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CMHTE3 HOBUX 6-R-1,2-AUTTAPOXIHOAIH-2-OHIB

Peaxkuis reTeponukiizauii 2-xj10poaleTuiaMiHo0eH30(DEeHOHIB, SIK 3 eJIEKTPOHOAKIIEII-
TOPHUMM TaK i €IEKTPOHOJAOHOPHUMU 3aMiCHUKAMU Y 5 MOJOXKEHHI, 3 HITPUTOM HATpil0
B cepenonuiii JM®PA ado IMCO npuBoauTh 10 HOBUX 6-3aMillieHUX 3-HiTpo-4-heHin
1,2-1uUriapoXiHoJIiH-2-0HiB, MOTEHILIHHNX 0i0JIOTIYHO AKTUBHUX CITOJIYK.

KiouoBi cioBa: xjopoaieTuaaMiHOOeH30(peHOH, 1,2-aurinpoxiHoMiH-2-0H, METUJIXi-
HOJIiH-2-OH, TPU(MTOPOMETOKCUXUHOJIH-2-0H, 6-TpudTOPOMETHI-CYIbMDAHIIXIHOMIH-
2-0H

XiHOJIiIHM BUSIBJISIIOTH IIMPOKMI cHeKTp 0ioJioriyHoi akTMBHOCTI. Ha iX ocHOBI
CTBOpEHI ¥ yBeleHi B KJIiHIYHY MpakTUKy 0arato BiIOMMX IperapaTiB celaTUBHOI,
MPOTUITYXJIUHHOI, MPOTUTPUOKOBOI, aHTUOAKTEPiaJIbHOI i iH. 1il. BUHSITKOBO BHCO-
Ka aHTMOaKTepiaabHa aKTUBHICTh, INUPOKUIA CITEKTP [ii i BIACYTHICTh MPUAOAHOI pe-
3MCTEHTHOCTI 10 MiKpOOPTraHi3MiB y pe3yabTaTi BBEICHHS aTroMa (hTOPY V MOJIEKYIY
XiHOJIOHY JO03BOJIMJIM CTBOPUTU BUCOKOE(EKTUBHI CUHTETUUYHUI aHTUOIOTUKU PsILy
¢TopxiHOMOHY — HOpGIOKCcaIUH, NedI0KCallMH, JoMehIOKCalluH, IUIpodIoKca-
LIMH, TocydaoKcaluH i iH. [1-3].

Panime [4, 5] My MOBIZOMJISLIM PO CUHTE3 MOXiAHUX 1,2-IUTiAPOXiHOMIH-2-0HY
B3a€EMO/I€I0 alIMJIOBaHUX 0€H30(hEHOHIB 3 IEIKUMU allMKJIIYHUMU Ta aJlilUKIIYHUMUA
aMiHaM¥ Ta poIaHigoM Kajifo y cepegosuiii JIMCO aco JIM®PA. JociimKkeHa aHTH -
bakTepiallbHa akKTUBHICTh 6-R-3-HiTpo(TiouiaHaTo)-4-deHin 1,2-auriapoxiHomiH-2-
oHiB (R = Br, Cl, NO,) Ha mtamax canpo@iTHUX i yMOBHO-TIaATOTeHHMX GakTepiit [6].

B TmpomoBxXeHHS 1€l poOOTM I TOAAIBIIAX OIiOJOTIYHUX JOCHIIKEHb
oTpuMaHi HOBi 1,2-gurinpoxiHoiiHOHU-2 (2 a-B) 3 E€JEKTPOHOAKIIETITOPHUMU i
€JIEKTPOHOJOHOPHUMU 3aMiCHMKAMMU Y TMOJIOXEHHi 6 MOJIEKyJIM XiHOJiHY. K 3py4Hi
BUXi/IHI 1711 OTPUMAHHSI XiHOJIiHIB BUKOPUCTOBYBAJIUCH 2-aMiHOOEH30(DEeHOHU, KOTpi
caMi BUSIBJISIIOTH LIIMPOKUI CIIEKTp 0ioJIoriuHoi akTuBHOCTI [7, 8]. 3rimHo 3 [8] Oyau
oTpuMaHi 5-R-2-xmopoanermiamino6er3zobenonu (1 a-B) 3 Buxogamu 70—90%.

Peaxuist nukiizaiii mpoXoauTh Yepe3 CTailo YTBOPEHHS MPOAYKTIB HYKIe0o(isib-
HOTO 3aMillleHHS TUMY A, 110 JO3BOJISIE PO3MIISIAATH 1ie IEPETBOPEHHS SIK Moaudika-
1iro peakitii @pimteHaepa.

HagBHicTb €1eKTpOHOAOHOPHOTO METUJIBLHOIO 3aMiCHUKA Y 5 TOJIOXEHHI BUXiA-
Horo 6eH30¢geHOoHY (1a) CyTTEBO He BIUIMHYJIA Ha peaKlIliio TeTepoInKIIi3allii — B3a€e-
MOJIisl BUXiTHUX TpUBaJa, sK i y Bumnaaky crnoiyk 3 R = O—CF, (20) i S—CF; (2B),
03bKO 24 TOAMH MPU KiMHATHI TeMIiepaTypi.

CuHTe30BaHi crioyku (2 a-B) — 6e30apBHi KpUCTaIiuHi PEUOBUHU, TOMiIpHO PO3-
YMHHI y NOJSIPHUX ITPOTOHHUX i allpOTOHHUX PO3YMHHUKAX.
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Cunmes Hosux 6-R-1,2-0ueiopoxinonin-2-onie
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R = CH; (1a, 2a), O-CF; (16, 26), S—CF; (1B, 2B);

CTpyKTypa CMHTE30BaHUX CITOJIYK TiaTBepakeHa [Y cnekTpockori€eo, Mac-crneKk-
TpoMmeTpi€lo i fanumu criekrpockorii 'H AMP.

3a 1aHUMU Mac-CIEKTPIB U1 CIIONYK (2 a-B) MK MOJIEKYJISIPHUX i0HIB € 0a30BUM.

OCHOBHI IepBUHHI Mpolecu (pparMeHTallii LIMX CHOJYK OB sI3aHi 3 po3IaaoM 3a-
MiCHMKA Yy MOJOXEHHI 3 MOJIEKYJIU XiHOJIiHY.

V1Y cniekTpax CMHTE30BaHUX CHOJYK y iHTepBaii 1600-1620 cm— 1 MPUCYTHI CMYTU
MOTJIMHAHHS BaJeHTHUX KouuBaHb 3B’43kiB C=C i C=N apoMaTU4HuX siiep i rpynu
NO, nipu 1370—1380 em—1i 1530—1550 CM_I, BimmosigHo. [lInpoka cMmyra B iHTEp-
Bati 3200—3550 cm— ! XapaKTepH3y€ BaJICHTHI KOJIMBAaHHS acomiiioBaHnx NH-rpyrr.

HasBHicTb aTOMa cybhypy y 3aMiCHUKY 6 3-HiTpO-6-TprudTOpOMETHI-CYTb(haHiI-
4-enin-1,2-npurinpoxinoin-2-ony (2B, R = S—CF,) 3minioe xapakrep criektpy [IMP
MoJiekyu 1,2-nurinpoxiHofiiH-2-oHy. CurHaa apoMaTuyHOTO MPOTOHY npu atoMi C5
XIHOJIIHOBOTO IIMKIIY 3MIIIlYyEThCS Y 00JacTh OUIbII ciadkoro mosst (6 = 7.88 Mm.4.)
y MOPiBHSIHHI 3 CUTHAJIOM TaKOTro X MPOTOHY y crionyku (2a, R = CH,) i (26, R =
O—CF;): 8 = 6.89 M.4. i 8 = 6.96 BinnosigHo. [1osiBa aromMa S MPUBOIUTH 10 3MiHU
€JIEKTPOHHOI TYCTUHU CTPYKTYPU apOMATUYHOTO KiJIblis, 1110 OOYMOBIIIOE MOXJIUBICTh
CITiH-CIIHOBOI B3a€EMO/Iii MixX TIpoToHOM 1ipu atomi C5 i mpoToHamu mipu atomax C7
i C8 xinomiHoBoro nukiy. Lle mpogsnsgersest y criekTpi [IMP crionykn (2B) y BUTTISIII
mapu ayosieTiB 3 KoHcTaHTamu J=1.44 [i1 i J=8.9 Ii1 mixx my6netamu. CurHai mpoToHy
C5 y cnionyku (2a) — po31IMpeHnii CMHIIET 3 iHTeHcuBHicTIO 1H rpu 8 = 6.96 M. 4.

ExcnepnmenTaspHa yacTuHa

[Y ciekTpu CMHTE30BaHUX CITOJIYK 3apeecTpoBaHi Ha mpuaani Specord M-80 B Tab-
nerkax KBr. Mac-crniekTpu 3anucani Ha Mmac-cniekTpoMmeTpi MX-1321 3 BuUKopucTaH-
HSIM CUCTEMU MPSIMOTO BBEACHHS 3pa3ka 3 €HEPri€lo iOHi3ylouoro BUITPOMiIHEHHS
70 eB. Cnektpu 'H AMP 3apeectpoBani Ha npwiaai Varian-VXR-300 (300 MTir) B
pozuuHax DMSO-d; 3 TMC sk BHyTpilHiit ctangapT. KoHTposb 3a niepebirom pe-
aKlIlili Ta iIHAUBIIYaJIbHICTIO CHHTE30BaHMX CITOJIYK 3AiAICHIOBAJIM METOAOM TOHKOIIIA-
poBoi xpomaTtorpadii Ha TiactTuHax Silufol UV-254 (emroeHT eTmialeraT — reKcaH,
1:3).

2-XnopoaueruiaMiHooeH3o¢heHoHH (1 a-B) CMHTE30BaHi 32 METOIMKOIO [5].
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3-Hirpo-6-meTuia-4-gdenin-1,2-auriapoxinonin-2-on (2a), 3-HiTpo-6-TpH-PTOpPO-
MeToKcH-4-enin-1,2-qurinpoxinonin-2-on  (20), 3-HiTpo-6-TpUpTOPO-METHIICYIIB-
(hanin-4-denin-1,2-qurinpoxiHoain-2-on (28). 3arajbHa METOIUKA.

o po3unHy BifmosigHoro 2-xjopoaietuiaminooeHzopeHony (1 a-B) (0.01monb)
B 50 cM? IMCO (IM®A) nonasanu (0.02 Mob) HaTpiit HiTpuTy, (0.02 MOJIB) CEUOBHU-
Hu, (0.02 MoJb) MipokaTexiHy i nmepemMillyBaay CyMilll 1O TOBHOTO PO3UMHEHHS KOM-
MOHEeHTIB. PeakililiHy cyMmilll 3aiuiuany Ha 24 T IIpyU KiMHATHII TeMmIiepatypi, IOTiM
BUTAPIOBAIM PO3UMHHMK TTijl BHUKEHUM TUCKOM a00 peakliiiHy CyMilll BUIMBAIU Y
600 cM? Boau. YTBOpPEHU TBEPAUIA 3aIUILIOK (DUTBTPYBaIM, IPOMUBAIIA BOIOIO, CYLIK-
JIM Ha MOBITPi i KpUCTaITi3yBau 3 €TUIOBOTO (i30IIPOITiJIOBOTIO) CITUPTY.

2a. Buxin 28 %; M.W. 280; C,;H,N,O5; T, = 318 — 320 °C (eTaHomn).

Mac-cnexkrp, m/z: (M*) 280. Crnextp AMP 'H, 6, m.4.:12.59 ¢ (1H, NH), 7.35-
7.57 m, (4H, apom.), 7.32-7,47 m (3H, apom.), 6.89 posu1. ¢ (1H, apom.), 2.26 ¢ (3H,
CH,).

1Y criekTp, v, em-': 1370, 1550, 1610, 1655, 2960, 3200—3500.

26. Buxin 28 %, M.W. 350; C,;H,N,O,F;; T,, =255-257°C, (etaHon).

Mac-cnekrtp, m/z: (M*) 350. Cnektp AMP 'H, 3, m.u.: 13.05 ¢ (1H, NH), 7.58-
7.60 M (5H, apom.), 7.38 M (2H, apom.), 6.96 posut. ¢ (1H, apom.).

1Y cnextp, v, cM1: 1380, 1530, 1610, 1655, 3200-3550.

2B. Buxin 29 %, M.W. 366; C,;H,N,O,SF;; T, =246 — 248 °C, (i3ompormaHomn).

Mac-cnekrp, m/z: (M*) 366. Criektp AMP 'H, 8, m.u.: 13.15 ¢ (1H, NH), 7.88 nn
(1H, apom.),7.59-7.61 m (4H, apom.), 7.39 m (3H, apom.), J=1,04 Iix, J=8,9 Ii1. 14
cnexrp, v, cm 1 1375, 1530, 1610, 1655, 3200-3550.
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CHUHTE3 HOBBIX 6-R-1,2-TUTUJIPOXNHOJINH-2-OHOB

Pesiome

Peakiiust rereponmkin3anuy 2-xIopameTuiIaMuHoOeH30(heHOHOB, KaK ¢ 3JIeKTPOHOAKIIeTI-
TOPHBIMU TaK U 3JIEKTPOHOIOHOPHBIMU 3aMECTUTENISIMU B 5 TTOJIOXKEHUH, C HITPUTOM HaTpUs
B cpene MDA mu6o IMCO npuBOaUT K HOBBIM 6-3aMeLIEHHBIM 1,2-IMTUAPOXMHOINH-2-
OHaM, MTOTEHLIMAJIbHBIM OMOJIOTMYECKHU aKTUBHBIM COETUMHEHUSIM.

Kirouessie cioBa: xjopaneTuiaMuHOOeH30(eHOH, 1,2-TUruapOXuHONIUH-2-0H, METUIIXUHO-
JIMH-2-0H, TPU(PTOPMETOKCUXUHOJINH-2-0H, 6-Tpr(HTOpMETHI-CYITbMaHUIXMHOJNH-2-0H
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SYNTHESIS OF THE NEW 6-R-1,2-DIHYDROQUINOLINE-2-ONE

Summary

Heterocyclization reaction of 2-chloroacetylaminobenzophenones, either with electron-
donating, or electron-withdrawn substituents in the 5 position, with sodium nitrite in DMF
or DMSO medium brings to new 6-substituted 1,2-dihydroquinoline-2-ones, the potential
biologically active compounds.

Keywords: chloroacetylaminobenzophenone, 1,2-dihydroquinoline-2-one, methylquinoline-
2-one, trifluoromethoxyquinoline-2-one, trifluoromethyl-sulfanylquinoline-2-one
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