114.15, 119.04, 119.30,
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120.02, 120.95, 128.16, 130.22, 132.16, 142.70, 147.71, 158.20, 158.44. Macc-cnexTp, m/z:
293.1031 [M + H]* (Bbruncieno mnsa CisHisN4O,*: 293.1033).
3-AmuHo-4-(3-(4-merokcudennn)-5-okco-1,2,4-okcaguason-4(5H)-
wn)6ensonutpun (2b). Beixox 0.14 t (52 %), 6/1eHO->KeNTHIN MOPOIIOK, T. 1. 155—-157 °C.
Cnextp SIMP 'H, §, m.z1.: 3.76 ¢ (3H, CH30), 6.26 ¢ (2H, NH,), 6.90 n (1H, Ar, J 7.9 T'1), 6.99 1
(2H, Ar, ] 8.2 Tw), 7.12 ¢ (1H, Ar), 7.35 1 (3H, Ar, ] 7.9 T'y). Criextp SAMP PC, §, m.1.: 56.06,
114.16, 115.18, 115.76, 119.10, 119.30, 120.12, 129.88, 132.19, 147.74, 158.12, 158.26, 162.49.
Macc-cnekrp, m/z: 309.0985 [M + H]* (Beruncneno s CiH1:N4Os*: 309.0982).
3-AMuH0-4-(5-0kc0-3-Ppennn-1,2,4-okcaguazon-4(5H)-mr) 6eH30HUTPUT (2¢).
Boixop 0.17 T (63 %), 6/1eIHO-XeNTHI MOPOIIOK, T. TI. 223—-225 °C. Cnextp SIMP 'H, §, m.z1.:
6.29 ¢ (2H,NH,), 6.89 n (1H, Ar, J8.1T'ry), 7.11 ¢ (1H, Ar), 7.37 n (1H, Ar, J 8.1 T11), 7.41-7.47 m
(4H, Ar), 7.52-7.55 m (1H, Ar). Crextp SAIMP *C, §, m.z1.: 114.19, 119.05, 119.32, 119.91, 123.82,
128.26, 129.66, 132.16, 132.56, 147.71, 158.18, 158.43. Macc-cuekTp, m/z: 279.0875 [M + H]*
(Bbrumcneno mna CisH;1N4O,*: 279.0877).
3-AMuno0-4-(3-(4-¢propdennn)-5-okco-1,2,4-okcagnazon-4(5H)-nn)6eH30HUTPIT
(2d). Berxop 0.17 r (63 %), 61eHO->KeNThIT MOPOMIOK, T. . 236—238 °C. Cnektp IMP 'H, §,
M.I.: 6.27 ¢ (2H, NH,), 6.91 1 (1H, Ar, J8.1 '), 7.11 ¢ (1H, Ar), 7.33 1 (2H, Ar, J8.9Tu), 7.39 1
(1H, Ar, J 8.1 '), 7.46-7.49 m (2H, Ar). Cunextp AMP PC, §, m.x.: 114.27, 116.92, 117.15,
119.08 1 (J 5.7 T'r), 119.39, 119.67, 120.35, 130.99 1 (J 9.2 I'y), 132.16, 147.66, 157.70, 158.11,
163.38, 165.87. Macc-cuektp, m/z: 297.0781 [M + H]* (Bbrumcneno g CisHioFN,O;*:
297.0782).
3-Amuno-4-(3-(4-xnopdennn)-5-okco-1,2,4-okcaguason-4(5H)-mr1) 6eH30HUTPUT
(2e). Boixon 0.13 1 (48 %), 671eqHO-KeNTHI TOPOLIOK, T. 1. 204—206 °C. Cnektp SIMP 'H,
0, m.1.: 6.27 (2H, NH.,), 6.91 1 (1H, Ar, J 8.1 T'ny), 7.10 ¢ (1H, Ar), 7.38-7.43 m (3H, Ar), 7.55 g
(2H, Ar, ] 8.2 T'y). Crextp SAMP 2C, §, m.z.: 114.29, 119.10 1 (J 7.6 I'nr), 119.41, 119.58, 122.67,
129.96, 130.10, 132.12, 137.57, 147.57 n (J 6.7 Ty), 157.65, 158.07. Macc-cuekTp, m/z:
313.0490 [M + H]* (Bbraucneno musa CisH;oCIN,O,*: 313.0487).
3-AmuHo-4-(3-(4-usonponunndennn)-5-okco-1,2,4-okcagnaszon-4(5H)-
wn)6ensonntpun (2f). Beixox 0.12 r (54 %), G1eHO->KeNTHIN MOPOIIOK, T. 1. 186—188 °C.
Cnextp SIMP 'H, §, m.1.: 1.15 ¢ (3H, CHs), 1.17 ¢ (3H, CHs), 2.89 1 (nentrer) (1H, CH, J 6.9 I'ny),
6.28 ¢ (2H, NH,), 6.90 an (1H, Ar, J 8.1, 1.4 Ty), 7.12 ¢ (1H, Ar), 7.31-7.38 M (5H, Ar). Criektp
AMP BC, §, m.1.: 24.06 1 (J 4.7 T'y), 33.99, 114.22, 119.09, 119.31, 120.08, 121.30, 127.68, 128.18,
132.20, 147.73, 153.24, 158.27. Macc-criektp, m/z: 321.1349 [M + H]* (BbrumcieHo pna
CisH17N4O,": 321.1346).
3-Amuno-4-(3-(3,4-guxnopdennn)-5-okco-1,2,4-okcaguason-4(5H)-
wi)6ensonuTpuna (2g). Beixox 0.17 r (63 %), 61emHO->KeNTHIIT TOPOLIOK, T. 1. 278—280 °C
(pasn.). Conextp IMP 'H, §, m.11.: 6.29 ¢ (2H, NH>), 6.95 (1H, Ar, /8.1 ), 7.12 ¢ (1H, Ar), 7.35 1
(1H, Ar, ] 8.5Tn), 7.44 i (1H, Ar, ] 8.0 '), 7.65 ¢ (1H, Ar), 7.77 g (1H, Ar, ] 8.4 I'). CrexTp
AMP BC, §, m.zi.: 114.45, 118.99, 119.26, 119.49, 124.23, 128.40, 130.14, 132.12, 132.25, 132.54,
135.74, 147.57, 156.70, 157.94. Macc-criextp, m/z: 347.0099 [M + H]* (Bbrumcieno mis
CisHoCLN,O,*: 347.0097).
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3-AmMuH0-4-(3-(3-¢prop-4-meTokcudennn)-5-okco-1,2,4-oxkcaguazon-4(5H)-
wi)6ensonutpuin (2h). Boixon 0.14 1 (52 %), 6/1eIHO->KEITHIN MOPOLIOK, T. 1. 223-225 °C.
Cnextp AMP 'H, §, m.zi.: 3.85 ¢ (3H, CH;0), 6.30 ¢ (2H, NH,), 6.93 1 (1H, Ar, J 8.1 '), 7.13 ¢
(1H, Ar), 7.17 g (1H, Ar, ] 8.8 T'y), 7.24-7.28 m (2H, Ar), 7.40 n (1H, Ar, J 8.1 I'y). CoexTp
AMP BC, §, m.m.: 56.91, 114.33, 115.01, 115.54, 115.83-115.90 M, 119.05, 119.29 1 (18.3 T'),
119.80, 125.52,132.20, 147.72,150.33, 150.68 11 ( 10.0 I'ry), 152.78, 157.24, 158.15. Macc-criextp,
m/z: 327.0886 [M + H]* (Bbruncneno mia CisHi1,FN,O5™: 327.0888).

3aknrouyenue

Paspaborana meropuka cunTe3a N-(2-ammuHOapwiI)3aMelieHHbIX 1,2,4-okcammason-5(4H)-
OHOB V13 COOTBETCTBYIOIIVX HUTPOIIPOM3BOIHbIX, obecrieunBaronas 48-63%-Hble BbIXO/IbI LI€/IEBBIX
nponykToB. [Tonydennsle N-(2’-aMmuHOapw)3aMeménnble 1,2,4-okcangnason-5(4H)-oHbl Ipu
BO30Y)KIEHUV CBETOM C JUIMHHOJM BOJHBI 355 HM JEeMOHCTPMPOBAIM CBOJCTBA CITabBIX
¢yopodpopoB (Pem < 1.5% 1 T < 0.2 HC) M MOTYT pacCMaTPUBATLCA KaK IIOTEHIVATbHbIE
nabunbHble  ¢nyopecreHTHble MeTku. CoepmuHeHue 2d  3acnmyXuBaeT — OTHENbHOTO
TEOPeTNYECKOTO pacyéra 1A OOBACHEHMs JBOVHON amuccuy B crekrpe. CoennHeHue 2g
II0Ka3a/I0 AaHTUMUKPOOHYIO aKTMBHOCTb IIPOTHB YyBCTBUTENbHOTO mramma S. aureus (MUK
64 MKT/MJI) ¥ MOXKeT OBITh PACCMOTPEHO KaK CTApPTOBOE COeiMHEeHMe JiIsl pa3paboTKy HOBOTO
aHTUOAKTEPUAIPHOTO XeMOTHIIa Ha OCHOBe Ipom3BOgHBbIX N-apun 1,2,4-okcapmason-5(4H)-
OHOBBIX.
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