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Hocnip>xeHHs monogunx B4eHUX

A. 1. IOpuenko

CKPUHIHr aHanreTuyHol AiT NnoXiAHUX
4-oKco(aMiHo-)XiHa30MiHY

BiHHULIbKMP HaLiOHa/IbHUT MeANYHUE yHIBepcuTeT imeHi M. I. [uporosa

KnoyoBi ciioBa: aHanretuyHa ais,
roxiaHi 4-okco(aMiHO- )XiHa30J1iHY,
AVKIogpeHak HaTpito, KETaHOB

Ockinbku mpobGseMa B3HEOOJIOBaAHHS
3aliMae OJHEe 3 IeHTPAJBHUX MicIb Yy
cydacHii MeaWIIUHi, CHOTONHI HEeHapKO-
TUYHi aHaJITeTUKMN Ta HeCTePOIigHI mpoTu-
3amajbHi Ipemapatu HaOyJu IITUPOKOTO
BUKODHUCTAHHA IX y KJiHINI nm1a dapma-
KOKOPEKIIii 60JIb0OBUX CUHIPOMIB Pi3HOTO
reresy [1]. OgHak, BpaXOBYIOUHU YaCTOTY
BUHUKHEHHS Ha TJIi BKasaHUX JiiKap-
CBKHX 3ac00iB Takux MobOiuHUX edeKTis,
fAK yJIbIlepoTeHHa nid, Hedpo-, remo- Ta
TenaTOTOKCUYHICTh, 3aCTOCYBaHHA 1X V
OPaKTUYHIN Memsumuui oOMerkeHe, a
nmomekyau i mporunokaszane [2]. Tomy
3aJIUMIAETHCA AKTYAJIBHUM HONITYK Ximid-
HUX PEUOBUH, MEPCHEKTUBHUX IJA CTBO-
peHHsA 6iabIln e)eKTUBHUX Ta 0€3MEUHUX
3HeOOJIIOIUNX IIpernaparis.

Amnaisyioun mani HayKoBoOi JiTeparty-
pu, yBary IpUBepHYJU HOBI moxigHi
4-okco(amino-)xiHasosiny 3 Iepedpo- Ta
CTpecIpoTeKTopHO0 mieo [3] Ta moBenme-
HOI0O HU3BKOIO TokcumuHicTio [4]. Takrox
BijoMo, I0 IXHI CTPYKTYpHI aHajIoru —
noximui (3-R-2 okco-2H-[1,2,4]rpiasuHo-
[2,3-c]xiHazonin-6-i1) KapOOHOBUX KWUC-
JIOT, € HOCiAMHU aHaJTeTHUYHOI aKTHUBHOCTI
[6]. IIIupokwuii hapMaKOJOTIiUHUIN MMOTEH-
IiaJ CIOJIYK IIbOTO KJacy OAa€ MicTaBy
croxiBaTHCh HAa HAABHICTL y HUX 3HeOO-
JoUoi mii, 1Mo # cTajo MmifACcTaBOIO IJIs
IPOBEJIEHHS JTAaHOTO JOCJIiPKeHHS.

Hns mochimsxkenns B3aTo 18 opwuri-
HaJIBHUX NOOXimHUX 4-okco(amiHO-)XiHa-
3ouiny (ixHi JslabopaTopHi mudpu HaBe-
IeHo B Tabamii), CHUHTEe30BaHUX Ha
kadenpi dapmaresrTuunoi ximii 3armo-
Pi3BKOro Jep:kaBHOTO MEIUYHOIO YHi-
BEPCUTETY IIiJ KePiBHUIITBOM mpodecopa
C. I. KoBasnenka.

Mema 0OocaidxiennHs — BCTAHOBUTU
HasgBHICTH Ta OXapaKTepU3yBaTU CTYIIiHb
aHAJTEeTUYHOTO ederTy MOXigHUX
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4-okco(aMiHO-)XiHABONIHY, BUABUTU CIIO-
JIYKU-JIiIepU, TPUJATHI A IOTJINOJIeHO-
TO BUBUEHHA IXHiX (apMaKoJOTiuHUX
BJIACTUBOCTEI.

Marepianaun ta meromu. ExcnepumeHTH
IPOBENEHO HA HENIHINHUX Iypax-caMu-
nax, macow 160-250 r, aKuUX yTpUMYyBaIn
y BiBapil BimHHWIBKOrO HaAIiOHATIBHOTO
mexuuHOro yHiBepcutery imeni M. I. ITupo-
roBa Ha CTaHAZAPTHOMY BOJHO-XapuyOBOMY
palioHi npu BiILHOMY JOCTYIi 0 BOAM Ta
i3ki. KoyKHY DeYoBMHY HOCTiIKyBaaud Ha
rpyni TBapuH 3 7 ocobuH y nosdi 10 mr/xr
(B3ATO eMOipWuYHO), IPU BHYTPiITHbOUE-
peBuHHOMY (B/4) yBezeHHi. Ik pedepeHc-
mpenapaT BHUKODPHCTOBYBaJM aMIyJbHI
posunau 2,5 % agukigodeHarKy HaATpiio
(«Hemofarm» AD, Cepb6ia) Tta 0,3 %
kKeranoBy («Ranbaxy  Laboratories
Limited», Iugia) y Takiii camiit mosi.

Amnanresyiouy [mito [gocCJimKyBasu Ha
Mozesi 60JIBbOBOTO CHHADPOMY, BUKJINKAHO-
IO TePMiYHUM IIOAPA3HEHHAM y TECTi 3aHYy-
PIOBaHHA XBOCTa IypiB y Trapady BOLY
50 °C [6]. Bueboao0uy Iif0 KOKHOI pedo-
BUHU OIIiHIOBAJIU 3a IIOKA3HUKOM MAaKCHU-
MaJIbHOTO  30iJIbIIIEHHAM  TpPUBAJOCTi
JIATEHTHOT'O Iiepiofly HOIIUIIEIITHBHOI'O
edpexry Ha 30-ii abo 60-ii XB mmicas BBe-
IEeHHS OOCIIIMKyBaHMUX CIONYK y % Bim-
HOCHO IIOYAaTKOBOT'O IIOKa3HWKA, MPUNIHA-
Toro 3a 100 %.

IMudpoBi mami 006po6AAIU METOIOM
BapiamiiHoi cTaTUCTUKM 3 BUKOPUCTAH-
HaMm t-kpurepiio Cr’iomenTta. Biporizg-
HUMW BBaXKAJIW 3MiHW NOKAa3HUKIB mpu
P <0,05[7].

PesynapratH Ta ix oOroBopenHs. I3
JaHWX, HaBeIeHUX y TabJuuIli, BULHO, IO
Ipy OJZHOPAa30BOMY BBeJeHHI IIypam
JNOCJIiPKyBaHUX CHOJYK y mosi 10 mr/xr
B/4 moAi6HO 10 pedepeHc-IpenapariB cmo-
crepiraerbcsa 30iJBIIEHHA TPUBAJOCTL
JIATEHTHOTO IIepiony 00Jb0BOI peakririi
TBapUH BiHOCHO (OHOBOTO IIOKA3HUKA,
10 MOKe OyTH 03HAKOIO HASBHOCTI aHaJ-
TeTUYHOTO e(eKTy.
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Tabauisa

Ananzemuuna axkmuénicmd noxionux 4-oxco(amino-)xinasoniny (M * m, n =7)

Wnodp Ao3a JlaTteHTHMiA nepiop 60N1bOBOT peakuir,
cnonyk Mr/Kr, B/O % BiAHOCHO NOYaTKOBOI O NOKa3HUKa
MK-66 10,0 +169,6 £ 18,9*#
MK-176 10,0 +128,0 £ 18,6*#
MK-195 10,0 +126,4 £ 12,2*#
MNK-199 10,0 +96,0 £ 25,4*
X-1 10,0 +88,2 £ 19,4*
MK-51 10,0 +74,4 £ 20,8*
MK-53 10,0 +73,0 £ 25,2
MK-157 10,0 +73,0 £ 23,5*
MK-193 10,0 +71,4 £21,2*
MK-166 10,0 +66,5 £ 22,5
MK-210 10,0 +50,9 +6,0*
MK-32 10,0 +47,4 19,3
MNK-41 10,0 +46,0 £ 11,9*
MNK-103 10,0 +44,20 +4,68*
MNK-205 10,0 +37,0 £7,5*
MK-42 10,0 +30,0 £5,9*
KetaHoB 10,0 +144,0 £ 2,4
IunknodeHak 10,0 +80,40 + 1,95*

ITpumimka. *P < 0,05 6i0nocHo nowamro6ozo ((ponosozo) noxasnuxa; #P < 0,05 6i0H0oCHO JukaOpenaKy.

HaiiepexTuBHimumMu BuUABUIUCA
noxigui 3 jabopaTopHUMEU Iudpamu
ITIK-66, IIK-176 Ta IIK-195, aki sa
BEJIWUYUHOI 3HEeOGOJIIYoro ederTy
OPaKTUYHO 3icTaBIAJIMCH 3 KeTaHO-
BOM, INEPEeBUINYIOUU [il0 AUKJIOMEHAKY
"HaTpiro. Ha Tai BKasaHumx mOOXigHUX
4-okco(amino-)xiHa30JIiHYy cmocTepira-
Jau 30iJBINIeHHA TPUBAJIOCTI JaTEHTHO-
ro mepioay 60ap0BOI peakIrii BigHOCHO
MOYaTKOBOTO TOKa3HUKAa BiAOOBigHO

Ha 169,6 %; 128,0 % Ta 126,4 %
npotu 144 % mnig BOJIUBOM KETaHOBY
ta 80,4 % wHa Tai pguKIodPeHaAKY

HaTpir. [lelo MeHINNI 3a BEJIMUYUHOIO
3Hebo/I0I0OUN edeKT cmocTepirascs
OiJg BOJIUBOM CHOJIYK 3 JIAGOPaTOPHUMU
mudppamu ITK-199, IIK-51, IIK-53,
ITK-157, ITK-193, IIK-166 Ta X-1, aki
3a e()eKTUBHICTIO B JaHOMY €KCIIepHU-
MEHTi CIiBCTaBJIAJUCHL 3 JIUKJIODeHa-
KoM (Tabu.).

3Hebo0I0Ya AiAd PeIITH JOCJIiIKyBa-
HUX PEUOBUH OyJia 3HAUHO MeHIoo. [Ipu
IIbOMY BOHHU IIOCTYIIaJICh SAK KETAHOBY,
Tak i fuKJI0o(PeHaKRy HaATpPiio.

OriHol04YM pes3yJbTaTU IIPOBEIEHOTO
IOCTi;KeHHA, MOKHA B3a3HAUYUTHU, IO
CHOJIYyKaMU-JilepaMu 3a CTyIleHeM aHaJ-
reTUYHOTO e(deKTy B JaHOMY €eKCIepu-
MEeHTi € peuoBMHU 3 JiabopaTOPHUMU

mudppamu I1K-66, IIK-176 Ta IIK-195,
Aki B gosax 10 Mr/Kr B/0 BiporigHO mepe-
BepHIyBaJid [Oil0 AUKJO(GeHaKy HaTpiio
(10 mr/xr B/4) BigmoBigmo y 2,1; 1,6 Ta
1,6 pasy Ta Oyau OausbKi 10 edexTy
ketanoBy (10 mMr/Kr B/4).

Came 11i cmosiyKu oOpaHO IJiA TMOAAJb-
II0T0, OiJNBIN IIMOOKOr0 BUBUEHHS IXHIiX
aHaJITeTUYHUX BJIACTUBOCTEN Ta MeXaHi3-
MiB mii.

BucHoBku

1. Ha wmozeai 6o, BUKJIMKAHOI'O
TePMiUHUM IIOAPA3HEHHSAM B IIy-
PiB BCTaHOBJIEHO, II0 NOXiTHUM
4-okco(amiHo-)xiHaszosiny mnpura-
MaHHa 3HeboJrouYa Aid, 1110 B Hali-
OiNBIIIOMY CTYIIEHI IIpoABUJIACA B
CIIOJIYK 3 JJabopaTopHUMHU ImudpamMu
ITK-66, IIK-176 Ta ITK-195.

2. 3a crymeHeM aHAJTETUUYHOTO e(eKTy
cuooayku IIK-66, ITK-176 ta ITK-195
y mosi 10 Mr/Kr B/4 6J1U3BKi 0 Kera-
HOBY (10 Mr/Kr B/0), BiporigHo mepe-
BUIYIOUN JOUKJO(QEHAK: TPUBAIICTH
JIATEHTHOTO Irepiofy 60Jib0BOI peax-
il Ha IXHBOMY TJIi 3pocJia BiAIOBiA-
HO Ha 169,6 %, 128,0 %, 126,4 %
mpotu 144 % (xeranoB) Ta 80,4 %
INKJIO(MEHAK) BiJHOCHO IIOUYAaTKOBOTO
TIOKa3HUKa.

90

®apmakonoris Ta nikapcska rokcukonoris, No 2 (33)/2013



1. Biktopos O. [1. Mpobnemn 3aCTOCYBaHHS aHANrEeTUKIB-aHTUMIPETUKIB BiAMOBIAHO OO KPUTEPIiB ix
6e3nekn / O. . Biktopos, B. I. Kyyep, O. B. Kawyba // YKpaiHCbK1iA pEBMATONOrIYHWIA XypHan.—
2006.— Ne 2 (24).- C. 4-9.

2. HecTepoigHi npoTusananbHi npenapaTtn: epeKkTUBHICTb, AOCTYMHICTb, MPUAHATHICTb AN19 NauieHTa /
YekmaH I. C., Biktopos O. M., lfopyakosa H. O. [Ta iH.] // ®apmakoHarnsag 3a 6e3nekol 3acTocy-
BaHHsA.— K.: Monirpad nnioc, 2011.- 117 c.

3 Xopakiecbkuii O. A. HelponpoTekTopHa fAis noxigHux 4-okco(amiHo-)xiHa3oniHy npu ekcre-
PUMEHTaNbHIN iWwemii rofoBHOro MO3Ky: aBToped. Auc... kaHa. med. Hayk: 14.03.05 /
O. A. Xopakiscbkuin; Ogec. aepx. men,. yH-T.— O., 2009.- 21 c.— ykp.

4. MNMaenos C. B. LlepebponpoTekTUBHA aKTUBHICTb MOXiAHWX (4-0Kco-4-H-xiHazoniH-3-in)-ankin (apwn)
KapOOHOBUX KMUCNOT B yMOBax iMMOOini3auiiHOro ctpecy : aBtoped. OuC. Ha 3400yTTS Hayk.
CTyneHs kaHa. men. Hayk : creu. 14.03.05. «dapmakonoria» / C. B. Maenos.- K., 2007.— 17 c.

5. CKpUHIHI aHanreTUyHoi akTMBHOCTI B psagy noxiaHux (3-R-2-okco-2H-[1,2,4]TpuasnHo-[2,3-c]
XiHa30niH-6-in) kap6oHoBux kucnot / I |. CtenaHtok, H. I YopHoieaH, C. |. KoBaneHko [Ta iH.] //
®dapmakornoris Ta nikapcbka Tokcukonorig.— 2011.— Ne 1 (20).- C. 52-54.

6. JlekapcTBeHHble cpeacTtBa. buockpuHuHr: nop pea. A. B. CtedaHosa.— K.: ABumueHHa, 1998.—
C. 56-58.

7. Jlanay C. H. Ctatuctuka B Hayke 1 6usHece: npaktndeckoe pykosoactso / C. H. Jlanauy, A. B. Hy6eH-
Ko, M. H. Babwuy.- K.: MopwuoH, 2002.- 640 c.

A. U. IOp4yeHKkO
CKPUHUHI aHaNbreTU4eckoin akTUBHOCTU B pAY NPOU3BOOHbIX
4-okco(aMuHO-) XMHa30/IMHA

B onbiTax Ha nabopaTopHbIX Kpbicax Ha MoAeny 6051 (TepMUyeckoe pasapaxeHne — TECT NorpyXeHus
XBOCTa) YCTAHOBJIEHO, YTO AJ1s1 UCCIelyeMbIX BELLECTB XapakTepHO aHanbretnyeckoe aencreme. Ha ato
yKasblBano (aHanorMyHo BAUSHMIO AMKNOdEeHaK HaTpUs 1 KeTaHoBa) yBENNYEHMEe NPOLOIKUTENIbHOCTU
naTteHTHoro nepuoaa 6051eBo peakLmm 0THOCUTENTIbHO GOHOBOrO NokKasaTesis Nociae 0OAHOKPATHOrO BHY-
TPUOPIOLMHHOIO BBEAEHUSI UCCNEAYEMbIX COEAMHEHNI B OPraHnU3M XMBOTHbIX B fo3e 10 mr/kr. Hanbo-
nee addeEKTUBHLIMUN OKa3anCh BellecTBa ¢ nabopatopHbiMu wndpamm MK-66, MK-176, MK-195, koTto-
pble Mo BeJNYMHE aHaNlbreTUY4ecKoro OeNCTBUS CTAaTUCTMYECKM 3HAYMMO MPEBOCXOAMN AMKnodeHak
HaTpus 1 OblIM COMOCTaBMMbI C KETaHOBOM. [laHHble NPOn3BOAHbLIE MPEACTABASIOT UHTEPEC ANA Aallb-
Hewwero, 6onee rnmybokoro naydyeHuns nx GapmMakonormieckmx CBOMCTB.

KntoyeBble c/ioBa: aHaibreTn4eckoe AeicTBUe, rnpon3BoaHbIE 4-0KCO (aMUHO-) XMHA30/IMHa,
AVKIopeHak HaTpusi, KeTaHOB

A. I. Yurchenko

Screening of analgesic action of 4-oxo (amino) quinasoline derivatives

On the model of pain in rats (the thermal irritation of tail) found that analgesic effect is inherent in the
derivatives. This was indicated by the prolongation of the latent period after a single injection of the
substances to the animals. The greatest analgesic activity was detected in compounds with laboratory
code PC-66, 176, 195 prevails to the efficiency of sodium diclofenac and close of ketanov. Marked
derivatives are of interest for in-depth study of their pharmacological properties.

Key words: analgetic activity, derivatives 4-oxo (amino-) quinasoline, sodium diclofenac, ketanov
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