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BeeneHue

s Hak cBA3aHbLI XMMMUECKan CTPYKTYpPa BelecTsa ¢ ero
Buonornuecknm nencTremem?

= Kakue rpynnbl NPUBOAAT K YCUNEHUIO aKTUBHOCTHU, @ KaKkue —
K ee ochabneHuio?

2 Y70 OTHOCUTCA K hapMaueBTUIECKUM haKkTopam?
= Kak onpepenator 6uoaocTynHOCTbL U GBUO3KBUBANEHTHOCTL ?

= KaKoBbl OCHOBHbIE CTaauy MmexaHnsma aeuctema J1B 8
opraHnsme?



7.1 Cea3b CTPYKTYpa — Buonoruveckan
aKTUBHOCTL

e 3aBUCMMOCTb BUONOrMUecKoro AemncTBUA OT HEKOTOPbLIX PUINUYECKUX U
XUMMUUYECKUX CBOMUCTB /IEKAaPCTBEHHDbIX BELLECTB

* YCTaHOBNEHME 3aBUCUMOCTU MEXKAY JUAMUUECHKAN CTOORHYEM U
neyicrenem Belecrsa Ha OPraHM3mM MMeeT OrPOMHOE 3HAYeHMe B
LUMPOKOM Buonormyeckom nnaHe. PeweHune ston npobaembl NO3BONMNO
6bl OCcyLWecTBAATL LeseHanpasneHHbIz curres J1B, obnagarowmx
33aHHbIM PAPMAKO/IOTMYECKUM AENCTBUEM.

* laesa o HaIMUMK 85130 MeXAY XMMUYECKON CTPYKTYPOM OpraHnYecKux
CoegnHEHNN N X BUONOrMYECKOM aKTUBHOCTbIO Oblf1a BNepBble
BbICKa3aHa ewe B 1869 .

* OaHaKo, HeCMOTpPA Ha bonee yem BEKOBOM TPYA, Y4EHbIX MHOMUX
MOKOMIEHUM, K HacToALLEMY BPEMEHM YAaN0Chb YCTAHOBUTb INLLb
HEKOTOpPbIE 3aKOHOMEPHOCTM!.

* XMMMYecKoe n NpoCcTpPaHCTBEHHOE CTPOEHME BELLLeCTBaA onpeaensaet
Hann4uune y Hero BuoakruesHocTy. [Npu aTom, apPeKTUBHOCTb AeNCTBUA
BELLECTBA MOMKET B 3HAYNTENbHOM CTENEHU 3aBUCETb O PAa3HOOOPa3HbIX
daKToOpOoB.



* bonbwwnHcTeo /1B ponkHO 061a[aTh Xopolwen BonopacTE0pUMOCTEIO, T.K. OHU
NepeHOoCATCA B OPraHM3Me r1iaBHbiM 06pa3om KpOBAHbIM TOKOM, YTO
61aronpuATCTBYET CO34aHMIO KOHLLEHTPALUMKN, AOCTaTOMHOW ANA NPOABAEHUA
dapMaKoNorm4eckoro AemncTeus.

* MHorue JIB fomKHbl UMETb XOPOLY AMNOGUABLHOCTL M 061343aTb
CNocOBHOCTbIO NPOHUKATb YEepe3 KNETOYHbIE NOSIYHENPOHMLAEMbIE
MeMbpaHbl, YTOObI BANATL Ha BUOXMMHNYECKME npoLeccbl meTabonmnsma.

* [lpenapartbl, AencTeytowme Ha LUIHC, non*KHbl cBO6OAHO NepexoanTb U3 KPOBU
B CMMHHO-MO3rOBYO *XMAKOCTb U MO3T, T.e. MPeoaosieBaTb
remarovrledanueciyl apsen, KOTOPbIM 3alWmwaeT MO3r OT
NPOHUKHOBEHNA B HErO YyXKepOoaHbIX BeWw,ecTB, PaCTBOPEHHbIX B KPOBMW.

e lpyrum 6apbepom A1 NPOHUKHOBEHUA JIB N3 KpOBM K TKaHAM OpraHa-
MULLEHWN ABNAOTCA creriy Kanuanapos. Ana 6onbwmHcTea JIB He oyeHb
BbICOKOM M.M. 3TOT Bapbep Npeoao/inm.

* TaK)Ke cyuwiecTByeT ewe oanH bapbep — nnaueHTapHbIY, OTAENAIOLWNN
OpraHmM3m maTtepu oT naoaa.

* B uenom, monekyna /1B kpome 0CHOBHOM dhapmarobhopHoy rpynnnpoBKn
(oTBevatowen 3a TepaneBTUYECKUN 3PDEKT) A0NKHA coaepKaTb
rmapodunbHble n/mnm nnnodunbHble pparmeHTbl, YTOObI OCYLLECTBAA/ICA ee
HOPMa/IbHbIN NEePeHot K COOTBETCTBYIOLLLEN CUCTEME OPraHU3Ma.



7.1.1 BanaHue ankunbHbIX rpynn

* O4yeHb TOKCUYHbIE COeANHEHMA, B 0OLL,EM, HECKONBKO YTRaYUBaLOT
UHTEHCUBHOCTL CBOETO AEMNCTBUA, €CIN K HAM NPUCOEAMHAIOT NPOCTble
aNlkU/ibHble Tpynnbl.

* Hanpumep, Npu sameie uy aiAnsHBIMYA DaLIRaN2MY BO4OPOaa B
HCN nonyuvatotca HUTpuabl RCN n nsoHutpunsl RNC, Kotopble CTaHOBATCA
TOKCUYHbIMUM B OpraHnU3me To/IbKO B pe3y/sibTate oTwenneHna HCN
(LUmunpebepr, 1886 roa). BbiabiBaeT COMHEHWE cnpaBeaIMBOCTb 3TOTO
3aKkntoueHua LLimmaebepra, Nno cywecTBy UCKIOYAOWEro Kakoe-1nbo
cBoeobpasne ¢papmaKko/IorMyeckoro AeNCcTBUA HUTPUNOB.

* TouHO TaKkXKe orwuck karopuna (LUmnaebepr ee paccmaTtpusaet Kak As,O,,
rAe ABa aTOMa KMCN0POAaA 3aMeLLLEHbl HA YETbIpE METUbHbIE FPYyNMbl)
(CH3),As-O-As(CH3), He obHapy»unBaeT A4eNCTBMA, XapaKTePHOro ANA
As,O;, 4O Tex Nop, NOKa CoeANHEHWNE He Pa3pyLUNTCA B OPraHMU3Mme.



 CyLLecTBYeT, 04HAaKO, MHOTO Pa3INYHbIX 3$HEKTOB, 3aCNYKUBAOLLLNX
cneunanbHOro BHUMaHuA. Cy0pOKHbIe CBOMCTBA aMMIMZKE
ocnabeBatloT Npu BBEAEHUU METU/IbHbIX TPYMN: TPUMETUAAMUH INLLIEH
CYZ0POKHOrO AeincTBus.

* B cnyyae anunviHz 3ameleHne aToma BOAOPO4a aMUHOTPYNMbl BEAET,
TaK }Ke Kak U B aMMMaKe, K 0cnabneHnto cyqoporKHOM AeATeNbHOCTU; B
TO e BpeMs 3aMeLLeHNE BOAOPOAA HAa METU/IbHYIO FPYNMny B KOJbLE
YCUIMBAET CYA0POKHYH aKTUBHOCTb.

* Bo MHOIrMX cnyvyasax 3amellleHme BoAopoAa B TMAPOKCUIbHOM rpynne Ha
METUNBHYIO FPYNMY CHUXKAeT GU3MO0IOTUYECKYHO aKTUBHOCTD.
Hanpumep, nupoKarexis akTuBHEE FBaAKONA, 3 O-METOKCMBeH30MHaA
M aHUCOBAA KNCNOTbl MEHEE aKTUBHbI, YEM Ca/INLMNOBAA KUCAOTA
(MeTunnpoBaHue B OPTO- U Napa- NOJIOXKEHMUE).

* C ApYron CTOPOHbI, B HEKOTOPbIX CAYYaAX NPU MeTa-MeTUIMPOBAHUN
rMMAPOKCUIbHOM rPYyNNbl TOKCUYHOCTb COEANHEHMIM BOo3pacTaeT. Tak,
Hanpumep, ANMETUIOBbIN 3OUDP Pe3opLMHa 3HAYNTEIbHO TOKCUYHEN,
4Yem cam Pe3opLUH.



* CywecTByeT 3HaUUTENbHAA pasHULUA MeXay AeUCTBUEM IJTUHOY Y
MeTunsHoY roynn Ha LLHC, K KOTOpOoK sTUAbHbIE Fpynnbl, NO-BUAMMOMY,
nmeroT ocoboe cpoactao. K atomy e 3aKNt04EHUIO NPUBOAUT
WHTEPECHbIN SKCMEPUMEHTA/IbHbIN PaKT, 3aKNHOHAOWMNCA B TOM, YTO
onpeaeneHHble KpacuTenn, cogeprkalime An3TUAaMmUHorpynny -
N(C,H.),, cnocobHbl NpoKpallnBaTb HEPBHbIE BOJIOKHA, TOrAa Kak
COOTBETCTBYHOLIME KPACUTENN, COAEPHKaLLMe AMMETUAAMUHOTPYNNY -
N(CH,),, aTon cnocobHocTbo He 0bnagatoT (Spanx n Muxasnuc).

* [ipyrum nprmepom pasinyuma mexxagy MeTUAbHOM U 3TUIbHOM rpynnamm
ABNAIOTCA CBOMCTBA napa-atokcndpernamoyesmHbl C,H.OC,H,NHCONH,.
3710 coeanHeHune B 200 pa3 caale caxapa, B TO BpemMa Kak
cooTBeTcTBYOWEee meTunbHoe npomnssogHoe CH;OC,H,NHCONH,,

~ — 1 -
O23BKYCHO.

* BBeneHume B coegmHeHMA GeHMIbHOM rpynnbl YacTo BeAET K
3HAaYNTENbHbIM U3MEHEHUAM UX GU3NONOTMYECKON aKTUBHOCTU, O4HAKO
3TOT 3PPEKT B Pa3/IMUHbIX C/Iy4aAX BECbMA HEe 0ANHaAKOB N He
NoOAYNHAETCA KaKMM-1nbo obwmm npasuaam.



7.1.2 BhamaHue ruApOKCUNbHLIX rpynn

BeegeHue rMAPOKCUAbHBIX rpynn B anud)a'rmlecxne coeguHeHnn obbl4HO
NPUBOAMT K OCNaBALHNIO BNOAOFUUYECKON AKTUBHOCTY, NPUYEM CTeNeHb
3TOro ocnabneHms NPonopLUOoHabHa YMCAY BBEAEHHbIX rpynn. Tak,
Hanpumep, U3 CNMPTOB, 06/1a4a0LLNX HAPKOTUYECKUMM N TOKCUYECKUMU
CBOMCTBAMMU, NPU 3TOM NOJTY4aOTCA HEAKTUBHbIE COeAUHEHUS —
MMULUEPUH, MAHHUT U T.A,.

13 BeCcbMa aKTUBHbIX a/IbAErNA0B - MEHEE aKTUBHbI 2/157,01b), KaK
Hanpumep, coegmuHeHne CH;CH(OH)CH,CHO, a npu BBeaeHnmn bonbluero
Yymncna rmAPoOKCUNbHbBIX TPynn 06pa3ytoTcs NOSIHOCTbIO HEAKTUBHbIE
anbAo3bl - B YacTHocTH, mizorosa CH,OH(CHOH),CHO.

MopobHble adpdeKTbl HabNOAAKTCA BO MHOTUX APYTrMX COeANHEHUAX: TaK,
KodeuH TepaeTt ceoe bMonormyeckoe AencTeme Npu nepexose B
OKCUKOPENH.

MIcKntouyeHMe COCTaBAAET ITUNEHIANKONL, ABNAACL BOee TOKCUYHbIM,
Yem aNKoro/b UAN MULEPUH, HO 3TO CBA3AHO C €ro YaCTUYHbIM
npeBpaLlLeHNEM B OpraHM3mMe B LLABENIEBYIO KUC/OTY.



* BeegeHue OH-rpynn B apomarnyeckme coegmHeHmna obblYHO BeaeT ¥
TNoOSsIIU2F450 £p'/JEJ'/JE)JJ£)J"/J‘-JES}§£)ﬁ AHTUEBROCTN N TOKCUYHOCTMA. TaK, npwu
BBEAEHWU TMAPOKCUABHOM FPYMNMnbl B MONEKYNY 6eH301a 3HaYNTE/IbHO
BO3pPaCTadeT ero TOKCM4HOCTb, U OAHOBPEMEHHO NOABNAKOTCA XOPOLLUO
N3BECTHble ANA (heHoNa CUNbHbIE aHTUCenTAYecK e CBONCTBA.

e BBepeHne OH-rpynnbl B CTPYKTYPY 60on1€e MHEePTHOro apoMaTUYECKOoro
BellectBa — 6€H30MHOM KNCIOTbl — TaKXKe COMPOBOXKAAETCA
riossleHYeN ee BMoNorMyYeckom akTUBHOCTU: 0-OKCMbeH30MHas
(cannumnoBan) Kncnota obnagaeT BbipaXKEHHbIMU Ne4yebHbIMU
CBOMCTBAMMU, HANPUMEP, NPU peBMATU3ME.

* B nocnegHue rogbl 6onblion MHTEpPeEC Bbl3Ba/IN PaA3/INYHbIE CTEPUUECKA

3arpy)®eHHble peHonbl, TMPUAOHbI U Apyriue NogobHbIE M
dpomatunyecrkue CnmpTbl UCMNOJIb3yeEMble B Me,LI,VILI,VIHCKOIZ NPaKTUKE B

KayeCcTB€ aHTUOKCUOAHTOB:



* Y6uHOH (YOnxnHoH, kopepmeHT Q10) - rpynna KMpPopacTBOPUMbIX
KopepmeHTOB — BEH30XMHOHOB, CoAePHKaLMX XMHOUAHYIO Fpynny
(oTctopa 0603HaveHUe Q) 1 coaepKamx HECKObKO U30MPEHMN/IOBbIX
rpynn (Hanpumep, 10 B cnydyae kodpepmeHTa Q10).

* YOUXMHOH ABNAETCA KOMMOHEHTOM LENU NepeHocs I/eKTDOHOE U
MPUHMUMAET y4yacTne B okucanTenbHom ¢ochopmnampoBaHuu.
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7.1.3 3ddexT ranoreHoB B OpraHUYECKUx
COEANHEHUAX

* Hanbonee BaXkHbI 3PDEKT ssem2HYs 31002 B MONEKYNY
anndaTUYeCcKMxX CoeguHEeHMNN 3aKN0YAETCA B YEUNSHUY Uit
HAPKOTAYECHOro Neyicrasns, yTHeTalowero 4encTBMA Ha cepale u
KPOBEHOCHbIe cocyabl. HapKoTUYECKoe gencTBneE N NOHUKEHME
KPOBAHOIO AAaBAEHMA — 3TO rNaBHble 3PPEKTbI X10PCOAEPHKALLUNX

coegNHEHUN.

I/Inmocmau,mef/'l 3dBUCNMOCTU HAPKOTUHECKUX CBOWCTB U TOKCMYHOCTHU
Xxnopcoaepaunx COG,D,MHGHVIVl OT YUNC/Z1la aTOMOB XJ/10pPa B MOJieKky/1e
MOTYT CAYXKUTb X10PNPON3BOAHDbIE FAULIEPUHAE.

Cam ruuepuH NHEpPTEH, HO ero XNopruapuHsl obnagator
HAaPKOTUYECKUM N COCYAO0PaACLUMPAOWNM AENCTBUEM. ITU 3PPEKTDI
Hambonee cUNbHO BblpaXKeHbl y 1,2,3-TpuxnopnponaHa
CICH,CH(CI)CH,CI 1 chabee Bcero npoaBnAoTCA Y MOHOX/IOPrMApPUHA
CICH,CH(OH)CH,OH.



* 370T }Ke ¢paKT HabarogaeTca B pAAY X/I0P3aMELLEHHbIX MmeTaHa (xnopmeTaH
CH,Cl, anxnopmetan CH,CI,, xnopopopm CHCI; 1 yeTbipexxnopuctbim
yrnepog CCl,), B KOTOpbIX BMecTe € yBe/IMYeHMEM YMC/1a aTOMOB X/10Pa B
COeANHEHUNUN BOZDACTAIOT Wi HADKOTAYRCHKAZ AXTABHOCTL Y TOXCAYHOCTD.
TeTpaxnopaTaH n MHorne 6onee BbICOKOXJI0PUPOBaAHHbIE NPOMN3BOAHbIE
nponaHa 1 6yTaHa CMbHO TOKCUYHbI U Bbi3bIBAIOT MOPAXKEHUE MEYEHMN.

* BBegeHue xnopa B OpraHUYECcKyo MONEKY/ly Pe3KO NOBbILAET ee
AHTUCENTAYSCHYE CBOYICTBa), 3 CYET BblAeNeHNA aKTUBHOIO X/1iopa. Ha aTom
OCHOBAHO U aHTUMNAPASUTAPHOR Y AHTUrENIBMUHTHOR AeNCTBNe
npenapaTos:

-.'|:1 c|:1 Cl
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* BBeaeHue rasorena B 6eHso/bH0e KoNsLUo NPUBOAMUT K NOBbIWEHUO 0bwen
TOKCMYHOCTU coeanHeHua. Mexay 6pom- u Xx10p-Nnpomn3BOAHbIMMN KaK
anndaTM4ecKoro, Tak 1 apoMaTHUHYeCKOro paaoB nmeetca 6onblloe cXoacTBo.
OpraHuyeckre noacopepxawme coeanHeHNA OTINYAKOTCA OT COeANHEHNH,
coaepallux B CBOEN MONEKYNe ApYyrne rasoreHbl, bonee BbICOKOM
aHTMCENTUYECKOMN aKTUBHOCTbIO U MEHEE BblParKeHHbIMU HAPKOTUYECKUMMU
cBoncTBamu (xnopodopm, bpomodopm n nogodopm).



7.1.4 BhmaHue HUTPO- U HUTpO3orpynn

* BBegeHue B monekyny nurpo- (NO, ) unn murposorpynn (NO) BenerT, B
obLLem, K 3aMeTHOMY NOBbILWEHUIO TOKCUYHOCTU HE3aBMCMMO OT TOrO,
3aMeLlatoT M 3TU TPYNNMPOBKU aTOM BOAOPOAA, MPUCOEAUHEHHbIN K
yriepoay nam K Kucnopoay.

* 3a nocnegHue 20 net B buoxmmmm npomnsownm coboitma, noBaekwme 3a
cobor pyHAameHTaIbHble U3MEHEHMA HALLKUX NPeaACcTaBAEHNMN O
GYHKUMOHUPOBAHMM CaMbIX Pa3/IMYHbIX OBUoNormyeckmnx cmctem. boino
0bHapyKeHo, YTO TaKoe HU3KOMOJIEKYNAPHOE COeAMHEHME, KaK OKCUA,
a3ota — NO aBnaeTcs 0AHMM U3 YHUBEPCA/IbHbIX M HEOOXOANUMbIX
perynatopoB GyHKUMN MeTabonn3mMa, a TaKKe VHUKANBHON CArHzaNsHoY)
MOsI2KRYNOY, NOCPEeACTBOM KOTOPOM KNETKN MOTyT 0OMeHNBaTbCA
nHdopmaumnen. OKcma a3oTa y4acTByeT B peryasaumm ToOHyCca
KPOBEHOCHbIX COCYA0B, UHTMBUpyeT arperaumio TPomboLnTOB N UX
aAre3mnio Ha CTeEHKax cocyaoB, GYHKLUMOHUPYET B LLEHTPA/IbHOWN U
BEreTaTMBHOM HEPBHOWM CUCTEME, PETYINPYSA AEATENIbHOCTb OPraHOB
AbIXaHWUA, *Kenyao4yHO-KULWLEYHOro TPaKTa M MOYENO0BOMN CUCTEMDI.



* inpota 6monornyeckon aktueHoctn NO Becbma BenMKa. ﬂ03TOMV B 1992
rogy B XypHane «Science» NO Suina HazsaHz Monerynoy ronz, a 8 1998
roay Tpoe amepuKkaHckmx papmakonoros F. Murad, L.J. Ignarro u R.
Furchgott 6binn yooctoeHbl HobeneBckon npemnmn B 061acTm meamumHbl 33
BbiicHeHne poan NO B PYHKLUMOHMPOBAHUN KPOBEHOCHOW CUCTEMDI.
KonnyectBo 0630pHbIX U OPUTMHANBbHbBIX NYOAMKALWNA, NOCBALLEHHbIX
npobneme NO,
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* Ba)HO OTMeTUTb, UTO TpaHchoomauws HuTparos & NO TpebyeT npouecca
BOCCTAaHOBNEHUA, KOTOPOE BEPOATHO, M in Vivo W in vitro NpoTeKaeT no
cneayowen CXxeme ¢ rnepeHocom aNeKTDOHoE!

»© o ©

P ~
RONO, + H,0 ——» ROH+NO, + OH
o @ O o

NO, + H —» HNO, —— » NO +OH

> ANNDaTUYSCKUE HATPUTS! BbI3bIBAIOT pacllMpeHme cocyaos, U No3Tomy
OHU NPUMEHSAITCA AJ18 NOHMMXKEHMNA KPOBAHOIO AaBsieHUA. ITOT 3PPeKT
ocnabnaerca BMmecTe € YMEHbLUEHNEM AJINHbI YI1IePOAHON Uenu oT
AMUNHUTPUTA K METUNTHUTPUTY. BCe HUTPUTBLI AENCTBYIOT OANHAKOBO; NPU
3TOM BTOPUYHbIE N TPETUYHbIE HUTPUTbI AENCTBYIOT CUNIbHEE, YEM
nepBUYHbIe, BEPOATHO, BC/IEACTBUE TOTO, YTO OHU JIErye rmapo/In3yoTCA C
obpa3oBaHMeM CNMPTa M a30THOW KUCNOTbl. AHAaNOMMYHOE AenNcTBme
OKas3blBaAlOT TaKXKe C/OMHBIZ 2MUDBL] A30THOY KACNOTL): HUTPOMTULLEPUH,
HUTPOCOPOUT, SPUHUT U IPUTPUTTETPAHUTPAT.



* OAHMM N3 HOBbIX U UHTEPECHEMLUUX K/1AaCCOB reTePoLUKINYECKNX
COeAUHEHU, ABNAIOTCA HYUTOOaM e B2 D2H30MY 00 ], KOTOpble
NPOABAAOT LWUMPOKUIM CEKTP OBUONOrMYEeCcKoM aKTUBHOCTHU, ABNIAACH
noxopamy NO, U pacCMaTPUBAIOTCA KaK Nposierapcrea, peannsyrowme
CBOIO BMO/IOTMYECKYI0 aKTUBHOCTb Yepes rpynny nocpeaHUKOB BHYTPU
KNeTKM - CYNTAETCA, YTO 3TO CBA3AHO C TUONCOAEPHKALLMMMU
aMUHOKNCNIOTaMMU:

O\\N/O

cl o

5.7-Muxnop-4.6-gHHETPOGEH3 0y POKCaH

* BbicBOOOXKAEHNE OKCMAA a30Ta B 3TUX COEAMHEHMAX MOXKET NPOUCXOAUTD
KaK 3@ CYET CKPbITbIX HUTPO30rpynn NATUYNEHHOIro PYPOKCAHOBOIO KO/bLA,
TaK u 6narogapa HUTporpynnam 6eH301bHOro Konbla. Takum ob6pasom,
CO34aHMe HOBbIX reHepaToOPOB OKCYLE 23072 ABNAETCA HOBbIM,
NepCNeKTUBHbLIM M LenecoobpasHbiM HanpaBieHNEM CO34aHUA
3P PEKTUBHbIX NEKAPCTBEHHbIX CPEACTB.

* BBeaeHMe HUTPOrpynnbl B apOMaTUYECKMe coeguHEHNA 0ObIYHO NOBLILLAET
WX TOKCUYHOCTD: Hanpumep, HUTPOHEeH30/1, HUTPOHAPTON U HUTPOTUODEH
TOKCUYHEE, YEM UCXOAHbIE COeANHEHMSA, N3 KOTOPbIX OHM MNOJTyYEHbI.



7.1.5 BamaHue OCHOBHbIX a30TCOAEPIKALLUX
rpynn

* OyeHb 60/1bLLION MHTEPEC NPUBNEKAN SKCNEPUMEHTbI, B KOTOPbIX
N3yyanu BAUAHUE BEBELZHUNA aMUHOrRYnnsl B8 6eHsonbHoe A[po, TaK
KaK MOsIy4MBLUMECA NPU STOM COeANHEHUS CO34aM OCHOBY ANS
CUHTEe3a 6ONbLUONO YNCNA JHADONOHYIHEIOUIYL, AHANBIE3U0 YOI Y
AHTNDAKTERNALHBIX CPeACTB:
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. I'Ipmcoep,MHeHme BTOPO aMMHOrPYNMbl K 6€H30/IbHOMY KOJIbLly BeJeT K

r),Jf“J‘.JrJ/J:J TorcyuHocTy. BelwecTsa, cogepxauwme B cBoeun Mmoiekyne
TpETI/I‘-IHbIVI dTOM a30T4d, 4aCTO AB/IAKOTCA Ma/IOTOKCUYHbIMU UJTU

JIMWLIEHHbIMU KaKON-NNBO0 TOKCUMYHOCTU. BO MHOTMX Cnydanax npu

npegpawieHnMn TPETNYHOINO a30Ta BO BTOpW—IHbIIZ NOoJ21y4aloTCA
BbICOKOAKTUBHbIE COEAUHEHUA.

Mpu npeBpaLLEHUN COEAUHEHUI C TPETUYHBIM aTOMOM a30Ta B
4YeTBEepPTUYHbIE aMMOHMEBbLIE OCHOBAHUA Y HUX NOABAAOTCA
KypapenosodHble CBoMCTB:
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7.1.6 [lencTane KUCNOTHbLIX FPYNNUPOBOK

* BBeaeHMe B MONEKYNY HUCHOTHBIX rRYNNYUDOs0H Bbi3biBaeT
3HauYUTe/IbHOe ocnabnerme UM NoAHOe NcyesHoBeHne BMoIorMYecKomn
aKTUBHOCTM.

> Wenon C,H.OH agosuTt, Ho peHnncepHana kncnota C;H,0SO,0H noutn
b6e3BpeaHa.

* Mopdun 061azaeT o4yeHb BbICOKOM BMONOTMYECKON aKTUBHOCTbIO,
MopdUHCEepPHaa KMCNOTa COBEPLLUEHHO NLLIEHA aKTUBHOCTM.

> AHUWAWH, KOTOPbIN TOKCMYHee BeH30/1a, CTAaHOBUTCA NMPAKTUYECKN
6e3BpeaHbIM NPU NPUCOEANHEHNU K HEMY KapbOOKCUABbHOM Fpynnbl; -
aMMHODBEH30MHAA KNC/I0Ta XOPOLLO NEPEHOCUTCA OPraHU3MOM.

* MpucytcTBre KapbOoKCUIbHOM rpynnbl B MoNeKyne 6eH301a cHuMaeT
TOKRCUYHOCTL. [TpenapaTbl 6EH30MHON KMCNOTbI, B YAaCTHOCTHU €€
HaTPUEBYIO COMb, MPMMEHSAIOT B KAYeCTBe JIEKapCTBEHHOTO CpeacTBa.



7.1.7 BavaHue HeHaCbiIWeHHOCTH

* HeHacbllWeHHble coeanHeHNA 0bbIYHO ObIBAOT Bonee TOKRCUUHBIMMU,
4YEeM UX HACbILLLEHHbIE aHANOMU, YTO HAXOAUTCA B COOTBETCTBUM C UX
H6on1ee BbICOKOM XMMUYECKON PEAKLMOHHOM CMOCOBHOCTLIO.

* Hanpumep, nponunosbi cnupT CH;,CH,CH,OH oKa3biBaeT cnaboe
HaoRoTAYeCcHo: nalcrsye U Bbl3blBaeT OTPaBAEeHUA, HO B YMEPEHHbIX
£l03ax OH He AA0BUT. B TO Xe Bpema annunosbin cnmpt CH,=CHCH,OH
0bnagaeT cUuNLHBIMY TORCAYLCKUMY CBOVICTBAMMY, HE NPOABNAA
HAapPKOTMYECKOro AeNCcTBUA BOOOLLE.

° HeO6XO,£I,VIMO OTMETUTb, YTO HEeHaCbIWeHHble CMUPTblI OTINYAIOTCA
BbICOKOW TOKCUYHOCTDHIO.



* LlenecoobpasHo yKa3aTb Ha NCMOb30BaHNA HEHACLIWEHHOCTHU
NONNEHOBLIX CUCTEN B AHTUMAKOTAYECHKAX NpenapaTay, KoTopble
CcnocobHbI pa3pyLaTb LUTOMAA3MaTUYECKME MeMOpPaHbl TPUOKOB:
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* C 04HOM CTOPOHbI, HENb3A OTPULATH CYLLECTBOBAHMA MHOTUX UCK/TFIOYEHUI
N3 NpMBeAEHHbIX 3aBUCUMOCTEN, CBA3bIBAOWMX OMOIOrNMYECKyo
aKTUBHOCTb C rPybbIMM 31€EMEHTAMM XMMUNYECKOU CTPYKTYPbI; C APYron
CTOPOHbI, LWUNPOKMe 0606LLeHNA OKa3aIMCb NONEC3HBIMU NPU CUHTE3e
MHOIFUX NeKapPCTB, N, HECOMHEHHO, OKaXXyTCA Nosie3HbIMu B byayuiem ana
NPUBAMKEHHOrO NpeacKka3aHUa OXNOAEMOro XapaKTepa akTUBHOCTH
BHOBb CMHTE3UPYEMbIX COeANHEHWUN



7.2 TepanesTuuyeckan 3¢pHeKTMBHOCTL

2 D2 OMARONOrAYRCH DDHEKTUBHOCTL — 3TO CUA
3¢pPeKTa, BbI3BAHHOIO B3aUMOAENCTBUEM peL.enTopa U
aroHucTa (BHYTPEHHAS aKTUBHOCTb); 3TO CNeumasbHoe
dbapmaKkonornyeckoe noHAtTMe. Ho KAMHNLUMCTOB
MHTEpeCcyeT TO/IbKO TepaneBTUYecKan spPeKTUBHOCTD.

> Tepanesruyeckan ahherTUBHOCTL — 3TO CNOCOOHOCTL
JIeKapCTBEHHOrO BellecTBa OKa3biBaTb MAaKCUMAIbHO
BO3MOXHoe aencrteme. Hanpumep, ecam npenapat A MOXKeT
BbI3BaTb TepaneBTUYECKN 3dPEKT, KOTOPbIN HEBO3MOXKHO

Nnoay4YnTb, Ha3Ha4aa npenapat b aaxe B 6onblINX A03aX, TO
npenapaT A obnapaeT 6osee BbiparKeHHbIMU
TepaneBTUYECKMMMN CBOUCTBAMM.



Buonormyeckas akTUBHOCTb JIEKaPCTBEHHbIX MpenapaToB CBA3aHa C
ASMEHEHAZAMY DYHEUAY 00raHysme, KOTOpble MOTYT HapyLWaTbCA UK
OCTaBaTbCA HEU3MEHHbIMM.

Mpwn nonagaHnm B opraHmM3am buonornyeckme cuctemol (OpraHbl, TKAHW)
AR TABHO B3AUMON2CTEYOT C NEKAaPCTBEHHBIMU NpenapaTamMmu B
npouecce obmeHa BelWecTB, NpeTepneBasa paa npeBpaweHnin Ha NyTr
ero nencrtema c obpasoBaHnem meTabonnTos.

B3anmopgencreme moxKeT NnponcxoanTb B BogHOM (bnonornyeckue
XNAKOCTU) nnm B innodunbHom (bnonornyeckme membpatsol) cpeae. B
3TOM CAyYae cneayeT yunUTbIBaTb (hakTop coenbl.

B psge chyyaeB merabonursl MOTyT ObiTb 3HAYUTE/IbHO aKTUBHEE
JIEKAapCTBEHHOrO NpenapaTta U CNoCObHbI MPUBECTU K TEPPUTEHHbIM
(Bo3peicTBMeE Ha NoA), MyTareHHbIM, KAHLLEPOreHHbIM U3SMEHEHUAM B
opraHusme.

[MoaTomy ANA NCNONb30BaHMA NEKAPCTBEHHbIX NpenapaTos cneayeT
YUYUTbIBATb HE TONIbKO A03Y, HO N (hPaKTOP BPEMEHMN.



* Mexannsm AecTBuUA IEKAPCTBEHHOrO NpenapaTa B XXMBOM OpraHu3me
CKNaAablBaeTCA U3 Toe) cra iy

* 1) npoHUKHOBEHNE B MECTO PACMONIONKEHNA MULLEHU;

* 2) pacnosHasaxne MNWEH U XMMUYeCKoe B3aMMOLENCTBME C HEM NO
npuHUMny cpoactea (adpPpmHHOCTH);

* 3) akTMBU3ALUMNA MULLEHW B pe3ynbTaTe CTPYKTYPHbIX U3MEHEHUI NpU
B3aMMOZAENCTBUM C NEKAaPCTBEHHbIMM NpenapaTamu.

* [loa MMwWEeHbIo NOHMMAIOT aKLLENTOpPbI, peuenTopbl, GepMEHTbI,
KNEeTOYHble opraHennbl, KNeTKU, TKaHU, opraHbl, YHKLNOHANbHbIE
CUCTEMBbI.

* 370 0bycnaBnmBaeT ocobble TpebHoBaAHUNA K YACTOTE NOAYIAEMBIX
BeWecTB, K OTCYTCTBMIO B HUX TOKCUYHbIX Npumecei. TexHoorms
CUHTE3a TaKuX
cCoeIMHEHMI UMeEeT CBOM 0COBEHHOCTH.



7.3 ®apmauesTudeckue paxKTopbl

* Ocoboe sanaAHYE Ha TeRaAN2BTAYRCHYIO 9DOEKTUBHOCTL
NIEKAPCTBEHHbIX NPEnapaToB OKa3bIBAlOT cieaytowme GakTopsl,
KOTOpble Ha3BaHbl (ha Dz TAY2CHAM.

[oynnsl GaxKropos:

* 1) xumunueckaa mogudukauma npenaparta (Cosnb, KUCNOTA, HANUYUNE
3PUPHbIX CBA3EN, KOMMIEKCHbIE COeANHEHUA);

* 2) PU3UKO-XMMMHUYECKME, COCTOAHNE NEKAPCTBEHHOIO BELLLECTBA
(bopma Kpuctanna, paamepbl YacTUL,, HAZIMYME UK OTCYTCTBUE
3apAfa Ha UX MOBEPXHOCTU U T.4.);

* 3) BCNnOMoOraTe/ibHble BEW,ecTBa, X Npunpoaa, KoIMYecTBo;
* 4) BnA, nekapcTtBeHHOM Gpopmbl U NYTU BBEAEHUSA;

* 5) apmauesTnueckan TexHONOruA



6M00CTYNHOCTb Npenapara npu pasnu4HbIX

90% nyTHX BBeAeHUS

80%

PeKkTankue i

60%

7.4 bBMoaOCTYNHOCTL

6uonocTynHOCTL

> BuopocrynHocts (0603HavatoT 6ykBomn F) B papmMaKOKMHETUKE U
dapmMaKoNorMm — B LUIMPOKOM CMbIC/1€ 3TO KOJIMYECTBO NEKAPCTBEHHOTO
BeLLEeCTBa, AoXoAAllee 0 MeCTa ero AeMnCcTBMA B OpraHn3me YenoBeKa
WJIN XKNBOTHbIX (CNOCOBHOCTb NpenapaTta ycBanuBaTbCA).

* BMOAOCTYNHOCTb — 3TO [N1aBHbIN NOKa3aTe b, XapaKTepU3syoLLINA
KONYY2CTBO NoTepsh, TO eCTb YeM Bbie 6MOA0CTYNHOCTD
JIeKapCTBEHHOrO BELLLECTBA, TEM MEHbLUEe ero notepb byaeT npu
YCBOEHMWN U UCMOb30BAHUM OPraHU3MOM.

* [1na nsyyeHmsa 6MoaoCTyNHOCTM IEKAPCTBEHHbIX CPEACTB MCNOJb3YHOT
pa3nnYHble meToabl. Halle Bcero NpoBOAAT CPAaBHUTENbHOE U3YyYeHUEe
ASMEHEHUY ROHU2HTO2UMY NeKapCTBEHHOIO BeLeCcTBa B uccaegyemom
N CTAaHAAPTHOM NEeKapCTBEHHbIX popmax B N1a3me KpoBU U/ Man B MoYe.

* PasHble dhuzmonornveckme Garropsl ymeHswaior bMoaocTynHoCTb
NEeKapcTB A0 UX NonafAaHus B CUCTEMHbIA KPOBOTOK



7.5 Buo3KBUBaNEHTHOCTDL

(bapMaKOKMHETUYECKasa 3KBMBAJIEHTHOCTb) — CTENeHb
nogobua dapmaueBTUYECKM SKBMBAJIEHTHOIO JIEKAPCTBEHHOTO CpeAcTBa No
OTHOLLEHUIO K pedepeHTHOMY npenapaTy (06blYHO — AyKeHepUuKa K
OpUTrMHANbHOMY NaTeHTOBaHHOMY cpeacTBy). Onpeaensercs
3KCNepPUMEHTaNbHO, in vivo. OCHOBHbIE KPpUTEPUMN BUOIKBMBANIEHTHOCTU —
CTEeneHs U CHOPOCTL BCACLIBAHUA NeKaPCTEa, BPEeMA AOCTUMKEHMUA
MaKCMMa/IbHOM KOHLUEHTPAaLUM B KPOBM U €€ 3HaYEeHNe, XapaKTep
pacnpeaeneHums npenaparta B TKAHAX U }KUAKOCTSAX OpraHM3ama, TMn u
CKOPOCTb BblBEeAEHMA Npenapara.

BbloenatoT TaKKe (hapmalestiueciyio 6U0IKBUBAI2HTHOCT, KOTOPan
paccMaTpuMBaeTca, Kak NoJIHOe BOCNPOoU3BeAeHMe NpenapaToM-AKeHEePMKOM
COCTaBa M NIeKapCTBEHHOM POPMbI OPUTUHANBHOTO NEKAPCTBEHHOTO
npenapara.

BUO3KBMBANEHTHOCTb YCTaHABANBALTCA CEPTUDULNPOBAHHBIMM
hapMaKkoNOrMYeCKUMMN LEHTPaMM B UCC/IeA0BAHUAX C y4acTUeM 340PO0BbIX
nobpoBoONbLEB.



