Cropinka 1 3 4. Bugasauk: Jlep>xaBuuii ekcieptauii neHtp MO3 Ykpainu

IHCTPYKIISA
AJIS1 MeTHYHOT 0 3aCTOCYBAHHS NMpenapary
JIOCAKAP 25
(LOSACAR 25)
JIOCAKAP 50
(LOSACAR 50)

Cruian:

Hiroua(i) pevosuna(u): Xamiro 103apTaH,

1 Tabnerka mictuTh Kaito Jiozaprany 25 mr (JIOCAKAP 25) abo 50 mr (JIOCAKAP 50);

OONOMIDICHI pevosuHy. KPOXMallb MPECOBAHUM, IIENFOJI03a MIKPOKPUCTATIUHA, HATPIFO KPOXMAJIBIKOJST,
HAaTpif0 Jaypwicynbdar, TaabK OYMINCHWH, MarHifo creapar, KpeMHiI0 JIOKCHJ  KOJIOiTHHIA,
T1APOKCUTIPOTIIMETHIIIIENIOI03a, TIoJieTHIeHTTiKoIb 6000.

Jlikapcbka ¢opma. TabneTku, BKpUTI 00OJIOHKOIO.

dapmakoTepaneBTHYHA rpyna. 3acolu, 110 TATbMYIOTh pEHIH-aHT10TeH3UHOBY crcTemy. [IpocTi
npenapaTy aHTaroHiCTiB aHTi0TeH3uHYy 1.

Koa ATC C09C A01

Kuiniuni xapakrepucTuku.
Iokazanns.
e ApTepianbHa rinepTeHsis.
o [IpodinakTika IHCYIBTIB Y XBOPUX Ha apTepiaibHy TiNEepPTEH3II0.
o Hedpomnaris y xBopux Ha miader Il Tumy 3 apTepiajbHOIO TiNepTeH31€0 B aHaMHE31.

IlIpomunokazanns. TlinBuieHa 9yTIMBICTb 10 Oyb-sIKOTO KOMIIOHEHTa Ta0iaeTKu (nuB. «CKiIaa JKapchbKOro
3aco0y»). Ilepion BariTHOCTI Ta rofyBaHHS IPYyUI0, AUTAYUH BiK 10 6 pokiB. ity 3 piBHEM TIOMEPYIISPHOL
dinsTpanii <30 mi/x8/1.73 M2

Cnocio 3acmocysannsa ma 0o3u. J1ji1 10pociiux 3BMYaiiHa cTapToBa J03a npenapary craHoBuTh S0 mr 1 pa3
Ha 700y. /I maiieHTiB 13 3aXBOPIOBaHHSAMHU TMEYIHKM B aHAMHE31 Ta TMAIlI€HTIB, II0 MalOTh 3MCHIIECHUI
IHTpaBacKyJIsIpHUIT 00'€M, MOYAaTKOBa J03a CTAaHOBHTH 25 Mr | pa3 Ha no0y. Y pa3i HEJOCTaTHHOTO
AHTUTINEPTEH3UBHOTO e(peKTy 30UIbIIeHHs 1031 a00 MpUiioM i€l camoi J0OOBOI 103 JBOPA30BO MOXKE JIaTH
MO3UTHBHUN pe3ynbTaT. 3arajibHa Mo00Ba J03a JIo3apTaHy MOXKe CTaHOBUTH Big 25 mr go 100 mr
(MakcuManbHa 1000Ba 703a). /i Malli€HTIB JIITHHOTO BIKY Ta MAlll€HTIB 3 MOPYIIEHHSIMH (DYHKIIi HUPOK
JIETKOTO Ta MOMIPHOTO CTYTEHS KOPEKIis MMOYaTKOBOI J03U He MoTpiOHA. JlozapTaH Moxke MpU3HAYaATUCS
BOJIHOYAC 3 IHIIMMH TITOTEH3UBHUMHU 3aco0amu. Jlo3apTaH MpUiiMaloTh HE3AJIEKHO BiJ] TPUHOMY DXKi.
PexomenmoBana n03a ajist 1iTei, BikoM 6 pokiB i crapiie - 0,7 mr/kr macu Tija. Jlo3y HEOOXiTHO KOperyBaTu
BIJIMIOBIZTHO 710 3MiHHM KPOB’STHOTO TUCKY. be3neka 3actocyBaHHs 1031, BHIIOI 3a 1,4 MI/Kr Macu Tina, y IiTen
HE BUBYAJIACH.

Hobiuni peaxuii.

3azuuail Jlocakap mobpe mepeHocutbes. Cepen MoOIYHMX €(EKTiB, MOB S3aHUX 3 MPUHUOMOM JIO3apTaHY,
BiJ[3HAUAIOTHCS 3amaMmopodeHHs (2,4%), acTeHis abo MiABHIIEHa BTOMITIOBaHICTh (2,0%), Tinepkamiemis (Kamii
y CHpOBaTLi KpoBi >5,5 MMoub/n) y 7% mnaiieHTiB, XBopux Ha aiadet Il tTuny 3 HedpomaTiero, 110 JIKyBaIUCS
no3apTaHoM Ta 'y 3%, siki npuiimanu miane0o. [Hi nmobivyHi peakii: rinoTeHsis micis NpuioMy Hepiioi 1031
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(>1%), oproctarnunuii cuaapoM (<1%), THUMYacOBE MIJBUIICHHS PIBHIB MMEYiHKOBUX TpaHcamiHaz (<1%).
Kamens, sxuit Moke 3 sBisiTiCs M 9ac JikyBaHHs AIID-iHribiTopaMu, sk MpaBuiIo, HE CIIOCTEPIracThCs i
Yac JIKyBaHHS JI03apTaHOM, OCKUIBKM BiH HE BIUIMBA€ Ha MeTaboii3M OpamukiHiHy. [IpoBenmeni KimiHIYHI
JOCHIJKEHHS MMOKa3ajH, 110 4YacTOTa BUHUKHEHHS KalUIo B TpyMax Jio3apTaHy 1Iuianebo Oyna npuOiIn3HO
onHakoBor0. HipkueBkasaHi moOiuHi peakiii BifzHadanucs piako (<1%): romoBHuil Ouib, aHadinaKTHYHI
peakiii, aHTI0HEeBPOTHYHHI HAOPSK, BKIIOYAIOUYX HAOPSAK 0OIMYdYsl, TopTaHi, ry0iB Ta/abo si3uka (y MaIieHTiB,
SIKI paHille MepeHOCUIIM aHT1IOHEBPOTUYHUHN HAOPSK, KOJM NMPUUMAaNH IHII TperapaTH), CBepOiK, BHCHUIIH,
HaOpSIKH, KPOIMB SIHKA, CHHYCHUT, CyJIOMH, OUTb Yy CIIMHI, MIrpEeHb, OUTb y TPYJSIX, BaCKyJIT, T€NATHT, Jiapes,
OUTb y KUBOTI, Miajrisi, O€3COHHS, HyJO0Ta, MOpYyIeHHS (QYHKII NMEeYiHKH, aHeMis. Pimko Moxe BHHUKATH
Hi/IBUIIEHHS aKTUBHOCTI ajlaHiHaMiHOTpaHc(epasH, 10 MPOXOAUTH IMiCIs BIAMIHM Ipernapary.

Ilepeoo3ysanns.

Haiibuipi iIMOBIpHUME MPOSIBAMH TIEPEA03yBaHHS MOXKYTh OyTH TIIOTEH3is Ta Taxikap/is; OpaguKapiist Moxe
BUHUKHYTH BHACJIIOK IMapacuMIaTUYHOI (BarycHoi) ctumyspiii. [Ipn cuMOTOMAaTW4HIA TIMOTEH3i1 CIIij
IPOBOAMTH MIATpUMYIOUY Tepamito. JlozapTan Ta Horo akTHBHUN METabOJIT HE MOXYTh OyTH BUBEJEHI 3a
JIOTIOMOT OO0 TeMOTiaTi3Yy.

Ocobaueocmi 3acmocysanus.

Crnin goTpuMyBaTHCh OOEPEKHOCTI TMPH 3aCTOCYBAaHHI JI03apTaHy TMAaIliEHTaM, sSKi MalrTh 3MCHIICHUHN
IHTpaBacKyJISIpHUI 00'€M (HaNpHKIIaZ, MalieHTaM, SKi NIPUHMAaIOTh JIypeTUKH a00 3HAXOAATHCSA Ha JI€Ti 3
OOMEXEHHSIM COJi), OCKUIbKM y TaKWX MAI[leHTIB Ha IMOYaTKy Teparii MOX€ BUHMKHYTH CHUMITOMAaTHYHA
rinmoren3isa. Takum marfieHTaM 0a)kaHO 3MEHIIUTH CTapTOBY 03y a00 MPOBECTH KOPEKIIiF0 BOIHO-COIHOBOTO
OanaHcy 10 MOYaTKy Tepartii.

Crim 06epekHO 3aCTOCOBYBATH JI03apTaH MAIli€HTaM, IO 3aJIeXKaTh Bl peHiH-aHT10TeH3WH-aJIbIOCTEPOHOBOI
CHCTEMHU JIJIsI aJIeKBaTHOI (PYHKILIi HUPOK Ta Malli€eHTaM i3 CTEHO30M PEHAIbHOI apTepii oHiel a00 000X HUPOK.
VY Takux BHNaJKax MPUHOM JI03apTaHy MOXKeE CYIPOBOIKYBAaTUCh edekramu, aHanoriunumu AllD-
Hri0iTopaM. Y 3B'S3Ky 3 MOXJIMBICTIO BUHUKHEHHs TiNEpKalieMmii MiJ] yac JIKYBaHHS JIO3apTaHOM CIIiJ
KOHTPOJIIOBATH PIBEHb KO Yy IUIa3Mi, OCOOJMBO Y MALI€HTIB 3 MOPYIIEHHAM (YHKIII HUPOK, Ta YHUKATU
OJIHOYACHOTO 3aCTOCYBaHHs Kalii30epiratounx AiypeTHKIB.

30amuicms enaueamu Ha WIEUOKICMb peaxkuyii npu KepyeamHi AGMOMPAHCHOPMOM ad0 THUWIUMU
Mexanizmamu.

3arajioM He BIJIMBA€E HA 3/1aTHICTh KEPYBATH aBTOTPAHCIIOPTOM abo0 HIIMMHU MexaHi3MaMu. OKpeMuM rpymnam
narieHTiB  (quB. «OcOOJMBOCTI 3aCTOCYBAaHHs») HEOOXITHO TEPEBIPUTH BIIACHY PEaAKIil0 Ha MPUHOM
Jlocakapy Ha TOYaTKy Tepartii mepe TUM, SIK KepyBaTH aBTOMOOLIEM a00 MeXaHi3MaMHu.

B3aemonis 3 iHmmmu JdikapcbkuMu 3aco0aMu Ta iHmi ¢opmu B3aeMopiil. AHTHrINEPTEH3UBHUN eeKT
J03apTaHy TOCHIIIOETHCS JIYPETHKaMH, ITiIBUIIECHAM BHBEIEHHSM COJICH, OJHOYACHUM 3aCTOCYBaHHIM
IHIIMX TINOTEH3WBHUX 3aco0iB. JlozapTan He Clii 3acTOCOBYBaTH BOJHOYAC 3 MpemapaTaMu Kaiio Ta
KaTiif30epiralounmMu JIiypeTHUKaMH 13-3a pU3HKY PO3BUTKY rinepkaiemii. Hectepoinni mpotuzananbHi 3aco0u
MOXYTh 3MEHIIMTHU T1MIOTEH3UBHUM €(EKT J103apTaHy, TOMy 0a)KaHO YHUKATH iX OJJHOYACHOT'O 3aCTOCYBAaHHS.
He Oymno momideHo B3aemomii jo3apTaHy 3 BaphapuHOM Ta JUTOKCHMHOM. 3aCTOCYBAaHHS JIO3apTaHy 3
IUMETHANHOM Tpu3BoauTh 10 miaBumieHHs AUC (miomy mia KpUBOKO TUIa3MAaTHYHOT KOHIICHTpAIIi)
no3aptany Ha 18%, ane He BIUIMBae Ha (papMaKOKIHETUKY aKTUBHOTO METa0OMITy. 3aCTOCYBaHHS JI03apTaHy 3
¢denobapOiTaom npu3BoauTh 10 3MeHmeHHs Ha 20% AUC nmo3apraHy Ta HOro akTHBHOTO METaOOIiTY.
Kerakonazod, iHTi0iTOp IIuTOXpoMy P4s0, MOke TasibMyBaTH (DOpMyBaHHSI aKTUBHOTO META0OJIITY JI03apTaHy.
[IpoTte 1 B3aeMOJIisi HE Ma€ BETMKOTO KIIIHIYHOTO 3HAYEHHSI.

®dapMaKoJI0riYHi BJACTHBOCTI.
Dapmaxoounamixa.
JlozapTaH KaJito — aHTaroHICT PEeLeNTOPiB 0 aHrioTeH3uHy  Tumy ATi. AHTIOTEH3UH , IO YTBOPIOETHCS 3
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AHTIOTeH3WHY IIi/1 Yac peakwii 3a ydJacTio aHrioTeH3uHIepeTrBoprooyoro depmenty (AllD, kiHiHAazH ), €
MOTYXHUM Ba30KOHCTPHUKTOPOM, IEPBUHHUM Ba30aKTUBHUM FOPMOHOM PEHIH-aHT10TEH3WHOBOI CHUCTEMU Ta
BOXUIMBUM KOMIIOHEHTOM MAaTo(i3i0NOoriyHuX MEXaHi3MIB TimepTeHsii. BiH TakoX CTUMYIIOE CEKpELiio
albJIOCTEPOHY KOpPOIO HAAHUPKOBUX 3aio3. Jlozapran Ta WHOro axkTWBHUM MeTabomiT OJIOKYHOTh
BA30KOHCTPUKTOPHUH e(eKT Ta CTUMYJIALI0 CeKpelii albAOCTEpOHY aHT1OTEH3MHOM IUIIXOM
CEJIEKTUBHOTO OJOKYBaHHS B3aeMopii aHrioreH3uHy 3 ATj-perentopamu, po3TalmioBaHUMH B 0ararbox
TKaHWHAX (TaKuX SK TJIAJKI M S30BI BOJIOKHA CYJIWH, HAJHUPKOBI 3aji03u). Y 0araThOX TKAaHMHAX TaKOX
BUSBISIIOTECS AT-peuentopu, ane, 3a iICHYIOUMMH JaHUMH, BOHH HE ACOILIIOIOTHCS 3 KapAiOBACKYJSIPHUM
romeocra3oM. JlozapTan Ta oro akTUBHHI MeTaboiT MatoTh HabaraTo OubiLy (B 1000 pa3iB) criopiAHEHICTh
3 AT-penentopamu, Hix 3 AT2-petentopamu. JlociimpkeHHs 3B A3yBaHHs in Vitro OKasaiy, 110 JI03apTaH €
3BOPOTHUM, KOHKYpeHTHUM iHri0itopom ATi-penentopiB. AkTuBHMI MeTabomT Mae y 10-40 pa3iB Outbliy
aKTHBHICTb, HK JIO3apTaH, Ta € 3BOPOTHUM, HEKOHKYpEHTHUM iHribiTopom AT -perentopis.

JlozapraH Ta Horo akTUBHUN MeTabomT He € iHriditopamu AlID (kiHiHA3M  — (QEpMEHTY, 10 IEPETBOPIOE
AQHTIOTEH3WH B aHTIOTEH3WH  Ta CHpHs€e po3mnany OpamukidiHy ). BoHn He OJOKyIOTH iHIIN TOpMOHAIIbHI
peuentopu abo 10HHI KaHAIW, IO € Ba)XJIMBUMH JUIs KapIioBacKyJspHOi perymsdii. Jlo3apTan 3HmXye
3arajgbHui epudepuyHnil CyAMHHUN TUCK, 3MEHIIIYE TTICIsTHABAaHTKEeHHS, cucTeMHui AT.
Dapmarkoxinemuka.

[licns mepopanpHOTO mMpuUioMy J03apTaH 100pe a0copOyeThcsl Ta 3a3HAE€ METAOONMIYHUX MEPETBOPEHB
MEPIIOro MPOXOHKEHHA HUTOXpoM-P450 depmentamu. CuctemHa 010I0CTYIHICTh MpernapaTy NpHOIH3HO
nopiHioe 33%. Maibxe 14 % nepopabHOi 103H J103apTaHy NEPETBOPIOETHCS HA aKTUBHUN KapOOKCUIBHUIN
metabomit E3174, mo Bianosijae 3a Outblily YacTUHY €(EKTy aHTIOTE€H3WH -aHTaroHI3My Mij Yac JKyBaHHS
J03apTaHOM. MakcuManbHa KOHIIEHTpAIlisl JIo3apTaHy Ta HOro aKTUBHOTO METAa0OMITy PEECTPYEThCS uepes3
OJHY TOoAuMHY Ta 3-4 roxuHu BigmoBigHO. Jlo3apTaH Ta aKTHBHUI METaOOJNIT iHTEHCHBHO 3B SI3YIOTHCS 3
OUTKaMu IIa3MH, TOJIOBHMM YHMHOM 3 aJlbOyMiHOM, BUTBHI (hpakmii B 1mia3mi crtaHoBisaTh 1,3% Tta 0,2%
BianoBigHo. [lepion HamiBpo3naxy Jj03apTaHy AOPIBHIOE 2 TOAMHAM, aKTUBHOTO METa0oIITy — 6-9 TonHaM.
dapMaKOKIHETHKA JIO3apPTaHy Ta aKTHBHOTO METaOOIITy € JIHIKHOKO TS IepopaIbHUX /103 Jio3apTany 10 200
MI' Ta HE 3MIHIOEThCS 3 uyacoM. Jlo3apTaH Ta akTUBHHUN METaOONIT HE aKyMyJIOIOTh Y IUIa3Mi B pasi
MOBTOPHOTO npuiiomy 1103u 1 pa3 Ha 100y. [Ipnbnnsuo 4% 1031 BUBOJUTHCS Y HE3MIHHOMY CTaHl 13 CEUelo 1
Maiibke 6% BUBOAMUTHCS y BUITIAII aKTUBHOTO MeTabomiTy. biiapHa ekckpelist pemnapary CTaHOBUTH IMEBHY
YaCTHHY eJiMiHaLli Jo3apTaHy Ta HOro akTUBHOTO METabomiTy — mpubmmu3Ho 35% 1031 NOTparisie y ceuy i
Mmaibke 65% — y kan. JlocToBipHHUX 3MiH (hapMaKOKIHETHYHHUX XapaKTEpUCTUK Y MAlli€EHTIB MOXMUIIOTO BIKY Ta
NAli€HTIB 3 KIIPEHCOM KpeaTHHiHy Outbiie 30 MiI/XB mOMiueHO He Oyno. AJie y Mali€HTiB 3 MOMIPHUM abo
TSOKKUM TIOPYIIEHHSM (YHKIII HUPOK Ta Yy HAlll€HTIB 3 HEJOCTATHICTIO (PYHKIIi MEYIHKU € JOUUIBHUM
3MEHIIEHHS CTapTOBOI JJO3H Mpenapary.

dapManeBTHYHI XapaKTePUCTUKU:

OcHogHi i3uxo-ximiuni enacmugocmi: BiJ OI0T0 10 Maike OLIOr0 KOJBOPY, TUIOCKI, BKPUTI 0OOJIOHKOO
TabneTKu y opmi ceplis 31 CKOIIEHUMHU KpasiMu, 3 BIATUCHYTUMH Haamnucamu “Z” Ha ofHOMY Oowi Ta «25»
(JIOCAKAP 25) a6o «50» (JIOCAKAP 50) na iHmomy 6orii;

Tepmin npuoamnocmi. JOCAKAP 25: 3 poku, JJIOCAKAP 50: 3 poku.

YmoBu 30epirannsi. 30epiratu npu Temmeparypi Huxde 25°C B MiCIIX, 3aXMIIEHHMX BIJI CBITJIA 1
HEJIOCTYIHUX AT JITeH.

¥Ynakoska. [lo 7 tabnerok y 6micrepi, 1 abo 4 GiicTepu y KapTOHHIM KOPOOIIi.
Kareropis Biamycky. 3a penenrom.

Bupoonunk. Kanina Xentkep JIta.
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Micue3naxomkennsi. Sarkhej-Bavla N.H. No. 8A, Moraiya, Tal. Sanand, Dist: Ahmedabad 382210, India.
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