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PA3PABOTKA COCTABA

N U3YYHEHUE XAPAKTEPUCTUK
ODTAJIbMOJIOTMYECKUX FEJIEN

HA OCHOBE KAPBOMEPOB ACRYPOL 974P
N CADPOL 980

10.M. omuunal*, C.A. Keauk1, B.B. Cycnosl, E.A. lHak!

Pestome. PaboTa nocesleHa pa3paboTke HOBOro odTasbMONOrMYeCckoro 1eKapCTBEHHOIO CpeACTBa MPOSOH-
rMpPOBaHHOro AeCTBMA ANA NeYeHUA KaTapaKTbl Pa3fInyHOro reHesa, AUCTPOGUN 1 TpaBMbl POroBuLbl. Pesysb-
TaTbl NCCNI@AOBAHNA NOKasany BO3MOXHOCTb CO3aHNA 0pTanbMONIOrMYECKOro refs Ha OCHoBe Kapb6omepoB ¢
fobaBneHnem TaypuHa. MonyyeHHbI npenapat 6bin CciejoBaH NO OCHOBHbIM NMOKa3aTeNIAM Ha COOTBEeTCTBYE
TpeboBaHUAM, NPeAbABAAEMbIM K [1a3HbIM JIeKapCTBEHHbIM popMam.

KnioueBble cnoBa: O(I)TaJ'IbMOJ'IOI'VIHeCKVIe renn, Kap60Mep, TaypWH.

DEVELOPMENT AND STUDY OF THE CHARACTERISTICS OF OPHTHALMIC GELS BASED ON CARBOMER
ACRYPOL 974P AND CADPOL 980

Y.M. Domnina'*, S.A. Kedik?, V.V. Suslov1, E.A. Shnyak’

Abstract. The work is devoted to the development of novel ophthalmic drug prolonged action in the treatment
of cataract of different genesis, degeneration and corneal injury. The results showed the possibility of creating an
ophthalmic gel based on carbomers with the addition taurine. The resulting preparation was studied on the basic

parameters that demand for ophthalmic dosage forms.

Keywords: ophthalmic gels, carbomer, taurine.

BBEAEHWE

BakHoOM npobnemon coBpemeHHoOW me-
AVUVHDBI ABNAETCA co3AaHve HOBbIX odTanb-
MOJIOrMYeCKNX CPeAcTB ANA NeyeHna 3abo-
nesaHun rasa. CornacHo MexpyHapogHom
Knaccudukaumm 6GonesHelr, TpaBM W Npwu-
UMH cMmepTU 3aboneBaHMA a3 ABNAITCA
Havnbonee pacnpocTpaHeHHbIMK. [pu aHa-
Nn3e accopTMMeHTa JieKapCTBEHHbIX $opmM,
NpeACTaBeHHbIX HAa CErOAHALWHWUIA AeHb, Nn-
Avipylollee MeCcTo 3aHMMAIOT FasHble Kannu,
rnasHole masu, nModunusaT Ana NHTPaBUTPU-
anbHOro BBeAEHWA, rMasHble renn, rnasHole
Kpembil [1, 2].

Hanbonee pacnpocTpaHeHHbIMU O¢-
TafbMONOrNYecknMn  3aboneBaHNAMN  AB-
NATCA KaTapaKkTa, AUCTpPodUA ceTyaTKy,
CMHOPOM CYXOro rflasa M TpaBMaTuyeckue
3aboneBaHua rnas. AHanu3 nuTepaTypbl, Nno-
CBAWEHHON BOMNpPOCaM MeAUKaMeHTO3HOW
Tepanumn KatapakT 1 FMayKkoMbl, NOKa3biBaeT
OrpaHMYeHHOCTb fleYyeHns AaHHbIX 3abone-
BaHui. Lnpokoe npumeHeHue B odpTanbmo-
norunn Hawen 4% pacTBop TaypuHa (rnasHble
kannu «Tay¢doH») B CBA3W C T€M, YTO OH CTU-
MynuMpyeT penapaTtuBHble NpoLeccbl B TKa-
HAX rnasa, No3BoJNAET YCKOPUTb MeTabonnsm

KNeTOUHbIX MeEMOPaH, akTUBM3NPOBATb JHEpP-
reTmyeckme N obMeHHble NPoLecchl B LUUTO-
nnasme, ynydywuTb MNpPOBeAeHVe HEPBHOro
umnynbca [3].

OfHako y rnasHbIX Kanenb CyllecTByeT
pAL HefOCTaTKOB: KOPOTKWUI Mepuop Tepa-
nesTUYeckoro sddeKTa n HU3Kaa buogocCTyn-
HOCTb JIEKAPCTBEHHbIX CpeAcTs, 0OOyC/oB-
NEeHHaA CNOXHbIM MEXaHU3MOM BCacblBaHWA,
HeapdeKTUBHbIM CNOCOO6OM BBeAEHNA 1 Bbl-
MbIBaHVEM JIeKapCTBEHHOrO BeLlecTBa Clies-
HOW XMAKOCTbIO MPY MOPraHuu. YCTaHOBIEHO,
YTO TONbKO OfHa AecsTas A03bl JIEKAPCTBEH-
HOro BeLecTBa NPOHMKaET B rnas [4].

[ns ycTpaHeHUss 3TX HefOCTaTKOB Lie-
NnecoobpasHO MPUMEHATb MPOSIOHTMPOBAH-
Hble OQTanNbMONOrMyeckne JieKapCTBEHHbIe
$opMbl, TaKMe Kak rnasHble reau, Masu, niaeH-
Ku. JaHHble $opMbl NO3BONAT CHU3UTb KO-
YeCTBO BBEAEHUI MpenapaTta Npu coxpaHe-
HUK TepaneBTUYeckoro a¢oekTa [5, 6].

Llenb Hawen paboTbl cocToAna B nsyye-
HVUM BO3MOXHOCTM MOJTyYeHNA YCTONYUBbLIX
renefl Ha ocHoBe Kapbomepa, cofepiKalumx
B KayeCTBe aKTMBHOIO BeL|eCTBa TaypwH, U
onpepfeneHnn XapakTepUCTUK JleKapCTBEH-
How GpopMmbl.
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CoBpemeHHble TEXHONOrMn CoO3aHNA NeKapCcTBeHHbIX opm

MATEPWUAJIbl U METO/LDbI

OcHOBbIBasACb Ha NITepaTypPHbIX AaHHbIX, B KauecTBe
NosIMepHO MaTpuLbl And GOPMUPOBaAHUSA refsi Obin Bbl-
OpaH Kapbomep — peaKoCWUTbIA NOAUMEP NONMaKpuIo-
BOW KucnoTbl Mapok Acrypol 974P (Corel Pharma Chem,
India, USP) n Cadpol 980 (Shree Chemicals, India, USP).
MprMeHeHne KapboMepOB MO3BONAET AOCTUYL ANIUTENb-
HOrO W MPOYHOrO COeAVHEHUs MIIEHKN NIeKapPCTBEHHOIO
npenapaTa C POroBuLEN, a TakXXe yBeNMUMBaEeT BA3KOCTb
cnesbl. B KauecTBe NEKAapCTBEHHOIO BELLECTBA MCMOMb30-
Banun TaypuH («BbeTHamckaa akuMoHepHasa Xumunko-odap-
MaLeBTUYeckaa KomnaHusay, BetHam, HO JICP-005100/10-
010610, cepua TP 11082118, cpok rogHoctTM 2 roaa).
BcnomoratenbHbiMU 3neMeHTamy GblIv BblOpaHbl GeH-
3ankoHus xnopug (Unilab chemicals and pharmaceuticals
Pvt. Ltd., India, USP) n cop6uton (C*PharmSorbidex P
16616, USP).

Ona nonyuyeHuAa renAa npepBapuTeNibHO CMeLWu-
BaNn HaBecku Kapbomepos (0,25 mac.%) Acrypol 974P
mnn Cadpol 980 ¢ ancTunnmpoBaHHON BoAdoW ob6be-
MoM 40-50% oT rotoBoro rnpenapata 1 OCTaBAANN Ha
8 u gnAa HabyxaHuA. 3aTemM NpuUNMBanNU BOAHbLIN pPacT-
Bop (06bemom 40% OT roToBOro mpenapara) TaypuHa
(4,0 mac.%), copbutona (1,0 mac.%) 1 6eH3anKoHUsA XNo-
pvaa (0,006 mac.%). Ana dopmmnpoBaHMaA reneBom CTpyK-
Typbl [06aBAANM MO Kanaam Npu nepemellmBaHnmM Ha
MarHutHon mewanke C-NAG HS-7 (IKA, Tepmanua) 0,1 M
NaOH (upa, TOCT 4328-77) B KonnyecTBe, JOCTaTOYHOM
ana goctuxeHua pH 6,0-7,5. CnegyeT oTMeTUTb, UTO NpU
Lo6aBneHN BOQHOIO PacTBOpa TaypurHa yxe K chopmu-
POBaHHOW CTPYKTYype refa nNpoucxoausio paspylueHue
reneBon CTPYKTypbl. DTO CBA3AHO C M3MEHEHNEM 3Hauye-
HuA pH rensa. Mpu pH<3 ocaxpaeTtcs cBobogHas nonu-
akpunosad kKucnota. Conb NOMHOCTbIO HENTPANM30BaH-
HOW NONMaKPUIOBON KUCNIOTbI, CyLecTBYoLaa 0ObIYHO

MarHntHaa mewanka C-NAG HS-7, IKA

npu pH>10, He cnocobHa 06Pa30BbIBATb rENEBYIO CTPYK-
Typy [7]. OnTuManbHble XapakTePUCTUKK renen nonva-
KPWUIOBOW KMCNOTbl 4OCTUrAOTCA B Anana3oHe pH 6-10,
a onAa rnasHoix — 6,0-7,5.

M3mepeHune 3HaueHnn pH, Npo3payHOCTM, LBETHO-
CTW, OCMONANBHOCTA U BA3KOCTWU refein NpoBOAMAM B
COOTBETCTBUM C TpeboBaHMAMU dapMaKkonenHbix CTa-
Teln [8]. 3HaueHMe OCMONANBHOCTM ObINO MOyYeHO Ha
aBTOMaTUYeCKoOM Kpuockonnyeckom ocmometpe OCKP-
M («KVIBWN ocmomeTpusa», Poccus). MamepeHune BA3KoC-
TV OCYLLeCTBAAAN Ha POTALUMOHHOM BMCKO3MMeTpe Tu-
na Rheotest RN 4.1 (RHEOTEST Medingen GmbH, lep-
MaHuA), CHabXeHHOM TepMOCTaTUpyemMoll W u3mepwu-
TEeNbHOWN AYeKaMn B BMAE KOAKCUANbHbIX LUINHAPOB.
NcnbiTaHna npoBoannv Npy NOCTOAHHON TemnepaType
25+0,1 °C n ckopocTtu 100 06/MUH.

PE3YJIbTATbl U OBCYXXAEHUE

MonyuyeHHble 06pasubl ncciefoBany No NokasaTe-
nAM, NpeAcTaBieHHbIM B Tabnuue 1. B kayecTBe obpas-
La CpaBHeHWA UCMOMb30BaaN UMeWMNCA Ha dapma-
LeBTUYECKOM PblHKe OdTasbMONOrMYecknin npenapat
«O¢Tarenb», B COCTaB KOTOPOro BXOAAT: Kapbomep 974P,

Ta6bnuua 1.

PesynbTaTbl U3MepeHMil OCHOBHbIX XapaKTepUCTUK renemn

N3mepaembie

lenb Ha ocHOBe Kap6omepa 0,25%

«O¢Tarenb»

nokasartenun Meropo!
974P

0,
980 0,25%

BHewHwni Bug

BusyanbHbiin

Mpo3payHblii, OLHOPOAHbIN,
6e3 ocagka

[po3payHbIii, OAHOPOAHbIA,
6e3 ocagka

Mpo3payHblIii, OLHOPOAHbIN,
6e3 ocagka

ro Xil;

cpaBHeHwuA lll

pH 6,1£0,3 6,8+0,3 7,0+0,4
NoTeHUMoMEeTPUYECKN
OcmonAnbHOCTb ro Xl 520+26 mOcm/Kr 621431 mOcm/Kr 320+16 mOcm/Kr
+

BaskocTb ro Xl 331£16 mla-c 1033+52 mla-c 33617

mla-c
LiseTHOCTb ro X BblaeprkmBaeT cpaBHeHwMe C BblaepkmBaeT cpaBHeHMe ¢ BblaepkmBaeT cpaBHeHMe ¢

3TanoHom BY7 3TanoHom BY7 3TanoHom BY7

MpospauHoCT ro X He npeBbiwaeT 3TanoH He npeBbiwaeT 3TanoH cpas- He npeBbiwaeT 3TanoH

HeHus I

cpaBHeHus Il
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GEH3aNKOHUS XNIOpWA, COpOWTON, NM3UHA MOHOTUA-
paT, HaTpuA aueTaT, NoIMBUHMAOBBIN CNUPT, BOAA ANs
NHDBEKLUMNN.

OfHMM M3 BaXKHeMWMX rnokasaTesiell KayectBa od-
TanbMOOrMYecKmnx renem ABNAeTCA BA3KOCTb, OT BENNYN-
Hbl KOTOPOW 3aBUCAT TepaneBTMYecKme CBOMCTBa npena-
paTa. [enb, pa3paboTaHHbIN Ha OCHOBE KapbomMepa MapKu
Cadpol 980, meeT 3HaueHWA BA3KOCTM, OT/IMYHbIE OT 3Ha-
YyeHuin BA3KOCTU npenapaTa «OdTarenb», B TO BpeMs Kak
refib Ha OCHoBe Kapbomepa 974P nmeeT MAEHTUYHbIE 3Ha-
YeHUA MpY OQUHAKOBBIX KOHLIEHTpaUUAX MOMMMEPHON
OCHOBbI.

MHorve rnasHble fiekapCTBeHHble Mpenapatbl Bbl-
3bIBalOT HEMNpPUATHblE OLYLEeHNA NPU UCNOSIb30BaHUN.
B GonbwnHcTBe cryyaeB ANCKOMPOPTHblE ABNEHUA 06-
YCNOBJIeHbl HECOOTBETCTBMEM OCMOTMYECKOTO AaBNeHuA
1 3HayeHusa pH. Ona KOMGOPTHOro NPUMEHEHUA rnas-
Hble (OPMbl [OMKHbI ObITb W30TOHWYHbI U COOTBETCT-
BOBaTb OCMOTMYECKOMY [aBfieHMI0O PacTBOPOB HaTpuA
xfopuaa ¢ KoHueHTpauusmu 0,9+0,2%. Hanbonee npepn-
NoYTUTENIbHOE 3HayeHMe OCMONANIbHOCTU onpegenset-
cA Anana3oHom oT 260 ao 340 mOcm/Kr. KOMNOHEHTOM,
NO3BONAOWMM OTPErynMpoBaTb OCMOSANBHOCTb MNpu
[JaHHOM cocCTaBe, ABNAeTCA copbuTon. B cBA3M C 3TUM Ha-
MU ObINM NCCnefoBaHbl COCTaBbI MAa3HbIX refen ¢ pasnny-
HOW KOHLeHTpaunen copbutona. B Tabnuue 2 npencrae-
NeHbl pe3ynbTaThbl.

Ta6bnuua 2.

3aBUCMMOCTb ocmonAanbHocTu 0,25% rena Ha ocHoBe
Kap6omepa 974P oT npoLeHTHOro cogep»KaHusa cop6urtona
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1 _ 6,6+0,4 278414 He npeBbiwaeT 3TanoH
cpaBHeHuA lll
2 0,25% 6,640,4 282414 He npesbiwaeT 3TanoH
cpaBHeHuA lll
3 0,50% 6,640,4 284414 He npeBbiwaeT 3TanoH
cpaBHeHuA |l
4 1,0% 6,6+0,4 335415 He npeBsbiwaeT 3TanoH
cpaBHeHwuA lll
5 1,5% 6,6+0,4 358418 He npesbiwaeT 3TanoH
cpaBHeHuA lll
6 2,0% 6,640,4 360+18 He npesbiwaeT 3Tanox
cpaBHeHwuA lll

B odtanbmonornyeckux npenapartax, UMeLmx-
cA Ha $apMaLeBTMUYECKOM PbIHKE, KOMYECTBEHHOE CO-
fepXaHue copbutona Bapbupyetcs ot 0,5 go 5,0%, npu

3TOM MOKa3aHo, YTO ONTUMANIbHbIMU ABAAIOTCA 3HAaUYEHUA
0,5+2,0% [9]. /I3 monyyeHHbIX pe3ynbTaToB BUAHO, YTO
npu KoHUeHTpauusax copbutona 0,5% u 1,0% ocmonasnb-
HOCTb renen COOTBETCTBYeT OCMOJIANIbHOCTM CJ/Ie3HON
KNOKOCTU, UTo obecneunBaeT KOMPpOPTHOE NPUMEHEHNE
NneKapcTBEHHOro cpeacTBa.

3AKJTIOYEHUE

B pe3ynbTaTe npoBeaeHusi paboTbl 6blv onpegene-
Hbl ONTMMarnbHble COCTaBbl Fefien C cogeprkaHnem Taypu-
Ha 4%, kap6omepa 0,25% 1 copbuTona 0,5-1,0%, KoTopble
yponeTsopstoT TpebosaHusam O Xlll, npegbasnaembim K
rnasHbIM IeKapCcTBeHHbIM PpopmaM. DG eKTUBHOCTb re-
nei pa3paboTaHHbIX COCTABOB M MX CTabunbHOCTb ByaeT
n3yyeHa B xofie fanbHenwwen paboTbl.

Paboma svinonHeHa npu noddepxke epaHma [pe3u-
O0eHma P® no eocydapcmeeHHOU nodoepkke 8e0yuUX HA-
y4HbIX wkon PO (HLL-7946.2016.11.).
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