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IIpoBeneni pocmimkeHas GpapMakOKIHETHKH HAKONMMMYEHHS TaMCYIIO3MHY TiJpOXJIOPUAY B MEPEIMiXypoBiil 3a703i MpH MepopaibHOMY i
peKTalbHOMY BBEICHHI METOIOM paJiOaKTUBHUX IHIUKATOPIB 3a qonoMororo aibda-6era-pagiomerpa NRR-610 «Teslay. Pesynsratu mocii-
JDKEHB 3aCB1IYMIIN [IEpEeBary peKTaJIbHOTO LIISIXY BBEJCHHS Ipenapary MopiBHIOIOYH 3 repopaibHuM. OTpHMaHi pe3yabTaTH MiATBEPIKYIOTh
JOUUIBHICTE CTBOPEHHS JIIKAPCHKOTO 3ac00y 3 0-aJpEeHOOIOKATOPOM TaMCYJIO3UHY TiIPOXJIOPUIOM y GOpMi CYyHO3UTOPIiB IS JTIKYBaHHS 3a-
XBOPIOBaHb II€PEMIiXypOBOI 3aJ103H.

Onpenesienne ¢papMaKOKHHETHKH BbICBOOOMKIEHUS TAMCYJI03MHA FHIPOXJIOPH/IA B IPeACTaTeIbHYIO Kese3y
MeTOI0M PaiMOAKTHBHBIX HHIMKATOPOB

B. U. I'puyenxo, E. A. Pyban, A. I1. Kpacnoneposa

ITpoBeneHs! ccnenoBanus hapMaKOKHHETHKH HAKOIUICHHS TAMCYJI03MHA THAPOXJIOPHIA B IIPECTATEIbHOM JKesle3e IIPH NepOpaIbHOM H PEK-
TaJILHOM BBEJIEHHHI METOJIOM PaJHOaKTHBHBIX HHIUKATOPOB IIPH IIOMOIIH anb(a-6era-pagnomerpa NRR-610 «Tesla». Pesymsrars! nccnenosanmit
JIOKa3aJM MPEeNMyIIEeCcTBa PEKTAIBHOTO Iy TH BBEICHHS Tperapara o CPaBHEHHUIO ¢ MepopaIbHbIM. [omydeHHbIe pe3ynbTaThl HOATBEPKIAI0OT
11e71€CO00Pa3HOCTb CO3/IaHUs JICKAPCTBEHHOTO CPEACTBA C 0-apEeHOOI0KaTOPOM TaMCYJIO3UHA THAPOXIOPHIOM B (hOpME CYIIIO3UTOPUEB IS

JIedeHus1 3a00JIeBaHUI Hpel[CTaTeIILHOfI JKCJIC3BI.
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Determination of tamsulosin hydrochloride release pharmacokinetics in prostate gland by radiotracer method

V. L. Grytsenko, O. A. Ruban, A. P. Krasnopyorova

A study of pharmacokinetics of tamsulosin hydrochloride accumulation into prostate gland after oral and rectal administration by a radiotracer
method with the aid of o-B-radiometer NRR-610 “Tesla” has been done. The research results proved the advantages of rectal route of drug
administration compared with oral. The obtained results confirm the expediency of creation of the medicinal drug with alpha-adrenoceptor
tamsulosin hydrochloride in the form of suppositories for prostate diseases treatment.

Key words: suppositories, pharmacokinetics, a — adrenogenic blockers.

CbOFO,IIHi 301IBIICHHS KUTBKOCTI 3aXBOPIOBAaHB IEpe/-
MIiXypOBOI 3aJI03M CTAHOBUTH MEIUYHY IPOOIIEMY SIK B
VYkpaini, Tak i 3a i Mexxkamu. JloOposikicHa Timeprriasis mpo-
CTaTH € OIHUM 13 HAWTIOIUPEHI X YPOIOTIYHNX 3aXBOPIOBaHb
YOJIOBIKIB MpaIe3qaTHOro BiKy [5].

Kiinigai cHMIITOMHE 3aXBOPIOBAHHS € PE3YJIBTaTOM Pi3HUX
MATOJIOTIYHUX TPOIIECiB, M0 BUHUKAIOTH YHACTIZOK TOPMO-
HAJIBHOI AUCPETYIALI] i 3aMabHUX 3MiH Y TKAHWHAX TTPOCTATH.
OpmHNM i3 HaWBarOMIiMINX YWMHHHKIB € YPETPONPOCTATHIHI
pediarokcH, KOTpi BIUIMBAIOTH Ha IOPYLICHHS CHMIATHYHOI
PETylALii Ta rinepakTHBi3yIOTh 0, -aapeHopenenTopu. broka-
TOpHU 0,-3IPEHEPTriYHUX PELENTOPiB € NEePEBaKHOI IPYIOI0
JUTSE CHMITTOMAaTHYHOTO JIIKyBaHHS CHMIITOMIB JOOPOSAKICHOI
rineprurasii mepeamixyposoi 3amo3u (AI'TI3). Li mpemaparu
YCYBAaIOTh TEPTOHYC TIAIKOI MyCKYJIaTypH IIepeAMiXypOBOi 3a-
JI037, TOKPALTYIOTh KPOBOOOIT CEYOBOTO MiXypa i BiTHOBIIIOIOT
CKOpOUyBaJbHY (QYHKIIIO HeTpy3opa [4].

IcHye KinmbKa TpyH 0-aIpeHOOIOKATOPIB, IO 3aCTOCOBYIOTHCS
qursa teparii II'TI3: HecenektuBHi (peHoKcnOEeH3aMiH), celek-
TUBHI (Tepa303MH, JOKCA3031H, aJb(Py303HH), CYTIePCEIIeKTHBHI
alA/D-agpeHoOmokaTopu (TaMCyITO31H).

Hunui migTBepaXeHO icHyBaHHS TPhOX BHUAIB ol-
agpenopenentopiB: A, B i D. Ilpu upomy B mepeaMixy-
poBiii 3am03i penenrtopu miarumy A craHoBuaTe 70% Bix
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3arajpbHOI KUTBKOCTi. CeleKTHBHICTh TaMCyI03uHY A0 olA-
aIpeHOPELENTOPiB, MO PO3TANIOBaHI Y CEYOBOMY MiXypi,
y 20 pa3iB mepeBuIIye HOro 3IaTHICTH B3aemomisata 3 olB-
aJlpeHOpeLeNnTOpaMy, SIKi 3HAXOIAThCSA Y IIAAKUX M s3ax Cy-
IvH. Yepes BUCOKY CENIeKTUBHICTh TaMCYJIO3UH HE BIUIMBAE HA
apTepiaTbHAHN THCK MaIieHTiB [6,7].

BaxxnmuBrM muTaHHAM IPU PO3pOOI HOBUX JTIKAPCHKHX 3a-
co0iB € BBYCHHS (hapMaKoKiHeTHKH (abcopOitii, biopo3noniny,
MeTaboJi3My) JiKapchKoi cyOCTaHIil B OpTaHi3Mi JIOAWHHU.
OpHNM 13 HaHTIEPCTIEKTUBHIIINX € METOJ] MiYeHHX aToMiB. Pai-
OIHIMKAIIITHA METO/T 3aCHOBaHMI Ha BUKOPUCTAHHI XIMiTHIX
CIIONYK, 10 CTPYKTYPH AKHX SIK MiTKa BKJIIOYEHI pagioaKTHBHI
eleMeHTH. Y Ol0JOTiYHMX MOCIIKEHHAX 3a3BHYail BUKOPHC-
TOBYIOTH PaJiOaKTHBHI 130TONH €IEMEHTIB, IO BXOIATH O
CKJIagy OpraHi3My i OepyTh ydacTb B oOMiHax pedoBuH: 3H,
14C, **Na, *?P, S, K, *Ca, *'Cr, *Fe, %I, *'I tomo. Miyeni
pamioHYKITiZaMH CIOJYKH, IO BBOISATHCA JO OPTaHi3My, y
010JIOTIYHMX CHCTeMax BeAyTh ceOe Tak, sK 1 iXHi cTabuTbHI
i3otonu. Ile 103BOMSE MPOCTEKUTH 32 BUBUTFHEHHSAM MidCHHUX
JKapChKUX TMpenapaTiB i KOHTPOIIOBATH iX IIEPETBOPEHHS y
mporeci oominy [1,2].

3a IOIIOMOTOI0 METOMY MideHHMX aTOMiB MOXKHA JOCIIIKY-
BaTH OIOKIHETHKY IMMPOKOTO KIIACY JIKapCHKHUX INpenapariB
pizHOTO XiMigHOTO cKIaay, Gopmu i po3MipiB. 3acToCyBaHHA
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panioaKTHBHUX MITOK Ma€ psiJ IepeBar pyu BU3Ha4€HHI BMIiCTY
npenapary B 610JI0TTYHHX 3pa3Kax, OCKIIEKU BBEJICHHS 130TOI-
HOI MITKH HE 3MIHIOE XIMIYHHX 1 O10JIOTIYHMX BJIACTUBOCTEH
npenapary, a TOYHICTh SJepHO-(QI3UYHUX METOJIB J03BOJISIE
3IIHCHIOBATH BUMIPIOBaHHS 3 Uy NIMBICTIO, KOTPA IOPiBHIOETHCS
3 Mac-crieKTporpadiyaum anamizom [3].

META POBOTH

BuBueHHS (apMaKOKiHETHKH BUBUIBHEHHS TaMCYJIO3UHY
T1IPOXJIOPHIY B MEPEAMIXypOBY 3aJI03y IPH HEPOPATBLHOMY 1
PEKTAIIEHOMY BBEIICHHI METOZOM PaiOaKTHBHHUX iHIAUKATOPIB.

MATEPIAJIX I METOAU JOCJII/UVKEHHS

Jist mocii ke HHS BUKOPUCTOBYBAIIM CyOCTaHIIiF0 TAMCYIIO3H-
Hy T1IPOXJIOPHUIY Ta CYMO3UTOPIi 3 Ii€t0 CyOCTaHIli€r0, MideH1
1o “C i3 MUTOMOIO aKTUBHICTIO 3,7x107 B/ML.

JocmimkeHHs papMaKoKiHETHKH TaMCYJIO3HHY TiIPOXIOPUILY
B IepeIMIXypOBii 3aJ1031 3ICHIOBAIH MPU IEPOPATBLHOMY 1
pekxTasbHOMY BBeleHHi. Jlocmiau BUKOHAHO Ha OLTMX crare-
BO3PUTHX IIypax-caMIpIX JiHii Bictap Baroto 210410 1. TBapun
YTPUMYBaJIH y CTaHAApPTHUX YMOBAX BiBapil0 MpH MOCTIHHIN
TeMmeparypi i BOJIIOTOCTI MOBITPs, IPH BITBHOMY IOCTYIIi 1O
BOJM Ta IXKi.

®DapMaKkOKiHETHIHI TOCITiKEHHS 301HCHIOBAIN METOJIOM pa-
TIOaKTUBHHX 1HAWKATOPIB (MiY€HHUX aTOMIB) IIPH IEPOPATEHOMY
1 peKTaJpbHOMY BBEICHHI TaMCyJ03uHy Ha 6a3i HaykoBo-mo-
CIITHOTO 1HCTUTYTY XiMii ipu XapKiBCEKOMY HaIllOHAIEHOMY
yHiBepcureri iM. B.H. Kapaszina.

Jns BuBYeHHS (apMaKOKIHETHKH TaMCYJIO3HMHY TiIpOXJIo-
pHIly TP MEpOpaIbHOMY BBEAEHHI BUKOPHUCTOBYBAIN BOAHY
CYCIIEH3iI0 Tperapary, KOTpy BBOJIHMJIM OJHOPA30BO Y IILTYH-
KOBO-KHIITKOBHI TPakT HIypiB uepe3 30HA y m03i 0,5 cm?® i3
BMicToM Tamcyino3uty 0,006 MT Ha OIHY TBapHHY 3 aKTHBHICTIO
iHauBiyanbHOl 1031 2,2x10° Bk Ha MOMEHT BBE/ICHHSI.

Jis mocnimpkeHHs (apMaKOKiIHETHKH TaMCYJIO3UHY TiIpo-
XJIOPUY TIPH PEKTATBHOMY BBEICHHI BUTOTOBHIIN CYITO3UTOPIT
Ha OCHOBI TBEPIOTO XUPY 31 BMicToM Tamcyino3uHy 0,006 mr 3
AKTUBHICTIO OIM3BKO0 2,2x10° BK Ha MOMEHT BBEIEHHS.

Juist BU3HauUeHHs1 O10KIHETUYHHUX XapaKTEPUCTHK TaMCYJIo-
3HMHY 3pa3Ku MepeaMixypoBoi 3a103u (250—-300 mr) BigdOupamu
MIPOTATOM 24 TOIWH Yepe3 MeBHI IPOMIKKH Yacy ITiCIIs BBEACHHS
TIpernapary, BUCYITyBaJIK i BUMipPIOBAIIN IXHIO PaiOaKTHBHICTh
Ha anbda-6era-pamiomerpi NRR-610 «Teslay. [Tomunka mig
yac BU3HAYEHHS PAJi0aKTUBHOCTI 3pa3kiB cTaHosuna 10% mnpu
noctoBipHOCTI pesyinsrarie P>0,95 npu n=6.

CraructuaHy 0OpoOKy TaHHX BUKOHAJIH 32 JOTIOMOTOIO TIPO-
rpam s mepcoHanbHoro koM forepa MS Exel i CrarucTrka 6.0.

Yei MaHimymamii, axi 6 MOTIIM 3aBAaTH TBapWHAM OiNb, 3il-
CHIOBAJTH 11T HAPKO30M, 3T1THO 3 MIXKHAPOIHUMH IPUHITUIIAMH
€BporeiicbKkoi KOHBEHIIIT PO 3aXUCT XPEOSTHUX TBAPHH, KUX
BHKOPHCTOBYIOTH JUISI €KCIIEPUMEHTIB 1 3 IHITMMH HayKOBUMHU
LUTSIMA.

PE3YJIBTATH TA iX OBI'OBOPEHHS

Pesynbrari 0CITiPKEHHS TUHAMIKH HAKOTTHYCHHS | BUBCICH-
HS TAMCYJIO3UHY TIAPOXJIOPUIY B MEPEIMIXypOBiii 3211031 pu
NepopabHOMY 1 PEKTaIbHOMY BBEIICHHI HaBeJleHI B mabuuyi
1 iHapuc. 1.
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Tabnuys 1
PesynbraTu 6iopapmaneBTHYHOrO BU3HAYCHHS
(apmakokiHeTHKM BHBLILHEHHS TAMCYJI03HHY
riipoxJopuay B nepeaMixyposiii 3a103i mypis
NPH NEePOPAIBLHOMY i peKTaJIbHOMY BBeJIeHHI

Yac PapioakTnBHICTb 3paskiB nepeamixypoBoi 3anosu, imn/c
LOCNIAXEHHS,
ron [MepopanbHe BBeAEHHS PekTtanbHe BBeOEHHS
1 - 67,66+1,99
2 142,16+2,20 619,83+1,67
6 324,33+1,85 537,66+1,37
24 25,16+1,67 124,3342,34
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Puc. 1. lunamika HaKOMUYCHHs TaMCYJIO3MHY TiIPOXJIOPHIY B
nepenMixypoBiil 3a1031 mypis.

Sk BUIHO 3 puc. 1, Ipu IepopaTb-HOMY BBE/ICHH] HalliHTCHCHB-
Hillle BUBUTBHEHHSI TAMCYJIO3MHY TiIPOXJIOPHUIY BiOyBa€eThCs
MPOTSTOM NEPILKX 6 TOJIMH, 1 Ha/1aJli TMHAMIKa YTTOBLIEHIOETHCS.
[potsirom 18 ocTaHHIX FOJMH EKCIIEPUMEHTY CIIOCTEPIraeThCs
MTOCTYIIOBE 3HIXEHHS KOHIIEHTPaIii TAMCYIO3HHY.

[pu anami3i AMHAMIKKA HAKOTIMYCHHS [iFOY0i CyOCTaHIIii B
MepeMIXypOBii 3aJ1031 IMij] Yac PEeKTaIbHOTO BBEICHHS MOXKHA
Bi/I3HAYMTH NOBHIIIIE i IHTEHCHUBHIIIIE BUBIILHEHHS. SIK BUIHO
3 puc. 1, yxe B Tiepii 2 TOQMHA KOHIIEHTPALiS TaAMCYIIO3UHY
JIOCSITa€E MAaKCUMYMY KITBKOCTI 1 30epiraeTbcst Ha IIbOMY piBHI
Maiixe 110 6 TOIMHY excriepuMenTy. Hanani Bu3Ha4eHo nocry-
MOBE 3HWKEHHS KOHIIEHTpAIlii /110401 pe4OBHHHU.

Buxonsun 3 HaBeIeHWX AaHUX, BiA3HAYaeMo, IO MpHU
PEKTaJIbHOMY BBEJICHHI HAaKOIMYEHHS aKTHBHOI CyOCTaHII B
MepeIMiXypOBiH 3a11031 BiIOyBa€ThCS MOBHIIIIE i IHTCHCUBHI-
1Ie B TMOPIBHSIHHI 3 HEPOpaJbHUM LUISIXOM BBeneHHsS. OTxke,
pe3yabTaTi eKCIIEPUMEHTY AOBOAATH, IO Mpemnapar A0CsTrae
TepeIMiXypoBOi 327031 3HAYHO IIBU/IIE, BUBLIBHAETHCS T10-
BHiIlIE 1 Ma€ BHILY 010I0CTYITHICTB.

BUCHOBKH

3a IOMOMOTOI0 METOAY PaJAi0aKTHBHUX 1HAWUKATOPIB J0-
CIITVITA IWHAMIKY HAKOIMYEHHS TaAMCYIIO3HHY TiIpOXJIOPUIY
B IEPEAMIXYpOBii 3211031 IpU MIEpOpaIbHOMY 1 PEKTAIEHOMY
BBEJICHHI.

PesyibraTn KoCiIKEHb 3aCB1UUIIN, 1[0 IPH PEKTaIbHOMY
BBEZICHHI IIperapaTy BUBLIPHEHHS aKTHBHOI CyOCTaHIIii BigOy-
BA€THCS MOBHIIlIE I IHTEHCHBHIIIIE OPIBHIOIOYH 3 IEPOPATEHIM
HIJISIXOM BBEJICHHSI.
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OTtpuMaHi pe3ysbTaTy MiATBEPIDKYIOTh JOIUIEHICTh CTBOPEH-
HS JTIKAPCBHKOTO 3ac00y 3 0-aapeHOOIIOKATOPOM TaMCYIIO3UHY
TiIpoxI0puaoM y GOpMi CyNo3UTOpiiB s JTiKyBaHHs 3axBo- %
PIOBaHb IIEPEAMIXypOBOI 3aJI03H.
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