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3,4,5,6,7,8-TEKCArMAPONMNPHUAO[4',3"4,5] TMEHO[2,3-DINMNPUMHAONHA

(57)

MacbpeTeHne  OTHOCHTCH K
3—3aMELLLEHHbIM Nnpon3BogHbIM
3,4,5,6,7,8-rekcarngponunpugol[4’, 3" 4.5]
-TeHo[2,3-d] nnprumuarHa obwel chopmynb | K1
WX  CHUIUONOTMYECKA NpUeMnembiM  COMAM,

HOBbIM

obnajalowum CeneKTUBHLIM AehcTBreM
aHTaroHncToB 5HTqg 1 5HTq4 K OKasbIBAOLLMM
WHroupyloLlee aelctere MOBTCOPHOrO

WNCNob30BaHNA CepOTOHWHA. COE,D,I/IHeHI/IH MOTYT
ObITe  MCNONb3oBaHbl  ANA  NPUroTOBNEHWA
NeKapCTBEHHBIX CpeacTB, B YacTHOCTW CPeacTB
Ond neveHWsa Jenpeccuid W pPOOCTBEHHbIX
3aboneBaHuiA. B coedMHeHWax dopmynel |
R oanauaer Bodopod, ankwn ¢ 1-4 atomammu
yrmepoaa, aueTWbHYH WK DeH30WMbHYH0
rpynny, deHWnankuneHeld  octatok ¢ 1-4
aToMamu yrnepoaa B ankuibHOR YacTy, npuyiem
apoMaTideckMid  dpparmMeHt  MoxeT  BhITh
3aMelleH ranoreHom, ankunom ¢ 1-4 atomamu
yrmepona, TpudTOPMETWIIOM, TMOPCKCUIEHONR
TPYNNOA, ankokcurpynnoA ¢ 1-4  aromamu
yrnepoaa, aMUHOTPYNMoW, UMaHrpynnoi unu
HWTPROrPYNNOR, HaPTUNANKUNBHLIA OcTaToK ¢ 1-3
aToMaMu yrnepoda B ankunsHOR YacTi, OCTaToK

theHunankaHoHa ¢ 2-3 artoMaMmu yrmepoga B
ankaHoBOW yacTu unu
theHunkapbamonnankuneHeld  ocrtartok ¢ 2
aToMaMu yrnepoia B ankUisHOR YacTy, npuyem
deHunbHaa rpynna moxeT 6blTb 3aMelleHa
ranoreHom, R? npepctaensetr  coboi
HesaMelleHHylo  WMKW  MOHO-,  OW-  unu
TPU3aMeLLeHHYI0 aTOMaMK ranoreHa, ankinom ¢
1-4 atomamu yrnepona, TpPUPTOPMETUIBHLIMA,
TPUPTOPMETOKCHUITBHBIMK,  TMIAPOKCUIBHBIMM
rpynnamu, ankokeurpynnamu ¢ 1-4 atomamu
yrmepona, amMHorpynnamm,
MOHOMETUNaMUHOrPYNNamu, AUMETUNaMUHO-,

LUWAHO-  WNW  HUTPOrpYnnamM  heHUnbHYHo,
NUPAAVTIBHYIO, MUPUMUONHATIBHYIO nnn
NUPA3VHWIEHYIO TRYNNY, KOTopas MOMeT ObiTh
aHennMposaHa c LLIECTNUNIEHHBLIM

apoMaTUYecKnM S4pOM, KOTOpoe MOXeT UMeTb
OOWH WNK ABa 3aMeCcTUTend U3 Yucna ranoreHa,
ankuna o 1-4 aTomamu yrnepoaa,
TMOPCKCUMEHOW  TPYNNEl,  TRMPTOPMETUNBEHOR
rpynnbl,  ankokcurpynnel ¢ 1-4  atomamu
yrmepoga, amuHCrpynnbl,  LWMaHrpynnsl WK
HATPOTEYNALl W NpU  HEOBXOOMMOCTH  MOXET
cofepxaTb CAWH aToM as3oTa, UM ¢ 5- unn
B-4NeHHbIM KOINbUOM, KOTOpOEe MOXeT coepxaTb
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1-2 aroma wkucnopoga, unu Moxet  BblTb
3aMmelleHa deHWNankUNeHOR  TPYNMoA  Unu
heHUNankoKCUrpynnow ¢ 1-2 atomamm yrnepoga
B ankWbHOK uacTh, npudem heHUNbHLIA
OcTaTok MOMET OblTe 3aMelleH ranoreHoM,
METUNBHOK rpYnnom, TPUDLTOPMETUINBHOR
TRYMMNOA 1Nk MEeTOKCUIpynnol, A  o3Hadaer
WMUHOTPYNMY WKW aToM Kucnopoda, B oaHavaeT
Bogopos, wnv metun, C osHadaeT BoAopos,
METUIT UMK TMAPOKCUIBHYIO TPYNMY, X o3HavaeT
atoM asoTta, Y o3HayaeT CHp, CHo-CHo,
CH 2-CHx-CH3 vnu CH»>-CH, Z o3Havaer atom
asoTa, arom yrnepoga unu CH, npudem cBA3b

Mexay Y u Z MmoxeT OblTb Takke AOBOWHOW, n
o3HayaeT udMcno 2, 3 unu 4, a TakKke Wx
dusmMonorueckn npuemnemsle conu. 5 an.
-nbl, 1 Tabn.

A

B
| o
/( CHX> “—K_\\'i —_—R
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(54) 3-SUBSTITUTED DERIVATIVES OF 3,4,5,6,7,8-HEXAHYDRO-PYRIDO-[4',3"4,5]-THIENOQ[2,3-

D]-PYRIMIDINE

(57) Abstract:

FIELD: organic chemistry, heterocyclic
compounds, pharmacy. SUBSTANCE: invention
relates to novel 3-substituted derivatives
of 3.4,5,6,7 8-hexa-hydropyrido-[4', 3"
4.5] -thieno- [2,3-d]-pyrimidine  of the
general formula i

B

| [N
/( CHY>» TI_K""-.Y —_—F

A

I

and their physiologically acceptable salts
exhibiting selective effect of antagonists of
5HT 4g and 5HT44 and eliciting inhibitory
effect of serotonin reuptake. Compounds can
be used for preparing medicinal agents, in
part, agents used for treatment of patients
with depressions and related diseases. In
compounds of the formula () R’ means
hydrogen atom, alkyl with 1-4 carbon atoms,
acetyl or benzoyl group, phenylalkyl residue
with 1-4 carbon atoms in alkyl moiety being
aromatic fragment can be substituted with
halogen atom, alkyl with 1-4 carbon atoms,
trifluoromethyl group, hydroxyl group,

alkoxy-group  with 1-4  carbon  atoms,
amino-group, cyano-group  or  nitro-group,
naphthyl-alkyl residue with 1-3 carbon atoms
in alkyl moiety, phenylalkanone residue with
2-3 carbon atoms in alkane moiety or
phenylcarbamoyl-alkyl residue with 2 carbon
atoms in alkyl meciety being phenyl group can
be substituted with halogen atom, R2 means
unsubstituted  phenyl,  pyridyl,  pyrimidinyl
or pyrazinyl group or these groups can be
mono-, di- or ftrisubstituted with halogen
atom, alkyl with 1-4 carbon atoms,
trifluoromethyl, triflucromethoxyl, hydroxyl
groups, alkoxy-groups with 1-4 carbon atoms,
amino-groups, monomethylamino-groups,

dimethyl-amino-, cyano- or nitro- groups
being these groups can bhe anellated with
six-membered aromatic ring that can comprise
one or two substituted taken among halogen
atom, alkyl with 1-4 carbon atoms, hydroxyl
group, trifluoromethyl group, alkoxy-group
with 1-4 carbon atoms, amino-group,
cyano-group or nitro-group and if necessary
it can comprise one nitrogen atom or with 5-
or 6-membered ring that can comprise 1-2
oxygen atoms or can be substituted with
phenylalkyl group or phenylalkoxy-group with
1-2 carbon atoms in alkyl moiety being
phenyl residue can be substituted with
halogen atom, methyl group, trifluoromethyl
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group or methoxy-group;, A means imino-group
or oxygen atom; B means hydrogen atom or
methyl group; C means hydrogen atom, methyl
group or hydroxyl group; X means nitrogen
atom; Y means CHy,CHo-CHg CHo-CHo-CH» or
CH»-CH; Z means nitrogen atom, carbon atom

or CH being a bond between Y and Z can be
double also; n means a number 2, 3 or 4.
Invention relates also to their
physiologically acceptable salts. EFFECT:
valuable medicinal properties of compounds.
6cl, 11tbl
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WaobpeTeHne  ©OTHOCUTCA K HOBbIM
asoTcogepXaliM  reTepoLMKITUHEcKUM
coefMHEHWAM, obnagatoLm
hapMakonorMyeckol  akTWBHoOCTblO,  Gonee
KOHKpeTHO K  3-3aMelleHHbIM  MpOoWU3BOAHBIM
3,45 6,7 8-rekcarngponupuao[4' 3'4,5]-TueHo
[2,3-d]nnpUuMmnanHa, KOTOPbIE MOXHO NPUMEHATL
B KayecTBe  GeneKTWBHbIX  aHTaroHWCToB
5-HT iB W 5—HT1A.

Knaccuyeckne aHTUOENPECCaHThl W Takke
HOBble CeneKTUBHbIeE WHIMBUTOPLI MOBTOPHOrO
1cnonb3oBaHUA CepoToHUHa
{5-rmapokcuTpunTaMmMHa)  NPOABMASKT  CBOE
aHTUdenpeccBHoe [elcTBUe cpelud npodero
MyTeM WHrMOWPOBAHWA aKTUBHOIMC MOBTOPHOIO
MNCNoNBL30BaHWA MeauMaropa B
npecHuHanTUYeckMX HepBHBIX OKOHYaHusAX. K
coxaneHuio, npuv  3TOM  aHTWAenpeccUuBHoES
JelicTBMe HacTynaeT TOMbKO MULLb Yepes, Kak
MUHUMYM, TPW HEOenu nocrne NeqYeHus, Kpome
Toro, npumepHo 30% BGOMbHBIX HEBOCMPUNMYUBDI
K eveHnio.

Bnokaga npecuHanTu4ecKkux
ayTopeLenTopoB CepoTOHWHA MOBLILLAET MyTem
nKBAALIAKX HeraTMBHOMo cuenneHus
BbICRODOXAGHWE CEepoTOHMHA W Tem caMbiM
haKTUHECKylo  KOHLeHTpauWw Mmegwnatopa B
cMHanTU4ecKor LWenu. CuynTaertcd, 4TO STOT
NOABEM KOHUEHTpauuu mMeamaropa nemxut B
ocHoBe aHTUOENpPeCcCUBHOIO npuHUMNa
OeAcTBMA.  3TOT  MexaHuaM  JeAcTBUSA
OTNIMYAETCA OT TAKOBOrO ANS paHee W3BeCTHBIX
aHTUOENPEecCaHTOB, KOTOpble OAHOBPEMEHHO
aKTUBMpPYHOT npecuHanTU4ecKue "
coMaTodeHAPUTHBIE ayTOpeLenTopbl U NosToMy
TOMNbKO NUWb Nocne ASCeHCUBUNM3aLnK 3TUX
ayTopeLenTopoB NPUBOSAT K BO3HWKHOBEHUIO
WHruBMpylowero deicteud. MNpamaa Gnokagja
ayTopeuenTopa obXognT 8ToT addekT.

CornacHo W3BeCTHLIM CBEASHWAM B crydae
NpecuHanTU4eckoro GepoTOHUHOBOIO
ayTopelentopa pevb WORT O  MOATUNE
5-HT 4g (Fink w pgp., Arch. Pharmacol. 352
{1995), ctp. 451). Ero cenektuBHaa ©Gnokaga
aHTarcHUCTamu 5-HT4pp noBLILLAeT
BbicBOGONJEHNE CePOTOHWMHA B FOMOBHOM MoO3re:
G.W. Price n gp.. Behavioural Brain Research
73 (1996), crp. 79-82; P.H. Hutson wn pgp.,
Neuropharmacclogy, 1. 34, 4 (1995), c1p.
383-392.

CenekTuBHLIR  aHTaroHucT  5-HT4g  noO
nareHTy Mpeymn 127935 HEeOXWOAHHO
YMeHbLUaeT, oAHako, BblcBODOXOESHWE
CepOTOHWHA B KOpe TOMNOBHOMO MoO3ra nocne
cucTemaruyeckoro npuema. OBbACHEHWeM
Morno BbITb CTUMYyNUpoOBaHWe
COMaTOAeHAPUTHBIX  peuentopoB  5-HTqa B
obnactu Wwea BbICBOBOAUBLLNMCH CEPOTOHUHOM,
KOTOpOe TOPMO3WT CTeneHb Bo3byaMMOGTH
CEPOTOHEPrYECKUX HEMPOHOB U TakrmM oBpa3om
pacnpegeneHne cepotoHnHa (M. Skingle w ap.,
Neuropharmacology, 1. 34, 4 (1995), c1p.
377-382, 393-402).

CtpaTerna  obxoma  ayTOMHTMOUTOPHLIX
3hPEKTOB B CEPOTOHEPTMHECKMX MEePBUYHBLIX
obnactax uMeeT Uenbw  TakKke 6Gnokagy
npecuHanTU4eckux peuentopoe 5-HTig. 31a
rmnotesa onupaetcda Ha HabnogeHue, dTO
BO3JelCTBUE NApOKCeTUHA Ha BblcBOBOXASHME
CepoTOHWHA B JOPCANEHOM f4pe LWBa Y KPbIGh
NOTEHLMWPYETCA aHTaroHWcTami pelenTtopa
5-HT4g cornacHo naTteHty [peunn 127935
(Davidson wu Stamford, Newoscience Letts.,
188 (1995), 41).
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BTopagd crparterua BrnodaeT 6nokagy obounx
TUNOB ayTOPEeLenTopoB, a UMEeHHO pelenTopoB
5-HTqa, yTobHhI YCUNUTE HEHPOHHY 0
BO30YyOMMOCTE, W peuenTopoB 5-HT4p, 4TOGLI
HavaTb TEPMUHAnNBEHOS BbICBODOXOeHWE
CEepPOTOHUHA (Starkey 7 Skingle,
Neuropharmacology, 33 (3-4) (1994), 393).

AHTAroHWCTLI 5-HT1eD OOHW WM
AHTarOHUCTUYECKME KOMMOHEHTLI, CBA3aHHbIE C
peuentopomM 5-HTqa, OOMKHbI BbinM NOITOMY
AOMOMHWTENBHO  YBEMNWYMWTE  BbICBODOXAEHNE
CepPOTOHUHA B TONMOBHOM MO3re 1 MO No3TOMY
OblTb MOMEe3HsIMA B Tepanun Aenpeccuid 1
POACTBEHHBIX MCHMXMYecKMX 3abonesaHuii.

Bbino HaraeHo, yTo  3-3amelleHHble
NpPOM3BOOHbIE
3,4,5,6,7 8-rekcarngponunpngo[4',3':4,5]-TneHo
[2,3-d]nvpumungnHa dopmynel |

Bbino HalkaeHo, yto
NpoM3BoOHble
3,4,5,6,7 8-rekcarngponupuao[4',3'4,5]-TueHo
[2,3-d]nvpumuanHa dopmynel |

B
| o
/( CH) “—X_‘__\? —
M A i

3-3amelLleHHbIe

A

1 5 c
E

roe R' oawauaeT Bogopod, ankun ¢ 1-4
aToMamMu yrnepoga, aueTUNLHYH unu
OeH30UNBHYI0 rpynny, theHMnankMneHbIA

ocTatok ¢ 1-4 atroMamu yrnepofa B ankKunbHOR
4acTW, MNpudem apomaTUYeECKUMA  parMeHT
MOXeT ObiTb 3amelleH ranoreHom, ankuiom G
1-4  atomamu yrmepoga, TPUTOPMETUNOM,
TMOPOKCUITEHOW TRYNMOW, ankokcurpynnoi ¢ 1-4
aToMamMu yrnepoaa, aMUHOTPYMNON,
LaHorpynnom unu HUTPOrPYNNoW,
HapTUNankMneHbIA  octatok ¢ 1-3 aromamu
yrmepofa B ankWMbHOR — 4acTW,  OcTaToK
heHunankaHoHa c¢ 2-3 artoMmaMmu yrnepoga B
ankaHoBOW YacTn, nnm
deHunkapbaMmonnankineHelA  octatok ¢ 2
aToMaMu yrnepoaa B ankuibHOR YacTuy, npuyem
deHUnbHaAA rpynna moxeT GbiTe 3aMelleHa
ranoreHom,

R? npeacTaBnaeT coGoll HeaaMeLLeHHYI0 Mnu
MOHO-, V- WNKM  TpU3aMmelleHHYlo aTtomamMu
ranoreHa, ankunom c¢ 1-4 aToMamu yrnepoga,
TPUDTOPMETUNBHBIMAK,

TPUHTOPMETOKCHUIBHEIMKA,  TMIPOKCUINBHBIMM
rpynnamu, ankokcurpynnamu ¢ 1-4 atomamu
yrnepona, amyuHorpynnamm,
MOHOMETUNaMUHOrpYNnamu, 4UMeTUNaM1Ho-,
LWaHO- WK HUTPOrpynnamy,  heHWNbHYI,

NUPUOUNBHYIO, NMUPUMUANHUBHYIO unu
MUPA3UHWIBHYHO TRYNMY, KoTopas MoXeT GbiTb
aHennuposaHa c LECTAYNIEHHBM

apoMaTUYEeCKMM A4POM, KOTOPCE MOXET UMeTb
OfWH WUNK OBa 3aMEecTUTENd U3 YMcna ranoreHa,
ankuna c 1-4 aromamu yrnepoaa,
TMAOPCKCMNEHOW  TPYNNbl,  TRPUPTOPMETUNBHOR
rpynnel, — ankokcurpynnel ¢ 1-4  aTroMmamu
yrmepona, aMWHOIpYNnbl,  LuaHorpynnsl  vnu
HATPOIRYNMbLI M MOXeT COAepXKaTb OAWH aToM
asora, UM ¢ 5- WNW G-TU-YNEeHHBLIM  LUKIOM,
KOTOpPBIA  MOXET copepxartb 1-2  aroma
kucnopoda, WM MoxeT ObiTb  3aMmelleHa
theHUNankUnNsHom rpynnoi nnu
heHUNAanKoKCUrpynnown ¢ 1-2 atomamu yrnepoga
B anKWNbEHOW 4YacTW, npuyeMm  eHUNbHBIA
OcTarok MOXeT ©OblTb  3amelleH ranoreHom,
MEeTUNLHOK rpynnow, TPUDTOPMETUMNEHOR
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TRYNMNOA UM METOKCUIPYMOMN,

A O3Ha4aetT  WMKWHOrpYNNy WNM  artom
Kucnopoda,

B osHavaeT BoAOpOA MNKU MeTUM,

C  osHa4yaetr Bogopod,  MeTHMn  MNA
TMOPOKCUNEHYHO TRYNNY,

X osHavaeT aTom asoTa,

Y oaHavaeTt CHo,
CH 2-CH2-CH2 WM CHz-CH,

Z 03HauaeT aToM a30Ta, atoM yrnepoga Uni
CH, npunyem cBAsb Mexay Y U Z MoxeT BbiTb
TakKe OBOMHOMN,

"

n o3Ha4aeT 4Yucno 2, 3 unu 4,

W UX COMU C PUINOMOTUHECK NPpHUeMNeMbIMA

CHoy-CHo,

KACNoTamm obnapatoT LEeHHbIMK
CbapMaKOJ'IOI'VNECKMMVI CBOWCTBaMU.
MpeanodTUTEnbHEI, B YacTHOGTH,

COeIMHEeHUs, B KOTOPbIX

R! canavyaeT ™etun, sTun, n3onponunn,
BeHann, GeH3nn, samMelleHHblli yKkasaHHbIMU B
n.1 Anga peHUnankKnoBoro ocrarka rpynnamu
theHaTUN, heHaTun, 3amelleHHbld ykasaHHbIMWA B
n.1 4ana peHunanknnoBoro octatka rpynnami,

RZ gaHavaer o-MeTokcudpeHnn, 1-HadTun,
NMUPUMWOWH-2-UN, 2-MeTOKCHK-1-HadpTun,
2-meTtun-1-HadTunn,

A OsHaYaeT  WMUHOrpYnny WM atom
Kucnepoga,

X o3Ha4aeT aTtom aszoTa,

Y ozHauyaeT CHy-CHjy, CHo-CH,

Z o3HaqaeT aToM as30Ta, yrnepoga wnu CH

7]

n ABNAETCSH YMCNOM 2 1 3.

CoefMHEeHWda NO K3c0peTeHu opmynsl |
nonyvatTcA, Koraa coefnHeHne opmMynol

S
Ol e
1"}I 5 =(:—-:1-R£L
) I

[

B kotopom R! umeeT ykasaHHbie BhilIe
aHaueHnsa, R® npeactaenaeT umaHorpynny Mni
CNOXHO3MUPHYD  TPYMNMPOBKY,  BKITHMALLYHO
ocTatok  ankwnkapboHoBol  kmcnotel ¢ 1-3
aTomamn yrmepoga B ankune, R oaHauaet
ankin ¢ 1-3 atomamu yrnepoda U C asnaerced
BOOOPOACM,  METUINOM  WNK  TUOPOKCUNOM,
nogBeprawT peakyMn C MepBUYHBIM  aMMHOM

chopmynsl
B

| o
/(CH)T.—K\\Y —R ITT

roe RZ u B umelwor yKasaHHble Bbllle
3HadveHWs, W nonydaemoe TakMm obpa3om
coednHeHWe npl HeobXoAMMOCTKM NepeBoaaT B
cons nNpW  peakum ¢©  HUSMONOTNYECKA
NpUeMNEMOR KMCNOTON.

Peakumio uUenecoobpa3zHO NpoOBOAWMTL B
WHEPTHOM  OpraHWYMecKoM pacTtBopuTene, B
4acTHOCTM B HM3WeM crnupTe, Hanpumep
MeTaHone WNM sTaHone, WK B LUKIIMHYEeCcKOM
HacbIWEeHHOM MNPOCTOM adMpe, B YACTHOCTU B
TeTparugpodypaHe WNM  OAoKcaHe, WK ©ea
pacTBOpPUTENS.

Peakumio  ocylectendaioT  0BbIMHO  NpPHK
TeMnepatype oT 20 fo 190°C, B 4acTHOCTU OT
60 go 90°C, 1 B obleM oHa 3akaH4MBaeTCa B
npegenax oT 1 go 10 4acos.
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Mnu coeguHerune copmynsl |l

S
Ol e
1‘.)I 5 =(:—-:)-R4
) I

[

8 kotopom R' umeer ykasaHHoe Beiwe
aHauerve, R® npeactaenaeT unaHorpynny wnu
CMNOXHOIMUPHYD  TPYNNMPOBKY,  BKITHKOMALLYHO
ocTartok  ankunkapboHoBol  kucnotel ¢ 1-3
atoMamu yrmepoga B ankwne, R* osnavaer
ankun ¢ 1-3 atomamu yrnepoda U C gBngdeTcs
BOAOPOACM, METWIOM UMW TMOPOKCUINBHCRA
rpynnoid, BBOAAT B Peakuuil ¢ MNepBUYHEIM
aMuHoM chopmynel IV

B

H H=—={CH} —H v
2 n

rie B UMeeT yKkasaHHble BbILIE 3HAYeHWs, B
WHEPTHOM pacTBOpUTENeS, NPeAnoYTUTENEHO B
cnMpTax, kak, Hanpumep, 9TaHon,  npu
TeMmnepatypax Mexgy 60 wu 120°C ans
nonyyeHua npogykra yuknuaagmMy vV (D=0H)

1 5 C
R

KOTOPBLIA aarem c NOMOLLbHO
ranoreHUpyrLiero cpeacTea, Kak, Hanpumep,
THOHWIXNOpWA, WM OPOMUCTOBOAOPOLHAS
KACnoTa, B OpraHWYeckoM  pacTBopuTene,
Hanpumep ranoreHMpoBaHHOM yrnesoacpode,
unv 6e3 Hero npespallaloT NpyM TemnepaTtypax
mexay komHaTHor 1 100°C B cooTBeTCTRYIOLEE
ranowaHoe npoussogHoe V(D= Cl, Br).
HakoHel, ranongHoe npoussogHoe dhopmynsl V
(D=CI, Br) noagepratoT peakuyMn C aMUHOM
obLer popmynsl Vi

HXQ—RZ VI

rne X, Y, Zu R2 umetoT yKasaHHble Bbllle
3HAYEHWE, N NOMy4alT KOHEYHbIA NpoaykT no
mn3obpeteHuio doopmynel | 3Ta peakyma nydwe
BCEr0 MPCXOAMT B WHEPTHOM OpraHW4ecKom
pacTeopuTEne, NpPednouTUTENsHO TOmMyone unu
Kcunone, B NPWCYTCTBMKM OCHOBaHWA, Kak,
Hanpumep, kapboHaT Kanug unu ruapart oKUCK
Kanusa, npu TemnepaTypax mexay 60 u 150°C.

CoefuHeHnA No u3cbpeteHuo copmynsl |
MOryT ObITh OYMLLEHEI nméo nytem
nepekpucrannuaaumMm M3 oBLWENPUHATLIX
OpraHu4Yecknx pacTBopUTenei,
NpeancyTUTENLHO W3  HM3Wero  cnupra,
HanpumMep 3TaHona, nnéo nyTem
XpomaTorpadoni Ha KOJTOHKe.

CeoBofHbIe 3-3amelleHHble NPOoU3BOAHLIE
nupugo[4',3"4,5]tueHo[2, 3-dJnupumMuanHa
chopmynsl | MoryT obblyHC npu npubasneHuM
pacTBopa Co CTEXMOMETPUYECKUM KONMYEeCTBOM
COOTBETCTBYIOWER  KMcnoTel  oBpasoBbIBaTL
COmMu. PapmaueBTIecK npUeMnembimi
KACNOTaMW SARMAKTCH, Hanpumep, conaHas
Kucnota, chocthopHad KMCNOTa, cepHad KMenoTa,
MeTaHcynbhoknenoTa, MoHoamug — cepHor
KACMNOTLI, ManewHoBasa KucnoTa, dymMapoBas
KWcnoTa, Wasenesas KMCNoTa, BUHHAA KAcnoTa
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WM NAMOHHAA KMcnoTa.

MaobpeTeHWe OTHOCUTCS COOTBETCTBEHHO
TaKe K  TepaneBTUYECKOMY CpencTsy,
XapaKTepUayloLeMycs TeM, UTO OHC COAEeDKUT
coeUHeHNe chopmynel | WM ero
capMaleBTUYeCcKM  NpUeMnemMyld cofb G
KWCMOTOW B KadecTBe GMONOrMueckn akTMBHOMo
Bewectsa Hapdaay C 06bIYHBIMWN HOCUTENSAMKN WK
pasbaBnTensamMu, a Takke K NPUMEHEeHWIo HOBBIX
coeglHeHnA ana Gopebbl ¢ 3aboneBaHramMu,

CoeguHeHUa nNo  KU30BpeTeHW  MOryT
BBOAWUTBLCH OObIMHBEIMIK criocobaMu opansHo UK
napeHTepansHo, BHYTPUBEHHO unu
BHYTPUMBILLEYHO.

[o3npoBKa 3aBUCUT OT BO3pacTa, COCTOAHUA
WnW Beca OonMbHOMO, a TakKke o©T conocoba
npuMeHeHusa. Kak npaBwno, AHeBHas Jo3a
aKkTUBHOIC BellecTBa cocTaBnsfeT  Mexay
npumepHo 1 1 100 Mr/Kr Maccel Tena npu
OpanbLHOM NpUMeHeHWUM U Mexay 0,1 1 10 mr/kr
Maccbl Tena npKk napeHTepalibHOM BBEeOeHWW.

HoBble coeAUHEHUA MOTYT NPUMEHATLCH B
BMAe ynoTpebnaemblX TBepAblX WU KNOKAX
raneHoBLIX PopM, HanpUMep B BUAe Tabnerok,
TabneTok B LennodaHoBOW yNakoBKe, Kancyr,
nopollKa, rpaHyn, Apaxe, Cynno3nTOpues,
PacTBOPOR, Ma3el, KpemMoB WK aspo3onei. Kx
nonyyalT  obWenpuHATEIMKA - cnocobamu.
Buonornuecks akTWBHbIE BeLlecTBa MOryT npu
3TOM BbITE 06paboTaHsl OOLIMHEIMK raneHCoBLIMK
BCNomoraTenbHbIMK cpeACTBaMM, Kak,
HanpuMmep, CcBA3biRalOWMEe BellecTBa MpK
NPUrOTOBAEHWIA TabneTok, HaNONHUTENH,
KOHCEepBaHTHI, CPeACTBa, NpeAoTBpallatoLlne
NOMKOCTL TabneTok, cpefdcTBa, perynupyowue
TekyyecTb, NnacTudMKaTopbl, CMadYMBaTeny,
JucnepraTopbl, SMyNberatopbl, PacTBOPUTENM,
cpefcTBa, 3aMefnswliue BblcBOGOKASHWE
aKTUBHOIO BeLIecTBa, AaHTWOKCUMAAHTLI  W/unn
paspbixnutenn  (cp. H. Sucker u gp.
"¢apmaueBTYeckas TexHonorka", nag. Thieme,
Wryttrapt, 1978). MNonyveHHble TakuM oGpasom
chopMbl ANs NpUMeHeHWs cofepxaT obblMHO
Buonornyecku aKTuBHoE BELUECTBO B
konudectee oT 1 go 99 mac.%.

HeobxoauMele B Ka4ecTBE UCXCAHOMO Chipbs
Ona cuHTe3aa HOBLIX COeAWHEeHWH BellecTBa
chopmyn |l 1 [l M3BECTHEI UMK KX CHUHTE3UPYIOT
COrNacHo ONWcaHHBIM B NUTepatype crnoccbam
M3 aHanorM4YHbIX WUCXoaHbIX MaTepuanoB (F.
Sauter n P. Stanetty, Monatsh. Chem. (1975),
106(5), 1111-1116; K. Gewald u gp., Chem.
Ber. 99, 94-100(1966)).

CoedunHeHus no n3obperteHuo
obHapyx1BaloT BLICOKOE CpOACTBRO K
CEepPOTOHWHOBLIM peuenTtopam 5-HTqg, 5-HTip 1
5-HT14. CpoACTBO K 3TUM pelenTopam Mnpr 3ToM
MPUMEPHC OAMHAKOBO, MO MeHblled Mepe,
nopsidck BenWuuMH oauWHakoB. B goGaBneHwe K
3TOMY  HekoTopble W3  COogOWHEeHWliA  no
N30BpeTeHWI0  XapaKTepUayloTCA  XOPOLUUM
WHrMBWpoBaHWEeM NOBTOPHOMC WCNOMbL3oBAHUS
CEepPOTOHWHA, 3TCT MPWHUMN  BOMMNOLWAeTcs
BOMbLIMHCTBOM aHThgenpeccaHToB.

3TW coeiMHeHUs rogaTcs B KayecTBe
NekapcTBeHHBIX GPeACTBR  ANns  Tepanun
BOoneaHeHHbIX  COCTCAHWA, NpW  KOTOPbLIX
KOHLEHTPpaUMa CepOTOHWHA MOHWKeHa U npW
KOTOPEIX B paMKkax HanpaBneHHol Tepanuu
aKTUBHOCTE  NPECHMHaNTUYecKWX  pelenTopoB
5-HTqg, 5-HT1a, 5-HT1p morna &noknpoBaTsca
De3 oka3aHWUA CUMBHOMO BMWAHWSA NPUM 9TOM Ha
Opyrve peuentopel. Takum  ©onesHeHHbIM
COCTOSIHMEM ABMASTCH, HanpUMep, Aenpeccus.

COQ,D,VIHEHI/IH npegcrasneHHoro |/|306peTeH|/|;|
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MOMYT ©bITb NOMNE3Hbl TakKe ANf nedYeHus
06yCcrnoBneHHbIX LeHTpaneHon HEePBHOWM
CUCTEMOW HapyLLEeHWA AYLIEBHOMO COCTOAHWUS,
KaK, Hanpumep, ce3oHHble addeKTNBHbIE
HapyweHus 1 gnctumna. Croga oTHocaTCA Takke
COCTOSHUA  CTpaxa, Kak, Harnpumep,
reHepar3oBaHHLIA CTpax, MPUCTYNEl NaHWUKK,
coLMochobna, HEBPO3 HABA3IYMBLIX COCTOAHMA K
NocTTpaBMaTUYeCkMe CTPECCOBLIE  CUMMNTOMEI,
HapylweHWs namdaty, Bknovag cnaboymue,
amMHe3no K oByCnoBNeHHY BO3PacToOM NoTepto
NamsaTH, a8 TakKe NCUXOreHHbIE HapylleHWUs
anneTuTa, Kak, HarnpuMep, HepPBHaa aHOPEKCHUA K
HepBHaA BynuMKA.

CoeduHEHNA No U30BpEeTEHUI0 MOTYT, KpoMe
3TOro, O6bITe  NONeaHel  Ansg  neveHws
SHAOKPWHHEIX  3aboneBaHWiA, Kak, Hanpuwmep,
rMnepnponakTUHEMIUS, a TakKe 4nga nedeHus
CnasmMoB CoOCydoB (B 4YACTHOCTM, COCYOOB
MO3ra), TMNEPTOHUKU W KEeNyaouHO-KULLIEYHBIX
HapyLWeHWA, CONpOBOXOASMLIX HapyLeHWAMA
NOOBMAHOCTM KM ceKkpelud. LpyroA obnacTol
NPUMEHEeHUs ABNAKTCS NONOBbLIE HAPYLLEHWS.

Cregyowre npumMepsl Cny»KaT NoAcCHeHWeM K
N30DpeTeHuIo.

A lMonydyeHne McxoaHblx Belwects copmyn I,
Vauvl

Mcnonbayemble B KAYECTBE  UCXOOHbLIX
BellecTB
2-aMUHO-3-KapbaToKeK-(UwaH)-4,5,6, 7-TeTparngp
OTWEeHO[2,3-C] NUPKMOMHLEI C Haxo4alWUMKUCH B
NONOXeHU 6 MEeTUNbLHOM, OeH3nNbHON,
aueTUnNbHoOW, ©eH30oWNEHOR  rpynnamu  Knu
HesamelleHHble B MONMOXKEeHWM 6 W3BECTHbI B
nutepatype (K. Gewald n gp.).

a)
2-JTokCcUMeTUNneHaMuHo-3-unaH-6-metnn-4,5,6,7
-TeTparnapoTueHo(2, 3-clnupugnH

CwmewmBann 46,0 1 (238  mmonew)
2-aMUHO-3-UnaH-6-meTun-4,5,6,7-TeTparngpoTune
HO[2,3-C] nMUpUOUHA B 250 M
TpuaTunoprtocgopMmata ¢ 3,5 MN YKCYCHOro
aHrmaproa 1mokMnatkinK 4 vaca ¢ obpaTHbIM
XOnoguneHWKOM B atMmocdepe a3oTta. 3arem
CMEeCb  OT(OUNLTPOBLIBANK  ropadvel  Ha
HYTY-COUnNbTREe " couneTRar NOMHOGCTLI
ynapuesanu B PRCTAUWOHHOM WCNapuUTEne npu
80 °C. K octaTky npwBasnsny 300 Mn npocToro
meTun(TpeT-6yTnn)oBoro achmpa n Harpesann Ao
KuneHud. locne ortcacklBaHWA Mod Bakyymom
HepacTBOPUMOrO TBEPACIO BellecTBa MNPOOyKT
KpuctannusoBanu B ©OaHe Co NbAOM  NpU
nepemelwnBaHuM, nonydanu 454 r (77%)
npodykra. W3 maTovHoro pacteBopa nosydanu
elwe 1,7 1 (3%) npogykta B BWAEe BTOPOW
pakumn. T. nn.; 88-89°C.

6)
2-0TokCcUMeTUNeHaMuHo-3-kapbsTokeu-6-meTnn-
4,5,6,7-TeTparngpoTteHo[2,3-clnupnanH

CmewmBann 40,0 r (167  mmonewt)
2-amuHo-3-kapbaTokck-6-meTun-4,5,6,7-tetparu
APOTUEHO[2,3-C] npugvHa B 250 M
TpuaTunoprtocgopMmara ¢ 3,2 MN YKCYCHOro
aHrmaproa 1Mo KMNATUNK 3 vaca ¢ obpaTHbIM
XOnoguneHWKOM B atMmocdepe asoTta. 3arem
cvMeck ynapuesanv npu  80°C  pocyxa B
pOTaUMOHHOM Mcnaputene. Bolgenann 480 r
(97 %) HeovULWEHHOTO NPOAYKTa B BUAS TEMHOro
Macna, NpoayKr ABNASTCA OOCTATOYMHO YWUCThIM
ANd fanbHerlwei peakumm.

B)
2-AMUHO-3-kapbaTokeK-6-(4-xnop)beHaunn-4.5,6,7
-TeTparvapoTMeHo[2,3-c] nupuaunH

CmewwmBann 204 (90,2 wmmongd)
2-aMUHO-3-kapbaTokeu-4,5,6,7-TeTparnapoTueHo
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[2,3-clnupnguHa B 250 mn TeTparngpodypaHa ¢
25,6 1 (204 mmonamu) 4-xnopbeHannxnopuia m
124 1 (90 MMOnNAMK)  MENKONopPOLUKOBOroO
kapboHaTa Kanua W KANATANKM 3 4Yaca ¢
obpaTHLIM ~ XONOAWNbHWKOM.  3arteM  CMecCh
ynapmeanu ocyxa B POTAaUMOHHOM UCnapuTene.
OcTtaToK  pacnpedenani  Mexay nNpocTbiM
MeTUN(TpeT-OyTun)oBelM  apUpcM KW BOOOWH,
nodwenadumesann eaKkiM HaTpoM, OpraHUYecKyto
thaszy npomeiBanKM BCACA W ynapueanu.
HeounweHHbIR npogykT pacteopani B 100 mn
rOpAYEro sTUNOBCIO CNUPTa WM KPUCTAaNIM30Bann
npu nepemellnBaHui. Bolgenanun 20,5 r (65%)
npoaykra ¢ T7.nn. 134-135°C.

r
2-9ToKCUMEeTUNeHaMUHO-3-kapbaTokeu-6-(4-xno
p)6eHann-4,5,6, 7-TeTparngpoTeHo[2,3-c]
NMPMaNH

CmewmBann 193 (550 mMmonei)
2-aMUHO-3-KapbaToKkeK-6-(n-xnopberaun)-4,5,6,7
-TeTparngpotmeHo[2,3-clnpuanHa B 125 wMn
TpuaTunoprodopMmata ¢ 2,0 M YKCyCHOro
aHrnapuga WokMnatunn 1 yac ¢ ofparHbiM
XONoouNbHUKOM B aTtMmocthepe asorta. 3arem
CMechb ynapueanu pgocyxa npu  80°C B
poTauMoHHOM KMcnaputene. Belgendann 21,9 1
(98%) HeouMLIeHHOro NPoAyKTa B BUAS TEMHOro
mMacna, A0oCTaTovHO YWCTOro A5 MCNoMb30BaHNA
B nocreaylowen peakumn.

)
2-AMUnHO-3-kapbaTokeKn-6-(3-cbeHmn)nponnn-4,5,
6,7-TeTparngpoTneHo[2,3-c] NUPUaKH

Cmewmsann 100 r (44,2  wmmons)
2-aMUHO-3-kapbaTokcK-4,5,6,7-TeTparngpoTUeHo
[2,3-¢c] nupuagnHa B 100 mn kewnona ¢ 2,0 r
45 mmonsamu) 1-peHun-3-6pom-nponana, 400
Mr HogueToro kanua W 6,1 r (44,2 mmons)
MerKonopoLwkoBoro  kapboHata  kanua U
KANATUMNK 6 YacoB ¢ obpaTHLIM XONOUNEHUKOM.
Nocne ynapreaHua B poTalMoOHHOM UcnapuTens
OCTaTOK CMelLWBanK ¢ BOAOW, ycTaHaenueaniM
pH 10 1 gBaxabl SKCTparipoBany XMIOpPUCTLIM
meTuneHoMm. [locrne cywkW W ynapweaHuAa
OpraHU4eckom asbl HEeOYMWEHHbIA NpPOayKT
obpabarteiBann 50 M U30NPONUNOBOrO CNKPTA.
CpeTnoe TBepaoe BeLlecTBO OTUNLTPOBLIBANK
1 3aTem MPOMbIBANK U3OMNPONUNIOBEIM CNUPTOM.
Monyyann 7.8 r (51%) npoaykra c T.nm.
108-110 oz

AHanornyHo B) W A4) nomyyanu Apyrue
3aMelleHHble MNe 6-MOMNoXeHUID MPOM3BCOHEIE
4.5 6,7-TeTparnapotueHo[2,3-clnupugurHa,
HanpuMep:

2-AMWHO-3-KapbaToKcKn-6-aTuN-4,5,6,7-TeTpar
napoTHeHo[2,3-clnupnaunH, T.nn. 74-76°C

2-AMWHO-3-kapbaTokcK-6-usonponun-4,5,6,7-
TeTparngpoTueHo[2,3-clnpuanH
2-AMWHO-3-kapbaTokcKn-6-beHaun-4.5,6,7-TeT
parnapoTmeHo[2,3-c] nupuauH, T. nn. 116-118°C
2-AMWHO-3-kap63TokcK-6-(4-meTun)beHsnn-4,
5,6,7-TeTparngpoTueHo[2,3-c] NUpUanH
2-AMWHO-3-kapBaTokcK-6-(4-HUTpO)OeH3UN-4,
5,6,7-TeTparmgpotneHol2,3-c] nupuanH, T.00.
170-172°C
2-AMWHO-3-KapBaTOKCK-6-(4-MeToKCKH)OeHaun
-4.5,6,7-TeTparnapotnueHo(2,3-c] nMpuauH,
T.0n. 154-156°C
2-AMWHO-3-kapbaToKCKU-6-(2-tbeHnn)aTtun-4,5,
8,7-TeTparngpoTueHo[2,3-c] NUpWauH,  T.No.
80-83°C
2-AMWHO-3-kapbaTokcK-6-(2-(4-meTokcndeHn
matun)-4,5,6,7-TeTparngpoTheHo[2,3-c]nnpugnH
, T.nn. 76-78°C
2-AMUHO-3-KapBaToKCK-6-(2-(4-xnopdeHnn)a
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TWUN)-4,5,6,7-TeTparnapoTieHo[2,3-clnUpuavH,
T.nn. 102-105°C
2-AMWHO-3-kapbaToKCK-6-(3-(4-xnopdeHun)n
ponun)-4,5,6,7-TeTparnapoTueHo[2, 3-clnupuanH
2-AMWHO-3-kapbaToKeK-6-{4-heHnn)ByTnn-4,
5,6,7-TeTparngpoTneHol[2,3-clnnpnanH
2-AMWHO-3-kapBaTOKCK-6-(3-DeHaoum)nponun
-4.5,6,7-TeTparngpoTneHo(2,3-c] nupugWH
2-AMUHO-3-kapbaToKcK-6-(2-6eH3onnamMmnHo)a
TUN-4,5,6,7-TeTparngpoTueHo[2,3-clnupuanH,
T.0n. 190-182°C
2-AMUHO-3-kapbaTokcKk-6-(3-6eH3onnammnHo)
nponun-4,5,6,7-TeTparnapoTheHo[2,3-clnnpnanH

e) 3TUnoBbLIA achup
N-(3-kapbaTokcu-6-meTun-4,5,6,7-TeTparngpotn
eHo[2,3-c] NUPUAWH-2-UN)aTaHUMULOKUCNOThI

CwmewmBarn 3,0 r (125 wmmong)
2-amunHo-3-kapbaTokcn-4,5,6,7-TeTparngpoTneHo
[2,3-c] npuaKHa B 25 Mn TpusTunopToalertara
c 0,8 mMn yKCycHOro aHrnapuia M K4natunm B
atMocdepe asota ¢ 0bpaTHEIM XONOOUNBHUKOM
B TeYeHWe 2 4acoB. 3aTeM CMeCb MOIHOCTHIO
ynapuBanu npu  80°C B  poTauWOHHOM
wcnaputene. Bolgenanut 3,6 1 (93%)
TEXHWYSCKOrO NpoOOyKTa B BUOS TEMHOro macna,
AOCTAaTOMHO  YMKMCTOrO AN NpoBefeHud
OanbHeller peakumu.

x)
2-KapbsTokcMamunHo-3-kapbaToken-6-ageTun-4,5
,6,7-TeTparngpoTneHo[2, 3-clnnpngnH

Cmewmearn 50 r (18,6 wmmong)
2-amuHo-3-kapbaTokcK-6-auetun-4,5,6,7-reTparu
ApOoTUeHo[2,3-¢c] nupuauHa B 50 mn Tonyona ¢
30 r (28 wmmongmM) STUnoBoro sdupa
XNOPMYpPABEUHOR KACMOTHI U 2,6 T (18,6 MMong)
MENMKONOPOLWKoBOro  kapboHara Kanua u
KMNATUNKM 2 Yaca ¢ obpaTHLIM XONOAUNBHUKOM.
3arteM K peakuyMoHHOW cMeck npubaenany eody
CO IbAOM, OTAENANW TONYOnbHyK daay wu
BOAHYIO chady 3aTemM SKCTparnpoBarni TONyonom.
OBbefWHeHHEIE opraHuyeckwe ¢pasel nocne
BbiCYLLWBAHMA Yynapueanu. Beigenanu 58 r
(92%) npopykta B BWAe Macna, KoTopoe
MeATEHHO YacTUHHO KpUCTannuayeTcsa.

3)
3,4,5,6,7,8-lekcarngpo-3-(2-rugpoKkcn)aTun-7-m
eTunnupuaol4’, 3" 4 5]
TeHo[2,3-d]nnpuMUanuH-4-0H

Cmewmeany 86,4 r (292 mmons)
2-3TOKCUMETUNEHaMUHO-3-kapbaTokcu-6-meTun-
4.5,6,7-TeTparngpotneHo[2,3-c] nupuavHa B
200 mn sTUnoBoro cnvpta ¢ 17,6 mn (292
MMOMAMK) STaHONaMUHA U KUNATUIX 2 Yaca ¢
oBpaTHLIM ~ XONOAWNEHWKOM.  3arteM  CMech
ynapueanu B BakyyMe W octatok obpabaTeiBanu
npv nepemewneaHan 30 ™M sTunauerara.
BbinaBluee 3a HOYb B OCafO0K TBEpLOe BelLlecTBO
OTOWMBTPOBLIBANMM N0, BakyyMOM W 3arem
NpCoMbIBaM HebonbLWM KONWYeCTBOM
aTunauetarta. [locrne nepekpuctannuaaunn K3
3TUNOBOro cnupta Boidenany 48,0 r (62%)
npoaykra ¢ T.nn. 163-165°C.

D)

3,45 6,7 8-lekcarngpo-3-(2-xnop)aTun-7-meTun
nupuao[4', 3" 4 5]tueHo[2,3-dInupymMuamH-4-oH
3,4,5,6,7,8-lekcarngpo-3-(2-rnapokcn)aTun-
7-metTunnupurgol4’, 3"
4 BltneHo[2,3-d]-nMpumMnamMH-4-0H B KOnu-ecTee
42,0 1 (158 mmMonedd) B 240 mMn 1,2-guxnopsTtaHa
HarpeBanu A0 KANEHWSA W 3aTeM K peakUMOHHOR
cmecn npwbaBnsny no kannam 127 mn (175
MMOERA) TUOHUNXNIopKUAA B 20 M
1,2-Ouxnopstana. locne kKMNadYeHUs B TedeHue
2 vacoB ¢ OOpartHbIM  XOMNOOWNBHWKOM
peakuWOHHOW CMecH Jaeanyd oxnagutbca WU
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BblNMBanM B Bogdy co nbgomM. [pn pH 10
pacnpegenani Mexgy XNopucTelM METUMNEHOM W
BOOOW W BOAHYK hasy 3aTeM SKCTparvpoBarnu
XINOPUCTEIM MeTWUNeHom. ocne BhICYLUWBAHMUS
obbegnHeHHble opraHndeckue dasbl ynapueanu.
TexHn4ecknin NpoayKkT {40 r
nepekprcTanin3oBLIBaNn n3 400 MIn
naonponunoeero cnupra. Boigenann 305 1
(68%) BewecTsa ¢ T.nn. 159-161°C.

AHanorn4Ho 3) U 1) nonydanu:

3,4,5,6,7,8-rekcarngpo-3-(1-rugpoKen)npon-
2-un-7-metTunnupugof4’, 3-4,5]
TWeHo-[2,3-d]nupuMranH-4-oH

3,4,5,6,7,8-rekcarngpe-3-(1-xnop)npon-2-un
-7T-meTunnupuao[4’, 3"
4 bltneHo[2,3-dInupuMUanH-4-0H

3,4,5,6,7,8-rekcarngpo-3-(2-rugpokcu)nponu
n-7-metTunnupuao[4’,
3"4 5]tveHo[2, 3-d]nupruMuanH-4-oH, T.nn.
158-160°C

3,4,5,6,7,8-rekcarngpe-3-(2-xnop)nponun-7-
mMeTunnupuao[4', 3" 4.5]
TeHo[2,3-d]NnpUMUONH-4-0H.

K) N-(1-Hachtmn)nunepaanH

K cmecn 54 1 (24,2 mmons) auerata
nannaguna KW 14,7 r (48,3 mmond)
Tpr-o-TonunchocchuHa B 500 MN Kewnona
npubaensany 83,2 r (966 MMoneld) nunepasmHa,
38,0 r (339 MmoneR) TpeT-OyTUnata Kanua M
50,0 r (241 wmmons) 1-BpomHacpTanuHa w
PEeaKUMOHHYI0 CMeCb KUNATUNM ¢ ofBpaTHbIM
xonoguneHukom 10 4acoB Mpu  Xopolem
nepeMeLLnBaHMM U B atMocdepe asota. 3artem
CMechb pasbaBnanM XMCPUCTHIM  METUNEHOM,
OTUMNBETPOBLIBANKM HEPACTBOPUMBIE OCTATKA M
chuneTpaT ynapueann. TexHWHYecKMA NpogyKT
ovyMwanu ¢ MNoMouWwbsl  Xpomarorpadgpuu  Ha
KOMOHKe (cvnukarens, pacTBopuTenb
TeTparngpodypar/meTaHon/ammnak  85/13/2).
Monywann 215 r (42%) npoaykta ¢ T.MM.
84-86 °C.

M) N-(2-meTtun-1-HadTrun)nunepasmH
CmewwmBann 130 r (82,7 wmmons)
1-aMWHO-2-MeTUNHadTanMHa B 100 Mn
xnopbensona ¢ 14,7 r (82,7 mmons)
Ouc(2-xnopstumammuHa  HCl . kanatunn ¢
obpaTHBIM  xonogunsHWkom 90  4acoB B
atMocdepe asora. 3aTem CMeck ynapueani,
OCTaTOK pacnpedenann Mexay XNopueTbimM
MeTUneHoMm W Bogod npun pH 9 ©n nocne
BbICYLUMBAHWA OpraHUYeckyo hasy ynapueanu.
TexHUJecKMA nNpodykT odMwani ¢ NoMOLED
Xpomatorpadhu  Ha  KONOHKe  (cunukarens,

pacTBoOpUTENbL
TeTparugpodypan/mMeTaHon/ammmuak  85/13/2.
Beigenanu 11,8 r (62%) npofykra.

M) 4-MunepasnH-1-nn-n3oXMHONMNH
CuMewmeanmn 451 r (21,7 wmmMons)
4-BpommsoxmHonuHa, 4,65 r (250 mmonei)

TpeT-0yTUNoBOro sdupa
nunepaanH-N-kapboHoBOW Kucnotel, 0,1 1 (0,11
MMons)
Tpuc-(anbeHannndeHayeToH)-gunannagus, 0,11
r (0,18 MMOnNA)
2,2'-6uc(gntbeHnndgocdnHo)-1,1-bnHakTiina wm
2,92 1 (30,4 mmona) TpeT-OyTMnarta Hatpua B
50 mn Tonyona w nepemeluMBanun 2 daca npu

75 °C. PeakUMOHHYIO CMECh BLIMMBANKM B CMech
Nba C NCOBApPEeHHOW COMbl, 3KCTparupoBanm
sTunaueTaToM, opraHWdeckyto asy cyluunu Hag,
CEepHOKUCTEIM ~ HATPUEM W pacTBOPWUTENb
yoanann B pOTAUMOHHOM  McnapuTene.
BelkprcTannuaceaBLLIUACS NpPOOyKT
OTPUNBLTPOBLIBANU MO BaKYYMOM W NPOMLIBAIU
neHTaHom. Monyyvanu 5,5 r (81%) nunepasnHa ¢
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TpeT-Oy TOKCUKapOOHWUNBHOW 3aLLUTHOR rpynnoi
(T.nn. 111°C). K 52 r (16,6 mmons) aToro
BellecTBa npubaenank 17 Mn guxnopMeTtaHa K
npu 0°C MegneHHo obpabatelBann 17 Mn
AuxnopMeTaHa ] newu 0°C MeaneHHo
cmewmBann ¢ 17 wmn (0,22 MmonsA)
TPUPTOPYKCYCHOW KuenoTel. MNepemellnBany 4
yaca npwu 0°C, BbiINMBaNM B BOAY CO NbOOM U
3KCTparnpoBanu guxnopmMeraHoM. BogHyto dasy
hUNsTpoBanu, nodLenadiean [
3KCTparupoBanu OMXNOPMETAHOM. Mocne
BbICYLUMBAHWA HAL CEPHOKUCMEIM HATPUEeM K
nocnegywLwero  yganeHud  pacTBopuTend
pasbaBnann cepHelM SPUPOM KM CcaK4aNU
Xnoprugpar ¢ NOMOLbL pacTeBopa XMOPUCTCro
Bogopoda B admpe. Monydanm 3.2 r (67%)
npoaykTa ¢ T.nn. 293-294°C.

AHaNoOrM4HO K), N) WU M) nonyyanu gpyrue
nunepasnHoBLIe NPOKU3BOAHbLIE (CM. NPUMEpPL!), B
KaKOR-TO Mepe He W3BECTHLIE B NUTEPATYpE (CM.
TakKe 3afBKy Ha nateHT [epmaHun 19636769.7).

B Mony4eHWe KOHEYHbIX NpoayKToB

Mpumep 1

3,4,5,6,7,8-lekcarngpo-7-meTn-3-[2-(4-(2-
MeTokcudeHUN)nunepasnH-1-un)aTun]-nupuao[4’
,3"4 BlTneHo[2,3-dInupnMuamnH-4-nmMnuH «3HCI

CwmewmBarm 3,0 r© {121 MMOns)
2-3TOKCUMETUNEHaMWHO-3-UnaH-6-meTnn-4,5,6,7
-TeTparngpotmeHo[2,3-c] nupuavHa B 60 mMn
stunoeoro cnupra ¢ 3.3 1 (12,1 mmons)
1-(2-aMUHO3TUN)-4-(2-MeToKCUheHUN) NMNepasnH
a u kAt 3 daca ¢ obparHbM
XonoguneHWKoM. 3ateM CMech ynapuesans B
pOTaUMOHHOM  UCMapuTene W K ocratky
npubaensgny 100 mn stunayetara. Ocaxaanm
npy  nepeMmellnBaHUKM nytem npubasneHua
ahupHOro  pacTBopa  XIOPWUCTOro  Bodopoda
TpUrMapoxnopua, npogyKkT OTdUNLTPOBLIBAMIM
nod a3cToMm U 3aTem MNPOoMbIBAN 3TUNALeTaToM.
Mocne cywkW npu 50°C B BakyyM-CYLLMIBEHOM
wiacy Belgenann 3,6 r (55%) npogykra ¢
T.pasn. 282-284°C.

Mpumep 2
3.4,5,6,7,8-lekcarngpo-7-meTn-3-[2-(4-(2-
MeToKcMdPeHUN)NunepasnH-1-un)aTun]-nupuao[4’

,3"4 5ltneHo[2, 3-dInupvMranH-4-oH «3HCI

Cmewmearn 3,0 r (121 MMOns)
2-3TOKCUMETUNEHaMUHO-3-kapbaTokcu-6-meTun-
45,6 7-teTparmapotieHo[2,3-¢c] nupuanHa B 50
M aTvnoBoro cnvpta ¢ 2,4 r (10,2 Mmons)
1-(2-aMUHO3TUN)-4-(2-MeToKCUEHUN)NUNepasnuH
a W KMNaTunK ¢ obpartHeIM XOMNOAWUITEHUKOM B
TedeHWe 3 4acoB. 3arteM cMecb ynapueanus B
pOTaUMOHHOM  WUCMapuTene U TeXHWUYECKUIA
NPECOYKT ouYMLani ¢ NoMOLE XpomaTorpadni
Ha  KOMNOHKe  (cunwkarenb,  pPacTBOpUTENb
meTuneHxnopua/metaHon  97/3). CeobogHoe
OCHOBaHWe npespallani B TPUIMOpOXNopud, Kak
onucaHo Bhile, nonyyvann 3,2 r (48%) npoaykra
¢ T.pasn. 288-290°C.

Mpmep 3
3,4,5,6,7,8-lekcarngpo-7-(4-xnopbeHaun)-3-
[2-(4-(2-meToKkCKMdeHUN)NMNepaanH-1-un)-sTunin
mnpugo[4',3"4,5]tnerHo[2,3-d]nnpuMuanH-4-oH «

3HCI

Cmewmnearn 35 r (8,6 MMOIA)
2-3TOKCUMETUNEHaMUHO-3-kapBaTokeu-6-(4-xnop
GeHzun)-4,5,6,7-TeTparnapoTneHo[2, 3-cl
nMpuavHa B8 60 mn stunoBoro cnuvpta ¢ 2,0 1
(8,6 MMOA)
1-(2-aMUHO3TUN)-4-(2-MeTOoKCUeHUN) NMNepasH
a W KMNATUNK ¢ O0paTHLIM XONOAUNEHUKOM 4
Jaca. 3arem CMechb ynapueanv B poTauMoHHOM
vucnaputene U TeXHWYecKUA NpoayKT odvany ¢

27198888 C2

RU



888861L<C N

[ARS)

NoOMOLBLK  Xpomarorpacum  Ha
(cunuKarens, pacTBOpUTENb
MeTuneHxnopug/metaHon  95/6).  CeobogHoe
OCHOBaHWe NpeBpaLlany B TPUIMAROXIopKa, KaKk
onucaHo Bbille, nonyyvann 3,2 1 (57%) npoaykra
¢ T.pasn. 290-293°C.

Mpumep 4
3,4,5,6,7,8-ekcarngpo-7-meTun-3-[3-(4-(2-
MeTOKCUbeHKNM)NUMNepPa3nH-1-nnnponunl-nipug
o[4,'3"4,5]TneHo[2,3-dInupuMramnH-4-cH «3HCle2H

O

2

Cmewmeann 35 1 (11,8 mmons)
2-3TOKCMMETUNEHaMWHO-3-KapbsToKeu-6-MeTun-
4.5 6 7-teTparmapotieHo[2,3-c] nupuanHa B 40
mn atunoeoro cnuvpta ¢ 3,0 r (11,8 Mmons)
1-(3-ammnHonponun)-4-(2-MeTokcudpeHuNNUnepa
3MHA U KUNATUNK € OBpPAaTHLIM XONOAWUITBHUKOM B
TeusHWe 2 vacoB. 3areM CMeck ynapueans B
POTAUMOHHOM  WUCrapurtene ©u  TeXHWUYECKUA
NPOOYKT OHWLWLAENM C MOMOLLLK XpomaTorpadni
HA  KONCOHKe  (CUNWKarenb,  pacTBOPUTEMb
meTuneHxnopug/metaHon  93/7).  CeobopHoe
OCHOBaHWe npeBpallan B TPUIMOpoxXnopud, Kak
onMcaHo Bhile, nonydvann 3,1 1 (44%) npoaykra
c T.pasn. 122-124°C.

Mpumep 5
3,4,5,6,7,8-lekcarngpo-7-meTtun-3-[3-(4-nnp
WOWH-2-Un-nunepasmH-1-mmnponuni]-npuaoc[4' 3"
4,5]TveHo[2,3-d]nMpUMnanH-4-nMnH «4HCleHO
Cmewmeann 3,0 (121 MMmons)
2-3TOKCUMETUNEHaMUHO-3-UnaH-6-meTun-4,5,6,7
-TeTparnapoTueHo[2,3-c] nupuanHa B 60 mMn
3TUNOBOrO cnupta ¢ 2,65 r (12,1 mmons)

1-(3-amuHonponun)-4-NUpUanH-2-un-niunepasuH
a W KWNATUNKM C ODpaTHBLIM XOMOAWITEHUKOM B
TeueHWe 6 vacoB. 3areM cMeck ynapueans B
POTAUMOHHOM WCNapuTene W HeoYWLEHHbLIH
npoaykr wasnekanu 100 mn  sTvnauertara.
3akpucTann1aoBaBllescs B TeueHWe HO4M
TBepgoe BeLLEecTBO npeepaLanm B
TPUrMAPOXII0pMA, Kak OnMcaHo Bbille. Bbigensnu
2,7 r (38%) npoaykta ¢ T.pasn. 261-264°C.

Mpumep 6

3,4,5,6,7 8-ekcarnapo-7-meTun-3-[3-(4-(2-
THUomMeTUndeHnn)nvnepasnH-1-nnynponnn]-nupu
nof[4',3"4 5ltneHo[2,3-d]-nupuMuanH-4-UMUH o
3HCI

Cmewmsann 30 1 (121 MMOns)
2-3TOKCMMETUNeHaMnHo-3-UunaH-6-metnn-4,5,6,7
-TeTparngpoTeHo[2,3-c] nupugrHa B 50 Mn
aTaHona c 3,2 r (12,1 MMons)
1-(3-amMuHonponun)-4-(2-TMomeTUNpeHun)NKuNep
asiHa W KMNATWIM 4 4vaca ¢ oBpaTHbIM
XOnoguneHUKOM. 3aTeM CMech ynapuesani B
pOTaUNOHHOM ucnaputene " OCTaTOK
obpabaTbiBanm 100 mMn  sTunayertarta npu
HarpeBaHWK OO KWneHwd. lNocne oxnaxgeHws
OTPUNETPOBLIBANW HEPACTBOPUMEIS OCTATKU, U3
cnneTpata npwm nepemeLLnBaHum npM
nobaBneHUn 3pUpHOrO pacTeopa  XMCPUCTOro
BOAOPOdA OCahanu TPUrMapoxnopua, NpoaykT
OTCHUNBTPOBBIBANKM  NOA  a30TOM KW 3aTeMm
npoMbIBann aTUNaLEeTaToM. TexHu4eckni
npodykr (5,1 1) 3aaTem nepekpucTaniiMacBsBany
13 metaHona. Beigensann 3,8 r (54%) npoaykra c
T.nn. 306-307°C.

Mpumep 7

3,4,5,6,7 8-ekcarnapo-7-metun-3-[2-(4-nup
WOKH-2-UN-nunepasmH-1-un)atun]
nupuao-[4',3"4 5]tueHo[2, 3-d]JTUpUMUANH-4-0H »
3HCle2H50

CmMelmnsanu 2,2 r (7.8 MMOIA)
3,4,5,6,7,8-rekcarnapo-3-(2-xnop)aTun-7-Metun
-nupuac[4’, 3"

KONOHKe
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4 5ltmeHo[2,3-dnupumnanH-4-oHa B 50 mMn
Kcknoma ¢ 1,6 (10,0 mmonamu)
1-(2-nupuonn)nunepasnHa, 1,4 r (10,0
MMOMAMKM)  MEIKOMOpPOoLWKoBoro  kapGoHata
kanusa, a takke ¢ 400 Mr RogucTorc Kanuvsa u
KMNATUAM  C©  0BpaTHbIM - XONOAMINEHUKCM B
TeueHWe 24 vacoB. 3areM CcMeck yrnapueanu B
poTauUOHHOM ucnaputens ] OCTaTOK
pacnpefensany Mexay XNOPUCTbEIM MeTUIEHOM K
BodgoA npu pH 10. BogHyto dpasy elle pas
SKCTParMpoBanuM  XMCOPUCTEIM - METUNEeHOM K
nocre cylkn obbeAWMHeHHble opraHudeckne
thasel  ynapueani.  TEXHWYSCKWA  NpoayKT
ouMllany ¢ MOMOWbK  XpoMmartorpadud  Ha
KONOHKe (cuUnukarens, pacTBOPUTENE AUETOH).
Bogenanu 2,3 r (72%) npofykra, KOTOPbIRA
pacteopsni B 100 mMn  sTunauetatra W
npeBpalland B rWapoxnopua ¢ MNOMOLLbD
pacTBOpa XNOpUCTOro BOACPOAA B STUNayeTare,
T.MN. rMapoxnopuvaa 233-235°C.

Mpumep 8

3,4,5,6,7,8-Mekcarngpo-7-metnn-3-[1-(4-(1-
HachTUn)NMNepasnH-1-nninpon-2-unj-nupugo[4’,3
"4 BltueHo[2,3-dInnpuMuanH-4-oH «3HCle2H>0O

CmelumBanm 2.7 r (2,0 MMOnA)
3,4.,5,6,7,8-rekcarugpo-3-(1-xnop)npon-2-un-7-
MeTUN-Nnpruao[4’, 3" 4.5]
TheHo[2,3-d]nnprMmuamnH-4-oHa B 50 mn kcunona
c 2,1 r (10,0 MMOMAMI)
1-(1-HacpTun)nunepasunHa, 1,4 1 (10,0 mmonamm)
MeIKONopOLLKCBOro kapboHaTa kanus, a Takke ¢
250 Mr MogucToro Kanua W KANATUNKM C
obpaTHBIM XONOAWBHUKCM B TeveHne 70 Yacos.
3areM cMecb ynapueanu B poTalUOHHOM
ucnaputTene W OCTaTOK pacnpefensany Mexay
MeTUNEeHXNopKAOM W Bogok npn pH 10. BogHyio
casy oKcTparMpoBanu 3aTeM elle pas
METUMNEHXNOPUAOM " nocne CYLLIKK
obbeguHeHHble opraHudeckie dasbl ynapueani.
TexHWYeCKMA NpOdyKT ovuwand ¢ NOMOLLEHD
XpomaTtorpachd  Ha  KOMOHKe  (Cunukarens,
pacTBopuTEnb aueToH). Bolgenann 1,6 1 (38%)
NpPCAYKTa, KOTOPLIA PacTBOPANK B sTWnauertaTe
W NpeBpallann C MNOMCLWbLH  pacTBopa
XNOpWcTorce  Bogopcda B sTWnauetaTe B
TMOPOXIOPUE C T.NN. 242-244°C.

Mpumep 9

3,4,5,6,7 8-Mekcarugpo-7-metnn-3-[2-(4-(2-
MEeTOKCUDEHKMNM)NUMNEPa3nH-1-unnponunl-nuprg
o[4',3"4 B]TueHo[2,3-d]nupumuamH-4-oH «3HCI

CMelumBanu 2.9 r (8,9 MMOIS)
3,4,5,6,7,8-rekcarnapo-3-(2-xnop)nponun-7-met
un-nuprao[4’, 3"
4 5ltneHo[2,3-dInvpumnanH-4-oHa B 60 MR
kewnona ¢ 3,5 (18,0  mmonamu)
1-(2-meToKcudpeHunmnunepaanHa, 1,4 r (10,0
MMOMNAMKM)  MENKOMopoLWkKoBoro  kapGoHata
kanusa, a Ttakke ¢ 400 mMr RogucTorc Kanuvsa u
KANATUNM  C©  0BpaTHBIM - XONOAWNEHWUKOM B
TeveHre 100 vacos. 3ateM cMechk ynapueanu B
poTauUOHHOM ucnaputens ] OCTaTOK
pacnpefenany Mexgy MeTUNeHXTopuaoM W
Bodor npu pH 10. BeaHyto dasy satem ele pas
SKCTparMpoBanyM  MeTWNeHXnopuaoM U nocne
CylWKM obbeAMHeHHble opraHudeckse chasbl
ynapueanu. TexXHWYeCKWRA NpoayKkT oduwan ¢
NMOMOLWBK  XpomaTorpadi  Ha  KOMNOHKe
(cunukarens, pacTBOpUTENb aueToH). Bolgensanu
1,0 1 (25%) npoaykta, KOTOPbLIA pacTBOPANA B
100 mn sTunauertata WM C NOMOLLLKD pacTBopa

XNOPUCTOro BOJOpOAAa B sTunauerare
npeBpallany B ruapoxnopua, ¢ T.nn. 190-192°C
(paan.).

Mpumep 10

3,4,5,6,7,8-Nekcarngpo-2,7-gumetnn-3-[2-(4
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-(2-meToKeneHmNUNepasmH-1-mn)stTun]-nupurg,
o[4',3".4 5]TneHo[2,3-d]nupumngunH-4-oH

Cmewwmeann 1,9 r (6,2 MMOnAa) 3TWNOBOMO
achupa
N-{3-kapbatokcu-6-meTun-4,5,6,7-TeTparngpotu
eHOo[2,3-c] NUPUAKUH-2-UN)3TaHUMULOKUCNOTE B
30 mMn asraHona ¢ 1,5 r (6,2 mmons)
1-(2-amuHoaTKN)-4-(2-MeToKCUeHNN)NNepasnH
a W KMNATUNKM C ODpaTHBLIM XOMNOAWITBEHUKOM B
TedeHWe 7 yvacoB. 3areM cMechb ynapueanus B
pOTaLNOHHOM ncnaputene " OCTaTOK
obpabarteiBann 20 mn stvnaderara. 3a HOub
BbiNadant B  BuMde  Kpuctannoe 2,1 r
TexHWYecKoro npoaykra, KOTOPLIA
OTPUNBETPOBEIBANKM U NOABEpPranM OuYUCTKKM C
NoMoLbl  XpomaTorpadinK Ha  KOMoHKe
(cunKUKarens, pacTBOpUTENb
MeTuneHxnopua/metadon 92/8). Belaenanu 0,8 r
(29%) npoayKra.

Mpumep 11

3,4,5,6,7,8-lekcarngpo-2-rugpoKcun-7-aueTmn
-3-[2-(4-(2-MeToKcudeHun) nunepasnH-1-unyaTnn]
nupuao[4',3"4 5ltneHo[2,3-dJnupuMnanH-4-oH

Harpesann 2,5 r (7,3 wMMmons)
2-kapbaTokcuamMuHo-3-kapbaTokcu-6-auetTnn-4.5,
8,7-TeTparngpotneHol2,3-c] nupuanHa ¢ 1.7 1
(7,3 MMONA)
1-(2-aMUHO3TUN)-4-(2-MeToKCUEeHWUN)NUNepasnH
a 2 vaca npu 180°C nop a3oToM W NpU XopoLlem
nepemMelLnMBaHMM pacnnaea. lNocne oxnaxgeHus
TEXHWYECKAA NPOOYyKT OYMWany ¢ MNoMOLLbo
Xpomatorpadhu  Ha  KONOHKe  (cunukarens,
pacTBOpUTENL MEeTUNeHxnopua/metraHon 95/5).
Bolgenanu 0,7 r (20%) npodykta ¢ T.nn.
135-137 oz

Mpumep 12

3,4,5,6,7 8-lekcarngpo-7-aLetun-3-[2-(4-(2
-MeToKkcucdbeHUn)nunepasnH-1-nn)stunnupuaol[4'
,3"4 5]TreHo[2,3]NMpUMUAanH-4-0H

CmewmBann 58 1 (23,4 mmong)
2-3TOKCMMETMNeHaMNHO-3-kapbsToKecK-6-aueTn
-4.5,6,7-TeTparnapoTueHo[2,3-c] nuvpwanMHa B
50 mn sgsraHoma ¢ 55 r (234 mmong)
1-(2-amMnHoaTUN)-4-(2-MeToKCUueHnN ) NNepas3nH
a W KWNATUNKM C ODpaTHBLIM XOMOAWITEHUKOM B
TeueHWe 2 vacoB. 3areMm CMechb ynapueans B
poOTaAUMOHHOM  UCMapuTene W K ocTatky
npubaensany 30 Mn sTUnauerara, Harpesanu 4o
KANEHKMA W oxnaskganu npr nepemeLlnBaHui.
BhlkpucTannuaoesaslleecs TBepAoe BellecTBO
nocne oxnaxgeHns B ©GaHe cO  NbAOM
OTPUMNLTPOBEIBANMK K 3aTeM  MPOMbIBAM
atunaudetartom. Belgenanu 8,7 r (80%) npoaykra
¢ T.nn. 170-172°C.

Mpumep 13

3,4,5,6,7,8-lekcarngpo-3-[2-(4-(2-meTokcug
eHvn)nunepasuH-1-nmatun]-nupnao[4',3'4,5]tu
eHo[2,3-d]nupruMnanH-4-oH

Pacteopann 40 r (8,6 mmons)
3,45 6,7 8-rekcarngpo-7-auetun-3-[2-(4-(2-me
ToKcuhbeHumnunepasnH-1-nn)atun] nupnao[4’,
3" 4. BltneHo[2,3-dInupuMuanH-4-oHa B 80 Mn
10%-Hol conaHol KUcnoTsl 1 nepemelunsani 2
Jaca npu Temnepatype B GaHe 100°C. 3artem
CMeCb BhbINKMBAaNKW B BOAY CO  [bOOM,
nodwenadmsani  KOHUEHTPUPOBAHHLIM - e0KUM
HaTpoMm W ABax bl SKCTparnpoBarnm
mMeTunerHxnopngaoMm. ObbeguHeHHble
opraHudeckne assl CYyWWMIM W ynapueanu.
Bolgenann 3,7 I HeOWMLWEHHONo Mpoaykra,
KOTOPBIA NepeKkpucTannMacBsiBand Ma 50 mn
naonponunoBsoro cnupta. Monyuanu 2.4 1 (66%)
npoaykTa ¢ T.nn. 168-170°C.
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3.4,5,6,7.8-lekcarnapo-7-(2-(1-HadpTUn)aTun
)-3-[2-(4-(2-MeToKCcUEHNM)NMNEPAINH-1-UM)3TH
njnupugo[4',3"4 5]tneHo[2,3-d]MNPUMUOUH-4-OH
3HCI

CmelumBanm 1,0 ro(2,3 MMOIA)
3,4,5,6,7 8-rekcarngpo-3-[2-(4-(2-meTokcudeHn
n)-nunepasunH-1-unatuninupnao[4',3"4,5]TneHo
[2,3-d]nnpuMmmnanH-4-oHa B 35 Mn Kewnona ¢ 0,8
r (3,4 mmona) 2-Gpom-1-HadpT-1-un-ataHa, a
Taike ¢ 0,3 1 (2,4 MMonNa) MenKonopOLLKOBOro
kapboHaTa Kanug W KANATUAKM ¢ oBpaTHbIM
XONOOWUNBHUKOM B TeuyeHue 12 vaco. 3arem
CMecb ynapuveanua B poTauMOHHOM WCnapuTene KW
octatoK pacnpegenanu npu pH 10 wmexay
METUNEHXNOPUAOM W BOOOW. BogHyw dhaay
3artem ele pas3 SKCTparnpoBanu
MeTuneHxnopngom. O6befUHeHHble
opraHudeckne pasbl nocne  BLbICYLIMBAHWA
ynapueanu. [Monydany 2,7 T TeXHWYeCKoro
npoaykra B BWAe TeMHOro Macna, KOTOpblA
ovMLany ¢ NoMOoUWb  Xpomarorpadgun  Ha
KOMNOHKe {cunukarens, pacTBOpUTENb
MeTUNeHxNnopua/aueToH 713). Mocne
npeBpalleHnsa B rMApOXNopWa B sTunauertare
Bulgenanu 1,0 r (63%) npogykra ¢ T.NN.

AHanormyHo npuMepam  1-14  nonyyanu.
(nprmepsl 15-124)

15.
3,45 6,7 8-lekcarngpo-7-meTnn-3-[3-(4-(2-meT1
oKkcUdpeHUmNUNepaanH-1-un)-nponun]nuprac[4’,
3"4 5]TueHo[2,3-d]MMpUMUaNH-4-UMWAH, T.MM.
112-114°C

16.
3,45 6,7 8-lekcarngpo-7-6eH3unn-3-[3-(4-(2-me
ToKcudbeHnN)NnepasnH-1-1un)-nponun)

nupuao(4', 3" 4 5] TUeHO[2,3-d]
NMUPUMUONH-4-UMHe2 HCI T.MM. 258-261°C
(paan.)

17.

3,45 6,7 8-lekcarngpo-7-6eH3un-3-[2-(4-beHnn
nunepaswH-1-un)atun]-nupuaol[4',3":4 5]tneHo[2
3-d]MUMpUMUANH-4-UMKUH, T.AM. 168-170°C

18.
3,4.5,6,7,8-lekcarngpo-7-6eHaun-3-[3-(4-(2-me
TOKCUpeHUnnunepasuH-1-mnjnponun]nupuao[4’,
3"4,5]TueHo[2,3-d]MMpUMUanH-4-0oH, T.MM.
66-67 °C

19.
3,4 ,5,6,7 8-Mekcarugpo-7-6eH3un-3-[2-(4-deHunn
nunepaswH-1-nn)sTun]-nnpugol4',3"4,5]TueHo[2
,3-d]nupuMnanH-4-on, T.nn. 70-71°C

20.
3,4,5,6,7,8-ekcarngpo-7-mMeTwn-3-[2-(4-nupumn
OWH-2-Un-nunepasuH-1-1un)atiin] -nupuaol4’,
3" 4.5] TneHo[2,3-d JNMpUMUaOnH-4-MMUH
TputapTpart, T.nn. 112-114°C (paan.)

21.
3,45 6,7 8-lekcarngpo-7-meTun-3-[3-(4-(3-meT
oKcrdpeHunnunepasuH-1-1un)-nponun]
nupngo[4',3".4 5]tneno[2, 3-dJnupuMngnH-4-MMuH
«3HCIe2H,0, 1.nn. 268-270°C (paan.)

22.
3,45 6,7 8-lekcarngpo-7-meTun-3-[3-(4-HadpT-1
-UN-NUNepasuH-1-uninponun] -nupuac[4’,
3"4,5]tneHo[2, 3-dInupUMUaMH-4-UMUH «3HCI,
T.Nn. 250-253°C (pasn.)

23.
3,45 6,7 8-lekcarngpo-7-meTun-3-[3-(4-(2-HuT
podeHwnn)nunepasmH-1-nn)nponun] nupugo4',
3. 4.5]
TWeHo[2,3-d]NUpUMUANH-4-UMUH «3HCle2H,0,
T.NN. 271-273°C (pasn.)
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24.
3,4,5,6,7,8-ekcarngpo-7-meTnn-3-[3-(4-(2-meT
undpeHunnunepaamH-1-mnnponun] -nprnao4’,
3"4 5]tveHo[2, 3-dInupumMuanH-4-umuH «3HCI,
T.nn. 280-282°C (pasn.)

25.

3,45 6,7 8-lekcarngpo-7-meTun-3-[3-(4-(2-amu
HocbeHnn)NMNepasnH-1-umnponun]  nupuaoc[4',
3" 4.5] TMeHo[2,3-d]
MMPUMUAUH-4-UMUH «HCled HsO, T.011.

113-115 °C{paan.)

26.
3,4,5,6,7,8-Nekcarngpo-7-meTnn-3-[3-(4-(2-xno
pheHnn)nunepasuH-1-umnponun] -nupngol4',
3"4 5]treHo[2, 3-dInupuMUanH-4-uMuH «3HCI,
T.MN. 261-263°C (paan.)

27.
3,4,5,6,7 8-ekcarngpo-7-meTnn-3-[2-(4-nupMng,
WH-2-nn-nunepasuH-1-un)atun]-nupuaolf4',3-4,5
JtneHo[2,3-dInMpumnanH-4-oH, T.nn. 146-148°C

28.

3,4,5,6,7,8-ekcarngpo-7-meTnn-3-[3-(4-6eHznn
nunepuanH-1-umnponunn)
nupugo-[4',3"4 5]trneHo[2, 3-dInupUummngrH-4-MmmnH
«3HCI, T.nn. 295-297°C (paan.)

29.
3,4,5,6,7,8-lekcarngpo-7-meTtun-3-[3-(4-(2-rmg
pokcudeHun)nunepasuH-1-un)-nponun]nupwrao[4
',3"4,5]TnenHo[2,3-d]nMpuMungH-4-nMuH,  T.Mn.
164-166°C

30.
3,4,5,6,7 8-ekcarngpo-7-meTtnn-3-[4-(4-(2-meT
okcupeHMNMNepasuH-1-nn)-oyTnn] nupuao4’,
3"

4 5]tmeHo[2,3-dInpumMnonH-4-mMmnHe HCle 3H5 O,
T.NN. 272-274°C (paan.)

31.
3,4,5,6,7,8-ekcarngpo-7-meTnn-3-[3-(4-(2-s10
KCUdpeHumNUNepasuH-1-1un)-nponun] nuprao4',
3"

4 5]tmeHo[2,3-dInpuMnonH-4-MMUHe3HCle3H o
O, 7.nN. 284-286°C (paan.)

32.
3,4,5,6,7,8-ekcarngpo-7-meTnn-3-[3-(4-(2-aTK
ndpeHumnunepasuH-1-un)nponun] -nuprao[4’,
3"4 5]tveHo[2, 3-dInupumMuanH-4-umnH «3HCI,
7.1, 303-305°C (pasn.)

33.
3,4.5,6,7 8-lekcarngpo-7-meTnn-3-[3-(4-(2-una
HeHUN)NUNepasnH-1-umnponun] -nupugol4’,
3" 4.,5] TUeHo[2,3-d]
MUPUMWMAMH-4-CH «2HCleHoO, T.nN. 136-138°C
(paan.)

34.

3,45 6,7 8-lekcarngpo-7-meTnn-3-[3-(4-peHnnn
nnepuanH-1-un)nponun]
nupugo-[4',3".4 5]TneHo[2, 3-dInupuMmmnguH-4-MmmnH
«3HCI, T.nNn. 280-282°C (paan.)

35.
3,4,5,6,7 8-ekcarngpo-7-meTnn-3-[3-(4-nupasn
H-2-un-nunepasuH-1-umnponun] -nupngol4',
3" 4,5]TmeHo[2,3-dInupumuamn
H-4-MMWH ¢4 HCleH>O, T.n11. 284-286°C (paan.)

36.

3,45 6,7 8-lekcarngpo-7-meTun-3-[3-(4-nuprumun
OWH-2-nn-nnepasuH-1-un)-nponuninupuao[4',3"
4 5]TneHo[2,3-dInnpnMUgnH-4-UMUH, T.00.
161-163°C

37.
3,4,5,6,7,8-lekcarngpo-7-metnn-3-[3-(4-(2-una
HbeHun)nunepasuH-1-umnponun]-nuprngol[4',3-4
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,b]TveHo[2 3-d]nnpUMUaANH-4-UMKUH, T.NN.
148-150°C

38.
3,4,5,6,7 8-lekcarngpo-7-6eHaun-3-[2-(4-(2-me
ToKkcudpeHun)nunepaswH-1-un)-atun]  nupugo(4',
3" 4.5] TUeHo[2,3-d]
NUPUMNAVH-4-0H «3HCleH O, T.NN. 288-290°C
(paan.)

39.
3,45 6,7 8-lekcarngpo-7-meTun-3-[3-(4-(3,4-m
eTuneHANoKCUeHUN)NNepasnH-1-unnponun]

nupudo(4', 3" 4.5] TUeHo[2,3-d]
NMUPUMUONH-4-UMAHe 3 HCI, T.MM. 288-290°C
(paan.)

40,

3,45 6,7 8-lekcarngpo-7-meTnn-3-[2-(4-(2-meT
nnceHun)nunepasuH-1-un)atun]-nupugo(4',34.5
ITneHo[2,3-dInnpumanH-4-oH «2HCleH20,
T.0m. »300°C

41,
3,45 6,7 8-lekcarngpo-7-meTun-3-[2-(4-(2-xno
pheHun)nunepasnH-1-umaTun]-nupuao[4' 3"4,5]
TheHo[2,3-d]NnprMUANH-4-0H «2HCleHO,
T.0n. >300°C

42,
3,45 6,7 8-lekcarngpo-7-meTun-3-[2-(4-(3,4-4
nMeTUndeHun)nunepasnH-1-mn)-stmn)
nupudo(4',
3"4,5]TreHo[2,3-d]MMpUMnanNH-4-0He 2HCI,
7.1, 307-310°C

43,
3,45 6,7 8-lekcarngpo-7-meTun-3-[2-(4-(2,6-1
nMeTundeHun)nunepasnH-1-mn)-atun)
nupuao(4',
3"4,5]TreHo[2,3-d]nMpUMnaOnNH-4-OHe 2HCI,
T.nn. 297-300°C

44,
3,45 6,7 8-lekcarngpo-7-meTun-3-[2-(4-(2,3-1
nMeTundeHnn)nunepasunH-1-nn)-stuninupngol4',
3"4,5]]TneHo[2,3-d]NnpUMUANH-4-OH, T.NM.
163-167°C

45
3,45 6,7 8-lekcarngpo-7-meTnn-3-[2-(4-(2,4-4
WMeTUNdeHnN)NunepasnH-1-1un)-aTun]
nupuao[4',
3"4,5]TnmeHo[2,3-d]nMpuMnanH-4-0OHe 2HCI,
T.nn. 300-303°C

48,
3,45 6,7 8-lekcarngpo-7-meTnn-3-[2-(4-(3,5-4
wxnopdeHun)nunepasnH-1-unystun]-nupuao[4',3'
4 5]tneHo[2,3-d]NMpUMUANH-4-0H, T.NM.
97-100 °C

47,
3,45 6,7 8-lekcarngpo-7-meTun-3-[2-(4-(2,4-1
nMeToKeMdeHUN)NMNepPasanH-1-mn)-aTnn]
nupuao(4',
3"4 5]TreHo[2,3-d]nMpuMnanH-4-OHe2HCI,
T.nN. 287-290°C

48,
3,4,5,6,7 8-ekcarngpo-7-meTnn-3-[2-(4-(3-Tpu
dTopMeTUNdeHn)nvnepasnH-1-umetTuninupug
o[4',3"4 5]TneHo[2,3-dInupumMugmnH-4-oH «2HCI,
T. nn. 309-312°C

49,
3,4.5,6,7 8-lekcarngpo-7-meTun-3-[2-(4-HadpT-1
-AN-NUNepasnH-1-unatnn] nprao-[4'
3"4,5]tneHo[2,3-d]nMpumuanH-4-oH «2HCleHO,
T.NN. 298-300°C (paan.)

50.
3,4,5,6,7,8-Tekcarnapo-7-metnn-3-[3-(4-(3-rua
pokcupeHuNNMNepasH-1-un)-nponun]
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nupuao[4',3"4 5ltneHo[2,3-d]nupuMnauH-4-uMuH
«2HCle2H0, T.nn. 182-184°C (paan.)

51.

3,45 6,7 8-lekcarngpo-7-meTnn-3-[2-(4-(2-meT
OKCU-5-XNopdeHun)nMnepasnH-1-unstuninupug,
o[4',3"4 BlTueHo[2,3-d]nupumuamH-4-oH «3HCI,
T.nn. 170-172°C (paan.)

52.
3,4,5,6,7,8-lekcarngpo-7-meTnn-3-[2-(4-(2,5-4
UMeToKCcUdeHUN)NMNepaanH-1-mn)-aTnn|
nupmuao[4', 3" 4.5] TheHo[2,3-d]
MMPUMAOMH-4-OH «3HCleHoO, T.NN. 176-178°C
(paan.)

53

3,45 6,7 8-lekcarngpo-7-meTnn-3-[2-(4-(2-meT
OKCK-5-chbeHUN-cbeHnn)nMnepaanH-1-mn)atun]
nupugo[4',3"4 5]tueHo[2,3-dlnnprMnanH-4-oH «Ho
O, T. nn. 79-80°C

54.

3,45 6,7 8-lekcarngpo-7-meTnn-3-[2-(4-(2-meT
oKkcudpeHun)-3,4-aernaponunepuamH-1-nn)atun]
nupugo[4',3"4,5]TueHo[2,3-d]nMpuMMaUH-4-0H e
2HCle2H50, T.nn. 182-185° (paan.)

55.
3,4.,5,6,7,8-[ekcarngpo-7-Metun-3-[2-(4-(2-rua
pOKCUREeHWMINUNepa3uH-1-nn)aTnn|
nupuao[4',3"4 5ltneHo[2,3-dJnUpUMUAnH-4-0H
2HCleH,0, T.nn. 281-283°C (paan.)

56.

3,4 5,6,7 8-ekcarugpo-7-metun-3-[2-(4-(7-meT
okcuHadpT-1-un)nunepasnH-1-nn)-sTnninupugo[4’
,3"4 51tneHo[2, 3-dInnpuMranH-4-oH «2HCleHo O,
T.AN. 272-274°C (paan.)

57.

3,45 6,7 8-lekcarngpo-7-meTun-3-[2-(4-HadpT-1
-un-nunepasnH-1-nn)stvn]nnpngo-[4',3"4,5]Tne
HO[2,3-d]NnpUMUAUH-4-UMKH «3HCI, T.NN.
288-289°C (paan.)

58.

3,4,5,6,7 8-ekcarngpo-7-meTnn-3-[2-(4-(4,5-m
eTuneHguokcnbeHsnn)nunepasnH-1-mnyatun]
nupmao[4', 3" 4 5] TueHo[2,3-d]
MMPUMUANH-4-UMAHe4 HCle2HoO, T.011.
249-251 °C (paan.)

59

3,4,5,6,7 8-rekcarnapo-7-metun-3-[2-(4-(6-1z0
NPCNUANUPUMUANH-4-U)-NUNepa3nH-1-1un)aTun)
nupmuao[4, 3" 4 5] TueHo[2,3-d]
MUPUMUAUH-4-UMUHe 3HCle2H5O, T.01.
250-253 °C (paan.)

60

3,4,5,é,7,8—|'eKcarV|,u,po—7—MeTv1n—3—[2—(4—(2—MeT
okcuHadp T-1-un)nunepasuH-1-nmatunlnvpugo[4’,
3"4 5]treHo[2, 3-dInupumMuanH-4-oH «2HCle2H2O,
T.0N. 241-243°C (pa3n.)

61.
3,4,5,6,7,8-ekcarngpo-7-meTnn-3-[2-(4-(2-meT
okcrpeHMNUNepuanH-1-nn)aTun] nupuao4',
3" 4.5] TMeHo[2,3-d]
MMPUMUOUH-4-CH «2HCle2H50, T.01.

299-301 °(paan.)

62.

3,45 6,7 8-lekcarngpo-7-meTun-3-[2-(4-(3,4-1
nMeToKcudbeHun)-ninepasuH-1-mmastun]nvprao]
4'3"4 5]TneHo[2, 3-d]nnprmMruagnH-4-0H, T.MN.
153-154°C

63.
3,4.5,6,7 8-lekcarngpo-7-meTtun-3-[3-(4-HadpT-1
-un-nunepasuH-1-umnponun]  -nupuaol4', 3"
4.5] tmeHo[2,3-d] nupuMnanH-4-OHe3HCle2H20O,
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T.NN. 206-208°C (paan.)

64 .
3,45 6,7 8-lekcarngpo-7-meTnn-3-[3-(4-nupummn
OWH-2-UuN-nunepasunH-1-uninponunnupugol4',3-4
,5]TMeHo[2, 3-d]INMMPUMUANH-4-0H, T.NN.
161-1863 °C

65.
3,45 6,7 8-lekcarngpo-7-meTun-3-[2-(4-X1Honu
H-2-un-nunepasuH-1-umastun]nupuao[4',3' 4,511
weHo[2,3-d]nMpumuauH-4-oH, T.nn. 143-145°C

66.
3,45 6,7 8-lekcarngpo-7-meTun-3-[2-(4-(2-meT
nnHad1-1-un)nunepasmH-1-mn)stunlnnpuaol4', 3"
4,5]TreHo[2,3-dINnpUMUENH-4-0H «2HCle2H50O,
T.NN. 295-297°C (pasn.)

67.
3,4,5,6,7 8-ekcarngpo-7-meTnn-3-[2-(4-(2-meT
OKCK-3,5-anxnopeHnn)-nnepasmuH-1-1mn)atun]
nupudo(4', 3" 4.5] TUeHo[2,3-d]
NUPUMUOWH-4-0H «2HCleH,C, T.NN. 264-267°C
(paan.)

68

3,4,5,é,7,8—|'eKcarm,u,po—?—MeTMﬂ—S—[Q—(4—(2—|_|,V|a
HeHnun)nunepasnk-1-un)stun]nupngo[4',3':4,5]t
neHo[2,3-d]NMMpumMUgnH-4-oH, T.nn. 162-164°C

69.
3,4,5,6,7 8-ekcarngpo-7-mMeTnn-3-[2-(4-(2-xno
phexHnn)nunepasuH-1-nmaetnn]nupugo[4',3' 4,511
veHo[2,3-d]nMpumMUguH-4-oH, T.nn. 165-167°C

70.
3,4,5,6,7,8-ekcarngpo-7-meTnn-3-[2-(4-nupnan
H-2-Un-nvnepasnH-1-umn)-aTun)
nupuao[4',3"4 8ltneHo[2,3-dJNUpUMUANH-4-OH
3HCIle2H50, T.nn. 232-234°C (paan.)

71.
3,45 6,7 8-lekcarngpo-7-meTun-3-[2-(4-nupugun
H-4-Un-nunepasmnH-1-nm-stmn)
nupngol[4',3"4 5]tneHo[2,3-dINMpMHanH-4-CH
3HCIe2H,0, T.nn. 270-272°C (paan.)

72.
3,4,5,6,7 8-lekcarngpo-7-meTun-3-[2-(4-(5-meT
OKCUMUPUMUONH-4-N)-NUNepasnH-1-1un)atun]
nupudo(4',
3"4,5]TreHo[2,3-d]MMpUMNaNH-4-OHe3HCled Ho
O, T.nn. 266-268°C (paan.)

73.
3,4,5,6,7 8-lekcarngpo-7-meTun-3-[2-(4-HagpT-2
-un-nunepasuH-1-unystunnupraol[4',3' 4 5]tveH
o[2,3-d]nMpumuaunH-4-oH, T.nn. 140-141°C

74,

3,4.5,6,7 8-lekcarngpo-7-meTun-3-[2-(4-nnupaszn
H-2-un-nunepasunH-1-un)astnn] nupuaol4'
3"4,5]TneHo[2,3-d]NMpUMUaKNH-4-0H «3HCle3H0,
T.nn. 170-172°C(pazn.)

75.

3,45 6,7 8-lekcarngpo-7-meTun-3-[2-(4-TeTpan
WH-5-nn-nunepaswH-1-un)stvn] nupugo(4,
3":4,5]tmeHo[2, 3-d]nupumMungmH-4-oH «3HCle2H0,
T.nN. 285-287°C (paan.)

76.

3,45 6,7 8-lekcarngpo-7-meTun-3-[2-(4-nHaaH-
1-Un-nunepasuH-1-1un)-stun]

nupnao[4',3"4 51TneHo[2,3-dINUpUMHANH-4-CH e
3HCle2H20, T.n01. 300-301°C (pasn.)

77,
3,4,5,6,7,8-lekcarngpo-7-meTnn-3-[2-(4-(2-meT
OKCU-4-HUTPO-B-MeTun-cbeHun)nunepasuH-1-mn)s
T!n] nupugo[4', 3% 4,85]  TreHo[2,3-d]
NMUPUMWAMH-4-CHe2HCIa2H,O, T.MN. 210-212°C
(paan.)

78.
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3,4.5,6,7 8-lekcarngpo-7-meTun-3-[2-(4-n3oxuH
onuH-4-un-nunepasuk-1-un)atun] nupugo[4,

3" 4.5] TUeHo[2,3-d]
MUPUMWAMH-4-CH «3HCle3H20, T.nn. 290-292°C
{paan.)

79.

3,45 6,7 8-lekcarngpo-7-meTun-3-[2-(4-(2-meT
OKCK-4-XNop-5-MeTUn-peHrn)NMnepas3nH-1-mmn)st
1N nMpurao[4’, 3" 4.5] TheHo[2,3-d]
MUPUMUANH-4-CHe2HCIe2H,O, T.MN. 283-294°C
(paan.)

80.

3,45 6,7 8-lekcarngpo-7-meTnn-3-[2-(4-(2,4-4
nMeTokcudeHun)nnnepasuH-1-unjatun]nupuao[4
",3"4,5]TneHo[2,3-dInupumMugmnH-4-oH «3HCle3H>
O, T.nn. 290-291°C (paan.)

81.

3,45 6,7 8-lekcarngpo-7-meTun-3-[2-(4-XxvHa3o
TNUH-4-Un-nunepasmH-1-1un)-sTun]
nupugo[4',3"4,5]TueHo[2,3-d]nnpMnanH-4-0H «
3HCle4H50, T.nn. 258-260°C (pa3an.)

82.
3,4,5,6,7,8-lekcarngpo-7-meTnn-3-[2-(4-(3-pTo
pMeTUN-4-xnopdeHn)-NunepasmnH-1-1un)atun]
nupmuao[4',

3"4 5ltneHo[2,3-d]npumnanH-4-OHe2HCle3Ho
O, 7.0n. 311-312°C (paan.)

83.
3,4,5,6,7,8-ekcarngpo-7-(4-xnop)beHznn-3-[2-
{4-(2-MmeToKCUeHUN)-NNepa3nH-1-umasTrninup
nao[4' 3"4 5ltveno[2,3-d]nupumnanH-4-oH «3HCle
H20, T. nn. 290-292°C (paan.)

84.
3,4,5,6,7,8-lekcarngpo-7-atun-3-[2-(4-(2-meTO
KeudpeHuMNUMNepasnH-1-nnyatun] nupuaoc(4’, 3"
4 5ltneHo[2,3-dInnpumMnanH-4-oH «3HCleH>O,
T.NN. 295-297°C (paan.)

85.
3,4,5,6,7 8-ekcarngpo-7-uzonponun-3-[2-(4-(2
-MeToKcudeHun)nunepasnH-1-nnjatun]nupugo[4'
,3"4 5]TneHo[2,3-dInupumnamnH-4-oH «3HCleH»O,
7.nn. 300-302°C (paan.)

86.
3,4,5,6,7,8-ekcarngpo-7-(4-H1Tpo)beHaunn-3-[2
-(4-(2-meToKCcUDEHUN)-NUNEPa3nH-1-Un)aTUN]nup
nao[4'3"4 5tneHo[2,3-d]nupumuauH-4-oH «3HCle
HoO, T. nn. 214-217°C(paan.)

87.

3,45 6,7 8-lekcarngpo-7-(4-meTokcn)BeH3nn-3-
[2-(4-(2-meTokcndeHnn)-nunepasmuH-1-1mn)atinn|
nMpuao[4', 3" 4 5] TWeHo[2,3-d]
MUPUMWAMH-4-CH «3HCleH,O, T.MN. 278-281°C
{paan.)

88.

3,45 6,7 8-lekcarngpo-7-(2-doeHun)atnn-3-[2-(
4-(2-meToKcneHuN)-nunepasmH-1-mn)aTruninupu
no[4',3"4,5]tneHo[2, 3-dInupumMrnanH-4-oH «3HCleH
,0, T. nn. 305- 306°C (paan.)

89.
3,4,5,6,7,8-lekcarngpo-7-(3-6eHzonn)nponunn-3-
[2-(4-(2-MeToKCHMeHUN)-NUNepa3nH-1-1n)aThn|
nupmao[4', 3" 4 5] TueHo[2,3-d]
MUPUMWAMH-4-CH «3HCleH2O, T.MN. 124-126°C
{pa3n.)

90.

3,45 6,7 8-lekcarngpo-7-(4-amnHo)beHsnn-3-[2
-(4-(2-MeToKCUheHWN)-NUNepaanH-1-unatuninup
nao[4',3"4 5tnenol[2,3-dInupumunanH-4-oH «HCle
3H,0, 1. nn. 280-282°C (paan.)

91.
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3,45 6,7 8-lekcarngpo-7-(3-dpeHun)nponunn-3-[2
-(4-(2-meToKCUPeHUN)-NUNEPasnuH-1-UN)aTUN]
nupuao[4',
3"4,5]TreHo[2,3-d]MMpUMnaOnNH-4-OHe 2ZHCle 3H2
O, 7.nn. 301-302°C (paan.)

9z.

3,45 6,7 8-lekcarngpo-7-(3-dpeHun)nponnn-3-[2
-(4-HadpT-1-UN-NUNepasmH-1-Un)atTun]
nupuao[4',

3"4 5]tneHo[2,3-d]nMpumMnanH-4-0He2HCle2Hs
O, T.nn. 306-307°C (paan.)

3.
3,4,5,6,7,8-ekcarngpo-7-(2-(4-meTokcudeHnn)s
TN)-3-[2-(4-HadpT-1-KUN-NUNepaanH-1-unyaTun]nu
puaol[4',3"4,5]TneHo[2, 3-dInvpuMnanH-4-oH «2HCI
«3H20, T.nn. 306-308°C (paan.)

94.

3,45 6,7 8-lekcarngpo-7-(2-(4-xnopdeHunn)atun
)-3-[2-(4-HadbT-1-un-nunepasnH-1-un)stnn]
nupudo(4',
3"4,5]TreHo[2,3-d]MMpUMnaOnNH-4-OHe 2HCle 3Ho
O, T.nn. 300-303°C (paan.)

95,

3,45 6,7 8-lekcarngpo-7-(2-doeHun)stnn-3-[2-(
4-HadhT-1-un-nunepasuH-1-nmyatun] nupungol[4',
3"4,5]tneHo[2, 3-dInupumMuaunH-4-oH «2HCle3H,O,
T.Nn. 295-298°C

96.

3,45 6,7 8-lekcarngpo-7-(2-(4-rugpokcudeHnn)
3TUN)-3-[2-(4-HadpT-1-UN-NnepasuH-1-un)sTunin
npuao[4' 3"4,5]TneHo[2,3-d]NUpUMUANH-4-0H o
2HCle2H20, T.nN. 254-256°C

a7.
3,4.5,6,7 8-lekcarngpo-7-(2-(4-xnopdpeHnn)atun
)-3-[2-(4-(2-MmeToKCKU-heHUN)NNepasnH-1-1n)atm
n nupudo[4', 3" 4.5] THheHo[2,3-d]
NMUPUMWAMH-4-CHe3HCIe2HO, T.nN. 304-306°C
(paan.)

98

3,4,5,6,7 8-ekcarnpgpo-7-(2-HadT-1-nn)aTnn-3-
[2-(4-(2-MeTOKCcHUDEeHUM)-NNEpa3nUH-1-UM)aTHN]
nupuao[4', 3" 4 5] TMeHo[2,3-d]
MUPUMWAMH-4-CH «2HCle2H,0, T.nn. 293-295°C
(paan.)

99

3,4,5,6,7 8-ekcarngpo-7-(2-6eH30MNamMUHO)3THN
-3-[2-(4-HadpT-1-Un-nunepasuH-1-unaTun]
nupuao[4',
3"4 5]tneHo[2,3-d]nMpumMnanH-4-0OHe 2HCle 2Hs
O, T.nn. 292-294°C (paan.)

100.
3,45 6,7 8-lekcarngpo-7-(2-6eHsonnamMmHo)aTun
-3-[2-(4-(2-MeToKcudeHun)nunepasnH-1-unyatun]

nupuao[4', 3" 4 5] TUeHo[2,3-d]
NUPUMWLMH-4-0H «2HCIe3H,0, T.nn. 202-204°C
(paan.)

101,

3,4,5,6,7,8-ekcarngpo-7-({3-6beHzonnamMumHo)npo
nun-3-[2-(4-(2-meTokcu-cpeHun)nunepasmH-1-1n)
atvn]  nupwoo[4', 3% 4,5]  TmeHo[2,3-d]
NMAPUMUAMH-4-CHe SHCIe2H5O, T.11.

182-183 °C(paan.)

102.
3,45 6,7 8-lekcarngpo-7-(3-6eH3onnamMnmHo)Npo
nun-3-[2-(4-HachT-1-Un-nunepaanH-1-mnysTruninu
puaol[4' 3" 4 B]tneHo[2, 3-dInvpummnanH-4-oH «3HCI
oH50, T.nn. 128-130°C (paan.)

103.
3,4,5,6,7 8-lekcarngpo-7-(4-heHnn)oyTun-3-[2-
(4-(2-MeToKCUEeHUN)-NMNepas3nH-1-MmaTnninup
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nao[4',3"4 5ltnenHo[2,3-d]nupumMnanH-4-oH «3HCle
H20, 7. nn. 311-312°C (paan.)

104.
3,45 6,7 8-lekcarngpo-7-(4-peHnn)byTun-3-[2-
(4-HadT-1-un-nunepasnH-1-nn)atun] nupungol4',
3" 4,5]treHo[2,3-d]nMprUMnanH-4-0He 3HCle H2 O,
7.0n. 312-314°C (paan.)

105.
3,4 ,5,6,7 8-lekcarnnpo-7-(4-meTokcK)beHann-3-
[2-(4-HadbT-1-un-nnnepasunn-1-un)atnn]
nupmao[4',
3"4,5]TneHo[2,3-d]NnMprumMnanH-4-CHe 3HCle Ho O,
T.nN. 275-277°C (paan.)

106.
3,45 6,7 8-lekcarngpo-7-(2-(4-meTokcudeHun)a
TN)-3-[2-(4-{2-MmeToKCudDeHUM)NUMNepasnH-1-un)
aTmn] nMpuaof4', B
4 5ltnero[2,3-dJnnpumunanH-4-oH «3HCle3H,O,
T.0n. 297-298°C (paan.)

107.
3,45 6,7 8-lekcarngpo-7-(2-deHnn)stnn-3-[3-(
4-HadhT-1-un-nunepasvH-1-un)nponunjnvprao4’,
3"4,5]tneHo[2,3-d]nmprMuanH-4-oH, T.nn.
1563-154°C

108.
3,45 6,7 8-lekcarngpo-7-(2-doeHun)atnn-3-[2-(
A-NUPUMUONH-2-UN-NUNepasH-1-un)atun)
nupnao[4',3" 4, 51TneHo[2,3-dINUpUMUANH-4-0H e
2HCle3H0, 7. nn. 304-305°C {paan.)

109.
3,45 6,7 8-lekcarngpo-7-(2-doeHnn)stnn-3-[3-(
4-NNPUMUONH-2-UN-NUNEPasnH-1-un)nponin]
nupngol[4',3".4 5ltneHo[2,3-dINMpMUanH-4-0H e
3HCle2 HyO, T.nn. 302-303°C (pasn.)

110.
3,45 6,7 8-lekcarngpo-7-(3-6eH3onnammHo)Npo
nMn-3-[2-(4-NMpUMUOMH-2-UN-NnepasnH-1-unjaT
nn) nupuao[4', 3" 4 5] TheHo[2,3-d]
MMPUMUAMH-4-CHe 3HCIe3H20, T.1N.
125-127 °C{paan.)

111.

3,4.5,6,7 8-lekcarngpo-7-(4-hennn)oyTnn-3-[2-
{4-NVPUMUANH-2-UN-NMNepPa3nH-1-Mn)aTn|
nupudo[4',
3"4.5]TreHo[2,3-d]MMpUMNANH-4-OHe3HCle 3Ho
O, T.nn. 317-319°C (paan.)

112.
3,45 6,7 8-lekcarngpo-7-(2-(4-meTokcdeHn)a
TUN)-3-[2-(4-NMMPUMUAMH-2-UN-NunepasnH-1-un)st
mn]nupugo[4',3"4,5]tneHo[2, 3-dInupmMnanH-4-o
H, T. nn. 165-167°C

113.
3,4,5,6,7 8-ekcarngpo-7-aueTtnn-3-[3-(4-(2-me
TOKCKpeHun)nunepasuH-1-unnponun]
nupuao(4', 3" 4 5] TWeHo[2,3-d]
MUPUMUOMH-4-UMAHe2HCI, T.NN. 265-268°C

114,
3,45 6,7 8-lekcarngpo-7-auetun-3-[3-(4-(2-me
ToKkcucbeHUN)NUNepa3anH-1-nmnponn]
nupudo(4', 3" 4.5] TheHo[2,3-d]
MUPUMUOMH-4-OH o 2HCle2H50, T.nN. 264-267°C

115.
3,4,5,6,7,8-ekcarngpo-3-[2-(4-(2-meTokcudeHmn
mnunepasunH-1-nnjatirn)
-nnpuao[4', 3" 4 5ltueHo[2, 3-d]nuprumMnamH-4-oH,
T.nn. 168-170°C

116.
3,4,5 6,7 8-lekcarngpo-7-auetun-3-[2-(4
-(2-meToKendeHnmnNunNepasmMH-1-un)atun]
nupudo(4',
3"4,5]TveHo[2,3-d]MMpUMUanH-4-oH, T.0M.
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170-172°C

117,
3,45 6,7 8-lekcarngpo-7-6eHzonn-3-[2-(4-(2-m
eToKcUheHun)NunepasuH-1-umastuninupuac[4',3'
4,5]TreHo[2, 3-d]nMpuMnanH-4-0H «2ZHCle2H,0O,
T.Mn. 185-187°C{paan.)

118.
3,45 6,7 8-lekcarngpo-7-6enHzonn-3-[2-(4-HadhT
-1-un-nunepasuH-1-un)-sTuninupugo[4',3':4, 5]t
veHo[2,3-d]MMpuMUaguH-4-oH, T.nn. 195-197°C

119.
3,45 6,7 8-lekcarngpo-7-6enHzonn-3-[2-(4-nupu
MWAWH-2-UN-nunepasnH-1-un)atun] nupugo[4’,
3" 4,5] tveHo[2,3-d] nupUMUAWH-4-OH, T.NN.
130-132°C(paan.)

120,
3,4,5,6,7 8-ekcarunpo-2,7-gumeTtun-3-[2-(4-(2
-MeToKcudeHWn)nunepasnH-1-nnyatun]
nupudo(4',
3"4 5]tneHo[2, 3-d]nupruMuamH-4-oH, T.Nn.
176-178°C

121.
3,4,5,6,7,8-lekcarngpo-7-auetun-2-ruapoKkcun-3-
[2-(4-(2-meToKCK-cheHUN)NUNepasuH-1-1n)aTinn]
nupudo(4',
3"4 5)TneHo[2, 3-d]nupuMnanH-4-oH, T.Mn.
135-137°C

122.
3,45 6,7 8-lekcarngpo-7-meTun-3-[1-(4-(2-meT
oKkcudpeHmnnunepasuH-1-un)npon-2-nnjnuprnao]
4'3"4 5ltneHo[2,3-dInuprMngunH-4-oH, T.M0n.
184-186°C

123.
3,4,5,6,7 8-ekcarngpo-[1-(4-Had1-1-un-nrunepa
anH-1-umnpon-2-un]  nupugo-[4', 3" 4.5]
TWeHo[2,3-d] NMpUMHUAMH-4-0He2HCled Ho O,
T.MN. 242-244°C (paan.)

124,
3,4 5,6,7 8-ekcarugpo-7-meTun-3-[2-(4-(2-meT
okcudpeHumNuNepasnH-1-nn)nponun]  nupuao[4',
3" 4,5]
TueHo[2,3-d|NMpUMUONH-4-0H « SHCIe 3H5O,
7.nn. 190-192°C(pazn.)

B MamepeHue CBA3bIBAHWA C peLenTopoM

MonyyeHne HecyWwWx pelenTopbl KNeTouHbIX
MemMBpaH

WccnegoeaHna No  CBA3bIBAHWMKO  C
peuentopaMi NpPCBOOUNM ¢ '"MpenapaTtami
MemMOpaH", koTopble ObiNWY BblAeNeHEl U3 NTUHUK
KNeToK Mo4YKKM YenoBedeckoro smbpuona 293
(HEK 293), B KOTOpPOAM B kaXOoom cnyyae
KNOHWpoBaH cneynyecknia noaTvn
cepoToHWHoBoro peuentopa (hBHT1A, h5HT1B
W hBHT1D) 1 NOCTOAHHO BhIPAKEH.

BolpaliueaHue KNeToK OCYLWECTBNANU B
cpene RPMI 1640 {chrpMEl Naiich
TekHoNoMKUC),  KoTopas  ACNOMHUTENLHO
cogepxana 10% OKONOMNMOAHOW CbIBOPOTKA
TeneHka, 2 mmonsa/n L-rnytamuHa u 400 mr/n
reHetuumHa G 418, KneTkn WHKyOupoBany B
wrkady Aand wHkyGupoBaHMs B aTtmocdepe
BO3ayxa/5% yrnekucnoro rasa npu 37°C go
JOCTUKEHWA  CNMOWHOMC  OOHOCMORHOro
KNeTodHoro nnacra ("MoHocnoi") B KioBeTax,
YIOMEHHBIX TaKk HasbiBaeMbiM  "lWTabenem".
3aTem KNeTKW U3 cocydoR AN KyNbTUBUPOBAHUS
pacTBOPAIOT, NpUMeHan Oydep cnefykollero
cocTaBa. (OaHHble Ha nuTp) TpuncuH 10 wMr,
aTUNEeHONAMUHTETPaYKCYCHas KucnoTta 4  Mr,
3TUNEHBUC(OKCUATUNEHHUTPUNO)-TeTpayKcycHan
kucnota 200 Mr, XMOPWUCTLIA kanuiA 200 Mr,
nepBUYHLIA KUCNEIA chocchaT kanua 200 wr,
BTOPUYHLIA KMCNBIA  hoccpatr kanma 1,15 T,
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xnopucteld Hatpuid 8,0 1, pH 7,4. CycneHauio
KNeToK ccaxjanu B 3abydepeHHOM docdaTom
chmanonormdeckom pacteope Qronsbekko (3OP),
pecycneHanpoBarnm [ ycTaHaBnMBeanm
NNoTHOGTL kKneTok okorno 108 knetok/mn. Mocne
BTOPUYHOrO ocaxaeHus 3PP sameHann Takum
e 00beMOM OXNaXKASHHOMO NeACM Bydhepa Ans
nuauca (Tpuc /TpUrnapoKCUMeTUnaMmHoMeTan!5
mmoned/ n, 10% roudepwHa, pH 7.4) w“
WHKyBMpoBanu 30 MUHYT npwu 4°C,
InanpoBaHHble knetkn (="membpaHbl) genunu
Ha Lenoe uJucno nNpob W XpPaHWK B XKWUOKOM
asoTe OO WCNONb3oBaHWA B MCCNEeOoBaHWAX Mo
pPeUenToOpHOMY CBA3bIBAHWIO. [lpuMeHanach
ofgHa anuKkeoTa Ha NPWIoTOBMNEHWe  And
onpegeneHns coaepKaHWa NpoTenHa.

CoegmHeHuA no naobpeteHuo
oBHapyKMBalOT BbICOKOe cpoAcTBO (Ki=<30 HM) K
TWNam pelentopoB venoseka 5-HTqa, 5-HT1p 1
5-HTqp, KoTOpblE BblpaXeHbl B KNOHUPOBAHHLIX
NUHUAX KNETOK.

AHanna cBA3bIBAHUA C pelenTopamin

WMcenegoeaHuWa CBA3LIBAHKWA G pelentopamu
nposoaunK B Tpyboukax MakpoBenn eMKocTLo B
1  MN, KOTOpble coOfdepxanw crnedywlue
KOMMOHEHTHI:

- B0 wmKkn wuccnepgyemoro BellectBa B
PA3NNYHBLIX KOHUEHTPaUMax ANA WM3MEepeHWd
KOHKYpeHUKMK unK 50 Min Bydepa ong aHanunaa,
unk 50 MKN HEMEeYeHHOro CepoToHWMHa (1
MKMOIB/N KoHeYHOro obbema) Ana onpegeneHns
NOMHOro WK HecneumpU4YHOro CBS3bIBaHUsA

- 200 wmkn  memOpaHHOW  CyCNeH3uu
COOTBETCTBYIOLIEro  Noagtvna  peuentopa ¢
cogepKaHrnem npoTenHa oT 200 MKr/B Tpybodke

- 250 Mk pacTtBopa  paguoakTUBHOIO
nuraHga ([3H]—S—KapGOKcaMM,El,OTpmnTaMVlHa) ans
h5HT1B- " h5HT1D-peyentopor nnu
[ 3H]—8—FI/I£I,DOKCMJJ,VII'IpOI‘II/IJ'IaMI/IHOTeTpaJ'IMHa ans
h5HT1A-peuenTopo. KoHeuHbIe KOHLEHTpaLUKuK
pPaguoakTUBHLIX  NraHdoB  JoBogunun Ao 3
HMoner/n vnu 0,3 Hmonsa/n.

bydwep gna ananunza (pH 7.4) wumen
crnegdyowWwmnin coctae (Ha nuTp). Tpuc 6,057 T,
aurugpar  xnopwga  kaneuua 588 T,
ackopbuHoBasa KucnoTa 1 r, naprinuH 1,96 mr.

AHanuauvpyemyio cmeck WHKyBupoeanu 30
MUHYT Npu 25°C u 3atem dnnsTpoRanM Yepes
OUNBTP U3 CTEKNAHHOrO BonokHa (BatmaH GF/B)
Cc nomouwsk cobupawwero ketkn npubopa
(dbvpmMbl CkaTpoH) 1 MnbTP NpoMbIBanK oT 5 go
9 mn xonogHoro Gychepa. CUNbTPLl 06bLEaUHANK
B CTUHTUNNAUWMOHHLIX CTakaH4MKax B KaxAoM
cnyyae ¢ 5 Mn KUAKoOro cuuHTUnnaTopa Ultima
Gold«R (chupma Makkapg), BcTpaxuBanuy 1 yac u
3aTeM  U3Mepann  pajMoaKTMBHOCTE B
cyeTYMKe pB-YacTul (hypMbl Bannak). OJaHHble
W3MEPEHUA  OUEHMBanM C  MNOMOLLbLKO
MTEPALNOHHOIO HENWHERHOIO pPerpecCroHHOro
aHanuaa ¢ NoMoLbo "CTaTUCTUYECKOR CUCTEMBI
aHanuaa“, Kotopas cxoxa ¢ onucaHHol Munson
1 Rodbard (Anal. Biochem.: 107, 220 (1980))
nporpammMmon "NMuraHg". KoHCTaHTLI
KOHKYPEHTHOro cBAsbiBaHuA (K i) npueogwunv B
HMONSAX/N.

Peaynktarhl BhlILLEONUcaHHoro onbiTa
cBedeHbl B Tabnuue.

Mpeanaraemele COEOWHEHWA OTHOCATCH K
KaTeropiym MarnoTOKCHYHbIX BelleCTB.

cbopmyna I/I306peTeHI/IF|Z
1. 3-3amelleHHbIe NPOU3BOAHbIE
3,4,5,6,7 8-rekcarngponumpugo[4',3'4,5]TneHo-
[2,3-d]-nupuMnanHa copmynbl |
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I

roe R! oaHauaeT Bogopod, ankun ¢ 1-4
aToMamMu yrnepoda, aueTUNBHYH unu
OeH30UNBHY rpynny, heHMNanKMnsHbIA
octatok ¢ 1-4 atoMamik yrnepoda B ankunsHoM
4acTu, MnpuWYeM  apoMaTUYecKWid  chparmeHT
MoXeT ObiTb 3amMelleH ranoreHoMm, ankuicMm G
1-4  aromamu yrmepoga, TPUPTOPMETUNOM,
rMOPOKCUIEHOM rpyNMnol, ankokcurpynnoi ¢ 1-4
aToMamu yrnepoaa, aMUHOrpYMMnoi,
LaHrpynnon unm HUTPORYMNOA,
HapTUNankMneHbIi  octatok ¢ 1-3 aromamu
yrmepoga B ankWnbHOW — 4acTW,  OcTaToK
heHUnankaHoHa c¢ 2-3 atomaMmu yrnepoga B
ankaHoRoH yacTu nnm
theHUnkapGamonnankuneHeld  octatok ¢ 2
aToMaMu yrnepoda B ankuibHOW YacTy, npuyem
deHuneHaa rpynna moxeT ObiTb 3amelleHa
ranoreHom;

R? npegcTaengaeT coboi HezamelLeHHYK NI
MOHO-, OW- WNW Tpu3amelleHHylo aToMaMu
ranoreHa, ankunom c 1-4 atomamu yrnepoga,
TPUDTOPMETUNBHBIMM,

TpI/ICbTOpMETOKCVIJ'IbeIMVI, rTMOPOKCUNbHBbIMK
rpynnamMi, ankokeurpynnamu ¢ 1-4 aTomamu
yrnepoaa, amuHorpynnamu,
MOHOMEeTWUNamMuHorpynnam, gumeTrunamMruHo-,
LMaHC- WAW  HUATPOrpynnamu  cheHUNbHYI,

NMUPUONNEHYIO, MUPUMUONHWTBHYIO U
MUPa3UHWIBHYIO TPYNMY, KoTopan MoxeT GbiTb
aHennMposaHa c LEeCTHUNEHHBIM

apoMaTUIecKUuM SOpOM, KOTOpoe MOXEeT UMEThb
OOWH KN ABa 3aMEeCcTUTENd K3 YKcna rancreHa,
ankuna o 1-4 aTomMamu yrnepoaa,
TMMAOPCKCMNBHOR  TPYNNbI,  TRPUPTOPMETUNBHOR
rpynnel,  ankokeurpynnel ¢ 1-4  atomamiu
yrnepoga, amWHOrpyNnnbl,  UWaHrpynnel  WMniu
HATPOrPYNNbl M NPY  HECOXOAWMOCTH  MOMET
codepxars OOWH artoM a30Ta, UMM ¢ 5- unn
B-4NeHHbIM KOMbLOM, KOTOPOe MOXET CoAepXaTb
1-2 aroma Kkucnopoga, wMnn  MoxeT BbiTb
3aMmelleHa  heHWnankuneHOR  TPynnoA  unuv
heHUNankoKCUrpynnom ¢ 1-2 atomamm yrnepoga
B ankMNbHOW 4acTu, npudeM  eHUNbHbBIA
OCTaTOK MOXeT ObiTb 3aMelleH ranoreHomM,
METUNBHOK rPYnnom, TPUADTOPMETUMNBHOR
rPYNNOA UNK METOKCUIPY MO,

A 03Ha4Yaer  UMWHOMPYNMNy  WNKM - atom
KMCcnopoaa,;

B ozHavaeT BOAOPOA MM MeTUN;

C o©3HadaeT  BOOOPOL,  MEeTMn WU
TMOPOKCUIMEHYIO TRy NNy,

X ozHa4aeT aToM a30Ta;

Y o3HavaeTr CHo,
CH 2-CH2-CH2 W CHQ-CH;

Z O3Ha4aeT atoM a3oTa, aTtoM yrnepoda UM
CH, npuyem cBA3b MexXay Y KU Z MoXeT BbiTh
TaKkKke OBOWHON;

n o3Ha4YaeT Yucno 2, 3 unu 4,

a TaKKe WX PUINOMNOTMYECKU NpUemnemele
COMK.

2. CoegnHeHus no n. 1, oTNMYaloWmecs Tem,
uro R' oanauaeT wmetun, sTun, n3onponunn,
BeHaun, 6eHaun, saMelleHHbI ykasaHHbIMU B
n.1 Ana geHMnankunoBoro ocrartka rpynnamm,
heHsTUN, DeHITUN, 3aMeLleHHbIR yKasaHHbIMU B

CHp-CHo,
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n.1 ans heHnNanKMnoBoro ocTatka
rpynnam, R2  sapauaer O-METOKCUEHMN,
1-HahTUN, NUPUMWUOWH-2-Wn,
2-meToKkck-1-Hadptun,  2-metun-1-HadbTnn, A
O3HaYaeT UMWHOTPYNNY KNk atem Kucnopoda, X
o3Ha4aeT aToMm a3oTa, Y oaHadaeT CHs-CHo,
CH»-CH, Z o©3HadaeT arom a3ocTa, artoMm
yrnepoda unu CH 1 n gaBnaeTcsa YUCnomM 2 1 3.

3. CoeawnHenund chopmynsl (1) no nn.1 mn 2 ang
NMPWIroTOBIEHNS NEeKapCTBEHHBIX CPeaCTRB.
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4. CoepuHeHunda chopmynel (1) no n.3 gng
NPEUrOTOBMEHWS NEeKApCTBEHHLIX CPeacTe Ans
nedeHna  AenpeccyWid W POACTBEHHBIX
3aboneBaHuWiA.

5. CoeguHeHus copmynel (1) no nn.1 u 2,
obnapawowmne AencTBrem CeneKTUBHLIX
aHTaroHucToB 5-HT4g U 5-HTqa.

8. CoeguHeHua dopmynel (1) no n.4,
obnagjawwme  OelcTBUEM, WHTUBUPY oL UM
NOBTOPHOE WCTOMb3OBaAHME CEPOTOHMHE.
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Coemunenne

KoHcTaHTa KOHKYPEHTHOTO CBS3EIRAHHA Kj B HMOJb

pEMEepa Ne,
5-HT; s S—HT|B 5—HT1D

1 3.9 0,9 0,6
2 0,9 1,1 0,8
4 7.3 8.4 4.8
8 7.7 1,5 19

12 3.4 1,3 3,8
13 1,0 0,7 0,9
15 4,7 11 2,5
18 20 15 3,5
22 6,7 6,6 0,7
23 66 9.3 10

26 34 2,7 7.0
31 17 32 4.8
33 19 2,6 2.4
37 16 5,0 3,0
38 1,0 0,5 0,1
40 4,5 0,5 0.4
41 2,8 1,1 0,4
42 8.5 3.9 0,6
43 25 4,0 1,8
44 1,5 1,3 0,4
45 180 3.3 0,9
46 13 3,8 3,0
48 3,1 1.2 0,8
49 3,1 1,5 0,3
51 11 0.8 2.4
52 28 11 7.8
54 3,1 0,9 0,3
55 2,7 0,5 0,2

18-

27198888 C2

RU



888861L<C N

[ARS)

TaGnumna (IpogomKEeHHE)

CoenpHeHHe KoncranTa KOHKYPEHTHOTO CBA3bBaHuA K; B HMOIB
mpuMepa Ne.
5-HT;a 5-HTp 5-HTp

56 3.4 2,6 1,2
57 1,7 1,5 0,3
60 17 8.4 6.6
61 2,9 1,2 0,2
63 0,5 6,8 0,3
64 28 5,0 33
65 25 1,8 1,2
66 15 5,5 3,1
84 3,1 1,7 1,0
85 1,6 3,3 0,7
86 5,6 36 1,4
87 13 16 7,1
88 21 12 9,5
89 18 17 7,7
90 3,2 6,3 4.8
91 40 2.4 2.8
92 52 49 14

94 16 5,8 21

96 11 3.4 i1

108 90 1.9 2,2
109 41 3,2 3,0
122 31 1,2 11

10-
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