Buarpa CocbTt uHcTpykuus

BUATPA® CO®T (Viagra Soft, CungeHacoun, Sildenafil citrate)
CocTaB: AKTMBHbIM kOoMNoHeHTOM Buarpbl Codt sBnsieTca cungeHaduna UMTpar, KoTopblii coaepxutcs B TabneTkax B 4o3ax,
akBuBaneHTHbIx 50 mr nnmn 100 mr cungeHaduna.

MNMepeyeHb HEAKTUBHbIX KOMIMOHEHTOB
MwukpokpucTannuyeckas Lenniososa, kanbums rmapodocdat (6e3BofHbIi), HAaTPUSA KpockapMenno3a, MarHus cteapar.
rMnpomennosa, TutaHa aByokuce (E171), nakrosa, TpuaueTuH, MHAUIO KApMWUH amioMUHKEBbLIN Nnak (E132).

Moka3aHusA K NnpMMeHeHuto npenaparta Buarpa:
Buarpy CodbT npumeHsaoT ans nedeHns apekTuibHon aAncdyHkumu. Ans Toro, 4To6bl Buarpa Codt Havyana gencTtBoBaTh
Heob6xoauMo cekcyanbHoe BO36yxaeHue.

MpoTuBONOKasaHuA:

Buarpa (Buarpa CodT) npotBonokasaHa 60mnbHbIM C rMnepyyBCTBUTENBHOCTBIO K NI06OMY KOMMOHEHTY TabneTku. bnarogaps
N3BECTHOMY BIUSAHUIO Ha 0bMeH okucu asota/uM® (cm. PapmakoanHamuyeckue cBoicTea), npenapar Buarpa ycunvean
rMNOTEH3MBHOE AEeNCTBINE HUTPATOB, NO3TOMY €ro NMPUMEeHeHNe NPOTMBOMOKa3aHo Yy 6oMbHbLIX, MONyYaoLMX 4OHATOPbl OKUCK a3oTa
WY HUTpaThbl B NoBbIX hopmax.

BesonacHocTb ncnonb3oBaHusa cungeHaduna B cneayoLmx noarpynnax nauneHToB He ndyyanach, 1, No3TOMy, ero
MCMOMb30BaHMe B HUX MPOTUBOMOKa3aHO A0 MONyYeHns AanbHenwen nHpopmaumu: TpyaHasa nedeHovHas HeJoCTaTOYHOCTb,
rMnoTeHsus (aptepuansHoe AaeneHune < 90/50 MM pT. CT.), HEAABHO NEPEHECEHHBIN MHCYNMbT UMK MHapKT M1okapaa v
HacnefcTBeHHble AiereHepaTrBHble 3aboneBaHns ceTyaTtky, Takme Kak NUrMeHTaums cetyaTku (HebonbLuoe KonmyecTBO Taknx
NauMeHTOB UMEIOT reHeTuYeckne HapylueHns docdoamnacTepasbl CETYaTKM).

anIMeHeHVIe npu 6epeme|-||-|ocm W naktauumm:

BMarpa CO(*)T He npegHa3Ha4dyeHa onda npuMeHeHua y XXeHLnH. B penpoayKTUBHbIX UCCITEeA0BaHNAX Ha KpbiCaX N KPONUKax
nepoparnbHoe NnpuMmeHeHune cvm}:leHacbwna He OKa3bIiBasio TepaTtoreHHoro OEeNCcTBUS, He BNUANO Ha penpoayKTUBHYHO q)yHKLl,I/IIO n He
BbI3bIBasfio HapyLleHusa nepM/ NOCTHATaNbHOro passuUTna nnoaa n HOBOPOXOAEHHOrO. O,ElHOKpaTHbIVI npnem BI/IanbI BHYTPb B 10O3€
100 mr Y 300pOBbIX ,El06poBOJ'IbL|,eB He conpoBoXaanca UsSMeHeHnemM noaBMXXHOCTU UIn MOpd)OJ'IOFI/II/I cnepmMarosongos.

Pexxum no3mpoBaHus M cnocob npuMeHeHus:

TabneTkn Buarpbl CodT paccacbiBaloTCS MoA A3bIKOM.

MpumeHeHe y B3pocnbix

PekomeHnayemyto fo3y 50 Mr npMHMMarloT Nnpu HeO6XOAMMOCTU NPUMEPHO 3@ OAUH Yac A0 MIaHUPYEMOW CeKCyarnbHON akTUBHOCTY.
C yyeTom 3hHEKTUBHOCTM 1 NEPEHOCMMOCTM 03a MOXET ObiTb yBenuyeHa Ao 100 Mr nnm cHwkeHa go 25 mr. MakcvumarnbHas
pekomenayemasi posa coctaenseT 100 mr. MakcumanbHas pekomeHayemas 4actoTa NPUMEHEHNst — OAMH pas B [ieHb.
MpumeHeHMe y NOXUNbIX NoAEN U 60NbHBLIX C HAPYLIEHHOW by HKLIMEN NMOYEK UMK NeYeHU

Y noxunbix nogen 1 60nbHbIX C HApYLUEHHON byHKUMEN NMOYeK UMK NMeYeHn pekoMeHayeMas cxema NpuMeHeHVs Ta xe.
MpumeHeHne y peTen

Buaepy Cogpm He cnnedyem HasHa4amb 0emsiM.

Mo6ouyHble AencTBUSA:

B knuHmnyecknx nccrnepoBaHnsAX, KOTopble NPOBOAWIUCE B pasfMyHbIX CTpaHax mupa, Buarpy npumensanu 6onee, yem y 3700
nauneHToB (B Bo3pacTte oT 19 go 87 net). Cebiwe 550 6onbHbLIX Nonyvanu nevyeHme B TedeHne bonee ogHoro ropa.
MepeHocmocTb Buarpel 6bina xopoluelt. B nnauebokoHTponvpyembiX KITMHUYECKUX UCCNEenoBaHNaX YacToTa npekpalleHus
Tepanuu us-3a HexenaTternbHbIX SBMeHWI bbina HU3KOWM 1 CONOCTaBUMOW C TakoBOW Npu npuemMe nnauebo. HexenaTenbHble
ABNEHUs 06bIYHO ObINN NPEXOAALLMMM U FTETKMMU UM YMEPEHHO BblPaXKeHHbIMU. B nccnepgoBaHmsax ¢ niobbiM AnsaiHoM xapakTep
HexenaTternbHbIX ABneHnii y 6onbHbIX, nonyvasLumx Buarpy, 6bin cxodHeiM. B nccnepgoBaHusax ¢ MKCMpOBaHHBIMU [03aMK YacToTa
HexernaTtesnbHbIX ABMEeHNI MoBbILanachk Npu yBenu4eHun [osbl. B nccnenosaHmsix ¢ nogbopom Ao3bl nogbupanu (nogobHele
nccnenoBaHns ny4dile oTpaxarT PEKOMEHAYEMYIO CXEMY NMPUMEHEHNS), XapaKkTep HexenarterbHbIX ABeHUA Gbln ConocTaBMMbIM C
TaKoBbIM B MCCeA0BaHMAX C (PMKCMPOBaAHHBIMU [03aMU.

B knuHunyecknx nccnefoBaHusax, ¢ UHANBUAYanbHLIM NOA60POM A03, Yalle BCEro BCTpeyanvch Creayowmne HexenarternbHble
AIBNEHUs, CBSA3b KOTOPbIX C MPUEMOM rnpernaparta Obinia BO3MOXHOW, BEPOSTHOW UM HEN3BECTHOM:

cepaevyHo-cocyaucTble — ronoBHasa 6onb, NPUNNBbI, TONTOBOKPYXEHUE;

nuuieBapeHue — gucnencuda;

OblXaHNe — 3anoXeHHOCTb HOCa,

opraHbl 4yBCTB — U3BMEHEHNE 3peHnd (nerKoe 1 npexoaduiee,; rmaBHbIM o6pa30M n3MeHeHve LBeTa 06 bEKTOB, a Takke
ycuneHHoe BoCcnpuaTnue ceeta U HapylweHne 4eTKocTu 3peH|/|;|).

o I'Ip|/| ncnonb3oBaHWK Npenaparta B 403aX, NpeBbillaBLINX pekoMeHayeMble, HexenaTellbHble ABNeHUdA ObINn CXOOHbIMM C
OTMEYEHHbIMU BbILLE, HO OObIYHO BCTpeYyanuchb vaule.

Cnyqaw npunanmaMma He OTMeYeHbl.

Mepeno3unpoBska:
B uccnenoBaHusix y 300poBbiX 40O6POBOSbLLIEB NPU OAHOKPATHOM MNpueMe npenapata B Ao3ax Ao 800 Mr HexxenaTerbHble SBeHUs!



OblNM CONOCTaBMMbI C TAKOBLIMU npuv npueme BI/IanbI B 6ornee HU3kNx fo3ax, HO BCTpedanuchb Yaile. B cny4ae nepeno3npoBkn
Heobxoanmo NPUHATL CTaHO4apTHbIe CUMNTOMAaTu4eckmne Mmepbl. ,D.I/IaJ'II/IS He OOJKEeH YCKOPATb KIMpeHC cvmneHacbmna, TakK Kak
nocrneaHui akTUBHO CBA3bIBAETCA ¢ 6enkaMmu nnasmbl U HE BbIBOOMTCS C MOYON.

Ocobble npenocTepexeHnsi 1 0cobble Mepbl NPeAOCTOPOXKHOCTH:

[nst AMarHoCTMKKN HapyLUEeHWIM 3pekL KM, onpeaeneHns BO3MOXHbIX UX MPUUKH U BbiGOpa afeKkBaTHOro fieveHnst Heo6xoanuMo
cobpaTb NOMHbLIN MEAULIMHCKUIA aHaMHE3 1 NPOBECTU TLiaTenbHoe duankanbHoe obcrnenosaHue. CekcyarnbHas akTUBHOCTb
npeacTaBnsieT onpeaeneHHbli pUck Npu Hanuyum 3abonesaHuii cepaua. B csisu ¢ atum nepep Havanom no6oilt Tepanum no
NMoBOAY HapyLUEeHWiA 3peKLUn Bpay MOXET NocunTaTh HyXHbIM o6criefoBaHne cepaeyHO-CoCyANCTOM CUCTEMBI.

MpenapaTbl, NpegHa3HaYeHHbIe ANs NIe4YeHNs HapyLweHnii apekuMmn, HeobxoanMOo NCNoNb30BaTh C OCTOPOXHOCTLIO Y BOMbHBIX C
aHaTomuyeckon AedopMalmeri MoNoBOro YneHa (Hanpumep, aHrynsauus, kaBepHo3HbIn nbpos nnu 6onesHs MeipoHn) n y nopen,
cTpagatowmnx 3abonesaHnaMu, KOTopble NpeapacrnonaralT K pa3BuTuio Npuanvama (TakMMm Kak CeproBUAHO-KIETOYHasA aHeMus,
MHOXECTBEHHas MMenoma unm nemkemms).

MpenapaTbl, NpeaHa3HavYeHHble ANs NIeYeHUs HapyLUEHWUIA 3pEKLMK, He CreayeT HasHayaTb My>XYuHaM, Ans KOTOPbIX CeKcyarbHast
aKTMBHOCTb HexenarternbHa. beaonacHocTb 1 achdekTMBHOCTE Brarpbl B KOMGUHALMM C ApYrMMY CpeacTBamu, NpeaHasHayeHHbIMU
ANsi NeYeHNUs HapyLIeHUIA 3pEKLMK, He n3yyanucb. B cBA3N ¢ 3TUM NpuMeHeHne Nofo6HbIX KOMBUHaUWI HE pEKOMEHAYETCS.
Buarpa He BnusieT Ha BpeMs KpOBOTEYEHUs!, B TOM YMCIe NpU HasHavyeHnn B komBuHauum ¢ acnupvHom. Miccneposanus
TPOMGOLMTOB YerioBeka in vitro CBMAETENbCTBYIOT O TOM, YTO cunaeHadun ycunueaeT aHTUarperaunoHHbIn 3ddekT HaTpus
HUTponpyccuaa (doHaTopa okucu asota). CBeaeHuin o 6esonacHoCTH NpumeHeHust Buarpbl y 6onbHbIx ¢ 3aboneBaHusmm,
CONPOBOXAAIOLLMMUCS KPOBOTOUMBOCTbIO, NN 0BOCTPEHNEM S3BeHHO 6one3Hn HeT. B cBsi3un ¢ aTuM y Taknx 6onbHbIx Buarpy
cnepyeT UCMOMb30BaTh C OCTOPOXHOCTbIO.

Y He6onbLuoro Yncna 60nbHbIX C HACNEACTBEHHLIM MUIMEHTHBIM PETUHUTOM UMEITCS HAaCcNeACTBEHHbIE HApYLLEHWsI aKTUBHOCTU
chochoanacTepas cetyartkn. CeefeHnini o 6eaonacHoCT NpUMeHeHns Buarpbl y 60nbHbIX C MUTMEHTHBIM PETUHUTOM HET. B cBA3u ¢
3TUM y Takux 6onbHbIX Buarpy cnegyet npuMeHsiTb C OCTOPOXHOCTbIO.

BnusiHne Ha cnocoB6HOCTL ynpaenaTb aBTOMOGMNEM M NONIb30BaTbCA TEXHUKOM:
I'Ip|/| ynpasneHun aBTOMObMNEeM unu mexaHM3amamu cneumarnbHble Mepbl NPeJoCTOPOXHOCTU He Tpe6yf0TCF|.

B3aumopencTtBue:

BnusiHue apyrux npenapatoB Ha Buarpy

WccneposaHus in vitro:

MeTtabonuam cungeHaduna npoMcxoamuT rmaeHeIM obpasomM nog BnusiHmeM nzocgpopm 3A4 (ocHoBHOM NyTb) N 2C9 (MeHee
3Ha4YMMBbIN NyTb) uuToxpoma P450. CrnegoBaTensbHO, MHIMBUTOPLI 3TUX M30PEepPMEHTOB MOTYT YMEHbLUUTL KIMPEHC cunaeHaduna.
WccneposaHus in vivo:

LumeTtnamnH (800 mr), asnsiowmiica Hecneuundundeckum nirnoutopom CYP3A4, npu ogHoBpeMeHHOM npueme ¢ Buarpoii BbisbiBan
NoBbILLEHWEe KOHLLEHTpaumnn cungeHaduna nnasmel Ha 56% y 340poBbIX 406POBONbLEB. [ONYNALUMOHHBIV hapMaKOKUHETUYECKMUIA
aHanus pesynbTaTtoB KITMHUYECKOro NCCNefoBaHNst MPOAEMOHCTPUPOBAN CHKEHWE KupeHca cunpeHadwna npyv O4HOBPEMEHHOM
npumeHeHun nHrnoutopos CYP3A4 (Takmx Kak KETOKOHA301, 3pUTPOMULUH, uumeTuanH). OHaKo YacToTa HexenaTenbHbIX
ABMNEHUIN Y 3TUX NaLUWEHTOB He yBenuinnachb.

OpHOKpaTHbBIV Npuem aHTaumaa (MarHust TmapoOKUCH/antoMUHNSA TMBPOOKUCK) He BMUAN Ha BuogocTynHocTb Buarpel. o AaHHbIM
nonynsUMOHHOro hapMaKkoKMHEeTUYeCKoro aHanuaa, nHrnomtopel CYP2C9 (Takue kak Tonbytamug, BapdapuH), CYP2D6 (Takue kak
CeneKkTMBHbIE MHIMOMTOPLI 06paTHOro 3axBara CEPOTOHMHA, TPULIMKNNYECKUE aHTUAENPeCcCaHThl), Tasuasl 1 TMasngonofobHsle
AVYpPeTUKW, NeTneBble 1 KanuincbeperatoLime AnypeTukn, MHrmbutTopel AP, aHTaroHUCTbl kKanbums, 6eTa-agpeHobnokarTopsl 1
nHaykTopbl MeTabonuama CYP450 (Takue kak pudamnuumvH, 6apbutypaTbl) He okasblBanu BMNUSHUA Ha (hapMaKoKUHETUKY
cungeHadwuna.

BnusiHue Buarpbl Ha gpyrue npenaparbl

WccneposaHus in vitro:

CungeHadun siBnsieTca cnabbiv MHIMbUTopom nsodpepmeHToB uutoxpoma P450 — 1A2, 2C9, 2C19, 206, 2E1 n 3A4 (UK, 0>150
MKMorb). Mpy npyMeHeHun cungeHadmna B pekoMmeHayeMbliX 403aX MakCuMarnbHas KOHLEHTpauus ero B nnasme coctaBnser
okono 1 MKMorb, MO3TOMY Maro BEpPOATHO, YTo npenapar Buarpa cnocobeH NoBnMsiTb Ha KMMPEHC cybcTpaToB aThX
130pEPMEHTOB.

WccneposaHus in vivo:

Mpr3HakoB cyLwecTBEHHOro B3aumogencTaus ¢ Tonbytamuaom (250 mr) unu BapdapuHom (40 Mr), koTopble MeTabonuanpytoTcs
CYP2C9, He BbisiBneHo. [Npenapat Buarpa (50 Mr) He Bbi3biBan AONONHUTENbHOrO YBENUYEHUS BPEMEHU KPOBOTEYEHNS Npu
npueme acnupuna (150 mr). Mpenapat Buarpa (50 Mr) He ycunvBan runoTeH3vBHOE AeNCTBME ankorons y 340pOBbiX
[06poBONbLEB NPU MakCMMarnbHOM YPOBHE ankoronsi B Kposu B cpegHem 80 mr/an. Y 6onbHbIX C apTepuanbHOW rMnepToHnen
npu3HakoB B3ammopevicTeusa Buarpbl (100 Mr) ¢ amnogmnuHom He BbisiBNeHO. CpeHee AONOMHUTENBHOE CHUKEHNE
apTepuanbHOro faBreHus B MONIOXEHUM nexa (CUCTONMYECKoro — Ha 8 MM pT. CT., ANAcTONMYECKoro — Ha 7 MM pT. CT.) Obino
COMOCTaBMMO C TaKOBbIM Npu NpreMe ofHon Buarpel y 3g0poBbix Aob6poBonbLeB (cM. PapmakoguHamMmuyeckme cBoncTea). AHanus
nHdopMaLmm o 6e3onacHoCTM NPOAEMOHCTPMPOBAaI OTCYTCTBME pasnnynii B Xxapaktepe nobo4vHbIX apdeKToB y 6OMbHbIX,
nonyyasLimx Buarpy B coueTaHnm ¢ aHTUrnnepTeH3uBHbIMU cpeactBamu u 6e3 Hux. Mpenapat Buarpa ycunuman runoTeH3mMBHOe
[encTBMe HATPaToB B OCTpor npobe 1 npu ANMTENbHOM NPUMEHEHUN nocnegHux. B cBssu ¢ atum, npumeHeHne Buarpbl B
COY€eTaHUU C HATpaTamu Uy JoHaTopaMy OKUCK a3oTa NpoTMBoMokasaHo (CM. MNpoTnBonokasaHus).



®dapmMakonornyeckue CBoMcTBa:

®dapmMakogMHaMmuyeckme CBOMCTBa

Buarpa siBnsietcs HOBbIM nepoparbHbiM NpenapaToM, NnpegHasHa4YeHHbIM NS neveHns HapyLleHunin apekuun. OH BocCcTaHaBnmBaeT
HapYyLUEHHY 3peKTUNbHY OyHKLUIO 1 obecnedunBaeT eCTECTBEHHbIN OTBET Ha CekcyarnbHoe Bo3byxaeHue. dusmonormyeckui
MeXaHW3M 3peKLMM MONOBOro YreHa npeanonaraeT BoicBoboxaeHue okncu azota (NO) B kaBepHO3HOM Tere Mpu cekcyarnbHowm
CTUMYMSALMM.

Okucb asoTta akTuBMpyeT bepMeHT ryaHunaTumknasy, YTo MPUBOAUT K MOBLILLEHWNIO YPOBHS LIMKIIMYECKOro ryaHo3vHMoHodocdarta
(urM®), paccnabneHuto rMagKkMx MblLLL, KABEPHO3HOrO TeNa 1 YCUIEHWNIO KPOBOTOKa B MOSIOBOM uneHe. CungeHadun — MOLLHbIN U
CenekTuBHbIA MHrIMbutop ulrMd-cneumduyeckorn docdoamactepassl Tuna 5 (PA35), koTopas oTBeTCTBEHHA 3a pacnag ulrMe s
KaBepHO3HOM Tene. Buarpa okasbiBaeT nepudepuyeckoe AericTBme Ha apekumio. CungeHadun He okasbiBaeT NPSMOro
paccnabnsoLero BNUSHNUA Ha KaBepHO3HOe Teno, HO akTUBHO ycunueaeT paccnabnstowmin addekt NO Ha aTy TkaHb. Mpn
akTtuBauun nytn MO/ulfrM®, HabntogatoLleica Npu cekcyansHoM Bo30yxaeHuu, yrieteHue @035 nop BnusiHMem cungeHaduna
NpUBOAMT K yBenuyeHuto yposHen L M® B kaBepHO3HOM Tene.

B cBsi3u ¢ 3TMM Ans nposiBneHns brnaronpusaTHoro hapmakonormyeckoro adpcpekta Buarpsl Heobxoanma cekcyansHas CTUMYMSILUS.
Mpw ogHokpaTHOM Npueme Buarpbl BHYTpb B fo3ax Ao 100 Mr y 300poBbix 4OGPOBOIbLER NpenapaT He Bbi3biBan KIMHUYECKM
3HauYMMbIX n3mMmeHeHuin AKI. MakcumanbHoe CHUXeHME CUCTONMYECKOro apTepuarnsHOro AaBreHns B MOSIOXKEHUN Nexa npu
npuMeHeHUn npenapara BHyTpb B fo3e 100 Mr cocTaBnsino B cpeaHeM 8,4 MM pT. cT. COOTBETCTBYIOLLEE CHUXEHMNE
[OMacTONMYECKOro apTepuarnibHOro AaBneHusl B NOMOXEHUU fexa cocTaBnsano 5,5 MM pT. cT. CHUXeHVe apTepuansHoro AaBrneHns
06BbsACHsIETCA BasoaAunaTupyrLWwuMm addektamm cunaeHagmna, BO3MOXHO, 3a CYET NOBbILEHUS YPOBHS UTM® B rmagkvx MbilLax
cocynoB.

Buarpa He BnusieT Ha OCTPOTY 3pEHUsi U KOHTPACTHOCTb BOCNPUATHSA. Y HEKOTOPbIX MauneHToB Yyepes 1 yac nocne npuema
npenapara B fo3e 100 Mr BbISIBNIEHO NErkoe v npexoasiliee HapyLleHue pasnmyeHns uBeTa (CMHEro/3eneHoro) ¢ NoMoLLbio TecTa
Farnsworth-Munsell 100; yepes 2 yaca nocne npuemMa npenapara 3Tu U3MeHeHus oTcyTcTBOBanu. [NpegnonaraeMbiM MEXaHU3MOM
HapyLUeHNs LBETHOrO 3peHMs cuntaoT yrHeTeHne ®[196, koTopast y4acTByeT B NpOLLECCE Nepefayy CBeTa B CeTHaTke.
WccnepoBaHus in vitro nokasanu, 4to adpdekt cungeHadmna Ha P36 B 10 pa3 ycTynaeT ero akTMBHOCTU B OTHOLEHUM ®195.
WccnepgoBaHus in vitro cBMAOETENbCTBYIOT O TOM, YTO aKTMBHOCTb cungeHaduna B otHoweHun ¢35 B 10 - 10000 pa3 npeBocxogut
€ro aKTMBHOCTb B OTHOLLEHUM Apyrux nsocopm gocdoamactepassl (O3 1, 2, 3, 4 1 6). B yacTHOCTM akTUBHOCTbL cunaeHacmna B
oTHoweHnn ®135 B 4 000 pa3 NpeBOCXOANT €ro akTUBHOCTb B OTHoweHnn ®33 — uAM®-cneundudeckon docdoanacTepass.
yyacTBYyloLL el B COKpaLLeHun cepaua.

[ononHutenbHaa MHGOPMAaLIMA O KNMHMYECKUX UCCIe0BaHUAX

OdphekTnBHOCTL M HesonacHocTb Buarpbl ndydanach B 21 paHAOMU3NMPOBaHHOM, JBOMHOM Crienom, nnauebo KOHTponmpyeMom
nccnenoBaHny AnvTenbHOCTbIO Ao 6 mec. Buarpy npumensinm 6onee, yem y 3000 60MnbHbIX C HAPYLLEHUSMU 3pEKLMN Pa3fTUYHOW
3TUonorum (OpraHNYecKMMm, NCUXOreHHbIMU, CMeLLlaHHbIMK) B Bo3pacTe oT 19 o 87 net. 3ddekTMBHOCTL onpeaensnu Ha
OCHOBaHMU OOLLEN OLLEHKW, AHEBHUKOB, PErMCTPaLMM 3pEKLNM, OLLEHKM MEXAYHAPOAHOro uHaekca apektunsHom yHkumm (IIEF,
aHkeTa, NpefHasHa4YeHHas Ans OLEHKM cekcyarnbHOM pyHKUMM) U onpoca NapTHEPOB.

OdpekTBHOCTE Brarpel, KOTOpyto oLeHuBanm no cnocobHOCTY Npenapara obecnevmBaTb HacTyMNMeHNe N COXPaHEHNe apeKLmH,
[0CTaTOYHOW A58 MOJIoBOro akTa, bbina NpogeMoHCTpupoBaHa Bo BCcex 21 uccnefoBaHum U coxpaHsinach npu AnMTensHOM
nedeHun (oaumH rog). Mpu ucnonb3oBaHuy Npenapara B OUKCUPOBaHHbLIX A03aX A0MsA 6OMbHbIX, OTMETMBLUNX YryYlLleHne
3apeKTUnbHOM dyHKUMK, cocTaBuna 62°o (25 mr), 74% (50 mr) n 82°0 (100 mr), a npu npueme nnauebo — 25%. NMomrmo yny4yeHms
apekTunbHomn dyHKummn, aHanus |IEF nokasan, 4to nevexne Buarpoin ynyyliaeT Takxe oprasm, yAoBNeTBOPEHVEe OT NOMOBOro akra
n oblee yaosnerBopeHne. Bo Bcex nccnenoBaHusix fons 60mnbHbIX caxapHbiM AMabeToM, OTMETMBLLMX yrydLlleHne Npu NeYeHnm
Buarpoit, coctaBuna 59%, 60nbHbIX, NEpEeHECLUMX paanKanbHY NpocTaTakToMuo — 43%, 6OnbHbIX C TPABMOW CMMHHOMO MO3ra —
83% (npotuB 16%, 15% 1 12% 60nbHbIX, NoNyYaBLUMX Nnauebo, COOTBETCTBEHHO).

®dapmaKoKMHeTMYeCKne CBOMCTBA

BcacbiBaHue

Buarpa 6bicTpo BcacbkiBaeTcsi. KoHLeHTpauus npenapara B nnasme nocrie npuema ero BHyTpb HaToLak fOCTUraeT nuka B Te4eHne
30-120 muH (B cpegHem 60 muH). ABcontoTHast G1MoAOCTYNMHOCTEL NMPU NpUeMe BHYTPb B cpeaHeM cocTaBnseT 41% (25-63%).
dPapmakoknHeTuka Buarpbl npu npveme BHYTpb B pekomeHayeMoM AnanasoHe o3 (25-100 mr) sensetcsa nuHeriHon. [MNpu npueme
Buarpbl B coveTaHum ¢ XMPHOW NKLLEe CKOPOCTb BCACbiBAHWSA CHUXAETCS.

PacnpeaeneHue

O6bem pacnpegenenus (Vss) cungeHaduna B paBHOBECHOM COCTOSIHWUM cocTaBnseT B cpeaHeM 105 n, 4To ykasbiBaeT Ha ero
pacnpeneneHue B TkaHsx. CungeHadun v ero ocCHOBHOM LMpKynupyrowmini M-gecMeTnnoBbiin MeTabonut npumepHo Ha 96%
cBsi3biBatoTCs ¢ 6enkamu nnasmbl. CBA3biBaHWE ¢ 6enkamy He 3aBUCUT OT OOLLiel KOHLIeHTpauuy npenapara. Y 300poBbiX
nobposonbLes, nonyvasLwuunx Buarpy (oaHokpatHo no 100 mr), meHee 0,0002% (B cpegHeMm 188 Hr) [o3bl 0OGHapyxuBanu B cnepme
yepes 90 MWH nocre npvema.

MeTtabonusm

CunpgeHadun metabonusnpyetcs rnasHeiM obpasom nop aencrenem CYP3A4 (ocHoBHom nyTh) n CYP2C9 (BononHUTENbHbIN
nyTb) MUKPOCOMarbHbIX N30pepMeHTOB neveHn. OCHOBHOW LIMpKyNMpyoLWmin metabonut obpasyeTcs B pesynbtate M-
AecMeTUnmMpoBaHus cungeHaduna. Mo cenektmeHocTu genicteus Ha @13 meTabonuT conocTasBnm ¢ cunaeHadunom, a ero
aKTMBHOCTb B OoTHoWeHnn ®P135 cocTaBnseT npuMmepHo 50% akTnBHOCTM camoro npenapata. KoHueHTpauun metabonvTa B
nnasme cocTaensloT npuMmepHo 40% oOT TakoBbIx cungeHaduna. M-gecmetunmerabonut noasepraeTcs AanbHenleMy
MeTabonunamy; KOHeYHbI NepUO, ero NonyBbIBEAEHVA paBeH OKOMNo 4 4acos.



BeiBeaeHue

O6wwmin kNupeHc cunageHaduna us opraHnama paseH 41 n/4, a KOHeYHbI Nnepuoa nonyebiBeAeHns — 3-5 4. [Nocne npuema BHYTpb
UV BHYTPUBEHHOTO BBEAEHUS cunpaeHadun BbIBOAMTCS B BuAe MeTabonMToB B OCHOBHOM C Karnom (npumepHo 80% BBeaeHHOM
[03bl) U B MEHbLUEN cTeneHn ¢ moyol (npumepHo 13% BBeAeHHOM [03bl).

®dapmaKoKMHeTHKa y 0coObIx rpynn 605bHbIX:

Moxunbie noan

Y 300poBbIX NOXMIBIX 4OOPOBONbLEB (65 NeT 1 cTapLue) KNMpeHc cunaeHaduna CHUXEH, a KOHLeHTpaumus cBoboaHOro
1leKapCTBEHHOro BeLlecTBa B nnasme npumepHo Ha 40% npeBbillaeT YpOBEHb €ro y 300poBbiX MonoAbix AobposonbLes (18-45
ner). OgHako aHanu3 faHHbIX 0 6e30nacHOCTU NoKasar, YTO BO3pacT He OKa3blBaeT BMIUSHMSA Ha 4acTOTY HeXenaTernbHbIX
SABNEHUN.

MNMoyeyHan He4OCTaTOYHOCTb

Y pobpoBonbLEeB C Nerkow (knupeHc kpeatuHHa 50-80 Mn/MUH) 1 yMmepeHHoM (knupeHc KpeaTuHuHa 30-49 Mn/MUH) noYeqHom
HegocTaTovHocTbio PapmakokvHeTnka Buarpel nocne ogHokpaTHoro npuema BHyTpb (50 Mr) He meHsnack. Y 4o6poBOmbLEB C
TSXenon (knupeHc kpeaTuHHa 30 M/ MUH) NOYEYHON HeAOCTAaTOYHOCTBLIO KITMPEHC cunaeHaduna CHXancs, YTo NpMBoanIo K
yBenundyeHuto AUC (100%) n Ctax (88%) no cpaBHEHWIO C TakoBbIMU y 106pOBONbLEB, MOA0BpaHHbLIX N0 BO3pacTy, KOTOPbIE He
cTpaganu HapyLueHueM yHKLUN MoYek.

HepocTtaTtoyHoCTb (hyHKLMU NeveHn

Y pobposonbLes ¢ uppo3om nedenn (Child-Pugh A n B) knupeHc cunperadmna cHuxarncs, B pe3ynbtaTe Yero yBenuunsanmcb
nokasatenu AUC (84%) n Ctax (47%) no cpaBHEHMIO C TAaKOBLIMU y JOGPOBOSbLEB, TOFO e BO3pacTa, He CTpadatoLmx
nevYeHOYHON HeJOCTaTOYHOCTBIO.

Cpok rogHocTu: 2 roga.

YcnoBus xpaHeHus: XpaHuTtb npu Temneparype Hwke 30°C. MNepen npumeHeHnem npenaparta NnpoBepbTe CPOK FOAHOCTH,
yKa3aHHbI Ha yrnakoBke. XpaHUTb B HEAOCTYMHOM AN AeTel MecTe.

MpousBoagutens (Bpena Buarpa): Pfizer Inc. (USA)

MpouszBogutens (dxeHepuk Buarpa Cod): CIPLA Ltd (India)



