MUHUCTEPCTBO 3/IPABOOXPAHEHNSI POCCUMCKON ®EIEPALIMA
NHCTPYKIUA :
110 MEJULIUHCKOMY ITPUMEHEHUIO JIEKAPCTBEHHOI'O IIPEITAPATA
KABATJKC
PerucrpaunoHHbIi HOMeEp:
Toprosoe HaumeHoBanue: KabaTokc
MesxayHapoaHoe HellaTeHTOBAHHOe HAMMeHOBaHUe: kaba3uTakces
JlekapcTBeHHasi popMa: KOHUEHTPAT AJIS IPUTOTOBJIEHUS PacTBOpA /Ui MHOY3UH.
CocraB
B 1 ¢nakone (1,5 Mi1) ¢ KOHLIEHTPATOM COJEPXKUTCS: deticmayroujee seujecmaso.: KabasuTakces —
60,00 mr; ecnomozamenvhvle sewecmsa: noaucopdbar 80 — 1560,00 mr, 1MMOHHAs KHCJI0Ta
Oe3BoaHas — 2,25 Mr.
B 1 ¢nakoHe ¢ pacTBOpUTENEM CONEPIKUTCS: ITAHOI (CITUPT ITHUIOBBIN) 95 % — 573,5 Mr, Boaa 1
HHBEKIUH 10 4,5 M.
Onucanne
Konyenmpam ons npueomosnenus pacmeopa ons ungysuu: mpo3payHas MacIsHUCTAas KHIKOCTh
OT JKEJITOr0 0 KOPUYHEBATO-)KEJITOrO 1[BETA.
Pacmeopumens: ipo3padnas OeclBETHAS KUIKOCTb.
®apmakoTepaneBTHYecKasi TPYNIA: IPOTUBOOIYXO0JIEBOE CPEICTBO, ANIKAIOMI.
Kox ATX: LO1CD04
®apmako/I0rH4ecKne CBOMCTBA
Dapmaxoounamuxa
Kabasurakcen sBiasercs NpOTHBOOIYXOJIEBBIM —CPEACTBOM, KOTOpOe JeHCTBYeT —myTem
paspylIeHHsl KJIETOYHOH ceTH MUKpoTpybodek. Kabasurakcen cBsizpiBaeTcss ¢ TyOYJIMHOM H
croco0cTByeT c60pKe TyOyaMHA B MUKPOTPYOOUKH M OZHOBPEMEHHO HHTMOMpYET UX pa3bopky.
OTO NPUBOIMT K CTaOMIM3aLMM MHKPOTPYOOYEK, YTO B UTOr€ MHTHOMPYET MUTOTHYECKYIO U
UHTEP(Da3HYIO aKTUBHOCTD KJIETKH.
KabasuTakcen mnpoaeMOHCTPHUPOBAT MIMPOKUH CIEKTP HPOTHBOOMYXOJEBOH AKTHBHOCTH B
OTHOLICHMH TMO3[HHUX CTaIMH OIyXOJeH 4YeloBeKa, KCEHOTPAHCIUIAHTHMPOBAHHBIX MBIIIAM.
Kabasurakcen akTHBEH B OTHOLIEHHH YyBCTBUTEJBHBIX K JOLETaKCeTy omyxonei. Kpome storo,
Kaba3uTakces I0Ka3al aKTHBHOCTb B OTHOLICHMH OIYXOJIEBBIX MOJeNel, HeuyBCTBHTEIbHBIX K
XMMHOTEpanuH, BKIIIOYas J0LETAKCEIL.
Dapmakokunemuka
oy sUMOHHBIH aHaMM3 (apMaKOKMHETHYECKMX IOKa3aTeael MpOBOMMICA Yy MALHEHTOB C

MECTHO-pacClpOCTPAHEHHbIMH COJIMIHBIMU OMMyXOJIIMH, METAaCTaTUYCCKMM paKOM MOJIOYHOM



)Kelle3bl M METAaCTaTUYeCKMM paKOM IIpeJCTaTelbHOM JKene3pl. DTH MalUMEHTBhl I10Jy4Yallu
kaba3uTakcen B auanasoHe 103 10-30 mr/m? miomaau MOBEPXHOCTH TeNa €KEHEAEIbHO HIHU
KaXxable 3 HelemH.

Abcopbyus

ITocie OXHOYACOBOi BHYTPHBEHHOH HH(Y3MM KabasuTakcena B 103 25 MI/mM’ IUIOWaay
[IOBEPXHOCTH Teja Yy TMAalMeHTOB C METACTaTHYECKUM pPAKOM IPEACTATEIbHON KeJe3bl
MakcuMmaibHas KoHueHTpauus (Cmax) KabaszuTakcena B IUIa3M€ KPOBH JOCTHUIaJach K KOHILY
oaHouacoBoi HHPY3UH (Tmax), cpenHee 3HageHUue Cmax cocTaBisio 226 Hr/mi. CpeaHee 3HaueHUE
IIomaau noa ¢GapMakOKMHETHYECKOH KpuBOW «koHUIeHTpauus-Bpems» (AUC) cocraBisno
991 Hr-u/m.

VY nmanMeHTOB ¢ MECTHO-PACIIPOCTPAHEHHBIMH COTMAHBIMU ONMYXOJISIMH He Ha01101a710Ch O0IBIIMX
OTKJIOHEHHUH B J030NPONOPLUHOHATBHOCTH KOHUEHTpauuid Kaba3uTakcena B IU1a3Me KpPOBU B
nuanasone 103 10-30 Mr/m? miomany NoBEpXHOCTH Tea.

Pacnpeoenenue

O6beM pacripeneseHuss B paBHOBecHOM cocTosHuM (V) coctaBmsan 4870 n (2640 n/m? ans
NAaLXEHTOB C MeIUAaHOM IUIOLIAX TIOBEPXHOCTH Tela, cocTapsomeit 1,84 m?).

In vitro cBs3p kaba3uTakcena ¢ 4eI0BEYECKUMH CHIBOPOTOUHBIMU OekaMu cocTasisia 89-92 % u
Obl1a HeHacelmaeMod a0 KoHueHTpauuu 50000 wHr/mu, kotopas mnpeBbllaeT  Cumax,
Hab/II01aBIIYIOCS TPU KIMHUYECKOM NpUMeHeHHH npenapara. Kabasurakces, riaBHbIM 00pa3oMm,
CBSI3BIBAETCS C CBIBOPOTOYHBIM anbOymuHom (82,0 %) u nunmomportenHamu (87,9 % mns
JIMIIONIPOTEMHOB BBICOKOM IIJIOTHOCTH, 69,8 % M1 MUIIONpOTEenHOB HU3KOU IUIOTHOCTH U 55,8 %
JULSL JIMIIONIPOTEMHOB OYEHb HU3KOM IUIOTHOCTH). IN Vitro B 4enoBedeckoil KpOBH COOTHOILIEHHE
KOHILIEHTPALMH B KPOBY ¥ KOHLEHTPALIMU B IJ1a3Me KpOBH HaxomauTcs B auanaszone 0,90-0,99, yro
yKa3bIBAa€T HA OAMHAKOBOE paclpesieieHue kaba3urakcena B KpOBU U IJ1a3Me KPOBH.
HccnenoBanus, mpoBeeHHbIE HAa JKMBOTHBIX, MOKA3alH, YTO Kaba3UTaKCel UM €ro MeTabOoIMThI
3KCKPETHPYIOTCSI B TPYIHOE MOJIOKO, a Kaba3uTakces elle NMPOHMKAeT U 4epe3 IIalleHTapHbIH
Oapbep.

Memabonuzm

Kabasurakcen unreHcuBHO Merabonusupyercs B medeHd (> 95 %), riaBHBIM 00paszoM, ¢
nomouibio u3opepmenton noacemeiicrea CYP3A (80-90 %). KabasuTakcen sIBASETCS OCHOBHBIM
COCIMHEHHEM, UHMPKYJIUPYIOLIMM B IUla3Me KpoBH. IloMHMO Hero, B mja3me KpOBH ObLIO
MACHTUQUUMPOBAHO 7 MeTaboJIMTOB (BKIIOYas 3 aKTMUBHBIX MeTaboiuTa, 00pasylolIMXcs B
pesyabrate O-nemetunupoBaHus). KoHIeHTpauus B IUia3Me KPOBM IJIAaBHOTO M3  3THX
METabOIUTOB COCTABNAET 5 % OT KOHIIEHTPALMH B [Ia3M€e KPOBHM HEU3MEHEHHOT0 Kaba3uTaKcena.

Oxkono 20 MmeTaboauTOB Kaba3uTakcena BBIBOIATCS C MOYOH U KAJIOM.






