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Bcee sransl asmkenus JIC mo opraHnusmy:

- mpoueccsl, npoucxoasamue ¢ JIC B
OpraHu3Me, SBJISIIOTCA IPEAMETOM HU3YUYEHHsST 0CO00ro paszjena

dapmaxonornn - DPAPMAKOKMHETHUKHN

J1C BBOAUTCA B OpraHMsMm, YToObl OKasaTb Kakoe-Mbo
TepaneBTUYeCcKoe JenucTame.

OpraHm3m TakKe oKa3sbiBaeT BaMAHME Ha JIC s
pe3ysbTtaTe 3T0ro oHo (/IC) MoxerT :

@ [lonapatb/He NnonagaTtb B onpeAeneHHbIe TKaHU, OpraHbl
OpraHM3ma,

@ [lpoxoanTb/He NpoxoamUTb onpeaenéHHble 6apbepsl,

©@ BuaousMeHATb/COXpaHATb CBOKO XMMMUYECKYIO

CTPYKTYpY,
® [oKknpaTtb opraHu3m onpefenéHHbIMM NYTAMM.




|. AbBCOPBLUNA (BCACbIBAHUE) — npouecc
noctynaenma JIC B 61onormyeckme *XmMaKkoctm um
TKaHW OpraHmM3ma M3 MecTa BBeJeHMA.

ABCOPBELINA JIC MOXKeT NpomcXoauTb C JIOObIX
NOBEPXHOCTEU OpPraHM3Ma — KOXMU, C/IN3UCTbIX
000/104€K, C NOBEPXHOCTU JIETKMX U AP;

lMpu npuéme sHympb nocmynseHue JIC u3 XXKT 8 Kposb udém ¢
UCN0J/1b308AHUEM MEXAHU3MO8 BCACbIBAHUA humame/ibHbIX Bew,ecms).

lNeprog nonyabcopbumn (T, , ) — Bpems,
HeobxoAMMoe ANA BcacbliBaHWUA MosioBUHbI A03bl (1/2 D)
npenapaTa U3 MecTa BBeZleHMA B KPOBb,
NponopUMOHaNeH KOHCTaHTEe CKOPOCTM abcopoLmm

T,,..= 0,693 xk

1/2,a6

ABCOPBLMA



®AKTOPbI, B/IMAKOLWNE HA BCACbIBAHUE:

NNeKapCTBEHHaA ® pH cpeapl:
dopma (HemedneHHoe
BbIcBOOOKOEHUe, 3amMedJIeHHoe,
yOJIUHEeHHOoe UJiu 81ume/ibHoe

Kucnomel 6onee
UOHU3UpoBaHsbl npu TpH

8bICBO6OXKDEHue); OcHosaHuA 6os1ee
PacTBOPMMOCTb BellecTBa B uoHu3suposatbl npu | pH
BoAe/ nMnuaax; ® COCTOSIHME TKaHeM
CTENEHb MOHM3aLUMM (MONAPHOCTL  (BOCMAsieHMe - MoYTH
MOJIEKY/JIbl - cunonpomeuHoBas BCerjia yBeJ/im4eHmne
K/IemoYHas MemMbpaHa se24e a6copbLmM);
B3aumodelcmsyem C HenoJIApHbIMU )
JIC, @ 015 noAAPHbIX OKA3biBaemcs © MoTopuKa /KKT;
MOJIEKY/ISPHLIM CUMOM (MEeMOPaHbI
MaJio NpoHUUAeMbl 018 UOHOB); ®© BBE€AEHO HaTOWaK
pa3Mep MOJIEKY MK NoCe Np1ema
MULLM

[MPENMAPAT: OPI'AHU3M:




IMaccusnoii quddysus B Boaunoit (M.M. 100-150 1/ 20-30 k1) uinu aumnuaHoit dase.

Oobueryennasi Auddy3us (Ipu ydacTUH MEMOPAHHBIX TIEPECHOCUYUKOB).

@uabTpanus yepes nopsl Memopan (auamerp nop = 0,35-0,4 HM) U MEKKIIETOUHBIE

npoMexxyTku (110 2 HM). JudPyHaupyroT Bojia, HEKOTOPbIE HOHBI, a TAK)KE MEJIKUE

ruApoGUIbHBIE MOJIEKYIbI (MOYEBUHA, TIIFOKO34).

AKTHUBHBII epeHoc ¢ pacxogoBanueM >Heprur AT®, mpoTUB rpagueHTa KOHIIEHTPaLKH (B

3TOM MPOIECCE YUACTBYIOT TPAHCIIOPTHBIE CHUCTEMBI KIIETOUHBIX MEMOpaH).

Xapakrepusyercs :

- U30UPaATENHLHOCTHIO K OMPE/ICTICHHBIM COSAMHEHUAM (101, HOPAMUHEPPUH) ,

- BO3MOYKHOCTBIO KOHKypeHIHH ABYX JIC 3a 0AMH TpaHCIOPTHBIA MEXaHU3M,

- HACBIIAEMOCTBIO (IIPY BBICOKUX KOHIIEHTPALMSIX BEIIECTBA),

 BO3MOYKHOCTBIO TPAHCIIOPTA MPOTUB IPaJUEHTa KOHIIEHTPALINU U 3aTPATON SHEPTUU
(MeTaboMMYEeCKHUE bl YTHETAIOT AaKTUBHBIA TPAHCIIOPT).

IIuHOIMTO3 - MHBarWHAIMS KJIETOUHONM MEeMOpaHbI C MOCJIEIYIOIUM 00pa30BaHUEM

y3bIpbKa (BaKyOJIH ), 3aIIOJTHEHHOTO KUIKOCTBIO C 3aXBAYEHHBIMU KPYITHBIMU MOJIEKYJIAMU

BEILIECTB.

[pusedeHHble MexaHU3Mbl NPOXOXKOeHUA Beuecms Yepe3 MembpaHy HoCAm YHUBepPCasibHbIU

Xapakmep u umerom 3Ha4YyeHue He MoJibKO O/ 8CACbIBAHUA Bewecms, HO U 01 UX
pacnpedesieHuUs 8 op2aHu3me, yoasieHus.

MEXAHU3MbI NPEOCAOJIEHNA MEMBPAH
JIEKAPCTBEHHbIMA CPEACTBAMM



NYTW BBEAEHMS
JNEKAPCTBEHHbIX CPEACTB
B OPIAHM3M




JHTepasibHble NYTH
® BHYTPb 4Yepes poT (per 0s) Uan nepopasbHo;

® nopA A3blK (sub lingua) uan cy6MHrBasIbHO (3a
LEeKy (byKKaJsIbHO) MM Ha AECHY,

® B NMPAMYIO KULLKY (per rectum) mam peKkTtasibHO

[lapeHTepasibHble NYyTU:

®© C noppexgeHnem rnokposoB - BHYTPHMUBEHHO,

NOJKOXHO, BHYTPMMbILLEYHO, Cy6apaxHOMAA/IbHO M T.
n.

® bes noBpexaeHns NoKpoBOB - MHrANALMOHHO,
TpaHCAEPMA/IbHO



_ IlepopanbHbIN ITyTh CyOnuHrBaIbHBIN PexTajbHbII

CaMbIil YIOOHBIN U MPOCTOM VYno6Hoe u ObICTpOE MectHoe/cuctemMHoe
MecTtHOE/cuCTeMHOE IEHCTBHE BBEJICHUE NEUCTBUE

He TpebyeTcst cTepriibHOCTH MpEnapaToB

KOTZia ApyTUe My TH
BricokonunodunbHbie U BBEJICHUST HEMIPUEMIIEMBI
BbICOKOaKTUBHBIE JIC (pBoTa, Mopckasi 00JI€3Hb,
IPYIIHbIC JICTH)

MPEUMYIIECTBEHHO ITyTEM
BcacriBanue npoctoit fuddy3un
HEMOHU3UPOBAHHBIX MOJIEKYJ

yepe3 1-3 muH.

Dddext
ifmaem RlGEe R U HE TIOJBEpraeTCs Uepes 20-40 mun
b MIPECUCTEMHOM SIIMMUAHALIUU

Heyno0OcTBO mpoBeeHUA
He Bce JIC BcaceiBarorcs B XKKT. YA e

. MPOLIETYPHI.

KUILIEYHUK U [1€YECHb, Paznpaxenue cnusucroit pra,

Mautas BcacheiBaromas
«MeTa00JIM3MOM TEPBOTO U30BITOYHOE BBIJICJICHUE

MOBEPXHOCTD

Henocrarku: MIPOXOXKICHUS CJIFOHBI, CIIOCOOCTBYET
. 1/3 JIC mocrynaer B

Paznpaxxenue ciu3ucTou . 3arnareiBanuto JIC u .

001 KPOBOTOK, MUHYS
3aBUCHUT OT MpHEMa MHUILH, YMEHBIIEHUIO €T0 e

MIEYCHb
(YyHKIIMOHATIBHOTO COCTOSIHUS 3 PeKTUBHOCTH

Paznpaxenne cnmusucron

KKT u np. dpakTopos.
- OIIACHOCTh MPOKTHUTA

He npuMeHuM y nanueHToB B

0€eCcCO3HaTEJILHOM COCTOSSHUU U .
Henpusthsiil BKyC
O HADVIIIEH VW TTTOTAES



_ BHyTpHuBeHHOE BHyTpuMBbILIEYHOE IMoakoxHoeE

B (hopme

Dddext

qyepes

BO3MOXHOCTDB
IMPUMCHCHU A
BCIIECTB

BOJHbBIC, MACJISHbBIC
PACTBOPBI U CYCIIEH3UH 10
10 M

BOJHBIX PACTBOPOB, KUPOBBIX
YIIBTPA3MYJIbCUN

1-5 MuH (HEOTIIOKHBIE

10-15 muu
COCTOSIHUSI) TOYHOE JIO3UPOBAHUE

bricTpoe co3naHne BBICOKOU
CHCTEMHOW KOHLIECHTPALNU U
BO3MOKHOCTb €10 YIPABISAThH
OBICTPOE MPEKpaICHHE
MOCTYILJICHHS TIpernapara B KpOBb

Puck MecTHBIX
OCJI0KHEHUM HEJIb35
BBOJIUTH PACTBOPHI
PA3IPAKAIOIIMX BEIIECTB

TpoMOO3bI BEH B MECTE BBEACHHUS

0OO0JIEBBIE O CHUSA
TIC 11137401

Texanuyeckue CI0KHOCTH
BHYTPHUCOCYIMCTOTO JIOCTyMa

Hexotopsie JIC ancopOupyroTcs
Ha CTCHKaX KareJbHUIl (MHCYJINH)

BOJHBIE U MACIISTHBIC
pactBOpHI 1-2 M,

TB. JICKAPCTBEHHBIC
dbopmbl

15-30 muHn
JnutenbHbiid 3P ekt
Jeno-mpenapaTamMmu

HEJIb3s1 BBOIUTH
PacTBOPHI
pa3Ipa’karolrX BEIIECTB

ATpodust )KUPOBOIA
TKaHU B MECTE BBEJICHHS
Y YMEHBIIIEHUE CKOPOCTHU
BcaceiBanus JIC



Ha ITOBCPXHOCTHU KOXKH

B (hopme

MOKET
MOCTYIIaTh

WU
000JI04EK

CIIM3UCTBIX

Bricokas peucTByromas

koHueHTpanus  JIC

MCCTC BBCACHH A

ITpu
LEJIOCTHOCTH
MOKPOBOB—
HEeXenaTeIbHbIX
CUCTEMHBIX 3(PPEKTOB.

Paznpaxaror Koxy

B

HapyLICHUA
KOXKHBIX
IIPOSIBIICHUE

C TMOBEPXHOCTH KOXKH
1IN0 CIIU3UCTBIX
000J104€eK

C MTOMOIIIBIO
IUIACTBIPS, Maszeu |
1p. neK. hbopM
MEJIJICHHO U
HETPEPHIBHO B
TEYCHUE MHOTHX

4acoB, JHEU U HAXKE
HEJIC]Ib.

Pazgpaxaror Koxy

HeobxonumocTh
CIIELIMAJIBHOIO YCTPOUCTBA
(MHTANATOpPA)

CII0)KHOCTB
WCIIOJIb30BAHUS A3PO30JIEU
TSI HEKOTOPBIX OOJIBHBIX

ras3bl (JieTyuue
AHECTETUKH),  TMOPOIIKHU
(XpoMOITIMKaT  HaTpus),
a’po30JI1

beicTpoe Hauano nerucTBus
Y BBICOKAsi KOHIICHTpAIUs
B MECTE€ BBEICHHUS MpPHU
JICYCHUN 3a00eBaHNN
IBIX.

03y JIEKapCTBa,
MOMAJAA0IIET0 B KPOBOTOK
yepe3  JIETKHME, TPYOHO
KOHTPOJINPOBATH



KOHLIeHTpaums

BpeMs

dse Kpusble uMerom pasHyo opmy, pasHble NUKU U HEOOUHAKOB0oe BPEMA OOCMUKEeHUA
MAaKcumasibHol KOHUYeHmpayuu; HO niowadu nod 3mumu KpusbiMU 0OUHAKOBbI, U,
csiedosamesibHO, obe siekapcmseHHble hopMbl obecnequsarom nocmynjeHue 8 Kposb
00uHaKoso20 Kosaudecmaa J1C

buogoctynHocTb (F) (aHrn. bioavailability) - xapakTepusyeT nonHoTy u
CKOPOCTb BCacbiBaHMsA JIC - oTpa¥aeT KONMYECTBO akTMBHOMO BELLECTBA, KOTOPOe
[IOCTUF/I0 CUCTEMHOIO KPOBOTOKA, OTHOCUTE/IbHO MCXOAHOM A03bl JIC.

F = AUCBH/ AUCB/B x 100%

AUC - nnowaab noj KpMBOM “KOHLUEHTpaUMs — BpeMa”, oTpaykaeT KoIMYeCcTBO
JIC, noCcTynMBLIEro B KpOBb NOC/ie 04HOKPATHOrO BBEAEHUA npenaparTa.

@ [MpecuctemHasa anumuHauma JIC (3pdeKT nepBoro npoxoxkgeHus) -
npouecc 6uotpaHcdopMaLmm nekapcTea 4o nonagaHusa JIC B CUCTEMHbIN
KPOBOTOK. B npecnucteMHON 3IMMHUHALMKU NPU NEpOopasibHOM BBEAEHNU
JIeKapCTBa y4acTBYIOT (DepMEHTATMBHbIE CUCTEMbI NEYEHM.

© [pu BHYTpMBEHHOM BBEAEHMM NPECUCTEMHAA SIMMUHALMA OTCYTCTBYET.



© Ecam 2 npenapara 06/1a4at0T 0IMHAKOBbIM (N0 cune
3¢ deKTa) AeUCTBMEM - OHM BUOIKBUBAJSIEHMHHbI.

® Ecnu 2 npenaparta 06n1aaat0T 0MHAKOBOM
OMOAOCTYNMHOCTbIO - OHU BUO3IKBUBASIEHMHBI.

[pn M3y4eHMM BUO3KBMBAJIEHTHbIX JIEKAPCTBEHHbIX MPEnapaToB
Hanboiee BaXKHbIMM SBAAIOTCA Ceayolpe napameTpsi:

1) MAaKCMMYM MU MUK KOHLEHTPaLMM JIEKApCTBEHHOrO BELLECTBA
B KpOBM;
2) BpeMa JOCTMKEHMA MAaKCUMMa/IbHOM KOHLEHTpaLmm

3) niowaab Noj, KpMBOM M3MEHEHMSA KOHLEHTPALMK BELLECTBA B
Njia3smMe UJIM CbIBOPOTKE KPOBU BO BPEMEHM.

© TepaneBTMYECKMU AManasoH (Kopmaop 6e30MacHOCTH,
TepaneBTUYECKOe OKHO) - 3TO MHTEePBaJl KOHLEHTPaLMK OT
MMHUMAJIbHOM TEPANEBTUYECKOM [0 Bbi3biBAlOLLEN NOABAEHME
NepBbIX MPU3HAKOB TOKCMYECKOro AEMUCTBMS.

® TOKCMYeCKMM AManasoH - MHTEPBaJl KOHLEHTPaLMK OT BbiCLLEM
TEepaneBTUYECKOM [0 CMEPTE/IbHOM.



PACIIPEJIEJIEHUE - st0 mpouecc npoHukHoBeHus JIC H3 KpoBH B OpraHbl H
TKaHH, IJI€ Yalle BCEro M HaAXOATCS KJIECTOYHBIE MUIIEHU WX ACUCTBHS, MOCIE TOTO,
KaK OHU MOCTYMAT B CUCTEMHBIA KPOBOTOK.

ﬂ CTCPMHUHAHTLI PACIIPC/ACICHMA .

- Hpupona JIC - yem MeHble paszmepbl Mojdekynbl u junopuibHee JIC, Tem ObicTpee u
paBHOMEpHEE €ro paclpeaesICHue.

Cea3pIBaHHUeE JieKaApCTBa ¢ 0eJIKaMHU ILIa3Mbl - yeM Ooiblie cBsa3aHHas ¢pakuus JIC, Tem
Xy’K€ €ro pacrpejiejiecHue B TKaHH, T. K. MOKHWJAATh KaMWJUIAP MOTYT JHIIb CBOOOJIHBIC
MOJICKYJIBI.

Pa3mep opranoB — yeM Oosbllie pasmep oprasa, Tem 0ombiie JIC MOXXET MOCTyUTh B HETO
0€3 CylIeCTBEHHOTO U3MEHEHUS TPaJIMeHTa KOHIICHTpAIUi

KpoBoTOoKk B oprane - B Xxopoiio mnepy3upyemMbix TKaHsIX (MO3I, cep/ilie, IOYKH)
TepareBTUUeCcKasi KOHIEHTPAIMsl BEIIeCTBA CO3JAETCsl 3HAYUTEIBHO PaHbIIIe, YEM B TKaHSIX
J10X0 nepQy3upyemMbIx ((KUpOBasi, KOCTHAsI)

Hagu4yue rucroremaruyeckux OapbepoB — JIC JIeTKO TPOHHMKAIOT B TKAaHU C IUIOXO
BbIpakeHHbIM [ T'b

JlemonnpoBanue B TKaHSAX - cBa3biBanue JIC c OenkaMu TKaHEH CHOCOOCTBYET €ro
HAKOIUJICHUIO B HUX, T. K. CHIKA€TCA KOHIeHTpauusi cBoOogHoro JIC B mepuBacKyiIsipHOM

PACNPEAENNEHUE JIC B
OPIAHMU3ME. BUOJIOI'MYHECKUE
bAPbEPbI. AENMOHNPOBAHUE



OTceku pacnpeneneHua:
®

| MTASMA 3 L \

MHTEPCTULM

AJIbHAA
® BHekneTo4Hoe KUAKOCTb

NPOCTPAHCTBO (Mfasma, ——  ['2

MEXKJ/IETOYHAaA }XMAKOCThb)
® KneTtku (umtoniasma,) >

® rRMpoBaA M KOCTHaA
TKaHb (AenoHMpoOBaHUE
J1C)




NBYXKAMEPHAA MOZAE/Ib

Ha3HauveHue JI1C
KpoBb, ne4yeHb, Mo4Ku,

3KCKpeums

MO3r, MMOKap/

K1poBas, KOCTHaA TKaHb,

Vd (I) = D(mg)/C(mg/l)

OTHOIIICHHUIO BBEICHHOM 103bI (00mero koauuecTsa JIC B
OpTraHM3Me€) K €ro KOHIIEHTPAIlUH B TIJIa3Me KPOBU

—  D(mg) = C(mg/l) x Vd (1)
i D(mg) = C(mg/l) x Vd (I/kg) x M enra (kg)

C - TeparneBTHYECKask KOHIICHTpAIUsI, MT/JT
D — noza, mr
Vd - 1 uam n/kr

O6beM pacnpeaeneHus
npenapata (Vd)
XapaKTepusyeT CTeneHb
ero 3axBaTa TKaHAMMU U3
N1a3mMbl (CbIBOPOTKM)
KPOBMU.

Vd — ycnoBHbIM 06bEM
XUAKOCTU, B KOTOPOM
HY»XHO pacTBOPUTb BCHO
NonasLUY B OPraHuM3m
Ao3y npenapara (D), 4To6bl
noJlyunnach
KOHLEHTpaumsa, paBHas
KarKyLemcsa HayasibHOM
KOHUEeHTpaumu B
CbiBOpOTKE KpoBM (C).



NEMOHMPOBAHME /1C

1C, UMpPKYAUpYOLLME B OpraHM3mMe, YaCTUYHO CBA3bIBAOTCA, 06pa3sys
M KNIETOYHbIE Aeno.

K MOFYT ObITb OTHECEHbI 6E/IKM MAa3Mmbl:

® anbbymMuHsbl (JIC, chabble KUCNOTbI)
@ raukonpoTtenHsl (JIC, cnabble 0CHOBaHMA)
® (pubpuHoreH, nunonpoTtemnHsl (o6a Tmna JI1C)

HeKkoTopble npenapatbl (AaKpUXMH) B OCOGEHHO BOJIbLUIMX KOIMYECTBaX
o6Hapyxuatotca B KJIETOYHbIX ZAEMO. CBA3biBaHME MX B KNETKaX
BO3MOXHO 3a cYeT 6e/IKoB, HyK/1eonpoTenaos, ochoIMnNmMaoB.

BelwlectBa MOryT HakanMBaTbCA B COEAMHMTESIbHOM M KOCTHOM TKaHM
(TeTpauMKauHbI).

Ocob6biM MHTEpPEC NPeACTaBAAT KMPOBLIE EMNO, TaK KAaK B HUX MOTYT
3a/IEPKMBATLCS MNOMDU/IbHBIE COEANHEHUA.

[podoixxumeibHOCMb HAXOXKOeHUA Bewecms 8 MKaHesbix deno
sapbupyemcs 8 WUpoKux npedesax. O4eHb O1UMesIbHO 3a0epKUBarmcs
8 Op2aHU3Me UOHbI MAXKeJIbIX Mema’sisios.



buotpaHcdopMauma  (MMKpoOCOMasibHasdA M
HEMMKPOCOMAa/IbHaA) - COBOKYMHOCTb (PU3MKO-
XUMMYECKUX N BUOXMMMYECKUX MpEBpPALLEHUM
CNOCOOGCTBYHOLLIMX MHaKTMBaL MM n/mMnu
npeBpalleHnio monekyn JIC B MeTabosmThl,
npurogHble ANA Ja/ibHEULLIErO YJa/NiEHUS M3
opraHmM3ma.

OCHOBHOM opraH, rae NpoOUCXoamT
metabonmsm JIC, — 3To neYyeHnb.

METABOJIU3M




BbigensatoT ABa BUJa 6MoTpaHchopMaLmm
NNeKapCTBEHHbIX CPe/CTB:

1. MeTaboimyecKaa TpaHCcpopmMauus
2. KOHblOraums

@ bonbwasa yacTtb JIC noaBepraeTca B opraHmM3me
onpeAeneHHbIM XMMUYECKMM MPEBpPALLIEHMAM, T.e.
ouoTpaHcdhopmaummn. B npouyecce buoTpaHchopmaumm
obpa3yloTca 60s1ee NoNApHbIE COeAMHEHMA, OHU
Nlydlle pacTBOpAKTCA B BOJE M Jierye BbIBOAATCA U3
opraHmM3ma.

® B HeMameHeHHOM BMAE BblAENAOTCS
BbICOKOTrMApodU/IbHbIE MOHM3MPOBAHHbIE BELLLECTBA.

® M3 nnnodunbHbIX CpeacTB TO/IbKO cpeacTBa AJis
MHraISLLMOHHOK HApKO3a BbIBOAATCA U3 OpraHM3ma B
HEU3MEHEHHOM BMAe. Bce ocTasibHble noaBepratTcH
NpeBpaLlEHMSAM.



Mpu METABOJIMYECKOW TPAHCOOPMALMU NC
npeBpawalTca B HEAKTUBHbIE MOJIAPHbIE (POPMbI 3a
cyHeT

® OKMCJIEHMA Ha MMKpOCOMasIbHbIX OKCMAa3ax
cMetlaHHoro aenctemna 3P npu yyactum HAA®, O, u
unutoxpoma P-450 (KopgeuH, dpeHaueTHH,
deHoTHa3uHbI, TMMCTaMMH),

® BOCCTAHOBJ/IEHMA (anbaerunabl, KETOHbI,
KapOOHOBbIE K-Tbl: X/10pasirMapaTt 1 HUTPa3ernam).
[TponCXoaMT 3TO NoJ BO3AEMCTBUEM CUCTEM HUTPO- U
asmaopeaykras.

® CNnoXHble 3upbl (aTPONMH, aueTuacanmumaIoBas
KMCJ/1I0Ta, HOBOKaWH) U amMnabl (HOBOKaMHaMMA)
TMAPOJIN3YHOTCA npn y4acTmm actepas, aMmmnas,
docdartas u 1. A.



3TO BUOCUMHTETUYECKMIM MPOLECC, COMNMPOBOXKAAOLLMIACS
NPMCOEeMHEHNEM K NEKAPCTBEHHOMY MNpenapary Uamn ero
METABOJINTY Pas/IMYHbIX XMMMYECKMX IPYNNUPOBOK, MOIEKY. B
pe3y/ibTaTe KOHbIOraLumn MoJIEKY/1a NEKAPCTBEHHOIO CpeACcTBa
TepseT aKTMBHOCTb.

B KayecTBe MHAKTUBUPYIOLLLErO COEAMHEHUA MOXKET BbICTYMNaTb

® T[JIOKYpOHOBada KmMcnota (MOpdUH, XxnopaMm@PEHMKON,
auetaMmmHodeH, deHon). MNpoucxoamt Tonbko B IMP KA.
NeyeHu, NoYEK, KMILIEYHMKA, KOXKM.

® Heopr. cynbdartsbl (UeTaMMHOMEH, CTEpOUbI),
® MeTU/IMpoBaHUE BeLleCcTB (TMCTaMMH, KaTeX0/1TAMUHDbI),

® YKcycHasa K-Ta AuKo-A - auetninpoBaHue (CynbdaHuiaMmmabl,
AMMHbI, TMApPa3nHbl),

[pU KOHBblOraLmMmM 06pasyoTca NospHble COeAUHEHUS (KpoMe
METUIMPOBaHMA), KOTOpble JIErKO BblAeNATCA U3 OpraHU3ma.



®

B neyeHn B pesynbtate MeTabonamsma J/IC B 60/IbLUIMHCTBE CJIyYAEB
npeBpaLLaeTca M3 bMONOrMHYECKM aKTMBHOIO B BMOIOrMYECKM HEAKTMBHOE
coeiMHEHWE (Hanbosiee YacTbl MEXaHM3M MHAKTUBALMUM);

B HEKOTOPbIX CJly4asX MPOMUCXOAUT MPOTMBOMOOKHbLIM npouecc: JIC n3
HEaKTUBHOIrO  «MNpoJiIeKapCcTBa»  MNpeBpawaeTca B OMOJIOrMYECKH
aktmeHoe JIC. (Hanpmep, npoTMBOCYAOPOXKHOE CpeACTBO J1eBojona
OKasblBaeT 3PdeKT, npeBpawascb B oOpraHMamMe B  AodaMuH.
o6pa3oBaHue 6e/10ro cTpenToumaa M3 KpacHoro);

obpa3oBaHME TOKCMYHOrO MeTabosmMTa M3 NepBOHAYa/lbHO MeEHee
TOKCMYHOro NeKapctBa (M3 deHaueTuHa obpasyeTca aueTammMHOMEHOH,
CMOCOGHbIM NOBPEXKAaTb NMOYKHM).

ob6pa3oBaHME aKTMBHOINO MeTabosiMTa M3 MNepBOHAYa/bHO aKTUBHOIO
nekapcTtea (MopduHa 13 repouHa)

HeKoTopble NeKapCTBEHHble CpeAcTBa BoobOLle He roaBeprakTcs
MeTabo/IM3My B OpraHM3Me M TMOKMAAKT ero B HEM3MEHHOM BMUJAE.
HEKOTOpblE  JIEKApCTBEHHblE  CPeACTBa  MOBbIWAKT  aKTUBHOCTb
MMKPOCOMAaJIbHOrO annapata nevyeHu. TakuM JencTBMEM 061aaaloT
CHOTBOpPHble 6apbUTYpPOBOro psaa.



BoiBegeHMe nekapcTBEHHbIX CpeACTB U MPOAYKTOB MX
MeTab0/IM3Ma OCYLLECTBNAETCA Pa3HbIMU MYTAMM:
NOYKaMM, XKenygouYHO-KULLIEYHbIM TPAKTOM, JIEFKUMM,
MeYEeHblo, }KenesaMu BHELLIHEN cekpeLumn (rpyaHbIMMI,
NOTOBbIMU, CZIOHHBbIMK U Ap.).



OCHOBHOE MEeCTO B 3KCKpeLMM 3aHMMAtOT NOYKK. BbiBegeHme
NeKapCTBEHHbIX CPEACTB Yepes3 MNOYKM 3aBUCUT OT TPEX OCHOBHbIX
NMPOLECCOB: r/IOMEPYNAPHOM (PrUAbTPaLUMM (HECBA3AHHbIE C
6e/Kammn) B KIy6oUYKax, akTUBHOM U MACCMBHOM CEKPELIMM U
peabcopoumu.

OunbTpyroTca (MEHUUMNNNHBI, CyNbdaHuIamMnabl):
® - JIC c MonekynsapHom maccom < 500,
@ - JIC, He cBA3aHHble C TPAHCMOPTHbIMU BEeJIKaMu;

® Npu BoCNanMUTENbHbIX 3a601E€BAHMAX, a TaKKe NaZleHMH
apTep1asIbHOK AaB/IEHMA MPOLECChl PUAbTPALMM CHMKAKOTCA,
YTO MOKET 6bITb MPUYMHOM 3a1EPIKKM BbIBEEHMS
NEKApCTBEHHOr 0O BELLECTBA M €ro HaKOM/IEHUA B OpraHM3Mme.

® OUEHKY CKOPOCTM I/IOMEPY/IAPHOMU (PMIbTPaLMM MOMKHO
NoNyYUTb, U3MEPUB CKOPOCTb SKCKPELMM SHAOMEHHOIr0
KpeaTUHWHA 1 ero ypoBeHb B MN1a3Me.



® aKTUBHbIM TpaHcnopT (Heboabluoe ymco J1C);

® AMddy3ma B COOTBETCTBUU C rPagUEHTOM
KOHLEHTpauun, 3aBUCUT

om pacmsopumocmu JIC 8 cunudax,
obvema Mo4u u ee pH.

Peabcopbuumn B noveyHbiX KaHanbLax NnoaBeprarTcs,
rN1aBHbIM 06pPa30M, KMPOPACTBOPUMbIE NEKapCTBa. 3a cyeT
peabcopbummM IEKApCTBO 3aJEPKMBAETCA B OpraHM3Me.

AAna Toro 4yTtobbl 3aMea/IMTb Npouecchl peabcopoumum
HY>KHO, 4YTOObl BbIBOAUMbIE IEKAPCTBA Obl/IN NONAPHbLIMU
MK auccoummpoBanu. Mo3ToMy Npu BbiBEAEHUM LLEI0HEN
HY>KHO MOYY MOAKMCNATb, HanpMmep acKop61HOBOM
KMCJ/I0TOM U, HaNpOTMB, NPU BbIBEAEHMMU KMCNOT -
nojuliesiaymMBaTb Ha3Ha4YeHMEM TMAPOKapOoHaTa.



HeKoTopble nekapCTBEHHbIe CpeAcTBa MOryT
BblAENATLCA C/IIOHHBIMM Kene3aMu, NPpenMyLLEeCTBEHHO
nytem audadysnm, Hanpmmep, noauapl, a NEHUUMIINH
BbIBOAMTCA NYTEM aKTMBHOW CEKPELIMM.

HekoTopble asikanonapbl, HanpMmep MopdmH, YacTUYHO
CEKPETUPYETCH C/IM3UCTOMN KeNyaKa, HO B KULLIEYHUKE
noJBepraTcs 06paTHOMY BCACbIBAHMIO.

Yepes CTEHKY TOHKOIro KULLEYHUKA TAKKE BO3MOXKHA
NacCUBHaA CEKpPELMS IEKAPCTBEHHbIX CPeACTB.

3TMM NYTEM KaK NpaBmIO BblAENATCA MHOMME
a/Ikanouabl U TAXKEIble MeTaNbI.



BbIBEAEHUE MNMEYEHbLIO

® [leYyeHb y4acTBYET He TOJIbKO B MHAKTUBALMMU JIEKAPCTB, HO U B UX
BbiBEEHMU. DKCKPELMA JIEKAPCTB C XXE/MUbI0 MOXXET MPOMUCXOAMNTD
Kak NyTeM aKTUMBHOM, TaK M NACCUBHOM (pUIbTpALIMM.

Mp1 naccMBHOM (pMAbTPALMM KOHLEHTPALMSA JIEKAPCTB B NEYEHM
MPMMEPHO COOTBETCTBYET KOHLEHTPALMM B KpoBU. lMpr aKTMBHOM
OKCKpEeLUMM KOHLEHTPpaUUA BbIBOAUMbIX JIEKAPCTB B KENUYMU MOXKeET
6b1Tb B 10-100 pa3 Bbiwe. TaK BbIBOAATCA HEKOTOPbIE aHTUOUOTUKM
(6EH3UNNEHUUMNNMH, TETPALUMKANH), CyIbdaHMNaMUABbI.

© BbiBegeHWe nekapCcTBEHHbIX CPEACTB C KeJ1Ybl MMEET 60/iblUe
NpakTU4ecKkoe 3HavyeHue. Hanpumep, aHTMBUOTHKU U
cy/ibdbaHMIamMuAbl, aKTUBHO BbIBOAMMbIE C KENYbO, MOXKHO
Ha3Ha4aTb MpM BOCMa/IMTE/IbHbIX 3a601€BaHUAX
YKeJIYEBBIBOASALLMX NMYTEM, KETYHOI0 My3bIpS.

® HekoTopble neKapCTBEHHbIE CPeACTBa, BblAeNAEMbIE C KeN4blo
(dbeHodpTanemH, AMrMTOKCHMH), CNOCOOHbI YaCTUYHO 06paTHO
BCACbIBaTbCA M3 KULWIEYHUKA U TaKUM 06pa3oM BO3HMUKaeT
3HTeporenaTMyeckasa UMpKyAauma, KoTopasa nogaeprkmpaet
KOHLIEHTPALMIO BELLIECTBA B OpraHM3Me M MOXKET BbiTb MPUUYMHOM
HaKonJeHWA npenaparTa.



c/1e€3HbIMU U
NMNOTOBbIMU
KeJie3aMu

BblAENATb OPOM,
Moz, 6pomMmapl,
MbILbAK M
HEeKoTopble Apyrue
BELLECTBaA.

Jlerkumm BblAenAaArTCa netyvme
M ra3oobpasHble BelwecTBa
(MHranAUMOHHbIE
HapKOTU3MpYLOLME cpeacTBa).

BoiBeaeHMe yepes nerkme naet
[0BOJIbHO MHTEHCUBHO U
onpeaensaeTca YPpoBHEM
JIeroO4YHOM BEHTUNALUMM.

Korka

NNerkye




MOJ104HbIMHA KeJie3aMH

® C MOJIOKOM 3KCKpeLuMA NeKapCcTB MAET rlaBHbIM 00pa3om
nyTeM NacCUBHOMU AMPDY3nMU. ITOT NYTb BbiIBEAEHUA UMEET
CyLleCTBEHHOE NpaKTUYEeCKoe 3HaYeHue:

® JleKapCTBEHHOE CpeACTBO nonajaeTt B OpraHu3m pebeHKa u
MOXET BbI3BaTb Y HEr0 annepruieckmm uam TOKCMYECKNU
3(PPEKT, HO MOXKET ObITb U sie4ebHbIN SPPEKT.

® JlekapCTBeHHble cpeAcTBa Npu BbiBEAEHUM C MOJIOKOM
MOTrYT OKa3aTb JIeyebHbIn 3P PEKT NpU MacTUTaX.

HEeo6X0AMMO YUYUTbIBATb 2 TOYKM 3PEHMA.

@ MOXXHO BOCMNoOb30BaTbhbCA A1 BBEAEHMA IEKAPCTB B
OpraHu3M pebeHKa,

® Ho npeacTtaBnseT onacHOCTb BO3MOXHOIO OTPaBJ/IEHMS
BCKapMJ/IMBAEMOTO Ipy/blo pebeHKa.



noHATMe K/IMPEHC onuceiBaeT
3¢ HEKTUBHOCTb HEOOPATMMOIO
yyaaneHus J/1C 13 opraHmsma.

06LIMM KIMPEHC = CYMME MOYEYHOrO,
NMeYeHOYHOro, 1ErO4HOro U T.A.

O6LLMN KIMPEHC NpenapaTa (CL) -
CKOPOCTb OYMLLEHUA OpraHM3mMa oT
NeKapCTBEHHOro npenapara,
COOTBETCTBYET TOM 4YacTu obbema
pacnpejesieHua, KoTopas ovmLLlaeTca
B eAUHULY BpeMeHU. (11/4, MN/MUH)

Cl,=V K,
KaupeHc KpeaTUHMHA

YHMBEpPCa/IbHbIA NMOKa3aTe b
CKOPOCTM KJIy604YKOBOM (DUbTpaLmm

Cl =k x Clcreat

[leproa nonysaaMMmMHaumm

npenapata (t,,,) - Bpema BbiBEEHUS

M3 OpraHM3Ma foJI0BUHbI BBEAEHHOM
(BcocaBluencs) A03bl NpenapaTa;
COOTBETCTBYET BPEMEHU YMEHbLLUEHUA
KOHLEeHTpauMu npenapara B njasme
KpOoBM B 2 pa3a. (4ac, MM1H)

e HE 3aBMCUT OT BPEMEHMU
Hab4eHMA U OT MHTEepBana

A03NPOBaHUA.

e onpegenAaeTca T0JibKo NpU KMHETUKE
1-oro nopAaaka.

T,, = 0,693 x Vd/Cl

KOHCTaHTa CKOPOCTH

ammnHaumu (K, ) - napametp,
XapaKTepu3yoLWnM CKOPOCTb
MCYE3HOBEHMA NpenapaTa U3 KpoBu
NyTEM DKCKpeumu U
ounoTpaHcdopmMaummn. (4ac-1, MuH-1)

KnupeHc

Nepuoa nonyebiBeaeHUA
noay3JaAnMMHUHaLNKU




1Cl npu pH<7 1Cl npu pH>7

aMUATPUITUIINH acCIUpHH
ampeTaMuHBI HaJIUIMKCOBAs KHCJI0Ta
anTuructaMuHHbIe JIC HUTPOdypaHBI
Nnupamun dbeHobapOuTan
CTPENTOMHUITUH

IpY KACJION peaklMy MOYHU YIy4dIllaeTCsl TUApOKapOOHAT HATPUS WU JPyTHe

BBIJICTICHHE IIISJI0YHBIX COCTUHCHUM COCAUHCHUS, KOTOPHIC U3MCHSIOT
(Harpumep aJIKaJIOu0B) U PEaKIIMIO MOYHY Ha IEJI0YHYI0, OyayT
3aTPYAHACTCS BBIJICIICHUE JIEKApPCTB CIIOCOOCTBOBATH BBIJICJICHUIO U3
KHCJIOTO XapaKkTepa (HampuMmep, OpraHu3Ma BEIIIECTB KHUCIIOTO XapaKTepa.

0apOuTyparToB, Cylb(paHUIaMHUIOB U T.
1.). Haznauenuem xJjiopujia aMMOHHUS
MOYKHO «TTOJAKUCIUTHY MOYY B TEM
CaMbIM YCKOPHUTH BBIJIEJICHHUE C MOYOM
OCHOBAHUSI



@ MOCTOAHHOEe ® MOCTOAHHAaNA doJiA
KO/IMHECTBO Npenapata npenaparta BbiIBOAUTCA 3a
BbiIBOAUTCA 3a e ANHNLY BpeMeHU

e AMHULYY BpeMEHU
® KOHCTaHTa 3JIMMMHaLUUM

© :O:EAT:”;""W mee MMeeT pasMepHOCTb
J1 H T -
4 BpeMa’:

pasMepHOCTb Macca
/Bpema: Hanpumep Ke © Hanpumep Ke = 0,25 yac-1

= 50 mr/vac ® e MUNUYHO 014
® UayT c nocTtoAHHOM 6os1bwuHcmsa JiC
CKOPOCTbIO

® e MUNUYHbIU
npenapam: 3maHo

KMHeTHKa Hys1eBoro nopsagka KuHeTKa nepeoro nopAaaka




C BbICOKMM NEYEHOYHbIM [loyeK (KIMpeHC KpeaTMHUHA
10-90 Mn/MUH)

K/IMPEHCOM
BE/IMYMBAETCH yBesimvyeHue T
6MOA0CTYNHOCTb; (uedenmm, amHaumMnIuH,

o W3MeHeHme AMUHOT JIMKO3MAHble AD)
61OTpaHChOpMaLK, [na npenapaTtoB XapaKTepHO
CHUKEHUE @ [loyeyHbIM NyTb 3KCKpeLummn
NPEeCMCTEMHOI0 J1C
MeTabdo/IM3mMa O] 3KCerLI,I/1FI B HEUSMEHHOM

® WM3MeHeHue BUAE
neyeHoYHoro
KPOBOTOKa, Ha/Mumne N
LUYHTMPYHOLLIEFO BbiCOKaA TOKCUYHOCTb
KPOBOTOKa U KoppeKuma pexxmma HazHayeHuA
NMOPTOKaBaJIbHbIX *
aHacTaMo30B, Mo YMeHblueHue o
KOTOpbIM npenapat . noAAEpPAKMBaoWEN A03bl
MOCTYMNaeT B CUCTEMHOE Harpy3o4Hyo MOXHO He
KI36OBOO6PaUJ.eHM€; YMEHbLLATb

® 06cTpyKuMA *
menLLpebeli"Bo,qﬂmmx 3abosieBaHMA
ryTeu (CKpbITaa MM ABHasA

® YMeHbLUeHMe YPOBHHA
a/1bbyMMHOB yP naTosaoruns)



OCHOBHble cbapMaKoxmHemqecxmesnapaMeprl U ux HPopMyJibl pacyeTa
Kty C., Vy, Cl, Ad, C 5, C_55),

KoHcTaHTa CKODOCTM amMmHaumK (K ) - napameTp, xapakTepu3yioLimm
CKOPOCTb MCYE3HOBEHMA NnpenapaTa M3 KpoBM NMYTEM SKCKpeLMU U
6unoTpaHcdopmaumm. (4ac-1, MUH-1)

[lepuoz nonysnvmMuHaumm npenaparta (t, ,) - Bpema BbiBEAEHMA U3
opraHu3ma noJIoBUHbI BBE€AEHHOM (BCOCAaBLUENCA) A03bl NpenapaTa;
COOTBETCTBYET BPEMEHM YMEHbLUEHMA KOHUEHTpaUUM rnpenaparta B rnsiasme
KpOBM B 2 pa3a. (4ac, MUH)

Kaxyulaaca HavasibHaa KoHueHTpauusa (C ) - yCNoBHbIM NapameTp, paBHbIN
TOM KOHLEHTpaLuK, KoTopas noayvyanacb 8b| B NJ1Ia3Me KPOBU Npu
MIrHOBEHHOM BBEZEHMU U pacrnpesesieHnn npernapara no BCEM OpraHam M
TKaHAM (Mo BCeMy 006beMy pacnpeaeneHma). (MKr/ma, Mr/n)

O6bem pacnpegenenus (V) - YC/IOBHbIM NapaMeTp, paBHbIM 06bEMY, B
KOTOPOM HaZ0 pPacTBOPMUTbL BCIO NOMasLUylo B opraHu3m Ao3y npenapara D,
4YTOObI MONyYMNACh KaXKyLAACA Hava/ibHaA KOHUEHTpaumA. (11, M)

O6LIMM KIMPEHC npenapaTa (CL,) - cKopoCTb OYMLLEHNA OpraHM3mMa OT
JIeKapCTBEHHOIro npenapara, COOTBeTCTByeT TOM YaCTM 06beEMA
pacnpeaenieHusa, KoTopaa ovmuaeTca B e AMHULY BpeMeHU. (n/4, M/ MUH)

Cl,=V, K,




® CKopocTb BBegeHna = Cl x Ct
@ MNA = Ckopoctb BBegeHnAa x At/ F = Cl x Ct x At/F
® MHTEepBaa MexXxay BBeAeHUAMU

At = N4 x F/Ckopoctb BBegeHna = 4 x F/Cl x Ct

@ BBopgHasa (3arpyso4Has) gosa - 403a, BBOAMMAA 3a
O/IMH NPUEM M 3anoJHAIOLLAA BECb 06bem
pacrnpeaeneHus B 4EUCTBYIOLLEN TEPANEBTUYECKOM
KoHueHTpauun. BA=(Css*Vd)/F ; [Css]=mr/n, [Vd]=n/Kr

© TepaneBTUYECKWUIM CMbICA: BBOAHAA [j03a 6bICTPO
obecneymBaeT JeUCTBYIOLLYIO TEPANEBTUYECKYIO
KOoHUeHTpaumto JIC B KpoBM, YTO NMO3BOJISIET, HANPUMEP,
6bICTPO KynMpoBaTb Npuctyn bA, aputmmum n 1. 4.

© BBoaHaa f03a MoKeT 6biTb BBEJEHA 3a OAMH pa3 JULLb
Torga, Korga UrHopupyeTcs npouecc pacnpegeieHus
BellecTBa




