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HaitionanpHa dapMateBrnaHa akageMiss YKpaiHu

3pnjiticrenmit cunaTes N-ankii-, N-apui-, N-reTepn.ﬂ-
amigis 1H-2-oxco-4-rigpogcuxinoin-3-ourosoi
KucnaoTd. Bapyena npotHzananbHa, JiypeTHuHa Ta
AHTHMIKPOOHA AKTHBHICTH OTPMMAHMX CHONYK. Bu-
ABJIEHI peYoBMHH, fAKi MAIOTh BUPAXKEHY MPOTU3A-
DANBHY Ta AHTHOLYPETHYHY Ail0.

Papinze Hamu 6yB JOCTKEHHH BIUIMB Jiesdknx N-
saMite Ry amiais 1 H-2-0Kco-4-rinpoKCHXiHOMIH-3-01T0-
BOI KHC/IOTU HA HiSUTBHICTD LIIMTOBUIHOL 3AUT03H, PeE3yib-
TATOM SKOTO CTAJIO BUSBIIEHHST aKTUBHMX PEYOBUH SIK 3
AHTUTHPEOITHO, TaK i 3 TUPEOIICTUMY/TICIOUOIO JIEI0.

Bepyun o yBaru Takox Te, 1110 aHaJIOTH 3a3Haye-
HUX CIIONYK, a camMe — amigd 1R-2-oxco-4-rigpok-
CHXIHOJIH-3-KapOOHOBUX KUCIIOT XapaKTepHU3YIOThCS
Pi3HOMaHITHUM crieKTpoM GionoriyHoi aii [6-10], 6y-
710 AOLINBHO PO3LIMPUTHU [TOIIYK Oi0J0TIYHO aKTHB-
HAX PEYOBUWH cepell amimiB XiHONIH-3-OLTOBOI KHC-
0TH. OcOBIMBO IIE CTOCYETHCS IIPOTH3AIaNbHOL aK-
TUBHOCTI, OCKIJILKH BiIOMO, 110 [€sIKi MOXiJHi OUTO-
BOI KVCIIOTH HaJIeXaTh 10 e(heKTUBHUX HECTEPOIAHUX
nporuzanaisHux 3acobis [10].

3 miero MeTo10 OyIto 3iicHeHo cuHTe3 N-ankia-,
N-apwi- ra N-retepwiamizis 1H-2-okco-4-rinpox-
CUXiHONIH-3-ouToBOl KHCcaoTH (2a-M, 3a-K, 4a-B).
Ilinbosi amigu 2-4 (tabn. 1) omepxXyBaiy 3a po3-
poGJIEeHMM HaM¥W METOJIOM B3aeMoieo 2,3,4,5-teT-
parizpodypo-{3,2-c]-xiHoniH-2,4-miony (1) 3 Bia-
MOoBiAHMMYM aMiHaM{ B cepellOBUII KUITJISIOro mHi-
punuHy (cxema). Crin 3a3HayuTH, WO JIAKTOH I,
CMHTE30BAHMUI ULUBIXOM TEPMOJI3y HMXUHUX aniKi-
nosux edipis 1H-2-0Kco-4-TrigpoKCUXiHOMIH-3-01-
TOBOI KUCJOTH, AOCUTH JIETKO ALIUIIOE SIK aJKiji-
TaK i apuiIaMiHu.

Aminu 2-4 3a 3oBHiNIHIM BUTAsigoM Oini abo 3
KOBTYBATUM BIilITIHKOM KPUCTANIYHi PEUYOBUHM, 3/€-
GUIBLIOrO He PO3YMHHI ¥ BOMi, €TaHoi, edipi, crabo
posumuHi y 6yranoi, pozursHi y IM®A ta IMCO.

CrpykTypa oXepXaHuX CHOIyK ninTBemeeHa na-
HUMH eIIEMEHTHOTO aHali3y Ta cneKTpOCKOHu IIMP
(rabm. 1, 2).

ITpoTn3anmanbHy aKTUBHICTb I0CIIIKYBAHUX CHO-
JIYK OLIHIOBAIM 32 AaHTUEKCYIAaTHBHUM e(deKTOM, SKWii
BUBYAIA Ha MOJIEJIi TOCTPOTo KapareHiHoporo Habps-
Ky. Hocnigyu TipoBoaunud Ha OE3MOpOXHMX MUILIAX
060x crareil [4, 11]. Pe4oBMHU BBOAWIN HEPOPATBHO
B 1o3i 8 Mr/kr, uo Bimmosigae Ellsg npenapary mno-
piBHSHHS — opTodeHy. TToKa3HUKOM NPOTHU3ANIANb-
HOI aKTUBHOCTI CIYKUB CTYTTiHb TPUTHIYEeHHS HaOpsi-
Ky, SKN# BH3HAYATHM 33 3MiHOI 00’eMy 3araieHoi
JIANKH II0 BiIHOLIEHHIO A0 IHTAKTHOI KiHIIIBKA Ha
MakKCUMYyMi PO3BUTKY HaOpsiKy.

PesynpraTyéi BUBYEHHSI AHTUEKCYNATUBHOI aKTUB-
HocTi aMmigiB 1 H-2-0Kco-4-TiApoKcuxiHONIH~3-0LTO0-
Bol KucaoTH (2-4) Ha TBAapUHAaX [MOKA3aiM, 1O Hal-
Ot eheKTMBHO 3MEHLUYIOTh KapareHiHOBUHA Ha-

OH

NH-Alk

NH,-Alk o™
>

|/ . O

3 a-k

NH -Ht X

Iz

4

2
W

Cxema

2: a: Alk = CaH7-i; 6: Alk = CioH21; 80 Alk = CHCH2Ph;

i Alk = CH2oCH20H; n: Alk = CeHiz-u; e Alk = 2-CIBzl;

x: Alk = 4-CBzl; 3: Alk = 2-FBzl; i Atk = 3-FBzl;

o Atk = 4-FBzl; n: Alk = retpariapodypdypun;

m: Atk = 4-aikonin.

3:a: R = 2-Me, 6: R = 4-Me; 8: R = 2, 4-{Mel2;

R = 2-MeQO; a: R = 3-MeQ; & R 2C|
= 4-Br; a: R~2-F;|:R=3~F

sa: Rsé-Me;6 R = 5-Me;

-

lI?D

=]



4 BICHMK dAPMALIIT 4(24)2000

Tadmana 1
Xapaxrepueruxy N-zamimenux amizgiz 1H-2-okco-4-rinpoxcuxinomnin-3-ourosoi kucnoru (2-4)
Crionyka %Ag’i;:n,,;.;:a Trn., 'C* - 3Ha17|.q:Ho, % - . Bmpaxy:aHo, % - Buxia, %
2a C14H16N203 237...239 64,78 6,09 10,91 64,60 6,20 10,76 85
26 Ca21H30N203 148...150 70,18 8,68 8,02 70,36 8,44 7,82 87
2p C19H18N203 238...240 70,51 5,89 8,91 70,79 5,63 8,69 92
2r C13H14N203 197...199 63,57 5,47 11,18 63,40 5,73 11,38 89
2n C17H20N203 255...2567 67,71 6,99 9,58 67,98 6,71 9,33 87
2e C1gH15CIN203 260...262 63,35 4,69 7,97 63,07 4,41 8,17 85
2% C18H15CIN203 259...261 63,30 4,25 8,29 63,07 4,41 8,17 87
23 C18H15FN203 248...250 66,52 4,39 8,35 66,25 4,63 8,59 91
2i C18H15FN203 244...246 66,06 4,89 8,70 66,25 4,63 8,59 89
2K C18H15FN203 246...248 66,02 4,46 8,29 66,25 4,63 8,59 87
2n Ci16H18N204 101...103 63,79 6,29 9,43 63,56 6,00 9,26 96
2m C17H15N303 222..224 65,87 4,75 13,36 66,00 4,89 13,59 90
3a C1gH1sN203 262...264 69,89 5,55 9,33 70,11 5,23 9,09 91
36 C1gH16N2C3 240...242 70,35 5,39 8,85 70,11 5,23 9,09 90
38 C19H18N203 278...280 70,55 5,88 8,47 70,79 5,63 8,69 94
3r C18H16N204 218...220 66,81 4,79 8,83 66,65 4,97 8,64 89
3a C1gH18N204 237...239 66,47 5,16 8,46 66,65 4,97 8,64 87
3e C17H13CIN203 238...240 62,39 4,26 8,28 62,11 3,98 8,52 84
3x C17H13BrN203 249...251 54,43 3,80 7,27 54,70 3,51 7,51 86
33 C17H13FN203 268...270 65,56 4,46 9,22 65,38 4,19 8,97 87
3i C17H13FN203 277..279 65,65 3,95 9,12 65,38 4,19 8,97 88
3k C17H13FN203 237...239 65,16 4.47 8,79 65,38 4,19 8,97 85
4a C17H15N303 225...227 65,77 4,64 13,27 66,00 4,89 13,59 82
46 C17H15N303 231...233 65,82 4,99 13,86 66,00 4,89 13,59 85
4B C17H15N303 229...231 66,27 5,19 13,39 66,00 4,89 13,59 90

*Cnonyky 2a-B,4,71 KpUCTanisyioTb 3 eTaHony, 2r — 3 Boam, inwi — 3 MDA,

OpsIK amimy 3r, 4a-B, MPUYOMY 6'-MeTHANIpAAMIT-2'-
amiz (4a) MepeBHINYe aKTUBHICTB opTodeny (Tabi. 3).

puseprae yBary To¥ ¢akT, 10 3a NaHUMH I10-
mepemHix pocmimkenb mipuaunaminu 1R-2-okco-4-
FiIPOKCHUXIHOMIH-3-KapOOHOBHX KUCJIOT TEX IIpO-
ABUIN BUpaxeHy nporusananeHy fAio [10]. Ilikaso
3a3HAYMTH, 10 MpHAWIAMITH K 2-0Kco-4-TiApo-
KCHXIHOJIH-3-KapOOHOBUX KMCIOT, TaK i 2-0Kco-4-
TAPOKCHXIHOIIH-3-0UTOBHX KUCIIOT € CTPYKTYPHHUMHA
aHaJOTaMU MipOKCHUKAMY.

BupueHHS TOCTPOI TOKCUYHOCTI HpOBOAWIM HA
iHTAKTHMX GUTMX MUIIAX TIPY 1EPOPATBHOMY criocobi
eBegenHst. KoHTponbHiil rpyii BBOOUINA PO3YUHHUK.
KibKicTh TBapMH, IO BYDKWIM a00 3arvHy)m, Bil-
MidaTK KOXHi 24 ToauHHK Brpoaosx 14 xi6. Bennyuu-
Hy LDso pospaxoBysanu 3a MeromoM KepGepa [1].
TMiciia BBENEHHST YOTUPHOX HAWOUIBIN AKTHBHMX pe-
qyoBMH ¥ 4031 15000 Mr/Kr yci TBapuHW 3aTAIININCH
KMBUMHU, TOOTO 3a3Ha4YeHi aMiid HaleXarb 3a Kia-

cudikaniero Cumoposa [5] A0 BITHOCHO HEUIKILIU-
BUX cioJIyK (Tabi. 3). SIK BUIHO 3 TAONML, JOCHIIKY-~
pani aminosani noxiaHi 1 H-2-okco-4-riApoKCcuxiHo-
nin-3-o1rroBoi Kucaotu (3r, 4a-B) 32 piBHEM rocTpoi
TOKCHMYHOCTI 3HAYHO BHIPAIOTh Y TIOPIBHSHHI 3 OpPTO-
deHoM, 10 TMATBEPIXYE NEPCHEKTUBHICTD NMOAATD-
IHX TONMOAEHUX NOCHIIKEeHb LUMX CIONYK.

Bioiue cuHTE30BaHUX aMigis (2a,r,n, 3e) Ha cedo-
BUALTBHY (YHKIII0O HUPOK BHBYanW Ha OiMx Hrypax
macoio 120-200 r 3a Merogom Bepxina [2]. fIx npe-
Mapary IOPIBHSIHHA B €KCIepuMeHTi OyB BUKOPHC-
TaHUi TiMoTiasun Ta agiypekpuiH. JociiaKysaHi pe-
YOBMHY BBOIWIM IepopanbHO B 1031 50 Mr/kr Ha
¢doHi BoxHOro HapaHTaxeHHsa (3 ma Ha 100 r Macu
tBapuHH). ITOKa3HUKOM iHTEHCUBHOCTI CEYOBHUIIIEH-
HS CIIYKHNa KUTBKICTh ceui, BUIiNeHa TBApHHAMY 3a
3 roguH4 B nepepaxyHkKy Ha 100 r ix Macu.

TaHi eKCITEpUMEHTATBHUX JOCIDKEHE CBIMYaTh, 110
CUHTE30BaHi CHIONYKH HE BUSIRSIIOTH BUPAXXEHOL AIypeTn -
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Tabmuisa 2
Crnexrpu IIMP N-zamimennx amigis 1H-2-oxco-4-rigpoxcuxinonin-3-ourosol kucaoru (2-4)
Cnonyka g, M.A.
23 12,71(1H,c,0H); 11,41(1H,c,NH); 8,62(1H,a,NH); 7,92-7,05(4H,m,Hapom.);
3,86(1H,m CH(Me)2); 3,63(2H,c,CH>CO); 1,06{6H,n Me - 2)
26 12,40(1H,c,0H); 11,38(1H,c,NH); 8,57(1H,7,NH); 7,95-7,03(4H,m,Hapowm.); 3,62(2H,c,CH2CO);
3,06(2H,k,NCH2); 1,21(16H,m,(CHz2)s); 0,84(3H,r,Me)
og 12,68(1H,c,0H); 11,38(1H,c,NH); 8,57(1H,7,NH); 7,80-7,00(9H,m,Hapom.); 3,58(2H,c,CH2C0);
3,35(2H,k,NCHz); 2,72(2H,1,CH2Ph)
or 12,73(1H,c,0H); 11,39(1H,c,NH); 8,52(1H,7,NH); 7,92-7,03(4H,m,Hapom.); 4,68(1H,c,0H);
3,61(2H,c,CH2CO); 3,42(2H,1,CH20H); 3,17(2H,k,NCHz2)
on 12,70(1H,c,0OH); 11,38(1H,c,NH); 8,60(1H,a,NH); 7,94-7,01(4H,m,Hapom.); 3,63(2H,c,CH2CO):
3,47(1H,m,CH); 1,87-1,09(10H,m,(CH2)s5)
2e 12,83(1H,c,0H); 11,40(1H,c,NH); 8,71(1H,T,NH); 7,95-7,06(8H,m,Hapom.); 4,33(2H,8,NCHo); 3,64(2H,c,CH2C0)
2% 12,68(1H,c,0H); 11,39(1H,c,NH); 8,79(1H,T,NH); 7,99-7,03(8H,m,Hapom.); 4,26(2H,5,NCH2); 3,63(2H,c,CH2C0)
23 12,54(1H,c,0H); 11,41(1H,c,NH); 8,76(1H,T,NH); 8,00-7,00(8H,m,Hapom.); 4,32(2H,5,NCHz); 3,62(2H,c,CH2CO)
2i 12,73(1H,c,0H); 11,40(1H,c,NH}); 8,74(1H,7,NH); 7,94;7,00(8H,M,Hap0M.); 4,30(2H,8,NCH2); 3,62(2H,c,CH2CO)
2k 12,84(1H,c,0H); 11,42(1H,c,NH); 8,76(1H,T,NH); 7,97-7,01(8H,m,Hapom.); 4,27(2H,0,NCHz2); 3,64(2H,c,CH2CO)
on 11,97(1H.c,0H); 11,38(1H,c,NH); 8,50(1H,1,NH); 7,90-7,03(4H,m, Hapom.); 3,80(3H,m,CHOCHz);
3,62(2H,c,CH2C0O); 3,14(2H,TNCH2); 1,80-1,50(4H,m,(CH2)2CHO)
2m 12,78(1H,c,0H); 11,43(1H,c,NH); 8,71(1H,T,NH); 8,50-7,04(8H,m,Hapom.); 4,30(2H,n,NCHz); 3,63(2H,c,CH2CO)
3a 11,48(1H,¢,NH); 10,93(1H,c,0H); 10,10(1H,c,NH); 7,98-7,00(8H,m,Hapom.); 3,75(2H,c,CH2CO); 2,28(3H,c,Me)
36 11,43(1H,c,NH); 10,89(1H,c,0H); 10,12(1H,c,NH); 8,00-7,02(8H,m,Hapom.); 3,73(2H,c,CH2C0O); 2,23(3H,c,Me)
3 11,62(1H,¢,NH); 11,16(1H,c,0H); 9,59(1H,c,NH}); 7,99-6,86(7H,m,Hapom.}; 3,76(2H,c,CH2CO);
2,21(3H,c,Me); 2,16(3H,¢,Me)

3r 11,44(1H,c,NH); 11,02(1H,c,0H); 10,19(1H,c,NH); 8,01-6,87(8H,m,Hapom.); 3,73(5H,¢,CH2CO + OMe)
3n 11,38(1H,c,NH); 10,94(1H,c,OH); 10,17(1H,c,NH); 8,00-6,61(8H,m,Hapom.); 3,70(5H,c,CH2CO + OMe)
3e 11,55(1H,c,NH); 10,75(1H,c,0H); 10,14{1H,c,NH); 8,02-8,95(8H,m,Hapom.); 3,71(2H,c,CH2CO)
3x 11,46(1H,c,NH); 10,81(1H,c,0H); 10,22(1H,c,NH); 7,99-6,88(8H,m,Hapom.); 3,70(2H,c,CH2CO)
3a 11,40(1H,c,NH); 10,70(1H,¢,0H); 10,27(1H,c,NH); 8,00-7,01(8H m,Hapom.); 3,74{2H,c,CH2CO)
3i 11,37(1H,c,NH); 10,84(1H,¢,0H); 10,18(1H,c,NH); 7,97-6,94(8H,m,Hapom.); 3,73(2H,c,CH2CO)
3k 11,42(1H,c,NH); 10,73(1H,c,0H); 10,22(1H,c,NH); 7,99-7,00(8H,m Hapom.); 3,71({2H,c,CH2C0)
4a 11,48(1H,¢,NH}; 10,60(1H,c,0H); 10,44(1H,c,NH); 7,98-6,85(7H,m,Hapom.); 3,74(2H,c,CH2CO); 2,40(3H,c,Me)
46 11,43(1H,¢,NH); 10,56(1H,c,0H); 10,43(1H,c,NH); 8,15-7,06(7H,m,Hapom.}; 3,74(2H,c,CH2CO); 2,24(3H,c,Me)
4B 11,43(1H,c,NH); 10,58(1H,c,0H); 10,42(1H,c,NH); 8,20-6,84(7H,m,Hapom.); 3,75(2H,¢c,CH2CO); 2,27(3H,c,Me)

Hol fii; pasoM 3 TuM 2'-rizpoxcueTunamin- (2r) rta 2'-
xnopdeninamin 1 H-2-okco-4-rinpokcuxiHoniH-3-01T0-
BoI Kucoty (3e) MpOosSBHUIIN aHTUIIYPETHYHUNA eeKT,
SIKMI{ CYTTEBO TIEPEBMLIYE PiBEHD alliypeKpuHy (Tadm. 4).

AHTHMIKpOOHY aKTHBHICTh BU3HAYaIM 3a METOLOM
IBOKPaTHMX CepiiHUX po3BeleHb [3] y OybitoHi XoTTiH-
repa (pH 7,2-7,4) 1o BimHOIIEHHIO O TAKMX TECT-LITa-
miB: Staphylococcus aureus (ATCC 25923), Escherichia coli
(ATCC 25922), Pseudomonas aeruginosa (ATCC 25853),
Bacillus subtilis (ASTCC 6633). MixpoGHe HaBaHTaXeH-
ns cragoBwro 10°-10° MIKpOOHMX TiUT B 1 MJI cepeno-
pra. K po3unHHUK BuKopucrosyBanu JIMCO. On-
HaK eKCIIEpHMEHT IT0Ka3aB, 10 rajfoif3aMilieHi ami-
M (2e-K, 3e-KX) He BHABHIUIM in vitro aHTUMiKpoOHOI
aKTHBHOCTI TIO BIIHOIEHHIO OO BKa3aHMX LITaMIiB.
Bcyneped o4yikyBaHHSIM, HaBiTh aMiIM 3 aTOMOM §TO-
Py B MOJIEKY/li He Jajii MO3UTUBHUX Pe3ybTarTiB.

3a JaHUMM TOTeEpeHiX HocimkeHb [6] ¢Top-
anbtign  1R-2-okco-4-riapoKCcUxiHOMIH -3-KapOOHOBUX
KHCJIOT TTOKa3aiyd BUCOKY ITPOTUTYOCPKYNBO3HY aK-
TUBHICTh. 3Baxaloyu Ha LeW (axT, MU BBaXaAH 3a
JIOLIIbHE TIepeBIpUTY aHajoTiuHi aMinn 1 H-2-okco-
4-rigpokcuxiHonii-3-oUTOBOI KUCIOTHU (33-K) Ha Ha-
aBHICTh 3a3HaveHol nii. HocrnimxeHHst IpoBOAWNN
srigHo 3 nporpamoio TAACF Ha Mycobacterium tu-
berculosis H37Rv, ATCC 27294 [8]. IlepsuHuuii
CKPHMHIHI' TIOKA3aB, 1110 BBEACHHS METHIEHOBOTO Mi-
CTKa MK XiHOJIIHOBHMM KiJTblIeM Ta KapOOHIJIOM aMil-
HOI TpyIy TIPU3BEIO X0 MOBHOI BTPATU MPOTUTYOEP-
KyJIBO3HHUX BJIaCTHBOCTEM.

ExcniepuMeHTANLHA YACTHHA

Cnexrpyu TIMP cunTe3oBaHuX peyoBHH 3arucaHi
Ha rmpunani Bruker WP-100 SY 8 pozuuni IMCO-De,
BHYTpilIHi# crangapr — TMC.
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Tabmmzga 3

ApmuexcynarupHa akTueHicTs N-zamimennx amigis
1H-2-~0xco-4-rigpokcuxinois-3-01T0BOI KMCIOTH

Tabauna 4
Hiypernuna axktupgicte N-zamimennx amiznis
1H-2-0Kco-4-rigpoKkcuxinoais-3-01yTOBO1
kucaoTH (2a, 1, J, 3e)

. . : Aiypezs no Big-
Croma | CGia S ronewn | Fowero so
2a 1,7+0,06 70
2r 0+0,02 -100
2n 1,5+0,08 50
3e 0,440,07 -60
Koutpone 1,040,02 100
Mnotiasnn 9,0+0,08 133

Gronyxa | A e o6 | Cromya e, 6
2a 20,2 3B 13,2
26 51,4 3r 54,1
28 37,1 3a 23,3
20 48,6 3e 17,8
2e 13,7 3X 13,4
2« 24,0 3k 33,0
2n 22,5 4a* 70,0
2M 38,0 46* 52,1
3a 31,2 4B* 56,8
36 43,9 opToden** 65,8

*LDso > 15000 Mr/kr npyv BBEAEHHI per 0s.
**| Dso = 370 mr/Kr nNpv BBeAEHHI per 0s.

3arajJpHa MeTOAUKa onepXaHHs N-3aMilueHHX
amigis 1H-2-0Kco-4-riipOKCHXiHONIH-3-0lTOBOI KKC~
sotu (2-4). Mo cycnensii 2,01 r (0,01 Mons) 2,3,4,5-
terparinpodypo-[3,2-c]-xiHonin-2,4-miony (1) B 15 M
6e3BonHOro TipumuHy momaoTs 0,011 Moas iamo-
BLIHOTO aMiHy Ta KMIISITSTh BIponoBx 0,5-2 roaux.

OXOJNOXKYIOTh, PO3BOIATE peakliitHy CyMill BOJIOIO
ta makucmotots HCl mo pH 4. Ocan awmimy BiI-
(GinbTPOBYIOTH, NPOMUBAIOTE BOAOKO, CYIIATH.

BHUCHOBKH

1. 3a po3poGieHUM HAMH METOAOM oJlepxXaHi N-
ankin-, N-apmn-, N-rerepunamigu-1H-2-okco-4-
FiAPOKCHUXIHOMIH=-3-0UTOBO] KHUCJIOTU.

2. BuBueHa rnporusanalpHa, HiypeTUYHa Ta aH-
THMIKpOOHa aKTUBHICTh CHHTE30BaHUX CIONYK. Bu-
ABJIEHI PEYOBHMHM, IO MAlOTh BHUpaXeHy IIpOTH3a-
NaJbHY Ta aHTUIIypeTHYHY Ail0.
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CHHTE3 V1 GAPMAKOJOIMYECKMUE MCCAEAOBA-
HUA B PIAY AMUJIOB 1H-2-OKCO-4-T'MJIPOKCHUXU-
HOJIMH-3 YKCYCHOW KHCAOTHE

C.[.Tapan, .B.Yxpaunen, O.J1 Kameneuxas, J1.H.BopoHuna,
0O.H.Hab6oxka, W.J1. Juxuit

Ocywectrien cuures N-ankil-, N-apii-, N-rerepinamyzion 1H-2-
OKCO-4-TMIPOKCHXUHONHH-3-YKCYCHON  KMeaoTel. VisydeHa npormso-
BOCTIATMTE/IBHAS, JUYPETHYECKAsT ¥ AHTHMIKPOOHAs aKTUBHOCTE MOy~
YeHHBIX COSOUHEHMI!. BEISBNEHET BEILECTEa, OONANAIOIINE BLIPDLKEH-
HbIM POTUBOBOCHANUTE/IHBIM 1 AHTHAMYPETYECKIM JSHCTBUEM.

UDC 547.831 7/9:542.951.1:547.292

SYNTHESIS AND PHARMACOLOGICAL RESEARCHES
OF 1H-2-0X0-4-HYDROXYQUINOLINE-3-ACETIC ACID’S
AMIDES

S.G.Taran, 1.V.Ukrainets, O.L.Kamenetskaya, L.N.Voronina,
0O.1.Naboka, I.L.Dikiy

N-alkyl-, N-aryl- and N-heterylamides of 1H-2-oxo-4-hydro-
xyquinoline-3-acetic acid have been synthesized. Anti-inflamma-
tory, diuretic and anti-microbial activities of the compounds
obtained have been studied. Substances with strong anti-inflam-
matory and antidiuretic effects have been revealed.



