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IIpoBeneHo ekcriepUMEHTaIbHI TOCTIHKEHHS 31 CTBOPEHHS PEKTAIBHIX CYITO3UTOPI{B 3HEOOTI0I0YO] 1 Kap03-HIKYI0YO] i1 3 HOBOIO
010JI0TIYHO-aKTHBHOIO PEYOBHHOIO, KA € TIOXITHUM 130HIKOTHHOBOI KUCIOTH. BUBUEHO BIUIMB Pi3HUX JIMOQITBHAX OCHOB Ta TUITY i
KIJIBKOCTI IIOBEPXHEBO-aKTHBHUX PEYOBHMH HA KIHETHKY BUBUIBHEHHs CyOCTaHIIT i3 cyno3nTopiis. Bubpano, ontuMaibHy OCHOBY JUIS
3aIPOIIOHOBAHUX CYIIO3UTOPIIB.

ITpoBeieHbI SKCIIEPUMEHTAIIBHBIC HCCIICIOBAHUS 110 CO3/IaHHI0 PEKTAIIBHBIX CYIIO3UTOPHEB 00€300IMBAIOIIETO JSHCTBHS C HOBBIM
OMOJIOrMYECKHU-AKTHBHBIM BELICCTBOM, KOTOPOE SIBJISCTCS IIPOM3BOAHBIM (DCHUIIETHIIAMUHA N30 HUKOTHHOBON KUCIIOTHI. MI3y4eHo Bius-
HHE Pa3JINYHbIX JTUMOQHIBHBIX OCHOB, THUIIA U KOJINYECTBA IIOBEPXHOCTHO-aKTHBHBIX BEIIECTB Ha KHHETHKY BHICBOOOXKICHHS CYOCTaHIINH
U3 CYNIIO3UTOPHEB. BbIOpaHa, onTHMabHasi OCHOBA [UIsl TPEIOKCHHBIX CYIIITO3HTOPHUEB.

Experimental research on creating rectal suppositories of analgetic action with a new bioactive substance, a deriva-tive substance of
phenylethylamine of isonicotinic acid, has been carried out.

Influence of various lipophilic bases, influence of type and quantity of surfactants on kinetics of substance release from suppositories
has been studied. Optimal base for the said suppositories has been selected.

Pi3HOMaHiTHiCTI> JKyBaTbHUX BIIACTUBOCTEH Ipenaparis  pitenconi W 35, Maciti kakao. /103y akTUBHOT pedOBHHH BH3-
rpynyu HeHapKOTHYHKX aHanbreTukis (HHA) i HecTe-  nadeno Ha mincTapi hapMakoNOriyHKUX 10CHikeHb. BAP BBO-
poinHMX mpoTu3ananbHux 3aco6is (HI133), a Takoxk BeMMKa  nuiu y posniapiieHi OCHOBH Y BULIISIL APiOHOAMCIIEPCHOTO
TIOMMPEHICTh KIIHIYHUX CUTYAIlil, e BOHM €()EKTHBHI, BUBE-  10polnKy. OjiepkaHy Cylo3HTOPHY Macy IepeMilllyBaju Ta
JIM iX B PO3PSAJL JTIKiB, IKi HAHOLIBIN ITMPOKO BUKOPUCTOBYIOTh-  1103YBalli Y KOHTYPHY YapyHKOBY YIIAKOBKY MacoIO 110 2 T.
cs1. [1po Te, BaKITMBUM aCTIEKTOM BJKUBAHHS IIPETIapaTiB TaHOT Hocimkennst BuBinmbHeHHst BAP 13 cymo3uTopiiB mpoBoIu-
TPyNH € OE3MEYHICTB, IO XapaKTEPU3YEThCS CHIBBIHONIEH- 111 METOJIOM ,,arapOBHX IIATIBOK, 3aCHOBAHOr0 Ha Andy3il
HsIM KOpUCTh/pu3uK. Lle Bu3Hauae HEoOXiJHICTh IOLTYKY HO- JKapChKOi PEYOBMHH B arapoBe CEPEOBHUIIIE P J01aBaHHI
BUX 0i0JIOTIYHO-aKTHBHUX i Oe3mednux peuoBuH [1-3]. 10 HBOTO peakTUBY, AKHil Ja€ KOILOPOBY PEAKLIIO IPH B3aE-
ITepcneKTMBHUMY y IILOMY HANPSMKY € MOXI/IHI aMifliB HIKO-  Mozi{ 3 aKTHBHOIO PEYOBHHOIO [8-9]. Y 1aHOMy BUIAAKY Iil0-
THHOBOT Ta i30HIKOTUHOBOT KUCJIOT [4-5]. ¥ 3B’ 3Ky 3IIMM HAMM ~ ya pe4yoBMHA, L0 BUBLIbHANACA i3 CYNO3UTOPIiB,
CHHTE30BaHO 25 HOBUX I€TEPONMKIIYHUX CHCTEM 3 JTAHOTO  jmudyHAyBana B arapoBuii map i 3 posuunom dpepymy (I11)
Py CTIONYK, CEPeJl SKUX 3HaiIeHa 010/10T19HO-aKTUBHA PE-  XJIOpUTy YTBOPIOBAJIA 30HY, 3a0apBIEHY B OPaHKEBHIA KOIIp,
yosuHa (bAP), 110 BUABIIsi€ aHATBTETUYHY 1 KAPO3HUIKYIOUY  ska 3 YacoM 3MiHroBanacs Ha Oypuii [ 10]. Hiamerp 3ab6apsie-
A0 Ta BiIHECEHA [10 IPAKTHYHO HEWIKIUTMBHX [6]. HOi 30HM (d MM) JUIs KOKHOTO 3paska BUMIproBaiu uepes |
IIpu cTBOpEHHI JliKapChKUX 3aCO0IB BEJIMKE 3HAYEHHSA MA€  TOAMHY MPOTATOM 6 rofauH. EKCIIEpHMEHT MPOBOAMIN PU
BUOIp LLIAXy iX BBENIEHHs Ta BUMLY Jikapchkoi opmu [7]. [Ipo-  temmeparypi (37+0,1) °C.
BEJICHUI aHAJI3 JIITEpaTypHUX JKEepe mokasas, mo HHA i PE3VJIBTATH TA iX OGIT'OBOPEHHSI
HIT33 cuctemuoi il B YkpaiHi iCHYFOTb IIEPEBaXHO Y BUIISII J1ist po3po0IIFOBaHUX CYIIO3UTOPITB OarkaHO Oys10 BUOpaTu
TaOJIETOK, TPaHyIl, pase, Karcyll, PO34HHIB JUIs i eKIiil. AJle  ocHOBY, IO CIIOYATKY Ma€ 3aTHICTh 0 HETaiHOro, a Aami
BMKOPHCTaHHs JIiKiB Li€l rpyIH y BUIVIAL PEKTAIbHUX CYTIO-  TIpOJIOHIOBAHOTO BUBiNbHEHHs1 BAP B HeoOXinHiil Teparnes-
3UTOPITB 3aB/IAKH iX CyTTEBUM IlepeBaraM fepes 3a3Ha4eHt-  TuuHil koHenTpaii [ 11-13]. Pesynsratu 0ciiTKkeHb Ope-
MU JliKapchbkuMu opMamu Oinbin pouinbHe. KpiM Toro,  crapmeni na puc. 1.
pekrainbHi cynozutopii 3 HHA 1 HI133 Ha BiTumznsiHOMY (ap-
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Sx BugHO 3 puc. 1 yepes | roauHy Bif MOYATKY AOCIiTY
CTymiHb TUdY3ii cyOcTaHIii 3 Macia Kakao, TBEPAOTO KUPY i
Bitercoiy W 35 oJHaKOBO HE3HAYHHMIA - TIaMeTPH 30H 3a0ap-
BiIeHHS cK1agaroTh 0,52 MM, 0,70 MM, 1,21 MM, BignosigHo. 3
9acoM KiHETHKa BUBITBHEHHS JIFOY01 PEUOBUHH 3 TOCTIIKY-
BaHUX JIIMO(MITBHUX OCHOB CYTTEBO BIIPI3HAETHCS MiXK COOOTO.
Tak, 3 macna kakao BAP npaktnuao He AudyHIyeE - 32 6 TO-
JIMH TIPOBEJICHHS IOCITi Ty JliaMeTp 30HU 3a0apBIICHHS JOPiB-
Hioe 2,10 mMm. Bupinsaenus BAP 3 TBepnmoro xupy
Bi0OyBA€THCS MOBLIBHO 3 TIOCTYTIOBUM 3POCTAHHSM, ajle HE B
JocTatHii Mipi. Ha ocTaHHIO TOIMHY TPOBEIEHHS JOCIILY
JiamMeTp 3a0apBJICHOT 30HH BiIMIYa€ThCs Ha mo3Haull 8,41
MmM. KiHeTnka BUBUIbHEHHSI JIIF0401 pe4OBHHH 3 BiTericoiry W
35 HOCUTB 30BCIM IHIIMI XapakTep. 3a 2 TOAMHH POBEICHHSI
EKCIIePUMEHTY CTYIIHb 1 BUBUILHEHHS 3 11i€1 OCHOBU B 2,5
pa3u OUIbLIMI HX 3 Macia Kakao 1 B 2,56 pa3n MEHIIHH HiX 3
TBEPJI0r0 XHPY 3a Toi ke yac. [lani, Ha 3 TOIUHY - CTYIIiHb
Jdy3ii aKTHBHOT pe4OBHMHH ITiIBUIYEThCS - 11ie B 2,43 pasmu,
a Ha 4 roIMHY AiaMeTp 30HH 3a0apBieHHs qocsrae 10,78 mu,
1o B 7,7 pa3u nepesuiiye cryninb audysii BAP 3 macuna ka-
kao 1B 1,48 pasu - 3 TBepmoro xupy. [lepexin akTHBHOT pedo-
BUHHM y Au(y3iiiHE CepeIOBUILE ITPOTSITOM OCTaHHIX 2 TOIUH
YIOBUIBHIOETHCSI, aJIe BCE XK Taku 3pocTae 10 11,63 mMm.

[TincymoByrouM ofieprkaHi JaHi CIIijT BiJ3HAYHTH, IO 3a3HAa-
4eH1 JIino(iJIbHI OCHOBH HE 3a0€311eUyI0Th 3310BIILHOTO BU-
BinbHEeHHS BAP, sike XapakTepHe Ju1s JTiKiB 3HE00IIO0YOT il
Tomy 10 ckItay npenapaTy MOXKIMBO BKJIIOYATH JOTIOMIXKHI
PCYOBHHH, SIKi MOTJIH O BIUTMBATH Ha [IEH IIPOLIEC Y BiIMOBII-
HOMY HAampsIMKY.

B poGoTax 6araTbox HayKoBIIiB 3a3HA4€HO, 1110 TOBEPXHE-
Bo-akTHBHI peuoBunu (ITAP) 31aTHI 3HMKYBaTH OBEpXHE-
BHH HATAT MK OCHOBOIO 1 CITM30BOIO OOOJIOHKOIO MPSMOT
kuiky. Lle Mmosxe noseriryBati An(y3ito aKTHBHUX PEUOBUH
Yyepe3 TKAaHWHM | CIPUATH HAWO1IBII IIBUIKOMY Ta TIOBHOMY
X BUBUIbHEHHIO Ta BCMOKTYBaHHI0. OiHaK, Takuii epexT BU-
SBISIETBCS 110 PI3HOMY JUIs KOSKHOTO TIperiapaty. Bin 3aue-
JKUTP BiJl BIACTUBOCTEH JIIKapChKO1 pEYOBHHU, KUTBKOCTI Ta
TUTY eMyibraropa, tomo. Kpim Toro, [TAP 3a6e3nedyroTh
BHCOKHI piBEHb TUCIIEPCHOCTI JIIKAPCHKUX PEUOBHH, 1110 7103~
BOJISIE IIOTIEPEKYBATH 1X CEAMMEHTAII0 y CYNO3UTOPIfX,
SIKIIIO BOHU € CyCTIeH31HHUMH cucTemamu [11-13].

[Ipu BuGopi [TAP, Hacammepen, BUBYAIH 3AaTHICTh EMYITh-
raTopiB 10 YTBOPEHHS 3 JTaHUMH OCHOBaMH TOMOTEHHHX Mac
MIPOTITOM TPHUBAJIOTO Yacy. B po3miiaBieHi OCHOBH Jo1aBaIH
1 % abo 5 % emynbsratopy Ne 1, emynsraropy T 2, iy 80 i
IS IepeMIIITyBaHHS Bi3yaJIbHO OI[IHFOBAIH 1X 30BHIMIHII
BUTIISII. BusBneHo, 1o npu 3MilTyBaHHI Macia Kakao 3 5 %
TBiHy 80 Ta emyneraropy T 2 yTBOPIOETHCS CTiHKa MiHA, TOOTO
BiOyBaeThCs aeparis mpoaykry. Lle Moxke cripoBOKYyBaTH
3MiHY PEOJIOTIYHUX BIACTUBOCTEH CHCTEMH, OKUCIICHHSI, MO~
ripmeHHs cTabiIpHOCTI y iporieci 30epiranus. Tomy 11i KoM-
MO3UIIiT OYyJI0 BUKITIOUEHO 3 €KCTIEpUMEHTY. [HIITI KOMTIO3HIIiT
YTBOPIOBAJIM TOMOTEHHI MacH MPOTITOM TPUBAJIOTO Yacy i
OyJIi BUKOPUCTAHI JIJIsI TOCIT PKEHb.

I'padikm 3a1€KHOCTI BUBLILHEHHS! aKTHBHOI PEYOBUHH 3
ninodiapHUX OCHOB y pucyTHocTi [TAP Bix acy nianizy Ha-
BeJICHI Ha puc. 2-5.
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JaHi, mpeacrasiieHi Ha puc. 4.2 cBiT4aTh, MO JI0IaBaHHS
emyneraropiB T 2 i TBiHy 80 mpakTH4YHO HE BIUIMBAIOTH Ha
BuBiIbHEeHHsI BAP 3 Macia kakao. [ludys3is cyOcTaHiii 3 oc-
HOBH, 110 MiCTHTb eMyibratop Ne 1, 3HaYHO TTOKPAILy€ThCS
TIPY 3pOCTaHHI HOT0 KOHIIEHTpAIlii, 0/HaK Bi0yBa€THCS MO-
BisbHO. Yepes | romuHy Bij MOYaTKy €KCIEPHUMEHTY 3 KOM-
no3uii i3 BmicroMm 1 % emynbraropy Ne 1 crymins 11 mudysii
6inbnr B 4,14 pasu, a 3 koMI1o3uii i3 BMicToM 5 % emyibraro-
py Ne 1 - B 8,37 pasu y nopiBHsSIHHI 3 MaclioM Kakao. [TpoTs-
rOM HACTYIHHUX 5 TOAWH NPOBEIEHHS IOCHiy CTYIiHb
BUBLIBHEHHS aKTUBHOI PeYOBHHH 301bIIyeThCs 1€ B 4,00 Ta
2,64 pa3u, BiMOBITHO.

o crocyerncest BuBinbHeHHs: BAP 13 cyno3uTtopiiB, Bu-
rOTOBJICHUX HA OCHOBI Bitenicoay W 35 1 [TAP (puc. 3), To B
3aJIe)KHOCTI BiJ KOHIEHTpamii TBiH 80 moripmiye KiHIEBY
CTymiHb nudy3ii cyocTanmii B 3 13,5 pasu, a emynsrarop T 2 B
1,411,55 pasu y mopiBasHHI 3 BitericomoM W 35. ITpu Buko-
pucranHi emyinsraropy Ne 1 mpotsrom nepimx 3 rouHA 10c-
JIDKEeHb CTIOCTEePITacTHCs IHTCHCHBHE BUBUTbHEHHS aKTHBHOL
PEUOBHHH: JTiaMeTPH 30H 3a0apBIICHHS MAIOTh 3HaUYeHHS 8,50
MM (1 % ITAP) 110,28 mm (5 % ITAP), o nepeBuiiye nanuii
nmoka3HuK 3 BiTerncony W 35 B 2,57 13,45 pa3u, BiANOBIIHO.
UYepes 4 roguun giametp 30H andy3ii cyOcTaHii 3 BiTEncoty
W 35 Ta #ioro komrmo3uuii 3 eMmynsraropom Ne 1 mpakTuaHO
OJTHAaKOBHI, /10 3aBEpILIEHHS eKcriepuMenTy | % emynbraro-
py Ne 1 cripusie 3MeHIICHHIO, a 5 % - 30UIBIICHHIO TiaMeTpy
3a0apBieHoi 30HM Maibke B 1 pa3 1Mo BiITHOMIEHHIO JI0 BiTeIl-
comy W 35.

BusimHenHs: BAP 3 TBep1oro Kupy Big0yBaeThCs HACTYII-
HUM YHHOM (puc. 4). Ilpu BBeeHHi 10 Horo TBiHY 80 mudy-
3151 aKTUBHOT peYOBUHM HaliMeHIa. KiHeTnka BUBITbHEHHS
cyOcTaHIii 3 koMro3uMii TBepaoro xupy i | % emymsratopy
T 2 ta TBEp0TO XKUPY AYy’KE CXOXKI, & HASIBHICTH B TBEPIOMY
xupi 5 % emynsraropy T 2 B 1,2 pasu 30inbirye ii nepexin y
miamizat. [IIBuaKicTh Ta TOBHOTA BUBUTBHEHHS AIFOY01 peUo-
BUHU 13 CyNO3UTOPIIB y mpucyTHOCTI emynbraropy Ne 1 ictot-
HO BHINA, HIX 13 CYIIO3UTOPIiB, BUTOTOBJICHHUX 3 J10/IaBaHHIM
irmmx [TAP. Ctyniae qudy3ii BAP 3 TBeporo Kupy B 3aex-
HOCTI BiJl KOHIIeHTpawii emynbraropy Ne 1 Bxxe uepes 1 rou-
HY BiJ mouatky nocuiay 30uibiyerses B 11 (1 %) 18 12 pasis
(5 %). 3a yac nmpoBeIeHHS EKCIIEPUMEHTY JliaMeTPH 30H JIU-
(y3ii cyOCTaHIIIT JOCATal0Th HAWOTBIINX 3Ha4YCHB 13,40 MM
(1 %) 114,57 mm (5 %) 1 HECYTTEBO BiPI3HIIOTHCS MIXK CO-
00t10. 3a3Ha4yeHe 3yMOBWIIO JIOLUIbHICTh BUBUCHHS BIUIUBY 3
% uiei I[TAP na BuBinsHeHHS BAP 3 1anoi ocHoBu. Pesynera-
TH JOCIIiDKEHHS TT0OKa3ajd, o KiHeThka audys3ii mpu BBe-
nerHi 3 15 % emynberaropy Ne 1 10 TBepmoro xupy Maiixe
inenTmaHAa. e, IMOBIPHO, ITOSCHIOETHCS THM, IO 5 % eMyITb-
raropy Ne 1 3011bI1y€ B’SI3KICTH TBEPAOTO KHPY, IO YIIOBIITH-
HIO€ BUBUTEHEHHS BAP.

SIK BUJTHO 3 pHC. 5 1OCHIJDKYBaHI CyIO3UTOPIT XapakTepH-
3YIOTBCS PI3HOIO IHTEHCHBHICTIO BUBLIBHEHHS aKTHBHOT pe-
4qoBUHH. [TAP y nesikux BuInaakax 3aTpuMyIOTh IIBHKICTD 1
MoBHOTY Jdy3ii cyOcTanmii 3 JaHUX JTiMo(IIBHUX OCHOB.
Oco0:11BO 11€ TOMITHO ITPX BUKOpHCTaHHI TBiHY 80, MeHII -
emynberaropy T 2, 110 CBITUMTB ITPO HEJOIIIBHICTS iX BBE/ICH-
Hs JIO0 CKJIaly pO3pOOIIIOBAHOTO MpeTapary.

Emynbrarop Ne 1 BUSIBUB MOTEHITIFOIOU M BIUTUB HA BUX1THY
cTymiHb BuBUTbHeHH BAP 13 Beix mocigaux 3pa3kiB. Haiibi-

JIbIITa 30Ha AAQY3ii aKTUBHOT PEYOBIHH BiIMIYa€THCSI TS TBEP-
JIOTO JKHpY TIpH KOHIeHTpatlii 3 abo 5 % emymnsraropy Ne 1.
[eperary Oyio HalaHO KOMITO3HIIIT 3 BMiCTOM 3 % eMybraro-
py Ne 1, Tak sik Taka KOHIICHTPALisl JOCTaTHs TSt 3a0¢3TICUCHHS
ONTHMAIBEHOTO BUBUIbHEHHS JIIKapchKoi peuoBuHH [ 13-14].

BHUCHOBKHU

IIpu po3pobui ckiramy Cymno3uTopiiB 3HEOOMIOBAIBHOT 1 Kapo-
3HIDKYI0YO1 21ii 3 HOBoto BAP B tociinax in vitro TocitiyKeHO BILTHB
Pi3HUX JiNOGITBHUX OCHOB (TBEPIOTO XKUPY, Biterncony W 35, Macia
Kakao), tumy i kiapkocti [TAP (emynsratopy Ne 1, emynbraropy
T 2, tBiny 80) Ha KiHEeTHKY BUBIIbHEHHS CYOCTaHLT 3 Ipenapary.
BcranoBneno, mo gonaBanHst 3 % emynbraropy Ne 1 crpusie
HaWO1IbII e()eKTHBHOMY BHBITBHEHHIO JIIF040T PEYOBUHH 3 TBEP-

JIOTO JKUPY.
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