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(57) ®apmaueBTUYECKas KOMMNO3NUMA C aHTUAenpec-
CMBHOW aKTMBHOCTbIO, Coepallas akTMBHOe Belle-
CTBO Ha OCHOBE a30TCOAepKaLlero retepoumkna u no
KpavHen mepe oauH PU3NONOrMYEecKn NepeHoCUMbIN
HocUTeNb, OTMMYalolasaca TeM, 4YTO B KadecTBe
as3oTcoAepXKallero retepouykna OHa CoOepXuT 2-
aMUWHO-6-H-nNponunamunHo-4,5,6,7-TeTparngpobeHso-

Tnason opmynbi:
N
| \>7NH2
n-H,C,NH S
B BUZE pauemara uUiu (-)-3HaHTuomepa B TepanesTy-

Yeckn apdekTUBHOW OTAenbHoW fose, pasHon 0,1-
30 wmr, npegnoyTuTensHo 1-5 Mmr.

N306peTeHne OTHOCMTCA K MCUXOTPOMHbLIM Cpea-
cTBaM, B YaCTHOCTW K (hapmMaLeBTUHECKOA KOMMNO3u-
LMK C aHTMOENPECCUBHOW akTUBHOCTBIO.

M3BecTHa dhapmaLeBTnyecKas KOMNO3ULMA C aH-
TUOENPECCMBHOW aKTMBHOCTBIO, KOTOpas NOMMMO MO
KpavHen mepe OOHOro U3MONIOrMYecKn nepeHocu-
MOro HOCWUTENS COAEPXWUT aMUHINTWH, npeacTas-
nsowWwmni cobor TPULMKIMYEcKoe asoTcogepallee
coegnHenve (cm.. Popo M. wu pgp. Activite
antidepressive de I'amineptine // Therapie 35, 1980,
p. 733-742).

3agayen u3obpeTeHus saBnsieTca paspaboTka
hapmaLeBTU4EeCKON KOMMO3ULMN C aHTUOenpeccus-
HON aKTMBHOCTbIO, KOTOpasi B MeHblUel [03e aKTuB-
HOro BeLlecTBa MPOSABASAET fyyllyl0 aKTUBHOCTb,
BCEM U3BECTHas.

MocTaBneHHas 3agaya pellaeTcs npegnaraeMom
chapmMaLeBTUHECKON  KOMMo3uumen, coaepxaluen
aKTUBHOE BELLECTBO Ha OCHOBE a3oTcoAepXallero
retepouukna u, No KpamHenm mepe, oguH usanonoru-
YeCcKM NepeHOCUMMbIN HOCUTENb, NPU 3TOM, B KavecT-
Be a30TCOAEepKaLlero rerepoLmkna oHa COAepXuT 2-
aMUWHO-6-H-Nponun-amuHo-4,5,6,7-TeTparnapobeHso-

Tnason opmynbi:
N
| \>7NH2
s

n-H,C,NH

B BuAe pauemaTta unm (-)-aHaHTMoMepa B TepaneBTu-
Yyeckn adpdekTnBHOM oTaensHoM fose, pasHon 0,1-30
Mr, npegnoyvTuTensHo 1-5 Mr.
2-aMUWHO-6-H-nponunaMmuHo-4,5,6,7-TeTparuapo-

6eH30Ta3on n ero 3HaHTMOMepPbl U3BECTHbI U3 €BPO-
nenckoro nateHta Ne 0186087 B1, MKW:
C07D277/82, 1989, npumep 7. Mo [aHHbIM 3TOro
nateHTa, YykasaHHOe MpPOM3BOAHOE TeTparuapo-
6eH30Ta3ona u ero a3HaHTMOMEpPbI U CONn AEeNCTBY-
10T Ha KPOBSIHOE OaBfieHVe U Ha LieHTparnbHY0 HepB-
Hyl0 CUCTEMY, B Y4acTHOCTMW, NPOSBNASIOT CTUMYNW-
pylolee peuenTop AonamuHa AencTeve, a TaKkke
MMEIOT CHIDKaloLLee YacToTy cepAeyHbIX COKpaLLeHnn
nencTeume.

Mpepnaraemas dapmaueBTUYECKass KOMMO3MLMSA
MOXeT npeacTaBnaTb cobor nbor cTaHaapTHbIN
TBEpPAbIN UNW XNOKUA NpenapaT Kak, Hanpumep, Tab-
neTkun, Apaxe, kancynbl, 06naTk1, NOPOLUKKU, PacTBO-
pbl, CyCMeH3nu, aMynbCUK, CUPOMbI, CYNMo3MTOpUM U
T.0. Kpome opanbHOM unyv BHYTPUBEHHOW anmnivka-
U1, npeanaraeMas KOMMo3vumus MOXeT anniamumpo-
BaTbCHA M TpaHcAepMarbHo.

Bronornyeckme onbIThl

AHTMgenpeccuBHoe pfencrene (-)-aHaHTMOMepa
2-aMVHo-6-H-nponunamuHo-4,5,6,7-teTparnapobeH-
30TMasona 6bINo [oKasaHO B MNPEKMMHUYECKUX WC-
CcnefoBaHNAX C NPYMEHEHNeM CTaHAapTHOro MeToaa,
Tak Ha3biBaemoro "forced swimming test", onucaHHo-
ro BunnHepom, Psychopharmacology 94, 147-160
(1988). OeiictBre GbiNo uccnegoBaHo Ha 8 Kpbicax

(13) C2
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Mo CPpaBHEHWIO C AeUCTBUEM aMUH3INTUHA, SBNSOLLE-
rocsi U3BecTHbIM aHTuaenpeccaHToMm. Oba BellecTBa
pacTBopsinu B (hU3MONIOrMYecKoM pacTBope Xropuaa
HaTpusi ¥ annnuuMpoBanu napeHTepansHo. Pesyrb-
TaTbl ONbITa NPUBELEHbI B TabnuLe.

Tabnuua
AHTUOEenpeccnBHoe AencTBne
OnutenbHoOCTb
CoenunHeHne Hosa, mr/kr HeMoABWKHOCTY,
[
Coneson pac-
TBOpP - 20810
Mpeonaraembin
(-)-aHaHTHOMEpP 0,03 210+14
Mpeonaraembin
(-)-aHaHTHOMEpP 0,10 1656
Mpeonaraembin
(-)-aHaHT1OMEp 0,30 102117
AMUHANTYH 20,00 134+19

PesynbTaTbl UCMbITaHUA MOATBEPXKAAOT YETKOE
NPEBOCXOACTBO MpeanaraeMoro COEAVMHEHUS Haf
aMUH3MNTMHOM.

JanbHenwee npeumyLLeCTBO BhbiLLIEyKa3aHHOTO
(-)-aHaHTMOMepa 3akno4aeTcd B TOM, YTO OH obna-
[aeT HEeOXWOAHHO HW3KMM CPOACTBOM K oi-afpeH-
epreTnyeckomy peLenTopy 1, TEM caMbiM, NPOABASET
BbICOKOE u3bupaTenbHoe AeNCTBUE NPU OTIIMYHOM
nepeHocumocTW. HeusBecTHass OO0 cux nop gornrasi
NPOAOIMKUTENBHOCTL AENCTBUSA (nepuog nonypacna-
pa: 12,5 yacos), Bbicokasi Guonorudeckass [ocCTyn-
HocTb 6onee 80% s1BNAOTCA 0COBEHHBIM NpenmyLLle-
CTBOM MpU MPUMEHEHUN B KadecTBe aHTuAenpec-
caHTa.

Ecnn  pauematr  2-amnHO-6-H-nponunamMuHo-
4,5,6,7-TeTparngpobeH3oTnasona nNpuMeHsTb B o3e
0,6 mr/kr, To gocTuraeTcs Takasl e ANUTENbHOCTb
HEMOABMXKXHOCTM, YTO U NPU NPUMEHEHUUN ETO (-)-3HaH-
TMoMepa.

HwxenpuBeaeHHble NpuUMeEpPbl MOSICHSIOT  BO3-
MOXHble npenapaTbl npegnaraemon papMauleBTnye-
CKOWM KOMMO3ULIMK, COAEPXKALLEN B KAYECTBE aKTUBHO-
ro BeLllecTBa MpeanaraemMbini TeTparmapobeH3oTma-
30N BbllEyKka3aHHoW ¢opMynbl B Buae (-)-9HaH-
TMoMepa.

Mpumep 1

Opaxe ¢ 5 wmr gurugpoxnopuga 2-aMUHO-6-H-
nponunamuHo-4,5,6,7-TeTparugpobeHsoTrasona.

Cocras sagpa:

aKTUBHOE BELLLECTBO 5,0 Mmr
nakTo3a 33,5 mr
KYKYPY3HbIN Kpaxmar 10,0 mr
XenaTtnHa 1,0 mr
creapart MarHus 0,5 mr
50,0 mr
M3rotoBneHue

CMecb aKTUBHOMO BELLECTBA C NaKTO30M U KyKy-
py3HbiM Kpaxmanom BmecTe ¢ 10%-HbiM BOAHbIM
pacTBOPOM >KernaTuHa MporycKalT Yepe3 CUTO pas-
MepoM OTBepCTUiA 1 MM, MONyYeHHbIe FpaHy bl cyluat
npu Temnepatype 40°C v elle pas nponyckatoT Yepes
BbllLieykasaHHoe cuTo. MonyyYaemblii Takum oBpasom
rpaHynsT CMeLUMBaloT C CTeapaToM MarHusi U npec-

cyloT B sapa gpaxe. lNpouecc Hago NpoBOAMTL B
3aTEMHEHHOM MOMELLEHNN.

Bec appa: 50 wmr.

Lrtamn: 5 MM, BbINYKMbINA.

Mony4yeHHble TakuMm oOpa3oM sgpa Apaxe u3-
BECTHbIM METOAOM MOKPbIBAOT OOOMOYKON, COCTOSs-
LLlen B OCHOBHOM U3 caxapa M Tanbka. [oToBble apa-
e 3aTem MonupyrT NPY NOMOLLM NYENIMHOTO BOCKA.

Bec apaxe: 100wmr.

Mpumep 2

Kannn ¢ 5 mr gurugpoxrnopuga 2-aMUHO-6-H-
nponunamuHo-4,5,6,7-TeTparngpobeHsoTrasona.

100 mn xXnMaKocTu cogepxar:

CINOXHbIA METUNOBLIN 3PUP

N-OKCUBEH30MHOW KUCNOTbI 0,035r
CNOXHbIN H-MPOMUIOBLIA 3dMIT
N-OKCUBEH30MHOW KUCNOTbI 0,015r
aHNCoOBOE Macro 0,051
MeHTOnN 0,061
3TaHON, YUCTbIN 10,0r
aKTMBHOE BELLECTBO 0,051
NIMMOHHas Kucnota 0,7r
BTOp. cpocchat HaTpus x 2H0 or
uuknamart Hatpus 1,0r
rmuuepuH 150r
OUCT. Boda no 100,0 mn
M3rotoBneHne

CnoxHbIN 3hmp N-OKCMBEH3ONHOM KUCMOTbI, aHU-
COBOE Macrno U MEHTON pacTBOPSIOT B 3TaHone (pac-
TBOp |). BydbepHble BellecTBa, akTBHOE BELLECTBO U
uMKnamaT HaTpust pacTBOPSIOT B AUCTUNNMPOBAHHON
BOAe, 3aTem Ao6aBnsaoT ruuepuH (pacteop ). Pac-
TBOp | BMewmBaloT B pacTteop I, u nonyyeHHyo npu
3TOM CMeCb pas3baBnAlT AUCTUMNMPOBAHHOW BOOOM
[0 ykasaHHoro obuwiero obbema. [OTOBbIN pacTBOp
UnbTPYIOT Yepes npurogHbin counbTp. Msrotosne-
HVMe 1 po3nMB Hago NPOBOAWTL B YCIOBUSIX CBETO3a-
LWMTbl M B aTMocdepe 3aLUMTHOrO rasa.

Mpumep 3

Cynnoautopun ¢ 10 wmr gurmgpoxmopuga 2-
aMWHO-6-H-NponunamuHo-4,5.6.7-teTparnapobeHso-
Tnasona.

CocTtaB cynnosuTopum:

aKTUBHOE BELLLECTBO 10,0 mr

ocHoBoOOpa3yLlas macca

(Hanpumep, WitespolW 45) 1690,0 mr
1700,0 mr

WarotosreHune

MenkonopoLLKOBOe akTUBHOE BELLEeCTBO Npu Mno-
MOLLM MOrPYXHOrO romMoreHusaTtopa BMELUMBAIOT B
pacnnaBfeHHyl0 U OXNaKOEHHYI0 OO TemnepaTypbl
40°C ocHoBoobpasytowyto Maccy. Maccy 3atem npu
Temnepatype 35°C 3anuBaioT B npeaBapuTEnbHO
cnerka oxnaxgeHHble (popmbl.

Bec cynnosutopus: 1,7 r.

Mpumep 4

Amnynel ¢ 5 Mr gurugpoxnopuga 2-ammHO-6-H-
nponunammHo-4.5,6,7-TeTparngpobeHsoTnasona.

1 amnyna cogepxur:

aKTUBHOE BELLLECTBO 5,0 Mmr

NIMMOHHas KucnoTta 7,0 mr

BTOp. chocchat HaTpus x 2H0 3,0 mr

nupocynbUT HaTpus 1,0 mr

JIUCT. BOda no 100 mn
MrotoBneHue

B kunsiTke, oxnaXaeHHOM rogadert ABYOKUCH Yr-
nepopa, nocrniefoBaTentHO pacTBopsiloT GydepHble
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BeLlecTBa, aKTUBHOE BELLECTBO U NUPOCYIbMUT Ha- Opaxe ¢ 10 mr gurugpoxrnopuaa 2-aMUHO-6-H-

Tpus. PacTBop OXNaXOEeHHbIM KUMATKOM HamonHsT nponunamuHo-4,5,6,7-TeTparngpobeHsoTnasona.

[0 ykasaHHoro obuero obbema u URbTPYIOT AN Anpo cogepxuT:

yAaneHus nMporeHos. aKTUBHOE BeLLEeCTBO 10,0 mr
Posnue B aTMocepe 3aiuMTHOro rasa: B KOpUY- nakrosa 35,5 mr

HeBble amnynbl. Ctepunusaumsa: 20 MUHYT Npu Tem- KYKYPY3HbIN Kpaxmar 12,0 mr

nepatype 120°C. xenaTtuHa 1,0 mr
M3roToBneHne n po3nue pacTtBopa Hago MpoBo- cTeapaT MarHus 0,5 mr

OUTb B 3aT@MHEHHOM MOMELLEHUN. 59,0 mr
Mpumep 5 UsroToBneHne

AHanoru4Ho npumepy 1.
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