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

Peaxuiist rereponukitizaiii 2-xopoaleTniiaMiHo6eH30(heHOHIB, SIK 3 €JIEKTPOHOAKIIETI-
TOPHUMMU TaK i €JIEKTPOHOAOHOPHUMU 3aMiCHUKAMU Y 5 MOJIOKEHHI, 3 HITPUTOM HaTpilo
B cepemonuii IM®PA a6o IMCO npuBOAMTH 10 HOBUX 6-3aMillleHNX 3-HiTpo-4-deHin
1,2-AuUrinpoxiHoJiH-2-0HiB, MOTEHLIMHUX 0i0JIOTiYHO aKTUBHUX CIIOJIYK.

Kimowosi cioBa: xiopoatietmiaMiHo6eH30(heHOH, 1,2-IuTinpoXiHOMiH-2-0H, METUIIXi-
HOJIiH-2-0H, TPU(hTOPOMETOKCUXUHOJIH-2-0H, 6-TpU(hTOPOMETUII-CYIbMaHIXiHOMIH-
2-oH

XiHOJIiIHM BUSIBJISIIOTh ILMPOKHUI CHEKTp OiojioriyHoi akTuBHOCTI. Ha iX ocHOBI
CTBOpEHi I yBeAeHi B KIJIiHiYHY MpaKTUKy 0araTto BiOMUX MpenapartiB ceJaTUMBHOI,
MPOTUNYXJIMHHOI, MPOTUTPUOKOBOI, aHTUOaKTepiaabHOI i iH. Aii. BUHATKOBO BUCO-
Ka aHTHOaKTepiaibHa aKTUBHICTb, INUPOKMIA CITEKTP Aii i BIACYTHICTh MPUAOAHOI pe-
3UCTEHTHOCTI IO MiKpPOOPTaHi3MiB y pe3yibTaTi BBEICHHS aTroMa (hTOPY V MOJIEKYITY
XiHOJIOHY JO3BOJIUIN CTBOPUTH BUCOKOE(EKTUBHI CUHTETUYHUI aHTUOIOTUKU PSITY
(ropxiHosioHy — HOp(ioKcaluH, niediokcaluH, JoMedaoKCaluH, Upodiaokca-
LIMH, TocydIoKcaluH i iH. [1-3].

Panime [4, 5] MU TTOBIZOMJISIIM MIPO CUHTE3 MOXiAHUX 1,2-IUTiAPOXiHOMIH-2-0HY
B3aEMOIIE€I0 aLIMJIOBAaHUX 0€H30()E€HOHIB 3 IeSIKUMU allUKJIIYHUMU Ta aJilUKJITYHUMUT
aMiHaMU Ta pojaHizioM kaiito y cepeaonuiii JIMCO a6o IM®PA. ocniaxkeHa aHTU-
OakTepiajibHa aKTUBHICTh 6-R-3-HiTpo(TioliaHaTo)-4-deHin 1,2-aurinpoxiHomiH-2-
oHiB (R = Br, Cl, NO,) Ha mtamax canpo®iTHIX i YMOBHO-ITATOTeHHUX OaKTepiii [6].

B mpomoBxeHHs 1iiei pobOTM IS TIOAQIBIIMX OiOJOTIYHMX MOCTIIKEHb
oTpuMaHi HOBi 1,2-gurigpoxiHOMiHOHU-2 (2 a-B) 3 €JEKTPOHOAKIIENTOPHUMMU i
€JIEKTPOHOJAOHOPHUMU 3aMICHUKAMH Y TOJIOKEHHI 6 MOJIEKYIU XiHOJiHY. SIK 3pydHi
BUXIiIHi JJ151 OTpMMAaHHS XiHOiHiB BUKOPHCTOBYBAJIMCH 2-aMiHOOEH30(peHOHU, KOTpi
caMi BUSIBJISIIOTh IIMPOKUIA CIIEKTP 0ioJ0riyHO1 aKTUBHOCTI [7, 8]. 3rigHo 3 [8] Oynu
oTpuMaHi 5-R-2-xyopoauerunaMiHodeH3odeHonu (1 a-B) 3 Buxogamu 70—90%.

Peaxiig nmykJtizaltii mpoXoauTh Yepe3 CTalilo YTBOPEHHS MPOAYKTIiB HYKIeOoDiib-
HOTO 3aMillleHHST TUITY A, 1110 JO3BOJISIE PO3TJISIAATH 1€ TIEPETBOPEHHS SIK Moaudika-
uiro peakuii @pimienaepa.

HasiBHicTh €71eKTpOHOJOHOPHOTO METUJIBHOTO 3aMiCHUKA Y 5 MOJIOXKEHH] BUXiM-
Horo 6eH3o¢heHOoHY (1a) cyTTEBO He BILUIMHYJIA Ha peaklililo reTepoLMKIIi3alii — B3a€e-
MOJisl BUXiIHUX TpUBaJa, sIK i y Bunanky cnojyk 3 R = O—CF,; (26) i S—CF, (2B),
0113bKO 24 TOOWH NpU KiMHATHIN TeMnepaTypi.

CuHre30BaHi crioyku (2 a-B) — 6e30apBHI KpUCTaIiuyHi pe4OBUHU, IIOMipHO PO3-
YMHHI Y HOJSIPHUX MPOTOHHUX i alIPOTOHHUX 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 CMHTE30BaHMX CITOJIYK miaTBepmkeHa [ criekrpockori€eto, Mac-CIieK-
TpoMeTpi€lo i nfaHuMu cnektpockornii 'H AMP.

3a TaHMMU Mac-CIEKTPiB ISl CIIOMYK (2 a-B) TiK MOJIEKYJISIPHUX iOHIB € 0a30BUM.

OCcHOBHI NepBUHHI TIpoliecu (hparMeHTallii IMX CIIOIYK MOB’s13aHi 3 po3MagoM 3a-
MiCHHKA Y ITOJIOXKEHHI 3 MOJIEKYJIM XiHOJIiHY.

V1Y cniekTpax CHHTE30BaHUX CIIOYK Yy iHTepBaiti 1600-1620 cM— 1 MPUCYTHI CMYTU
MOIJIMHAHHS BaJlIeHTHUX KoJauBaHb 3B’s13KiB C=C i C=N apoMaTU4YHUX s1Iep i rpynu
NO, npu 1370—1380 em—1i 1530—1550 CM_I, BimnosigHo. IlInpoka cmyra B iHTEp-
Bati 3200—3550 cm—! XapakTepu3ye BaJICHTHI KoJMBaHHS acomiifoBannx NH-rpym.

HasBHicTb aToMa cybdypy y 3aMiCHUKY 6 3-HITpo-6-TprhTOpOMETHII-CYTbhaHiJI-
4-enin-1,2-nurinpoxinonin-2-ony (28, R = S—CF,) 3mintoe xapakrep criektpy [IMP
MoJiekyu 1,2-aurinpoxiHosiH-2-oHy. CurHaia apoMaTUYHOTro MPOTOHY Tpu atomi C5
XiHOJIIHOBOTO LMKy 3MIIYEThCSA Y O0JacTh OuUIbI ciabkoro mosst (6 =7.88 Mm.4.)
y MOPiBHSIHHI 3 CUTHAJIOM TaKOTO X MPOTOHY y crionyku (2a, R = CH,) i (26, R =
O—CF;): 6 = 6.89 M.4. i 8 = 6.96 BignoBigHo. [TosiBa aTomMa S TIPUBOIUTH IO 3MiHKU
€JIEKTPOHHOI TYCTMHU CTPYKTYPH apOMaTUIHOIO KiJIBIIS, 110 00YMOBIIIOE MOXJIUBICTh
CHiH-CITIHOBOI B3aEMO/Iii MixX mpoToHOM Tipu aToMi C5 i mpoToHamu mipu atomax C7
i C8 xinoninoBoro 1ukiy. Lle nposiBisieTsest y ciektpi [IMP cionyku (2B) y Burisimi
mapu myoseTiB 3 KoHctaHTaMu J=1.44 Ti1 i J=8.9 I11 mix myoieramu. CUTHaAJI IPOTOHY
C5 y crionyku (2a) — po3LIMpeHnii CUHIJIET 3 iHTeHcuBHicTIO 1 H npu & = 6.96 M.u.

EKCI’ICPMMCHT&AI)HH, qJacTmuHa

IY criexTpy cMHTE30BaHMX CITOJTYK 3apeecTpoBaHi Ha nmpuiafi Specord M-80 B Tab-
nerkax KBr. Mac-cniekTpu 3amucaHi Ha Mac-crieKTpomeTpi MX-1321 3 BUKOpUCTaH-
HSIM CUCTEMHM IIPSIMOTO BBEACHHS 3pa3Ka 3 €HEPri€lo iOHi3ylouoro BUIIPOMIHEHHS
70 eB. Cnektpu 'H AMP 3apeectpoBaHi Ha npuaani Varian-VXR-300 (300 MIir) B
po3unHax DMSO-d; 3 TMC gk BHyTpillHiil craHaapT. KoHTposib 3a nepebirom pe-
aKUill Ta iHAWBiAYyaIbHICTIO CUHTE30BaHUX CIIOJIYK 3IiliCHIOBAJId METOJOM TOHKOIIA-
poBoi xpomatorpadii Ha mmactuHax Silufol UV-254 (emoeHT eTuianeraT — rekcas,
1:3).

2-XnopoaueruiaMiHobeH3o¢heHoHU (1 a-B) CMHTE30BaHi 3a METOAUKOIO [3].
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3-Hirpo-6-merni-4-denia-1,2-aurinpoxinomin-2-on (2a), 3-niTpo-6-Tpu-dTopo-
MeToKcu-4-(denia-1,2-murinpoxinoiin-2-on  (20), 3-HiTpo-6-TPUPTOPO-METHICY.Tb-
tanin-4-denin-1,2-nurinpoxinoin-2-on (2B). 3arajbHa MeTOAMKA.

Jo po3unHY BiImoBigHOro 2-xjopoaleTuiaMiHooeH30¢heHoHY (1 a-B) (0.01Mob)
B 50 cM® IMCO (IM®A) nonasanu (0.02 Mmoib) Hatpiii HiTpuTy, (0.02 MOJIb) CE4OBH-
HH, (0.02 MoJIB) TTipOKATEXiHY i MEPEMIITyBaJI CYMIIll IO TOBHOTO PO3YMHEHHST KOM-
TMOHEHTIB. PeakiliifHy cyMilll 3auInany Ha 24 T IIpA KiMHATHIN TeMIlepatypi, ITOTiM
BUIIApIOBAIM PO3UMHHUK MIil 3HKEHMM TUCKOM a00 peakiliiiHy CyMilll BUIMBAIA Yy
600 cM? Bomu. YTBOpEeHWI TBepAMIA 3aIUIIIOK (DiIBTPYyBaIM, TPOMUBAJIM BOIOIO, CYLIH-
JIX Ha TOBITPi i KpUCTaNi3yBaiu 3 ETUIOBOTO (i30MPOITiJIOBOTO) CIIUPTY.

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

Mac-cnexktp, m/z: (M*) 280. Crnexrp AMP 'H, 5, m.4.:12.59 ¢ (1H, NH), 7.35-
7.57 m, (4H, apom.), 7.32-7,47 m (3H, apom.), 6.89 posu. ¢ (1H, apom.), 2.26 ¢ (3H,
CH,).

IY cnexrp, v, cm L 1370, 1550, 1610, 1655, 2960, 3200—3500.

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

Mac-criexrp, m/z: (M™*) 350. Crektp AMP 'H, 8, m.u.: 13.05 ¢ (1H, NH), 7.58-
7.60 M (SH, apom.), 7.38 M (2H, apom.), 6.96 po3ut. ¢ (1H, apom.).

1Y cmextp, v, cm': 1380, 1530, 1610, 1655, 3200-3550.

2B. Buxin 29 %, M.W. 366; C,;H,N,0,SF;; T, =246 — 248 °C, (i3ompormaHomn).

Mac-cnekrp, m/z: (M*) 366. Ciektp AIMP '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
crexTp, v, cMm ' 1375, 1530, 1610, 1655, 3200-3550.
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CHUHTE3 HOBBIX 6-R-1,2-JUTUJIPOXUHOJINH-2-OHOB

Pesiome

Peakiiusi rereponiMkianzaium 2-xjaopaleTuaiaMuHOOeH30(DeHOHOB, KaK C 3JIeKTPOHOAKIIEeT-
TOPHBIMU TaK Y 3JIEKTPOHOIOHOPHBIMU 3aMECTUTEJISIMU B 5 TIOJIOXXKEHNN, C HUITPUTOM HaTpHS
B cpene AM®PA mu6o IMCO npuBOINAT K HOBBIM 6-3aMEIIEHHBIM 1,2-TUTHAPOXUHOINH-2-
OHaM, TOTEHIIMAJIbHBIM OMOJIOTHYECKN aKTUBHBIM COEIMHECHUSIM.

KoueBble ciioBa: xjopaleTuiaMMHOOEH30(eHOH, 1,2-IUTrMIPOXUHOINH-2-0H, METUJIXUHO-
JINH-2-0H, TPUPTOPMETOKCUXUHOIMH-2-0H, 6-TpUPTOPMETUII-CYIbPaHMIXUHOINH-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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