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LleHa B AHpekce lop3gpaB Ctonnyku Anpesb

Cocpeectp”™™ Bukunegna™t

PJIC VIDAL Mail.Ru

dapMaKosiormieckme CBoMCTBa:
tDapmaKo,quHaMMKa

CenekTUBHbIN aHTaroHMcT MHPI. Jerapenmkc cnocobeH KOHKYPEeHTHO 1 06paTMO CBA3bIBATLCS C runodusapHbiMu THPT -
peuenTopamMun, pe3Ko CHMXXasa BbIXod roHagoTponunHos, JIT n ®CIr. Takmm 0b6pa3oM NoHMXKaeTCa cekpeLnsa TecTocTepoHa B
ceMeHHUKax. KapumHoMa npocTaTbl CYHUTAETCA FOPMOHO3aBUCMOWN OMYXO0/bio U MOALAETCH JIeYEeHMIO, HanpaB/IEHHOMY Ha
CHVM>XXeHMe BbIpaboTKN MYXCKMX MOJIOBbIX TOPMOHOB. B oTAn4me oT aroHncToB MHPI, aHTaroHNCTbl 3TOF0 FOPMOHa He
nHAyumpyoT Bbibpoc JII c nocnepytolle akTusaumnen Beibpoca TeCTOCTEPOHA, Pa3BUTMEM OMYX0JN U BO3SMOXXHbLIM
CUMNTOMaTM4YeCKUM 060CTpeHNEM NOCSIe Havana JeveHuns.

OpHokpaTHOoe BBefeHme 240 Mr gerapesinkca n nocsegyrowasn nogaepxxmsaiwuwan tepanmsa B gose 80 mr, nposoanmas B
TeyeHne mecsiua, bbICTPO CHMXKAET KoHueHTpauwuto JIIT, dCI n, kak cnencTeue, TectocTepoHa. KoHueHTpaunusa
ONrMAPOTECTOCTEPOHA B MJ1a3Me KPOBU CHMXAETCS CXOAHbIM C TeCTOCTEPOHOM 0bpa3om.

MNpv BBEAEHWN ferapennkca HabnaaeTcs CHUXKEHNE COAEPIKaHUS TECTOCTEPOHA U NOAAEPKAHNE er0 KOHLEeHTpaUumn Ha
ypoBHe 6onee HU3KOM, YeM npu KacTpauwuu (0.5 Hr/mn). MoaaepkrBaloLLan exxeMecsyHas Tepanvsa B fo3e 80 Mr npusoauna
K MPOAOSIKUTESILHOMY NMOAAB/IEHNI0 TECTOCTEPOHA Y 97% MauMeHTOB B TeYeHue, No MeHblUen Mepe, 04HOro roaa.

CpefHuin ypoBeHb TECTOCTEPOHA NOC/IE NIeYeHns Aerapesnkcom B TeveHne 1 roga 6bin paseH 0.087 Hr/mn.

BbipaboTka aHTUTEN NPOTUB Aerapennkca Habnoganack y 10% nauneHToB nocJsie rofa jieyeHus. HeT gaHHbIX 0 BJUSHUN
obpa3syoWmnxcs aHTUTeN Ha 3PPEKTUBHOCTb UNK 6€30NacHOCTb JSIeYeHNs AerapesinkCcoM.

dDapMaKOKMHETUKa

[Mocne NoAKOXXHOro BBeeHUA aerapesinkca B fose 240 Mr B KOHUeHTpauunm 40 Mmr/ma nauneHTam ¢ pakoM rpoctaTbl AUCy ,g
cyr COCTaBAAET 635 (602-668) Hr/MA/CYT, Cpax COCTABAAET 66 (61-71) HI/MN, T,y AOCTUTaETCA B TedeHune 40 (37-42) u.
[erapenukc BoiBOANTCA B ABe da3bl. CpeaHuin Ty, cocTaBnseT 0Koo 43 cyT Oa5 nepBoHavYa bHON A03bl U 28 CyT ANA
noaaepxxunsatoLlen 0o3bl. MPoao/KNTeNbHLIN T, NOCE M/K BBEAEHUA ABASETCA NOC/AeACTBUEM MeOJIEHHOr0 BbiXxo4a
herapenunkca us geno, ob6pasoBaHHbIX B MeCTaxX NHbEKUUN. PapMakOKMHETUKA Aerapesimkca 3aBUCUT OT KOHLEHTpauumm
pacTBopa npu BBegeHun. Tak, Cax U 6M0A0CTYNHOCTb YMEHbLUAOTCA C NMOBbILLEHNEM KOHLEHTpaUUN Aerapennkca, B To
BpeMs Kak T, BO3pacTaeT.

Ces3biBaHMe ¢ 6enkaMuy nnasmbl cocTaBnseT npuMmepHo 90%. Vy - okono 1 n/kr.

Jerapenvikc nogsepraeTcsi 06bIYHOM NENTUAHOW Aerpafalimn Npu NPoXoXKAeHUM Yepes renaTobunmapHyto cuctemy u
BbIBOAUTCS, B OCHOBHOM, B BUAE NenTUAHbIX ()ParMeHTOB C KasloM. 3Ha4YnMble MeTabonTbl He 0B6HaPYXeHbl. IKCMNEPUMEHTbI
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in vitro Nnokasanu, 4To perapennkc He aBnseTca cybcTtpaToM hepmeHTHOM cuctembl CYP450.

MpumepHo 20-30% ofgHOKpPaTHOM [03bl BblAenseTcs ¢ Mmovoin, 70-80% BbigensieTcs Yepes renato-6uanapHyto cnctemy.

Moka3zaHuA K NPUMEeHeHMIo0:

Mporpeccupyowmn rOpMOHO3aBUCUMBbIN paK NpencTaTeNbHON Kenesbl.

OTHOCUTCH K Done3sHsAM:

e Pak

MpoTuBOoNnoKasaHuA:

[MoBbILLeHHas HYBCTBUTEJIbHOCTb K Aerapesinkcy.

Cnocob npyuMeHeHuA n [03bl:

BBooaT n/k, B 061acCTb XKMBOTa C NEPUOANYECKON CMEHO MecTa BBeAeHUs. HavyanbHas gosa - 240 mr, pasgeneHHas Ha 2
BBegeHunsa no 120 mr. Noppep>xmnsatowyio Ao3y 80 Mr npuMeHsoT Yepes 1 mecsy nNocse BBeAEHWS HavyalbHON A03bl.

[Jerapennkc He npegHasHa4vyeH s B/B U B/M BBeAeHUA.

NMobouyHoe pencTeue:

Co CTOPOHbI HEPBHOU cUCTEMBbI: 4acTo (= 1%, < 10%) - 6eccoHHMLa, rONI0OBOKPY>XXEeHMe, rofioBHble 60nn; peako (= 0.01%, <
0.1%) - cHWxKeHne nbnao, nenpeccus, pa3fpa>KMTeNbHOCTb, 3BOH B yLUaX.

Co CTOPOHbI CEpAEYHO-COCYANCTOM CUCTEMbI: O4eHb 4acTo (= 10%) - npunuebl; peako (= 0.01%, < 0.1%) - AV-6nokapa |
cTeneHu, yeennyeHve nHtepsana QT, nosbilweHne AJl, Ba3oBarajibHbli 06MOPOK, BAPUKO3HOE pacLUMpPEHNE BEH.

Co CTOPOHbI NULLEBAPUTETLHOM CUCTEMBbI: 04eHb 4acTo (= 10%) - TowHOoTa; YacTo (= 1%, < 10%) - anapes, pBoTa,
MeTeopun3M, CyXOCTb BO PTY, 3aropbl, MOBbILLEHNE aKTUBHOCTWN NeYEHOYHbIX TPpaHCaMmMHa3; peako (= 0.01%, < 0.1%) -
CHWXeHWe anneTunTa.

Co CcTOpPOHbI AbixaTesibHoU cuctemsbl: peako (= 0.01%, < 0.1%) - kawesnb.

Co CTOpOHbI cucTeMbl KpoBeTBopeHMs: penko (= 0.01%, < 0.1%) - aHemus.

JlepmaTtonorudeckme peakymm: 4acto (= 1%, < 10%) - ycuneHHoe notooTaeneHme (B T.4. HOYHAA NOTAUBOCTL); Peako (=
0.01%, < 0.1%) - KpanuBHULA, FMNeprUrMeHTauUNs KOXK, BbiNageHne BooC, pasMsaryeHne HorTen, Cbifb, spuTemMa.

CO CTOPOHbI KOCTHO-MbILLUEYHOW cncTeMbI: peako (= 0.01%, < 0.1%) - MbllweYyHble 6011, MbllevyHas cnabocTb.

Co cTopoHsbI nosioBovi cuctembl: pefko (= 0.01%, < 0.1%) - apekTuAbHaA ANCHYHKUNSA, TeCTUKYNSpHas aTpodus,
rmHekomacTus, 601 BHU3Y XMBOTa, 601€3HEHHOCTb NPOCTaThl, peTporpagHas 3aKynaumns, 601e3HeHHOCTb AnYek.

Co CTOPOHbI MOYEBbLIAENTENILHOU cucTeMbl: peako (= 0.01%, < 0.1%) - yyalleHHOoe MoYencnyckaHme, HeoT/I0XKHbIe NO3blBbl
K MOYeuncnyckaHuio, noyeyHasa HefoCTaTOYHOCTb.

Co cTopoHbI 0bMeHa BeLLecTB: 6% - Bbipa)keHHasa runokannemms (= 5.8 MMonb/n); 2% - CHUXKEHMe YPOBHS KpeaTUHUHA
(=177 mkmonb/n); 15% - noBbieHNe a30Ta MOYEBUHbI KpoBM (=10.7 MMoOnb/N).

lMpoy4ue: o4eHb YacTo (= 10%) - pa3fparkeHne B MecTe BBeAeHUs; 4acTo (= 1%, < 10%) - 03H06, nuxopagka, cnabocTb,
YyTOMJISEMOCTb, NPOCTYAHble 3aboneBaHns; peako (= 0.01%, < 0.1%) - peakunn NOBbILLEHHOW YYBCTBMTE/IbHOCTU, OTEK B
MecTe BBEOEHMS.

Bsaumopnencreume ¢ APYruMm nekKapCcrseéHHbiMu cpencrtBamMm:

MockKonbKy Npy NPUMEHEHUN Jerapesinkca BO3MOXHO yBennyeHue nHtepsana QT, ciiefyeT OLeHUTb HeobXoAUMOCTb
O[lHOBPEMEHHOIr 0 MPYMEHEHUA Aerapesnkca 1 npenapaToB, KOTOPbIE Bbi3bIBAOT yBeNANYeHue nHTepsana QT nan
)KeJly4OYKOBYIO TaxXMKapauio (Hanpumep, XMHUAWH, AU30M1MpaMua), HeMposenTUKOB, aHTUAPUTMUYECKNX NMpernapaTos
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(HarlleMep, amMuofapoH, cotanon, goeTnnng, VI6yTVU'IVI£I.), a TakXXe MeTafloHa, umsanpua n MokcudiokcaumHa.

KnnHnyeckun 3Haynmoe hapMakoKnHeTMHEeCKoe B3aMMOAeNCcTBME Aerape/inkca u cpeacTB, BANSIOWNX Ha DEPMEHTHYIO
cuctemy CYP450, manoBeposiTHO.

Ocobble yKka3zaHUsA U Mepbl NPeaoCTOPOXKHOCTHU:

He n3y4veHo npumeHeHne gerapesnkca y NnauMeHToB C yKa3aHMeM B aHaMHe3e Ha uHTepsasn QTc 6onee 450 mcek, y
nauneHToB C PaKTopaMmM PUCKa Pa3BUTUSA XKeNyL04KOBON apuTMUM Tuna "nupyaT", npn KoMBMHaUUK C NpenapaTamu,
KOTopble cnocobHbl NposioHrnpoBaTh nHTepBan QT. Mpu HeobX0[MMOCTN NPUMEHEHNS ferapesinkca B TakKnx ciy4vasax
cnepyeT TwaTelbHO OLLEHNTb 0XKMAAEMYIO MOJIb3Y U PUCK Tepanuu.

TepaneBTUYecKyto 3pPeKTUBHOCTb Aerapesinkca ciefyeT OLeHMBaTb NO KJIMHNYECKM napamMeTpam 1 yposHio MCA B
cbiBOpoTKe. Cynpeccus TecTocTepoHa NPOMCXOANT Cpa3y XXe rnocjie BBefeHUA HavyaslbHOW A03bl, NP 3TOM YPOBEHb
TEeCTOCTEepOHa B NJia3Me KPoBW NafaeT A0 YPOBHA TeCTOCTEPOHa Npu MeaAnUNHCKON KacTpauum (< 0.5 Hr/mn) y 96%
rnauneHToB Yepe3 Tpu AHA, Y 100% nauneHTOoB - Yepe3 Mmecsau. OnvTtensHas, Ao 1 roga, nogaep>xusatoLan Tepanms
obecneymBaeT cynpeccuto TectocTepoHa (< 0.5 Hr/mn) y 97% nauneHToB. Ecan y naumeHTa TepaneBTUYeCcKUin apgexkT
Bblpa>keH HeJ0CTaTO4YHO YeTKOo, ClefyeT yAOCTOBEPUTLCA, YTO YPOBEHb TECTOCTEPOHA B CbIBOPOTKE KPOBW OCTaeTCs
MOHW>XEHHbIM B AOCTaTOYHOM CTeneHn. [lerapenmkc He Bbi3biBaeT KonebaHnn ypoBHS TeCTOCTEPOHa, MO3TOMY HeT
HeobXxoAMMOCTUN NPUMEHSATL aHTMaHAPOreHHbIE NpenapaThl B HaYane Ne4eHuns.

HeT HeobXoAMMOCTM U3MEHATL 403y AJ1F MNaLMEeHTOB MOXWI0ro BO3pacTa Uan AS NaUUEHTOB C IEFKUM UM YMEPEHHbIM
HapyLweHeM yHKLNM NnevyeHn nam noyvek. C 0oCTOPOXXHOCTLIO CiefyeT NPUMEHSTb AerapesukC y NaLMeHTOB C TSXesoin
neyvyeHo4YHON NV NOYEYHOW HeA0CTAaTOYHOCTbLIO, T.K. €r0 U3yYeHUe y AaHHON KaTeropun NauMeHToB He NPOBOAWIIOCh.
M3MeHeHMe NIOTHOCTM KOCTHOM TKaHW Npu MPUMEHEHUN Aerapesinkca He n3yyasiacb, OAHAKO Y NalMeHToB, NepeHecLumnx
OPXU3KTOMUIO WSIN NMPUHUMABLUNX aroHUCTbl MHPT, HabntofaeTcs CHUXEeHe NIOTHOCTY KocTel. MosToMy BcieacTBue
CYMNpeccumn TeCToCTEPOHa, BbI3BAHHOW MPUMEHEHNEM Aerapesikca, BO3MOXKHO CHUXKEHME MAOTHOCTU KOCTEN.

BnusiHne perapesimkca Ha YPOBEHb MHCYJIMHA W FII0OKO3bl B KPOBUM He M3yYasiock. O4HAKO y NauneHToB, NepeHectlnx
OPXU3KTOMUIO UM NMPUHUMABLUUX aroHUCTbI THPT, HabloAaeTCs CHUXEHNE YyBCTBUTENbHOCTY MHCY/IMHA K TIIOKO3e ’,
BO3MOXXHO, pa3BmTue unu obocTpeHne caxapHoro avabeTa. Mo3ToMy Npu SIeHeHUN AerapesimkcoM pekoMeHayeTcs
perynsipHblii KOHTPOJb YPOBHS FJIOKO3bl B KPOBMW.

Wcnonb3oBaHve B neanaTpuu

He nmeeTcs 060CHOBaHHbIX MOKa3aHWi 418 MPUMEHeHNs Oerapesnkca y AeTen nam nogpocTKoB..

BavsaHne Ha cnocobHOCTb K BOXKAEHMIO aBTOTpaHcriopTa v yripasJieHNO MexaHn3mMmamun

[Mpn NnpuMeHeHUN nerapesiukca BO3MOXHbl YTOMJIAEMOCTb U MOJIOBOKPYXKEHUE, YHTO MOXKET BJINATb Ha CnocobHOCTb NauneHTa
K yrnpaBJieHNO aBTOTPAHCMOPTOM U APYrMM NOTeHUMaNIbHO OMaCHbIM BUAaM O0eATEJIbHOCTHW.

Mpyn HapyLleHnsax (pyHKLUNN noYekK

HeT HeobXx0AMMOCTUN U3MEHATb A03Y A9 NAUNEHTOB C JIEFKUM AN YMEPEHHbIM HapyLleHnem yHkumm noyek. C
OCTOPOXXHOCTbIO C/iefyeT NPUMEeHATb Aerapennke y NauneHToB C TAXKe0N NoYevyHON HeJOoCTaTOYHOCTbIO, T.K. €ro nusy4yeHune
y AaHHOW KaTeropuu nauneHToB He NPOBOAKIIOCH.

Mpyn HapylweHnsax pyHKUNN neYeHun

HeT Heobx0AMMOCTN NU3MEHATb A03Y AN NALUNEHTOB C JIEFKUM NN YMEPEeHHbIM HapyLlleHneM yHKumn neveHn. C
OCTOPOXXHOCTbIO C/iefyeT NPUMEeHATb AerapevuKke y NauneHToB C TAXKe0N NeYeHOYHON Hef0CTaTOYHOCTbIO, T.K. ero
n3y4yeHune y AaHHOMN KaTeropmm nauMeHToB He NPOBOANIOCE.

lNMpuMmeHeHne B NO>XXKNJIOM Bo3pacTte

HeT Heobx0AMMOCTN U3MEHATb A03Y AN NAUMEeHTOB NOXKWJI0Oro BO3pacTa

lNMpuMmeHeHne B eTCKOM Bo3pacTe

He nmeeTcsi 060CHOBaHHbLIX MOKa3aHWiA N5 MPUMEHeHUs Aerapenukca y AeTen uam nogpocTKOB.

UcTouHuK: http://drugs.thead.ru/Firmagon
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