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(57) 1 CepoToHuHeprnHeckwe Npon3BogHLIe 3profu-
Ha o6wei dopmynd (1)

A

)] ,
rie Ry npegctaensetr cobod Bogopoa unM Cy-
Caankun,
A npegcrasnfer cobodw OH, NH;,, COOR';
OCONHRs, NHCOR4;, NHCO.R;, NHCKOMHR,,
NHC)NHCORy, CONHR,, rpynny cdopmynsl

N O

|
F: npeacTaenaeT cobol sopopon, C-Cgankun, Bpom
unu -S-Cy-Ceankun,
R: w R's Hesaepncuwmo npeactaenAlT cobol Ci-
Csankmn v Bogopoa,
n paBHo 0, 1 wnw 2,
Fs npepacTasnaeT coboi sopopof, Ci-Csankun, Ca-
Crynwnoankwn,  agaMantun,  Cy-CiankwndpeHun,
C.ankeHnndeHUn, eHn, geHwn, 3aMeweHHLIR
TPUETOPMETNCM WM Q4HWM, WKW ABYMS 3aMecTH-

BU

Tenamu Ci-Ciankokcn, HadpTun, Denstuoden, Cean-
keHundgypun, 5-6-uneHHoe reTepolUKNUUecKkoe Konk-
uo, Mvewowee 1 UnNu 2 reTepoatoMa, BEISPaHHLIX U3
asoTa, cepwl, KoTopoe HeoBAsaTenkHo 3ameleHo Ci-
Crankunom, beHUNoM MK ranoreHomM,

X npegcrasnset coboi knenopod, NH wnw S,

UK ux hapmaleBTUIECKd NpUeMnemMeie conu

2 TlponzBofHble 3pronuHa no N 1, B KoTophix Ry
NpefcTaBNaeT MeTUR,

A npeactaenseT coboi OH, NH;, COOR';, OCONHR,,
NHCO:Ry, NHC(O)NHR,, NHC{S)NHCOR,, CONHR,,
rpynny copmynel

WH

T/K[’
R; npeacTaenaeT sogopoy,
Rz npegcTaenseT metun,
R's HesaBucumo npegeTasnaeT Cq-Cyankun unu Bo-
4opoda,
n paeHo 0, 1 vim 2,
Ry npeactaengeT sopopon, deHun, BeHzun, TpeT-
&yTvn, nupnarHuN, S-BpoMNUpUANHAN, STUM, LWKMIO-
rekcun, agamadtun, dpeHvneuHun, 1,5-gumetnn-3-
NWpasonun, 2-mMeTun-4-TMasonun, NUPasMHKN, NURU-
MUAWNHWI, TUAZONKN UMK B-XN0P-3-NMPNAEANHWI
3 DapMalesTIUECKaA KOMNOSULWA, perynupyrollas pac-
CTPOWCTEA, CBA3AHHLIE ¢ CEPOTOHWHEPMMUSCKOW AUCEYHK-
LMel, BRIIOHAIOLWEA AKTWBHEIA areHT U hapMaygBT-ecKy
npreMneMsid HocUTEns WK pasbaenTens, OTAWYAD-
WAACA TEM, YTO BRMIOMEEST B KAYSCTEBE aKTMBHOMO areHTa

NPouzBoAHbIE 3PronvHa obLein dhopMynbl
(GHr A

(D :
roe R, npeacTtasnaeT cobol sofopoA wnu Cq-Cian-
KWR,

(11) 41 880 (13) C2

(19) UA
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A npefcrasnser coboiw OH, NH, COOR's
OCONHRs, NHCOR4, NHCO.Ry, NHCXNHR.,
NHC(X)NHCCRs, CONHR,, rpynny cdopmynel

X

T (4]
R: npeacTaepnaeT coboii Bogopoa, C1-Crankun, Bpom
unu -S-Cq-Crankun,
Rz v R's HesaBucwmo npegcraenArwT cobon -
Cgankvn 1Ny BOAIOpOA,
n paeHo 0, 1 vnw 2,
R4 npepcTaensieT coboid eopopof, Ci-Csankun, Cs-
Crynwnoankwn,  agaMantun,  Ci-Ciankundpenun,
CoankeHundenwn, deHun, eHwn, 3aMeLlLeHHbIR
TPUHTOPMETUNOM WM OAHUM, WUNU ABYMS 33MECTM-
Tenamu Cy-Ciankokeu, HadTun, bensTrnodeH, Cran-
KeHUndypun, 5-6-uneHHoe reTepoyMKNN-eckos KomMb-
uo, umewowee 1 unu 2 retTepoatoma, BLIBPaHHLIX U3

23073, cephl, KOTopoe HecbAzaTensHo 3ameweHo Ci-
Crankunom, beHUNoM UKW ranoreHoM,

X npefgcraenset coboli kncnopog, NH unn S,

MK KX papMaleBTHYSCKN NpUeMnevbie conu B adgb-
OEKTWBHOM KONMUYEeCTBe

4 [pouaBofHble spronuHa dopmMynel (1) nau ux dap-
MaLeBTHUEcKY NpueMnemMsle corv no n 1 unu 2, no-
Nes3HEIE ANS NeYeHUsa YeNoBeka K XWBOTHOTO

5 T[poussogHele apronuHa dopmynsl (1) wu ux
dhapMaleBTHYECK NPUeMeMblie CONMWM No N 1 WK 2,
NnonesHole 4NA NeJYeHya unv peryrnvpoBaHna nartono-
rMYECKOro COCTOAHWA, CBA3AHHONC ¢ CEpPOTOHUHEPN-
YecKol gucdyHrUUer

6 lNpoussogHuie apronnHa dpopmynsl {1} wnw wx dpap-
MaLEBTMYECKK NpuemneMsie conku no n 1 unu 2, no-
nesHoie gna rnedeHns Donu, cTpaxa, Aenpeccuy,
CTPecca, HapylUeHHOR Tepmoperynaund unu dyHE-
LYK NamsTH, PAaccTPOACTE GHa, TWNepTeHsuW, rvne-
peMesnca, Ncuxosa Wnu yepebpansHoA WWeMun Unw
ANS  PerynMpoBaHWA MPUBLIKEHWA K Ype3MepHoMy
YNoTpebneHno NekapcTBeHHbIX NPenapaTos

HacTtoawee n3obpeTeHne OTHOCUTCA K HOBLIM
NpPoM3BoAHbIM TRET-GyTMN2prenvia, k cnocoby wx no-
AyueHUs, K apMaUesTUUSCKOR KOMNOSULUKW, coaep-
Kalwel Takme coefMHEHWA W K WUCNOMB3OBAHMIO WX B
KayecTee hpapMaLeBTHHecK X NpenapaTos

B Baseke Ha EP 0197241 onwucaHsl npouasog-
HBlIE NUNepasnH-1-uN-apronvHa obwen dhopmyne

5 O
R
G
(CH,) N-R
R; "
RS
N-R,

R-H R,
obnaganwmne aHTUIMNEPTEH3IWBHOW AKTMBHOCTLIO M
NONE3HBIE B KBYECTBE AHKCHONMTUYECKNX U aHTWUNCH-
XOTUUECKUX CPeaCTs

B 3aaeke Ha EP 0070562 onucaHsl Npoussog-
Hble apronuHa obwel dopMynbl
(CH,),CO.R,

obnapaolwme aHTUAENPECCUBHON, aHTMIMNERTEH3WB-
HOW W 8HTUIPONAKTVHOBOW AKTMBHOCTBIO

B 3aaske Ha EP 0082805 packpbiThl HOBRIE 3p-
roTaHunuae obwei dpopMynel

CO-NH X

CH

HN

NPOSBMSILME AHTHIMNCTOHNHECKoe AelicTEue

HactoAauwee usobpeTeHWe OTHOCWUTCA K HOBOK
rpynne nNpPoMsBofHLIX SPronuHa, KoTopole, kak obHa-
py#eHo, obnagatoT DWONOTVYECKOW AKTUBHOCTLIO,
npefcTaenAoLEeR ocobrld UHTepec

PackpriTele coefHeHWa obnagalT cenekTue-
HEIM W BBICOKMM CpoacTBOM K 5-HTs-peyermopam u
BECLMa CTMMHAIOTCA OT BOMNbWHWHCTBE APYIHMX Npous-
BOAHBIX BPrOMMHA B TOM, YTO OHW MOKA3LIBAOT HE3HA-
YMTeneHoe CPOACTBO K o.i-, tg-, D1-, Da-peyentopam

YnoMmaAHyTele coeguHeHna moryT BuiTe Menon.-
30BEHLl A/1A NEYEHWA PASNWYHbIX PAacCTROWCTB, CBA-
33HHBIX C CEPOTOHUHBPrUUECKUMY AUCHYHELMSMM,
TAKUMU KAK HapylleHWe Tepmoperynayuy, Hapylle-
HWe YHKUMWM NamsaTH, paccTpoWcTBa cHa, Hapylwe-
HWe perynayumn HacelWweHna (T e, noTpebnenna nuwm
M HanWTKOB), NPMBLIKAHNE K YPe3aMepPHOMYy YNOoTpeb-
NEHNI0 NEKAPCTBEHHBIX CREACTB, PerynAuva CUHARO-
Ma OTMEHHEI MEeKapCTBEHHOro MpenapaTa, runepreH-
3Us, TMNepMesnc, AeMpeccus, CTPax W NoUxXo3, Wle-
MWYECKNA MHCYNBT
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KoHkpeTHee, HacToAulee uscbpeTeHue npef-
naraeT coegnHeHnsa ¢opMynel (1)

({CH.))-A

B KOTOPOK A npegcrasndet cobon OH, NH:, COOR-',
OCONHR;, CONHR,, NHCORy, NHCO:R,,
NHC{XONHR,, NHCXNHCOR,,

0
X Rs
%N
— N wnu ——N
ek
0 o

R1 npegcraenaeT cobol Bogopog UMK NUHEAHBIA UK
passeTBNeHHbIn Ciy-ankun, Rz npegcranaet cobor
BOACPCA, XNop, Bpom UNn S — C_-ankuneHyIo rpyn-
ny, Rz 1 Ry, HesasucuMo, npeacrasnaoT coboi Cy_s-
ankun unu ecgopod, n paeed 0, 1 unu 2, m paeex 1
unu 2, R4 npepcraenseT coboli Bogopog, Ci_r-ankwn,
Ca 7-LMENOAnkKn, agamaHTUugnn (TpruWkKNO-
3311 3T);uercal-|-‘l -un, Ci_s-ankundenun, Co-ankeHun-

@]
/’
@]
e //
O N
3
N
N
\N e,
o o
B
I
N

deHun, Cr-ankuHundeHun, deHun, HeobAsaTensHo
3aMeLleHHEIR OAHOR WNWY HeCKONBKMMU TPynnamMm,
BeiGupaeMbliMn cpegl Cig-ankuna, Cq_az-ankoKcur-
pynnkl, METUMEHAWORCUIPY NG, LUaHOMYNNL, Tpud-
TOPMETHNA, TMOPCKCUIPYNNE, HATPOTPYNNE W aueTH-
na, HecBa3aTenbHO 3amMelleHHoe HAhTUNBHOE KOmMb-
Lo unu eHUN, CKOHAEHCUPOBAHHBIF C reTepolMKknn-
Yeckol KoMbLUeBOR CUCTEMOW, cofepxallei S- unu 6-
yneHHoe KonbYyo, BKMYaowee 1-4 reTepoaTtoMa,
BeIDMpaemMblx Cpeaw ascTa, kCrnopoga v Cepol, rete-
pouvknvyeckoe 5- UK B-YNeHHOe KONbUC, BKIHOYaD-
wee 1 unun 2 retepoatoma, BeBUpaeMbIx cpefn ase-
Ta, KMCMopoga W cephl, KoTopoe Heobs3aTenkbHO 3a-
MELLEHO rPYNNoH, BEIGMpasMoii cpenmn
Ci4-ankuna, deHnna, HeobAsaTenbHO 3aMELYEHHOMO
TaK, KaK yNOMWHaNoOCk Bblle, CTi_z-arkoKCUIpynnel 1
ranoreHa, Rs npeacrarnaet coboi soacpen, Cis-an-
Kur unu cpeHun, u X npegcraenaet coboil NH, O wnin
S, unu vx hapmMaleBTNHEcKW NPUeMIeMBIE COMK

lMancreH, NnpegnoYTUTENBHO, NPegCTaBNSRET Co-
©on xnop wnu DpoMm 3amecTuTent TPeT-0yTun Haxo-
AuTeA B nonoxeHuu 12 unun 14 spronUHOBOrC crkene-
Ta 3amecTWTenb B NONOXESHUW 8 umeeT - wnu B-
pacnonoxexHne

Moaxoaauw e chapMaleBTUYEcK NpUeMnemele
KUCNOTHO-AgLMTHEHHE COMM  BKIIOMAKT COMU Kak
HEOoPraHWMUECKWX, Tak U OPTaHWYECKWX KWCIOT

B HacToAweMm onWucaHuWm TEPMWH "NMUHERHBIA
WK PasBETBNEHHBIA ankun' BKNIYaeT MeTHN, 3Tun,
nponun, wWsonponun, bytun, sTop-ByTnn, H ByTun,
NeHTUN W rekcun, TepmuH "Ca_z-yuKnoankun” BKNKO-
YyaeT yvknonponun, YuknobyTun, UWKNoneHTun, LHk-
FOTEKCUI U LMKIOrenTIn

Korga R4 npegcraenaet cobod dpeHun, cKoH-
JeHCUPOBaHHBIA C reTepoLyNKITMYSCKMM KOMbUOM, ro,
NpeanoYTUTENbLHO, BhIBUPAKT Cpefun rpynn, WMers-

WHx bopMyne
H H
=]
N
=
N
EI?T
e
AN :: :N

4
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Korpa R4 npeacrasnaeT ccbod reTepouurknu-
Heckoe KoMbUO, efo NpeanodTHTensHO, BhIGMpaloT

S

3 ) K

S N

cpeau rpynn, nMerolux hopraynsl

~

N N—N
/A

Nels
[

J O 0

Bce ynoMAHyTbiE BHIWE TETEpPOUVKNIAYECKNE
CUCTEMB HeoDAzaTenbHO 3aMelleHHBe, MoyT Cbib
NOMHOCTER WK YaCTUMHO BOCCTAHOBIEHb

Bonee npeAnOYTUTENBHEMKY  COBAMHEHUAMU
chopmynel | ABNAKTCA Te COBfMHEHUA, B KOTOPbIX R
npepcraenaeT coboli Bogopog wnu metwn, R; npeac-
TaenseT coboii Bogopog, BpoM wnw S-Cis-ankune-
HYIKO Tpynny, Rz npeacraenaeT cobod MeTun, n paBeH
0, 1 unn 2, U A euibupatoT cpeau OH, NH,, CODR'
NHCO;Rs, NHCONHR;, CONHR4, OCONHR,,
NHCONHCOR,, NHCSNHCOR,,

o) H Q
/
%N
—N\ nw —N
(CH,)—
o Q

rae m paseH 1 unn 2, Ry npeacrasnaeT cobold Cy_s-
ankun wnv sogopol, W Ry npegcraenaeT coboli ce-
Hun, Berswn, TpeT-6yTyn, nupwaun, S-Gpomnvpugwn,
ITWN, UKUKNOrekcun, agamanHTngun, dpedvnsuyunn, 1,5-
AVMETUN-3-Nupasun, 2-meTun-4-Tmascnun, nvpasu-
HUA, NUPUMWAVHAN, TUA3ONWN WK B-xnop-3-Nupuaa-
3MHWN

MpeanoytwTensHo, R: npeacraenaeT coboid
METHIMEHYIO TPYNny

HactoAawee wsobpeTeHwe Takue npegcrae-
neet coboid nonyueHUa coefuHeHd opmynsl (I} U
MX KWCIMOTHO-agAWTWUBHHEX GCoOmned, KOTOPHIA BKMK-
vaeT

(a) BIaMMOAEWCTBUE COSFMHEHWA dopMynb

(n

(CH.),-CO,R,

R—N 3R

1

B KOTOROA N, Rq 1 Rz mmeT yCcTaHOBNEHHME Bhile
3HadyeHUA, u R npeacTaenseT coboll Ci4-ankun uim
deHun, ¢ TPeT-ByTUNUPYIoLWMM AareHTOM B NPUCYTCT-
BHMU KWCMOTHI, OTASMNEHUE NOMYyYeHHOTO B peaynsTaTte
13-n3ocmepa ot 14-usomepa, U yaaneHwe 2-SR-rpyn-
Nbl NOCPELCTBOM BOCCTaHOBUTENS,

() nwbo rmgponuz nonyuvaroweroca S-kapbok-
CUNAaTa W KoHAeHcaluo obpasoeaslleica 8-kapboHo-
BOW KMCNOTH, HeobazaTenkbHO nocne akTMBaUWKW, ©
aMuHoM dopmMynel Ra—NH3, B koTopod Ry mmveeT yc-
TAHOBMNEHHBIE BHILLE 3HAYEHMWA,

() nwbo BoccTaHoeneHwe obpasyweroca 8-
KapbokcunaTa U B3auMOofeAcTBME NMOoMyualolleroca B
pesynsTate 8-rmgpoKcMMETHIBHONO NPOW3BOAHOIO €
coefUHeHUenM dopMyne Ry—N=C=0 wnw ¢ n-HuTpo-
dennnxnopkapboHaTom, W 3aTeM © coegWHeHWeM
dopmynel Ry—NH2, rge Ky wmeeT ycTaHOBNEHHBIE
BhILLIE SHAYEHUS,

() Nwbo poccTaHoBNEHWe obBpasywolleroca B
pesynsTate 8-kapbokcunara U BOCCTAHOBMEHWE NO-
nyYarwWweroca B pesynsTate 8-rmgpoKCUMETUIBHOMO
npPEWIBOLHOMC TRUgeHundochuHOM, gW3TUNA3I0LW-
kapbokcunatom W pTanvmMUugom, ¥ TMapcnns nony-
UEHHOTO COeAMHEHMA,
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{b) BRAMMOAEACTBUE COEAUHEHWA, NanydyeHHOo-
ro Ha craguu a (1), umetowero dopmMyny (I}

(CH,) -NH,

B KoTopol n, Ry, Rz u Rz WMeKT ycTaHOBNeHHbIe BH-
e SHaYEeHusA,

() ¢ coeguHennemM dopmynsl (IV) R«—COOH, B
KOTOPOW Ry WMEET YCTAHOBMEHHBIE BLILE 3HAYEHWS,
UMK © ero pearMOHHOCNOCOBHBIM YHEUMOHANBHEIM
NpPoN3BOAHLIM, UMK

() ¢ coegnHeHneM cdopmyntl (V) R—N=C=X,
unu (II") ¢ n-HUTpodbeHnnxnopkapborarom, 1 B3aUmo-
AeHcTBie nornyqYeHHore B niobom crydae coeguHe-
HWA, C coefiHeHWenM chopmynel Ry—NH;, rae Rs u X
UMEKT YCTAHOBMNEHHBIE BLILIE 3HAYEHUA, UMW

{in) c coeguHeHnem dopmynel (VI) Hal-(CH2)m-
—CO0OC s-ankvn, rge m UMeeT YCTaHOBMEHHHE BH-
we 3HayeHwd, W Hal osHauaeT ranoreH, U UuKinaa-
LMo NOMNYYEHHOTO B Pe3ynbTaTe COELMHEHHS C coe-
AWHeHneM dopmynbl Rs—N=C=X, rae Rs U X uMeioT
YCTAHOBMEHHEIE BHILLE 3HAYEHMWS, UNy

(v) ¢ coeguHeHuem copmynel (V) R4OCOY,
rae R4 vMeeT ycTaHOBREHHBIS BLILWE JHAYEHUA, W Y
npegcraenaet coboi XNMop WK N-HWTRPO(PEHUNBHY
rpynny, unu

{v) ¢ coegwHerneM dopmyne  (VII) Ra—
—CON=C=X, rge R4 n X vMeloT yCTaHCBNEHHEIE BHI-
e SHaYEeHusA,

(C) ecnn }xenaTenoHe, NPeBpaLLeHne CoeanHe-
HWA dopuynel (), NonydyeHHoro Takum obpasom, B
Apyroe coefuHeHue dopmynel (I} Wny, ecnu xena-
TeneHo, npeBpaljeHWe cBoBogHOro coeguHEeHWA
chopmynul () B ero KMCNOTHO-agAWMTUEHYHO COMb, M

{d) nzeNedyeHne NONyYaOWErccHd B pesynerare
coeavHeHna dopmynel (|} Kak T2KOBOrO WK B Buge
ero KUCNOTHO-a/ AUTUBHOR COMK

TpeT-ByTUNUPYIOLWKWFE areHT, NpUMeHAeMBIA Ha
cTaguw (a), MOXET NpefcTaBnATE coboi, Hanpumep,
u3obyteH unu TpeT-ByTvnadetar MNogxogAawed kuc-
NOTOW gNA 3TOW CTaguK AenaeTca TpyubTopyKcyCcHasA
kuenoTta [MMoAxcAsAWNM BOCCTAHOBUTENEM ANA CTa-
AWK (a) AenAeTCcA HUKenb PeHen

Korga 8-kapBoHOBYKD KWCIOTY, NOMYyYeHHYK Ha
cTagun (@)-(), akTvBupyraT, NogxoaswmnM obpazom
3TOT MPOLECC OCYWECTBNSAT NyTeM BIawMORENCT-
BMS C TEKMM COEQIMHEHWEM, KAK CMELUaHHHA aHruf-
pua, ayunasug unu N N'-3aMelieHHan  U3oMoue-
BUHA

CoeguHenne dopmynsl (1), B koTopom R:
npegcraendaeT cobol BoAOpPCH, MOXET Deime XNOpu-
POBAHO WK CPOMWPOBEHO C USNb NONyYeHNs coe-
AWHeHWA cdopmynel (I), B KoTopom Rs npeacrasnaeT
coboi xnop unn GpomM

CoeguHenne dopmynel (1), B koTopoM R,
npepcraepnAeT cobol BO[OPOE, MOXET Beme N-anku-

NUPOBAHO ¢ NonyyeHWemM coeauHeHus hopmynel (), B
KoTopom Ry npegeraenset coboi Cig-ankun

CoepuHeHue cdopmyns (l), B KoTOpoMm 3amec-
TUTENb X B 3aMecTuTEne A npeacrasnasT cobol ce-
py, moxeT OblTb NPEeBpalLeHO B COOTBETCTBYHOLLEE
coequHene dopMyne (1), B KoTopom X npeAacTae-
nAeT coboi kucrnopof, nyteM cbpaboTku coneto ce-
pebpa

Mpouecc ctagun (b) moxeT BBITE ocywWwecTBNEH
B COCTBETCTBMW CO CTEHOAPTHOW METOL4WMKOW [10ogX0-
Jawpe  peakynoHHocnocobHele  (byHKUWOHANBHLIE
NpoUsBOLHEIE coenuHeHWR copmynsl (IV) BKNOYaIOT
COOTBETCTBYIOLWE [aNOMASHTMAPUAE!, WMWAA3I0NK-
Abl, ayunasiuae BsawwogeWctese ¢ ayunranoreHu-
AaMK noaxocgawnum obpasoM oCylWecTBNAKT B NpU-
CYTCTBMW ORTEHWYECKOIC OCHOBAHWA, TEKOIO KaK NK-
pPYAMH UNYW BTUNAaMUH B3aumopeRcTBME ¢ UMUAA3O-
nMaamMu (nonyd4eHHeIMU B3aNMogedcTBneM coeguHe-
HUA dhopmynel {IV) ¢ N,N-kapBoHMnguWMKAasonom)
nogxcAAwmnM obpasoM ocyWecTBNAKT B WHEPTHOM
pacTBOpWTENe, Takom kak TeTparvapodypan Peak-
UMl € auvnazvaami (NonyyeHHeIMW B3aWMOAESACT-
Bnem coefuHeHwa dopmynel (IV) ¢ gudeHundocd.e-
pounazngom DPPA) nopgxopgawwM obpasoMm ocy-
WEeCTBNAKT B WHEPTHOM pacTBOpWTENE, TAKOM Kak
TeTparnapodypad, npw 0°C B NPUCYTCTBUM OpraHm-
YECKOTO OCHOBAHWA, TAKOTO KaK TPUITWIZMWH

Biawmofedctene ¢ coefiMHeHUAMU GopMynbl
(V) wnu (V) (koTopble MOXHO NMONYYUTE, HANPUMEPR,
vcxoaa w3 coeguHeHna coopmynsl (1Y) no n3secTHBIM
peakuuam) noAxoAawuM obpasoMm ocyLIecTENAT B
MHEPTHOM PACTBORMUTENE, TAKOoM Kak TeTparngpody-
pPaH WUNK JUOKCAH, NpW TeMnepaType B WHTEpBane OT
65 go 100°C

BsawmogeicTene ¢ n-HWTpodreHunxnopkapbo-
HaToM MOXeT BHTE OCYWEecTBNEHO B UHEPTHOM pacT-
BOPWTENE, TAKOM Kak TETparnapodypan nnv meTu-
neHxrnopwua, npu Temnepatype o 0°C po 20°C, 8
NPUCYTCTBUW OCHOBAHUA, TAKOTC KaKk TPUITUNAMUH
unu kapboHaT kanwvsa

Bsaumogeiictene ¢ coegwHeHneMm doopMynbl
Rs=NH- nog wHgekcom {1I') viw B3anmogeilcTBreE C
coeguHeHuamn dopmynbl (V1) ocyllecTBNAKT nogxo-
AAlMM OBpasoM B WHEPTHOM PacTBOPMTENE, TAKOM
Kak gumeTundpopmamupe Mny TeTparngpodypaH, npw
Temneparype oT 30°C o 100°C

Uwvknwnzaywio no n (i) npegnovTuTensHo ocy-
WECTBNAKT MYTeM HarpesaHus B pacTsopuTerne no-
JOBHOM [MOKCAHY WNK TOMyony, WNW NyTem nnaene-
HWA NPKY NOHWKEHHOM AaBNEHUN

BsawmogeicTene ¢ coegwHeHneMm dopMynEl
(VIl) BRINCAHAIT B MHEPTHOM PacTEORWTENE, TaKOM
KaK NUPMAWH WNk TeTparngpodypaH, Npw KOMHAaTHOW
TemnepaType B NPUCYTCTBUU OPraHWYecKoro OCHOBA-
HWA, TAKOTO KaKk TPM3TUNAMWH

XnopupoBaHWe WNK GpoMMpoOBaHWE COoefHHe-
Hua dpopmynsl {l), B koTopom Rz npeacraenaeT cobon
BOAOPOL, MOKET DbITb OCYLECTBNEHO N0 W3BECTHBIM
METOAWKAM C MCNONb30BAHUEM CTAHOARTHEIX XIORHU-
PYIOLWWX UMK BpOMUPYIOLLWX areHToB, Takux Kak N-CI
i N-Br-cykumHumug unuw cynedpypuraiopug Peak-
Lo o6blMHO OCYLUECTBNSIOT B MHERTHOM PAaCTBORU-
Tene, TAKMM Kak xnopdopM, METUMNEHXMQPWUA WK
Terparngpodypan

N-AnkunuposaHue coefiMHeHWAa dopMynel (1),
B KoTopoM R¢ npepcraenset cobol Bofopos, MOKET
BbITe OCYLLECTBNEHO B COCTBETCTEBMU G W3BECTHEIMM
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MeToaaMn MN-ankWNWPOBaHWA WHACMCB, HamnpuMep,
npW UCNONbL3IOBAHUM coeauHeHus1 dpopmynsl (IX) Ri—
Z, B KoTopoM R1 npegcraenser cobol Ciy4-ankwn, u
Z npegcrapnaeT cobol oTWennAWYICA rpynny, Ta-
Kyro Kak xnop, Opom, Wog Pearkywo oOBIYHO oOCy-
LeCTBNSAKT B WHEPTHOM pAacTROpUTENE, TAKOM Kak
AUMETUNCYNbDOKCUA, U B MPUCYTCTBMU CUNBHOMO OG-
HOBaHWA, TAKOTO KaK MMAPOKGHA Kanus Unu HaTpHs

KoHeepcua zamecTuTens X OT Gepkl B KMGHO-
pog MOXET ObiTh OCYWECTBNEHA B NOgXOAALLEM pac-
TBORUTENE, TEKOM KaK 2TE&HON WK RAacTBOpP MEeTaH-
cyNuhOHOBOR KMUCNOTHI B BOAE, Npuuem conk cepeb-
pa npeactaenaeT coboil HATpaT unw cynbhat cepeb-
pa

MexogHeie coeguHenua dopmyn (1), (IV), (V),
VD, VIR, (v, (D w oamun dopmynel RiNH2 sB-
ASKTCA WABECTHEIMU COSAUHEHUAMU, UMW MOTYT BbiTh
NonyuyeHsl XOPOWOo WIBECTHEIMK cnocoBamu, ucxopsn
W3 U3BECTHLIX COeAMHEHWIA

CoeguHeHwa HacToswWwero w3obpeTeHna nposs-
NSAKT YAWBHUTENbHBIE (RapMaLEBTHYECKNE CBOWCTBA
McneiTaHua Ha CBASKIBAHWE MOKASLIBAKOT, UTO Coeau-
HeHWA obilel dopMynel (I} cbnaaalT BRICOKUM W ce-
NEeKTUBHEM CPOACTBOM K S5-HTs-peyenTopHEM yua-
CTKEM, UMESIOLLMM AroHUCTHYECKYIO MM aHTaroHWCTU-
YECKYI AKTWBHOCTb Ha IMaBHOM ypoBHe CoepguHe-
HWA HAaCTOSALEro M3COPETEHMA MOryT HaHTW npuwe-
HEHWE NPV OKAIaHWY NOMOLWM NPW CTpaxe, fenpec-
cun, wwusocpperun W Bonu  (Phamacclogy and
Toxicology 1989, 64, p 3-5, Drug of the future, 1988,
13 (5), p 429-437 J MNeural Transm, 1988 74, p
195-198), ana neudenma crpecca (Neurophamac,
1888, 25 (B), p 471-476), 1 obneryeHUa cUHIpPOMA
OTMEHEI NEKAPCTBEHHOMD npenapara (abcTUHeHTHoro
cuHapoma) — Enarogapa nogaeneHulo BeHsoguase-
MWHOB, KOKaWHA, CNWPTA U HUKOTUHA, MNW ANa Moau-
MKaLWMKY BCACLIBAHWA MUK W CEXYCYanbHOIO Nnose-
AeHnA (J Receptor Research, 1988, 8, p 58-81), u
Ana ocbrnemeHWa H6onn Npw HeApoHHLIX NoBpexae-
HUSIX, CNegyoWmnx 3a YepebpaneHoi ueMued, gei-
CTBYA Kak HelponpoTekTaHTel (Stroke 1890, 21 (IV) p
161, J Cereb Blood Flow Metabol 1911, 11 (I} p
426, Pharmacology of cerebral ischemia, 1990, Sutt-
gart, 1990, p 493-497)

Cnepylowwe ganee aKcnepyMEHTH WNMIOCTPU-
pytloT npopune CBALIBAHWMSA coeAuHeHWA obwenr
chopmynsi |

2rcnepumvenT 1

CpoacTeo K cepoToHWHY 1A{S-HT,.)-pelenTo-
pa (McneTaHWe CBA3HBaHWA 3’H-B—r|.r1,4:1po|<0|,1—2-p,|.r1npo—
NUITaMUHOTETPANMHA (3H—8-OH—DPAT))

MpwroToBNeHWe HEOQHWULWEHHOA CUHAaMToCaoM-
HOW (bpakuvh K aHaNM3 CBA3LIBAHMA NPOBOASAT B CO-
OTBETCTBUWU CO cnocobom, o KeTopoM cocblakeT Hall
W ap 8 Journal of Neurochemistry, vol 44, page
1685, 1985 3amopoXeHHEId rMNnokaMnyc, Waene-
YEHHBIA W3 KpbIc, roMareHnanpyoT 5 40 obbemax ox-
naxaeHHoro negom S0 MM Tpue-HCI Gydepa (pH
7.4), v cycneHswio UeHTpudyrvpyloT npu S00 x g B
TeueHne 10 MuHYT npu 0°C CynepHaTaHT LeHTpudy-
rMpyoT npu 40000 % g B Tederne 20 mMuHyT npu 0°C,
u obpasytownifica nocne yeHTpudyrnposaHna ocagoK
romoreHwsupytor B 40 ofbemax BH WEYNOMAHYTOrQ
Bydbepa v MHEYBMPYIOT npu 37°C B TeueHue 10 mu-
HyT [lochne 3aBeplUeHWA PeakUd CYCNEeH3UID LEeHT-
pudyrvpytoT npy 40000 x g B TeueHWe 20 MUHYT NpU
0°C Obpasyioluiica B pesynbTaTe 0CaAOK ABaXAL

NPOMBIBAKOT NYTEM MNOBTOPHOMO CYCNEHAWPORAHWA B
40 cbremax BeILeynoMmsHyToroe Gydpepa v UeHTpU-
bYIMpoBaHNA, U B 3aKNKHYeHWe cycneHgupykT B 60
obremax oxnaxgeHHoro negom 50 MM Tpuc-HCI By-
depe (pH 7,4}, cogepiawero 1MM xnopuaa mapraH-
Ua ANA WCNCMB30BAHWA B CNEAYIOWEM UCMBITAHUM

K anuksoTam (900 MkN) pacTeOpa CUHAMTOCOM-
HelX MemBpaH goBaenaroT 50 MKkn pacTeBOpa TPUTUPO-
BaHHoro 8-OH-DPAT pgo koHedHoR roHueHTpayun 0,2
MM, » 50 mKn pacTeopa VCNBTYEMONO CoegWHEHWUH
nnn 50 MmN ero cpeabl, U WHKYDMPYKOT B TeveHve 10
MUHYT npu 37°C 3aTeM K cmecu JoBaBNAT 5 MM ox-
naxpeHHoro negom 50 mM Tpuc-HC| Gydepa {pH
7.4, BbICTPO GUNETPYKOT NOJ  BaKyyMOM 4Yepes
UNLTRE Whatman™ GF/B u npoMbIBaOT fBaXAau 5
Mn Toro xe Dythepa PapvoakrMBHOCTE ocraTka Ha
GUNETPaxX NIMEPAOT CUUHTUNNALUOHHEIM CYETYUKOM
Ans xupkocth Hecneyudbudeckoe GeBA3EIBAHWE YCTA-
HaBMUBAKT NO NPHUCYTCTBUIO MeHee 10 ™™ CEpOTOHU-
Ha (5-HT) KoHueHTpauwio nenbeimyemMaro coeaMHeHUs
npy 50% wnrrmbnposanua (ICs)) onpepensawoT rpadm-
yeckld PesyneTaTkl CYMMUpYIOT B Tabn 1

JKcnepuMeHT 2

Cpopcteo K cepoToHuHy 2(5-HT:)-peyenropa
(McnemaHwe Ha cBA3LIBaHWE 3H-|<9'|'0Hc<=:p|,'|Ha\)

MonyyeHwe HEOMWWEHHOW  CUHAMTOCOMHOW
dpakun W aHanus CBA3LIBAHWS MPOBOLAT B COOT-
BETCTBUU C METCAOM, O KOTOPOM coobluatoT Leysen
ap B Molecular Phamacology, vol 21, page 301,
1981

3aMopoXeHHYIO KOpPY FONOBHOMQ Ma3ra, U3Bne-
UYEHHYID W3 KpbIC, romoreHuanpyeT B 30 obbemax ox-
naxperHoro NefoM 0,32 M pacTsopa caxaposhl, W
cycneHsnto yeHTpudiyrvpyioT npu 1000 x g B TeueHWe
10 mMuHyT npu 0°C  CynepHaTaHT UeHTpUbyrupyloT
npu 4000 x g B Tevenne 20 MuRyT npn 0°C, n oBpa-
IYOUWNACA B pPe3ynbTare LeHTPUhYTrMpoBaHna oca-
Aok romoreHusHpyoT B 30 obbemMax oxnaxaeHHoro
neaor 50 MM Tpue-HCI &ydepa (pH 7.7), U UHKyOuU-
pyioT Npu 37°C & TeveHns 10 MuHyT CyCNeH3WIo CHo-
Ba UeHTpudyrnpyraT npu 40000 x g B TeveHne 20 mvu-
HyT Npu 0°C MonyyeHHBId B pesynkTaTe UeHTpudy-
rMpPoBaHne OCcagok roMoreHmsnpyror B 100 obbemax
BbILLeyNoMaHyToro Bydepa U UCNONB3YIOT B KadecT-
BE PAacCTBOPA CUHAMTOGOMHbIX MeMBpaHHEIX B cne-
AYIOWEM NCNBTaHNK

K anuksoTtam {900 MKN) pacTeopa CMHAMTOCOM-
HelXx Membpan gobasnawT 50 mkn pacTeopa *H-ke-
TaHCEepPUHA A0 KoHeYHOW KoHueHTpayuu 0.2 mM, u 50
MKN UCMBTYEMOro GOeAUHEHWS UK €0 CPeAkl U WH-
KyGupyioT npu 37°C B TeueHne 20 muHyT MMocne 3a-
BEPLWEHNA peakyum cMeck BoicTpo chanper'r nog
Bakyymom vepes dovnetpel Whatman™ GF/B $unet-
pbl TP pasa NPOMBIBAKCT 5 MM YNOMAHYTOMO Bhllle
Bydepa, W 3aTeM UIMEpPAKT PaAUCAKTUBHOCTE OCa]-
Ka, OCTABLWEerocs Ha huneTpax, ¢ NOMOLLBK GLWHTHI-
NAYMOHHOIC CYETYWMKA AnS XuakocTed Hecneywdpm-
YECKOEe CBA3LIBAHNE YCTaHABMWBAIOT MO NPUCYTCTBUIO
meHee 10 mkM mMwancepwHa KoHueHTpauwi wcnbl-
TYEMOro coefilMHeHUAa Npy S0% WHrMEWposaHUA (1Cs5q)
onpeaensioT rpaduueckn PesyneTaTel CYMMUPYIOT B
Tabnuue 1

SKkcnepumeHT 3

Cpopcteo Kk gonamuny 2(D2)-peyentopa (Menel-
TAHWA HA CBASKIBaHWE “H-CNUNepoHa)

MonyueHWe HeouWWEeHHOW CYHAMTOCOMHOW
dpakiii W aHANW3 CBA3LIBAHWA NPOBOFST B COOT-
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BETCTBUMN C METOAOCM, O KOoTopcwm coobjarT 1
Creese U gp B European Journal of Phammacology,
vol 48, page 377, 1977 3aMopoxeHHOe NOMocaToe
Teno, WIBMEYEHHOE W3 KpLIC, roMoreHuavpytot B 100
obbemax oxnaxaeHHoro negom S0 mM Tpanc-HC| Dy-
thepa (pH 7.7), U CyCNeH3uo LEeHTPUDYTUPYIOT Npu
500 x g B TeueHne 10 mMuHyT npu 0°C CynepHaTaHT
ueHTpudyrvpyioT npu 50000 x g B TeveHne 15 MuHyT
npu 0°C, w oBpasylownii B pesynsTaTe LeHTpudyru-
poBaHna ocagok romoreHvaupytor B 100 obvemax
YNOMAHYTOTO Bbiwe Dydepa, v 3aTeM CYCNeH3no
cHoBa LeHTpudyrupyroT npu 50000 x g B TeueHwe 15
MUHYT Npu 0°C OBpasyioWMiAica B pesynsTaTe LeHT-
pPUDYTMPOBaHUS oOcagok roMoreHwsupyret s 150
o6semax 50 MM Tpuc-HCI 6ydepa (pH 7,1), coaep-
#awero 120 MM xnopwga kanuda, 2 mM xnopwga
kansuna, 1 mM xnopupa mardus, 0,1% ackopbuHo-
Boli kcnoTel U 10 mkM naprunuHa CycneHsnio nHKY-
BupytoT npH 37°C 5 TeueHne 10 MHMHYT, M 3aTeM Wc-
Nonb3ylT B KAYECTBE PacTBoOpa GHHaMTOCOMHBLIX
membpaH ANA CnegyrowmMx MCNBmaHni

K anukeoTam (900 mMKM) pacTBOpPa CUHAMTOCOM-
Helx MeMBpaH aobaenarwT 50 MKN pacTeOpa *H-cnu-
nepoHa A0 KOHeWHoW koHueHTpauwd 0,2 MM, u 50
MKN PacTBopa MCMEMTYEMOoro coegHeHna unun S50 Mkn
ero cpegbl, W MHKYBUPYIT npu 37°C B Teuenwne 20
MHHYT [locne 3aBepleHns peakynn cMechk BeicTpo

GUNETPYICT  NOA  BakyyMoMm  ueped  UNLTPLI
Whatman" GF/B QUNETPLl NPOMBIBAKOT TPW pasa S
MIN YNOMSIHyTOTO Beilwe Bydepa, v 3aTeM U3MEpsT
paAMOaKTWBHOCTE OCTaTKE Ha (PUNbTPax ¢ NOMOLW LD
CUWHUWINALMOHHOIO CYeTYMKa ANA XUAKOCTEW Hec-
neyndnieckoe CBA3LIBAHWE YCTAHABNWBAKT NC NPU-
cyTeTEMO MeHee 100 mekM (L)-cynenupuaa KoHUeHT-
pauvic UCMBITYEMOrO GoefWHEeHWs NpW MHrMBWpoBa-
HuK 50% (ICsq) onpeaensoT rpadmueckn Pesynbra-
Tel CYMMUPYICT B TAbn 1

Moeefenyeckan dapmakonorva

MoTeHUManbHYK  AHECMONWTUYECKYID  aKTWUB-
HOCTE COefMHeHWA opMynH | YCTAaHaBMUBAKT B CK-
PWHWHrOBOW MOASNHW CTpaxa, N MHAYLWPOBaHHOR CT-
peccom rmnepTepmun (Lecal A, Borsini F |, Volterra G
and Mell A, Pharmacological Validation of a novel
animal model of anhcipatory anxiety n mice
Phychopharmacology, 1960, 101, 255-261) Ora
npoUefypa OCHOBAaHA HA AHTAroHM3ME BO3PACTAaHUA
pekTanbHoA TemnepaTyps, HabniopasMoro y noca-
XEHHbIX B KNETKY MbILUEW, KOT4a MX YAansaoT ud ux
rpynnel

K3 nonyJyeHHBX AaHHBIX, NPEACTABNEHHHX B
Tabn 2, oueBWAHO, YTO COEAWHEHMS1 HAaCTOSLLErO
n30BpeTeHna cnocoBHLl NROABNATL @HTArOHW3M K UH-
OYUMPOBAHHOW CTRECCOM TWNEepTepMiM, OoDHapyku-
BaA NOTEHUNAIbHbBIE AHKCHONWTUYECKNE CBCUCTBA

Tabrnuya 1
WcneiTyemoe coegMHEHME CBAsLIBaHMa palenTopa ICs, nM
npumapa Ne D, 5-HTas 5-HT,
1 5.2 0,03 6,7
2 2,77 0,01 1,87
3 4,45 0,01 1,1
4 3,33 0,01 0,7
5 1,1 0,01 327
6 1,25 0,008 0,7
7 51 0,01 1,2
8 29 0,08 21
9 21 0,01 1.1
10 36 0,06 248
11 31 0,05 3,48
12 21 0,01 6,15
13 1.7 0,005 11
Tabnuya 2
CoeguHeHne npumepa Ne EDso rvinepTapMui, WHAYLMDOBaHHOW CTPECCONM,
MblllbL, Mr/Kr
5 0,03
7 0,06
o 0,03
16 0,06
11 0,06
6 008
17 0,06
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TOKCUUYHOCTE COEfMHEHUA HacToAlero waob-
pPETEHVA B CAMOM Aene ABNASTCA HE3HAYMTENBHOA, U
OHW, crefgoeaTeneHo, MoryT BesonacHo WCNone3o-
BATLCA B Ka4eCTBE NOMNE3HbIX NEKAPCTBEHHLIX Npena-
paToB

B COOTBETCTBMM C HACTOAWWMM W3oBpeTeHnem
nayueHTa neuat no cnoccby, 3aKnKualolLemMyca BO
BEBEAEHWM nayueHTy 3ccbeKTMBHOrO KONMWHecTea coe-
AvHeHna dcopMynel | vnu ero  dapmayesTUHeckn
npuwennemon conu CoeguHerne popmynsl | vnw ero
thapMmayeBTUMeCKM MpWemMNeMas cofnb MoryT ObiTb
MCNONB3OBAHE ANSA PerynAaAuui COCTOAHWR, KOTOpble
MOXHO OTHECTH 33 CYET CepOTOHWH3PrA-ecKX BWc-
PYHELUMA, TakMX Kak yXygWeHWe TepMOPEryrsyuu
Unu yHKLM NamMATH, paccTpORcTBa CHA, NPWBLIKa-
HWE K YPEe3MEepHOMY YNOTPelbneHno NekapcTBEHHbIX
CpeACTB, TMNepTeH3na, TUNepemMesnc, Aenpeccus, cT-
pax WM MCWUXO3, WNW Perynsauns HACkIWEHUs WNd
CUHAPOM OTMEHEI NMeKapCTBeHHOro npenapara, ue-
pebpanbHaa vwemMna

MaobpeTeHwe Tawke npegnaraeT apmaues-
TUHECKYKD KOMNOSULUIO, BENKOHAKLLYH MPON3BOAHOE
spronuHa obuield dopmyne | UNK ero hapmalesTu-
YecKW MPUEeMIeMylo cofb B cMeck ¢ dapmalyesTu-
Yecku npremnemeliM pazbasutenem unu HocuTenem

CoeguHenwa dopmynsl | 1 wx conu, OnucaH-
Hble 34eCkb, MOMYT CbiTh BBEAEHBI NapeHTeparbHbiM
MNKM  opanbHbIM  cNocoBoM, NpeancuYTUTEeNnbHO —
oparkHsIM cnocobom B 3aBWcumMocTW ©T cnocoba
BBEAEHWA, KOMMNOSULWW MOTYT HaxoaWTBCHA B TBEp-
AOA, NonyTeepdod WMNW Xuakoh dopve [O3UpoBOM-
HOW (bopMe TAKOW Kak, Hanpuwmep, TabneTky, nuno-
AW, Kancynsl, NOPOLIKA, XWAKOCTH, CYCMEH3MM W TN
KoMnosuyua moxeT BrMo-aTe obelivHele dapMalee-
TUYECKHE HOCWTENUN, AABIBAHTE U T |

Ho3nposka HACTOALLMX NeKkapcTBEHHBIX
CpeacTs M3MEeHASTCH B COOTBETCTBMM € MOIOM, BO3-
pacTOM, COCTOAHWEM UNU MEAWLUHCKUMU KapTamu
NalyUeHTOB, @ TAKKE B COOTBETCTBUW CO CMOCOBOM
WINu Uenklo Beegedna Booblule, nekapcTeeHHEIE Npe-
NapaTkbl MOryT BEBOAWTECA KaK e4WHUYHBIE O3B UMW B
BUAE paszgenbHbBlX 03, JYToDbl 0DecneunTs, CKakem,
0,1-10 mr/kr Beca Tena B feHb 3phekTMBHOMD MHIpe-
AveHTa, NnpeanouTuTensHo — 0,1-5 MIfKr seca Tena

dapMalUeBTMUECKME KOMNO3WLWY, CcoAepxa-
LWMe coefUHEHWA W30BpeTeHna, roToBsT 0BLIYHBIMU
cnocobamu ¢ OBbIYHBIMKM MHIPeJHUeHTaMK

Tak, ANA opansHOro BBeAeHWA, hapMalesTu-
HecKHe KOMMNO3MLMK, Cofepxallue coefMHeHNa naob-
peTeHWs, NpefcTaenAaT cobol, NPefnovTUTENEHO,
TabneTky, NUNICNK WK Kancynbl, KOTOpLIE CopepxXaT
AaKTMBHCE BELECTBO BMecTe ¢ pa3baBuTenamMu, Taku-
MU KAK, HANpUMep, NaKTosa, fekcTPO3a, MAHHWUT, cop-
BWT, caxaposa, Uenmnonosa, CMasbBALUMKU Be-
LWecTBaMy, HanpuMep, KpeMHE3eMOM, TarbKoM,
CTEAPVHOBOW KWCNOTOW, CTeapaToM KanbUWA WnM
MarHua Wy NONWITUNEHITIMKONAMKY, WKW OHW Takxe
MOTYT COASPMETH CBA3SHIBAIOWMWE BellecTsa, Takwe,
KaK, HanpuMep, KpaxMansbl, XenaTWH, MEeTUNUennio-
rnosa, apaB/ACKas KaMdefdb, TParakaHT, NOMYBUHWM-
NUPPONUAOCH, AVCTIEPTVPYIOWME CPERCTBA, TAKUE KaK,
HanpwMep, KpaxMarsl, abrMHOBasd KMCMOTa, anbri-
HaTbl, BCNEHMBAOWYO CMECh, Kpacsllee BELECTBO,
noAcnaluBallLMe BEelLecTBA, CMaJMBaTeny, Takve
Kak, HanpuMep, NeuwTuH, nonucopbartel, naypwn-
cynedoatel, U BooblLe HETOKCWYHEIE U hapMaKoNor-

YecKW HEeaKTUBHEBIE BELLECTBA, NPUMEHAEMBIE NPU W3-
roToeNeHUn dhapmaleBTUIecKUX NPenapaTos

YNoMsIHyTele chapMaleBTUYeckue npenapars
MoryT BHTE M3roToBNEeHH W3BECTHRIMKM cnocobamm,
HanpuMep, NocPeaCcTBOM NPOLECCOB CMELLEHWSA, Ppa-
HYNWpCBaHWA, TAaBNeTUPCBAHWA, HAHECEHWA caxap-
HOrG UNW NNEHOYHOTO NOKPHITHUA

YnomsiHyTele dapmayesTHeckne opMynn-
pOBKM, cogepkallue coeUHEHUA N306peTeHns, Tak-
¥ MOryT BeTb W3TOTCBNEHH M3BECTHBIMW crocoba-
MW, 1 OHW MOTYT NPEACTaBNATE CODOW, HANPUMER, Ch-
pon WNY Kannu AMNA OpanbHOro BEEAEHWA, CTEpWnb-
Hble PacTBOPLl ANA MHBEKLWA MAW CYMNO3UTOPWI

CregylolwMe aanee NpUMEpbl WINKKCTRPURYIOT
n3cbperenne

Mpumep 1.

2-TnomeTun-8-meTnn-83-meToKcnKkapboHUn-
{13,14)-Tper-Oytunapronvi (| R, = H, Bz = SCHs,
Ra = CH3, A= COQCHa, n= O)

K pacmeopy 23 r 2-Twometun-6-metnn-8p-
MeToKCHKapCoHunapronnHa B 230 mn TpudTopykeyc-
HOW KwcnoTel goCaBnswT no kannam 24,5 Mmn TpeT-
ByTunauetata O6pasylolIMACA B pesynsTaTe pacT-
BOp HarpeealT npu 40°C B Teuenue 5 yacos PacT-
BOPHUTENL WMCMAPAIT, U TEMHEIA ocTaTok obpabaThl-
BatoT aTvnayetarom M 0,1 N rugpoKcHEoM amMMOHKUSA
OpraHvnyeckyto basy NPOMLIBRICT CONAHLIM PacTBO-
poM U cywaTt (Na:;S50.) PacTeOpuTens yAanawT, W
NEHWUCTHIA OCTATOK PACTBOPFAKT B MUHMMANEHOM KO-
nuyectee MeTaHona [locpepcTBOomM  OxnamgeHusi
kpuctannuayot 13,7 r 13-npovssogHoro, T nn 259
261°C MocpeacTeom XpomMaTorpadMpoBaHna MaTou-
HOA XWAKOCTW nonydyalT 4.2 r COOTBETCTBYIOWLEro
14-npouseofHore, T nn 280-283°C

MpumMep 2.

B-MeTun-8p-meTokcrkapboHun-13-TpeT-6yTun-
spronivd {| Ry = Kz = H, Ry = CHy, A = CO;CHg,
n=20)

K mnawemMy © obpaTHBIM XONoAUNbHUKOM pac-
TBOPY 95,75 1 Z-TMOmeTwn-G-meTun-13-Tper-byTvn-
apronuHa 8 300 MmN MeTaHona B atMocthepe asoTa
AobaenatoT yacTaMn 10 r HUEENa PeHes

Mocne 10-MUHYTHOrO KMNAYEHWS  KUNALYHO
cMmeck bunsTpytoT, 1 NI Peres TwarensHo npombl-
BAIOT METEHOMNAM

PacTsoputent yRanawT, W OCTATOK KpUCTann-
3YIOT U3 STWNALETATE, W NoNyuyaT 4,3 I HA3BaHHOMO
B JArONOBKe COSAMHEHMs, T nn 175-177°C

MpumMep 3.

B-MeTun-8p-rngpokcrmeTun-13-Tpet-0yTvnap-
ronvH (| R1=R;=H, Ry =CHz; A=0H, n=1)

K pacteopy 4,5 r Bopornapuga Hatpus B 50 Mn
MeTaHona AobaBnAT No kannam pacreop 4,5 r 6-me-
TUN-8B-MeTokcukapboHun-13-TpeT-ByTUNapronyHa B
30 mn meTaHona [lMonydanwyloca s pesynsTaTe cyc-
NeH3NI0 NPK NepemMellnBaHuK HarpesaloT npu S0°C B
TeveHve 1 vyaca OOCpasyroWuiica B pesyneTaTe MyT-
HbIA pacTeop paszbasnawT 200 MN BOAH, W 3aTeM
IKCTparpyloT xnopodopMonm  OpraHudeckylo ¢asy
NPOMBIBAKIT COMSIHBIM PACTBOPOM W cywaTr Ynapuea-
HWe pacTBOpUTENA W KpUCTANIM3aUMA W3 ITaHona
JarT 3,3 [ Ha3BaHHOIO B 38r0NOBKE COSMUHEHWA, T
nn 240-243°C

Mpumep 4

6-MeTun-8pB-amnHomeTN-13-Tper-6yTHnapro-
nuH (| Ry=Rz=H,R3=CHs, A=NH;, n="1)
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K cycneHsun 3 r 6-meTun-8B-rnapoKCUMETUN-
13-Oytunapronuia, 3 1 TpudeHundochuHa w 2 1
thTanumnga B 30 mn TeTparmgpodypata npu nepe-
MellueaHud AoBaBNAKT NO KannawM pacTsop 2351
avaTunazogukapbokcunarta s 20 mn TeTparugpody-
paHa

MepemellmBanne NPORCITKAIOT B TeusHue 2
yacos, 3arem obpascBaBILWACA B peaynsTare opaH-
¥eBulh pacTeop pasbaenatT 200 Mn 0,1 MeTaHcyNb-
hOHOBOW KWCHOTEI W IKCTPArMPYIOT 3TUNAUETATOM
BopgHyo chazy nogWenadnBakT MMEPOKCHAOM aMMOo-
HUA W 3aTeMm 3KcTparupyloT sTunagetatoMm [locne
NPOMBIBAHWA COMNAHBIM RACTBOPOM W BHICYWWBaHWA
pPacTBOP KOHUEHTPUPYIOT MPU NOHUMEHHOM AaBne-
HUW, W NonydakT 4 r 6-MeTun-8p-hbranumMuaomMeTun-
13-TpeT-ByTUnapronuHa, T NN 132-137°C K pacTso-
py, cofepxaliemy 5TO GTANVMULHOE NPONIBOJHOE B
100 mn sTadona, AobaenaweT 10 ma 98% rmapasuH-
rugparta [Nocne nepemelwlNBaHUA B TeHeHue 3 4acoe
CyCneH3n hbUunbTRYIOT, U UNLTRET Nocne ynapusa-
HWA PacTBOPWTENA RAacTBOPSAKT B aTwunauerare, u
pacTBOR TWarTensHo npomeBaeT 0,1 M rugpcrcngom
HaTpus OpraHudeckyd ¢asy NPOMbIBAOT CONAHLIM
pacTeopom W cywaT KoHueHTpaywel pacTeopa no-
ny4yaT 2,4 1 Ha3BaHHOID B 3ArcroBKE COSAWHEHUA,
T nn 321-233°C

MNpumMep 5.

6-MeTun-8p-6eHzounamuHomeTn-13-Tpet-Ey-
TunapronuH (| Rq.=FR:=H, R3 = CHs, A= NHCOPh,
n=1)

K pacteopy 2 r 6-metun-8p-aMuHomerun-13-
TpeT-CyTunapronvia s 50 mn nupugwia fobasnsawT
0,95 r Benzounxnopuga lMocne nepemeWwvBaHmA NN
KOMHATHOW TemnepaType B TedeHWe 3 uacoe obpa-
3ylOWMACS B pesyneTaTe pacTeop pasbaenawt sTu-
nayeTatoMm 1 npomuisaloT 0,1 N pacTeopoM rugpok-
CHAa HaTpUA U 3aTeMm consHtiM pacTeopoM [locne
BEICYWWBEHWA PacTBOPWTENb YAANAOT, W OCTATOK
pacTeopAT B obpaboTaHHOM yrneM MeTaHone, 3a-
TeM ABKABI KPUCTANMUIYT W3 AUETOoHAa, W nony-
YalT 2,4 I Ha3BaHHOMC B 33rONOBKE GOSAWHEHWS, T
nn 190-193°C

NpuMmep 8

6-MeTun-8p-deHnnayeTinaMmHomeTn-13-
TpeT-6yTunapronvi (| Ry = R; = H, Ry = CH3, A =
NHCOCHzPh, n=1)

HehcTeya kak B npuMepe S HO WCNONb3yda
BMecTO BeHscunxnopuaa deHunaleTMNxnopuaa no-
MY4YaKT HA3BaHHOE B 3aroNoBKe COeAUHEHUE G BLIXO-
aoM 74%, T nn 165-167°C

NpumMmep 7.

6-MeTun-8[3-nusanounaMuHomeTn-13-TpeT-
Byrunapronvd (| Ry = Rz = H, Rz = CH:, A= NHCO',
n=1)

HehcTeya kak B npuMepe S HO WCNONb3yda
BMecTO GeHzounxnopupa NWBANOWNXNOPWUA, MCny-
4aKT HA3BAHHOE B 3AroNOBKEe GOSAUHEHWE C BLIXO-
aom 60%, T nn 235-238°C

MpumMep 8.

6-MeTnn-803-130H IKOTMHOMNAMUHOMETWN-13-
TpeT-Cytunapronvd (| R1 = Rz = H, Rz = CHs, A =
NHCOQCHMN, n = 1)

HehcTeya kak B npuMepe S HO WCNONb3yda
BMeCTO GeH30MNXNOPUARa MMEPOXIOPUA W3CHHKOTU-
HOWNXNopWAa, MNONYYaKT Ha3BaHHOE B 3arcnoBke
coeAnHeHWe ¢ Buixoaom 45%, T nn 241-243°C

MpumMep 9.

6-MeTun-8p-(5-6poMHHUKOTMHOMT}aMMHOMETHIT-
13-TpeT-0yrnnapronui (| Ry =R =H, K3 =CHs, A=
NHCOCH;NBr, n = 1)

felicTByn Kak B npuMmepe S5, HO Ucnonesys
BMeCTO EeH30WMUIOPUEa THAPOXNOPHE S-BpoMHUKO-
TUHOMMXMOPKUAZ, NOMNYYAKT HA3BaHHOS B 3JaroroBke
coegUHEHUE C BHIXOACM 75%, T nn 285-287°C.

Meumwep 10,

6-MeTwnn-8p-6ensnnokcukapboHunarMmHoMeTHN-
13-TpeT-0ytnnapronub {| Ri = Rz =1, R3 = CHs, A =
NHCOOPh, n = 1)

felicTByn Kak B npuMmepe S5, HO Ucnonesys
BMecTo GeHsowmaiopuga BeHsunokcwkapboHWmno-
pwa, Nony4YaloT Ha3BaHHOE B 3arorobke coefWHEeHUe
¢ BeXoAom 55%, T nn 139-142°C

Mpumep 11

6-MeTun-8p-zTokcrkapboHnnaMuHoMeTun-13-
TpeT-ByTunapronuu {| Hy = Rz = H, B3 = CHs, A =
NHCO:C:Hs, n=1)

felicTByn Kak B npuMmepe S5, HO Ucnonesys
BmecTo bBensomnxnopnga sTorcukapboHumxnopua,
Nony4arT Ha3BaHHOE B 3aIONOBKEe COSIWHEHWE C Bhl-
xofoM 80%, T nn 235-237°C

Meumep 12,

6-MeTun-8p-deHnnaMmHokapboHunamnHoMe-
TUN-13-TpeT-ByTnapronun (| Ry = R: = H, Ry = CH;,
A= NHCONHPh, n=1)

K pacteopy 3,2 r 6-meTrn-8f-amuHomeTn-13-
TpeT-ByTunapronuHa B S0 MnN auokcaHa aobasnAoT
1,5 r cbeHUnUsoynaHata OB6pasyloWMWACA B pesyrb-
TaTe pacTBop KMNATAT ¢ 05 paTHEM XONOAUNEHWKOM B
TeyeHwe 1 yaca PacTBopuTent yAansoT, U OCTATOK
xpomarorpadupyoT Ha npoknagke W3 cunvkarens,
a3noupys xnopodopmMom Nocne ynapneaHns pacTeo-
pUTENA W KPUCTANNU3ALMY W3 BTaHONa MNonydyakT
HasBaHHOE B 3aronoBKe COBAVHEHME G BLIXOJOM
70%, T nn 238-240°C

MNpumep 13.

8-MeTun-8f-yuknorekcunkapboHunaM MHOMe-
TUN-13-Tper-0ytnapronud (| Kq= K2 =H, Ra = CHa,
A=MNHCOCsH 11, n=1)

K pacteopy 1,82 r yuknorekcaHkapboHOBOR EU-
cnotel B 30 mn TeTparvgpocypana gobaensiot 1,7 r
kapboHunguvmmaasona [onyyeHHLA B peayneTare
pacTBop HarpesaioT npn 50°C B Teuenne 10 munyt K
obpaayrowiemyca B peayrnbsrate NpospaqyHomy pacTeo-
py AcBaenswt 3,1 r 6-meTn-8fB-amuHomMeTnn-13-
TPeT-BYTUNSPronuMHE, W HarpeBaHWe NpoACNXalT B
TeveHve 3 vacoB PacTeopuTent yaandwT ncnape-
HWeM, ocTaToK obpabaThiBaloT STUMNALETATOM U Npo-
MEIBAKOT HACHILLEHHHM pPacTBopoM rugpokapboHara
HaTpus [locne NPOMEBAaHWA COMAHEIM PAcTEOPOM U
CYWKA NONyYallWMACH B pesynsTaTe pacTBop KoH-
LEHTRPURPYIOT, W NonyyarT 3,8 I Ha3BaHHOIO B 3aro-
NoBKke coefinHeHus, T Nn 151-154°C

MpeumMep 14.

6-MeTwn-8p-(1-agamaHTun)kapboHunaMmuHome-
TUN-13-TpeT-ByTnapronuH {| R, =Rz = H, Ry = CH3,
A=NHCOAd n=1)

Delicteyn kak B npvmepe 13, HO Wcnonesys
BMECTO LMKNOrekcaHkapboHOBOR KWUCMOTH aJamMaH-
TaH-1-kapboHoBYI0 KWCNCTY, NONY4YarT Ha3BaHHOE B
3aronoeke coefluHeHWe ¢ BeixofoM 60%, T nn 240
243°C
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Mpumep 15.

6-MeTun-8p-(3-beHnm)akprnonnaMmHoMeTUN-
13-TpeT-OyTvnapronvi {| Ry =R:=H, B3 = CHs, A =
NHCQOC;H:Ph, n=1)

Aelicteyn kak B npumepe 13, Ho ucnonesys
BMECTO UWKNorekcaHkapboHoeBoW kucnoTtel  3-(cde-
HWM)2KPUNOBYIO KUCNOTY, NONYYaT HassaHHoe B 3a-
rONOBKE COSgMHEHME C BbiXxogom 35%, ¢ 1 nn 190-
191°C

Mpumep 16.

6-MeTun-8p-(1,5-gumeTin-3-nnpasonn)aMmnHo-
mMeTun-13-Tper-6yTunspronud (| Ry = R = H, Ry =
CHa, A = NHCOC:HN:({CHz)z, n = 1)

K pacteopy 2,2 1 1,5-gumeTunnupason-3-kap-
BoHoeol kunenotel M 1,5 Mn TpusTUNamwia B 20 Mn
AnMeTrndopmamuga npy 0°C aobaBnsaoT No Kannam
1,1 r atunxneprkapboHaTa

Mocne nepeMellMBAHUS B TeuyeHWe 5 MUHYT
aobapnAwT no kamnAm pacteop 3,1 r 6-meTnn-8p-
aMuHoMeTUN-13-TpeT-ByTunapronvya & 20 MmN gume-
TundopMamuga, v obpasylowunidica B pesyneTate
pacTBOp NepemMellUBalcT B TEYeHMe HOUW MPH KOM-
HaTHOW TeMnepaType

Mocne yaaneHna pacTBopvTens ocTarok obpa-
BaTblBAT METUNEHXNOPUAOM, W PaCTBOP NPOMEI-
garoT pacteopor 01 N rugpokcuga natpua [locne
NPOMEIBAHWA GONSHEM PAcTBOPOM W CYLUKM PacTBo-
pHUTENb YAANAIOT, M OCTATOK ABAXAEl KPUCTANMNW3YKT
W3 aleToHa, nonyJaT 2,7 I Ha3BaHHOO B 3arcnoBke
CoeAnHeHns, T nn 262-265°C

Mpumep 17.

6-MeTun-8p-(2-meTnn-4-Tvasonn)amMmHOMeTH-
13-TpeT-OyTvnapronvi {| Ry =R:=H, B3 = CHs, A =
NHCQOC;H:zNS({CH3g), n = 1)

Aelicteyn kak B npumepe 18, Ho ucnonesys
BMecTO 1,5-guMeTunnupason-3-kap6oHoBOR KMCNOTH
2-MeTun-4-TnazonkapboHoBylo  KWCHOTY, NonyyaoT
HA3BAHHOE B 3Ar0NOBKE COEAWHEHME C BHIXO4OM
45%, T nn 2656-268°C

Mpumep 18.

6-Metun-8p-6enzonnamunosTn-13-TpeT-6yTVUN-
spronuH (| R:=R;=H, Ry = CH;, A= NHCOPh, n =
:2)

AelicTBya Kak B Npumepax 1-5, HO weNonesys B
Ka4ecTBe MCXOAHOro BelecTBa 2-TUOMETNN-G-MeTHN-
8p-MeTokcHKapBOHUNMETUNAPIoNuH BMEcTo  2-TUO-
meTun-8-meTun-33-MmeTokckapboHuNapronmHa, no-
MAYYaOT HA3BAHHOE B 3aronoBKe cOeMHEeHUe C BhIXO-
AoM 55%, T nn 187-189°C

NpumMep 19.

2-Bpom-6-meTun-8p-0eHzonnamuHomeTn-13-
TpeT-ByTunapronvH {| R1=H, R: =Br, Rx = CH3, A=
NHCOPh, n=1)

K pacTeopy 2 r 6-meTUn-83-beH30uNamMuHoMe-
Tun-13- Tper-ByTUnaspronuHa B 75 MN gWokcaHa go-
BaenaAwT nopuuamK 0,9 r N-BpoMcykumHmmunga lMNoc-
ne nepemewmnsanus npu 40°C B TeueHwe 2 4acoB
PACTBORUTENb YOANANT, W OCTATOK XPOMETOrPpadu-
pPYIOT Ha cUnUWKarene, sNOUPYA aTUNALETAaTOM

Mocne kpucTannusayuy W3 W3onponaHona no-
nyyaT 1,3 r HaseaHHOIo B 3ArcnoBKE COSAWHEHUA,
T nn 151-155°C

MNpuMmep 20

6-MeTun-8p-aMnHoMeTUN-14-TpeT-6yTMNapro-
nvH (| Bi=Rz=H, B3 =CHs, A= NH2, n=1, 14-n30-
mep)
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HelcTByA Kak B npumepax 2—4, HO UCNoNkL3YA B
Ka4yecTBe MCXOFHOIo BeLlecTBa 2-TUOMETUN-6-MeTHI-
8p-meTokcurapbonun-14 -TpeT-6yTUN3pPronvd, nony-
YaT Ha3BaHHOE B 3aroroBKe cOefMHeHWe, T nn
215-217°C

Mpumep 21.

B-MeTun-83-CenzonnammHomeTn-14-Tper-0y-
TunapronwH (| Ry = Ry = H, Rz = CH3z, A = NHCOPh,
n =1, 14-usomep)

felicTByA Kak B npuMmepe 5, Ho vcnonesys 6-
MeTun-3B-amuHoMeTUN-14-TpeT-6yTUN3prenuH, nony-
YaloT Ha3BaHHOE B 3ArOMNOBKS COSAWHEHWE G BLIXO-
Aom 80%, T nn 173-175°C

Mpumep 22.

8-MeTun-8p-kapbokcn-13-TpeT-ByTUNapronuH
(l Ri=R2=H R;=CHs3, A=COH, n=0)

K pacteopy 6,2 r G-meTun-83-meToKkcukapbo-
HWN-13-TpeT-EyTUnapronuHa 8 50 MN meTaHona npu
nepemewvBaHnn fobasnawT no kannawm 20 mn 1M
MNaOH

Mocne BeIAEPHUBAHWA NPU KOMHATHOR Temne-
paType B TeueHWe 2 YacoB, PacTBOPUTENE YAANAKT,
W ocTatok pa3baenaoT 100 mn H.O v o6pabaTuiBaicT
20 mn 1 M HCl QObpasyowmiica 8 pesynerare oca-
JOK OTOMNBTPOBLIBAOT, MNPOMBIBAOT BOAOH, 3aTeM
KPUCTaNMW3YIOT U3 KUMNAWEro METAHONA, W NonyuakT
S1 1 HasBaHHOrO B 3ATOMNOBKE GOSAWHEHWS, T MN
237-239°C

Mpumep 23.

G-MeTun-83-(2-nupasuHnn)-aMuHokapboHun-
13-TpeT-Bymnapronuu (| R1=R,=H Ry =CH;, A=
CONHCHsH:N2, n = 0)

K pacteopy 4 r 8-meTnn-8p-kapbokcu-13-TpeT-
6ytunapronuia u 1,7 r N-rugpokcubensoTpuasona B
50 mn gumetundpopmamuga gobaenawT 2,5 r guywne-
norexcunkapbogmuMnga, v obpasyoWWicH B pesynb-
TaTe pacTeop nepemewmsatoT npu 0°C B TeueHue no-
ny4aca, 3aTeM OCTABMSIT HArPEeBATBHCA A0 KOMHAT-
HOW TeMnepaTypel 1 obpabaTeeateT 1,2 1 2 amUHONK-
pasuHa OBbpaszylowMics B pe3ynsTaTe MyTHEIA pacT-
Bop rpewoT npn 80°C B TeueHwe 5 yacos, W 3aTeM
yaanawT pacTeopuTene OcTaTok obpabaTeiBaloT
STUNALETATOM W MPOMbBIBAKST HACHILLEHHEIM PacTBO-
poM rugpokapbonata HaTpua [locne npoMelBaHWA
CONAHLIM PacTBOPOM W CYWKM YAAMAKT pacTBOpH-
Telb, W CHPYIO PEaKUVOHHYIO CMECh Xpomarorpadn-
PYIOT Ha CHNVKarene, 3NWPys METHNEHXUTORHLOM
Kpuctannusayua ws ayetoHa paet 3,7 r HA3BaHHOro
B JArONOBKe COSAMHEHMs, T nn 271-273°C

Mpumep 24,

6-MeTun-33-(2,6-AumeTun-4-NupUM U ANHUN) M M-
HokapBonun-14-Tper-6yTunapronnd {| Ry = Rz = H,
R; = CHs, A = CONHC4Nz(CHs)2, n = 0, 14-uso-
mep)

HeldcTByA Kak 8 npuMepax 22 U 23, HO Kenonk-
3ya BmecTo B-MeTun-8f-MeTokcukapboHun-13-TpeT-
bytunapronyHa  B-meTuN-8f-mMeTokcHKkapboHun-14-
TpeT-6yTUN3PronuH, a BMecTo 2-aMUHONUPasuHa-2,6-
OUMETUIN-4-BMUHONTMPUMWANH, NOMYYAKT Ha3BaHHOE
B 3arornoBke coefilHeHWe ¢ Beixoaom 45%, T nn
284-287°C

Mpumep 25

B-Memun-Sp-(2-TnazonuauHun)aMmmHokapboHun-
13-TpeT-6yTUnapronuH (| Ry = R;=H, Rz = CHs, A =
CONHC;H;NS, n = 0)
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HehcTeya Kak B npumMepe 23, HO WUCNONbL3YA
BMECTO 2-aMWHOMNWPazMHa 2-aMUHOTMA30M, nony-
4aKT HA3BAHHOE B 3AroNOBKEe GOSAUHEHWE C BLIXO-
aoM 70%, T nn 230-234°C

NpumMep 26,

6-MeTnn-8p-(6-xnop-3-nupyaasHHWN}aMUHOKaP-
BoHun-13-tper-6ytunapronnra {| Ry = R; = H, Rz =
CH3, A = CONHC4H:N:CI, n = 0)

HehcTeya Kak B npumMepe 23, HO WUCNONbL3YA
BMECTO 2-aMWHONWpasuMHa B-xnop-3-aMUHONUpUaa-
3WH, NONYYAKT HA3BAHHOE B 3AronoBKE COEAWHEHWe
¢ BoXCAOM 35%, T NN 257-259°C

NpumMep 27.

6-MeTtun-8p-/{1H,3H)-2,4-auokcogurv gpo-1-nu-
pruvuguHunMeTn/-13-tpeT-6ymunapronvi (| Ry =
=R2 = 1, R3 = CHa, A= C4H5N202, n= 1)

Cwueck 5,1 r 6-meTn-8f-amuHomeTn-13-TpeT-
Bytunapronuda v 1,8 Mn metunakpunata B 100 mn
METAHOMNZ KWNATAT ¢ ODpPaTHLIM XONOAWNEHMKOM B
TeueHwe 4 yacoe PacTBOpWTENE YAANAWT Ucnape-
HHEM, W OCTATOK KPMCTANMU3YIOT U3 STHNaueTara, no-
nydaT & r 6-MeTun-8p-N-(2-meTokcnkapboHunaTun)-
aMUHoOMeTWN-13-TpeT-ByTUnapronyHa, nNasAulerccy
npu 153-157°C (I Ry = Rz = H, R; = CHs, A =
NCH9H4COQCH3, n= 1)

K pacteopy 2,9 r umaHara kanua 8 30 mn ol
A0BaenarT No Kannam pacteop & r 6-MeTun-83-N-(2-
METOKCUKaRGOHWNITUN)-amMmuHoMeTvn-13-TpeT-6yTIn-
apraonuHa B 120 mn sogul 1 35 Mn 1N HCI PeakyuoH-
HYI0 cMech HarpesaoT npu 80°C B TeueHwne 4 4acos,
W 3aTeM OCTABMAKT CTOSTL NPWU KOMHATHOR TeMnepa-
Type B TedeHWe HouW Teeppoe BEWECTBO OTASNAKT,
NPoOMEBIBAKOT BOZOA W KPUCTANMW3YIOT U3 STAHONA, No-
nyyaT 4,3 r Ha3BaHHOIo B 3ArcrnoBKE COSAWHEHUA,
T nn 297-302°C

NpuMep 28,

6-MeTnn-83-(2-TasonuguHUN)aMyHoKapboH un-
14-TpeT-OyTvnapronvi {| Ry =R:=H, B3 = CHs, A =
CONCH3HzNS, n = 0)

HehcTeya Kak B npumMepe 25, HO UCNONb3YA
BMecTO 6-MeTun-8f3-kapbokcu-13-TpeT-ByTUNapronu-
Ha 6-meTUn-8p-kapbokcu-14-TpeT-ByTunapronuH, no-
MAY4YaloT Ha3BaHHOE B 3aroNoBKe COSANHEHUE G BLIXO-
aom 609, T nn 243-247°C

Mpuwmep 29

N-/{B-MeTunapronwn-14-tTpeT-6yTn-8p-nnme-
Tun/-N'-ayetuntuomoueBnHa (| Ry = R; = H, Rs =
CHj, A = NH-CS-NHCQOCHg, n = 1)

K pactsopy 3,2 r 6-meTun-8p-amMuHometyn-14-
TpeT-CyTunapronvia 8 30 mn TeTparngpodypana go-
BaBnAlT 1,5 r CBEXenpUroTOBNEHHOro aLeTUNuao-
ThoyuaHaTa

Mocne nepemellMBaHns B TeYeHne 3 Yacos no-
AyJarWHUAcA B Pe3ynbTaTe XENTHA pacTeop ynapu-
BaKCT 4OCYXa, W OCTaTOK (PWBTRYIOT YEPE3 TOHKWIA CIOW
cUnNVKarena, anWpya AWxnopMeTaHoM [locre Kpuc-
TanU3aUWK M3 AUETOHA NOMYyYaKT HAsBaHHoe B 3aro-
NOBKE coBAWHeHWe ¢ BexogoM 40%, T nn 220-223°C

NpumMep 30.

N-f{B-MeTunapronuH-14-TpeT-6yTn-8B-unme-
Tun/-N'-6eHzonnTmomodesnHa (| Ry = R; = I, Ra =
CH3, A = NHCS-NHCOC:Hs, n= 1)

HdehcTeya kak B npuMepe 25, HO WCNONbayA
BMECTO AleTUNU30TUCLMaHaTa BeH3cUMNU3oTHoLMa-
HaT, NOMNYYaloT HA3BAHHOE B 3AronoeBKe COeAUHEeHWe
¢ BBIXOAOM 75%, T nn 287-289°C
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MpumMep 31.

N-/(6-MeTunapronui-14-Tpet-6yTun-8p-nnme-
Tun/-N'-BenzonnmoveBnia (| R1 = Rz = H, Rz = CH,,
A = NHCONHCQC¢Hs, n= 1)

K pacteopy 4,4 r N-/(B-meTunapronuk-14-Tpet-
OyTun-8E-nn)-metun/-N'-beHaonmrmoModeBnHe 8 50
Mn aTaHona AobasnawT no Kannsad pacteop 3,9 T
HWTpaTa cepebpa B 20 Mn Boau [Monydawwmuics s
pesynsTate YepHull pacTBop KMNATAT ¢ obpaTHLIM
xonogwneHukoM B TedeHwe 10 MuHyT, K 3aTeMm
BhUNETRYICT Yepes UENUTHYIO NPoKNagry

PacTtsopuTens yaanskoT, W ocTaTok cbpabathl-
BAKT sTWnauetatom [locne NpoOMBIBAHUA CONAHBIM
pacTeopom W cywkd (MgSO.) pacTeopuTenks wcna-
PSICT, W ColpoA NPORYKT ABaXAElI NEepeKpucTanu3o-
BBIBAIOT M3 AUETOHA, NonyvyawT 2,8 I HA3BAHHOMD B
3aronoBke CoefnHeHus, T nn 293-297°C

MpumMep 32.

6-MeTun-8p-6eHzounamuna-13-rpet-6yTnap-
ronvHd (| Ry = R:; = H, Rs = CHy, A = NHCOPh, n=
:O)

felicTByn Kak B npuMmepe S5, HO Ucnonesys
BMeCTO  B-meTun-8p-amuHomeTnn-13-TpeT-0yTunap-
ronvHa  B-meTun-8p-amuHo-13-TpeT-ByTunapranuH,
Nony4arT Ha3BaHHOE B 3aIONOBKEe COSIWHEHWE C Bhl-
xofom B0%, T nn 143—145°C

Mpumep 33

B-MeTun-8p-(2-thypvn)akpnnonnamMmHOMeT -
13-TpeTthyTUnapronvd (| Ry = R: = H RKs =CHsg A=
NHCOC:H:C4H20, n = 1)

felictBya kak B npumepe 13, Ho ucnonbsysa
BMECTO LWKnorekcaHkapboHosod kucnorel 3-(2-doy-
pyvmiakprnoByy KNCnaoTy (E), NnonyqarT Ha3BaHHOe B
3aronoeke coeflUHEeHWe ¢ BeiXofoM 25%, T nn 173
178°C

Mpumep 34

B-MeTun-8p-(3, 4-guMmeTokcnbeH3onMamMruHoMe-
TUn-13-TpetbyTunapronuHd {| Ry = Rz = H, Rz = CHs,
A =NHCOC:H:O2, n=1)

felictByA Kak B nNpuMmepe 5, HO WCnonb3ys
BMmecto Oerszounxnopuwaa 3,5-gumeTorcnberHsonnx-
nopWAa, NONYYaKT HA3BAHHOE B 3arcroBke coefiuHe-
HWe ¢ BbXofoM 75%, T nn 153-157°C

MNMpumMep 35.

B-Metnn-8p-(1-dbernn-2-nnpponunjaMmmHoMe-
TUn-13-TpetbyTunapronud {| Ry = Rz = H, Rz =CHs,
A = NHCQOCH:NCsHs, n = 1)

felictBya kak B npumepe 16, Ho Wcnonbsysa
BMecTO 1,5-gumeTnnnupaszon-3-kapboHoBoN KMCNoTH
1-heHUNNUPPOoN-2-kapBoHOBYID KUCMOTY, NOMNy4yakT
Ha3BaHHOE B 3aronoBKe COEAVHEHWE ¢ BHXOAOM
35%, T nn 135-137°C

Mpumep 36.

MpuroToBnenne TabneTok

CoeguHenwe npumepa S

(FCE 23892) 5mr

— nakTosa 200 mr
— KYKYPY3IHBIA KpaxmMan 50 mr
— ¢TeapaT MarHug Swmr

Cnocol npurotosneHna

FCE 232892, nakrosy W KYEYPY3HBIA Kpaxman
CMELLUBAIOT N PAaBHOMEPHO YBMAXHAKT BOROA [loc-
ne NpocevBaHWs YBMaXHEeHHOW MACCEl U CYLLKM Ha
NOMOYHOMA CYLWMMKE CMECE CHOBAa MPONYCKalT CKBO3b
CHTO, W A0DaBNAKT cTeapaTt MarHua MNonydarowyoca
B pesynsTarte cMechk NpeccytoT B TabneTkd BecoMm B
260 ur kaxpasa



Mpumep 37.
MpWroToBNeHUe Kancyn

— CoeguHeHWe nprmMepa 9
(FCE-27823)

— Nnakroaa

— cTeapaT MarHua
Cnocob npuroToBneHna

Smr
200 mr
S Mr

41880

FCE 27823 cMeluMBaKT ¢ ocTaneHbIMKW foba-
BOHYHBIMW NPoAYKTaMK, obpazylowyocs B pesynsTaTe
CMECH MPOoNyCcHaKT Uepes CUTO U NepeMellMBaKT Ao
OfHOPOAHOrQ COCTOAHWA B NoAXoAAWeM annapare
Obpasyolenca B peaynsTare CMechbld 3anonHAKT
TEepALIe MenaTUHOBLIE Kancynsl (No 210 Mr Ha Kan-

cyny)

Tupax S0 exs

BifkpuTe akuioHepHe TOBAPUCTBO «llaTeHT»
Yepaina, 38000, m Yaxropog, syn Marapia, 101
03122)3-72-89 (03122)2-57-03
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41880
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