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POJIb BIO®YHKHIOHAJIBHUX JOITOMI’KHUX PEYHOBHUH Y
HIABULIEHHI BIOJOCTYIIHOCTI JIKAPCBKHUX 3ACOBIB
UIzoouncoka M.B., *Iyoinina H.B.

HauionanbHuii papmaneBTHYHUI YHIBEpCUTET, M. XapKiB, YKpaiHa

Beryn. banzeko 60-90 % HOBUX akTUBHUX (GapMalleBTUYHHUX I1HTPEII€HTIB
(API) BimHOCaTRCs M0 Knacy 11 (Hu3bka po34mMHHICTh, BUCOKA MMPOHUKHICTB) Ta Kitacy
IV (au3bka pO3YMHHICT, HHU3bKAa TMPOHUKHICTH) 3a biodapmaneBTHUHOIO
knacudikamiinoro  cucremoro  (BCS). Ils  kputuuna  GiodapmaiieBTHUHA
XapaKTepUCTUKA, a caMe HHU3bKa PO3YMHHICTH Yy BOJAlI Ta HEJOCTAaTHsI MPOHUKHICTH
Kpi3b O10JIOTIYHI MEeMOpaHW, € OCHOBHOIO TIEPEIIKOMOI s iX e(EeKTUBHOTO
MEPOPATILHOTO 3aCTOCYBaHHS Ta MPHU3BOAUTH O CYOONTHUMANbHOI TEparneBTUYHOI
e(heKTUBHOCTI.

TpaguuiitHo  JOMOMIXKHI ~ PEYOBUMHU  (EKCIUIIIEHTH)  PO3MVISAJanu  SIK
(apMaKoIOriYHO I1HEPTHI KOMIIOHEHTH, OCHOBHOIO (YHKIIE€IO SKUX OyJ0 HaJdaHHS
HeoOXiIHOTO 00°eMy, GopMu Ta 3abe3ledyeHHs CTaOUIBHOCTI JIIKAPCHKOTO 3aco0y.
Opnak cyyacHl TeHJAEHII1 y ¢apMalleBTUUHIM TEXHOJOTi CBIIYaTh MPO Mepexif A0
KOHIleMIii O010pyHKIIIOHATBHUX EeKCIMIIEHTIB, 3[aTHUX aKTUBHO MOIYJIIOBATH
bi3uko-ximMiuHi Ta OlodapmaneBTudHi BracTuBocTi API (akTuBHI (hapmalieBTHUHI
IHTPIAIEHTH). Ix BUKOPUCTAHHS BIJKPHUBAE HOBI MOMJIMBOCTI IS ITiABUIIIEHHS
PO3YMHHOCTI, CTaOUIBHOCTI, KOHTPOJIbOBAHOTO BHUBUIBHEHHS Ta TapreToBaHOI
JIOCTaBKH JIIKAPCHKUX 3aCO0IB.

Merta pocaigxenns. [IpoananizyBaru poib 010pyHKITIOHATHHUX JOMOMIKHUX
PEYOBHUH y MIABUIICHHI O10JOCTYMHOCTI JIKAPChKUX 3ac001B, BU3HAYUTH OCHOBHI
MeXaHI3MHM iX Jii Ta HaBEeCTH MPHUKIAIM BIUIMBY KOHKPETHUX EKCIMITIEHTIB Ha
(hapMaKOKIHETUYHI XapaKTEPUCTUKHU IIpenaparis.

Marepianu ta metoau. I[IpoBeleHO cHUCTEeMAaTMUYHMM aHATITUYHUM OIS
Cy4aCHUX HAyKOBHX JKepen (30kpema, 06a3u nanux PubMed, ScienceDirect, PMC),
chokycoBaHuit Ha in vitro Ta in Vivo pe3yiabTaTax JOCIHIJPKEHb BIUIUBY
010)yHKIIIOHAJIbHUX EKCLUITIEHTIB Ha KJIIOYOBI apaMeTpH: PO3UUHHICTD, IIBUAKICTD
aucorriaiii, MeMOpaHHY  TPOHHMKHICTh Ta  OlOEKBIBAJICHTHICTh  AKTHBHUX
dapmaniepruunmx iHrpeaieHTiB (API), mo nanexars 10 BCS knacis 11 ta IV.

OcHoBHIi pe3yabTaTu. OCHOBHA cTpaTeris miABUIIeHHS OiogocTynHocTi API,
ocoomuBo st mpemapatiB BCS kmacie Il ta [V, mnomsrae y BHUKOpUCTaHHI
(GYHKITIOHATBHUX JIOMOMDKHHX PEYOBHH, SKi 3a0€3MeuyroTh paguKalbHy 3MIHY
¢i13uKo-xiMigyHNX BracTuBOCTEH. [li MexaHi3Mu MOXyTh OyTH KilacudikoBaHi 3a IXHIM
BIJTUBOM Ha PO3YMHHICTH, MBUAKICTH BUBUIBHEHHS Ta a0CcOpOIIifo.

1. Mexani3mu, cripsMOBaHi Ha MiABUIIEHHS PO3uMHHOCTI

e Meron 1. KoMmmiiekcoyTBOpeHHs
JonomixHi peuoBunu: [{uknogexkcrpunn (CDs) Ta iX moxigHi.
MexaHi3M: yTBOPEHHSI KOMILJIEKCIB BKJIIOYEHHS, J€ TiapodoOuuii API po3MimryeTses
y ninoduibHii nopoxxHuH1 CD, migBuilytoun ysiBHY BOJHY PO3YHHHICTb.

e Meron 2. ComoOunizanis Ta 3umxenns [loBepxueBoro Hatsry
Homomixkni pedyoBunn: Cypdaxrantu (IIAP) / bBiocypdakrantu (Hanpukmnan, SLS).
MexaHi3m: comoOuTi3aliss 4epe3 yTBOPEHHS MILEN Ta 3HUKEHHS IOBEPXHEBOTO
HATATY, 0 NPUCKOPIOE po3unHeHHS API.
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2. Metoau, cnpsimoBaHi Ha Tpancriopt Ta AGcopOitito

e Mertoa 3. Hanocuctemu ta CamoeMyibryBaHHs
Homnomixui peyoBunu: Jlinian (Cmapt-aimian).
Mexani3m: GopMyBaHHS caMoeMyibrytouux cucteM nocrasku (SEDDS), ski in vivo
YTBOPIOIOTH HAHOPO3MIPHI Kparuii, 110 3HAYHO MiJABUIILY€E PO3YMHEHHS Ta aOCOPOIIit0
y HIKT.

e Meroa 4. Monudikauis Kinernku BuBuibHenHs ta [I[poHMKHOCTI
HonomixHi peyoBuHu: [lonimepu (po3ymHi, 610air€31UBHI, L1JIbOBI).
Mexanizm:  ¢opmyBanHs  TBepaux  aucnepciii  (Solid  Dispersions) — ans
amop(izauii/amenmenHss  posMmipy APIl.  Bukopucranns sk = moaudikaropiB
IMPOHUKHOCTI Ta IJIbOBOI JOCTaBKH.

e Meron 5. 3mina JlokanpHoro CepenoBuiia
JlomomixHi peuoBuHu: pH-Moaudikaropu (aakamizyroqi/KUCIOTHI areHTH ).
Mexani3m: 3MiHa JokambHOrOo pH 1ist cripusiaas ioHHIM dopmi APl (6imbm
PO3UMHHUI).

[Ipuknanu BruuBy:

o Jlna pusnepunony (BCS 1) HaBiTh He3HauHe nomaBaHHs copOitony (7—60 mr)
CYTTEBO 3MIHIOE HOro 010J0CTYIHICTh 1 (hapMaKOKIHETHYHUN MpoQiuIb, IO
M1ITBEP/UKYE HEIHEPTHICTh JOTIOMIXKHUX PEYOBHH.

o Jlna ampengponaty (BCS 1III) BBemenns 4 wmr SLS miaBumryBaino
O1070CTYIIHICTh OLIBII HIX y 5 pas3iB, NEMOHCTPYIOUM 3HAYHWUN BIUIMB
MMOBEPXHEBO-aKTUBHUX PEUYOBUH Ha aOCOPOLIIIO.

BucHoBok. bioQyHKI[IOHAIbHI JOMOMIXHI PEYOBUHHM (EKCLUIIEHTH) €
KJIFOYOBUM, AaKTUBHHM 1HCTPYMEHTOM CYy4acHOi (hapManeBTUYHOI Te€XHOIOrii. BoHu
3a0e3MeuyloTh  MIIBUIIEHHS  ySBHOI  PO3UYMHHOCTI Ta HpoHUKHOCTI  API,
BUKOPHUCTOBYIOUM TakKi MeEXaHI3MH, SIK KomIuiekcoyTBopeHHs (Llukionekctpunn),
comooimizamis (Cypdakrantu) ta dopmyBanHs HanocucteM (Jlimigu, [Tomimepn).
Excuumnientn He € ¢apMakoJIOri4yHO 1HEPTHUMM: HABITh HE3HAYH1 KIJBKICHI 3MIHH
MOXYTh CYTTEBO 3MIHIOBaTH (hapMaKOKIHETHYHUN Tpodiiab mpemapary, 1o Oyio
J0BeIeHO Ha mpukianax Pucnepumony ta Anbsenaponary. lle Bumarae Ouibln
00epeXHOI Ta TOYHOT PErYISITOPHOI OIIHKY BIUIMBY €KCIIUIIIEHTIB HA O1040CTYIHICTh
1 010€KBIBaJICHTHICTh, 0COOIMBO TIpH 3acTocyBaHHI BCS-BeiiBepiB.

[Tomampmmi  mOCHiJDKEHHS  MalTh OyTH  CIOpPSAMOBaHI Ha  PO3POOKY
CTaHJapPTU30BAHUX in Vitro METOJIB JUIS IPOTHO3YBAHHS i/ Vivo BIUIMBY €KCLHUITIEHTIB
Ta CTBOPEHHS €IMHHUX NIAXOAIB 10 Kiaacu@ikamii i OLIHKKM Oe3MeYHOCTI Ta
(yHKIIOHAIBHOCTI 010()yHKIIOHATBHUX IONOMI)KHUX PEYOBUH.
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