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1-METUI-1H-XIHOMIH-2-OH Y PEAKUII MEEPBENHA

Bimomo, 1o moxigHi apun(TeTapri)XiHOMIH-2-0HIB BXOIATh JO CKJIAAy OaraThboX Oi0JIOTIYHO aKTHBHHUX
PCUYOBHH, SIKI MalOTh aHTHOAKTEpialbHY, KapiOTOHIYHY, MPOTHIYXJIMHHY Ta aHTHBIpycHy aito[1-6], a Takox €
KOPHCHHMHU MaTepiaiamMu Jyisi xap4oBoi, HadromepepoOHoi Ta jakodapboBoi mpomucioBocti [7-10]. Tomy i
CHHTE3 TaKWX PEYOBHH NPUBEPTA€ 3HAUHYy yBary HayKOBIIiB. B miTepaTypi ommcaHi METOAM OJEpXaHHS CIOIYK
TaKOro Kjacy 3a JOMOMOrorw peakiii rerepormkiizanii [11,12]. V Hamomy AOCTiDKEHHI MU BHKOPHCTAIH
npenapaTHBHO BaroMy peaxiilo B OpraHidYHOMY CHHTE31 - apHIIIOBaHHS HEHACHUYCHHX CIIONYK apeHIia30HI€BUMH
comsiMu (peakmist MeepBeiiHa) AT OTPUMaHHS IUTBOBUX TMPOAYKTIB. 3 II€I0 METOI0 CHHTE3yBall BHUXIAHHUN 1-
MeTriI-1H-xinoniH-2-oH (N-MeTrkapOocTHpuiT) 3 32 METOIUKOR0, OITH3BKOIO0 JI0 onrcanoi B [13], BHXoas4u 3 XiHOMIHY
1. N-MeTiII0BaHHS XIHOMIHY 3AiMCHIOBAIN JUMETWICYIb(ATOM, a MOTIM OiepyKaHy Cillb 2 OKMCHIOBAJIH 33 JIOTIOMOT'OIO

K3[FE(CN)6]:

MeSO,
H, 3 CH

Mu Briepiie JOCHTITUIN B3aEMO/III0 1-MCTI/IJ’IX1HOJIIH-2-OHy 3 3 apOMaTHYHUMH COJISIMH J[ia30HII0 B YMOBax
KyIpOoKaTamizy i 3HaWILIM YMOBH, 3a SIKUX BiIOYBAa€ThCS apHIIOBAHHS B TOJOXKEHHS 3 XiHOJIHOBOT'O KIJIBIIS.
BceranoBneno, 30kpema, mo apeHaia3oHid xmopuan 4 B3aemonitoTh 3 N-mermnkapOoctupuinoMm 3 3a HasBHOCTI
CuCl,, mo mamo 3mory omepxatu 3-apwi-l-metwnxinonin-2-oun 5a—f 3 nomipaumu Buxomamu (20-30%).
Haiikpamie peakiisi MpoXoauTh y KUCIOMY cepenoBuili. HaTtomicTs, mpu momepenniid HedTpamizamii miazocoui
YTBOPIOIOTHCS 3a0apBiieHI PEUYOBHHU 1 BHUXIiJ HIIBOBUX MPOJYKTIB 3HAYHO 3MEHIIYEThCS. Buxoau i Temmneparypu
TUTABIIEHHS OJIEpKAHUX PEYOBUH HABENICHI B TAOJIHIII.

|
3 CH, CH, Sa-f

R = 4-Br (a); 3-NO; (b); 4-NO, (c); 4-COCH; (d); 4-SO,NH, (e); 2-Cl-4-NO; (f)

Taoauns 1
Buxoau i TeMnepaTypu njiaBJjeHHS 0JepP:KAHUX PeYOBUH
Howmep criomyxu Buxin, % T.mn., °C (pO3UMHHUK JUIsl KPUCTAI3AIIT)
5a 37% 165-166 (EtOH)
5b 34% 148-149 (EtOH)
5c 41% 205-207 (EtOH/DMF)
5d 32% 151-152 (EtOH)
5e 39% >250 (EtOH/DMF)
5f 35% 182-183 (EtOH/DMF)

ExcnepuMeHTaNbHA YacTHHA

Crexrpu SIMP sanucysanu Ha npumagax Varian 400 (5a-f — 'H i 5a-d — **C), posunuank JIMCO-Dg Ta
Bruker 500 (5e, 5f — **C), posununuk CDCls. Ximiuni 3mimenns (3, M.4.) HaBeaeHO BigHOCHO curHamis JJMCO
abo CDCl;. PesynapraTh XpomaTo-Mac-CIIEKTPOMETPHYHOTO aHalizy CHHTe30BaHuX cronyk (mpwiag GC/MS
Agilent Technologies 6890N/5975B) miaTBepIKyrOTh IXHIO YHCTOTY Ta OYJI0BY.

Memocynvpam 1- memunxinoniniro (2)

Y TpunmiikoBy koyu0y ewmuictio 100 Mi, sika OCHAIlEHa MIMIAIKO0, 3BOPOTHHM XOJOJMIBHUKOM 1
KpanesibHOo Jiiikoro mominaroTs 3.23 1 (0.025 Monp) cBixkoNeperHaHoro XiHOMiHY i TOJal0Th MPU PO3MINTyBaHHI
3a 7-10 xB. 3.28 1 (0.026 monp) aumeTicynbhaty. Peakuis mpoxonuTs OypXiIMBO; Al KOHTPOJIIO 3a ii mepedirom
KOJIOy MEepIOJUYHO OXOJOKYIOTh Bozoro. Ilin KiHels peakifii BMICT KOJIOM 3aTBepjiBae. Buxim cromyku 2
KiTbKiCHUH. /)11 BUKOpHCTaHHS B HACTYITHIH cTalii oTpuMaHuii MeTocylb(daT 1-MeTHIXiHOMIHII0 pO3unHSIOTH B 30
MJI BOJIH.
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1-Memunxapoocmupun (3)

VY mnockononHiit ko001 emuicTio 100 ma roryrore pozumH 1.98 1 (0.006 moxnb) deppuuianiny Kamiro
(aepBoHOT KpoB'stHOI comi) y 10 M1 BOJIH, 3MIMIYIOTE HOTO 3 PO3YMHOM METOCYIh(haTy 1-METHIXIHOIIHIIO B 5 MII
BoaM 1 monuBaroTh 3.2 mu Genzomy. llotim momatots 3a 20-30 xB. po3zums 0.5 r (0.009 M) KOH B 5 M Boan
HEBEJIUKUMH HOPLiSIMH, TIEPIOJUYHO TIEPEMILTYIOUH BMICT KOJIOW BpYyYHY KpPYTOBUMH PyXaMu, ajie He 300BTYIOUH
ii. Yepe3 30 xB. OCH30JIbHUH MIap BiAOKPEMIIOIOTH, a BOIHUHA eKCTparyloTh Oenzosnom (20 mi) 3a 2-3 mpuiioMu.
Bci excrpaktn 00'€qHYIOTH, CymiaTh Haj 0€3BOJAHMM Cylb()aToM HATPIlO, POZUMHHHUK BiNTaHSIOTH, & 3aJIHIIOK
HeperansioTh y Bakyymi npu 152—-156°C / 3 mm. pt. ct. Buxin 63—-67% 1-metunkapOoctupuiy 3, ssKHii 3aCTUTaE y
npuimayi.

3-Apun-1-memunxinonin-2(1H)-onu (5)

Cymim 0.007 Monp BiANMOBIZHOTO aMmiHy, 5 MJI KOHIEHTPOBAHOI XJOPHIHOI KHCIOTH Ta 3 MJ BOAHU
HarpiBarTh 10 KumiHHA. OJepKaHuil PO3YHUH OXOJNOMKYHTh 10 Temmepatypu 0-5°C, BUTPUMYIOTH MpHU it
Temmneparypi 5 xB. Bumamae ocax rimpoxmopuny aminy. Jlo oxepxaHoi cycneH3ii NpH iHTEHCUBHOMY
TepeMinTyBaHHl 1 eeKTHBHOMY OXOIJIO/DKEHHI MOMAIOTh KparwisiMu po3unH 0.5 T HITPUTY HATPIIO B 5 M1 BOIU.
[licna 3akiHUeHHs AONABaHHA HITPUTY HATPII0 peakUiiiHy CyMill 3aluIialoTh Ha 15 XB. B nbonsHIN OaHi.
Otpumanuii po3unH QUIBTPYIOTH, QUIBTPAT AOKPANYIOTh Yy TPUILIUHKOBY KOJOy 3 MIIIANKOIO Ta JiYMIBHUKOM
Oynp0arok, sika mictuts 1.1 1 (0.007 moip) 1-metmin-2-xinomony, 0.05 r CuCly-2H,0 i 20 mu amerony. B mporieci
peaxii Bunagae ocan. Ilicis 3akiHYeHHS BHIUICHHS a30Ty (~2 roJI) peakIiifHy CyMiIll PO3BOASTH BOJOI0, IIPOTYKT
BiIQIIBTPOBYIOTH 1 MEPEKPUCTANTIZ0BYIOTh 3 BiIIOBIIHOrO PO3YMHHUKA (I1B. Tab. 1)

3-(4-Bpomogpenin)-1-memunxinonin-2(1H)-on 5a. Buxin 37%, T. mr 165-166°C. SIMP 'H, (8, m.u.):
3.77(c, 3H, CH3); 7.25 (1, J = 7.8 ', 1H, xinonon); 7.36 (a, J = 7.8 ', 1H, xinonown); 7.5-7.65 (M, 6H); 7.77 (c,
1H, 3-H xinonon). AMP C: 29.9; 114.0; 116.7; 120.5; 122.2; 122.3; 127.4; 128.9; 130.5; 131.2; 135.6; 136.8;
139.6; 161.1. 3naitneno, %: C 61.02, H 4.09, N 4.32. C;5H;,BrNO. Bupaxysano, %: C 61.17, H 3.85, N 4.46.

1-Memun-3-(3-nimpogpenin)xinonin-2(1H)-on 5b. Buxin 34%, T. nn. 148-149°C. IMP 'H (8, m.u.): 3.69
(c, 3H, CH3); 7.30 (1, J = 7.4 I'u, 1H, xinonown); 7.41 (n, J = 7.8 I'u, 1H); 7.85 (1, J = 7.8 T'n, 1H); 7.63-7.67 (m,
2H); 7.90 (c, 1H, 3-H xinomnon); 8.11 (1, J = 7.8 I'u, 1H, CgH,); 8.19 (1, J = 7.8 T', 1H, CgHy); 8.57 (¢, 1H, CeH,).
SAMP BC: 30.0; 114.1; 120.2; 122.6; 122.7; 123.7; 128.9; 129.2; 129.7; 131.1; 135.1; 137.8; 138.2; 139.8; 148.0;
175.0. 3maiineno, %: C 68.32, H 4.14, N 9.76. C15H;2N,05. Bupaxysano, %: C 68.57, H 4.32, N 9.99.

1-Memun-3-(4-nimpogpenin)xinonin-2(1H)-on 5c. Buxin 41%, T. mr. 205-207°C. IMP 'H (8, m.u.): 3.81
(c, 3H, CH3); 7.30 (1, J = 7.8 ', 1H, xinonon ); 7.41 (1, J = 7.8 ', 1H, xiHom0H); 7.62 — 7.67 (M, 2H); 7.91 (M,
3H, CeH, +3-H xinonon); 8.27 (1, J = 8.6 'y, 2H, CeH,). SIMP **C: 30.0; 114.2; 120.2; 122.6; 123.3 (2C); 129.3;
129.8 (2C); 130.0; 131.4; 131.2; 138.2; 140.0; 143.3; 147.3; 160.8. 3natineno, %: C 68.49, H 4.34, N 9.87.
C16H12N,03. Bupaxysano, %: C 68.57, H 4.32, N 9.99.

1-[4-(1-Memun-2-oxco-1,2-0uziopo-3-xinoninin)peninf-1-emanon 5d. Buxin 32%, T. mn. 151-152°C.
SAMP 'H (8, m.w.): 2.60 (¢, 3H, COCHs); 3.75 (¢, 3H, NCHy); 7.24 (1, J = 7.8 T'ni, 1H, xinonon); 7.34 (1, =8.2 I'n,
1H, xinonon); 7.54-7.60 (m, 2H); 7.76—7.83 (m, 3H); 7.97 (un, J = 7.4 T, 2H, CgH,). Mac-criextp m/z (1, %): 277
(M",70), 262 (100), 234 (48), 219 (34), 204 (11), 190 (15). 3naiineno, %: C 78.11, H 5.67, N 4.89. CigH15sNO,.
Bupaxysano, %: C 77.96, H 5.45, N 5.05.

4-(1-Memun-2-okco-1,2-0uziopo-3-xinoninin)-1-oenzencynvgponamio 5e. Buxin 39%, T. . >250°C. IMP
YH (8, m.4.): 3.69 (c, 3H, CHs); 7.30 (1, J = 7.4 T'n, 1H, xizonon); 7.41-7.45 (m, 2H, CgHe); 7.54 (1, J = 8.6 'y, 1H,
xi"onown); 7.65 (1, J = 7.4 Tu, 1H, xinomnon); 7.80 (x, J = 7.8 T'u, 1H, xinonon); 7.87-7.95 (M, 4H, NH,+C¢H,); 8.18
(¢, 1H, 3-H xinonon). IMP *C: 30.2; 115.1; 120.4; 122.8; 125.7 (2C); 129.7(3C); 130.0; 131.6; 138.4; 140.0;
140.5; 143.7; 160.6. 3naiineno, %: C 61.37, H 4.64, N 9.08. C;sH14N,03S. Bupaxysano, %: C 61.13, H 4.49, N
8.91.

3-(2-Xnopo-4-nimpogpenin)-1-memunxinonin-2(1H)-on 5f. Buxin 35%, T. mr 182-183°C. SIMP 'H (8,
m.a.): 3.70 (¢, 3H, CHa); 7.34 (1, J = 7.8 T, 1H, xinomon); 7.61 (u, J = 8.6 I'u, 1H, xinomnon); 7.71 (1, J = 7.8 T'n,
1H, xinonon); 7.75 (m, J = 8.2 I'm, 1H, CsHy); 7.81 (n, J = 7.8 I'n, 1H, xinomon); 8.08 (c, 1H, 3-H xixomon); 8.26
(m.m, J=8.2 T i 2.3 T'm, 1H, CeHs); 8.39 (1, J = 2.3 T', 1H, CeHy). SIMP °C: 30.2; 115.3; 119.8; 122.5; 122.9;
124.5; 129.3; 129.8; 132.1, 133.4; 134.6; 139.7; 140.3; 143.3; 148.1,; 159.6. 3naiineno, %: C 61.23, H 3.23, N 8.68.
C16H1:CIN,O3. Bupaxysano, %: C 61.06, H 3.52, N 8.90.

PE3IOME

JocmipkeHo B3aeMOI0 1-METHIIXIHOIIIH-2-0HY 3 apeH/1ia30HIEBUMH COJIIMH B YMOBaxX KyIpOKarajildy y
BOJIHO-AIIETOHOBOMY CEpEOBUIIi. BCTaHOBIIEHO, IO 11T CIIONTyKa apHITIOETHCS Y TOJIOKEHHS 3 XIHOJIOHOBOTO sijipa
3 yTBOpeHHsM 3-apwi-1-merunxinomnin-2(1H)-onis.

PE3IOME

HccnenoBano B3auMOJAEHCTBHE |-METHJIXMHOJIMH-2-OHA C apeHIMA30HMEBBIMH COJSMH B YCJIOBHSX
KyIpOKaTain3a B BOJHO-allETOHOBOW cpejie. YCTAaHOBJIEHO, YTO 9TO COEJWHEHHE apHIIMPYeTCsl B IOJIOKEHHE 3
XMHOJIOHOBOTO Si/ipa ¢ oOpazoBanureM 3-apuii-1-metunxunonua-2(1H)-onos.
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SUMMARY

The interaction of 1-methyl-1H-quinolin-2-one with arenediazonium salts under the copper catalytic reaction
mode has been investigated. It was found that arylation took place in the 3 position of quinolone ring under applied
conditions to form 3-aryl-1-methylquinolin-2(1H)-one.
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CUHTE3 TA NMPOTUNYXITUHHA AKTUBHICTb
N-(5-R-BEH3UJ1-1,3-TIA30J1-2-1J1) TIO®EH-2- TA N-(5-R-BEH3UJ1-1,3-TIA30IJ1-
2-111)-4-6POMOTIO®EH-2-KAPBOKCAMI[IB

Tia30MbHUH [WKI BXOMUTH 1O CKIALy psAxy Oi0JOTiYHO i (apMakoJIOTIYHO BaXKIMBUX MPOIYKTIB
MIPUPOJTHOTO 1 CHHTETUYHOTO TTOXO/PKEHHS. TaK, akTUBHUM XIMIYHUM HEHTPOM KOPEepMEHTY TiaMiHy € Tia30JbHUN
¢parment [1]. TloxigHi Tia3071y BHKOPHUCTOBYIOTHCS B MEIUIIMHI SK aHTUOIOTHKH [2-5], aHTUKOHBYIBCAHTH [6],
npernapari JUis JIIKyBaHHS BHUpPa3KoBOi XxBopoOu [7, 8], mnporumikpoOHi 3acobu [9, 10]. JlocmimxeHHs
MPOTUITYXJIMHHOI aKTUBHOCTI Pi3HUX TOXIHUX 2-allMIaMiHOTIa30lly BHUSIBHIIM IXHIO CHJIBHY IHTIOYIOYY 3/1aTHICTBH
I0/I0 HIMPOKOTO CIIEKTPa PAKOBHX KIITHHHUX JiHil Joauuu [11-17]. V naniit poboTi HaMu 31IHCHEHO CHHTE3 Ta
JOCITIKEHO TIPOTHITYXJIMHHY aKTUBHICTh MOXigHUX N-(5-R-6en3mi-1,3-riazomn-2-in)Tioden-2-kapookcamizis 5a-h
ta N-(5-R-0en3ui-1,3-riazon-2-i)-4-6pomoriopen-2-kapookcaminis 6a-f.

BuxigHumu peareHTaMH JJIsi OTPUMaHHS LUTBOBHX aMiniB ciuyryBaiu S-(R-0en3wmn)-1,3-tiazon-2-aminu 4a-j.
Ix orpuMyBamu B3aemosi€ero 3-apun-2-XJI0pONpPONaHaTiB 2a-j 3 TioceuoBHHOW [18]. 3-Apui-2-XI0ponponananii B
CBOIO 4Yepry OTPHUMAaHO apHJIIOBAHHIM aKpoJieiHy apeHIia30HieBUMU coisiMH. AnmmoBanHs S-(R-Oenswmn)-1,3-
Tia30J1-2-aMiHiB 3MIMCHIOBAIN KIACUYHUM METOJIOM 32 JIOIIOMOTOI0 XJIOPaHTiApuAiB TiopeH-2- ta 4-6pomoTtioden-
2-KapOOHOBHX KHCIIOT.

Otpumani amiau 5a-h i 6a-f — 11e BHCOKOIIABKI PEYOBHHHU CipOr0 KOJILOPY, TOTAHO PO3UMHHI Y HEMOSIPHUX
po3unHHUKaX, 700pe y AMCO ta IMOA.
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