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CHUHTE3 TA IPOTUITYXJINHHA AKTUBHICTD 2-[2-(5-APWJI-2-
@YPUI)BIHUI| XIHOJIIH-4-KAPBOHOBUX KUCJIOT

B. Ckpobana’, B. Matiiiuyk’
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Bzaemogieto S-apundypdyporniB 3 2-MeTHIXiHOMIH-4-KapOOHOBUMH KHCIOTAaMH OTPHMAaHO
pSI apWIIiICHOBHX MOXiAHUX. JOCTIMKEHO MPOTUIYXJIMHHY AaKTHBHICTh CHHTE30BAHUX PEUOBHH.
InenTr(hikoBaHO CIOMYKHA 3 BHCOKAM pIBHEM AaKTUBHOCTI, SIKi € TEPCIEKTHBHI JUIS MOIATBIINX
JIOCIIIIDKEHb.

Kniouosi croea: 5-apundypdypomnu, 2-MeTHIXiHOMIH-4-KapOOHOBA KHCIOTA, MPOTHITYXIMHHA
AKTHUBHICTb.

[Momyk HOBHX JiKapchbKHX 3ac00iB HaJ3BUYANHO TPYIOMICTKHH i 3aTpaTtHUil. Tomy
MpaBWIBHAN BUOIp CTpaTerii Takoro mporecy € oyxe BaximBuM. HaOyra choromHi
iH(OpMAIIis CBITYHUTH TPO Te, M0 HAHOLIBII MEPCIEKTHBHAM € IOIIYK JTIKapChKUX 3aC00iB
cepell CHONYK TeTepOLMKIIYHOTO Psy i, 30KpeMa, apwi- 4M Terapwi3amimennx. Lle
apryMEeHTOBaHO TUM, LIO CePell BIJOMHX JIIKAPChKUX 3aC00IB € 6arato Takux, siki MIiCTATh Y
CTPYKTYpi 3ranani ¢pparmentu [1].

Hamra Mera — cuHTe3 Ta AOCIIHKEHHS MPOTHITYXJIMHHOI aKTUBHOCTI 2-[2-(5-apui-2-
dypun)Binin]xinonin-4-kapboHoBux kucior 3. Ix omepxyBanm  B3aemomiero  5-
apundypdypoiiB 1 3 2-MeTwiIXiHONIH-4-KapOOHOBOIO KHCIIOTOIO 2. OTpHMaHi KHCJIOTH €
BHCOKOIIAaBKMMH SICKPaBO 3a0apBIEHMMHU CIONYKaMH. [XHi BUX0M cTaHoBIH 5085 %.
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3: R =H (a), 4-Cl (6), 4-CH; (8), 4-OCHj; (1), 3,4-Cl, (n).

[TpoTupakoBy aKTHUBHICTH OJEPXAHUX IOXIAHMX BUBYAIM B PaMKaxX MDKHApOIHOI
HaykoBoi nporpamu HarionansHoro incrutyty 310poB’s CIIIA — DTP (Developmenta
Therapeutik Program), HamionansHoro iHcTuTyTy paky (NCI, berezga, Mepunenn, CILIA).

[Mepmmii etan GpapMaKoIOTITHOTO CKPUHIHTY (IPECKPUHIHT) MTOJISATAB Y TOCIIKeHHI
MPOTHUITYXJIMHHOI aKTHBHOCTI CHONYK in vitro Ha 60 IiHISIX pakoBHX KIITHH, IO
OXOILTIOIOTh NPAKTHYHO BECh CIIEKTP OHKOJIOTIYHMX 3aXBOPIOBAaHb JIIOIMHH (JIiHII paky
JICTE€Hb, MOJIOYHOI 3aJI03H, SE€YHHKIB, TOBCTOI KHIIKH, HHPOK, HMPOCTATH 1 ICHTPAIBHOI
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HEpBOBOI CHUCTEMHM, a TaKOX JIiHII Jielikemil Ta MeJlaHOMH), Yy pa3i Iii peuoBHHH B
KoHueHTpamii 10° Moib/T i BM3HAYEHHi BiICOTKA pPOCTY KIITHH MOpPIBHAHO 3
KOHTPOJIBHUMHU 3pa3kamu [2—6]. Pe3ynbTatu HOoCIiIKeHh HaBEACHO B TAOJIHIIL.

JlaHi gociiKeHp MPOTUITYXJIMHHOT aKTUBHOCTI cONYK 3a—/1

Cepenne
Homep 3HAYEHHS o ) ) .
crionyxu aKTHBHOCTI, % JIiHii KIITHH, PICT SIKMX MPUTHIYyBaBCs HAKOITbIIE
POCTY KIIITHH
3a 9434 SR(8,25), CCRF-CEM(46,50), LOX IMVI(56,19), MOLT-
’ 4(72,06), A498(74,29)
36 21.05 AS549\ATCC(-42,86), SNB-75(12,74), HOP-62(-29,65),
’ A498(-10,66), SN12C(5,57).
MDA-MV-435(-36,79), OVCAR-3(-31,99), HT29(-14,17),
38 69.30 NCINADR-RES(-13,81), SF-539(-10,27), COLO 205(-3,20),
’ HCC-2998(-3,20), RXF 393(-0,11), SNB-75(3,06), NCI-
H522(3,38).
3 104.46 UO-31(81,23), UACC-62(87,46), A498(87,97), OVCAR-
’ 4(89,05), SNB-75(90,06).
3 2707 NCI-H460(20,01), SK-MEL-5(26,11), LOX IMVI(30,27),
’ SR(39,18), HCT-116(40,74).

Sk 0auMMO 3 HaABEICHUX PE3YJbTATIB, JUISL CIOJYK 3 XapakTepHa MPOTHUPaKOBa
AKTHBHICTH BiJl HE3HAYHOI Ta MOMIPHOI 10 JIOCTaTHBO BHCOKOI, IPUUOMY piBEHb e(eKTy
3aJeKUTh BiJ 3aMIiCHHKa B apoMaTHYHOMY sapi. HaiiOinelny axkTHBHICTH BUSBHIH
xyiopo3amimeni cnoixyku 3 6, a. Hapmanmi ans onTumizamii  akTMBHOCTI  IOLIJIBHO
CHUHTE3YBaTH TOXIi/IHi, 5IKi O MICTHIIH aTOMHU TAJIOTEHY.

2-MetuixinoJin-4-kap6oHoBa kuciaora. Pozunnsrors 14,7 r (0,1 mMoins) i3aTHHY y
100 M 10 % BomHOTO PO3YMHY TiXPOKCHAY Hatpiro. /lo OTpEMaHOTO PO3UYMHY IOJAIOTh
5,8 r amerony. HarpiBatorp mpotsrom 3 rox, oxomomxyrors. Iligkucmorors 10 %
po3umHOM comnsHOi kucimotu g0 pH 1-2. Ocan, mo yTBOpuBCS, BiAQiIbTPOBYIOTH Ta
nepekpucTanizoByoTs 3 JIM®PA. Buxin 72 % , T,,= 215 °C.

3araapHa MEeTOINKA CHHTE3Y 2-[2-(5-apua-2-¢pypuia)Binia]xinosin-4-
Kap0oHOBHX KHCJAOT. Po3unnsrors 0,01 moe apuindypdypoiy B 50 Mt KprkaHOi OLTOBOT
kucinotu. Jlo orpumanoro po3umHy aoxaroTh 0,01 Monab 2 METHIXiHOJIH-4-KapOOHOBOT
kucnotu. Kum’stsate npotrsirom 4 roxa.  Oxonomxywootb. Ocan, 1o  yTBOPHBCH,
BiZAIIBTPOBYIOTH Ta MEPEKPUCTANIZ0BYIOTH 13 IMDA.

2-[2-(5-Penindypan-2-in)-inia]- xinonin-4-xapdonosa kuciaora (3a). Buxin
73 %; Ty = 224 °C. Cuextp SIMP 'H (300 MI'w), 8, m.u.: 6,97 (1H, n, 4-Hepypan); 7,19—
7,35m (6H, C¢Hs, CH=); 7,39 (1H, 1, 3-Hyypan); 7,58 (1H, T, 6-Hyinomin); 7,73 (1H, T, 7-
Huinonin); 7,89 (1H, 1, CH=); 8,06 (1H, 11, 8-Hxinonin); 8,38 (1H, ¢, 3-Hyinonin); 8,77 (1H, &, 5-
Hyinonin); 13,50 (1H, m.c, COOH). 3naiineno, %: C 77,02; H 4,25; N 4,15. C5,H;sNO:s.
O6uucneno, %: C 77,41; H 4,43; N 4,10.

2-[2-(5-(4-Xnopodenin)-2-pypun)Binisi|xinoyin-4-kap6onoBa kucjaora (30).
Buxin 57 %; T,, = 273 °C. 3maiigeno, %: C 70,22; H 3,46; N 3,63. C»H;4CINO:;.
O6uucneno, %: C 70,31; H 3,75; N 3,73.

2-[2-(5-(4-Tonin)-2-¢pypuin)-Biniia|xinosin-4-kapoonosa kuciaora (3B). Buxin
50 %; Ty, = 243 °C. 3naiigeno, %: C 77,89; H 4,91; N 3,85. C»3H;7;NOs. O6uncneno, %:
C77,73; H4,82; N 3,94.
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2-[2-(5-(4-MeTtoxcudenin)-2-pypnn)-inija|xinoin-4-kapoonosa kucaora (3r).
Buxin 58 %; T, = 239 °C. 3naiigeno, %: C 74,19; H 4,82; N 3,45. CyH;NO,.
O6uucneno, %: C 74,38; H4,61; N 3,77.

2-[2-(5-(3,4-Auxnopodenina)-2-pypuna)-Binija| xinoiH-4-kapooHoBa KHCJI0Ta
(3m). Buxin 85 %; T, = 263 °C. 3uaiiaeno, %: C 64,39; H 3,18; N 3,22. C,,H3CI,NO;.
O6uucneno, %: C 64,41; H 3,19; N 3. 41.
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SYNTHESIS AND ANTITUMOR ACTIVITY OF 2-[2-(5-ARYLFURAN-2-YL)-
VINYL]QUINOLINE-4-CARBOXYLIC ACIDS
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’Ivan Franko National University of Lviv,
Kyryla & Mefodiya Str., 6, 79005 Lviv, Ukraine

By the reaction of S-arylfurfurals with 2-methylquinoline-4-carboxylic acid a number of
arylidene derivatives were obtained. The antitumor activity of the substances was studied. Two

compounds with high activity have been identified.

Key words: 5-arylfurfurals, 2-methyl-quinoline-4-carboxylic acid, antitumor activity.
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CHUHTE3 B IPOTUBOOITYXOJIEBASA AKTUBHOCTD 2-[2-(5-APWJI-2-
OYPUJI)BUHNJI|XUHOJINH-4-KAPBOHOBBIX KUCJIOT

B. Ckpobaaa', B. Mariituyk’

IKOMMyHaJZbHa}Z 5-1 20podckasn KiuHUYeckas 601bHUYA,
ya. Konosanvya, 26, 79013 Jlveos, Ykpauna

2 . .
JIveosckuil Hayuonanvhulil ynueepcumem umenu Meana @panxo,
yi. Kupunna u Megoous, 6, 79005 Jlveos, Yrpauna

BiaumonetictBueM 5-apundyp@dypoioB ¢ 2-METHIXHHONUH-4-KapOOHOBBIMH KHCIOTaMH
HOJIY4YEHO psii apWIMICHOBUX HPOM3BOJAHBIX. llccienoBaHO IPOTUBOOIYXOJIEBYX aKTHBHOCTh
CHHTE3MPOBAaHHBIX BeleCTB. VIeHTH(OUINPOBAHO COSIUHEHHSI C BBICOKUM YPOBHEM aKTHBHOCTH,
NEPCIEKTUBHBIE UL JAIbHEHIINX UCCIIENOBAHUM.

Kniouesvie  cnosa:  S-apundypdyponbl, 2-MEeTHIXHHOJIHMH-4-KapOOHOBast  KUCIIOTA,
HPOTUBOOITYXOJIEBASI aKTHBHOCTb.
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