Nucrpykuus piis npenaparos Buarpa, Buarpa PRO, Buarpa Soft

Buarpa siBisieTcst mepopajibHBIM IIpErapaToM, MpeTHA3HAaYeHHBIM TSl JICUYCHHUS HAPYIICHUN
spekunu. OH BOCCTaHABIMBAECT HAPYIICHHYIO OSPEKTHIBbHYI0O (QYHKIHIO U 00ecrneynBaeT
€CTECTBEHHBI OTBET Ha CEKCyalbHOE BO30yxkaeHue. (DHU3MOIOTHMYECKHI MEXaHU3M SPEKIHH
MOJIOBOTO YJIGHA MpearosaraeT BbICBOOOXAeHHEe okucu azora (NO) B KaBepHO3HOM Tele Iipu
CeKCyalbHOM CTUMYISMU. OKHCH a30Ta aKTHBHPYET (DEPMEHT IryaHWIATIIUKIIA3Y, YTO MPUBOJUT K
MOBBIIIEHUIO YPOBHS LHUKIMYECKOTO0 TyaHOo3uHMOHO(ocdara (ul’ M®D), pacciabiieHHIO [1ajiKnx
MBIIII] KABEPHO3HOTO TeJa U YCHIICHUIO KPOBOTOKA B IMOJIOBOM wieHe. CuimeHadw1 — MOITHBIN 1
ceneKTUBHBIA HHruouTop Ul M@-cnenuduueckoit pochonnscrepassl tuna 5 (PJID5), koropas
OTBETCTBeHHA 3a pacran nl M® B kaBepHO3HOM Teie. Buarpa okaspiBaeT repudepuueckoe
neiictBue Ha speknuioo. CunpeHadus He OKa3bIBACT MPSMOTO PACCIAOJISIONIEI0 BIUSHUS Ha
KaBEpPHO3HOE TEJIO, HO aKTUBHO ycwimBaeT pacciabmsrommii sdhdext NO ma 31y TKaHb. [lpm
aktuBanuu mytd MO/ul’'M®, HaOmromaromeincss MpH CEKCyalbHOM BO30YXK/ICHUH, YTHETCHHE
®JID5 non BIMSHUEM CUIIeHa(UIa MPUBOIUT K yBelW4YeHHI0 ypoBHei 11I'M® B KaBEpHO3HOM
Tese. B cBA3M ¢ 3TUM s IposiBIeHUs1 GuaronpusitHOro (apmakosorumyeckoro s gexra Buarper
HEo0X0/1MMa ceKcyalibHasi CTUMYJISILIMSL.

dapmMakokuHeTHIECKHE CBOWCTBA:

BcaceiBanue

Buarpa GsicTpo BcachiBaeTcsi. Konienrparyis miperiapara B mia3Me 1mocjie npuemMa ero BHyTpb
HATOIIAK JocTuraer mwuka B Teuenue 30-120 mmH (B cpemHem 60 wmwuH). AOCOIIOTHAs
OMOJIOCTYITHOCTh TP MpHeMe BHYTpPhL B cpenHeM coctaBisier 41% (25-63%). @apmakoKnHETHKA
Buarper npu npueMe BHyTph B PEKOMEH/IyeMOM nuarma3one 103 (25-100 mr) sBasieTcst TUHEHHOM.
I1pu npueme Buarpbl B CO4ETaHUM C KUPHOM MUIIEH CKOPOCTh BCAChIBAHMS CHUYKAETCS.

Pacnpeneiienue

O6bem pacnpeneneausi (Vss) cunaeHadmuia B PaBHOBECHOM COCTOSSHHMH COCTaBIISIET B
cpenaem 105 1, 91O yKasbIBaeT Ha €ro pacmpeneneHue B TKaHsax. CuiaeHa(us U ero OCHOBHOU
HUPKYIUpYIOUIMid M-1ecCMEeTUIOBBI METa0OMUT MpuMepHO Ha 96% cCBA3BIBAIOTCS ¢ OemKkaMu
wia3mel. CBs3biBaHNEe ¢ OEKaMH HE 3aBUCHT OT OOMICH KOHIICHTpAIMU Ipemapata. Y 310pOBBIX
n00porosIbIieB, nojyuasimx Buarpy (ogHokpatHo mo 100 mr), menee 0,0002% (B cpennem 188 Hr)
710361 OOHAPYKMBAIIK B criepMe depe3 90 MUH mociie nmpueMa.

Meta0oau3sm

Cunnenadu Merabonmu3upyercsi riaBHbIM oOpazoMm moa aedctBuem CYP3A4 (ocHOBHO#M
nyth) 1 CYP2CO (momosHUTENbHBINH MyTh) MHKPOCOMAIBHBIX M30(epMeHTOB neyeHu. OCHOBHOU
LUPKYJIUPYIOIIMHA MeTaboNUT oOpa3yercst B pe3yiabTare M-necmerunupoBanus cuineHaduia. Ilo
CENIEKTUBHOCTH JieiicTBus Ha DPJID MeTabOaUT COMOCTaBUM C CHIIACHA(UIIOM, a €ro aKTUBHOCTDH B
otHomeHnn ®JIO35 cocraBnser npumepHo 50% aktuBHOCTH camoro mpenapara. Konuentpauun
MeTa0oJauTa B IUIa3Me cocTaBisgior mpumepHo 40% or TakoBeIX cwigeHaduma. M-
JECMETHIIMETA00IUT TOABEpPraeTcsl JalbHEHIIeMy MeTaOoJu3My; KOHEYHBIH Tepuoj €ero
HIOJIYBBIBE/IEHUS PaBEH OKOJIO 4 4acoB.



BriBenenue

OOmmii kmupeHc cwigeHaduina w3 opraHu3dma paBeH 41 /4, a KOHEYHBIH MEpuon
nonyBbiBeieHus: — 3-5 4. [locne mpuema BHYTph WM BHYTPUBEHHOTO BBEACHUS CHIACHAPHI
BBIBOJIUTCSL B BHJIE META0OJUTOB B OCHOBHOM C KajoM (mpumepHO 80% BBEIEHHOH HO3bI) U B
MEHBbIIIEH cTerneHu ¢ Mouoi (mpumepHo 13% BBenEeHHOM 10351).

Buarpy npuMeHsSIOT ISl JIeYeHHUS] ~ HapyUIeHUH  SpeKuuu  (QU3HOIOTHYECKOH U
MICUXOJIOTHYECKOM MPUPOJIbL, @ TAKXKE C IIENIBIO MOBBIIIEHUS KauyecTBa MOJIOBOr0 aKTa.

Tabnerku gaHHOrO Mpenapara NPUHUMAIOT BHYTPb, IPUMEPHO 3@ OAMH Yac J10 [1JIAaHUPYEMOTO
nojoBoro akra. TaOyeTku, MOKpHITHIE 00010ukoi — Buarpa m Bmarpa Pro, pekomenmyercs
NPUHUMATh LEJIMKOM, 3alliBasi JOCTATOYHBIM KOJMYECTBOM IMUTHEBOW BOJBI MM 4as. Talierku,
IpeaHa3HauYeHHbIE Ul CyOJIMHIBalIbHOTO yroTpeOiaeHus — Buarpa Soft, paccacsiBaroT o/ si36I1KOM

OnTumanbHas pa3oBast A03a JJis B3pociblx coctasiser 100 Mr ofuH pa3 B CyTKH. YUHUTHIBas
UH/MBUYAJIbHYIO IEPEHOCUMOCTh M 3P (PEKTUBHOCTE IIpenapara, 103a MOXKET ObITh YMEHBIIEHA 10
50 Mr mim yBenudena a0 150 mr. Jls nun mokuiioro Bo3pacTa HE HY’KHO U3MEHATh CTaHIApTHYIO
JO3HPOBKY.

[IpenapaTt MpOTUBONOKA3aH JIHIIAM C THIIEPIYBCTBUTEIBLHOCTHIO K KOMITOHEHTAM TIpernapara u
C aHaTOMHUYECKUMH JedopManusMu ToJI0Boro wieHa (0one3Hs IleiipoHu, kaBepHO3HBIH (HUOPO3,
aHryisius). Taxoke He ClleAyeT MPUMEHATH JaHHBIA Mperapar MpH CIeTyIONNX HAPYIIESHUIX, —
MOBBIIIICHHAS] CKJIOHHOCTh K KPOBOTEUEHHSIM; — OOOCTpPEHHE SI3BEHHOH OOJIE3HU KETyI0YHO-
KUAIIEYHOTO TpakTa; — HapylleHWus paboThl TEYeHW, OCOOEHHO TsDKeNlas —IOoYeqHas
HEIOCTATOYHOCTh MJTH TTUPPO3; — 3a00JIeBaHMSI, PA3BUBAIONINE IIPUAMTU3M, B TOM YHCIIE JIEHKeMUS,
MHUEJIOMHasi 00JIe3Hb ¥ CEpIIOBUIHO-KICTOYHAS aHEeMHUs; — Tshkenas (opma THUIIOTCH3WW WA
apTepHaIbHON TUIIePTCH3MH; pa3luYHble 3a00JeBaHHS Cepilla, B TOM YHCIE HeCcTaOWIIbHAs
CTCHOKAP/IUs, ApUTMUsI B OITACHOW ()OpPME M CepiiedHas HeJJOCTATOYHOCTh. ECiin manuenT nmepexu
WHCYJIBT WU MHGDAPKT MHOKap/Aa, TO B MOCIEIYIOIINE MIECTh MECSIEB Iperapar MpUMEHSITh He
cienyer. Tawke Buarpa He HazHauwaercs netsiM. Karteropmdecku 3ampenieHO OJHOBPEMEHHOE
UCIIOJIL30BAHNE JTAHHOTO Tperapara ¢ HHUTpaTaMH W JIOHATOpAMM OKCHAa a30Ta. MyKduHaM,
KOTOPBIM MMPOTHUBOIIOKA3aHA CEKCyalbHasi aKTUBHOCTh, HE ClIeyeT Ha3HayaTh Buarpy.

[IpueM spuTpomMuUlIMHA, TUMETUINHA U KETOKOHA30J1a XapaKTEepeH CHIKEHHEM KIMpPEHCA U
MOCHEAYIONIEM TOBBIIIEHUN COJep)KaHUsl cuifeHaduia B TIJIa3Me KpoBM ManueHTa. Buarpa
COBMECTHO C HATpHUS HHUTPONPYCCHIOM YCWIMBACT €ro aHTHarperaHtHeid >¢dexr. Takxke mpu
COUYETAaHUM C HUTpATAMM Mpenapar yCUJIMBAET UX THIOTEH3UBHBINA 3 (deKkT. DTO MOXKET MpPUBECTU
Jaxe K JieTaabHOMYy ucxoay. Takke omaceH is KU3HM OJHOBPEMEHHBIM IMpUEM Ipernapara c
TUTIOTJIMKEMUYECKUMU ~ TICPOPAIBHBIMUA ~ JIEKApCTBEHHBIMU  cpeacTtBamu, BMKK wu  Oera-
aZpEHOOIOKATOPaAMHU.



Bausinue apyrux npenaparos Ha Buarpy

Metabonu3m cunaeHadnIa MPOUCXOAUT TIIABHBIM 00pa3oM Moj BiusaueMm uzohopm 3A4
(ocHoBHOI myTh) U 2CY (MeHee 3HaUMMBINA NMyTh) LuToxpoma P450. CnenoBatenbHO, HHTHOUTOPHI
3TUX N30()epMEHTOB MOTYT YMEHBIIUTH KIIMPEHC cujlieHaduma.

[Humerunua (800 wmr), sBusrommiics Hecnenudpuyeckum uHruountopom CYP3A4, npu
OJIHOBPEMEHHOM MprieMe ¢ Buarpoil BhI3bIBA MOBBINICHUE KOHIEHTPALUN CHUICHadUIa T1a3Mbl
Ha 56% y 310poBbIX 100poBObIEB. [lomynsanoHHbIN apMaKOKMHETHUECKUN aHaIU3 Pe3yIbTaTOB
KIMHUYECKOTO HCCIIENIOBAaHUS TPOJAEMOHCTPUPOBANl CHIDKCHHE KIHpeHca cuiieHaduna Impu
OJTHOBpEMEHHOM TpuMeHeHnn UHTHOMTOpoB CYP3A4 (Takmx Kak KETOKOHA30JI, DPUTPOMUIINH,
nuMeTuIMH). OAHAKO YacTOTa HEXKENIaTEeIbHbIX SBJICHUHN Y 3THX MAlMEHTOB HE YBEIUUHIIACE.

OnHOKpaTHBIN MpreM aHTauAa (MarHus THAPOOKHCH/aTIOMUHUS THIPOOKICH ) HE BIMST Ha
o6uonoctynHocTh Buarpel. Ilo paHHBIM HONYJSIMOHHOTO (apMaKOKMHETHUYECKOIO aHalu3a,
unruouropel CYP2C9 (takme kak TonOyramua, Bapdaput), CYP2D6 (Takue Kak CEIEKTHBHBIC
UHTUOUTOPEl OOPaTHOrO 3axBaTa CEPOTOHMHA, TPULIMKINYECKUE AHTHUJICIIPECCAHTHI), THA3UIBI U
TUA3UA0NO00HbIE IUYPETHKH, METIEBbIe U KaluicOeperaromume IaypeTuiku, nHruouTopsr AIID,
AQHTAarOHHUCTHI KaJbIus, OeTa-aapeHo0JI0KATOPhl U WHIAYKTOPHl MeTabomusma CYP450 (takue kak
pudamnuuuH, 6apOUTypaThl) HE OKAa3bIBAIN BIMSIHUA HA (PapMakOKHMHETHKY CHIIJIeHaduIa.

Biansinue Buarpsol Ha apyrue npenaparbl

Cunnenadui sBIseTcs caabbIM UHTHOMTOPOM m30depmMeHToB nmuToxpoma P450 — 1A2, 2C9,
2C19, 206, 2E1 u 3A4 (UK, 0>150 mxmomns). [Ipu npumereHnn cunaeHaduia B peKOMEH1yeMbIX
J03aX MakcHMMajbHasi KOHIEHTpAlUs ero B IUla3Me COCTABISAET OKOJO 1 MKMOJIb, MO3TOMY Majo
BEPOSATHO, YTO NpenapaT Buarpa cmocoOen 1moBiusiTh Ha KIMPEHC CyOCTPaTOB ITUX M30()EPMEHTOB.

[Ipu3HAaKOB CYIIECTBEHHOT'O B3aMMOJICHCTBUSA ¢ TonOyTamuaoM (250 mr) wnu BaphapruHOM
(40 wmr), kotopeie Merabomm3upyroTcs CYP2C9, ne BbisBaeHo. [Ipemapar Bmarpa (50 mr) He
BBI3bIBAJI IOIIOJHUTENIBHOTO YBEIMUEHUS BPEMEHU KpOBOTEUEHUs Npu npueme acnupuna (150 mr).
[Ipenapar Bumarpa (50 wmr) He ycCwimBan THUIIOTEH3UWBHOE JCHCTBHE aJKOTOJS Y 310POBBIX
JOOpPOBOJIBIIEB MTPU MAaKCUMAaJILHOM YPOBHE aJKOTroJsl B KpoBH B cpeaHeM 80 mr/am. Y G0JIBHBIX ¢
apTepUalIbHOM THUIIEPTOHUECH NPH3HAKOB B3auMopaencTBus Buarpel (100 mMr) ¢ aMiaoaunmuHOM HE
BbIsIBIIEHO. CpenHee [10II0JHUTENIBHOE CHU)KEHWE apTepUabHOrO JIaBJICHHUS B IIOJIOKEHUU JIEKa
(CHCTOMMYECKOTO — Ha 8§ MM PT. CT., IMACTOJIMYECKOTO — HA 7 MM PT. CT.) OBUIO COMOCTAaBUMO C
TAaKOBBIM TpU IIpUeMe OAHON Buarpsl y 310poBBIX 100pOBOJIBIEB (cM. dDapMakogMHAMUYECKHE
cBOMCTBA). AHann3 MHGOPMAIUK O OE30MACHOCTH MPOJEMOHCTPUPOBAT OTCYTCTBHUE pa3IMuWil B
Xapaktepe 1000YHbIX 2(@ekToB y OONBHBIX, IMOJNy4yaBIIMX Buarpy B coueraHuu c
AHTUIMIIEPTEH3MBHBIMU cpeAcTBaMu U 0e3 HuxX. [Ipemapat Buarpa ycunuBan THIOTEH3MBHOE
JielicTBHE HUTPATOB B OCTPOM Mpo0e U MpU JUIUTEILHOM NMPUMEHEHUH TIOCIeTHUX. B cBsi3u ¢ 3THM,
rpuMeHeHre Buarpsl B codeTaHuy ¢ HUTpaTaMH MU IOHATOpaMH OKHCH a30Ta MPOTUBOIIOKA3aHO.



