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(57) 1. MpeccoBaHHaa TabneTka, BKYaOWAA S4p0
TabneTkun, cogepxallee COMnpsPkeHHble 3CTPOreHbl, 1
NMoKpbITUE Ha OCHOBE Caxapa, OTNMYarWAsCA TeM,
YTO MOKPbLITUE HA OCHOBE Caxapa BKM4YaeT ropMo-
HanbHbI CTEPOUA Y MUKPOKPUCTANIIMYECKYIO LieTto-
o3y B KONUYECTBE, KOHTPOINUPYIOLLEM CKOPOCTb BbIC-
BoboXaeHUs ctepouaa.

2. TabneTka no n.1, ornuyarwasics TeM, 4YTo S4p0
TabneTkn cogepxuT npubnuautensHo ot 0,1 go 5,0
MT COMPSPKEHHBLIX 3CTPOreHOB U NOKPLITUE HA OCHOBE
caxapa cogepxut ot 1,0 go 50 Mr ykazaHHOro ropMmo-
HanbHOro cTepounaa.

3. TabneTtka no n.1, oTAUYaroWRAACA TEM, YTO SOPO
Tabnetkn cogepxuT npubnuantensHo ot 0,3 go 2,5
MT COMPSPKEHHBIX 3CTPOreHOB U NOKPbLITUE HAa OCHOBE
caxapa cogepxut ot 1,5 go 30 Mr ykazaHHOro ropmo-
HanbHOro cTepounaa.

4. NpeccoBaHHast TabneTka, BktoyaoLas sapo Tab-
neTKn, coOepxallee COMNpsbKEeHHble 3CTPOreHbl, U
NOKPbITUE HA OCHOBE Caxapa, OTNIMYAIOWAACA TEM,
YTO NOKPbITUE Ha OCHOBE Caxapa BKIOYaeT caxap,
npeacraensitoumin cobon caxaposy, ropMoHarnbHbIn
cTepowug, npeacraBnsaowmin cobo meapokeunporec-
TepoHaueTaT, U MUKPOKPUCTANIMYECKYIO LIEeNmonosy
B KONMMYECTBE, KOHTPOMMPYIOLLEM CKOPOCTb BbICBO-
6oxpaeHus ctepovaa.

5. TabneTka no n.4, oTnuyaroaACca TeM, YTO A0pO
Tabnetkn cogepxuT npubnuantensHo ot 0,1 go 5,0
MT COMPSPKEHHbIX 3CTPOreHOB U NOKPbITE HAa OCHOBE
caxapa cogepxut ot 1,0 go 50 mr megpokcmnporec-
TepoHaueTaTa.

6. TabneTka no n.4, ornuyarwasicss 7eM, 4YTo S4p0
Tabnetkn cogepxuT npubnuantensHo ot 0,3 go 2,5
MTI COMPSPKEHHBLIX 3CTPOreHOB U NOKPLITUE HA OCHOBE
caxapa cogepxut ot 1,5 go 30 mr megpokcunporec-
TepoHauertaTa.

B nocnepHue Tpu gecsatmnetus npepnpuHATH
3HauMTenbHbIE ycunus no paspaboTke cnocoboB pe-
rynMpoBaHMsA CKOPOCTU BbICBOOOXAEHUS nekapciea
13 capmaueBTuyeckmx Tabnetok. B sgpo Tabnetok
BBOAMIN HaNOSHUTENW ONS pPerynMpoBaHus paciBo-
peHus u, cnegoBaTenbHo, abcopbumn nekapciea.
Mnockne TabneTkn u cepudeckne TabneTkn NoKpbl-
Banu nonumepamu c Lenbto obecrnevyeHns MeaneHHo-
ro, KoHTponupyemoro auddysner BbicBobOXaeHMs
UM canmT-cneumryHoro BbICBOOOXAEHUSA riekapCT-
BEHHOro CpeacTBa.

Takke nony4yanu nnockue TabneTku u kancynum-
poBaHHble cdepudeckme A03NpOoBaHHbIE hOPMbI, CO-
aepxawme 6onblioe YMCNO NeKapcTB Unn B CMecu
Unu B BUAE pasferbHbIX CIOEB NIOCKon unm cdepu-
yeckown TabneTkn. Takne nekapctea npegHasHayaloT-
cs ona obecrieyeHus NonMPYHKUMOHANBHOMO OENCT-
BMSI NN CUHEPrecTMYecKoro AeWCTBUS JeKapCTBeH-
HbIX NpenapaToB. MogobHble TabneTkn 0cobeHHO Mo-
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nesHbl B TexX cny4asx, korga obbl4HOE nevYeHue avk-
TyeT WCMOSIb30BaHME HECKONbKMX rnekapcts, obna-
JaloLWmX pasnnMyHom, HO COBMECTMMOW aKTUBHOCTbIO.
Hanpumep, auypetnyeckue areHTsl 4acto HasHa-
YyalTcsa B COMETAHUU C TUNOTEH3UBHLIMW areHTamu, a
cpencTea, cnocobcTByloLLME COXPaHEeHUo GepeMeH-
HOCTU — B COMETAHUU C 3CTPOreHamu.

B coomeTcTBMM C HacTosWMM M300peTeHnem
npegnaraeTcs NpeccoBaHHasi hapMaleBTUYeckas
TabneTtka C NOKPbITUEM Ha OCHOBE caxapa, KoTopas
coaepxuT asa unu 6onee gapMakonorMyeckn aktme-
HbIX areHTa. [lpeccoBaHHas TabneTka MoxXeT cogdep-
Xat HanonHuTenu, 4to6bl obecrneunTs GbICTPOE UM
MenneHHoe BbiCBOOOXaAeHWe areHToB. [MokpbiTe Ha
OCHOBE Caxapa COOEepXWT TepaneBTUYeCcKoe KOmnu-
YeCTBO FOpPMOHAsbHOIMo cTepouaa M MUKpOKpUcTan-
JNINYECKYIO LesTono3y B KOMMYECTBE, KOHTPONMUPYIO-
LeM BbiCBOOOXAEHNE rOpMOHarneHoro crepouvaa. Jle-
KapCTBEHHbIE CpeAcTBa, MNPUCYTCTBYWOLUME B sipe
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TabneTkun, Moryt npeacraenaTb cobow nobon areHT,
KOTOPbIN 0ObIYHO HasHa4yaeTcs B COMETAHUU C FOPMO-
HanbHbIM cTepougom. TabneTkn ¢ NOKPbITUEM Ha OC-
HOBE caxapa TakKe MOryT MMeTb LBETHOE MOKpbITUe
M MOryT ObITb OTNONUPOBAHbI Kak 0OblYHbIE TAabneTkn
C NOKPbITUEM.

Copepxumoe sgpa Tabretok CoBEpLUEHHO He 3a-
BMCWUT OT MOKPbITUS HA OCHOBE Caxapa C TOM TOYKU 3pe-
HUS1, YTO MOKPbITUE HA OCHOBE caxapa M MopPMOHaNbHbIN
cTepoua, HaxXoAsLWMIACS B MOKPLITUM, pacTBOPSHOTCA A0
paclienneHns Tabnetun M MMeeT MeCcTo pacTBOpeHue
KOMIMOHEHTOB nekapcTea. CnenoBareibHO, KOMMOHEHTbI,
ncronb3yemble Npu peLenTypupoBaHnn sapa TabneTku,
MOTyT BKJIO4aTL chapMaLeBTUHECKU NpreMIieMble BOLO-
pacTBOpYMblE UMNU  BOAOHEpPacTBOpUMbIE BELLECTBA,
Takue kak naktosa, dpocdat Karbuusi, kpaxmar, kapbo-
HaT Kareuusi, AeKcTpo3a, CopOUT, MaHHUT, MUKPOKPUC-
TanmMyeckas LeSnonos3a, caxaposa, MorvBUHUITTIMPPO-
NUOoH, MEeTUINUennono3a, kapbokcumeTMnuennonosa,
arnbrMHaTbl, MOPOKCUNPONUMLEsono3a, MapPOKCHMpPOo-
NUIMETUILESTIIONO03a, SMNUESTIoNo3a, HaTPUN-KPOC-
KapMmeriosa, HaTpun-kpaxmartrmvkonsT, cTeapaT MarHus,
CTeapuHOBasi KUCMOTa, MNOJMITANEHTMKOMb, Naypurt
cynbaT HaTpus, M3MENbYeHHas OBYOKUCb KPEMHMS,
TansK n ap.

MokpbiTMe Ha oOcHOBe caxapa, cogepxallee
ropMoHarnbHbIA cTepong, Takke COooepXUT MUKPOK-
pUCTanmMyeckylo LENoNo3y B KONMYecTBe, KOHTPO-
NNPYIOLLEM CKOPOCTb BbICBOOOXAEHUSA cTepomaa, a B
HEKOTOPbIX CNyYasaX, MONMUBMHUINMUPPONUAOH AN 0b-
Nner4eHns HaHeCeHNs NOKPbITUSI HA OCHOBE caxapa.

Agpo TabneTku nonydvarT NyTeM npeccosa-
HMA NPeanoyYTUTENbHO rPaHYNMPOBaHHOW CMecK fne-
KapcTBa, COBMECTMMOrO CO CTEPOUAOM, U OPYrUx
dapMaueBTMYECKN NpUEMNEMbIX HanoNHUTENEN.
Appo TabneTkn MoOXeT MMeTb HermnacTu dm LmMpoBaH-
HOe WnM nnactuduuupoBaHHOe repMeTUYHOEe MOK-
pblTMe, nNpeaHasHadyeHHoe Ans mMoandwmkauum xa-
paKkTepUCTUK BbICBOOOXAEHMSI NekapcTBa, HaXxonas-
LLEerocs BHYTPWU MOKPbLITUSA, UNU ANs ero 3awmTbl OT
BO34ENCTBUS Bnarv u/mnum kncnopopaa.

Hacrosiiee u3obpeteHne npegnaraet ynyd-
LLEHHYIO MPECOBaHHYO TabneTKy B KOTOPOW, MOMUMO
0ObIYHOrO BHYTPEHHEMO aapa TabneTku, cogepxalle-
ro OAWH WM HECKOIbKO IEeKApCTBEHHbLIX CPEACTB,
dapmMaKonorMyeckn COBMECTUMbIX CO CTEPOMAOM BO
BHELLUHEM MOKPLITUM Ha OCHOBE caxapa, MpUCYTCT-
BYeT NOKPbITUE HA OCHOBE caxapa, KoTopoe coaep-
XWUT rOpMOHanbHbIA CTEPOMA B Konu4yecTtee MNpubnu-
sautenbHo oT 0,1 0o 20% Bec. OT Beca MOKPbLITUSA Ha
OCHOBE caxapa; MONMMBUHUNNUPPONINAOH B KONUYECT-
Be npubnuautensHo o1 0 o 5 % Bec. OT Beca NOKpbI-
M Ha OCHOBe caxapa; u caxap. B annapatHoi gose
B MOKPbLITUM HA OCHOBE caxapa ojHa TabneTka co-
AepkuT npubnuaurensHo ot 0,05 go 50 mr, npeanoy-
TMTeNbHO npubnuautensHo ot 0,1 go 30 mMr ropmo-
HanbHOro ctepoupa. Ecnm HeoGxoanmo, To noBepx
N30NMUPYIOLLIE O MOKPbITUA OO HaHECEHUSA MOKPbITUS,
cogepxallero ctepoup, MoXeT OblTb HAHECEHO HWXK-
Hee MOoKpbITMe U3 caxapa C UHEePTHbIMWU HanonHUTe-
namu. HwkHee NOKpbITMe Ha OCHOBE caxapa, Coaep-
Xallee WHEepTHble HanoNHUTENU, MOXeT ObiTb M3ro-
TOBJIEHO U3 caxapo3bl, cogepXallen npubnuautens-
Ho oT 7,5 0o 15% MUKpPOKpUCTaANIMYEeCKOW Liesuono-
3bl. BHelWHee NokpbITMe Ha OCHOBE caxapa MOXEeT Co-
AepxaTb TakOW KpacsluMi areHT, Kak guokeug tuta-
Ha, UM MOXEeT WMeTb OOblYHLIA Ans TabneTok oc-

HOBHOW, BTOPUYHBIN UMM NOYTU Cepbiri OTTEHOK. Ecnn
XenarenbHO, TO Kpacalmi areHT MoxeT ObiTb uc-
nonb30BaH B KavecTBe OTAENbHOrO MOKPbIBAOLWEro
NOKPbITUA MOBEPX BHELLUHEro MoKpbiTusa. 3atem Tab-
neTka mMoxeT ObITb OTNONMPOBaHa.

Caxap, ncnonb3yeMbii MpW NOAYYEHUN MOKPbI-
TUH, KOTOPOE YNOMMHAETCH B HaCTOSLEM OMNuMCaHuu,
npeacraenseT, Hanpumep, caxaposy, NONyYEHHYIo 13
CBeK/bl UNM TPOCTHMKA, unu npu nepepaboTke Kpax-
MaroB, caxapugoB WM MOnucaxapuaoBs, KoTopble
cyYMTaKTCH NpUeMnemMbIMU Ans NOony4YeHUs NoKPbITUS
ansa TabneTok.

YCTaHORMEHO, YTO BbICBOOOXAEHME OPMOHalb-
HOro cTepouaa M3 MOKPbITUS Ha OCHOBE caxapa MoXeT
KOHTpONMPOBaTLCS MNYTEM OfPaHWYeHuUs KonuvecTsa
MWKPOKPUCTarMieckon Liemntonosbl B UHTEpBane npw-
onusutensHo oT 0,1 0o 3 % Bec. n3 pacdeta Ha BeC
NOKPbITUSE HA OcHOBe caxapa. Mcnonb3oBaHne HebOIb-
LLIOrO KONM4ecTBa MUKPOKPUCTaMYecKon Lemnnionossl
B NMOKPbITUM HA OCHOBE caxapa OTMyaeTcs OT UCMOSlb-
30BaHUsA HarnosrHWTeNs B KadyectBe gobasku, criocobeT-
BYIO LIS NMPECCOBaHWUIO NN COQENCTBYIOLLIEN OMCIEPrn-
poBaHuio sigpa Tabnetkwu. B nocnegHem cnyvae KoH-
LieHTpaLnst MUKPOKPUCTaNSIMYECKOM Liemmono3bl MOXeT
nogHumaTtecsa Ao 15-30% eec.

Mpymepamm ropMoHanbHbIX CTEPOMAOB, KOTOpble
BBOASITCH B peLenTypbl A9 NMOKPbITUS HA OCHOBE caxa-
pa B COOTBETCTBMM C HACTOSALMM u3obpeTeHviem, siB-
NATCA  MegpoKCcUnporecTepoHaleTaT, feBoHOprecT-
pen, recrogeH, MegporecrtoH, 3KCTpaguor, 3CTpuon,
STUHUMEHCTPaaMos, MeCTPaHoM, 3CTPOH, AMSHeCTpon,
reKcecTposi, AM3TUNCTUNBECTPOS, NPOrecTepoH, Ae3o-
recipen, HoprectumaT, MOPOKCMNPOrecrepoH, HOpa-
TUHAPOH, aueTaT HOP3TMHAOHA, HoprecTpern, MerecTpo-
naueTtaTt, MeTUITTECTOCTEPOH, JTUNIACTPEHON, METaH-
OVIEHOH, OKCaHAPOSIOH, TPUMEreCToHe 1 ap.

[ns Toro, 4To6bl NPOMANIOCTPUPOBATL KOHTPO-
NMpoBaHMe CKOPOCTU pacTBOpeHUs cTepowuga in vitro
B 3@BMCUMOCTU OT HalnuyimMs UM OTCYTCTBUSA MUKPOK-
puCTanmnmMyeckon Lennono3bl, npencrabneHbl Ccre-
aylolme npuMmepbl, KoTopble, 0gHaKo, He OrpaHuym-
BalOT HacTosiLee n3obpeTteHue.

Mpumep 1

MokpblTe Ha OCHOBe caxapa, coaepxallee
crnegyloume TBepAble KOMMOHEHTbl, HaHOCUTCA Ha
aapo TabrneTkM ¢ mcnonb3oBaHMeM nepdo pypoBaH-
HOWM M1 HenepdOopMPOBaHHON KIOBEThI AN HaHece-
HUS NOKPBITUS:

Caxaposa, NF 87%
MonuBMHANNNPPOMAOH 3%
MeppokcunporectepoHaueTaT 10%

CKopoCTb pacTBOpeHus cTepounaa onpeaensioTt
B COOTBETCTBUM C MeToaukon <711> USP XX, p. 959
(1980), ncnonb3ya npubop Apparatus 2, paborato-
wun npu 50 o6/muH, nytem pacmopeHus B 0,54%-
HOM pacTBope naypuncynbdarta HaTpusi B Boge npu
37°C (6 onbitoB) (MeToamka A). KB osHauaeT Koad-
UUMEHT Bapuauuin Mexay npoBeaeHHbIMUW OnbiTa-
MW, BbIP@XKEHHbI B MPOLIEHTAX.

Bpems (MyH) MpoueHT BbIcBOGOXAE-
Husa crepoupa (KB %)
5 93 (5,2)
10 94 (5,3)
30 95 (5,3)
60 95 (54)
120 95 (5,4)




37236

Mpumep 2

TabneTtkn C TeM e NOKPbITMEM W HaHECEHHbIM
aHanormyHblM cnocobom, 41o 1 B npumepe 1, pacTteo-
pstoT B 0,13%-HoM pactBope naypurcynbdarta HaT-
pua B 0,1 H. HCI npu 37°C, ucnone3ys npuéop VSP
Apparatus 1 npu 100 06/MuH (6 onbiToB) (MeToz B).

MonyyeHHble pe3ynbTaTbl NpeAcTaBreHbl HU-

Bpems (MuH) MpoueHT BbICBOGOXAE-
HusA crepouaa (KB %)
5 2,3(344)
10 8,2 (27,0)
30 17,9 (16,1)
60 26,5 (13,6)
120 32,7 (16,6)

Mpumep 6

TabneTkn C NOKPbITMEM, COOQEepPXalLLMM MUKPOK-
pUCTanMYecKkylo Lenmniono3y n caxap, UCnbitaHbl Mo
metoauke metoaa C (3 onbita). MNonyyYeHHble pesynb-
TaTbl TPeACcTaBneHbl HUXKe:

xe:
Bpemsi (MuH) MpoueHT BbICBOOOXAEHUA
crepoupa (KB %)

5 83 (6,0)

10 84 (5,8)

30 85 (6,2)

60 85(6,1)
120 85 (6,2)

Mpumep 3

JononHutenbHble TabneTku, NOKpbITble TakuM
Xe cnocobom 1 TakoW e KOMNOo3vuMeN Ha OCHoBe
caxapa, noABepratT UCTbITAHUIO MO METOAMKE pacT-
BopeHus B notoke B 0,12%-HOM pacTBope naypwui-
cynbaTa Hatpus B 0,1 H. HCI npu 37°C ¢ ncnornb3o-
BaHMem npubopa SOTAX Dissotest Apparatus. Cko-
pocTtb notoka 5,7 mn/muH (Metog C). PesynbTtaThl,
nory4YeHHble B Tpex OTAESIbHbIX OMbiTaX, NpeacTas-
NeHbI HKe:

Bpemsi (MuH) MpoueHT BbICBOOOXAE-
Husa crepouaa (KB %)
30 90,9 (2,9)
60 94,2 (3,0)
90 95,3 (2,9)
120 96,0 (3,0)
210 97,4 (3,0)
300 98,9 (3,6)

3T ucnbitaHMsa in vitro nokasblBatoT, YTO Mea-
pokcunporectepoHaueTaT, UCNOoMb3yeMbll B KavecT-
BE TUMWYHOMO FOPMOHAaNbHOMO cTepouaa, BbICBOOOX-
AaeTcs U3 NOKPbITUA Ha OCHOBE caxapa kpaviHe BbiCcT-
po.

Mpumep 4

B uenax cpaBHeHWs 1 Ans WNMOCTPaUMM Heo-
XUOAHHbIX CBOMCTB MOKPbLITU Ha OCHOBE caxapa B
COOTBETCTBMM C HACTOAWMM u3obpeteHnem Ha S4po
TabneTkn HaHeceHO NOKPbITWE, codepxallee cre-
Ayl Lme TBep Able KOMMOHEHTbI:)

Caxaposa, NF 86,5%
Mukpokpucrannuyeckas uyennonosa  0,5%
MonueMHANNNPPOMAOH 3,0%

MeppokcunporectepoHauertat, USP  10,0%

Mpwn nenbiTaHnsax TabneTok ¢ NOKPbITUEM, CO-
AepXKawmM  MUKPOKPUCTAINIMYECKYIO  LIETONO3Y U
caxap, No MeToauke mMetoda A MmonydveHbl crnegyo-
e pesynbTaThl (Mo 3 onbiTam):

Bpems (MuH) MpoueHT BbicBOGOXAE-
HuA crepouaa (KB %)
5 19,5 (49,2)
10 29,9 (32,8)
30 50,0 (23,0)
60 61,6 (19,5)
120 74,2 (19,2)
Mpumep 5

Opyrve Tabrnetky ¢ JOMONHUTENbHBLIM MOKPbI-
TMEM, COEPXKaLLMM MUKPOKPUCTANIIMYECKyto Liensto-
no3y U caxap, UCMbITaHbl Mo MeToavke MeToaa B
(wectb onbiToB). MonyyeHHble pe3ynbTaTthl npenc-
TaBNEHbl HKE!

Bpems (Mu1H) MpoueHT BbicBOGOXAE-
Husa crepouna (KB %)
30 2,8 (34,4)
60 4,1(24,8)
90 5,1(22,3)
120 6,4 (22,3)
210 11,0 (19,4)
300 14,4 (11,0)

M3 npeacraBneHHbIX AaHHbIX BUOHO, YTO He-
6onbLIoe KONMMYeCTBO MUKPOKPUCTANNUYEeCKOn Len-
nono3bl B MOKPbITME HA OCHOBE caxapa (B AaHHOM
cny4yae 0,5% Bec. n3 pacdeta OT Beca TBEPAbIX KOM-
NOHEHTOB MOKPbLITUA) 3HAYNTENBLHO 3aMeffnsieT CKO-
POCTb BbICBO OOXAEHUS FOPMOHANLHOMO CTe pouaa.

Mpumep 7

[oTOBAT TAbneTkm ¢ NOKPLITUEM HA OCHOBE Caxa-
pa u ato nokpbitve cogepxunt 0,0 %, 05% nnn 2% muk-
poKpucTannmnyeckon uemnnonossl B codetaHum ¢ 3,0%
nonveuHUIMpponuaoHa, 10,0% mMeppokcunporecrepo-
HaueTaTa u caxaposy. YkasaHHble Tabnemwm galoT He-
KOPMIEHHbIM cobakam nopogdbl Gumb U onpenenstoT
CoAepaHve crepomaa B KpoBsHOW nnasme 4vepes 0.5;
1;1,5;2; 3; 5; 8; 12; 16 n 24 yaca. Ha ocHoBe nony4ex-
HbIX AaHHbIX CTPOAT rpadmK, paccuuTbiBaloT Nnowaib
noga kpveon (AUC) ana 12-yacosoro nepvoga v onpeae-
NS0T BPEMS, MPU KOTOPOM AOCTUraeTcsl MakCUM arbHasi
KOHLEHTpaums ctepomaa B nrasme:

Mukpokpucran- | AUC (0,24 4.) | tmaxd(4) Cmax
nuye ckas uen- Hr X 4/Mmn (Hr/mn)
ntono3a, %
0,0 345 0,6 37,8
0,5 294 1,0 36,9
2,0 294 1.1 24,6

M3 faHHbIX, MONyYeHHbIX in Vivo Ha cobakax, ove-
BMOHO, YTO HabniogaeTs 3Ha4YNTENbHOE U3MEHEHME B
61OJ0CTYNHOCTM FOPMOHArbHOroO cTepouaa Mo mepe
YyBENMMYEHUA  KOHLIEHTPAUMM  MUKPOKPUCTATIINYE CKON
Lenntono3bl B NOKPLITUM Ha ocHoBe caxapa oT 0,0 go
0,51 2,0%. Takum oBpasom, CkopoCTb BbICBOOOXAEHMSI
ropMOHanbHOTo CTepouaa, BBEAEHHOMO B MOKPbITUE Ha
OCHOBe caxapa, MOXHO perynupoBaTb 3a cdeT gobas-
NeHNss 04eHb HEDOIbLUMX KONMYECTB MUKPOKPUCTA M-
YeCKOW LIermnionosbl B MOKPbITUE N3 caxapa.

Mpumep 8

[oToBAT TAONETKM C NOKPLITUEM HA OCHOBE Ca-
Xapa, B KOTOpbIX Takoe nokpbitne cogepxunt 0,25%,
0,5 nnn 0,8% MUKPOKPUCTANINYECKON LIENoNo3bl B
covetaHun ¢ 0,5% nonuemHuIMupponuaoHa, 5,0%
MeJpoKcunporectepoHaleTaTa, a Takxke caxaposy.
31K TabneTkn n3yvaloT B ONbITax Ha pacTBOPEHME in
vitro ¢ ncnone3oBaHmem npubopa USP Disitegration
Apparatus (USP, XX, <201>, p. 958) (1980) c 0,54%-
HbIM pacTBOpPOM naypuricynbgaTta HaTpus npu 37°C
B KayecTBe cpefbl AN pacTtBopeHus. lMony4vyeHHble
OaHHble NpeacTaBreHbl HUKE.
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MpoueHT pacTBOpeHHOro Meapokcunpore crepoHauetara (KB %)
Bpems (MuH) 0,25% 0,5% 0,8%
MukpokpucTannuye ckas Lesnntonosa
15 97,8(5,2) 72,6 (9,5) 32,4 (15,2)
30 98,8 (5,3) 89,9 (6,3) 62,8 (8,2)
45 99,3 (5,2) 95,2 (5,6) 76,6 (6,9)
60 99,1(5,2) 98,3 (5,7) 84,8 (6,6)
90 99,9 (5,3) 100,9 (6,0) 94,4 (6,9)
120 100,3 (5,6) 102,4 (5,3) 98,0 (7,1)

3Tn Ao3npoBaHHbIE POPMbI TalkKe M3YYeHbl Ha
YyernoBeke B OMblTax Ha GuogocTynHocTb. Paccvatpu-
Baemble TabrneTkm B NepekpecTHOM OMbiTe HasHa-
yatoTca ABeHaguatTu 340poBbIM XeHuwpmHam. Obpas-

Lbl kpoBu oTbmpatoT vepes 0,5; 1; 1,5; 2;2,5; 3; 3 4,5;
6; 8 n 12 yacoB 1 oueHMBaIOT NNasMy Ha cogepxa-
HUWEe MepJpoKcunporectepoHaueTata. [lonyyeHHble
OaHHble NpeAcTaBreHbl HUKE:

Mukpokpucrannu4e ckas AUC (0-12 v) tmax (1) Cimax (Hr/mn)
ue nnionosa
0,25% 26,0+14,3* 2,9+1,3 4,24+3,0
0,5% 25,8+10,5 3,2+1,2 3,88+1,87
0,0% 13,2+4,0 3,916 1,99+0,73

CpepHee 3HauyeHUe + CTaHoapTHOE OTKIOHEHWE.

M3 pesynbTaToB, NOMYYeHHbIX B OMbITax in vitro
Ha paciBopeHue M in vivo Ha BMoaoCTYNMHOCTL AnA
YenoBeka BWOHO, YTO XapakTePUCTUKMN BblCBOOOXae-
HWS1 nekapctBa M GMOOOCTYNMHOCTb FOPMOHANbHOIO
cTepouga MOXHO KOHTPOMMPOBAaTb KOHUEHTpauuen
MVKPOKPMCTann4yeckon Lemnmiono3bl B NOKpbITUE Ha
OCHOBE caxapa.

Mpumep 9

Ons repmetn3aummn sgpa tabnetkn u HaHece-
HWS1 Ha Hero caxapcopepKallero MoKpbITUS UCMNOfb-
3Yl0T NOKPbITUE Ha OCHOBE caxapa, cogepxallero 5 r

MegporectoHa B Matpuue u3 caxaposbl ¢ 0,4% MuK-
pokpucrannuyeckon uemnmono3ssl u 0,5% nonueuHun-
nupponuaoHa. lMNMpodmne pacTtBopeHus in vitro Takon
003UpoBaHHOM (OPMbl CpaBHMBAOT C npodunem
pacTBopeHust OblCTpOAMCMEPIMPYIOWLECS  MPECCo-
BaHHOW TabneTku, cogepxallen 5 mr megporecTtoHa ¢
MCNonbL30BaHMEM TecTa Ha PacTBOPUMOCTb, OMNWCaH-
Horo B <711> USP XX, p. 959 (1980) wu npubopa
Apparatus 2, paboTatowero npu 50 o6MuH 1 cogep-
xauero 900 mn 0,54%-Horo pacteopa naypurcynb-
daTa Hatpus npu 37°C. Mony4eHHble JaHHbIE NpuBe-
OEHbI HKE:

CpeoHuin npoueHT BeicBoboXXaeHMst MeaporecTtoHa (KB %)

Bpems (MyH) O6bIYyHaA 6bICTPO AUche prupytolas TabneTka c caxapcogepXamm
TabneTka NOKpbITUE M, coAepXK alm Meapo-
re CToH
15 95 (2,0) 6(11,2)
30 95 (2,9) 11(6,9)
45 97 (1,6) 15(6,4)
60 97 (1,9) 18 (6,6)
120 98 (1,9) 25 (6,2)

M3 npeAcraBneHHbIX AaHHbIX BUAHO, YTO Koraa
rOpMOH BBOAMTCA B MOKPLITUE HA OCHOBE caxapa, Co-
aepxawee 0,4% MUKPOKPUCTANMYECKOW LEeNmono-
3bl, MPOMCXOAUT CYLLECTBEHHOE CHWKEHWE PacTBOPU-
MOCTV MeZporecToHa.

OpHo M3 NpegnoYTUTENBHBIX BOMMOLWEHUI Ha-
cTosilero n3obpeTeHuss npeacraensieT cobon npec-
COoBaHHYyl0 TabneTtky, B KOTOpon agpo Tabnetku co-
OEPKUT CTaHAAPTHYIO [03Y 3CTPOreHHOro coegunHe-
HUSA UMM UX CMECb B KONMMYeCTBE NpUONU3UTENBLHO OT
0,1 pgo 5,0 mr, nnn 6onee NpegnoyTMTENBLHO, NPUGNK-

3utenbHo ot 0,3 go 2,5 Mr, B codeTaHnn co BCMOMO-
ratenbHbIMUW AN MPeccoBaHHbIX TabneTtok gobaeka-
MU 1 HanonHutenamu. Hanbonee xenatensHo, YTo-
Obl conpsbkKeHHble 3CTPOreHbl, Haxo Aswmecs B sigpe
TabneTkn, codepxanu MPUPOOHbIA  COMPSHKEHHbIN
3CTPOreH, W3BecCTHbIM kak Premarin. Ha caxapo-
cogepxallee NoKpbITue NPeccoBaHHbIX TabneTok Ha-
HOCUTCSA OOMNONHUTENbHOE MOKPbITUE U3 caxapa, Co-
aepxawee npmnbnumautensHo ot 1 go 50 mr, u npea-
noytn TenbHoO npnbnusuntensHo ot 1,5 go 30 mr, mea-
pokcunporectepoHaleTtaTa, LBETHOE NOKPbITUE U, Ha-
KOHeL, NoNMpoBaHHOE MOKpLITUE.
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