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dapMaKosiormieckme CBomMcTBa:
dapMakognHaMUKa

CpeacTBo A4S NeYeHns HapyLleHnin 3pekumn. BoccTaHaBIMBaET HapyLLEHHYI0 SPEKTUbHYO YHKLNIO 1 obecnevynBaeT
€eCTeCTBEHHbI OTBET Ha CeKcyasibHoe Bo36yXKaeHue.

CunpeHadun SBNAETCH MOLLHbLIM U CENIEKTUBHBLIM MHIMbmTOopoM LI Md-cneyndgunyeckon gochonmactepassl Tuna 5 (O435),
KOTOpas OTBETCTBEHHa 3a pacnaj urM® B kaBepHO3HOM Tese. CungeHadumn He okasbiBaeT NpsAMOro paccnabnsiwowiero
B/IMSIHNSA Ha KaBEPHO3HOE TeNo, HO aKTUBHO ycuamBaeT paccnabnsaowmin aphekT OKNCKM a30Ta Ha 3Ty TKaHb. lNpu
ceKkcyanbHOM BO36y>XAeHUN NnokasnbHoe BbicBobokaeHne NO nog BAMSHMEM cungeHaduna NnpMBoANT K yrHeTeHuto ®135 n
MOBbILEHMNIO YPOBHSA LTM® B KaBepHO3HOM TeJsie, B pe3yJibTaTe 3TOro NpoucxoamnT paccnabnerHne rnagkmnx Mol 1
yCcuieHne KpoBOoTOKa B KaBepHO3HOM Terne.

CunpeHaduna MOXXeT Bbl3blBaTbh JIerkoe 1 npexogsaliee HapyLlleHue pasanyeHns useTta (cmHero/3eneHoro). NMpegnonaraemMbsiM
MexaHW3MOM HapyLleHNs LIBETHOIr0 3peHuns cyntaeTcs yrHeteHme ®J136, KoTopas y4acTByeT B rpoLecce rnepepayv ceerta B
ceT4yaTke. ccnepoBaHua in vitro nokasanu, 4To BAnaHWe cungeHaduna Ha @136 B 10 pa3 ycTynaeT ero akTUBHOCTU B
oTHoweHnn ®L135.

WccnepoBaHus in vitro cBMAETENLCTBYIOT O TOM, 4TO aKTUBHOCTb cungeHaduna B oTHoweHnn 035 B 10-10000 pas
NpeBOCXOAMT €ro akTMBHOCTb B OTHOLWLEHUW ApYyrux nsodopm dochoansctepassl (A3 1, 2, 3, 4 n 6). B yacTHOCTHN
aKTUBHOCTb cungeHadgunia B oTHoweHnn ®35 B 4000 pa3 npeBoCXOAUT €ro akTUBHOCTb B oTHoweHun ®33 - utAM®-
cneunduryeckon gochoamnacTepasbl, yHacTBYOLLEN B COKpaLLeHUN cepaLa.

PapMaKOKUHETHUKa

Mocne npuemMa BHYTpb cnungeHadgun 6biCTpo BcacbiBaeTcs. AbcontoTHas GuoaocTynHOCTb B cpeaHem cocTasnsieT 40%
(25-63%). Mocne ogHOKpaTHOro npMemMa BHYTPb B A03e 100 Mr Cpay COCTaBNSET 18 HIr/MN 1 foCcTUraeTcsa npu npueme
HaTowak B Te4yeHue 30-120 MmuH. Mpun npueme cungeHadmnaa B CO4eTaHUN C XXUPHOW MULLEN CKOPOCTb BCACbIBAHNSA
CHMXaeTCs; Thax YBenumBaeTcsa Ha 60 MUH, a Cox CHUXaeTcsa B cpegHeM Ha 29%. Vy cungeHadunna B paBHOBECHOM
COCTOSIHUM coCcTaBAseT B cpegHeM 105 n. CungeHadma n ero 0CHOBHOW LMPKYAUpPYoWNin N-gecMeTubHbIn meTabonnTt
npuMepHo Ha 96% cBsA3bIBalOTCA ¢ 6enkamm nnasmel. CBs3biBaHNE C 6enlkaMy He 3aBUCUT OT obLLEel KOHLEHTpaumum
cunpeHaduna. Menee 0.0002% fo3bl (B cpegHem 188 Hr) obHapy>xmnBanun B cnepMe vyepes 90 MuH nocse npmuema
cunpgeHaduna.

CunpeHadunn metabonmsnpyetcs, rnaBHbeiM obpa3omM Nog AeNCTBUEM MUKPOCOMasbHbIX 3othepmMeHTOB neveHn CYP3A4
(ocHoBHOW nyTb) 1 CYP2CI.

OCHOBHOW LMpKyMpyloLWwmnin meTabonnT, KOTopbln 06pa3yeTcsa B pesynbTaTe N-gecMeTunnposaHus cungeHadpuna,
noasepraeTcs ganbHenwemy Mmetabonnsmy. Mo ceneKTUBHOCTU AeNCTBUA Ha P13 MeTaboanMT ConocTaBmM C
cunpgeHadunioM, a ero akTUBHOCTb B OTHoweHun P35 in vitro cocTaBnseT npuMmepHo 50% akKTUBHOCTU CaMOro
cnnpeHadumna. KoHueHTpauua metabonmTta B naasme coctaBnseT npumepHo 40% oT TakoBon cungeHadumna. N-
fecmeTnameTabonuT noaBepraeTca fajibHenweMy MeTabonm3my; ero TepMuHabHbI Ty, PaBeH 0KO0 4 Y.
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O6wunin KNMpeHc cnngeHadnna 13 opraHmsmMa paseH 41 /4, a Ty, B TepMUHanbHYo a3y - 3-5 4. MNocne npuema BHYTpb
cunpeHacun BbIBOAUTCS B BUAe MeTabosIMToB B OCHOBHOM C KasioM (NpuMepHO 80% [03bl) U B MEHbLUEN CTEMNEHU - C MOYON
(npnmepHO 13% [03bl).

Y nauuneHTOoB NOXXU0ro Bo3pacTa (65 neT n cTapwe) KAMpeHc cungeHaduna CHUXEH, a KoOHLeHTpauunsa ceoboaHoro
aKTUBHOrO BeLlecTBa B Nja3mMe npuMepHo Ha 40% npeBblliaeT ero KOHUEeHTpaumno y monoabix (18-45 neTt) nauneHToB.

Mpwn noveyHom HepgocTaTo4HOCTM nerkon (KK 50-80 mn/muH) n cpegHen (KK 30-49 MA/MUH) CTENEHN TSXXeCTH
hapMaKoKMHeTNYeCKMe napaMeTpbl cuageHaduna nociae npmeMa BHyTPb 0A4HOKpPaTHO (50 Mr) He nameHsaoTcs. Mpn
MOYe4YHOM HeJoCTaTOYHOCTM Taxenon ctenerHn (KK=30 mMa/MUH) KNnpeHc cnngeHaduia CHUXXaeTCs, YTO NpMBOAUT K
npumMmepHo asykpaTHoMy yBenmydeHuto AUC (100%) n Cax (88%) NoO cpaBHEHUIO C TaKOBbIMU NOKasaTensaMn Nnpy HoOpMabHOM
PYyHKLNN NOYeK Yy NaLMEHTOB TOM Xe BO3PaCTHOM rpynnbl.

Y naumeHTOB C UMppPO30M NeyveHu (knacc A n B no wkane Yanna-Meto) KNMpeHc cnngeHadunia CHUXaeTcs, 4To NPUBOANUT K

nosbiweHnto AUC (84%) n Cpay (47%) NO CPaBHEHMIO C TAaKOBbIMU MOKasaTeNsMU NPU HOPMaJIbHOW PYHKLUN NEeYeHn Y
rMaLuneHTOB TOW »Xe BO3PaCTHON rpynnbl.

NMoka3aHusa K NpUMeHeHuUlo:

JNleyeHune HapyLLIeHI/IIZ 2peEKUUNN, XapaKTepunsytowmnxcsa HEeCNoCOBHOCTLIO K AOCTUXKEHMNIO NN COXpaHeHNO 3peKL N NOJIOBOTIO
YsieHa, AOCTAaTOYHOM A1 YA0BIETBOPUTENLHOMO NOJIOBOrO aKTa.

OTHOCUTCH K Done3HsAM:

e HapyuleHuns apekummn

MpoTuBOoNnoKasaHusAa:

OLHOBPEMEHHbIN NpUeM AOHAaTOPOB OKMCK a30Ta MW HUTPATOB B NtOObIX (hopMax, MOBbILLEHHAA YyBCTBUTENbHOCTb K
cunpeHadpuny.

Cnocob npuMeéeHeHuAa M 0o3bl:
MPUHUMaIOT BHYTPb MPUMEPHO 3a 1 4 [0 NaHMPYyeMOi CeKCyasbHOM akTUBHOCTU. Pa3oBasi fo3a cocTaenseT 50 mr. C yyeTom
3(pHEKTMBHOCTM N NMEPEHOCMMOCTU A03a MOXKET ObITb yBeanyeHa 4o 100 Mr nam cHuxeHa 1o 25 Mr. MakcumasibHas pa3oBas

Jo3a coctasnsget 100 mr. MakcumanbHasa 4yacTtoTa npuMeHeHus - 1 pas/cyT.

ONns NoOXXnbiX NALUWEHTOB B BO3pacTe CcTapLue 65 neT n npu conyTCTBYOLWNX HAPYLUEHUAX PYHKLMN NOYEK NN NMeYeHn f03a
cocTaBnseT 25 mr.

NMobouyHoe peucrTeue:

Co CTOPOHBbI LlHC BO3MO>XHbl TOJ1I0OBHaA 6OJ'Ib, npunnBebl, rONIOBOKPY>XXeHUE, 6ECCOHHVILI,a.

Co CTOPOHbI I'lMLLleBapMTeanOl;I CUCTeMbl: BO3MOXXHbI Auncnencuda, acteHnsa, gnapes, 6onn B XUMBOTE, TOWWHOTA.
Co CTOPOHbI KOCTHO-MbILLEYHOV CUCTEMBI: apTpanarnn, Mmanrnn, NoBbiLLeHNE MbILLEYHOro TOHYyCa.

CO CTOPOHbI AbIXaTe/IbHOUW CUCTEMbI: 3aN0XXEHHOCTb HOCA, PAPUHIUT, PUHUT, CUHYCUT, MHMEKLIUKN ObiXaTesbHbIX NyTen,
HapyLLUeHNe AbIXaHUS.

Co CTOPOHbI OpraHa 3peHUs: N3MeHeHNe 3peHuns (nerkoe n npexoaduiee; riaBHbIM o6pa30M M3MeHeHune uBeTa 06bEKTOB, a
TaKXe yCnneHHoe BoCcnpuaTne ceeTa U HapylleHne 4eTKOoCTr 3peHI/I9l), KOHBIOHKTUBUT.

I'Ipo*me: BO3MOXHbI FpI/II'II'IOI'IO,EI,06HbII7I CMHOPOM, pa3BnTune I/IHqi)eKLI,I/IOHHbIX 3aboneBaHuin, CMMNTOMbI Bazogunatauuu, 6onm B

CMVHe, CbiMb, MH(PEKLUN MOYEBBLIBOASALLNX MyTeN, HapyLleHns PYHKLUN NpeAcTaTesbHOM )Kesie3bl; B €AUHNYHbIX CyvasX -
npuanunsm.

BsauMmopneuncreume c APYruMm nekKapcrseHHbiMu cpencCcreamMm:

Mpu ogHOBPEMEHHOM NpUMeHEeHN MHIM6uTopoB CYP3A4 (3puTpoMULIMHA, LMMETUANHA) CHUXAETCA KJIMPEHC cunaeHaduna,
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MoBbILLIAETCA KOHLeHTpaunsa cnngeHadunna B njiasme Kposu.

Mpy 0AHOBPEMEHHOM MPUYMEHEHUN MHAMHABMPa, CaKBNUHaBMpPa, pUToOHaBupa nosbiwaeTcs Cpax B M1asme kposu n AUC
cunpeHaduna, 4To obycnosneHo nHrnbuposaHnem nsodpepmeHta CYP3A4 non BAnsHMEM MHANHaBMpPa, CakKBUHaBMpa,
puTOHaBMpa.

Mo>XHO oxxmnaaTb, 4To 6onee cnnbHble MHINBUTOPLI M30hepMmeHTa CYP3A4, Takme Kak KeTOKOHa30/1 Ui utpakoHason, byayt
MoBbILWAaTb KOHUEHTpaumMio cuabgeHaduaa B naa3Me Kposu

[Mpy oAHOBpPEMEHHOM MNPUMEHEHNN C HUTPaTaMn YCUINBAETCH FMNoTeH3nBHoe nencreme HUTPaTOB.

OnwucaH ciyyal pa3BUTUS CUMATOMOB pabaoMmonm3a nocsie 0OA4HOKPATHOrO NprMema Ao03bl cungeHaduna y naumeHTa,
noJslyyatoLero CMMBacTaTuH.

Ocobble YKa3aHuA U Mepbl NpenoCTOPOIXKHOCTMU.

MNepen HavanoMm npnema cunpeHaduna crenyeTt nposecTu obcnenoBaHne cepaeyYHO-COCYANCTON CUCTEMBI.

C OCTOPOXKHOCTbIO CiefyeT NPUMEHATb Yy NauMeHTOB C aHaTOMMYECKOon AedopMaLiMein NosoBoro YieHa (Hanpumep,
AHrynsuMs, KaBepHo3HbI Grbpos unn 6onesHb MenpoHn) n Ntogen ¢ 3aboneBaHnsaMN, KOTOpble NpeapacrnonararT K
pa3BMTUIO NpManmsMa (TakMMm Kak CeproBuUaHO-KNETOYHAsA aHEMUSA, MHOXKECTBEHHAA MMesloMa N enkemMuns).

He cnepnyeT NpuUMeHATb Yy MauneHTOoB, A1 KOTOPbIX CeKCyasibHas akTUBHOCTb HexxeslaTesibHa.

C OCTOPOXXHOCTbIO MPUMEHSATL Y MaLMEeHTOB CO CKJIOHHOCTbIO K KPOBOTOYMBOCTU, NpKU sA3BEeHHON B6onesHn xenynka v
,D,BeHa,D,LLaTI/IﬂepCTHOI?I KULWKN B (hase OﬁOCTpeHVIﬂ, npm HacnegCTBEHHOM NMUrMEHTHOM pPeTUHNUTE.

B a3KCnepmMeHTaslbHbIX UCCNE0BAHUAX He OGHapy)KEHO [0Ka3aTesIbCTB KAaHLLEPOreHHOCTU cungeHagpuna. baktepnanbHble n
in vivo TecTel no N3Yy4EeHUNI0O MYTareHHOCTn oKa3aJInCb OTpULaTebHbIMW.

CunpgeHadun He NPUMEHSIT y NauneHToB B BO3pacTe A0 18 neT.

BavsHne Ha cnocobHOCTb K BOXKAEHNIO @BTOTPAHCIOPTa M yrpaBaeHWNI0O MeXaHNn3MaMm

CunpeHadun He oKa3biBaeT BAUAHNA Ha CNOCOBHOCTb K BOXKAEHMIO aBTOTPaHCMNOPTa U YNpaB/IEHNIO MEXaHU3MaMU.
Mpyn HapyLweHnsax (PyHKLUNN noYek

Mpwn HapyLweHnax PyHKLUN NoYyeK fo3a cocTtasnaeT 25 mr.

MNMpu HapyweHnsax pyHKLuUN ne4yeHm

Mpn HapyweHnax MyHKLMK nevYeHn Ao3a coctasnseT 25 mr.

lNMpuMmeHeHne B NO>XXKNJIOM Bo3pacTte

[Ons NoXXnnbix NaUNMEHTOB B BO3pacTe cTaplle 65 net gosa coctasngeT 25 mr.

lNpuMmeHeHne B eTCKOM Bo3pacTe

CunbaeHadun He NPpUMEHSIOT y NauneHToB B Bo3pacTe A0 18 ner.

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