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HamioHanbHuit hapMalieBTUYHUMN YHiBEpCUTET

3 MeTo BHSBJIEHHS HOBHX O0i0JIOTiYHO AKTHBHHX
PEYOBHH XiHOJIOHOBOTO PSANY 3IilICHEHO CHHTE3 OEH-
3wiaminis 1-R-4-rinpokcu-2-okco-1,2-aurinpoxiHo-
JiH-3-KapOoHOBHX KHCJIOT. BuBueHi miypermuni Ta
NPOTU3ANAJbHI BJIACTHUBOCTI OJEPIKAHUX CIOJYK,
00TrOBOPIOIOTHCS BHSBJIEHI 3aKOHOMIPHOCTI 3B’SI3KY
“CTPYKTYpa — aKTHBHICTB”.

HiypeTkn € BiIHOCHO HOBUMH CHUHTETUYHUMM
JIIKAapCBKMMMU 3ac00aMM — iCTOpis IX CMCTEMaTUYHO -
ro BUBYEHHSI Hajiiuye Bchboro 0isst 50 pokiB. OCHOB-
HUM MpU3HAYEHHSIM TpenapatiB 1iei (apmakoso-
TiYHOI TPYIM OYJIM i 3aJMILIAIOThCST JOTerNep HaOpSIKu
HUPKOBOI'O, CEPLIEBOr0 Ta IIEYiHKOBOTO IMOXOIKEHHS
[4, 9, 12, 13, 16, 21]. IIpore ocraHHiM YacoM Bce
OiblIly yBary JliKapiB CTaJIM NPUBEPTATHU i TaKi, IOKU
10 HE3BMYHiI 00JacTi MPaKTUYHOTO 3aCTOCYBAaHHS
IiypeTuKiB, K TpaHcIuiaHTosorisa [11], mikyBaHHS
rnaykomu [8], MykoBicummo3y [10], HelykpoBoro mia-
oery [14], emimerncii [15], OakTepianbHUX iHMEKIIi
[20], oHKOMOTiYHMX [6] Ta iHIIINX 3aXBOPIOBaHb. 3apa3
HaBIiTh IIBUIKWM TTOBEPXHEBUI TEPETIISiT HAyKOBOI
JIiTepaTypH TO3BOJISIE TIPOCIiAKYBATH YiTKY i IIOCTIAHO
3pOCTaluy TEHACHIIIIO0 10 PO3LIUPEHHS MepeliKy Mo-
Ka3aHb [0 KIIHIYHOTO BUKOPMCTAHHS CEUYOTIHHMX
3aco0iB. Pazom 3 TMM, Ha cBiTOBOMY (hapMalleBTUY -
HOMY PMHKY BX€ JaBHO He 3’SIBJSUIMCHh HOBi KJIacu
JiypeTuKiB, X04a HEOOXigHICTb B TaKMX pPO3poOKax
HACTUIBKM OYEBHUIHA, 10 HABiTh HE IIOTpeOyeE KO-
roch 0COOJMBOTO OOIPYHTYBaHHSI.

HelonaBHO cnioIyKu, 31aTHi aKTUBHO ITOCUJTIOBA -
TU CEYOBUBIIHY (QYHKIIilO HUPOK, OYyJIu BUSBJIEHI
HaMM cepel aMigoBaHUX MOXiTHUX |-TiZpoKch-3-0Kco-
5,6-murinpo-3 H-miposo|3,2,1-ij]xiHomiH-2-KapOoHO-
BOI KMCIOTH 3arajibHoi popmynu 1 [2, 18], xoua 1o
bOro MaHWK BHUA (PAapMaKOJOTIYHOI aKTUBHOCTI IS
XiHOJIIHiB B3arajii BBaxKaBcsl HexapakKTepHuUM (cxema 1).

3anikaBUBIINCh IIUM (DaKTOM, MM IIPOIOBXWIN
MOIIYK MOTEHUIMHUX AiypeTUKiB y PsIMy XiHOMiH-3-

KapOoKkcaMimiB, ST 4Oro Ha OCHOBi 3-eTOKcHKap-
OOHiN3aMillleHUX XiHOJIIHIB 2 3AIMCHWJIM CHHTE3 Ta
BUBYMIM Oi0JIOTiIYHI BJIACTUBOCTI BEJIMKOI cepii Aelo
MPOCTIIINX 32 XiMIYHOIO OyIOBOIO Bif 3a3HAYECHMX
BUILIE TipoJioxiHOMiHIB 1 6eH3unaminiB 1-R-4-rinpokcu-
2-0Kco-1,2-aurinpoxiHoniH-3-KapOOHOBUX KUCJIOT (3a-1)
(cxema 2).

BpaxoByioun moraHy po3YMHHICTh OuTbIIOCTI N-
R-aminiB 3a-g y cniuprax, aMigyBaHHSI €TUJIOBUX €C-
TepiB 2 BimmoBimHMMU OeH3MJIAMiHAMM Kpalle IIpo-
BoOUTH y KutuistuoMy JIM®PA, saxuii 3a6e3neuye Iie-
pebir peakiii 6e3 yckJagHeHb i OJHOYACHO BHMCOKI
BUXOAY Ta YMCTOTY KiHLEBMX MpOAYyKTiB. Bci omep-
JKaHI TAKUM YMHOM OeH3wiamiau 3a-g sSBJISIOTh CO-
0010 0e30apBHiI KpUCTATIYHI PEUOBUHU 3 YITKMMU TEM-
mnepaTypaMM IUIABJIEHHsI, IIpM KiMHaTHIl TeMIeparypi
nomMipHo po3uuHHi B IM®PA ta AMCO, MaJio po34rHHi
B CIIMPTax i MpakKTUYHO HEPO3YMHHI y Bofi (Tab:. 1).

Jlnst miaTBepIKeHHS iX CTPYKTYpHM BUKOPUCTaHi
eJleMeHTHMI aHai3 (Tabi. 1) Ta criekrpockorriss AMP

H, sxa no3Bossie nerko ineHTU¢iKyBaTu BCi MPOTO-
HOBMiCHi (DyHKIIiOHaJIbHI rpynu. 3a3HaUYMMO, 1110 “apo-
MaTU4YHA” JUISTHKA KOXHOTO CHEKTpa MpU ILbOMY
HaMM OXapakTepr30BaHa 3a LiJIKOM JOCTaTHbOIO IS
XapaKTepUCTUKMA CUHTE30BAHUX PEYOBUH CIIPOLIE-
HOIO CXeMOI — OJIHWM CKJIaJIHWUM MYJbTUILJIETOM
3arajibHO1 iHTerpajabHOI iHTeHCUBHOCTI (TabJ. 2). On-
HakK IIpU HEOOXiMHOCTI MOXHa 3pOOMTH KOHKPETHi
BilHECEHHSI CUTHAJIiB MTPAKTUYHO YCiX apoOMaTUUYHUX
MIPOTOHIB. BUK/TIOUEHHS CKIIamaloTh JIUIIE IIPOTOHU Y
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3:aR=H, R =4-Me; 6 R=H, R =2-OMe; B R = H, R =4-OMe; r R = H, R = 3,4-(OMe)»;
a1 R=Me, R =H; e R=Me, R =4-Me; x R = Me, R =2-OMe; 3 R = Me¢, R’ = 4-OMe;
u R = Me, R" = 3,4-(OMe)2; i R = Et, R = H; k R = Et, R = 4-Me; 1 R = Et, R" = 2-OMe;
M R = Et, R = 4-OMe; n R = Et, R" = 3,4-(OMe)2; o R = All, R = H; n R = Pr, R" = H;
pR=Pr, R =4-Me;c R=Pr, R =2-OMe; TR = Pr, R" = 4-OMe; y R = Pr, R" = 3,4-(OMe)y;
¢ R =Bu, R"=H; x R=Bu, R =4-Me; u R = Bu, R" = 2-OMeg; u R = Bu, R’ = 4-OMe;
m R = Bu, R" = 3,4-(OMe)2; m R = CsHji, R" = H; 0 R = i-CsHj1, R = H; a R = CHy3, R = H
Cxema 2
Tabmma 1
XapakTepucTuky ODeH3MIaMiniB 3a-a
Cnonyka Eq';ﬂgpi)%";;:a T.nn., °C c 3Ham,u,HeHo, % N c BMpaxy:aHo, % N Buxin, %
3a C18H16N203 220-222 70,22 5,30 8,98 70,12 5,23 9,09 96
36 C18H16N204 227-229 66,75 5,09 8,73 66,66 4,97 8,64 92
3B C18H16N204 251-253 66,77 5,12 8,57 66,66 4,97 8,64 95
3r C19H18N205 240-242 64,31 5,03 8,04 64,40 5,12 7,91 93
3n C18H16N203 156-158 70,05 5,31 8,98 70,12 5,23 9,09 95
3e C19H18N203 134-136 70,87 5,54 8,57 70,79 5,63 8,69 95
3x C19H18N204 141-143 67,55 5,42 8,36 67,45 5,36 8,28 90
33 C19H18N204 129-131 67,40 5,28 8,21 67,45 5,36 8,28 94
3u C20H20N205 144-146 65,13 5,38 7,52 65,21 5,47 7,60 91
3i C19H18N203 126-128 70,70 5,54 8,76 70,79 5,63 8,69 96
3k C20H20N203 111-113 71,53 6,10 8,25 71,41 5,99 8,33 93
3n C20H20N204 138-140 68,28 5,81 8,07 68,17 5,72 7,95 90
3m C20H20N204 125-127 68,22 5,78 7,90 68,17 5,72 7,95 94
3H C21H22N205 128-130 66,07 5,92 7,25 65,96 5,80 7,33 89
30 C20H18N203 93-95 71,73 5,34 8,29 71,84 5,43 8,38 92
3n C20H20N203 119-121 71,33 5,87 8,38 71,41 5,99 8,33 94
3p C21H22N203 106-108 72,08 6,40 8,12 71,98 6,33 7,99 91
3c C21H24N204 132-134 68,75 5,96 7,72 68,84 6,05 7,65 88
3T C21H24N204 85-87 68,91 5,95 7,58 68,84 6,05 7,65 93
3y C22H24N205 90-92 66,76 6,23 7,15 66,65 6,10 7,07 89
3¢ C21H22N203 115-117 71,90 6,27 7,87 71,98 6,33 7,99 90
3x C22H24N203 94-96 72,42 6,53 7,59 72,51 6,64 7,69 92
3u C22H24N204 83-85 69,54 6,46 7,27 69,46 6,36 7,36 87
3y C22H24N204 81-83 69,56 6,42 7,28 69,46 6,36 7,36 89
3w C23H26N205 114-116 67,21 6,27 6,74 67,30 6,38 6,82 85
3wy C22H24N203 77-79 72,45 6,53 7,56 72,51 6,64 7,69 88
310 C22H24N203 64-66 72,62 6,73 7,58 72,51 6,64 7,69 90
3q Co23H26N203 49-51 73,08 7,04 7,51 72,99 6,92 7,40 84
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Tabsma 2
Cnekrpn AMP ! OeH3myaMiniB 3a-a
Cno- XimiyHi 3cyBu, , M.A.
NYKa |4.0OH (1H, ¢) [NHCHz (1H, )| H apom. (M) |NHCH2 (2H, n)| R’ (3H, c) R
3a 16,98 10,61 8,00-7,09 (8H) 4,57 2,33 (4'-Me) |11,70 (1H, c, NH)
36 17,05 10,69 7,99-6,88 (8H) 4,60 3,90 (2'-OMe) |11,68 (1H, c, NH)
38 17,00 10,58 8,00-6,82 (8H) 4,55 3,79 (4-OMe) |11,71 (1H, ¢, NH)
. 3,82 (3'-OMe)
3r 16,91 10,60 8,00-6,80 (7H) 4,53 3,80 (4-OMe) | 11:70 (1H. ¢, NH)
3a 17,17 10,66 8,07-7,26 (9H) 4,57 Avs. H apom. |3,64 (3H, c, NMe)
3e 17,16 10,64 8,13-7,11 (8H) 4,58 2,32 (4'-Me) |3,65 (3H, c, NMe)
3% 17,28 10,71 8,11-6,85 (8H) 4,60 3,91 (2'-OMe) |3,67 (3H, ¢, NMe)
33 17,19 10,62 8,15-6,83 (8H) 4,56 3,80 (4'-OMe) |3,64 (3H, c, NMe)
- 3,83 (3'-OMe)
3n 17,20 10,64 8,17-6,80 (7H) 4,53 3,80 (4-OMe) | 366 (3H. ¢, NMe)
3 17,18 10,69 8,09-7,25 (9H) 4,58 [ue. H apom. |4,29 (2H, k, NCH2): 1,21 (3H, T, Me)
3k 17,11 10,62 8,12-7,10 (8H) 4,59 2,33 (4-Me) 4,30 (2H, k, NCH2); 1,32 (3H, T, Me)
3n 17,23 10,70 8,16-6,89 (8H) 4,61 3,94 (2'-OMe) |4,31 (2H, k, NCH2); 1,30 (3H, T, Me)
3m 17,16 10,63 8,13-6,84 (8H) 4,54 3,80 (4'-OMe) |4,29 (2H, k, NCH2); 1,30 (3H, T, Me)
_ 3,81 (3'-OMe) .
3H 17,17 10,61 8,19-6,81 (7H) 4,54 3,79 (4-OMe) |+31 (2H, k, NCH2); 1,30 (3H, 7, Me)
5,91 (1H, m, CH=CH2); 5.13 (1H, g,
) NCH2CH=CH-cis); 5.00 (1H, n,
30 17,32 10,69 8,14-7,20 (9H) 4,59 Ave. H apom. | \GH2RH" G rans) 4,89 (3H. .
NCH2)
B 4,22 (2H, T, NCH2); 1,63 (2H, m,
3n 17,24 10,73 8,08-7,26 (9H) 4,60 [Oue. H apom. CHoMe); 0,97 (3H, T, Me)
) . 4,19 (2H, 7, NCH2); 1,72 (2H, m,
3p 17,15 10,69 8,16-7,12 (8H) 4,59 2,32 (4-Me) |CiioMe):'1.06 (3H. T Mo)
) . 4,20 (2H, T, NCH2); 1,70 (2H, m,
3c 17,12 10,71 8,11-6,90 (8H) 4,62 3,95 (2'-OMe) CHaMe); 1,04 (3H, T, Me)
) " 4,20 (2H, T, NCH2); 1,72 (2H, m,
3T 17,19 10,63 8,14-6,85 (8H) 4,55 3,79 (4'-OMe) CHzMe); 1,02 (3H, T, Me)
) 3,82 (3'-OMe) |4,21 (2H, T, NCH2); 1,74 (2H, m,
3y 17,18 10,62 8,15-6,82 (7H) 4,52 3,80 (4'-OMe) |CH2Me); 1,03 (3H, T, Me)
4,25 (2H, T, NCH2); 1,60 (2H, kB,
3¢ 17,21 10,70 8,10-7,24 (9H) 4,58 Oue. H apom. |NCH2-CHo); 1,39 (2H, m, CHaMe):
0,90 (3H, 1, Me)
4,22 (2H, T, NCH2); 1,69 (2H, ks,
3x 17,12 10,67 8,12-7,10 (8H) 4,60 2,33 (4'-Me) |NCH2-CH2); 1,50 (2H, m, CHoMe);
1,00 (3H, 1, Me)
4,24 (2H, T, NCH2); 1,70 (2H, s,
3y 17,25 10,69 8,15-6,86 (8H) 4,61 3,92 (2'-OMe) |NCH2-CH2); 1,50 (2H, m, CHaMe);
1,01 (3H, T, Me)
4,21 (2H, T, NCH2); 1,68 (2H, s,
34 17,19 10,60 8,18-6,83 (8H) 4,57 3,80 (4'-OMe) |NCH2-CH2); 1,49 (2H, m, CH2Me);
1,00 (3H, 1, Me)
. 4,22 (2H, T, NCH2); 1,71 (2H, ks,
3w 17,16 10,62 |8,17-6,84 (7H) 4,54 3.82 Eigmgg NCHz-CHa); 1,50 (2H, m, CH2Me);
, 1,00 (3H, T, Me)
4.27 (2H, T, NCHa); 1.64 (2H, k8,
3w, 17,13 10,60 8,14-7,25 (9H) 4,57 Oue. H apom. |NCH2-CHa); 1.36 (4H, m, (CH2)2Me);
0.88 (3H, T, Me)
4.31 (2H, T, NCH2); 1.75 (1H, M, CH);
310 17,22 10,71 8,11-7,26 (9H) 4,59 Avs. H apom. |1.52 (2H, k, NCH2CH2); 0.99 (6H, g,
2CH3)
4.32 (2H, 1, NCH2); 1.73 (2H, kB,
3a 17,18 10,64 8,12-7,27 (9H) 4,60 Iue. H apom. | NCH2-CH2); 1.40 (6H, M, (CH2)sMe);

0.96 (3H, T, Me)
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Tabsma 3
Biosioriuni BirlacTnMBOCTI CMHTE30BaHNX CIIOJNIYK
LiypeTnyHa aKkTMBHICTb ﬂpg;:l;:}ﬂgg:Ha
T |0 | sensme | %0
ceui, mp | KOHTPOIO y.0. KOHTPOJO
3a 1,90+0,22 -24 1,41+0,06 -35
36 1,85+0,18 -26 2,07+0,23 -5
3B 2,80+0,24 +12 1,53+0,21 -29
3r 1,92+0,20 -23 2,24+0,16 +3
34, 2,30+0,24 -8 2,05+ 0,12 -6
3e 2,00£0,17 -20 1,52+0,20 -28
3x 2,0810,14 -17 1,94+0,23 -11
33 2,60+0,21 +4 1,61+0,17 -26
3u 1,97+0,25 -21 2,09+0,21 -4
3i 3,05+0,22 +22 2,03+0,15 -7
3k 2,12+0,13 -16 1,96+0,26 -10
3n 3,10£0,17 +24 2,07+0,20 -5
3m 2,21+0,23 -12 1,33+0,03 -39
3H 1,80+0,12 -28 2,20+0,21 +6
30 2,32+0,31 -7 2,43+0,13 +11
3n 3,28+0,26 +31 1,78+0,09 -18
3p 1,87+0,19 -25 2,67+0,26 +22
3c 1,95+0,27 -22 1,86+0,03 -14
3T 1,50+0,24 -40 2,30+0,25 +5
3y 3,28+0,21 +31 2,16+0,09 -1
3¢ 3,60+0,27 +44 1,67+0,07 -24
3x 2,11+0,18 -16 2,03+0,09 -7
3y 2,18+0,21 -13 1,78+0,14 -18
3y 2,73+0,23 +9 1,46+0,12 -33
3w 2,00£0,16 -20 1,98+0,09 -9
3w 3,68+0,32 +48 1,78+0,07 -18
310 4,11+0,30 +64 2,05+0,04 -6
34 3,31+0,25 +33 1,87+0,12 -14
Fnotiasup, | 3,77+0,28 +51 — —
OpTodeH — — 1,24+0,05 -43
KoHTponb | 2,49+0,21 — 2,18+0,11 —

“

* — “+” — nocuneHHs; “—” — NpUrHidYeHHsa giypesy 4m Kapa-
reHiHOBOro Habpsiky No BiAHOLEHHIO A0 KOHTPOJIO, NMPUAHATO-
ro 3a 100%.

MOJIOKEHHSIX 6 Ta 4 XiHOJIOHOBOTO i (heHITbHOIO
(bparMeHTIB BiINMOBiAHO 2-MeTOKCMOEH3WIaMiniB 30,
XK,J,¢,10. [TpucyTHICTh B MOJIeKyIaX LIUX CIOJYK JABOX
ogHoTunmHuXx ABCD-cniHOBUX cUCTEM IIPU3BOAUTH
JI0 30iry pe3oHaHCHMX YacCTOT 3a3HAYE€HUX IIPOTOHIB,
BHACJIIOK YOTO iX CUTHAJIM HAATO IIIJIbHO HaKjIada-

I0ThCSI OIMH Ha OJTHOTO, 110 W YHEMOXJIMBIIIOE KOH-
KpeTHy iHTeprpeTalito (MpUHaiiMHi 6e3 3aCTOCYBaH -
Hs crneliajabHuX npuitoMmis AMP).

BB opepxxanux O6eH3mnaminiB 1-R-4-rinpokcu-
2-0Kco-1,2-TUTinpoXiHOJIiH-3-KapOOHOBUX KHUCIIOT
(3a-s1) Ha ceyoBUBIAHY (PYHKIIiIIO HUPOK BMBYAIM Ha
Oe3rnopogHux Oinmx 1rypax Baroto 180-200 r 3a craH-
JapTHOIO MeToaukolo [5]. JlochmimkKyBaHi CIIOIyKU
BBOAWINCH MEPOPAIbHO B 11031 20 MI/KT y BUIJISII
TOHKOI BOJHOI CYyCIIeH3ii, cTabitizoBaHOI TBiHOM-80.
Ax mpenapaT TOPiBHSIHHS BUKOPUCTOBYBAJIMW TillO-
tiasup [4] y ioro edpexkTuBHiit n103i (40 Mr/KT), miypes
peecTpyBaiu uepe3 4 rof.

ITopiBHSIBHMIA aHaNi3 OfepXXaHUX E€KCIIEPUMEH -
TaJlbHUX OaHuX (Tabn. 3) 3 pe3yabTaTaMyd aHAJIOTrid-
HUX BUTTPOOOBYBaHb BiAoBimHMX N-R-aMiniB 1-rinpokcu-
3-0Kco-5,6-gurinpo-3 H-niipono[3,2,1-ij]xiHomiH-2-
KapOOHOBOI KUCIOTH [2, 18] m03BOJIsI€ 3pOOUTH BUC -
HOBOK, IIO MEpeXil Bill TPUUMKIIYHMX ITipOJIOXIiHO-
JiHiB 1 go OIUMKIIIYHMX XiHOJIOHIB 3a-f y LiJIOMY
CYTNPOBOIXKYETBCS CMANOM JIiypETUYHUX BIACTUBOCTEM.
Tak, 3okpema, BCi 0e3 BUHSATKY 4-MeTUI3aMillleHi
MoxiaHi 3a,e,K,p,X BUSBWIM NOMIpHMIA aHTUIAiype-
TUYHUU edekT. [IpurHiyeHHs ceYOBUANIEHHST CITO-
CTEpIraeThes i cepell OUTbIIOCTI MPEeNCTABHUKIB TPYTTA
MOHO- Ta AMMETOKCUOEH3WIaMiliB, X04Ya y BUIIAAKY
MipoJIOXiHOJiHIB 1 HAMOUTBIIT aKTUBHUMM 3aBXAU OY-
1 came 4-MeToKcuIoximgHi. JlocuTh BUpaxeHi aiype -
TUYHi BJIACTUBOCTI MPOAEMOHCTPYBAJIM JIMIIIE He3a-
MillleHi y O€H3WJIbHOMY (bparMeHTi CIIoJyKu — 3,
1,9 i 0ocobauBO O6eH3unaMiza 1-i30aMin-4-rigpokcu-2-
0Kco-1,2-nmurigpoxiHosiH-3-KapooHoBoi Kuciaotu (310),
SIKMH 3a CIIeIn(PIYHOIO0 aKTUBHICTIO IIEPEeBUIILYE OIUH
3 HaOLIbII BXXMBAHUX AiyPETUKIB TiOTia3ua y BABIYi
HMUXYiA 103i.

TeopeTHyHOO MEPeaIyMOBOIO 10 BUBYEHHS MpPO-
TU3aNaJbHUX BJIACTUBOCTEM CUHTE30BAaHMX HaMU O€H -
3ujaMifliB 3a-s1 OCIyryBaja 31aTHICTh 4-TiIpOKCU-2-
OKCO-1,2-IUTigpoxiHOIiH-3-KapOOHOBUX KHUCJIOT, iX
eTuoBuX ectepiB [1] Ta rerapuiaminiB [17, 19] ak-
TUBHO TIPUTHIYYBaTH 3allajbHy peakililo OpraHizMmy,
B TOMY YHCJIi i Ha BBEJIEHHSI KapareHiny [7]. Bumpo-
OOByBaHHS MPOBENEHI 3a BiOMOIO MeTOAUKOIO [3] Ha
Oinux 6esnopoaHux uypax Baroto 180-200 r came Ha
MOJIeJTi KapareHiHoBOro HaOpsiKy. 3arnajleHHsI BUKJIU -
KaJlid LUISIXOM CyOIUIaHTapHOTO BBEAEHHSI B OJHY i3
sagnix jgan 0,1 mu 1%-Hoi BomHOI cycrneHs3ii Kapa-
reHiHy. beH3wiaminu 3a-s BBOOWIM BHYTPIillTHbOIILTYH -
KOBO Y BUIJISIAI TOHKOI BOAHOI CyCHeH3ii, cTabinizo-
BaHOi TBiHOM-80, B m03i 8 Mr/Kr (edeKTUBHA I103a
npenapaTty TNOpiBHSIHHSI — opTodeHy) 3a 1 roa ao
iH’eK1Iii KapareHiHy. AKTUBHICTb JOCiIXKyBaHUX CITIO-
JIyK OLIHIOBAIM 4epe3 2 roj (MakCUMyM PO3BUTKY
BUKJIMKAHOTO KapareHiHOM HaOpsKy) OHKOMETpMY-
HO. 3 HaBeAeHUX y Tabj. 3 maHUX BUAHO, 11O B
OCHOBHOMY aHTHUEKCYHATMBHY [il0 OeH3ujaamimiB 1-
R-4-rigpokcu-2-okco-1,2-aurinpoxiHoniH-3-kap6o-
HOBHUX KMCJIOT (3a-1) MOXXHa KBaJihikyBaTu sIK c1a0-
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KO BUpaXeHy, NMPUUYOMY B OKpEeMHUX BUMaakKax (Ha-
MpUKIIaa, 4-MeTua3amilleHuid amia 3p) croctepira-
€ThCSI HaBITh JOCUTh BUPaXKeHWI MMpo3anaabHUMi eeKT.

ExcnepuMeHTA/IbHA YaCTHHA

Cnektpu AMP "H cunresosannx pEYOBUH 3a-
peectpoBani Ha mpuiaani Bruker AC-300 (poGoua
yacrora ckinagae 300 MI'm). B ycix Bumagkax po3-
ynHHUK JIMCO-Dg, BHyTpilHili crangapt — TMC.

Benszunaminu 1-R-4-rigpokcu-2-okco-1,2-aurinpo-
XiHOJTiH-3-Kap0oHoBUX KACJAOT (3a-5). 3arajabpHa MeTO-
nuka oxepxanus. /o po3zunny 0,01 Mosb eTrioBoro
edipy 2 B 20 M1 AM®PA noxpatots 0,011 Monb Bin-
MOBIAHOTO OEH3UIaMiHYy 1 KUIM'ATATb 31 3BOPOTHUM
XOJIONWJILHUKOM TIpOTAToM 2 rof. PeakuiiiHy cymilil
OXOJIOMXYIOTh, HofaTh 100 MJI X0JIOAHOI BOAU i Tid-
kucmoioth HCI mo pH = 4,5. Ocag aminmy 3 Binm-

GiBTPOBYIOTh, TIPOMUBAIOTH XOJIOJTHOIO BOAOIO, CY-
mathb. Kpucramizyiots 3 IM®PA a6o 3 eraHomy (1-N-
reKCcuI3amillieHui 6eH3uaamin 3a).

BMUCHOBKHU

1. 3anmponoHOBaHO IpenapaTuBHUKI cHOCiO oaep-
JKaHHS Ta 3OiICHEHO CHHTE3 BEJIMKOI cepil OeH3MII-
aminiB 1-R-4-rigpokcu-2-okco-1,2-aurigpoxiHomiH-
3-kapOOHOBUX KMCJIOT, CTPYKTypa SIKUX OBeIeHa 3a
Joromoroto crekrpockornii IMP "H.

2. BUBYEHO BIJIMB YCiX CMUHT€30BaHUX PEUYOBUH Ha
CEUOBUBIIHY (DYHKIIIF0 HUPOK Ta Ha PO3BUTOK €KCIIE -
PUMEHTAJIbHOTO KapareHiHOBOTo HaOpsKy. Busisneni
LiKaBi CTPYKTYypHO-0i0JOTiYHI 3aKOHOMIpPHOCTI, SIKi
MOXYTh OYyTM BUKOPUCTAHI Y TTOJABIIIOMY LIJIECTIPSI -
MOBAHOMY MOIIYKY MOTEHUiHHUX AiypeTUUHUX 3aCO-
0iB XiHOJIOHOBOTIO PSIIY.
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CUHTE3 1 BUOJIOTUYECKHNE CBOUCTBA BEH3UJIAMU-
OB 1-R-4-TUAPOKCH-2-OKCO-1,2-AUTUIPOXMUHOJIMH-
3-KAPBOHOBbBIX KMUCJIOT

H.10.T'onuk, W.B.Ykpannen, B.H.KpaBuenko, E.B.KonecHuk
C LIeJIbIO BBISIBJICHHSI HOBBIX OMOJIOTMYECKH aKTUBHBIX BEILIECTB
XMHOJIOHOBOTO psifia OCYIIECTBICH CMHTE3 OeH3uIaMuIoB 1-R-
4-ruapOKCHU-2-0KCOo-1,2-IUTMIPOXUHOINH-3-KapOOHOBBIX KHC -
JI0T. VI3ydeHbl InypeTUIecKe ¥ IPOTUBOBOCIIATUTEIbHBIC CBOM -
CTBa TTOJIyYEHHBIX BEIIECTB, OOCYKIAIOTCSI OOHApy:KEHHBIC 3a-
KOHOMEPHOCTH CBSI3U “CTPYKTypa — aKTUBHOCTb”.

UDC 54.057:542.951.1:547.831.9:615.28:616.441

SYNTHESIS AND BIOLOGICAL PROPERTIES OF 1-R-4-
HYDROXY-2-0XO-1,2-DIHYDROQUINOLINE-3-CARBOXY -
LIC ACIDS BENZYLAMIDES

M.Yu.Golik, 1.V.Ukrainets, V.M.Kravchenko, O.V.Kolisnyk
To reveal new biologically active substances of quinolone series
the synthesis of 1-R-4-hydroxy-2-oxo-1,2-dihydroquinoline-3-
carboxylic acids benzylamides has been carried out. The diuretic
and anti-inflammatory properties of the substances obtained have
been studied and the regularities of the “structure — activity”
relationship revealed are discussed.



