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IHCTPYKIIA
JJI MeIMYHOI'0 3aCTOCYBAHHS Npenapary

®EMAPA®
(FEMARA®)

Cknao:

Oiroua peuosuna: letrozole;

1 TabneTka MICTUTB 2,5 MT JI€TPO30ITy;

O00ONOMIDICHI peyosuHU . KPEMHIIO IOKCHI KOJIOIIHMK OE3BOJHMIA; IEI0I03a MIKPOKPUCTAIIIYHA; JIAKTO3a,
MOHOT1/IpaT; MarHiro cTeapar; KpOXMaJlb KyKYPY/I3SHHIA; HaTpito KPOXMAITBIJTIKOJISIT,
T1APOKCUTIPOTIIMETHIIIENI0NI03a; nosietuneHrmikoab 8000; Tanpk; tutany miokcun (E 171); 3amiza oxcupg
xoBtHil (E 172).

Jlikapcbka ¢popma. TabieTku, BKPHUTI TUTIBKOBOKO 000JIOHKOIO.

dapmakoTepaneBTHYHA rpyna. AHTaroHiICTU TOPMOHIB Ta aHanoriuHi 3acoou. Iuriditopu ¢epmentis. Kon
ATC L02B G04.

KuinivHi xapakTepucTuku.
Hokazannsa.

AR’1OBaHTHA Teparlisi TOPMOHIIO3UTUBHOIO PAaKy MOJIOYHOI 3aJI03W Ha PAHHIX CTAALIX Y XKIHOK Yy

OCTMEHONay3aJIbHUNA Nepioz.
Posmmpena aj’toBaHTHA Tepamiss paKy MOJOYHOI 3aJl03M Ha paHHIX CTaAiiX y JKIHOK Y
IOCTMEHOMNAy3aJIbHU I Nepiofl, sIKUM Oya IpoBeeHa CTaHJapTHA aJ I0BaHTHA Teparisi TAMOKCH(EHOM.
Tepamist y ®iHOK MEPIIOrO CTYNEHs 3aXBOPIOBAHHS HAa TOPMOHO3AJEKHUI MOMIMPEHUH paK MOJIOYHOL
3aJI0341 y IOCTMEHONAay31.

JlikyBaHHS momMpeHux (GopM paky MOJOYHOI 3a103U Y JKIHOK y HOCTMEHomnay3i (mpupojHoi abo
CIPUYMHEHO] IITYYHO), SIKI OTPUMYBAJIM [TONEPEIHIO TEPAIil0 aHTUECTPOTreHAMM.

Heoan'rtoBanTHa Teparist y JKIHOK y IMOCTMEHOMNAy31 3 JIOKaJi30BAHUM T'OPMOHIIO3UTUBHUM PaKkoM
MOJIOYHOI 321034, fKa HaJa€ MOXIIMBICTh MOAAIBIIOTO XIPYpriYHOTO JIKYBaHHS IUX JKIHOK, SKUM JI0
npoBesieHHs Tepamii mpemapatom ®emapa® xipypriune JikyBaHHA He Oyno mokasaHo. Ilomanslua Teparmis
Ticis XipypriuHoro JIiKyBaHHS Ma€ BiIMOBIAATH MPUHHATOMY CTaHIAPTY I MICIASONEpaIiiifHOrO Mepioy.

Ilpomunokazanns.

[linBumena 4YyTIMBICTE 1O AKTHUBHOI PEUYOBMHU ab0 10 OyIp-sSKOro IHIIOr0 KOMIIOHEHTA IIperapary.
EniokpuHHUI craTyc, XapakTepHUH AJs NepeAMEeHOoIay3albHOro Inepiogy. BariTHICTh, mepio romyBaHHsS
rpyuito. XBOpUM 13 TSDKKOIO TIEYiHKOBOKO HepocTatHicTio (kmac C 32 mkamoro  Yaiina-1T'10).
[lepenonepariitHe 3acTOCyBaHHS MIpemapary, KO0 CTaTyC PELUENTOPiB HEraTUBHUN a00 HEB1IOMUM.

Cnocio 3acmocysanns ma 0o3u.

Hopocni i nayieumu nimuvoco 6iky. PekomennoBana mo3za ®emapu® cranoButh 2,5 mr 1 pa3 Ha o0y
IO/IeHHO. B an’loBaHTHIN Ta poswmmpeHiil ajn’roBaHTHiN Tepamii jnikyBaHHs npenapatoM @®emapa® Mae
TPHUBATH NPOTATOM 5 POKiB a00 IMOKM HE HacTaHe PEelMIUB 3aXBoproBaHHs. [licis ctangapTHOT a1 FOBAaHTHOT
Tepanii TAMOKCi(peHOM HArJIsiJ 3a XBOPUMH Ta JiKyBaHHS npenapatoM ®emapa® mae Tpuatu mpotsrom 4
pokiB a00 TMOKM HE HAcTaHE PELUAMB 3aXBOPIOBAaHHA. Y XBOpUX 13 METacTa3aMM Tepaliio MpenapaTom
®emapa®  cniji NpOJOBKYBaTH 10 THX Mip, JOKH O3HAKM HPOrPECYBaHHS 3aXBOPIOBAHHA HE CTaHyTh
oueBugHUMHU. [lig yac mepenonepauiiiHoi MArOTOBKM PEKOMEHJOBAHUN pEryJIipHUI HArsA 3a XBOPUMHU.
J1J1s marieHTOK JITHLOTO BIKy KOPEKIIis 103U Tpenapary He moTpioHa.

Himu. JInsa niKkyBaHHS IiTEH MpernapaTt He 3aCTOCOBYIOTb.

[layienmku 3 nopyuwiennam Qynkyii neuinku ma/a6o Hupox. JIis NalieHTOK 3 ypaKeHHSIM NeYiHKH a00 HUPOK
(mpm KimipeHci kpeaturiHy 10 MII/XB) KOpeKIisi 103H mpemnapaty He nmotpioHa. OHaK mamieHTam i3 TSHKKUMHA
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nopymeHasMu (yskii nevinku (kaac C 3a mkanoro Yaiinga-1110) cig nepedyBaTu i peTeIbHAM HATIISIOM
JHKapsl.

I06iuni peakuyii.

demapa® 3aranoM Jo0pe mepeHoCuIacs y BCIX JOCHIPKEHHAX K Tepallis HepLIoro i Apyroro CTymeHs mpu

JIKyBaHHI MOIIMPEHOT0 PaKy MOJOYHOI 3aJI03H, K aJFOBaHTHA TEpallisl paKy MOJIOYHOI 3aJl03U Ha PaHHIX

CTaisAX 1 SIK PO3IIMPEHa ajJ’FOBaHTHA Tepamis paKy MOJIOYHOI 3aJI03U Yy KIHOK, SKI paHille OACpKyBaJH

CTaHAAPTHY aJ’IOBaHTHY Tepamito TamMokcudeHoM. Maibke B 1/3 malieHTOK, sKi JIKYBaJHCS IperapaToMm

demapa® npu MeTacTaTMYHUX i HEOa] IOBAHTHUX CTaHaX, IPUOIM3HO 75 % HallicHTiB NpH aj IOBAHTHOMY

npu3HaueHHi (o6uaBi rpynu npuiiMany i npenapar ®emapa®, i Tamokcuden), i Maiike 80 % NalieHTiB IpH

po3mMpenui an’oBaHTHIH Teparmiii (i ®emapa®, i nmnane6o) crnocrepiranucs nobiuHi peakii. Bzaram no6iumi

peaxilii, sKi CIoCcTepiraaucs, Maiad TEpPeBaXKHO CIA0KUN a00 MOMIPHO BHUPAXCHHH XapakTep, 1y OUIBIIOCTI

BUNAJKIB Oynu moOB's3aHi 3 nedimuroM ectporeHiB. Haifuactimme y 3BiTax Nmpo KITHIYHI JOCITIHKEHHS

3rajyBajvcs MOOIYHI PEaKIlii y BUTJISIII TPUTLIUBIB, apTpaTii, HyJJOTH Ta CTOMJTIOBAHOCTI.

[Ipu owiHIll YaCTOTH BUHUKHEHHS PI3HUX NOOIYHUX peakiliii BUKOPUCTOBYBAJIMCS TaKi Ipajialii: Tye 4acTo —
10 %, wacto—Bim 1% g0 10 %, imomi —Bim 0,1 % o 1 %, pimko—Bim 0,01 % no 0,1 %, myxe

pimko — 0,01 %, BKIFOYarOYM OKpeMi BUTTAIKH.

Inghexyii ma insasii: 1HOM1 — 1H(EKIIT CEYOBUIITEHOI CUCTEMH.

Lobposikichi, 3108KiCHI ma He3 CO8AHI HOB0YMEOPEHHs, GKIIOHAYY KiCmu ma noainy. Homl — Oulb y

MYXJIMHHUX BOTHUIIAX (MAlllEHTH 3 MeTacTa3aMu/Hea 1 I0BaHTHIa Tepartis).

3 boky kposonocHoi ma nimpamuuroi cucmem: 1HOMAI — TSHUKOIICHIS, TPOMOOIIMTOIIEHIS.

Memaboniuni nopywienns: YacTo — aHOPEKCisd, MIABMIICHHS AaleTUTy, TilepXOJeCTepHUHEMIs; 1HOm —

reHepai3oBaHui HaOpsIK, MOPYLIEHHST META0O0I3MY JIMIIB.

lcuxiyni nopywienns: 4acTo — JENpeciss; 1HOAI — XBHIOBaHHS (y TOMY YHCIII HEPBO3HICTh, IPATIBIUBICTH),

TPUBOXKHICTb.

3 60ky Hepgosoi cucmemu: YacTO — TOJIOBHHHA OuIb, 3alIaMOPOYCHHS, 1HOJI — COHJIMBICTH, O€3COHHS,

NOTIpIIEHHST TIaM’ATi, [u3ecTe3isd (y TOMy YHCIl MapecTesis, TilnocTesis), MOPYLIEeHHS CMaKOBUX BIIYYTTIB,

rocTpi IepeOpOBaCKYJISAPHI OPYIICHHS.

3 60Ky opeana 30py: 1HOMI — KaTapakTa, MOJIPAa3HEHHs CIM30BOi OOOJIOHKH OKa, TOMYTHIHHS 30Dy, TPOoMOO3

CITKIBKHM, BiJICJIOFOBAHHS CITKIBKH.

3 6oky cepyeso-cyounHoi cucmemu. THOM — BITIYTTS CEPIEOUTTS, Taxikapais, TpoMOohieditT (y ToMy yucii

TpoMOO(]eOIT MOBEPXHEBUX Ta IMMOOKUX BEH), apTepialbHa TiNEepTeH3is, BUIMAIKU CEpPLEBOI imeMii Mpu

a/’IOBaHTHIN Teparlii, He3aJIe)KHO BiJ MPUYUHHOTO 3B'S3KYy, y TpymHax, e mnauieHTu npuiiManu Pemapy® i

TaMOKcH(eH, crocTepiraiucs Taki MoOiyHi peakiii: TpomboemOomiuni peakuii (2,1 % y nopiBHsaHHI 3 3,6 %),

crenokapmist (1,1 % y mopiBasiaHi 3 1,0 %), iHbapkT miokapaa (1,0 % y mopiBasiaHI 3 0,5 %) 1 cepieBa

HenocratHicTh (0,8 % y nmopisusiaHi 3 0,5 %);

IpH TOIIMPEHIH a1’ ToBaHTHIN Teparii 3 MediaHow TpuBaiocTi JikyBaHHA 60 micsamiB st Gemapu® ta 37

MICSIIB JUIsl TUTae00 BiJ3HAYadM HACTYMHI TOOIYHI peakilii: JlarHOCTOBAaHA BIIEPIIE CTEHOKApAis abo

noripiieHHs i nepe0iry (1,4 % y nopisusuHi1 3 1,0 %), creHoKapis, 0 MOTpedyBaia XipypriyHoro BTpy4aHHs

(0,8 % y nopiBHsHHi 3 0,6 %), iHpapkT Miokapaa (1,0 % y nopiBusHHi 3 0,7 %), TpOMO0EMOOITIUH] TOPYIIEHHS

(0,9 % y mopiBusHHI 3 0,3 %), iIEMIYHUIA 1HCYJIBT/TPAaH3UTOPHI MOPYIIEHHS MO3KOBOTO KpoBooOiry (1,5 % y

nopiBHsHHI 3 0,8 %); piaKo — jereHeBa eMOOJIis, JIETeHeBa TiNepTeH3is, apTeplalbHU TpoMOO03, 1HCYJIBT,

apUTMisl, IEPUKAPIUT, epeOPOBACKYISIPHUH 1H(DAPKT.

3 60Ky cucmemu OuxanHs: THOMI — 3a]IUIIKA, Kalllellb, IHTEPCTULIaJIbHI 3aXBOPIOBAHHS JIET€Hb.

3 60Ky WYHKOBO-KUWKOB020 MPAKM). YacTO — HyJ0Ta, OJIOBAaHHS, JMCIICTICIsA, 3arop, Aiapes; 1HOMl —

abIoMiHaJILHUH OLTb, CTOMATHUT, CYXICTh Y POTI.

3 6oky eenamobiniapnoi cucmemu: 1HOA1 — 30UTBILIEHHS PiBHS MEYIHKOBUX (DEPMEHTIB; Jy’>KE PIZKO — IeTaTHuT.

3 60Ky wiKipu: 9acTo — aJomelis, TOCWICHEe MOTOBHIICHHS, BUCHIIaHHS (Y TOMY YHCI €pUTEMAaTO3HUI,

TUIIMUACTO-TIAITYJIbO3HUM, TICOPIa30MOMIOHUN Ta BE3UKYJSIPHUI BUCHUIIN); 1HOMI — CBEpOIXK, CYXICTh IIKIPH,

KpPOMHB’SIHKA; TyX€ PIAKO — aHrioenema, aHaiIaKTU4HI peakilii, TOKCHYHUN eMifiepMalbHUNA HEKpPOIi3,

MyJIbTU(QOPMHA epUTEMA.

3 60Ky ckenemno-m 530601 cucmemu. Ty>Ke 4aCTO — apTPaJTis; 4aCTO — Miaris, OUTh y KICTKaX, OCTEONOpPO3,

MEPETIOMH KICTOK; 1HOI — apTpHUT.
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3 60Ky ceuo6udinbHOI cucmemu: 1HOMI — YacTe CEYOBUITYCKAaHHS.

3 6oky penpodykmugHoi cucmemu. THOMAI — BariHaJbHI KPOBOTEUl, BUAUIEHHS a00 CyXiCTh, OUTh Y MOJIOYHHX
3aj03ax.

3acanvui nopywienns: ayke 9acTO — MPUIUITUBH KpPOBI; 4aCTO — CTOMIIIOBAHICTh (Y TOMY YHCII acTeHis Ta
TPUBOXKHICTD), NepUPepUuHUl HAOPSAK; 1HOMI — MIABHUILEHHS TEeMIEpaTypH, CyXICThb CJIHU30BUX OOOJIOHOK,
BIZTUYTTS CTIpary.

Locnioxcenns: 4acTo — 30UIBIICHHS MACH TLIa; IHOA1 — 3MEHILICHHS. MacH TiJa.

Ilepeoo3ysanns.

Jesiki Bumagku mnepenolyBaHHa Oynu 3adikcoBani. Crierm¢iuHi MeTOAM JKyBaHHS HEBIZIOMi, y BUMAIKY
Mepeo3yBaHHs Tepamiss Mae OyTH CHUMITOMATHYHOI Ta MIATPUMYIOUOK. Y KIHIYHHX JIOCHIHKCHHSIX
HallBUIIIa pa3oBa Ta OaraTopas3oBa J03H IMpemnapary, mepeBipeHa Ha 310pOBUX JOOPOBOJIBIIX, ckiaaaaina 30 mr
Ta 5 Mr BIMOBIAHO, OCTaHHS Oyja MepeBipeHa TaKOX Yy MOCTMEHOIAy3albHOMY TEpIofl Y XBOPUX Ha pak
MoJtouHoi 3ayo3u. KokHa 3 mux 103 noOpe mepeHocwnacs. Hemae HISIKMX KITHIYHMX TIATBEPDKCHD IS
inuBiTyansHOI 1031 npenapary ®emapa® , ska 6 IpU3BOAMIA 10 HEOE3NEUHUX ISl JKUTTS CUMIITOMIB.

3acmocysanns y nepioo eazimmnocmi ado 200y8anus 2pyooio.

Bazimuicmo

[Tpenapar @emapa® MpoTUIIOKA3AHHM [T 3aCTOCYBAHHS Y MEPI0]I BAriTHOCTI Ta TOAYBaHHS TPy UIIO.

Kinku penpodykmueHnozo 6ixy

Jlikapro cnig oOrpyHTYBAaTH HEOOXIAHICTH 3aCTOCYBAHHS BIOBIHOT KOHTPAIICINIi KIHKaM PerpOAYKTHBHOTO
BIKy (BKJIIOYAIOYM JKIHOK Yy TMepeiMEHONay3aJlbHOMYy Tepiofi abo KIHOK, $IKIi BCTYNWIH JIO
MIOCTMEHOIIAay3aJIbHOTO TIEPioy HEIIOAaBHO) JI0 MiATBEPHKEHHS iX TOCTMEHOIIAay3aJIbHOTO CTaTyCy.

Himu.

[Ipenapat He 3aCTOCOBYETHCS Y MEIIaTPUIHIN MPAKTHUIIL.

Ocoobnueocmi 3acmocysannsi.

lopywenns ¢ynxyiii Hupox

Hemae nanux Mmoo 3acTocyBaHHs npenapara ®emapa® mist TikyBaHHS NALIEHTOK 3 KIIPEHCOM KPEATUHIHY
10 mu/xB. Ilepen mpu3zHayeHHSM TMpenapary TaKUM MAallieHTKaM CJiJ 3BaXXUTH Ha CIIBBIJHOIICHHS
MNOTEHIIIHOTO PU3UKY 1 04IKYBaHOTO €(EKTY JTIKyBaHHS.

Topywenns ¢ynxyii newinku

V naui€eHTiB 3 TSDKKOIO MEYIHKOBOIO HenocTatHicTio (kinac C 3a mkanoro Yaitna-I110) cucteMHa eKcro3uiis
Ta Yac HaIliBBUBEJEHHS JIETPO30Jly NPHUOJIM3HO BIBIYl JOBIIMHA, HDK Yy 310poBOi JroAuHU. Taki XBOpi
MOTPEOYIOTh OUIBIT YBAXKHOTO CITOCTEPEIKCHHS.

Bnnue na xicmku

IcHytoTh naHi MpPO BUHUKHEHHS OCTEONMOpo3y Ta/abo TepenoMiB KICTOK MpPH 3aCTOCYBaHHI Ipernapary
®emapa®. V 3B’s13Ky 3 MM IIPOTATOM Teparlii peKOMEHI0BaHHiT MOHITOPUHT CTaHy KiCTKOBOT TKAHUHH.
[Ipenapar MICTUTH JAKTO3y, TOMY MAalliEHTH 3 PLAKICHUMHM CHaJKOBUMHM (OpMaMU HENEPEeHOCHUMOCTI
rajlakTo3M, HEIOCTATHICTIO JIaKTO3HM ab0 CHHAPOMOM TJIFOKO30-TallaKTO3HOI MaiibaOcopOllii HEe MOBHMHHI
3aCTOCOBYBATH Ipenapar.

30amnicms ennueamu Ha WIGUOKICMb peaKyii npu Kepysanni aemompancnopmom ado pooomi 3 inuwiumu
MexaHizMamu.

OCKITbKH TIpU JIIKyBaHHI MPErmapaToM y XBOPUX CIIOCTEpIranucs 3arajbHa cIaOKICThb 1 3allaMOpPOYEHHS, a
TaKOX B OKPEMHX BHITAJIKaX COHJIMBICTB, CIIJI MOTIEPE/HKATH TAIIEHTOK MPO T€, IO MPH BUHUKHECHHI ITHX
CHUMIITOMIB CIIiJI BIIMOBUTHCH BiJl KEpYBaHHS aBTOTPAHCIIOPTOM a00 POOOTH 31 CKIAJHUMHU MEXaHi3MaMHU.

B3aemooia 3 inmumu aikapcoKumu 3acobamu ma inwi 6uou 3acmooiil.
V KIHIYHMX JOCHIKEeHHSX Oylo I0Ka3aHo, WO IpM OJHOYACHOMY 3acTocyBaHHi mpemapary ®emapa® 3
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UMETHIMHOM 1 Bap(aprHHOM KIIIHIYHO 3HAYYIIOl B3aEMOJIii HE CIIOCTEPIraeThesl.

AHami3 MaHuX KIHIYHAX JOCHIDKeHb TMOKa3aB, IO KIHIYHO 3Haudymioi B3aemonii demapu® 3 iHIIMMHU
npernaparamMy, sKi 4acTO 3aCTOCOBYIOTHCS, Bi3HaYeHO He Oyino (Hampukian, OeHzoniaseriH, O6apOiTypary,
HCIIBII, Taxi six mukinodenak HaTpito, i0ynpodeH, mapameramod, pypocemis, oMernpason).

KJ1iHigHOro J0CBiMy 00 3acTocyBanHs npenapaty ®emapa® y koMmOiHalii 3 iHIIMMHM OPOTHITYXJIHHHUMH
3aco0aMy HUHI HEMAE.

3a pesynbTraTaMu JIOCHIHKEHb, TPOBEACHHUX in Vitro, JIETPO30J TPUTHIYYE AKTHBHICTH 130()epMEHTIB
muroxpomy Psso — CYP2A6 1 CYP2C19 (mpuyomy ocranHbOro — momipao). I3opepment CYP2A6 nHe
BIIIrpae ICTOTHOI poiti y MeTaloJIi3Mi JIiIKapchbKuX npenapaTiB. B ekcniepumenrax in vitro 0yno mokasaHo, 110
JETPO30J1, SIKUM 3aCTOCOBY€EThCA Yy KOHLEHTpalisax, mo y 100 pa3iB nepeBUILyIOTh pIBHOBA)XKHI 3HAYECHHS Y
TU1a3Mi KpoBi, HE Ma€ 3aTHOCTI ICTOTHO MPUTHIYYBAaTH MeTabomi3M miazenamy (cyocrpary mis CYP2C19).
Takum YMHOM, KITiHIYHO 3Hauymi B3aemomii 3 13odepmenTom CYP2C19 wmamoiimoBipHi. OmHak cimifg
JOTPUMYBATUCh O0EPEKHOCTI P CYMICHOMY 3aCTOCYBaHHI JIETPO30IIy 1 Mpenaparis, siki METabOi3yrOThCS
MEePEBAKHO 3a yd4acTi BUINE3a3HAYCHUX 130()€pPMEHTIB, IO MAalOTh Majui Jlanma3oH TepareBTUYHOL
KOHIIEHTpAIii.

DapMaKoJIOriyHi BJIaCTUBOCTI.

Dapmaxoounamixa.
Jletpozon — wHectepoingHuii iHrIOITOp apomara3u (IHTIOITOp OIOCHHTE3y €CTpPOreHYy); NMPOTHIYXJIWHHHUMA
npemnapar.

Y Bumagkax, KOJM PICT MIyXJUHHOI TKAHWHU 3QJI€KUTh BiJ HasBHOCTI €CTPOTEHIB, YCYHEHHS
OTIOCEPEIKOBAaHOTO HUMH CTHMYJIIOIOUOTO BILUIUBY € MEPEIyMOBOIO MPUTHIYEHHS POCTY MyXJIUHH. Y KIHOK y
MOCTMEHOMAy31 €CTPOreHH YTBOPIOIOTHCS MEPEBAKHO 32 ydacTi (pepMEeHTy apomaTasu, SIKHil MepeTBOPIOE
aHJPOTEHH, II0 CUHTE3YIOThCSA Y HAIHUPKOBHUX 3ajio3ax (y MepIry Yepry aHIpOCTEHIIIOH 1 TECTOCTEPOH), Ha
ecTpoH Ta ectpanion. Tomy 3a momomororo crenudidnoi iHriOiii ¢GepMeHTy apoMaTa3sd MOXHa JOCATTH
MPUTHIYEeHHS O10CUHTE3Y €CTPOTreHIB y NepuepUyHIX TKAHUHAX 1B MyXJIMHHIM TKaHUHI.

JleTpo3oJ1 MpUTHIYYy€e apoMaTasy IUIIXOM KOHKYPEHTHOTO 3B’S3yBaHHS 3 CyOOJUHMIICIO LbOTO (DEpMEHTY —
reMoM 1uToxpomy P45, 1110 MPU3BOAUTH A0 3HMXKEHHS OIOCHHTE3Y €CTPOTCHIB y BCIX TKAHHHAX.

VY 310pOBHUX KIHOK y TOCTMEHOIIay31 0JTHOPa30Ba J03a JIETPO30ILy, sika CTaHOBUTH 0,1 Mmr,

0,5 Mr Ta 2,5 Mr, 3HIKY€e piBEHb €CTPOHY Ta €CTPalioly B CHPOBATII KPOBi (ITOPIBHSHO 3 MOYaTKOBUM
piBHeM) Ha 75-78 % i1Ha 78 % BimnmoBigHO. MakcUMaIbHE 3HUKEHHS TOCIATAEThCs yepe3 48-78 roauH.

YV KIHOK 13 TOIIKUPEHOI0 (HOPMOIO PaKy MOJIOYHOI 3aJI03H Y IIOCTMEHOMNAY31 IOAEHHE 3aCTOCYBAaHHS JIETPO30ITY
y 1031 Bif 0,1 Mr 10 5 Mr 3HMKYE PIBHI €CTPaIioNy, €CTPOHY Ta €CTPOHY Cyb(]aTy y rmia3mi kposi Ha 75-95 %
BiJl moyaTkoBoro piBHsA. Ilpm 3actocyBaHHi mpernapaty y no3i 0,5 mr i Oumbliie y OaraThbOX BHUIAIKaX
KOHIIGHTpalil eCTPOHy Ta €CTpPOHY Cyinb(aTy BHABISIOTHCS HIKYE MEXI YyTJIUBOCTI METOAY, IO
BUKOPHUCTOBYETHCS JJIsl BU3HaUeHHsI TOpMOHIB. Lle Bkazye Ha Te, 0 3a IOMOMOIrOI0 JaHUX 03 Mpernapary
JIOCSITAEThC OUTBIII BUpPa)KEHE NPHUTHIYEHHS CHHTE3y ecTporeHiB. Cyrpecis €CTpOreHiB MigTpUMyBajacs
IPOTATOM JIIKYBaHHSI y BCIX AI[IEHTOK.

Jletpo3on — Bucokocnenu(iuHUM 1HTIOITOp aKTUBHOCTI apomaras3u. l[lopyllieHHsS CHUHTE3y CTEpOTTHHX
TOPMOHIB y HAaJHUPHHMKOBHX 3aJI03aX HE BHSBJICHO. Y MAI[IEHTOK y IMOCTMEHOINAY3i, SKUM IPOBOIMIH
TEpaItio JIETPO30J0oM Yy 1000BiK 1031 0,1-5 Mr, KIHIYHOTO 3HAYYIMX 3MIH KOHIICHTpAI y Tuta3Mi KpoBi
KOPTH30I1Y, aJIbJI0CTEPOHY,

11-neokcukopruzony, 17-rinpokcunporecrepony, AKTI, a Takox akTHBHOCTI peHIHY HE OYyJIO BHUSBIJIECHO.
[TpoBenenns tecty crumynsni 3 AKTI uepes 6 112 TwxHIB Tepamii neTpo3oioM y q1o6oBii no3i 0,1 mr; 0,25
mr; 0,5 mr; 1 mr; 2,5 Mr i 5 Mr He BUSIBWIO OY/Ib-sSIKOTO ITOMITHOTO 3MCHIICHHS CHHTE3Y allbJOCTCPOHY YH
KopTuzony. Takum 4nHOM, HEMa€e HEOOXiTHOCTI MPU3HAYATH TIFOKOKOPTHKOITH Ta MIHEPATOKOPTUKOITH.

VY 310pOBHX JKIHOK Yy TOCTMEHOIAY31 MiCIIsl 0OJTHOPA30BOr0 3aCTOCYBAaHHS JIeTpo30iay y go3ax 0,1 mr, 0,5 mr i
2,5 Mr 3MiH KOHIIEHTpaIli aHAPOTECHIB (aHIPOCTEHIIOHY Ta TECTOCTEPOHY) Yy IJIa3Mi KPOBI HE BHUSIBJICHO. Y
NAI[IEHTOK y MOCTMEHOMNay3l, sIKi OTPUMYBAJIM JIETPO30s y a000BiH 1031 Bix 0,1 Mr mo 5 Mr, 3MiH piBHS
aHJIPOCTEHIIOHY Yy TUIa3Mi KpOBI TakoX HE BiA3HadeHO. Bce e Bka3dye Ha Te, mo Onokama OiOCHHTE3y
€CTPOTeHIB HE MPHU3BOIUTH 0 HAKOITMUCHHS aHJAPOTEHIB, SIKi € MOTIePETHUKAMH €CTPOTEHIB. Y MAIIEHTOK, SIKi
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OTPUMYBAJIU JIETPO30J1, He OyJI0 BIJI3HAYEHO 3MiH KOHIICHTpAI JIOTEIHBYIOYOT0 Ta (DOTIKYIOCTUMYITIOYOTO
TOPMOHIB Y IIJIa3Mi KPOBI, @ TaKO HE OYyJI0 BiJI3HAYEHO 3MiH (DYHKIIIH ITUTOBUIHOI 3aJI03H, Ky OI[IHIOBAJIU 32
PIBHAMHU TUPEOTPOMHOT0 ropmMony T4 1T3.

Dapmakoxinemuxa.

Bcmoxkmysanns. JleTpo3on MIBUIAKO 1 MOBHICTIO BCMOKTYETHCS 31 IIUTYHKOBO-KHIIKOBOTO TPAaKTy (CepeaHs
BeJIMYMHA OiOJOCTYIHOCTI cTaHOBHTH 99,9 %). I’xa He3HauHOIO MipOH0 3HMKYE IIBHIKICTH abCOPOLi
(cepenHe 3HAYEHHS 4yacy JOCSTHEHHS MaKCHMalbHOI KOHIIEHTpALil JIETPO30dy B KPOBI (tmax) CTAHOBUTH 1
roguHy npu npuiiomi @emapu® Hartmieceple i 2 TOOAUHH — HPHU NPHUHOMI 3 DKEK; CepeHe 3HAYECHHS
MaKCHMAaJIbHOI KOHIIEHTpalii JieTpo3oiry B KpoBi (Cmgx) craHoButh 129 20,3 HMOnB/T mipu mpuiioMi
Hatmiecepue 198,7 18,6 HMonb/n — mpu puifoMi 3 DKer0), OHAK CTYIIHb BCMOKTYBAHHS JIETPO30.1y (1pu
OIIHIIl 32 IUIOMICIO MiJ] KPUBOIO «KOHIICHTpAIlil — Yac») HE 3MIHIOEThbCsA. HeszHauHi 3MIHM IIBHAKOCTI
BCMOKTYBaHHSl PO3I[IHIOIOTHCS SK Taki, II0 HE MAalOTh KIIHIYHOTO 3HAYEHHsS, TOMY JIETPO30J MOXKHA
3aCTOCOBYBATH HE3AJIEKHO BiJl MPUIMOMY TKi.

Po3nooin. 3B's3yBaHHs JIeTpO30Jdy 3 OUIKaMH IJIa3MH KpOBI CTaHOBUTH mpubnu3Ho 60 % (mepeBakHO 3
ansOyMiHOM — 55 %). Konnenrtpauis serpo3ony B eputporurax maibxe 80 % Bix Horo piBHA y I1a3Mi KpPOBI.
ITicns 3actocysanns 2,5 mr !4C-miueHoro jnerposony mpubnusno 82 % pamioaKTHBHOCTI y ITa3Mi KpoBi
MPUIMANaI0 Ha YacTKy HE3MIHEHO! aKTHBHOI pe4oBHHU. TOMy CHCTEeMHHI BILTUB METaOOMITIB JIETPO30Iy
He3HaYHHH. JIeTpo30 MIBHIKO 1 MMPOKO PO3MOIUIIEThCS Y TKAHWHAX. YSBHHH 00'€éM pO3MOIUTY Y TIepion
PIBHOBaXHOTO CTaHy jocsirae mpubauszuo 1,87 0,47 n/kr.

Memabonism i eusedenns. JIeTpo30a 3HAUHOIO MIpOIO 3a3HAE METabONI3My 3 YTBOPEHHSIM (hapMaKoIOTiuHO
HEaKTUBHOI KapOIHOIOBOI CrOMyku. MeTaOomuHuid KIIIPEHC JIETPO30y CTAaHOBUTH 2,1 j1/rom, mo MeHie 3a
BEJTMYMHY TIEYiHKOBOTO KPOBOTOKY (IPpHOIU3HO

90 si/rom). Byno BUSBIIGHO, IO TIEPETBOPEHHS JIETPO30JIy HA HOTO META0OMIT 3MIHCHIOETHCS TMiJ] BILTUBOM
130¢epmentiB CYP3A4 1 CYP2A6 mutoxpomy Paso. YTBOpeHHST HEBEIMKOI KUIBKOCTI IHIIMX, IMOKH IO HE
i1eHTH(})IKOBAaHUX METa0OJITIB, & TAKOX BHUBEIACHHS HE3MIHEHOTO MpemnapaTy 3 CEYCH0 1 KaJloM BIAIrparoTh
JMIe HEe3HAYHY pOjib y 3arajibHid emiMiHaiii jeTpo3ony. [IpoTsrom 2 THXKHIB Michs BBEIAEHHS 3A0POBUM
N0OPOBOJIBLAM y TIOCTMEHOMNAy3i 2,5 mr '4C-mivenoro nerposony B ceui Oyno BussieHo 88,2 7,6 %
panioakTuBHOCTI, y Kami — 3,8 0,9 %. IIpunaiimui 75 % pai0akTUBHOCTI, III0 BUSBISIETHCS Y CEUl 3a MEPIOJT
no 216 ronun (84,7 7,8 % Big BEIWYWHH 03U JIETPO30J1y), MPHUITANAT0 HA TIFOKYPOHIIHI KOH'IOTaTH
KapOiHOJIOBOTO MeTaboiTy, Maixke 9 % — Ha nBa iHII HeineHTr]ikoBaHI MeTaboIiTH 16 % — Ha He3MIHCHUU
JETPO30.

VsABHUH KIHIIEBUH TepioJl HaIiBBUBEJIEHHS 3 IJIa3MH KpOBI CTaHOBUTH NpuOiaM3HO 2 pobu. Ilicis
IIOJICHHOTO MpUUAOMY 2,5 MI TperapaTy piBHOBa)KHa KOHIEHTPALIIS JIETPO3OIY JOCATAETHCS MPOTATOM 2-6
THXKHIB, TIPH 1IbOMY BOHa NMPUOIU3HO y 7 pa3iB BUIA, HDK ICISA OJHOPA30BOTO MPUMOMY TIET K JO3H.
Bopnouac 3Ha4eHHS piBHOBaXHOT KOHIIEHTpaLii y

1,5-2 pa3u mepeBuIlye T€ 3HAYCHHS PIBHOBA)KHOI KOHIIEHTpAIlii, sSIKE MOKHA Oyyo O 3aBOQYMTH Ha OCHOBI
pO3paxyHKIB, BUXOJSUM 3 BEJIIMYUH, 3apPEECTPOBAHUX MICNs MPHUHOMY OJHOPa30BOi J103M mpemnapaty. Lle
BKa3ye€ Ha Te, 0 PH IIOJACHHOMY 3aCTOCYBaHHI JIETPO30JIy Y 031 2,5 Mr HOro (papMakoKiHETHKA Ma€ JEIIo
HeNMiHIHHUN XapakTep. OCKUIbKM PIBHOBa)KHA KOHIIEHTpALlls JIETPO30Ty MIATPUMYETHCS Mif Yac JIKYBaHHS
OpOTATOM TPUBAJIOTO Yacy, MOKHAa 3pOOMTH BHCHOBOK NP0 Te, [0 HAKONMUYEHHS JIETPO30Nly He
BiZTOYBAETHCA.

Dapmakoxinemuka 6 okpemux epynax nayicumig. Y INOCIIKCHHSX, SKi MPOBOJWINCH Y JTOOPOBOJBLIB 3
pi3HUM cTaHOM (yHKUi HUPOK (24-roAMHHMI KIIpEeHC KpeaTuHIHy BapitoBaB Big 9 no 116 mi/xs),
BiZI3HAYANIOCS, IO MICIS OAHOPA30BOT0 MPUHOMY JIETPO30ITy Y A03i

2,5 Mr #oro apMakoKiHETHKa HE 3MIHIOEThCS. Y TOAIOHOMY JOCTIKEHHI, IPOBEACHOMY Y JOOPOBOJIBIIB 3
pi3HUM cTaHOM (DYHKIIIT TEYiHKH, OYJI0 BCTAHOBJICHO, ITI0 B OCI0 3 MOMIPHO BUPAKCHHUM TOPYIICHHAM (DYHKITii
neuinku (kmac B 3a mkanoro Yaiina-I1"10) cepenni BeIMYMHU IUIOUI MiJ] KPUBOIO « KOHLIEHTpAIA — Yacy
(AUC) 6ymu Ha 37 % BuLIl, HDK y 30POBHUX 0CIO, ajie 3aJUILAINCS y MeXaxX TOro Jiana3oHy 3HaueHb, SKi
criocrepiraiaucs B ocid 6e3 mopyuieHb ¢yHkuii nedinku. [Ipu pocmimkeHHi (HapMaKOKIHETHKH OJHOPa30BOi
703 y 8 XBOPHX 3 IMUPO30M MEUIHKH Ta TSHKKAM mopymeHHsM i ¢yskmii (kmac C 3a mxanoro Yainn-I1T10)
Oyno BimzHaueHo 30utkieHHss AUC Ha 95 % Ta ty, Ha 187 % BIAMOBITHO MOPIBHSHO 3 MOKa3HUKAMHU Y
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3I0pPOBUX JOOPOBOJIBIIB. Y 3B’S3Ky 3 THM, IO Yy TAIIE€HTIB, SIKI OTPUMYyBaIH 1000BiI 103u Bix 5 wmr g0 10
MI/JIEHb, HE CIIOCTEPIrasiocst 301IbIIEHHS MMOKA3HUKIB TOKCUYHOCTI, KOPEKIIiS J03H Y HANPSAMKY ii SHIDKCHHS HE
00rpyHTOBaHa, X04a TaKM IallieHTaM NOTpiOHO mepedyBaTH MifJ peTenbHUM HarysigoM. Kpim toro, He Oyio
BIJJ3HAUE€HO Oy/b-SKOr0 BIUIMBY MOPYILIEHb (YHKI HUPOK (pO3PaxXyHKOBI 3HAUEHHS KIIPEHCY KpeaTHHIHY
ctanoBuiIH 20-50 mMi/xB) a0 mopyiieHs GyHKIT NeUiHKY Ha KOHIICHTPAIII0 JETPO30IIy Y Iia3mi Kposiy 359
MAIIEHTOK 3 TIOMUPEHUMH (OPMaMHU PaKy MOJIOYHOI 3a03u. dapMaKkoKiHETHKA JISTPO30ITy HE 3aICKUTH Bijl
BIKY.

®apmaneBTHYHI XapaKTepPUCTHKH.
OchogHni hizuko-ximiuni énracmueocmi: TabIIETKU TEMHO-KOBTI, KPYIJIl, 3JI€TKa JBOOIYKJI 31 CKOILIEHUMHU
KpasiMi; 3 OTHOTO 00Ky MapKyBaHHS «F Vy, 3 iHmoro — «CG».

Tepmin npuoamnocmi. 5 poxis.
YmoBu 30epiranns.
30epiratu pu Temnepatypi He Butie 30 °C B HEIOCTYITHOMY IS JUTEH MICIIL.

3ano6iratu i BOJIOTH.

YnakoBka.
o 10 tabnerok y Gmicrepi; 3 6icTepu y KOpoOLl 3 MaKyBaJIbHOTO KapTOHY.

Kareropis Binmycky. 3a peuentom.

BupooHuk.
Hogapric ®apma Ilreitn A, lBeinapis s HoBapric @apma AT, [Beiinapis.

Micue3HaxoaxKeHHs.

Schafthauserstrasse, CH-4332, Stein, Switzerland.
[Maddxaycepmrpacce, CH-4332, [llreiin, [Betinapis.
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