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OnuckIBalOTCA NPOU3BOAHBIE MUNepasnHa
obwer dopmynul |, rae A npeacraendaeT cobon
ankuneHoBylo Uens, cofepxallyio 2-4 arcma
yrnepoda, HeobsAsaTenbHO  3amelleHHyHo
HW3LWKMM  ankunom, Z #ABnNAeTCH aToMOM
Kucnopoda wnu cepbl; R npedctaenger coGowr
BOAOPOA WNWA HW3LWWA  ankun; RT - cheHun,
HeazaMelLeHHbIA UM MOHO- UNK AU3amelleHHbIA
HA3LIMM  ankuioM, ranouaoM, TMOPOKCUM  Unn
HW3LLMM ankKoKcK; HaddTUN, He3aMelLeHHbIA Knn
3aMelLLeHHLIA HU3LWIKMM arnKOKCH,
TeTparmgpoHadpTUn, W3OXUHCIUMHWAM, WHAOMWI,
Buynknndecknd pagukan dopmynsl a) unmn 6),
R?2 npeacraesnaet MOHOUMKNUYEeCcKoe
apomaTtuyeckoe reTepounknmMyeckoe B-uneHHoe
KOMbLO, WMelllee B KaJvecTBe reTepoaToma
ooWH  atom N, Wnu npeacraesnseT
BUUMKNMYECKYI0 apOMaTUHECKYH0
reTepoLUKIUYEcKyo KONbLEBYIo
NMEIOLLYHD OfHO Takoe
MOHOLIMKNNYEeCKoe apoMaTtuveckoe
reTepoLMKIUYEcKoe KonbLo, KOHASHCUPOBaHHCE
C OeH30MbHBIM  KOMBLOM, MNpW YCNOBWMM, 4TO
YKa33HHBIA OUUUKNYECKNA reTepoLnKITNYEecKiA
pajuKan coefIMHeH ¢ a3oTOM aMuHa chopmynbl |
depea aToMm yriepoda reTepouMKINYecKoro
Konbua, Wnn R npeacTasnaeT TWA30NWM;
R3 NpedcTaBNAeT HWAWWA ankin, HW3LWKWIA
LUMKNOAnKMM, HU3WWA UuKnoankeHun, deHnn,
LuaHogeHnn un  rpynny  dopmynsl -NR*R?,

CUCTEMY,
6-YneHHoe

roe R4 npeacraenseT  Bogoped, a
RS npemcraBnser HMIWMA  LMKRoAnKWR,
apamaHTun v R* m R® smecte c aromowm
a3oTa, K KoTopoMmy oOHW oba npucoefuHeHbl,
ofbpasyloT NUnNepuarHopanukan, a Takke cnocob
Wx nonyyYeHus, apmalesTuydeckas KOMNoauLua
" NpoOMEKY TOMHOe coefuHeHne
-1-(2-meTokcnbeHnn)-4-[2-(2-nnprngnHNIammHo)
sTUN]  nunepasavH. HoBble  coefdMHeHUs
oKasblBalT GnaronpuaTHOE BO3AEWCTBME Ha
LeHTpanbHyt0 HEepBHYK CWCTEeMy 3a cueT
ceAsblBaHMa ¢ 5-HT peuentopom. 4 c. 1 6
3.n.¢p-nkl.
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(57) Abstract:

FIELD: organic  chemistry, chemical
technology, pharmacy. SUBSTANCE: invention
describes derivatives of piperazine of the
general formula )]

R
Z
Rl—Hb—uﬂ.—N/R <I>
\CZR:;

A means alkylene chain comprising from 2 to
4 carbon atoms optionally substituted with
lower alkyl, Z means oxygen or sulfur atom;
R means hydrogen atom or lower alkyl
R 1 means unsubstituted phenyl or phenyl
mono- or disubstituted with lower alkyl,
halide, hydroxy- or lower alkoxy-group;
unsubstituted naphthyl of naphthyl
substituted with lower alkoxy-group;
tetrahydro-naphthyl, isoguinolinyl, indolyl,
bicyclic radical of the formula a)

or b) 'R

Q o a3
6>
6‘ N

where

2 means monocyclic aromatic  heterocyclic
6-membered ring comprising one N atom as
heteroatom or it means bicyclic aromatic
heterocyclic ring system comprising one such
8- membered menocyclic arcmatic heterocyclic
ring condensed with benzene ring under
condition that indicated bicyclic
heterocyclic radical is joined with nitrogen
of amine of the formula () through carbon
atom of heterocyclic ring, or R2Z means
thiazolyl; and R? means lower alkyl, lower
cycloalkyl, lower cycloalkenyl, phenyl,
cyanophenyl or group of the formula
-NR “R® where R* means hydrogen atom and
R® means lower cycloalkyl, adamantyl or
R* and R® in common with nitrogen atom to
which they both are joined form
piperidino-radical. Invention  relates  also
to method of their synthesis, pharmaceutical

composition and intermediate  compound,
namely 1-(2-methoxyphenyl)-4-[2-(2-
pyridinylamino)ethyl] piperazine. New

compounds show favorable action on central
nervous system by means their ability to
bind with 5-HT-receptors. EFFECT: improved
method of synthesis, valuable medicinal
properties. 10 cl, 71 ex
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I/1306peTeHV|e CBA3aHO G TPOM3BOAHbLIMKA
nUnepasuHa, co cnocoGammn KX NonyueHus, ¢ Ux
ncnone3oBaHrnem U C d:)apMaLLeBTVIL-IeCKVIMVI

KOMMNO3NLUNAMM, cogepxawmmn 3T
NPoKW3BoOHbIE nunepaasnHa. oK HOBbIE
coefHeHNnA OKa3bLIBaT felcTeme Ha

LUeHTpalnbHyl0  HEpBHYHD  CUCTEMy  MyTem
npuccegrHeHWa K 5-HT peuentopam (MTo Gonee
nogpobHo OBBACHEHO HUXKE) WU NOSTOMY MOMYT
BbITb MCNOMNBL30BAHE! B KAUECTBE NeKapcTBEHHbIX
npenapaTtoe Ang NeveHua nwied U gpyrux
MIEKOMUTaIOLLIMX.

HoBbIMW coeguHeHWAMK No K3oBpeTeHuto
ABNAKTCH COeOMHEeHNA OBLWer hopmykl

R
z
1 /R
R —H —a
hY 3
CZR
I

WNK  KUX  chapmaLeBTUYECKM MpUeMneMsle
COMM  MpPUCOEAMHEHWS  KMCMOThL, rae A
npeacTtaBnseT cobol ankMneHoBylo LUenb,
cofepxallyl oT 2 Ao 4 aToMcB yrnepoa,
Heoba3aTensHO 3aMelleHHYo  OJHWM  WIK
Sonble HU3WWUM ANKUNom,

Z ABMAETCA KUCMNOPOAOM UMK CepOR,

R fABnNAeTcA BOAOPCAOM WMW  HM3LLMM
anKkunom,

R! npegcraenaet cobol apun, retTepoapun
WnK - BULMKNWYECKWIA  KWCINOPOACOAeKalLl A
apWneHLIA pagukan dopmMynsl

R —

R

rOe reTepoLMKIMYeckos
KUGINOPOACOAEPKALLEE KONbLO COASPKAT OT 5
0O 7 UMeHOB B KOMbUe,  yKasaHHos
[ETEPOLMKIMYECKOE  KOMbLO — ABMASTCS
HEapPOMATUUECKAM 1 HEOBS3ATENBHO CONSPKUT
B KOMbLS elLe OaMH reTepoaToM, BbIGpaHHBIA 13
-O-, -S-, -SO, w1 NR’, roe R’ sBnseTcs
BOOOPOAOM WM  HU3LIMM  ankumoMm, W rae

R & 1y R HeaapucHMO NpencTaRNAIOT BOACPOL,
HM3LIWA  ankun, rancreH, ©KGO, TMOPOKCH,
HU3LWKMA  arnkoKkcu, TMAPOKCU(HUBLLIMA)YanKKM,
HU3LWKWA  anKOKCU(HW3LLKMIA  ankun),  HW3LWKWA
anKounokCU(HW3LLIKIA ankun), HU3LWIKA
anknnkapboHWM, HUM3LWKWA
ankunKapOoHUN{HU3LWWA)aNKKMN, aMUHO, HU3LWWA
anKUNamMHO WNK SU-HU3LWWA ankunaMuHo, apun
ABNAETCH heHUnom, HadpTunem,
TeTparMapoHaddTUNOM, KaXabld M3 KOTOPbIX
MoXeT ObiTb HeobnaaTenbHo  3amelleH
HEe38BUCUMO HU3LUAM arKUMoM, ranoreHoM, OKco,

TMOPOKCH, HU3LLIAM anNKOKCH,
FMAPOKCU(HWELLIMM)ATKMIIOM, HUSBLLAM
ANKOKCU{HM3LIUM ank1nom), HUABLLIKM

ankunkapboHWNOM, HW3LWWM
anKUNKapOoHWNOM{HU3WWM)ANKAIOM, HU3LWWUM
ankokcukapboHUIoMm, aMUHO, HW3LIM
ankUNaMMHO  MNKM- AW-HW3WWM  ankMNOMUHO,

rano(HaaWyM)ankunom,  HATPO,  HUTPUIIOM,
aMUHOKapPGOHWNOM, " retepoapmn
npedctaenaeT  coGoi  MOHOUMKIMYECKoe

apoMaTUYecKoe TeTepoLUKITUYECKOS  KOMbUO,
cojepxallee 57 UNEHOB B KOMbLO, WM
BULMKNMYECKoe apoMaTUYeckos
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reTepoOLMKITNYECKOe KOMbLO, COAepXallee OHO
WM OBa apoMaTUYeckux reTepolUKNMYecKnx
konbua v BnNnoTe Ao 10 4yneHoB B Konble,
MMEIOLMX B KAYeCTBE reTepoaTtCMOB CAWH WK
aea atocma N 1unu oaHum atem N 1 ognH O unu
S, koTopble MOryT OblITb Heoba3aTernsHO
3aMelleHbl 3aMecTUTensMK, NepevncreHHBIMUN
Ang apuna,

R? npedctaensget cobOW rerepoapun, Kak
onpemeneHo ana R ' npu ycnosuu, uTo,
koraa  R2  gengeten BuLMKNMYecKuM
reTepoapuneHeM PagMKanoM TOMbKO € OOHWUM
reTepoLMKITUYECKUM KOMBUOM,  YKa3aHHLIH
reTepoUMKITUYECKMA  pagukan CcoefWHeH G
a30TOM aMUHa thopMyrel | Yepes aToM yrnepoda
3TOrC reTepoLNKITUYECKOro Konbua, u

R3 npegcraenget cobol BOACPOL, HW3LWWA
ankun, LMKNOANKmM, LMKMOAanKeHun,
LAKNOanK1n{HU3WWAYank1n, apun,
apun{HUSWWAYanKWUN, retTepoapun,
retepoapun(HUaWWA)ankMn, rpynny dopmynel
—NR4R5, B KOTOPOA R4 amnsercs BOAOPOACM,
HU3LLKM ankunom, apunom unu
apun(Huawumiankinom 1M R aenaetcs
BOOOPOACM, HUW3WWM  ankunom, -CO(HU3LWKM
ankurom), apUIIOM, -COapurnom,
apWUN{HU3LLIMM)anKMNoM,  LUMKNOAnKMnoM  WUiu
LAKNOanKMn{HAU3WUM)anKunom,  Unu R* n
R 5 BMecTe ¢ aToMOM a30Ta, K KOTOPOMY OHM
ofa npuvcoedWHeHbl, NPeacTaBNAlT a3eTUanH,
NMMPPONUAOMH, NUNEPUOMH, rekcarngpoaseniH,
MOPCHONKH nnu NUNepasuH, KoTopble
HeoBa3aTenbHO MOryT GbITh 3aMeLleHbl HABLWKM
ankunom, apunomM WUnu apun{HU3LWLKM)ANKUIOM,
wnw rpynnoi  chopmynel  OR®. B KkoTopoi
R ® ABnAeTCA HM3LIMM AMNKUIOM, LMKICAnKMom,
LVKNOAnKUM{HM3LLIMM)anKuiom, apunom,
apyUn{HM3LLMM)anKMnoM, reTepoapuiom  WUnu
rerepoapun(HAaWMM)ankunom, rage  apun  u
rerepcapun onpefenersl kak ana R 1 om
LVKNOankMn unv LuKnoankeHWn npeactaensaoT
coBGol MOHO-, BK-, TPU- KUK TETPALUKNNYECKYIO
YIMeBCAOPOAHYH TPYNNY, UMetolyo oT 3 go 12
aTOMOB Yrnepoaa.

Mcnonbayemeld 3geck TEpMWH  "HU3WKA"
O3HaYaeT, 4TO HA3IBAHHLIA pajukan coaepmuT
1-6 atoMoB yrnepoga. MNpednovtuTensHo, takue
pagukans codepiar 1-4 aroma yrnepoga.
Mpumepamy  "HU3LWKMX ankunoB" ABNAKTCA
METUN, STUM, Nponun, uwaonponun, ©6yTun,
TpeT-6yTun, NeHTKUN, W3OMEHTHN.

|_|pe,El,I'IO‘-{TI/1T9J'IbeIMVI npumepamun
OULMKNUYECKUX KUCMOpOACcOaepKaLLuX
pafukanoB ABNALTCA BULMKNTUYECKHE paaMKanb

chopmyn
a |
) 34
O O O/_-IKO
-] a8
) 4 R
Cal Ch)
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roe R® n RO onpegeneHsl Bellwe, a X
npegctaenaetr coboid -CO-, -S- unu -NR 7-,
rae R7 gensaetcs BOAOPCAOM WM HM3LLKM
ankunom.

B Tex cnydasx, korga R ' npencrasnser
coboli apwun, NpeanodTUTENnsHO OH ABMAeTCH

heHUnomM,  cofepxallMMm  3aMecTuTeNns B
OpTONONoXeHUW. [1peanoYTUTENbHBIM
NpMMEpPOM R' ABnsAeTcs

opTo(HW3LWWA)aNKoKcUdeHun, Hanpumep
OpTOMETOKCUDEHMUM.

R' wmower 6ot TaKke, Hanpumep,
1-HathTUNOM,  BO3MOMHO, 3aMelleHHBIM B
nonoxeHuax 2 K 7, Hanpumep
{HU3LIMM)ANKOKCUIOM.
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MpefnoHYTUTENbHLIMU  MPUMEpPaMK
apun{Hu3LWero)ankuna genaoTtca GeHaun n
3TOKCU(PEHUIN, B KOTOPbIX (PeHWnsHble Konbla
MOryT ObiTb  3aMelleHbl  3amMeCTUTEMNAMM,
NnpUBeaeHHbIMK BbiLLe.

MpefnoyYTUTENbHbIM  FreTepoapUibHbIM
paguKkanomM SBNAETCA  MOHOLUWKUYECKUIA
pagukan, cofepxalui B Konble 5-7 aToMOB.
Mpeono4YTUTENEHO  FEeTEPOUUKIT  COASPMUT B
KauyecTBe reTepoaroMa asoTt BMecTe ¢ (Mnu 6es)
OOHWUM nunu 6onee AOMNONHUTENEHLIM
retepoaromom. Korga R npedctaesnaet cobokh
retepoapunsHbli panukarn, TO OH,
NpednouTUTENLHO, SBNAETCH, BO3MOMXHO,
3amelleHHEIMA - NMMPUMKUAMNOM (B YaCTHOCTH,
2-NUPUMWONNCM), W3OXUHOMMHWUMBHbIM
pagukanomM (B 4acTHOCTH, 1-M3OXWHOMUHUMOM)
unu  1,2-6eH3aN30THA30NUNEHEIM - pagUKanom.
Korma R npedcrasnger coboi GULMKIMHecKUi
retepoapuneHbliA pagukan, To oba Konbla sToro
paguKkana MorytT ccaepKaTb retepoarcMbl KN
TONBKO OOHO  KOMbLO MOXET cofepxatb
retepoaroM WnM retepoatomMel. B nocnegHem
crnydae pagukan RZ2 cBsisaH ¢ OCTaTKOM
Monekynel  dpopmMynel | yepes  KonbLo,
copepXallee reTepoatoM UMW reTepoaToMbl.

Mpumepsl reTepoapunsHoOro pagukana
BKINKOYAOT B ceba MOHOLMKNKYeckHe pajukans,
codepxalme OOMH TreTepoartoM, Hanpumep,
BO3MOXHO, 3aMeLLeHHbIA NTUpUanMn (B YaCTHOCTH,
2-Npyuauvn),  MOHOUMKNWYecKWe  pagukansl,
cojepxalme pfea retepoaroMa, Hanpumep
TWasonun (B YaCTHOCTW,  2-TUasenun), W
OVUWKNUYECKUE pafukansl, cofepxalive oauH
WnK Apa retepoaromMa, HanpuMep XMHOMWHUM
WM N3OXUHOMUHWA (B YaCTHOCTW, 2-XUHOMWUHWI).

Koroa R* u R® Bmecte ¢ aTtomom asora,
KOTOPOMY OHW 06a NpUKpPenneHbl, NpeacTaBnaoT
HackIWeHHoe reTepouMKnMYeckoe Koneuo, TO
OHO MOXeT ObITh, Hanpumep, a3eTUOWHOBLIM,
NMUPPONMANHOBLIM, MWNEPUAMHOBbLIM,
rekcarnapoasenMHoBbIM, MOPMOMMHOBLIM - UMK
NANEPasnNHOBLIM KOMNLLIOM, KOTOPOE, BO3MOXHO,
MOXKeT OblTb 3amelleHo, Hanpumep, HU3LWWUM
ankunoM, apunom WM apun(HU3LWKWM)anKniom.

MpeonoyuTUTENEHLIE COEANHEHUA UMEKOT U
Hes3aBWCMMO, WNW B codeTaHWW cregylowmne
3aMecTUTenu:

{a) A npegcraenger cobod  -(CH g)o-,
-(CH 5)3-, -{(CH>)4 vnn -CH(CHz)-CH»5-;

{b) R ABnseTcHd BOooOpoaoMm,

{c) R1 npeacraesnaer coboi
OPTOMETOKCUPEHWUM, OPTOWNIONPONUMIGEHN,
4-chbTop-2-meTokcudbeHun, 2,3-auruapo[1,4]
OeH3nanokcaH-5-un, nupuMma-2-un, 1-Hadprtimn,
3-(1,2-6eHznzoTrazonun), 1-(7-meTokcuHadpT)
wnu 1-(5,6,7 8-TeTparnapo)HadTun,

{d) R? gensetcs NAPKUO-2-Unom,
XWHOMWH-2-UNOM WUNK TUA30M-2-UNom,

e R3 npedctaBnaeT coCOoil HUSLIKWIA anKun
(HanpumMep, mMeTun unu TpeT-OyTun), UuKnoankun
(Hanpumep, LMKIoreKkeun), LnKroarnkeHun
(Hanpumep, LuKnorekceHun), heHun,
nuNepUanHOBLIR LK, ajgamMaHTun unu
-NHuwmknoankmun (Hanpumep, -NHUmknorekcmny,

(f) Z aBnaeTtca KMCnopogom.

CoeAuHEHWA MO K300peTeHWio MOryT ObiTh
nonyyeHsl cnocobamu, W3BeCTHbIMKM B OAHHOW
o6nacTi, M3 U3BECTHLIX UCXOOHLIX BEWECTB UMK
W3 WUCXOOHLIX BEeLLEeCTB, KOTopble MOryT ObiTh
nony4eHbl oBLLENPUHATBIMKM crocobamu.

OAWH K3 cnocoBoB NOMyUeHUA COeUHEHWA
no  wacbpeteHulo BrkodaeT B cebA
auenMpoBaHne amuHa opmMynbl
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rme A, R, R'" u RZ umewT aHaueHwms,
onpeaeneHHble Bbille, KACNOTOR hopMymbl

R3CZOH, (1)

roe Z wn R3 onpedeneHbl BbILLE) WNK ee
aUWMUPOBAHHEIM NPOU3BOAHLIM, Z
NPeanoyTUTENBHO  ABMNAETCA  KMCMOPOAOM.
Mpumeptl aUUnNMpoBaHHbIX NpPOW3BOAHBLIX
BKMKOYAOT B ceBs ranongaHrngpuasl (Hanpumep,
XNopaHrapuakl), asnal, aHrMaprabl,

MMUAa3oNUaL  (HANpUMep, MOMNyYeHHble K13
kapBoHUNoUMMKUAA30Na), AKTUBUPOBAHHbIE
cnoXHele  achvMpel v O-aunn-MOYEBUHLI,
nonydeHHble M3  kapboOuMMWOAA, TaKoro Kak
Auankunkapboauumung, B YaCTHOCTH
LuMknorexkcunkaptogummmnaa.

CoeauHeHns, B KOTOPLIX RS npeacraesnsaet
coboii -NR4R5  asnsioTca npousBogHbIMU
MOYEBWHBI WNK TUOMOYEBMHEI U MOrYT GbiTb
nonyyeHsl B3aWMOOSACTBMEM aMuHa DOpPMynbl
(I ¢ noaxoAsaWwWM  U3oUMAHATOM UMK
W3oTUOUMaHATOM  (BKMOYAs  NOOXOOALWA
auunuaouuaHar unn auunuMaoTUoLuaHar).
MoYeBMHBI, B KOTOPbIX R® npeacraesnaer cobor
-CO(Hu3WwwiA)ankmn unn -COapun, Take MOryT
nonyyeHsl auunMpoBaHWEM COOTBETCTBYOLLEH
MOYEBWMHBI WKW TUOMCHEBWMHEI, B  KOTOPOH
R ® sensetca BOZOPOAOM.

WMexoaHeld amuH doopmynel (1) moxeT 6biTh
nonyyeH cnocoboMm Tuna TOoro, YTe npueeasH
HXe:

B
1 . z
E —N H+Hal—A" —COMH*R {B)»
R
1 . z
—IR —Nﬂ\_R/N—u& —CONHR™ BOCCTAaHOBIIEHHE
B
1 kA
E —N —A—MHER

roe R, R', R?2 u A onpeaeneHbl Belwe, Hal
npegctaBnaet coboi ranoreH, ocobeHHo Xnop
unu 6pom, a A' asndetca ankuneHom C 4-Ca,
BO3MOXHC 3amelleHHBelM odHum wunu  Bonee
HW3LWMM ankunom. BoccraHorneHue moxeT GbiTb
npoBegeHo BopcogepKalym
BOCCTAHABNMBAIOWMWM  areHToM  (Hanpumep,
BopaH-oMMeTUNCYNbPUOOM) UMM CMEeLLaHHBIM
MapuaoM  MeTanna  (Hanpumep,  rMapuacm
NUTURA-aNIOMUHKS).

Hekotopwle w3 amwuHeB  chopmynel (1)
ABMSATCSH HOBLIMW COSMHEHUSMU. B yacTHoCTy,
npeancyTUTeNbHEIM HOBBIM aMUHOM, KOTOPbIRA
npeanaraetca waobpeTeHWeM, ABnAeTcA
1-(2-meToKkendeHnn)-4-[2-(2-NupUannaMnHO)STH
njnunepasuH.

CnegywLwid cnocob nonyYeHns coeguHeHuA
no  wm3cbpeteHuio  BknodaeT B cebA
ankunupoBaHWe amuaa unu Tuoamuaa bopmMynbl
(V)
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Z
R

3
HN: CZR CIV)>
anNKUNARYOWWM areHToM,

NpeJoCTaRnNSoWLUM Fpynny
R

1
R —H == ()

Hanpumep, ankAwnvpylowmm areHToOM MOXeT
ObITb coeguHeHWe hopMYIbl

R
1

R —H@M—A—H (D>

)

rnre A, R n R’ onpegeneHsl Bbile, a X
ABMNSETCA YXOOALWER rpyNnor, Takor Kak ranoreH
ankun- WM - apun-cyNb@OHUNOKCUIpyNnoi.  Z
NpeancyYTUTENEHO ABMNSSTCH KACNOPOAOM.

Cnepyowni cnocod nonyyYeHna coegnHeHni
no  wnacbpeteHuio  Brnodaer B cebq
ankuNMpoBaHue coeavHeHusa hopmynbl

R

1
R —H H (E}

coefimHeHveM copmynbl

X-A-NRZ, CZ.R3, (V)

rme A, R, R1, R2 R3 7 u X onpeneneHtl
Bbile, Z npeanodTUTENsHO —ABMAeTcd
kucropodoM. WeoxogHoe coeguHeHne dpopmynel
(V) MoXeT ObITb Nony4YeHo, Hanpumep, No cxeme,
I'IpMBe,D,EHHOﬁ HKe:

X-A-Br+NHR2CZR?

Ewe oawH cnocob nonyyvyeHWs coeguHeHWRA
no  waobpeteHuio  Brovaer B cebAd

reTepoapuriMpoBaHie coednHeHWs opMyIbl
R

1 3
R —H —& *NH +*CZR L ]

coeMHeHWeM, npedcTaBNAoLMM
reTepcapunsHylo rpynny R2. Hanpumep, MoxeT
ObiTe  MpoBeAeHa peakuma  CoeauHEeHWA
hopMynbl (V) c ropcoaepKaumM
coefnHeHnem  chopmynkbl R2F, Hanpuvep, B
NMEUCYTCTBUM  CUNBHOMO  HEeHYKNeomUNEHOro
OCHOBaHWA (Hanpumep, AuMuaonponunamuia
NATKA).

B Tex cnyvasx, korga R ' npepcraenser
cobol rpynny, KOTopasa aKTUBWPOBAHa MO
OTHOLUIEHWMIO K HYKNeoWUNbHOMY 3aMelleHUIo,
coedWHeHNs No K3obpeTeHUlo MoryT ObiTb
nonyYeHsl ele OAHUM CnocoBoM, BKMHOHaKOLLMM
B ceba B3auMMOOEWCTBME NOOXOASLLEro
hropcoaepKalero coequHeHns hopmynsl RF
C coegWHeHVeM nunepasvHa opmMyrel

R

Z 3
HH —A—MR CZR C(F>

CoeMHEHWA NO M3COpeTeHMIo, B KOTOPLIX Z
ABnsAeTcs cepcl, MoryT ObiTb NOMyYeHbl
BBEeJSHWEeM aToMa cepbl B MOMEKynbl
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COeMHEHWA NO W300peTeHuln, B KoTopbiXx Z
npedcraenaer cobol Kucnopod. Hanpumep,
MOXKeT BbITh NPOBEAEHA peakUuUd CoeMHEHWH, B
KOTOpbIX Z HABMSETCH  KUCMNOPOACOM, G
cynbUpyoWMM  areHToM, TakMMm Kak CMech
NATUCEPHUCTOrO chocopa U cynbduga kanua.

OnncaHHble BblWe cnocobsl MOryT ©GeiTh
npoBedeHsl ¢ nonyyeHuem CoeguHEeHWUs Mo
naobpeteHnio B BuAe CBODOOHOINO OCHOBaHWA
unKM B BMOE COMW MPUCCEAWHEHWH KUACMOTHI.
Ecnwn coeguHeHne no 3oBpeTeHUIo NonyyawT B
BUOE CONMW MPUCOSOMHEHWA  KWACMOTHI, TO
cBoBogHOEe OCHOBaAHUME MOXET GblTb MNony4vyeHo
pobaBneHWem K pacTBOpRY CONW NPUCOoEqUHEHNSH
KACNOTEl  OCHOBaHWA. 1 HaoGopoT, ecnu
NPOOYKTOM,  MOMyYeHHeIM B peayneTtare
npoBefeHna cnocoBa no  Kn3obpeTeHuo,
aBnaeTcq cBobOOHOE OCHOBaHWE, TO COfMb
npUcoegMHeHUs  KMCNoTbl, B Y3CTHOCTU
chapmaLeBTUYECKM npuemnemMas cofnb
npUcoeanHeHUs  KMCnoTel, MoxeT  BbiTe
nonydveHa pacTeopeHuem cBOBOAHOMO
OCHOBaHWA B MNOAXOAAWEM pacTBOpUTENE U
obpaboTkclA  STOMO  pacTBopa  KWCMOTOM,
CNONb3ys OBbIYHbIE METOAWKM MNOMyYeHWs
conel NPUCOSAMHEHWS KUCIMOTHI U3 OCHOBHLIX
coegUHEHWHA.

MpumMepamun coner NPUCoeaMHEHUS KACNOTbI
ABMNAKOTCH  COMW, 00Opas’oBaHHLIE K3
HEOPraHWYECKNX W OPraHUYecKUX KACMOT, TaKux
KaKk cepHas, conaHas, GpomucToBogOpPOAHAS,
thocchopHas, BUHHASA, dyMapoBas, ManeMHoras,
NMMOHHAA, YKCYCHadA, MypaBblHaA, LLaBenesas,
AHTAPHAas KWUCMNOTHI, MEeTaHCyNbPoKMCroTa |
napa-TonyoncynsgoKienoTa.

CoeMHeHMA No  W300peTeHno  MOoryT
codepxarb OduH nunu HEeCKOmMbKO
acMMMEeTPUYHBIX  aTOMOB  yrnepoda, Takum
obpa3om  HeKoTopble  COeOMHEHWA  MOryT
HaXOOMTLCH B PA3NUYHLIX CTEPEOU3OMEPHBIX
cdopMax. 3T coedMHeHUs MoryT  ObiTb
pauematamm  WNA  ONTUHMECKW  aKTUBHBLIMK
chopmami. ONTUYECKM aKTUBHLIE (POPMBI MOTYT
BbITe NonyYeHsl MNW pasgeneHvemM pauemaros,
W1 acuMmMeTpU-eCcKiM CHHTE30M.

CoeguHeHUa no uaobpeteHWio obnajaiT
chapMakonoru4eckon AKTUBHOCTLHO. B
YaCTHOCTK, O©OHKW OKasbiBaloT AercTBMe Ha
LUeHTpanbHyl0  HEPBHYKD  CUCTEMYy  NyTem
npucoggunHeHna Kk 5-HT peuentopam. [pn
chapMaKkoncrHyeckom WUCMbITaHKK Breino
HaWAEeHO, YTO STK COeOUHEHWA NPUCOSOUHAOTCA
ocobeHHO K peuentopam 5-HTia TWNa. B
obuleMm, 9TW COEOMHEHUH NPUCOSAMHAKTCH
cenekTMBHCO K peuentopam S5-HTq4 TMNA B
3HauUTEenbHO BornblIed  CTeneHW, YeM  OHK
NPUCOEOUHAKTCH K APYTUM pelentopaM, Takum
KaK o [ Do peLenTopbl. Mpw

hapMaKkonorMyeckoMm  UCTLITAHWKM  MHOTWE K3
3TUX COSOWHEHWHA NPOSABNAIOT aKTWMBHOCTE B
kavecTBe 5-HT 4 aHTaroHncToB. CoeguHeHUs no
n3obpeTeHnlo MoryT ObITb MCMNOMb30BaHbl AN
NneyeHWa paccTROACTB UEeHTpansHOR HepBHOW
CUCTEMBI, TAKMX KaK CTpax y MNeKOnUTaloLuX,
ocobeHHO vy noged. OHn TakKke MoryT BblTb
MCNOML30BaHEl B KA4YecTBe aHTUOENpPEecCaHToB,
TMNOTEH3UBHBIX CPEACTB M B KaYeCTBE CPEACTB,
perynvpywmx Lukn cHa v GogpcTBOBaHMS,
PEXUM  NUTAHUA WKWK CeKCyarbHylo
JeATenbHOCTD.

CoeguHeHns no  ma3cOpeTeHulo  Obinn
WCMbITaHBI HA AKTUBHOCTL MNPUCOSAUMHEHWUA K
5-HTqa peuentopam Ha romoreHare
rMnoKamMnansHoM! MemMGOpaHbl KpbIChI no
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MeToaMke, onucaHHon B. S Alexander n M.D.
Wood. J. Pharm. Pharmacol, 1988, 40, 888-891.

CoefnHeHnA npumMepoB 3, 4 n 17, kotopsle
ABMAOTCH NPeACTaBUMTENEHBIMA COBAUHEHNAMM
no KW3obpeTeHUo, UMenn aHadveHua IC 5o Mo
3TOM MeToguKe ucnbiTaHui 2,2, 5,8 1 3 HM.

CoeMHEHWA WCMbITbiBANM Ha aKTUBHOCTL
aHTarcHuama K 5-HTqa peuentopy B OnbITe,
BKIHOYAA aHTaroHUam
5-kapbokcamngoTpunTaMmnHa, Ha NogB3AOoLLIHOR
KWALLKE MOPCKOW CBWMHKW in vitro (McnbiTaHue
OCHOBAHO Ha MeTOAMKe, npeanoxeHHoh Foxard
u ap. , Br. J. Pharmac, 1985, 86, c1p.601).
Pesynbtarsl ang npeacTaBnTEmNbHLIX
coeanHEHWA No n30BpeTeHnio NPUBEAEHE! HUXKE.
CoefuHeHWe npuMepa 3 MMeno pAs, paBHOe
8,7, npumepa 4 - 7.8, a coefiMHeHWe NpuMepa
17 nmeno pAs, pasHoe 9,8.

M3obpeTeHne TaKKe npegnaraet
hapMaLeBTUYECKYI0 KOMNO3UL W0, CoaspKaLLyo
coedVHEHWE  WNKM  ero hapmMaueBTHYSCKN
NpPUEMNEMYIO COMNb NPUCOEAMHEHWS KGNOThI B
coveTaHWY ¢ chapMaleBTUYECKA NpUeMNemMbIM
HocuTenem.  Ans nonyyeHnsa  3TOR
hapmMaLeBTUHECKOR KOMMO3WLUKMK MOXHO
ncnone3oearte MOOCA NOAXOdsaWMA HOCUTENb,
WU3BECTHLIA B 3TOl obnactu npuMmeHeHus. B
TAKOR KOMMO3UUMKU HOcUTENb OBLIMHO ABNAETCA
TBepdbiM MMM KUAKMM BELLECTBOM WNK CMECHHD
TBEpAdbIX UMK MKWAKMX BELIECTB.

KoMnosnuun B TBEpOOM BUAE BKMTHOMYAKOT B
cebs nopowkK rpaHynbl, TabneTkn, kancyn.ol
(Hanpumep, TBepAble U MATKME XKenaTWHOoBbIe
Kancynel), CYMNNO3WTOPMM W BarMHamnbHble
cynnocantopuu. Hanpuwmep, TBepabiM HOCUTENeM
MoeT OblTb OOHO MW HECKOMNbBKO BELLECTB,
KoTCphLIe MOy T BECTH cebq Kak
apomaTtuanpylollve BellecTBa, CMasbiBalolwue
BellecTea, BellecTRa, yBENMYMBRaloLWne
pacTBOPMMOCTE, CyCNeHAupYLWMe CcpedcTRa,
HanonHWTenw, BellecTRa, ynyJwatouime
CKOMbXeHWe,  BellecTeBa,  cnocobcTeyowue
NpeccoBaHWio, CBA3YKOWME BellecTBa UMK Kak
BeLecTBa, paclyennsiowme TabneTku;
HocKTENem MOXKET BLITh Takke
WHKancynnposaHHOEe BelleCTBO.

B nopolwkax HocUTens npedcrasngeTr coboi
TOHKO pa3gpobneHHoe TBepdoe BeLecTBOo,
KOTOpOEe HAaXOOWTCS B CMEeGW G TOHKO
pa3gpobneHHblM aKTUBHEIM UHTpeaueHToM. B
TabneTkax AaKkTUBHbIA WHIPegWeHT CMellaH B
COOTBETCTBYIOLWUX MNPOMNOPLUUAX G HOCUTENEM,
obnagawowmMmMm CBORCTBaAMK, HeoBXoauMeIMKU ANd
npeccoBaHWA, WM YMNCTHEH B NOAXOAALLYH
copMy U Ao noaxcasiiero paamepa. MopoLLKA K
TabneTkn NpednovTUTensHO codepxar oo 99%
aKTUBHOIC WHrpeaueHTta, Hanpumep ot 0,03 o
99%, npegnoytutensHo o 1-80% aKTUBHOMO
WHrpeguMeHTa. MNoaxcaawme Teepable HOCKMTENN
BKMoualoT B cebq, Hanpumep, docdat Kanbuns,
cTeapaT MarHWs, Tanek, caxapa, nakroay,
ASKCTRUH,  Kpaxman, »KenaTwH, Uennonoay,
MeTWUnuenmonoay,  Hatpud  KapBoKCUMeTWn
Lennonosy, NONUBUHUINUPPONUAKMH, NapaduHb
C HW3KOW TemnepaTypol nnasneHua W
WOHOOOMEHHbIE CMOIbI.

TepMuH  "KOMMoauuusa" noapasymeBaeT
cogepxaHue peLenTyphl aKTUBHOIo
WHrpegueHTa ¢ MHKancynupyowmum BeLLecTBOM,
WCNONb3yeMbIM B KadYecTBe HocWUTens, Ansd
nonyYyeHa Kancynel, B KOTOPOA aKkTWMBHLIA
WHrpegueHT (¢ unu 0e3 ApyriMx HOcUTENemn)
OKpYyXEH HocuTenem W TakMMm oBpa3oMm . HUM
accounmnposaH. ogoBHeiM ke  obpasom
BKIOYEHA W KpaxmanbHaa obnatka.
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Komnoauuvn B KMOKCM BWAe BKMOYAOT B
cebs, Hanpumep, pPACTBOPLI,  CYCMEH3WK,
SMYINBCAKM, CUPONLI, SMUKCUPEl U KOMMO3WULMWK,
HaxodslMecs nop, AaBneHveM. Hanpwmep,
AKTUBHBIA MHIPEAWEHT MOXeT ObiTb pacTBOPEH
WnK  cycneHaMpoBaH B papMaLeBTUYECKU
NPMEMIIEMOM KUAKOM HOCUTEME, TakoM  Kak
BOOA, ORraHWYECKWA pacTBOPUTENb, CMech WX
obovx WUnKM chapmaueBTUYecKM npuemneMsie
Macra UK KUpbl. ITOT KWUAKUA HOCUTENb MOXKET
cofepxaTh opyrve noaxopsLine
chapmalerTuyiecke  AobaBKM, TakKe — Kak
BELleCTBa, YBEMWYMBAKOLLME pPaCTBOPUMOCTb,

amynbratopbl,  Oychepbl,  KOHCEpBUPYlOLWWE
cpefcTBa, NOACMNACTUTENM, APOMATUAVPYIOLME
BeLlecTBa, cycneHaupyowne cpedcTea,
3arycTuTenu, MUrMEHTHI, BELlecTBa,

perynupyowne BA3KOCTE, cTabunusaTopsl Mnu
BelllecTBa, perynupywwmne ocmoc. MNoaxoaswme
NPUMEPHI KWOKUX HOCUTEeNer Ang nepopansHoro
I NapeHTepansHoro BBeAeHUA BKMoYaeT B ceds
Bogy  (ocobeHHO — cofepKawyrw  gobaBku,
yKka3aHHble Bbile, HanpuMep NpoU3BOAHLIE
Lennonoasl, NpeanoyTUTENnsHO pacTBop HaTPUR
KapBokcuMeTrn Lennonossl), CNUpTHI
(Hanpumep, rMUUEepWH KW KKONM) W KX
npouaBcdHele  Macrna  (PpakuUoHUpOBaHHCE
KOKOCOBOE Macno M apaxucoBoe macno). Mpu
napeHTepanbHOM BBEASHUM HOCKMTENeM TalkkKe
MOKeT ObiTb MacnaHWUCTLIA achup, TakoW Kak
aTunoneart " N30NPONUMNOBHINA achup
MUPUCTUHOBOK KUCMOTHL. MNpKU NapeHTepansHoM
BBEESHWN WUCMONL3YyT CTEePUMbHBIE  KUAKKE
HOCUTENKM B  BWAE  CTEPWUNbHBIX  KUOKWX
KOMMNO3ULMA.

Kuakrne apmaleBTUYECKMEe  KOMNC3ULMK,
KoTopele npeAcTaBnsloT cobol cTepunbHble
pacTBOPbEl UMW CYcneHauW, MoryT ObiTb
MCNCNb30BaHLI, Hanpumep, NoGpPeACTROM
BHYTPUMBILLEYHOR,  BHYTPUGPIOWWHHOR  KNKA
NOAKOXKHOR WHBbEKUWKW. CTepunbHble pacTBOPEH
TakKe MoryT 6biTb BBeAeHbl BHYTPMBEHHO. Ecnin
coefUHeHWe nepopantHOro AeWGTBUA, TO OHO
MoxXeT OblTe BBEASHO MepopantHO UNv B BUAS
WULKOR, UMK TBepaOA KOMMO3WMLMA,

PapMaleBTHUYECKas KOMMNO3UL KA
NPeanoYTUTENBHO HAaXoAWTCA B BUAE €AMHUYHOW
Jo3bl, HanpUMep B BWAS TabneToK WNK kancyn. B
TAKOM BWAS KOMMO3WUMA noppasfensHa Ha
edMHMYHBIe [03bl, COAgpXallve noaxogsdume
KONUYecTBa aKTWBHOMO WHrpedueHTa, STUMK
e0NHUYHBIMA Jo3amu MOXET BLITb
paccacoRaHHas KOMMO3UUMS, HanpuMmep
YNaKoBaHHLIE MOPOLUKK, My3bIPbKA — amnynbl,
NpeABapUTENLHO  3aMONHEHHbIS  LUAPULBI UMK
KpaxmarbHble Kancynbl, CoepXale XKNAKOCTh.
EfuvHWYHasa gosa MoXeT ObiTe B BUAS Kancyrbl
nnv Tabnetkn unu moxeT ObiTb ynakoBaHa B
BMAE MOAXOAsLLEero KonudecTBa MobbiX Takmx
KOMMO3ULWA. KonuuecTso aKTUBHOro
WMHrpegueHTa B eOWMHWYHOW [J03e KOMMO3WuLMK
MOXHO BapbWpoBaTb WK ycTaHaBnMeaTs oT 0,5
M MmN meHee go 750 mr uvnm Bonee, 4dTO
33BMCUT OT KOHKPETHOW MoTpebHOGTU 1K
SKTWBHOCTW aKTWBHOIoO WHrpegneHTa.

HwxenpueeaeHHbIe NpUMephI
WNNCTPUPYIoT n3obpeteHre. B npumepax 1, 2,
7, 9, 10, 12-16, 18, 19, 21-29, 32 u 34-45
onuMcaHo nonyyeHve MPOMEXYTOUHBIX
coefUHEeHWH.

Mpumep 1

2-(1-(4-(2-meTokcudeHUn)nMnepasmHn))-N-{
2-nupranHUn)aueTammg

K nepemewneaeMoMy pacteopy 9,9 r (57
mMonei) 2-xnop-N-(2-nupuanHunialetammuaa B
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40 wmn  GessocgHoro  gumeTtundopmamuia
aobasnann npn 0 °C pacteop 11,1 r (58
mMone) 1-(2-metokcudpeHun)nunepasmuHa B 40
mn ©GeasogHoro gvMeTundopMamiia, 3arem
obpabarteiBann 8,2 r (67 Mmonamwn) kapGoHaTa
kanug, cnycra 30 MWHYT cMecb Harpeeanu Ao
KOMHaTHOW TemnepaTypbl, BblOSPKWUBANK MPK
3TOW TemnepaType B TedyeHwe 18 vacoe, nocne
Jero cMmecb obpabartbiBany 400 mn BoAbl.
Omynscuio 3KCTparnposanu AN3TUNOBLIM
sthnpom (34200 MM), @ SKCTPaKTHl NPOMbIBANIA
Bogod (500 wmn), oywwunu Hag NapSOy,
Wnornapsini B BakyymMe W nonydand  macno
}KenTtoro upeta. MNocre OYMUCTKM
XpomaTtorpaduei (OByoKUCh KpemMHms,
aTunaueTar) nonydyanu 17,2 r npogykra B Buae
Macna, KoTopoe KpucTannuvaoBanocs  npu
CTOAHUK, TeMnepaTypa nnaeneHns 86-89 °C.

Mprmep 2

1-(2-meToKcHUpeHUn)-4-(2-(2-NUpUanHUNaMK
HO)aTUMNUNepa3uH

Pacteop 13,87 r (42,5 mMonei) npogykra,
nonyyeHHore B npumepe 1, B 150 mn Tlo
Harpeeanu A0 KANeHWsA B aTtMmocdepe aproHa,
Jobaenann K Hemy no kannam 8 mn (84,3
mmongs) GopaH-guMmetuncyneduraa, cnycta 2,5
daca pobaenanu K Hemy no kannam 50 mn
meTaHona u obpabdaTteiBann 200 mn 0,25 H. HCI
Cnycta 1 Yac peakUnoHy cMech oxnaxdani oo
KOMHATHOA Temneparypsl, npombiBanu
sTUnaueTtatoM (2.200 mn), nobaBnann K Hei
ocHoBaHWe - 2 H. NaOH wu skctparsposani
sTunauetatom (2200 mm). 3KCTpakTbl CyLUIMNA
Hag NasSOy4, Mcnapann B Bakyyme W nonydanu
11,8 1 nNpogykrta B Buae macna. 3TOT NpoAayKT
ovMwan xpomMaTorpadmuen (AByOKUCE KPEMHIWS,
aTunauetar-ataHon 20: 1) M nepeBoadni B
coneeylo  ¢opMmy  3OUPHEIM  XMTOPUGTBIM
BofjopofdoM.  [locne  KpucTannusauuM K13
aleToHUTPKUNa nonyyanu
TPEXXTIOPUCTOBOAOPOAHYID COMb  MPOAYKTa B
BMOe  ©Genbix  KpucTannoe,  TeMmneparypa
nnaeneHus 212-214°C.

HahgeHo: C 50,8, H 6,7; N 13,2%.

BeumcneHo ana C 1gH2aN40e3HCIe1/4H50:
C 50,7, H6,5 N 13,1%.

Mpmep 3

N-(2-(1-(4-(2-meToKCUpeHMNUNepasmuHIn))a
TUN)-N-(2-npranHun)ymknorekcaHkapokcammg,

K 35%-HOR cycneHaww rugpvga kanua B
MUHepanbLHOM Macrne (2,99 r, okono 26,1 mmons)
B 25 mn gumetundopmaMuga gobasnsnu no
Kannam npu nepemelnMBaHUK B aTMocdepe
aproHa 2,14 r (8,9 wmmond) ceobogHoro
OCHOBAHWA, YKa3aHHOro B npumepe 2, B8 16 mMn
ammetnndopmammnga.  Yepea 20 MUMHYT K
peakynoHHoW cmecn gobaenanun 1.4 mn (10,5
Mmons) XnopaHrnapuaa
LuknorekcaHkapboHOBOK KACNOTLI, cnycTa 1 vac
OCTOpOXKHO o6pabatkiBann 200 Mn  BoOAb,
noakncnanu npubnuantensHe 70 mn 2 H. HCI,
NpombIBanu rekcaHom (2,200 mn), gobasnsann K
Helh 2 H. NaOH u skcTparupoBany stunauetaTom
(24200 mn). OKCTpaKkTbl NPOMbIBANK PACCONOM
(100 mn), cywmnin Hag NaoSO,4, Wcnapsnu B
BaKyyMe W MonyqanM Macro KpacHoro LuBeTa,
KOTCOpOe ovMwan xpomarorpacdmer (ABYOKUCH
KpemMHWsa, sTunauertar). PacTeop aToro macna B
40 MmN MmeTaHora nNoAKUCHANKM  3chUpPHBIM
XNOPUCTEIM BOAOPOAOM, UCMIApsAnuy B Bakyyme n
nonydanys 1,04 1 TpPexxnopWUcTOBOAOPOLHOK
conW NpoAyKkTa, Temnepartypa nnasneHus
165-172°C (paan.).
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HaipgeHo: C 54 2. H 7.3; N, 10,0%.

BreuncneHo ana CosHzaN4Oze3HCle . HO: C
54,6, H 7,15; N 10,2%.

Mpumep 4

N-ymnknorekcnn-N'-(2-(1-(4-(2-meTokcnpeHnn
nunepasnHUn))aTn)-N-(2-nupUanHUNIMOYEBUH
a

K 35%-HOW cycneHsun rngpuga kanua B
MWUHepanbHOM Macne (2,91 r, okono 21,8 mmons)
B 20 wmn ©eaogHoro aumMeTtundopmamMuiaa
JoGaenany no kannsM npu nepemellnBaHun B
atmocdepe Ar 2,92 1 (9,4 Mmons) ceobeaHoro
OCHOBaHWA, yKasaHHoro B npumepe 2, B 15 mn
BespogHoro gmetundopmammnga. Hepes 1 vac K
peakyMoHHOW cmeck gobaenanv 1,3 mn (10,2
MMCINH) LMKIorekcunusoumManaTa, a cnycTa ele
18 vacoe cmeck obpabarkieann 200 Mn BOAL,
nogkucnann 2 H. HCI (npubnuantensHo 50 mn),
NpPOMbIBanM rekcaHoM {24200 mn), gobaenann K
Hel 2 H. NaOH u skcTparMpoBany aTunauetaTom
(24200 mn). DKCTpaKTbl NPOMbIBANKA pACCONOM
{200 wmn), cywmnik Hag NasSO4, Wcnapsanuv B
BaKyyMe U Mony4yanu Macno KOpUYHEBOro LpeTa,
KOTOpOe ovuWany xpoMarorpadmen (OByoKMch
KpeMHWA, aTunauertar, 3aTeM OKUChH anioMUHKA,
OMaTUnoBLIA - adhup).  becupetHoes  Macno
pacTeopsanv B 10 mn sTaHona, 8TOT pacTBOp
NOOKUCANK 3PUPHBIM XNOPUCTEIM BOAOPOAOM,
uenapsanv - B BakyymMe W nonyyanu
TREXXTOPUCTCBOACPOOHYO COMb  Npofykrta B
BMOE  MMAPATUPOBAHHOMO  CTeKNoobpa3aHoro
BellecTBa, coAepxallero 4YersepTb MONA
atunauetata (0,456 r).

HaRgeHo: C 532 H 7,5, N 11,8%.

Ansa
C 25H35N50063HCIeH2 08 1/4C4HgOs BhIMMCTEHD!
CBE32 H7,2;N119%.

Mpumep 5

N-(2-(1-(4-(2-meToKCHbeHUM)NUNepa3nHUN))a
TUN)-N-{2-nupranHun)beHzammn,

1,68 r xnopuctoro GeHaouna (12 mmoneit)
OCTOPOXHO [06GaBnAnK K nepemellvBasmomy
pacteopy 1,94 r (6 mmonein) ceobogHoro
OCHOBaHWA, NPUBEOEHHOrO B NpiMepe 2, 1 2,2
Mn (14 mmoneid) gumacnpenunatinamuHa B 20
MIT auxnopmetaHa. Cmeck nepemMellnBany B
atMocdepe aproHa B TedeHWe 24 4acos,
ncnapsnyM B BakyyMe, a Macno KOpPWYHEBOro
Lugera pacteopanu B 50 mn Bodkbl. Pactesop
noakucnann 2 H. HCI, npoMbiBany
amxnopmetaHoM (3¢50 mn), gobaBndanu K Hemy
2 H. NaOH n skcTparmpoBanu guxiopmMmeTaHoMm
(3e75 MN). OKCTpaKTbl cylwuni Hag MgSO,,
nMenapany B Bakyyme, a OCTaToK ouuvLand
XpomaTtorpadueit (okunek anoMuHUA,
Tonyon-stunadetar 7. 3). [NonyvyeHHoe macrno
pacTBopanM B 10 MN aTUNaueTata W ocaxjanm
3 aToro pacTBopa AobaBneHvem 3UpPHOro
XNopUCTOro Bogopoda
JBYXXNOPUCTOBOACPOAHYIO COMb  NPoaykTa B
Buae  OecuBeTHbIX  Kkpuctannoe (1,3 1),
TeMnepaTtypa nnaenexHnsa 105-112 °C.

HangeHo: C 61,6, H 6,1; N 11,3%.

BuluncneHo ana CosHogN4O2e2HCI: C 61.4;
H 6,2; N 11,5%.

Mpumep 6

N-(2-(1-(4-(2-meToKCHbeHUM)NUNepa3nHUN))a
TUN)-N-(2-nupnagnHUm)TpUMeTUnayeTammng,

39TO  CcoedWMHEeHWEe  CUHTE3WMpOoBanM  No
METOOUKE, aHanorMyHOR TOW, 4TO onucaHa B
npumepe 5, 3aameHds XNOPUCTLIA BeH3oun Ha
TpuMmeTunauetunxnopua (1,57 r, 13 mmonei), n
nonyyany 1,2 r TpexxnopucTOBCAOPOAHOR Cony
npogykta B Buae Genoro TBepAoro BellecTsa,
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Temnepartypa nnasnexus 138-140°C.

HangeHo: C 53,5; H,7,3; N 10,8%.

BemumcneHo Ana C p3H3oN4023HCle1/2H,0:
C 53,7, H7,1; N 10,9%.

Mpumep 7

N-(2-Trascnun)ymnknorekcaHkapbokcamua

K pactBopy Z2-amuHoTnazona (3,00 r, 30
MMOnNed) n guuaonponunatTunamuHa (3,87 r, 30
mMoneid) B 50 mn guxnopmetaHa gobaensany no
kannam npu O °C 438 r (30 mMmonew)
XnopaHruapuaa UuknorekcaHkapboHoBokh
kvernoTel. CMeck  Harpepann OO  KOMHATHOM
TEMMepaTypel, NepemellMBand B TedeHve 18
dJacos, npombiBan 1 H. HCI (2650 mMm) 1 1 H.
NaOH (2450 mn), cywunm MgSQO4, ncnapsnu B
BaKyyMe W nonyyanu npogykt (4,59 r) 8 snae
KpucTannoe 6enoro ygeta.

Mpmep 8

N-(2-(1-(4-(2-MeToKCUpeHUMNUNePasnHIN))a
TN)-N-(2-Trascnun)ymrknorekcaHkapbokcaMm

PacTteop npogykra npumepa 7 (2,10 r, 10
MMOnMeRr) B guMeTundopMammuae Aodasnanuy no
Kanmnam B aTMochepe aproHa K
nepemMellMBaeMOi CYCNeH3aun ruapuda Kanus
(35%-Had cycneHans B MUHepansHoM Macne 1,6
r, npwbnuantensHo 14 wmoner) B 20 Mn
AuMeTundgopmamiaa. CnycTsa OOUH Yac K CMecK
Jobaenann no 4vactaMm 2,53 r (10 mmoneit)
1-(2-xnopatun)-4-(2-meTokcndeHnn)nunepasnHa
, nocrne Yero cMechb Nepemeluneani npu 80°C B
TevyeHre 5 vacoB. K cmecM  OCTOPOXHO
aobaenann 20 mn NasCO3 1 KOHUEeHTpUpoBanu
ee B Bakyyme. Ocrtartok nepeHocunn B 100 mn
ANSTUNOBOrO sdupa K akcTparuposann 1 H. HCI
(3450 mn). K BogHOW dhaze pobaensanu 1 H.
NaOCH W akcTparvpoBanv AU3TUNOBEIM SOUPOM
(3«50 MM). DPUPHbIE SKCTPAKTBI CYLUWNK Haf,
MgSQO4, uWcmapann B Bakyyme, a ocTatok
ounLany xpomatorapduen (AByOKUCE KpeMHUs,
atunayertar). Macno pacteopann 8 10 mn
sTunauyetata W ocaxganu W3  pacTeopa
3bUPHBIM XINOPUCTEIM BOAOPOACM
OBYXXMOPUCTCBOACPOAHYHY COMb  NpoAdykta B
BUIe TBepaoro Bellectea Genoro ueeta (1,1 1),
Temnepatypa nnaenedns 205 °C  (hasosbli
nepexon Habmoganyu npu 80°C, a npn 205°C
obpaael paanarancs).

HangeHo: C 53,4, H 6,8; N 10,7%.

Ina CogHzoNg02Se2HCle3/4Ho O BEIMMCTIEHO!
C 536 H7,0 N109%.

Mpmep 9

2-(1-(4-(4-pTop-2-meTokcUpeHKUMNUNepasuH
nn)-N-(2-nupnonHun)aderammns,

K nepemewmsaemomy pacteopy 0,94 r (55
mMmone) 2-xnop-N-(2-nupuanHunialetramnaa B
10 wmn  ©GessogHoro  gumeTwndopMamuia
aobaenanu 1,16 r (5,5 MMONSA)
1-(4-pTOp-2-MeTOKCUDEHMM)NUNEpa3anHa 1n 1,1
Mn (6,3 mmona) gunacnponunsTunaMuHa, a
cnycta 19 vacoe obpabartsiank 50 mn Bodbl.
Omynseuio SKCTparMpoBanu ONSTUNOBLIM
3hbupom (2450 M), a sKCTpaKTel NpoMeieani 100
Mn BCAbl, cywunu Hag MgSO,, wcnapsand B
BaKyyMe W nonyyanu Macno Xentoro ueeTa.
[Mocne o4McTKKM  xpomatorpaduver  (ABYOKUCH
KpemMHWa, AWSTUNoBLIA adup) nonydanm 1,61 r
npodykta B BuAe OecuBeTHLIX KpUCTAnmos,
TeMnepaTtypa nnaeneHvsa 110-120 °C (obpazel
pasmsardaeTcs npu 32 °C).

Mpumep 10

1-(4-pTOp-2-MeTorudeHnN)-4-(2-(2-nprnanH
WnamuHo)sTUN)NUNepasnH

PactBop, cogepxawmi 1,51 r (4.4 mmong)
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npogykra npumepa 9 B 20 Mnn
TeTparngpodypaHa, Harpeeann B aTmocdepe
aproHa go KuneHud W gobaenanm K Hemy no
kannsm GopaH-mMeTUncynbUaHbBIA KOMNNeKe, 2
M pacTeOop B TeTparngpocdypare (4,4 mn, 8.8
MMong). Yepes 4 vaca K peakuMoHHOW cMmecH
nobaenany no kannam 10 mn mMeTaHona, a sateM
10 mn 2 H. HCIL. Cnyetd 1 4ac peakUWCHHYH
CMECh OxXNnaJanu Ao KOMHaTHOW TemMneparyphbl,
obpatarteiBann 100 mMn Bogk!, o6aBnNAnM K Hel
2 H. NaOH n skcTparvpoBani STMnaueTarom
(2100 mn). DKCTpaKkThl MpombiBan 50 mn
paccona, cywunu Hag MgSQy4, wcnapsnu B
BakyyMe W nonydanu 1,29 r npogykra B Buae
Macna XenTtoro LUBeTa, KOTOprI?I ncnonb3oBanuv B
cnegytowem  onsite  6e3  ACNONHUTENLHOMR
OHUCTKU.

Mpumep 11

N-(2-(1-(4-(4-cbTop-2-MeTokcUcbeHN)NUNepa
3UHUN))aTUN)-N-{2-npuanHun)LMKnorekcaHkapt
oKcamung

K nepemellMBacMOMY pacTBOpY MNpoaykra
npumepa 10 (1,26 1, 3,8 mmonda) B 20 mn
guxnopmeTaHa gobaensanun B aTmMocdepe aproHa
1,4 M1 (8,4 MMONA) AUU30NPONUIATUNAMMUHA K 1
M (7.5 MMOInei) XnopaHrngpuaa
LuKnorekcaHkapboHOBCH KWCHOTHI, 4Jepes 24
Jaca cMecb NpombiBanu 20 mn sodel, 20 mn
HacblWweHHoro BogHoro pacteopa NaHCO5 wu
20 Mn Boabl, cywmnn Hag MgSQy, ncnapann B
BakyyMe W norydYann Macno Xentoro ueerta,
KOTCpoe ovMwan xpomarorpacduer (4BYOKUCH
KpemHWa, sTunauertar). PacTeop atoro Macna B
5 wMn  mertaHona NOOKMACHANK  SMpPHBLIM
XNOpWCTEIM BOAOPOACOM, KUCNapsann B BaKyyMe W
nofaydany  TpeXxXJIOPUCTOBOACPOOHYH  COfb
npoaykta (10,5 r,  30%), Temnepartypa
nnaeneHus 160-172°C.

HangeHo: C 54,7 H 6,4; N 10,1%.

BolumncneHo ans C o5HasFN4O23HCE  C
54.6; H 8,6; N 10,2%.

Mpumep 12

5-HUTpO-2,3-gurnapo-1,4-6eH300OKCHUH

12,0 r (0,064 mmong) 1,2-gubpomsTaHa,
17,6 1 (0,127 mong) kapboHarta kanua 1 1,37 1
{0,0043 Mons) EpomuncTore
TeTpa-H-6ytunamMmoHmMs  gobaenanm K
nepemMelLnMBaeMomMy pacteopy 6,59 r (0,043
Mong) 3-HWTpokaTexuHa B 210 mn Tonyona. 3ToT
pacTBop Harpesanu c oBpaTHLIM
XONOAUNBHUKOM B TeYeHUe 23 4acoB, OTICHAA C
asecTponoM  BOLy, 3aTem  oxnaxpann [o
KOMHAaTHOR Temnepartypbl, NpomsiBan 150 mn 2
H. pacteopa NaOH, cywwumnu Hag NasSQOy,
ucnapsany B Bakyyme W nofydanyd  macno
OpaHKEBOro ugera. Mocne OHUCTKM
Xpomatorpadhed  Ha  KOMOHKe  (ABYOKWUCH
KpPeMHWA, ANSTUNOBLIA shuMp) nonydann 2,55 1
npoaykTa, TemnepaTypa nnaeneHus 55-59°C.

Mpumep 13

2,3-aurngpo-1,4-6eH304nMoKcHH-5-amMnH

340 r (0,054 mongs) MypaBbWHOKUCNOMO
aMMoHua 1 10%-Helld nannagui Ha ApeBeCcHOM
yrne (1,44 r) go6aenany K nepemellBacMomy
pacTBopy npoaykra npumepa 12 (2,451, 0,0135
mong) B 15 mn mertaHona. [llocne Toro, Kak
BypHOe BblAenNeHWe rasa npeKkpaTUnoch, CMech
OTPUMNETPOBLIBANK, MCNAPANKA B BaKyyMe K
ncTUpanK B MOPOLWOK € aueTOHWUTPUIOM.
OcTaTtok ouMlann xpomatorpacnerd (aByOoKUCh
KpeMHWA, AUSTUMOBBLIA acbp) 1 nonyyanu 1,511
npoayKkra.

Mpumep 14

1-(2,3-aurnapo-1,4-6eH30 4UOKCUH-5-1n)nune
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pasvH

Pacteop npogykra npumepa 13 (1,50 ,
0,010 monf) U XNOPUCTOBOLAOPOOHOW COMU
owc(2-xnopstumammnHa (1,77 r, 0,01 monqa) B
20 Mmn xnopbeHsona KUNATWNKM ¢ oGpaTHbIM
XOMNOAWNBHWKOM B TedeHMe 24 4acos,
oxnaxgans [[O KOMHATHOW TemnepaTypel W
Wcnapsiny B BakyyMe. TBepaoce BelUecTBO
oenoro ueeta pacrteopsanu B 100 mn BogHoro
pacTBopa rMapOOKACK HATPUA W SKCTparMpoBanu
aTunaueTatoMm (350 MM). BKCTPaKTHl CYLUWUIMM
Hag MgSOy, ucnapunu B Bakyyme W nonydanu
2,00 r npogykra.

Mpumep 15

2-(1-(4-(2,3-anrngpo-1,4-6eH304MOKCUH-5-1N
nunepaanHun))-N-(MpUanH-2-nnauetaMmig

K nepemewmeaemomy pacteopy 9,9 r (58
MMONeR) 2-xnop-N-(2-nupyguHunlauetammnia B
40 wmn  GeasocgHoro  gumeTtuncopmamuia
pobasnanm npy 0°C pacTBOp NpogykTa npumepa
14 (58 mmoned) B 40 mn GesBogHOro
AAMeTuncgpopMaminga, 3atem obpabaroisanu 9,2
r (67 mmonamun) kapboHarta kanud, cnycta 30
MWHYT HarpeBany Ao KoMHaTHOW TemnepaTypel,
a Jyepea 18 yacoe obpabarteiBani 400 Mn BOALI.
Owmynscuio 3KCTparnpoBanu ON3TUNOBLIM
schnpom (34200 MM), @ SKCTPaKTbl NPOMbIBANIA
500 mn Bogel, cywnnin Hag Na,SQOy4, ncnapanu
B BakyyMe W nonyyanu Macrno XenTtoro upeta.
Mocne OYUCTKM Xpomatorpadpueld  (OByOKUCH
KpeMHWs, STUMauetar) nonydana npoaykT B
BWAe Macna.

Mpumep 16

1-(2,3-gurnapo-1,4-6eH300MoKCUH-5-1n)-4-(2
-(2-NUPUANHUNAMWHO)3TU)NUNepasnH

PacTBop npoaykta npumepa 15 (42,5 mmongd)
B 150 mn TeTparngpodpypaHa HarpeBanm Ao
KMnadeHWsa B aTMocdepe aproHa, Acbaensny K
Hemy no kamnam 8 wmn (84,3 mmonsa)
OopaH-guMmeTuncyneduda, a cnyera 2,5 vaca
Jobaenann K Hemy no kannam 50 mn metaHona
n obpabarbiann 200 mn 1/4 H. HCl. Yepes 1
4ac peakUWoHHYl0 CMeck oxNnaxganu Ao
KOMHaTHOMA TemnepaTtyphl, npombiBany
sTunaueTtatom (2200 mn), AoGaBnany K Held 2
H. NaOH wn sKkcTparpcBanu stTvnayeTaTom
(2 «200 Mn). BKcTpaKThl cylIMn Haa NaSO, n
vwonapsnM B Bakyyme. [locne  ouWcTKM
Xpomarorpacduen (OBYOKMCE KpeMHKA,
aTvnayertar-staHon 20:1) nony4any npogykr B
BMAe mMacna.

Mpumep 17

N-(2-(1-(4-(2,3-anrmapo-1,4-6eH300M0KCMH-5
-UnnunepasrHUN))sTUN)-N-(2-NMPUaMHUMLKKNC
rekcaHkapbokcamung,

K 35%-HOA cycneHsauu ruapuaa kanusa B
MWHepansHoOM Macne (2,99 r, NpUenUanTensHoO
2,61 mmond) B 25 mn gumetundopmamuia
pobaenann no kannam nNpyv nepemellnBaHvi B
atTMoccbepe aproHa 6,2 MMona  npodykra
npumepa 16 B 15 mn aumetrundopmamuaa.
Yepea 20 MHHYT K pPeakuMoHHOW CMECH
aobaenann no kannam 1.4 mn (10,5 mmons)
XxnopaHruapuaa UuknorekcaHkapboHOBOR
KACMOTEl, a cnycTs 1 4ac OCTCPOXHO
obpabaTtecieany 200 Mn BOALIl, NOAKACHANN 2 H.
HCl (npubnuautensHo 70 mMn), NpombiBanu
rekcaHoM (24200 mn), gobaenanu K Her 2 H.
NaOH K skcTparvpoBani stunaletratomM (2.200
Mn). SKCTpaKkTel npomMbiBank 100 mn paccona,
cywmnu Hag NasSQO4, vcnapsany B Bakyyme U
nonydanys macna KpacHoro LBserta, KoTopoe
ouMLany xpomaTorpaduen (AByOKMCE KpeMHUs,
aTvnaueTtat). PacTteop storo macna B 40 mn
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MeTaHona MNogKUCNANU 3hUPHBEIM  XTIOPUCTBIM
BOOOPOAOM, WCMapsnM B BakyyMe W nonydanu
XIOPUCTOBOAORCAHYK cone npoaykra (1,04 ),
TemrepaTtypa nnaeneHus 125-131°C.

HalpgeHo: C 626 H 7,3; N 11,0%.

Ana CpgHzaN4O2eHCle3/4H,O BeMMCneHo: C
62,4, H 7,35, N 11,2%.

Mpumep 18

2-(1-(4-(3-(1,2-6eH3130TMa30NUN))NNNEPasnH
1n))-N-(2-nupruguHUN)adeTammng,

Pacteop 2,06 r (6,4 MMOnS)
3-nnnepasnHo-1,2-6eHamnsotnascna B 10 mn
AuMetundgnonamuaa copabartoiany 2 mn (12,3
MMONAMM) N,N-gumsonponunstunammHa,
goGaenann Kk Hemy 1,84 r (9,6 mmonei)
N-(2-nupuanHun)xnopadetammga B 10 mMn
anmetunndgopmMamnia, nepemeLLnBanm B
TeueHWe 63 yacop, oOpabaTteiBany 150 mn okl
WU sKcTparMpoBanu stunauetatom (3¢50 mn).
OKCTPAaKTLl UCNapany B Bakyyme, a ocTartok
ovMwan xpomMaTorpauein (AByOKUCh KpEMHIWS,
atunauerart) W nomyvanu 2,63 r npoaykta B
BUAOS NEHbI.

Mpumep 19

2-[1-[4-[3-(1,2-6eHznzoTuazonun)]nunepasn
HWUN]-N-(2-NMPUAMHKUN)STNAMNH

K nepemMellMBacMOMYy pacTBOpY Npoaykra
npumepa 18 (2,63 r, 7,44 mmona) B 27 mn
TeTparngpodypaHa AoGaBnanu no kannam B
atMmocdepe aproHa BGopaH-metTuncyneraHsIA
komnnekc (10 M, 4,0 mn, 40 mmoner). Yepea 18
JacoB pacTBop oxnaxaanu ao 0°C,
obpabaTteiBanm 10 mn metadona, 10 mn Bogbl U
10 MN KOHUeHTpUpoRaHHOW BopHoW  HCI,
HarpeeBanu [0 KANEHWH, oxnaxgann ao
KOMHATHOW TemnepaTtypbl W Mcnapsann B
BakyyMe. TBepAbld oOCTaTOK XKentoro Lugerta
obpabatoiBann 50 mn Bogsl M 16 Mn 1256 H.
NaOH. Cwmeck skctparmposanu CHCla (2450
M), a SKeTpakTbl cywunyn Haad NazSQOy,
uonapsnu B Bakyyme, CcMony  ouulanu
Xpomartorpacued  (AloOz,  aTnnauerar) W
nonyyany 0,986 r npogykra B BUde
CBETNO-PO30BOro Macna.

Mpumep 20

N-[2-[1-[4-[3-(1,2-6eH3n30THazonun)] |
nunepaswHun] stun]
-N-(2-nupuauniuuknorekcaHkapbokcamma

Pacteop 0,40 MI (3,0 MMOME)
XropaHrugpuaa UuknorekcaHkapOoHOBOM
kMenoeTsl B 25 M CH,Cle poGaenany no kannam

npw 0°C B atmoccepe aproHa K
nepemMeLLrnBacMomMy pacTeopy npoaykra
npumepa 19 (0,99 r, 290 mmonsa) n C sHsN
(0,32 mn, 40 mmoner) B 10 mn CH5Clo.
PacTBOp OpaHXeBOro LBeTa nepemMelunBani npu
KOMHaTHOW TemnepaType B TedyeHue 18 yacos,
npomeleanuy 25 mn eogbl U 10 MM HACKLIWEHHOrO
BogHoro pactBopa NaHCOs;, cywunn  Hafg
Na SOy, ncnapanu B Bakyyme W nonydanu
mMacno OpaHKeBoro uBera, KoTopoe
XpomaTorpadurpoBand  (ABYOKUCE  KPEMHWS,
atvnauertar), nonydann 0,84 T npogykra.
XNOPWCTOBCAOPOOHY O cofNb nony-anu
OBLIYHEIM CNOCOBOM M KPUCTaNNUacBanu nyTem
pacTMpaHWsa B MOPOLLOK C alueTOHUTPUNOM; Bbino
nonydyeHo 0,84 1 6ecuBeTHEIX KPUCTANoB.,
Temnepatypa nnaenenns 174-176°C.

HaRgeHo: C 56,92 H 6,64; N 13,24%;

ﬂ'ﬂﬂ C25H31N5OS.2HC|.0,25 HQO

BbiMMcneHo: C 56,97 H 6,41 N 13,28%.

Mpumep 21

1[4-6eH3un-(1-nnpepasuHUN)JM3OXUHONNH
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-10-

PacTBop 1,64 r (10
MMOSB)1-XNOPU3CXMHONKMHA B 5 mn 6e3pogHoro
AMmetnndopMammnia nobasnanu npw
KOMHAaTHOW TeMneparype B atmocdepe aproHa K
nepemelMBaeMomy pacteopy 185 r (106
MMons) 1-6eHaunnunepasnHa m 2 mn (1,5 T,
11,5 mmone) N N-gumaonponunstunammHa B 5
Mn  ©GeasogHoro avmeTundopmaMmnba.  STOT
pacTBop NepemMellnBana  npu  KOMHaTHOK
Temnepartype B TeuyeHune 17 yacos. JTOT pacTBop
3aTeM XenToro ueeTa Harpeeans npu 110°C B
TeueHWe 7 yacos, obpaCateizany 100 mn BoAbl K
SKCTParnpoBann OMSTWUNOBLIM schnpom (2 x 50
Mn).  OKCTpakTel cywunu Hag NapSOy #

KOHLEHTPUpOoBanK B Bakyyme. OcTaTok ounwand

XpomaTorpaduei (OByoKUCh KpeMHma,
aTunauetaT) U nonyvanwn 1,233 r npogykra.
Mpumep 22

1-f1-nunepasnHU/ U3OXUHONUH

K nepemewvBaeMomy pacTBOpY NpoayKTa
npumepa 21 (1,23 r, 4,06 mmong) B 4 Mn
MeTaHona nocnegoeaTensHo Aobaenanm 1,01 1
(16,0 mmonei) MypaBbUHOKCIIOTO aMMOHKUA W
10%-HbId Pd/C 42,5 mr, 0,4 mmona, 10 mon.%).
OTy cMecb nNepeMellnBani npv  KOMHaTHOK
TeMneparype B TeUeHWe 6 YacoB WU Harpeeanu
npw TeMmnepaType 75°C B TedyeHue 16 4dacos.
3ateM K cmecn gobGaenann 40 Mn MeTaHona
hUNeTpOBaANM ee vepes KM3enesryp,
KOHUEHTPUpOBanNM B BakyymMe W nonydyanu
NpoaykT B Buae Macna 6nefHo-KeNnToro LpeTa.

Mpmep 23

1-[1-(5,6,7,8-TeTparngpo)HadhTun]nunepasnH

K nepemelwimeaemomy pacrteopy 4,78 1 (3,5
mmonen) 5,6,7,8-tetparngpo-1-HadpTunammHa B
90 mn xnopbeHaona gobaenanu 8,70 r (48,7
MMOINA) XNOPUCTOBCAOPOLHOM COMnu
Buc(2-xnop)sTunammHa. CMmecs Harpeeanu npu
140°C B TedeHWe 38 YacoB, a 3aTeM oxnaxaanu
A0 KOMHATHOW Temnepatypbl. Ocafok cobupanu
N NpoOMbiBANA  MWHWMATBHLIM - KONWYECTBOM
xnopbeHsona. [llocne pekpucTannusauuKm K3
aTaHona nonyYanuv 2.4 r xnopucToBOAOPROOHOM
conuv npogykta B BuAe Kpuctannoe 6Genoro
uBeTa, Temnepatypa nnaeneHns 324 °C (pasn.).

Hahgeno: C 66,8, H 8,5; N 11,1%

IOna C 14H20N2¢HCI BeMKcneno: C 66,5, H
8,4 N 11,1%).

Mpumep 24

(S)-(1-(2-(2-nupngunamuHo)npenun))-4-(2-me
TOKCUpeHUMnunepasnH

25 r {100 MMOne)
(8)-1-(2-amrHONPONKN)-4-(2-MeToKCKMeHWT )N
epa3unHa nepemMelnBany 8 6omGe npyn 130°C B
TedeHne 10 gHeld ¢ 2,6 mn (30 mmonamm)
2-propnvpuguHa.  Monyyarwuics  TeMHblR
octatok pacteopAnu B 150 Mn Bogbl M
AoGaBnann K Hemy pacTBOP MMAPOCKACKA HATPXS.
OTy cMechb BCTpAXWBany ¢ Tpems nopLyaMy
xnopodopma, XNOPOOPMHLIA pacTBop
NpoMbIBanM BOAOW M cylMnK Hag cynedhaTtom
marHug. OcTaBlleecs TemMHoe macno (20 r)
ovMLan xpomMaTorpauen (AByOKUCEH KpEMHIWSA,
SMoUpya aTunaderaroMm) W nenydanu 1,84 r
npodykra B BUAE macna.

Mpumep 25

(R)-(1-(2-(2-nuprgrnammrHo)nponun))-4-(2-me
ToKcudheHUn)nunepasmH

(R)-(1-(2-(2-nuprannammrHo)nponun))-4-(2-me
TOKCKbeHUn)nunepasmnH nonyyanu n3
(R)-(1-(2-ammrHonponun))-4-{2-meTokCcUheHU )N
nepasuHa (308 r, 134  mmond) WM
2-oTopnvpugnHa (3,0 mn, 27,4 mMmons) no
MeToOMKe, OMUCaHHOA B npumepe 24, 6blNo
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nony-eHo 5r npodyKTa B Bunae macna.

Mpumep 26

3-[4-(2-meToKCcHeHUM)NunepasuH-1-unjnpon
WNOHUTPKN

K nepemewneaemomy pacteopy 3,84 r (20
MMone) 2-metokcudbeHun-nunepasnHa 8 100
mMn staHona goGaensanw pacteop 1,06 r (20
MMCOneRr) akpunoHuTpvna B 50 mn aTaHona.
Yepea 18 4acoB pacTBOpPUTENL WCNAPSANK B
BakyymMe W nonyyanu 4.5 r npodykta B BUAe
TBepaoro BellecTtea Genoro UgeTa.

Mpumep 27

4-(2-MeTokcudpeHun)-1-{3-amuHONpoNUMNUN
epasuH

Pacteop npogykra npumepa 26 (44 r, 18
mMone) B 150 MmN KOHUEHTPUPOBAHHOIO
STAHOMBHOMO pacTBOpa aMMuaka rMapupoBanu
npv dasneHun 3.4 at B TedeHwe 50 vacoe B
NPUCYTCTBUM Kkaranusaropa (0,6 ),
cofepxallero 5% pogwa, HaHeceHHoOro Ha
NOPOLWOK OKUCK anioMUHWA, WU nonyyanu 3.9 r
NpoayKTa B BMAE Macna KOPUYHEBOro LBeTa.

Mpumep 28

4-(2-MeTokcudpeHun)-1-(3-(MMpnOnH-2-1n)am
WHoNponun)nunepasvH

MpoaykT npumepa 27 (3.8 r, 16 mmonei) n
1,82 r (16 MmMone) 2-xnopnupuamMHa Harpesanu
npu 160°C B TeYeHWe 6 YacoB B repMeTUYEecKK
3aKkpbiToM cocyfe. MNocne oxnamagHWa ocTaTtok
nepeHocuny B 50 mn CH2Clz, npombiBanu
BOAHbIM pacTBopoMm NaOH (3450 mn), cyimnu
Hag MgSQ4 1 ucnapann B eawyyme. OcTartok
ouuwan xpomartorpadmned (OKMcb antoMUHKUA,
atunadetar-tonyon 1. 4) v nonyyanm 0,7 r
npoaykTa B BWae mMacna KOpUY4HeBOro LBeTa.

Mpumep 29

1-(2-(2-XMHCMHUNAMWHO)3TUN)-4-(2-METOKCK
deHun)nunepasunH

9.4 r 40 MMOMER)
1-(2-aMUHOATUN)-4-(2-MeToKCUeHUM) NUNepasnuH
a n 65 r (40 mMmonel) 2-xNopxMHONIMHA
HarpeBanu B repMeTUUYecK 3aKpbITOM cocyae
npu 160°C B TeuyeHWe 3 4acoe, a 3aTeM Npu
120 °C B TeueHve 18 yacoe. [Nony4YeHHyo cmony
KOpWUYHEBOro UBeTa nepeHocund B 300 mn
pasbaBneHHOR CONAHOW KUCNOTEI, NPOMbIBAMK
auxnopmetaHoM (3100 mn), pobasnanK K
PacTBOPY MMMOPOOKUCE HATPUWA, SKCTparnpoBanu
amxnopmetaHoMm  (3«100  mn), cywunu  Hapg
MgSO 4, a 3aTem ucnapanm B Bakyyme U
nonyyanys Macno  KopudHeBoro LgeTa. 370
Macno odnwann  xpomatorpadueid  (OKMch
antoMUHKUA, sTUnaueTtar-tonyon 1:4) u nonyyanu
1,8 r npoAayKTa B BMAE CBETNOro Macna.

Mpumep 30

N-(2-(1-(4-(2-meToKcubeHnm)NMNepasmnHUn))s
T1n)-N-(1-nuneprnanHUnNKapboHUIT)-2-aMUHONKMPKX
OnH

K nepemellnBaeMcMy pacTBOpPY Npoaykra
npumepa 2 (1 r, 3,2 mMong) B 50 mn Tonyona
Jobapnann B aTtMocchepe aproHa U npu
oxrnaxaeHun Ha BogaHo#h GaHe 0,84 mn (4.8
MMOMS)  OWW3CMPONUNSTUNAMUHA, a 3aTeMm
12,5%-HelAd  (Bec./Bec.) pacTBOp hocreHa B
Tonyone (7,5 mn, okono 8,6 mmonei), cnycta 1
Jac K cmeck gobasnanu 1,5 mn (15 MMonei)
nunepuanHa, a depea 18 vacoB ee
obpataTteiBann 100 Mn BOALI K SKCTRArKMpoBanu
aTMnaleTaTom (24100 Mn). OKCTpaKTbI
npomeleanv 100 wmn  Bogbl, CywunKn Hag
MgSO 4 ¥ wucnapsnu B Bakyyme. Macno
ovMwan xpomMaTorpauein (AByOKACH KpEMHUWSA,
atunauetar-stadon 20:1), pacteopsnum B 10 mn
aTaHona W NoakMCNAnK 3pUPHEIM XNOPUCTBIM

10

15

20

25

30

35

40

45

50

56

60

-11-

BogopodcM. [locne wvcnapeHws B Bakyyme
nonyYanys npoAykT B BWig CTeknoobpasHoro
BellecTBa poaceoro uUgeta (043 1), koTopoe
pasMArYasTCca Npu TemnepaType Bbiwe 70 °C.

Hagerno: C 50,2; H 7.4; N 10,7%.

Ona  C  54H3z3N5C2e3HCle2,5H5061,5ELOH
BbiMucneHo: C 50,1; H 7,8; N 10,8%.

Mpumep 31

N-(2-{4-(2-meToKkcKndeHMn)nnnepaanH-1-1un)a
TUN)-N-(MMpUaKH-2-1n)-N'-UuKnorekcuntTuoMeye
BWHA

CycneHsunio npogykra npumepa 2 (3,12 1, 10
mMMonern) B 50 MmN guMeTuncynboKcuaa
nobaenanm B atmocchepe aproHa k KH, 35%-HolA
Awncnepcn B MWHepanbHom macne (1 r, 8,7
MmMons). Yepea 1 yac kK cmeck gobaenanu 1,41 r
(10  wMmoneil) UuMKNorekcunuaotTuoumMaHata W
nepevelwmsany ee npu 80°C B TeueHwe 16
4YacoB, 3aTeM OoXMmax4anu Ao KOMHATHOR
Temneparypbl U Bbinueanu B 500 mn 2 H. HCL
OTy oMecb npomblBanu atunauvetatoMm (3200
mn), goGaenanu k Heid NaOH n skcTparmpoanu
aTunaueTom (3100 MM). DKCTPAKTHI CYLLIUMK Hag
MgSQO4, ucnapan B BakyymMe W nonyyanu
Macno, KOTOpOEe ouuWany xpomaTtorpachuei
(OKMCE anMUHKA, sTUnaueTarT-rekcaH 1. 4) u
paguansHOR Xpomarorpadmueit {ABYOKNCb
KpemHWa, xnopodopm-ataHon 100:1);, ©bino
nony4eHo 0,1 r NpogykTa B BUAe macna.

Hageno: C 66,3; H 7,8, N 15,4%.

Ona C 25HasNsOS BbivmcneHo: C 66,2, H
7.8 N 154%.

Mprmep 32

2-(1-(4-(2-okcudbeHun))nunepasmnHuMn)-N-(2-n
VPUOMHUI)3TUNaMIH

K pacTteopy npogykra npumepa 2 (5,25 T,
16,8 MmMonsa) B 40 mMn gumeTvndopmamMuaa
aobaenann B armocdepe aproHa 4,53 r (40
MMone)  Tpet-BytMnarta  kanug, sartem
goGaenann 3,14 (41,3 MMOnSA)
NpoNWIMEpPKanTaHa, CMECh NepemMeLLnBanu npu
100°C B TeuysHWe 18 vacoB, oxnaxgans go
KOMHaTHOW TemnepaTypsl K Benvean 8 200 mn
BoAbl. CMechb 9JKCTparupoBanu sTunaueTaTtom
(3 «80 mn), opraHuyecke casbl obbeauHANN,
npombiBanu 40 Mn  BOAbl, CyWWnWM  Hag
MgSO 4 1 ncnapann B BakyymMe. [ocne CHUCTKA
XpomaTtorpadureis (okm1eb anoMuHnS,
rekcaH-stunauerar 1:1) nonyvanu npodykT B
BKMAe Macna (2,79 r). TpexxnopucToroaopoaHas
conkb npegcraensana coboi 6ecuseTHOe TRepAce
BellecTBO, TeMnepaTypa nnaeneHus 260-265 °C.

[Mprmep 33

N-(2-(4-(2-okcuchbeHun)-1-nuNepasmHUn)aTuN)
-N-(2-nnprauHuniumMKnorekcaHkapbokcamma

K pacTeopy npogykra npumepa 32 (0,87 T,
2,9 mmonga) B 10 mn guxnopmertana gobaesnanu
0,46 r (5,8 mmona) nupuagmHa K 0,85 r (5,8
MMCNS) XropaHrnapuaa
LMKnorekcaHkapboHOBOK KWCIMOThI. Cmech
nepeMelLMBan B TeueHvWe 18 yacoe, Mcnapsanu
B Bakyyme, obpabateizanu 10 mn 10%-Horo
pacteopa  NaOH w©u 10 wmn sTtaHona,
nepeMelLnBani B Te4eHue 2 4acos, NoaKUCnAany
pasbaBneHHoi HClI (»n sTCc npuBoAWMNO K
pacllenneHnio  crnoxHoro sdupa  deHona),
aobaBnannM K CMeCH HachlWeHHOW BOAHLIR
pacTBop NaHCO, " 9KCTPArMpoBanu
anxnopmetaHom (3430 MI). OKCTpaKkThl
npombiBanu 30 ™Mn BOAbl, CyWwWnM  Hag
MgSOC 4 W wvcnapsnn B Bakyyme. Macno
ovMwan xpomMaTorpaduen (OByOKUCE KpemMHKs,
aTvnauetaT) W nonydvanu 1,09 r npoaykta B
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BUOe macna. XNOpUCTOBCAOPOAHYH — COfb
nonyyanu OBLIMHBIM cnocobom, OHa
npedctaenana cobol OecuBeTHLIA NOPOLLCK C
TemrepaTypol nnasneHws 220-223 °C.

HahpgeHo: C 615 H 7.6; N 11,4%.

ﬂ,ﬂﬂ C 24H32N402.1 ,5HC|.0,25H20
BblMucneHo: C 61,6; H 7,3; N, 12,0%.

Mpumepsl 34-39

Cneaywowye coedMHeHWs nonydeHsl no
MeToOWKe, aHanorYHOW TOW, 4TO onucaHa B

npumepe 18.
Mpumep 34
N-(Z2-nupnanHun)-2-(1-(4-(1-HachTrumnunepaa
WHUN))auetTamni Obin nony4eH na

1-(1-HacbTn)nMnepasanHxnoprugpata (2,49 r, 10
mmMoned) W N-(2-nMpuanHunxnopauetraMuia
(169 r, 9,9 mMmmona) B Buae ©GecUBETHbIX
Kpuctannoe (3,01 r), Temnepatypa nnaeneHud
171-173°C.

HalhpgeHo: C 726 H 6,35 N 16 1%.

Ong CoqHgoN4O Bblvmcneno: C 72,8, H 6.4,
N 16,2%.

Mpumep 35

2-(1-(4-(2-meTundeHnn)nnunepaanHun))-N-(2-
nvpuanHunauetamin  6bin nNomyyeH K13
opToTonuNnunepaanHxnoprugpata (3,19 r, 15
mMoner) n N-(2-nupuauHun)-2-xnopaveraMmiaa
(2,56, r, 15,0 MmMmonei) B BUOE CMOIbl XKENToro
upeta (4,63 ).

Mpumep 38

2-(1-(4-(1-na3oxuHONMHWMINMNepaanHUN))-N-{
2-npuannialetaming  GbinO NOnNyyYeH U3
npoaykra npumepa 22 (707 mr, 3,3 mmons) v
N-(2-nupuannxnopauetamuga (568 wr, 3,33
MMOns) B BUAE Macna xenToro useta (1,16 ).

Mpumep 37

2-(1-(4-(1-(7-meToKCH)HAD TUM)IMNEPAIMHIAM)
FN-(2-nupuauniavetamug,  ©bin NoNyYeH K3
1-[1-{7-meTOKCK)|HachTUNNMNEpasMHa (3,33 T,
13,8 mmons) v N-(2-nvpuaunixnopauetraMmuia
(188 r, 11,0 mmoneA) B Buae TBEpPAOro
BellecTea (3,125 1) ¢ TeMnepatypor nnaesneHns
142-144°C,

HaipgeHo: C 686 H 6,6; N 14,3%.

Ana C 2oH3oN40260,5H,0  BbIMKMCneHo: C
68,55, H 6,5; N 14,5%.

Mpumep 38

2-(1-(4-(1-(2-meToKCK)HADTUN)NUNEPA3UHIAM)
»N-(Z-nupranniauetamug  ©bin nonyyeH K3
1-[1-(2-meToKCKM)HaD TN
nunepasanHxnoprugpara, 3/4 H,O (1,75 1, 5,99
mmMond) u N-(2-nnpunavnixnopauetamuaa (1,08,
8,33 MMonq) B BUde TBepacro sewectea (1,71
r ¢ TemnepaTypold nnaeneHva 184-185°C (43
OUSTUNOBOTO 3hMpa).

HalpeHo: C 699 H 6,5 N 14,8%.

Ang C 22H2aN4O2 BhlMMCHeHo: C 70,2, H
6,4, N 14,9%.

Mpumep 39

2-(1-(4-(1-(5,6,7,8-TeTparngpo)HadTumnune
paznHUn))-N-(2-nupugumavetammug 6bin
nonyyveH 13 npogykra npumepa 23 (2,88 1, 9,96
mmons) U N-(2-nupuaun)xncpaderamnia B Bue
DecuBeTHOW cMmonbl (2,50 r).

Mpumepsl 40-45

Creaywlwpe coedUHeHWs ObinK NonyyeHsl
o MeToOWMKS aHanCrMyHOW TOW, YTC onucaHa B
npumepe 19.

Mpumep 40

2-(1-(4-(1-HacoTun)nnnepaanHun)-N-(2-nnupu
OUHUN)STUNaMUH  ObiN NonydeH W3 nNpogykTa
npumepa 34 (2965 1, 8,6 mMmmona) W
BopaH-meTuncynecdugHoro komnnekca (10 M, 4
mn, 40 Mmonein) B Buge macna (2,33 r).
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Mpumep 41

2-(1-(4-(2-meTnndpeHnn))nunepasmHmnn)-N-{2-
NMPUANHUNSTUNAMUH Bbin NonyYeH U3 NpoayKra
npumepa 35 (463 r, 149 mmons) B Buae
OecuBeTHoro macna (3,235 ).

Mpumep 42

2-[1-[4-(1-nzoxmHoNUHKN)NMNepasnHn]]-N-(2
-NUpKUAKN) STUNaMWH BbIN NoNyYeH K3 NpodyKTa
npumepa 36 (976 wmr, 2,8 wmmong) w
BopaH-MeTuncynedugHoro Komnnekca (10 M,
1,4 mn, 14 mmonen) B BMge macna (0,695 r).

Mpmep 43

2-[1-[4-[1-(7-meTokcu)HadTA] ]
nunepasnHAn]-N-(2-nuprngnn)aTunaMmmnH
nonydvanu 13 npodykra npumepa 37 (3.0 r, 8,0
MMONEeR) " 6opaH-MeTUNCyNePUAHOro
komnnekca (10 M, 4,0 mn, 40 mmonei) B suae
macna (2,57 ).

Mpmep 44

2-[1-[4-[1-(2-meTokcu)Had TN ]
nunepasnHn]-N-(2-nprugun)sTUnamMuH
nonyyany M3 npogykra npumepa 38 (1,665 T,
44 wmona) w  GopaH-MeTUNncynbUaHOro
komnnekca (2,4 mn, 24 mMmona) B Buae macna
XenToro yseta (1,229 r).

Mprmep 45

2-[1-[4-[1-(5,6,7,8-TeTparngpo)HachTMN]nun
epa3nHUN]-N-(2-nupuonn)sTunaMmuH Nony4Yanu
M3 npoaykra npumepa 39 (2,50 r, 7,1 Mmmonsa) m
GopaH-MeTuncynecungHoro Komnnekca (10 M,
3,8 mn, 37 mmonei) B Buae 6ecuBeTHOR cMonbl
(1,96 1).

Mpumepsl 46-65

Cregytowmne coeguHeHns Obinyi NonyYeHkl
no MeToduke, aHanorMyHol TOW, YTC onucaHa B
npumepe 20.

Mpumep 46

N-(2-(1-(4-(1-HadbTrN))NUNepasHKUN)aTUM)-N-
(2-nnprnanmuymknorekcaHkapbokcammug Bein
nonyyvyeH Ka npodykra npumepa 40 (2,35, 7,0
MMOnen) ] XnopaHrngpuaa
yuknorexkcaHkapboHoseolh kuenotsl (0,94 mn, 7,0
MMoner). OBYyXXNMCPWUCTOBOOOPOAOHYD  CCllb
nonyydany B Buage OGecuBeTHOrO TBepacro
BellecTBa (2,56 ) ¢ TeMnepaTypoid nnaBneHUa
188-190°C.

HahgeHno: C 65,3; H 7,1; N 10,8%.

Ona CogHzgN4Ce2HCI BbIvMcneHo: C 65,2 H
7,00 N 10,9%.

Mpumep 47

N-(2-(1-(4-(2-meTundeHunn)nunepaanHun)sT
nn)-N-(2-nupuagmnHuniuunknorekcaHekapbokcamma,
ObIn nonydveH 13 npoaykta npumepa 41 (3,235,
10,9 MMonA) B BUAE ABYXX[TOPUCTOBOAOPOAHOM
conn (3,66 ) c TemnepaTypoi nNnaeneHvs
191-199°C.

Hahgeno: C 60,3; H 7,65, N 11,3%.

Ona C o5H3aN4Oe2HCleH>O BEIMMCNEHD: C
60,4, H 7,7, N113%.

Mpmep 48

N-(2-(1-(4-(2-pTOpdheHn))NMNepasnHUmsTH
M-N-(2-nnpranHnniunknorekcaHkapbokcamng,
Manear rugpat ©bin nonydyeH B Buae Genoro
TBEPAOro BellecTBa ¢ TeMNepaTypod nnaeneHna
121-127°C.

HangeHo: C 61,75, H 6,7; N 10 2%.

Ona C 54H31FN4O BemMucneHo: C 61,75; H
6,85; N 10,3%.

Mpmep 49

N-[2-[1-[4-(1-n30XHONWHKN)]NMNepas3nuHKWN]aT
WUn]-N-(2-nupUanHUN)UMKNnorekcaHkaptokcammg
ObIn nony4YeH W3 nNpoaykra npumepa 42 (695 mr,
2.1 MMOnS) " XnopaHrunapuaa
LuknorekcaHkapboHoseld kucnotel (0,3 mn, 2,2
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MMOns).  Tpexx/opucTOBOAOPOAHAs  COMb
npedcraenana ccbol OecuBeTHOe TBepace
BelecTBo (0,392 1) ¢ TeMnepaTypor nnaeneHns
145°C.

Mpumep 50

N-[2-[1-[4-[1-(7-meTokcKu)HadTUN]JnMnepasnH
Un]aTun]-N-(2-nnprgunyuKknorekcaHkapbokcamm
A Gbin nonydyeH U3 npogykta npumepa 43 (2,57
r, 7.1 MMOA) ] XnopaHrugpuaa
uMKnorekcaHkapboHoBoW kucnotel (1,75 r, 12
MMone). XnopuctoBogopoaHasa conk (2,36 1)
npedctaenana cobor HU3Konnaekoe Teepdoe
BELlECTBO, TeMnepaTtypa nnasneHus 90 °C
{Bbille  STOA  Temnepartypbl  MNOCTEMNEHHO
pasnaraercs).

HalpeHo: C 66,17; H 7,35; N 10,38%.

Ana C 2gHzgN4O2eHCleH20O  BbIvMcneHo: C
66,08; H 7,46; N 10,63%.

Mpumep 51

N-(2-(1-(4-(2-meToKcubeHnm)NMNepasmnHUn))s
Tn)-N-(2-nupragnn)agamantax-1-kapbokcammni
BeIn  nenydeH K3 Npogykra npuMepa 2 W
ajamaHTaH-1-kapboHunxnopuaa.
[ByxxnopucToBOAOPOAHAA COMb NpeacTaBnana
cobo Benoe TBEpOOe BellecTBo c
Temrepatypol nnasneHwsa 132-136 °C.

HaipeHo: C 58,6; H 7,5, N 9,2%.

Ana C ogHzgN4Ope2HCle2,5H,0 BhIMUCNEHO!
C 58,8; H 7,65; N 9,45%.

Mpumep 52

N-[2-[1-[4-[1-(2-meTokcH)HadTUN]JNMNepasuH
1n]aTrn]-N-{2-nupuann)uMKnorekcaHkapbokcamm
O 6bin nonydeH 13 npogykta npumepa 44 (1,23
T, 3,4 MMOnS) 7] XnopaHrnapuaa
LMKnorekcaHkapOoHoBOW kucnoTel (0,7 mn, 0,8
r, 52 wmmong). bbino nonydeHo 0,83 1
OBYXXJTOPUCTOBOLCPOHOA conm B BUae
BecUBeTHbIX KpWUcTanmnos, TeMneparypa
nnaeneHus 151-156°C.

HakpeHo: C 63.6; H 7,1; N 10,6%.

Onga CogHagN4O22HCI BEIYKMCNEHD: C 63,85;
H 7,0, N 10,3%.

Mpumep 53
N-[2-[1-[4-[1-(5,6,7,8-TeTparngpo)HadTmn]
J-nunepasnHun]stun]-N-(2-nupuamnn)UmMKnorekcaH
kapbokcamug ©Obin NonydYeH W3 NpodykTa

npumepa 45 (1,96 1, 58 wMmona) W
XnopaHruapuaa UMKIorekcaHkapboHOBOW
kmenotel (1 mn, 1,1 r, 7,56 wmmongd). Beino
nonyvyeHo 2,21 r  OBYXXNOPWUCTOBOAOPOOHCH
conu ¢ TemnepaTtypol nnasneHus 178-180°C.

HarpeHo: C 64.6: H 7.8 N 10,9%.

Ana CogHzgNgOQe2HCI BotncneHo: C 64,7, H
7.8, N 10,8%.

Mpumep 54

(S)-N-(1-meTtnn-2-(4-(2-metokcudeHmn)-1-nu
nepasnHMaTnn)-N-(Z2-NMpUanHUN)LUKIOrekcaHK
apbokcammng, Obin nonyveH W3 Npogykra npumepa
24 (1,84 r, 5,6 mMong) W xnopaHruapuoa
LuknorexkcaHkapboHosol kucnotsl (0.8 Mn, 5,6
MmMens). Beino NonyYeHo 1,29 r
TPEXXIOPUCTOBOAOPOAHOW  connm B BUAe
KpUcTannoeB C TemnepaTypod nnaeneHwd

178-180°C, [a]%=+61 ° (meTaron).

HamgeHo: C 57,7, H 7,5; N 10,32%.

Ana C 5H3N4023HCI BbvmcneHo: C 57,2,
H 72 N1026%.

Mpumep 55

(R)-N-{1-meTuUn-2-(4-(2-MeToKCcUpeHUN)-1-nn
nepasnHmaTun)-N-(2-NMpUaOnHUN)LUKIOreKcaHK
apbokcammng, Obin nonyveH W3 Npogykra npumepa
25 (1,87 r, 5,7 mMmMmong) W xnopaHrugpuga
LuknorexkcaHkapboHosol kucnotsl (0.8 Mn, 5,6
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MMOnsA). Breino Nnony4eHo 2.1 r
[OBYXXNOPUCTOBOACPOAHOW  conk B BUAe
KpUcTannoB € TemnepaTypoi  nnasneHus

175-180°C, [oa]%=—60° (MeTaHon).

HalhgeHo: C 59,8, H 7,8; N 10,45%.

Ona C 2gHzeN4O2e2HCle3/4H0 BEIMMCNEHO:
C 59,7, H 7,6, N10,7%.

Mpumep 56

N-[3-[4-(2-meTokecud eHun)-1-nunepaznHun]n
onunl]-N-(2-nupruanHmurKnorekcaHkaptokcami
A 6bin nonyyYed M3 npogykra npumepa 28 (0,7 T,
2.1 MMOnS) " XnopaHrunapuaa
LMKnorekcaHkapboHoBOW KucnoTel (0,63 1, 4,3
MmMons). TpexxnopuctosogopogHas cones (0,9 1)
npedcraenana cotoi Teephoe Genoe BewecTBo
¢ TemnepaTypol nnaenenusa 137-141°C.

HaigeHo: C 55,6; H 7,3; N 9,8%.

Ona C ogH3gN40O2e3HCleHoO BhIMMCnEHO: C
55,4 H 7,3 N 9,9%.

Mpmep 57

N-(2-(4-(2-meToKCcUdeHUN)-1-NMNepaanHnN)2
TWUN)-N-(2-xnHonHMN)uWKNorekcaHkapbokcamua
BbIn nonyyeH U3 npeaykra npumepa 29 (1.8r, 5
MMOneR) n XnopaHrngpuaa
yuknorekcaHkapboHoseol kuenotel (1,42 mn, 10
MMoneRr). MoHoxnopvcToBogopoaHas conb (2,31
ry npeicraensana cobolh OGence TBepaoe
BELEeCTBO C TemnepaTypoid  nnaBneHvs
189-192 °C.

Hahgeno: C 66,7, H 7,3; N 10,5%.

Ina CogHagN1O2eHCle3/4HoO BhvmcneHo: C
66,6; H 7,4, N 10,74%.

Mpmep 58

(PaLemmy.
)-N-(2-(4-(2-meToKcudeHUN)-1-NunepasmHUNINPo
nun)-N-(2-nupuann)yuknorekcaHkaptokcammg,
Obin nonyqeH M3
(pauemuy.)-4-(2-meteKkeudeHnm)-1-(2-(1-(2-nupm
AunaMuHo)nponun))nunepasuHa (2,28 r, 7
MMONeR) “ xnopaHrngpuaa
LuknorexkcaHkapboHoseh kuenetsl (1,03 mn, 7,7
MMONSA). Bbino nonyyYeHe 0,68 r
[BYXXNOPUCTOBOJCPOAHOW conu, Temneparypa
nnaeneHus 195-196 °C {(n3
3TaHONAa-anaTUNCBOro adhupa).

HalhgeHo: C 60,7, H 7,2; N 10,9%.

IOna C ogH2N400e2HCle1/4HO  BeIMMCIEHO:
C 60,75, H 7,55, N 10,9%.

Mpmep 59

(S)-N-(2-(4-(2-MeTOKCUEeHWN)-1-NMMNepasnHiA
mnponun)-N-(Z-nupraun)yuknorekcaHkaptokca
ML, Obin nonyJyeH 13
(8)-4-(2-meTokcudpbeHun)-1-(2-(1-(2-nnpruonnamm
HO)NPONUN))NUNEpa3nHa, CUHTE3MPOBAHHOTO K3
xnoparugpunaa (R)-2-xnopnponuoHoBoi
KACMOTBI, NO MeToAvKe, WCNonb3yemoh B
npumepe 58. TpexxXnopucToBOOOpPOLHas CoMb
npeacraenana cobon 6enoe TBepaoe BELECTBO

¢ Temnepatypod nnaenedus 129-130 °C,

28
[ P =-25° {c=1, meTaHon).

HalgeHo: C 54,7, H 7,2; N 9,5%.

Ona C 2gH3gN2O23HCle1,5H20 BhIMMCNEHO:
C 54,5, H7,5 N 9,8%.

[Nprmep 60

{R)-N-(2-(4-(2-meToKCcupeHn)-1-nunepasanHmn
mnponun)-N-(Z-nuprarn)uuknorekcaHkapbokca
MUL 6bin nonyveH cnocoGoM, aHanoruyHbIM
TOMY, YTO UCMOMb30BRanu B npumepe 59.

Mpumep 61

N-(2-(4-cheHnn-1-nunepasmuHUn)aTun)-N-(2-nm
PYAMHUN)LMKNOrekcaHkapbokcamMma, nonyyann
13
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2-(4-cbeHnn-1-nunepasnHnun)-N-(2-nnpuaun)atin
amMuHa " xnopaHrnopuoa
LUknorekcaHKkapOoHOBOW KMCMOTLI.
TpexxnopuctoBofopodHas Gorb Npeacrasnana
coboi Benoe TBEpPOOS BellecTBo c
Temnepartypol nnasneHws 198-200 °C.

HaRgeHo: C 572 H 7,1, N 11,1%.

Ana CpaH3oN4O0e3HCI BbMMCNEHO: C 57,4, H
700N 11,2%.

Mpumep 62

N-(2-(4-(2-naonponundeHinn)-1-nMnepasnHun
YaTum)-N-(2-nupunann)unknorekcaHkapbokcammg,

Obin nonyyeH )
2-(4-(2-naonponunderinn)-1-nunepasmHun)-N-(2-
IMpUann)aTUNamMmHa " XrnopaHrnapuaa

LUknorekcaHKapOoHOBOW KMCMOTEI.
XNopuCTOBOAOPOAHASs GOMb MpeacTaensna
cobGoli GecuUBETHBLIM NOPOWOK ¢ TeMnepartypor
nnaeneHus 168-170°C.

HalpeHo: C 67 15, H 82 N 11 5%.

Ana Co7H3gN4OeHCIe3/4H,O BeIMMCNEHO: C
66,9; H8,4; N 11,6%.

Mpumep 63

N-(2-(4-(2-meToKcudeHnn)-1-nunepasanHnun)a
TN)-N-{(4-nupranHUn)uuknorekcaHkapbokcamig
nonyyany 1a
2-(4-(2-meToKkcudeHnn-1-nunepa3nHinn))-N-(4-nm
pugunatunamuHa (038 r, 1,2 mMmona) u
XNopaHruapuaa LUMKIorekcaHkapGoHOBOK
KcnoThl (0,37 M, 2.5 MMODNSA).
TpexxnopuctoBogopocaHad conbk (0,15 1)
npedctaenana cobod OecuBeTHoe TBepdoe
BellecTBO C TemnepaTypod  nnaeneHus
151-153 °C.

HaRgeHo: C 557 H 7,3; N 10,2%.

Ona C 55H34N402e3HCle0,5HO BhIMMCNEHO:!
CB55 H7,1 N104%.

Mpumep 64

N-(2-(4-(2-meToKcUheHUN)-1-NuNepasnHun)a
TN)-N-{3-nupnann)umnknorekcaHkapbokcaMmmi
nonyyany 1a
2-(4-(2-meToKCHUheHUN)-1-nknepa3nHKun)-N-(3-nn1
pUAMN)3TUNAMUHA " XnopaHrnapuaa
LUKNOrekcaHKkapOoHOBOW KMGMOTLI.
[eyxxnopuecToBofopoaHan conb NpeactaBnana
cobol rurpockonUueckoe Teepdce BeLecTBO
BGenoro uBeTa, TemnepaTypa NnNaBneHus
138-140°C.

HaipgeHo: C 56 8 H 7,8: N 10,5%.

Ana CogHauN4O0eZ2HCIe2H0 BhIMUMCNEHO: C
56,7: H 72, N10,6%.

Mpumep 65

N-(2-(4-(2-meToKCcuheHUN)NUNepa3nH-1-1n)a
TUM)-N-(2-nupranHUn)LUknorekc- 1-eHkapbokcam
ng Obin NonyyYeH M3 npogykra npumMepa 2 (1,49
T, 5 MMOned) 7] XnopaHrngpuaa
Luknorekc-1-eHKkapboHoBor  Kucnotel (1,08 T,
7.5 Mmoneid) B Buae cBeTNoro macna.

HahgeHo: C 71,3, H 7,9; N 13,0%.

Ong C s55H39N40s BHYKMCNeHO: C 714, H
7.7, N 13,3%.

Mpumep 66

N-(2-(4-(2-meToKCcUbeHUN)-1-nunepasnHun)a
TW)-N-(2-NUpUanHUN)LMKIorekcaHTuoKkapoboKkea
Mg,

2,01 (4,5 Mmona) naTucepHUCTOro docdopa
n 047 r (45 mmona) kKapboHaTa HaTpuA
pobaenann Kk 30 mMn TeTparugpodpypaHa, a
Nony4YeHHY0 CMechk MHTEHCUBHO NepemMellBanii
npu  cnabom  HarpeeaHWM OO MOMHOMO
pacTeopeHua (30 MuHYT). K  pacteopy
oobaenann 1,5 r (3,55 MmonsA) npogykra
npumepa 3 B 10 mn  TeTparngpodypana,
nonyyeHHyo  cMeck  nepemellBani  Mpu
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KOMHaTHOW Temneparype B TedveHWe 16 4acos,
KANATUAM ¢ OB6paTHBEIM - XOMNOAWUNEHWUKOM B
TeueHMe 3 4YacoB M OXNaXdanu O KOMHATHOW
Temnepatypel. 3ateM K cmecn p[obaenanu
peakTMe awesson (1,5 r, 3,71 mmona) u
anokcaH (30 mMn) 1 KMNATUNK ee ¢ obpaTHbIM
XONOAWIBHWUKOM B TedYeHue 4 4acos.

OxnaxaeHHy0 peaKkUWCHHY CMech
npomeiBann 100 mn 10%-Horo  pacteopa
rMOPOCKACK HaTpWUa KU 200 MmN AuxnopMeTaHa.
OpraHU4YecKUiA Cron oTAeNANW, a BOAHLIA Cror
3KCTparMpoBanu auMxnopmeraHom (3.100 mn).
O6beMHEHHbIe aKCTpaKkThl NpoMbiBanyi 200 mn
paccona, cywnnu Hag MgSOy, duneTposani 1
KOHUEHTpUpOBanM B Bakyyme. [lonydeHHoe
macno (1,0 ) xpomaTorpadupoBanyd  Ha
cunukarene, WUCnomnb3ys B KadqecTBe SMHeHTOoB
auxrnopmetaH, a 3aTem 2% MeTaHona B
AUxnopmertaHe, u nofydany 280 mr macna. 310
Macno MOBTOPHO CuMLLANK XpomMaTorpadueid Ha
OKUCK  anioMUHWA OBaAbl, WCNONbays B
KayecTBe SMoeHTa AUXIIOpMEeTaH, WM nonyYanu
50 r macna. Ero pacteopsanm B staHone, M npu
goGaeneHun acpupHoro HCI kpucTannuaoeanachk
AByXxnopucroBodepoaHas conb npopykra (50
Mr), Temnepatypa nnasneHns 108-110°C.

Hahgeno: C 58,5, H 7,4; N 10,85%.

Onsa CosHzgN4OSe2HCI BhIMKMCneHo: C 58,7,
H 7,1, N 10,95%.

Mpumep 67

N-(2-(4-(2-MeTOoKCKUbeHUN)NMNepasanH-1-1n)s
TUN)-N-cbeHunuuknorekcaHkapbokcammng,

{a) N-cbeHmnuymknorekcaHkapbokcaMmma

Uuknorekcankapbonunxnopun (14,66 r, 01
mon)  pobaendnm no Kannam K
nepemMelLMBAaEMOMY pPacTBCOPY rMapoxnopvaa
aHWNUHa (12,96 r, 0,1 Mons) 7]
N,N-ammaonponunastunamuna (15,20 r, 0,2 mong)
B AMXNopMmeraHe (100 M), PacTteop
nepemMelLnBani noj aproHoM B TedeHve 18 4,
npombiBanm 0,1 H. HCl (3650 mn) u
pazbaBneHHbIM pacTBopomM OwkapboHaTa HaTpus
(50 mnm), Beicywmeanyk (MgSQO4) M ynapueani B
BaKyyMe ¢ NOMyyeHWeM LUeneBoro npodykra B
euae Benbix kpuctannoe (18,6 ).

(b)
N-(2-(4-(2-meToKkcWdeHUN)NMNepas3nH-1-1n)sTum)
-N-cheHunupwknorekcaHkapbokcamua

PacTteop npogykta ctagkin (@) (2,03 r, 01
Monda) B guMmetundopmamuie (50 mn)
AobaBnann no kannaMm K cychneHavy ruapuia
Kanus (35% aucnepcus B MUHepanbHOM mMacne;
1,2 1, 0,011 monga) 8 gumetuncopmammuge (20
mn).  CycneHswwo  nepemelmBann 2,
obpabartsisanu
1-(2-xnopaTun)-4-(2-MeToKcudeHUN)nMnepasnuHo
M (2,53 1, 0,01 mona), nepemewneanni 5 4 npu
80°C, oxnaxaann A0 KOMHATHOW TeMnepatypel,
nodwenayveany paabaBneHHbIM  PacTBOPOM
kapboHaTa KkanuMa W ynapuBanM B Bakyyme.
OcTaTtok pacTeopsann B Boge (200 mn) U pacTeop
SKCTparMpoBanu achrpom (34100 MI).
OKCTpaKTel  NpOMbIBanKM  Bogol (100 mn),
BblcylwmBanm (MgSQOy4) ¥ ynapmeanu B BaKkyyme
C nofyyYeHWeM Macna, KoTopoe CuYWLanu
XpomaTorpaduiecky [cunukarens,
sTunadetar-tonyen  (1:1)] ¢ nonydeHvem
npodykra (0,41 r) B BMAe xentoro macna. llpu
JobaBneHUK XNOpUCTOro Boaopoda B sdupe M
nocrneayoLem ynapuBaHum nonyymMnu
aurngpoxnopus, UeneBoro Npodykra B Buie
Genoro Teepaoro eellecTsa, T. n. 118-123°C.

HangeHo: C 62,6; H 7,8; N 8,2%.

Ona C 2gH3s5N3022HCle 1/4H0 BIMMCNEHO:
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C 626 H7,6 NB84%.
Mpumep 68
(R)-N-[1-[2-[1-[4-[5-(2,3-avrnapo[1,4]

BeHsoavnokcrHun)nnnepasuHun]Inponnn]-N-(2-n

npraun)uUKnorekcaHkaptokcammg
TpustunamuH (0,85 mn, 0.6 1, 6 MMOmb) K

yuknorexkcaHkapboHunxnopug (0,74 mn, 0,81 ,

55 monga) pobaenanyk nc  Kannam  npu

OXIaKASHUN CMECHI0 nep/sona K

nepemMelIMBaeMOMY PacTBOpPY

(R)-2-[1-[4-[5-(2,3-anrngpo[1,4]

BeH30aNoKCUHW)]

nunepasnHUn]-N-(2-nuprugun)nponunammHa

(1,77 1, 5,0 mmona) B guxnopmetade (10 mn).

(R)-2-[1-[4-[5-(2,3-anrnapo[1,4]

BeHacgnokcHUN)NMnepasanHun]-N-(2-nupuann)

nponunamiH nonydveH B3aaWMogeicTemem

(S)-5-metun-3-nupua-2-1un[1,2,3]

OKCATUa30NWIWH-2,2-0Kenaa ¢

1-(2,3-gurugpo-1,4-6eHzognokcaH-5-uninunepas

nHom. CycneHauio nepemelumsanu npu 0°C 1 4

n pgobaenanu guxnopmetad (25 mn). Pacteop

npomeiBany Bogod (25 mn), cywmnnum (NaSOy)

N KOHUEHTPUPOBANK B BakyyMe C nonyvyeHuem

OpPaHMEBOW NeHbl. HeouuweHHbIA  nNpogyKT

XpomatorpadupoBan  Ha  cunukarene ¢

ncnone3oeaHuem B KayecTtee sMeHTa

atvnayerar rekcaHa (2:3-->1:0) ¢ nonydeHuem

(R)-N-[1-[2-[1-[4-[5-(2,3-anrugpo[1,4]0eHz30am

OKCHHWI)]

nunepasnHun]nponun]-N-2-(nMprann)ynKnorekc

aHkapbokcamuga B Bnae csobo4HOro OCHOBaHWUS

n B Buae OGenoi nenbl (2,09 ). 3Ty nNeHy

pacTeopanK B metaHone (100 Mn) KU pacteop

NOAKUCNANA XNOPUCTEIM BOAOPOAOM B 3chKUpe,

KOHUeHTpUpoBanM B Bakyyme. HoGaBnanu

aUeTOHWTPWUN,  pacTBOP  KOHUEHTPpUpoBani,

ocTaTOK  pacTupand ¢ sTWnaueTatoM  C
nony-eHWem LeneBoro NpoAykra B BuAe rnapara
avrvapoxnopvaa (2,25 ), 1. nn. 120-220°C.
HaRgeHo: C 58,7; H 7,5; N 9,8%.
Ong C o7H3gN40242HCleH>O BhMUCNEHO: C

584, H 73, N 101, [a]%j:+26° fc= 10 B
MeTaHone).

Mpumep 69

(R)-N-(1-meTun)-2-(4-mHgonun-1-nunepasuHu
natun)-N-(2-nupuamniumknorekcaHkapbokcamung,

(a) 4-MunepaznHrHoon

4-AMUHOUMHZONTMapoxnopug (894 1, 0,53
mongd), oucxnopstunammd HCI (945 1, 0,53
MOMS) U aumaonponunatunamid (185 mn, 1,03
MOMA) CMellMBanKM KW Harpeeanu  npu
TeMneparype  KMneHus ¢ ObpaTHbIM
XonoguneHWKkoMm B xnopeHaone (1 n)y no
aproHoMm B TedeHue 3 4. 3aTemM Ha NpoTHKEeHUK 1
Y MEANeHHO NpUIMBanK JMM3cnNponUnaTunamMmH
(92,5 mn, 68,5 r, 0,5 monga). Cmeck Harperanu
npyv  Temnepartype KUNeHWd c  obpaTHbIM
XOnoguneHUKOM B nocnegylowmid 1 4 u
OCTaBNANM MpW KOMHATHOWA Temnepartype Ha
Houb. [MonyyYeHHY0 KNerKkyo Maccy pacTBOpPAnv
B naonponaHone (500 mn). MNocne BelinapusaHng
Jocyxa npodykT NOBTOPHC  ynapuweany cC
Tonyonom o nony-YeHus TeMHOMA Kamenun. MNocne
pacTpaHns B NopoLLOoK c
aTMnaueTaToM/M30NpPoONaHoNoM TBepabli
OCTaTOK  OT(PWNLTPOBLIBANKM U MPOMLIBAMNA
meTaHonoMm, nonyyas 90 r HeoYWUWEHHOro
4-nunepaanHuHACNrMApOXnopuaa B BMae
CNaHUeBoOro nopowkKa CepHoro ueeta.

CepHbIn nopollok pacteopanu B eogde (1 n),
nodLwenadmsanu pacTBOpOM rMOpPoOKUCK
HaTpus, 3artem SKCTparpoBanu
amxnopmeTtan/metaHonoMm (3 1 CHoClo:MeOH
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10: 1). OpraHu4veckuid crno npomsiBann BOOOW,
nogcywueank (MgSQO4) W ynapueanu npwu
NOHWMEHHOM AaBNeHWW A0 NonyYeHWs TBepaoro
ocTaTka ceporo  uBeTa. TBepAbld  OCTaTOK
pactupanm B NOpPOLLIOK c
u3onponaHon/aTunaleTatom u
OTOWMBTPOBLIBANKM, nonyyaa 40 r TBepdoro
ocTaTka TYCKIO-Ceporo LBeTta.

(b)Y (R)-N-(Z-nupugmn)-2-amrmHonponaHon

(Ry-amaHmHon (1073 r, 1,43 M) pgpoBHo
Jobapnann npW nepemellnBaHUK K pacTROpY
TpeTuuHore ByTunokcnda kanwa (160 r, 1,43 M)
B TeTparmapodypaHe (1 n). [llo okoH4YaHuu
3K3OTEPMUYECKOA peakuMn ee oxnaxdanu Ao
KOMHaTHOW Temnepatypbl U ApobHo gobaensanu
2-xnopnypuanH (1624 r, 1,43 M). PeakumoHHyo
CMeChb HarpeBanu npu Temnspatype KWNeHWs ¢
o6paTHLIM  XONOAWMNBEHUKOM B TEYEHWE HOuW,
oxnaxganv, cuneTpoBanM W ynapueanu Ao
KOHCUCTEHL WKW MWHepansHoro macna. Macno
pacTeopsanu B kcunone (1,5 n) n gobasndanu
Tonyon-p-cynsdoHoByo kicnoty (0,5 r). Cmeck
HarpeBanu nMpu TemnepaType KWneHwa ¢
obpaTHLIM  XONMOAWMBHUKOM B TEYEHUEe HOouW.
Mocne oxnaMaeHWs 4O KOMHATHOW TemnepaTypsbl
npcaykT KpUcTannMaosanu, nony4yas
(R)-N-(2-nupuamn)-2-amuHonponaHon (120 1), [«]
2|3_6:30" {okono 1 B CHCI3).

()
(R)-4-metnn-3-nupna-2-un[1,2,3]-okcatnasonuam
H-2-0KCcWhg,

PacTBop
(R)-N-(2-nnpmngun)-2-amuHonponadona (20,0 r,
0,13 wmoner) mn N,N-gnusonponunatmnaMuvHa
(33,6 1, 0,13 morneid) B anxnopmetane (500 mn)
oxrnaxgann fo 5°C. MegneHHo pobasnsnu
ThoHunxnopwg (155 r, 0,13 mM™oned) B
amxnopmetade (100 mn), noanepxueasn
TeMneparypy HWKe 10°C. Cmechb
nepemelnBan B TedeHre 0.5 4 U Npunueanu
negaHywo  sogy (500 wmn).  Otdenanu
opraHudeckylo ¢asy W NpoMbIBanM ee BoAOW
(5500 mn). Bogwyw  dasy  NOBTOPHO
sKCTparupoBann AuxnopmetraHoM (24500 mn),
opraHudeckue haabl obbeauHANN,
nogcywueank (MgSO4) W ynapueann nog
BaKyyMOM [0  KOHCWCTEHUMW  KOPWYHEBOro
MWHepanesHoro Macna. Ero ounwany Ha KonoHke
C CUNMKarenem, SrnioMpoBany  AUSTUNOBBLIM
achrpom, nony4as
(R)-4-meTtnn-3-(2-nupugun)-[1,2,3]
okcatmasonunauH 2-okeng (1544 ) B Buge
Npo3pavHoro Macna.

(d)
(R)-4-metnn-3-(2-nupunaun)-2-un-[1,2,3]Jokcatna
30NMANH-2,2-AN0KCK,

Pacteop nepuoparta Hatpua (21 1, 0,10
monem) B Boge (150 mn) megneHHo gobaensany K
pacTeopy
(R)-4-meTun-3-nupnavH-2-unf1,2,3]-okcaTnasonu
AnH-Z2-okcna (154 r, 0,78 Moned) U xnopuaa
pyteHua () (20 mr) B auetoHuTpune (1540
M), nodaepxuBas Temnepartypy Huxe 5 °C.
Boinagan nnotHelA ocagok. CMech BbINMBAnM B
cMect sTunauetara (500 Mn) 1 eogel (500 M) K
BCTpsixmMBanu. OpraHu-eckyto dasy OcTaeMsanu,
a BoAHy chasy Jdanee  SKCTparMpoBany
aTunaleTatoM (24500 mn). OpraHudeckie assl
obbedWHANK,  NpOMbIBANKA B BOOAHOM
npotmsotoke (500 mn), nogcywueanu (MgSQOy)
W ynapueanu nca  BakyyMoOM, nonydas
(R)-4-metnn-3-(2-nupuaun)-[1,2,3]
-oKcaTUWalonnanH-2,2-guokeng, (15,5 r B euae
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XKENToro macna, KOTopoe 3aTBepAeBanc npu
CTOSHMM.

e)
{(R)1-(4-nHpoonun)-4-[2-meTun-2-(2-nupngunammH
o)aTunjnunepasmH

Pacteop
(R)-4-meTnn-3-nupnanH-2-un-[1,2,3]
-oKcaThasonuanH-2,2-gnokerpga (4,04 r, 0,019
monel) W 4-nunepaswHpgona (3,80 r, 0,019
Monei) B auetoHuTpune (200 Mn) Harpeeany Jo
80°C B TeyeHwe 0,5 4, a 3aTeM BeINapWean nca
BaKyyMoM. Maenekann octartok, pa3basnanu HCI
{100 mn), Harpesanu 4o 60°C B TedeHMe 0,5 v,
oxXraxganu, npombiany atunauertatom (2100
M), nofuenaduBany  YrekicrbiM - Kanuem,
aKcTparuposann B guxnopmetaH (3¢100 mn),
nogcywueank (MgSQOy), 3aTem ynapueanu nog
BaKyyMOM, NOMy4yas Maccy LBeTa KOPWYHEBOro
crekna. Ee ouiwmanu Ha  KONoHKe ¢
cunukarenem, anovpya 10% nponax-2-onom B
JuxnopMeraHe, nonyqas
(R)-1-(4-nHgonunn)-4-[2-meTun-2-(2-nMpranHuna
MWHO)3TUN]  nunepaanmH (4,3 ) uBeta
npospaYHoro crekna.

()
(R)-N-(1-meT1n)-2-(4-nHgonun-1-nunepasnHunsT
un)-N-(2-nupuannyuknorekcaHkapdokcamu,

PactBop
(R)-1-(4-nHgonun)-4-[2-meTun-2-(NMpruannamMmHo
YaTun] nunepasmHa (4,3, 0,012 moned),
TpueTunamuHa (247 1, 0,024 wmong) w
LuknorekcaHkapboHunxnopuga (1,8 r, 0,012
monei) B guxnopmertaHe (100 mn) Harpesanu 4o
80°C B TeueHne 0,5 4, 3aTem BbINApUBanK Nog
BakyyMoM. MaBnekann octartok, pasdasnanu HCI
(100 mn), npomMeblBanu astunaveratoMm (3100
M), NPOMeIBany B NpoThBoToKe Bogsl (100 M),
nogcywwmeanu (MgSQy), 3aTem ynapueanu nog
BaKyYMOM, nonyyas
(R)-N-(1-meTun-(4-MHgonun-1-nnepasHUn)sTiA
N-N-(2-nuprann)yuknorekcaHkaptokcamug (4,3
r, 80%) B BMae 6nenHo-po30BOro
KpUcTanmuueckoro BellecTBa. MpodykT
pacTBOpPANKM B MeTaHone, 3atem obpabaTbiBanu
OAHOMOISPHLIM 9KBMBANEeHTOM pa3tarneHHoM
CONSHOR KUGNOTLI. [10Cne BeINAPUBAHUS JOCYXa
A NOBTOPHOrO BhIMAPUBAHUS G W30MPOMAHOMOM
NpodykT Kpuctannuaosanu ua IPA/E,O B BUae
BenbiX MUKPOKPUGTANIOB MOHOTMAPOXIIOPUMAA G
Toykoli nnasneHusa 154-156,5°C.

O6Hapywunu: C 67,0; H 7,6; N 14,4%.

Ana Co7H3sN50eHCI HyxHO: C 67,3; H 7.5,
N 14,7%.

Mpumep 70

(R)-N-(2-meTun-(4-nHgonun-1-nunepasnHun)
aTnM)-N-(2-nnpuauniumMknorekcaHkapookcamma,

(a) (S)-N-(Z-nrprann)-1-amMrHO-2-nponaHen

(S)-1-amuHo-2-nponaHon (43 r, 0,57 M)
JoGapnann K nNepeMmellBacMoMy  pacTBOpY
TpeTuuHore GyTunokcuda kanua (64,2, 0,66 M)
B TeTparnapcchypaHe (500 mn). 3atem gpobHo
Jobaenann 2-xnopnupuanH (65,1 1, 0,66 M). Mo
OKOHYaHWUKW  3KIOTEPMUYECKOW  peakuuK ee
HarpeBanu Mpu TemnepaType KWNeHns c
obpaTHbIM XONCAWNEHUKOM B TEYEHWS HOYM,
hUNLTPOBaANK ANA yAaneHWsa Xnopuaa kanua u
ynapuBanu [0 KOHCWUCTEHLWMWM MUHeparnbHCro
mMacna. HeouuleHHY MAGCMNAHYID MKWUOKOCTb
pacTeopanu B kcunone (500 mn) n aobarnanu
TONYOnN-p-CyNbPCHOBYO  KMCNOTY (2 T), 3arem
HarpeBanu B TeYSHWEe HOUM NpW Temneparype
KuneHws ¢ obpaTHeIM  XONOAUMNBHUKOM  Nog
aproHom. lNocne oxnaXaeHWs MpK KOMHATHOK
TEMMepaType cMecb aKcTpardpoBann 2 M
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COMAHOM  KUCMOTOW.  KWMCNbliA  SKCTpakT
noguwenauneann 2 M edkMMm  HaTpoMm U
SKCTparMpoBanuv B sTunayertar. STunayetarHbli
sKkcTpakTt nogcywueann  (MgSO4) W nocne
yaaneHnss  YKCYCHOW  KACMOTEl  MPOAYKT
AncTunnuposany, nonyyasd 73,5 r HasBaHHOro
COSOMHEHKS ¢ TOUKOR KuneHus 100-110 °C npu
0,2 mBap.

(b)
(5)-4,5-gurnapo-5-gumetun-3-(2-npuaurn)-3H-1
.2, 3]okcaTnaaon-2-okcua,

TwoHunxnopwa (8,8 mn, 14, 35 1, 0,12 M) B
Anxnopmerane (20 mn) gpobHe gobaenanv K
OXMaXAeHHOMY NepemellnBasMoMy  pacTBOpY
(8)-N-(Z2-nnpngnHun)-1-ammHe-2-nponaHona
(18,28 r, 0,12 M) B guxnopmetaHe (180 mn) 1
anmzonponunatunammHe (31, 0,24 M),
noadepxveasa Temnepatypy Huxke 5°C. MNocne
nepemellmeanmua npu 0 °C B TedeHne 1
pacTBop HachlWanu ©GukapboHaToM HaTpus,
noodepKuMBas TemnepaTypy pacTBopa HUXe
5 °C. OToenanu OpraHU4ecKMd  Criow,
nogcywueank (NaxS0O4) W KOHUEHTpUpCBanu,
nonydyaa 27,6 r MacnsHOW KMOKOCTW KenToro
LeeTa. MacnsHyo KUOKOCTE
XpomMaTorpacvpoBanu Ha cvnukarene,
ncnonbsys 40% stunauyetata B rekcaHe,
nonyyaa 20,28 r KenToh MacnaHOR XUOKOCTHW,
cofepxalled cmecbs [AMacTepecusoMepoB B
COOTHOLUEHUM 4:3.

(©)
(8)-4,5-amrnapo-5-metun-3-(2-nupuoun)-3H-[1,2
,3Jokcatnagmrason-2,2-Quokcug,

PacTtBop nepuogara Hatpuda (27,31, 0,13 M)
B Boge (200 wmn) poGaenanu  npw
nepemeLIMBaHun K
(8)-4,5-gmrmapo-5-metun-3-(2-nupuouHnn)-3H-1
,2,3lokcaTnaguason-2-okengy (20,23 r, 0,1 M)
B aUeTOHUTPKUNE, cofepXallem Xnopua pyTeHus
Il (21 mr, 0,1 Mmonb, 0,1 Mon.%), npy -10-0°C
Ha  NPOTEKEHWM 25  MWUHYT. Mocne
nepemelLnBaHus npu 0°C B TedeHue 1 4 1 npu
KOMHATHOR Temnepatype B TeueHWe 2
peakuWoHHYK CMeCchb Npunueany K soge (800 mn)
W sKkcTparmpoBany stunaudetrartoMm (2200 mn),
nogcywwueanu  (NapSO4) ©W  ynapuesann 1o
KOHCUCTEHL MM  MWHEepanbHOro mMacna  npu
NOHMEHHOM JaBneHW (TemnepaTtypa 30°C)
PacThpaHMe B MOPOWOK ¢ aueTOHUTPUIOM
JaBano TeBepgoe BellecTBO Benoro upeta ©
JKENnToBaTbIM OTTEHKOM B konudecTBe 14,86 T, ©
TouKol nnaeneHus 99-100°C (paanaraetcs), [«]

§=+28° [okono 1 B CHCls].

ObHapyxeHo: C 44 9; H 4,65; N 13%.

Ona CgHigN2O3S HyxHo: C 44,85, H 4,7; N
13,1%.

(d)
(R)-1-(4-mHgonun)-4-[2-meTun-2-(2-nuprarunamm
HO3TUM)NUNEPA3MH

Cmech
(8)-4,5-aurnapo-5-metun-3-(Z2-nupuauHmn)-3H-(1
2,3)okcatmason-2,2-guokerda (2,02 r, 95
mM), 4-nunepaanHmHgona (1.9 r, 95 mM) B
aueToHuTpUne (100 mn) nepemMellnsan M
Harpeeanu B TedeHwe 1 4. PactBopurens
YOananu npu NOHWXEHHCOM JABNEHWU W OCTaTOoK
pacTBOpANK B pa3baBneHHOW CONAHON KUCMoTE.
PacTaop Harpeeanu go 80°C B TedyeHre 10 MUH
K 3atem npomeiBanu CH»Cls (100 mn). Pacteop
nogwenaumvesann (K>COgz), nonyyas Tteepaoce

BelLLEecTBO TEMHOrO uBeta, KoTopoe
SKCTparMpoBanu AuMxnopmetaHoMm (24100 mn),
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coAepXalnM HeMHoro metaHona. OcTaBLUMACA
TBepabliA ocTaToK OTOUNETPOBLIBANMN,
opraHudeckylo  pakyuio  NpoMbIBanyM  BOLOWM,
nogcywweann (MgSO4) ©  ynapweanu 1o
nonyyeHnsi TeMHO-KOpWYHEBOro mMarepuana B
konudectee 2,5 1. MacngaHy  KWAKOCTb

pacTBOPANM B MeTaHone WM obpabaTbiBanu
PAcTROPOM CONSHOW KUCMOTHI B CYXOM achupe,
nonyyasa 6eneid ocagok XNoprugparta ¢ TOYKOR

nnaenedns 125-133 °C, [«]p =-16° (okono 1 B
MeCH).

O6Hapyxunn: C 538; H 6,75; N 15,5%.

Ang C ogHosNSeZHCle2H20 Hy:HO: C 54,0,
H 7,0; N 15,8%.

(e)
(R)-N-(2-meTun-(4-MHgonun-1-nnepasuHUn)aTiA
M-N-(2-nupuamniumknorekcaHkapbokcammg

Xnopwa uWKnorekcaHkapboHOBOW KWMCNOTHI
053 r, 3,6 MM) B guxnopmertaHe (20 mn)
OpoBHo gobaBnann K nepeMellUBasMOoMy
PACTBOPY amuHa, NonydeHHoMy Ha ctaguu (d)
1,26 r, 3,6 MM), W TpUsTUNAMWHY B
amxnopmetaHe (20 mn). MNocne HarpeeaHWa 4o
50°C B TeueHMe 20 MUH U yOaneHus

pacTROpWMTENs  OcTaTok  pas3baensanu
pasbaBneHHOW CconaHoOW  KueroTel.  [locne
dunsTpauumn pacTeop noAllenadveanu

(KoCO3) ©n skcTparmpoBani AWXNOPMETAaHOM.
Mocne noacywwmeaHwa (MgSO 4) pacTBopuTenb
yoananW, nonydYas  BelecTBO  LBeTa

KOPWMYHEBOTO CTeKNa, KOTOpoe pacTBopAnu B
sTunauetare, U gobaenanv pacTBCOp COMAHOW
KACNOTEl B cyxoM adupe, nomyyaa 1,5 r
Ha3BaHHOrC coeAnHEHUs B BWAE Xroprugparta ¢
TOYKOH nnaBneH1a 125-130 oG,
npegctaenqawwero cobol nopowok ©Genoro

ugeta, [oc]zi4 = +25° [okono 1 8 MeOH].

ObHapyxnsanu: C 63,6, H 7,4, N 13,6%.

Ang C 27H35N50e1,5HCIe0,5H20 HyxHO: C
63,7, H 7,4, N 13,8%.

Mpumep 71

N-[2-(4-{4-nHaonun)-1-nunepasnHMn)sTin]-N-
{2-npuaun)ymknorekcaHkapbokcammng

(a) 2-Xnop-N-(2-nupnguHunmaveraming,

Xnopauetunxnopug (60 r, 053 M)
Jo0aBnanyM npyv nNepemMellnBaHuM K CMecw
2-ammHonupuamHa (50 T, 053 M) n
Aumacnponunatinamuya (75 mn, 053 M) B
amxnopmetade (500 wmn), noagepxueas
TeMneparypy HUKe 5°C. MonydeHHyo
PEeaKUMOHHYI0 CMEChL Harpesanu O KOMHAaTHOR
TEMNepaTypbl, WNLETPOBANMKM W MPOMLIBANA
Bogoh. OpraHWYeckWiA Crnol  NoAcyLUMBanu
(MgS0O4) W ynapueanv nNpU  NOHUKEHHOM
JaBneHkKW, nonyyas 72,6 r Teepaoro Bellectsa
KOPUYHEBOrO LBETa.

(b)
2-(1-(4-(4-NMnaonun)nunepasnHnn)-N-(2-nupuam
NaueTamug

XnopaueTamng, nonydYeHHbld Belwe (8,9 r, 52
mM),  4-nunepazuHuHgon (10 r, 49 MM) ©
aumaonponunatunammH - (8,6 mn, 50 mM)
pacTteopanM B DMF (30 mn) v Harpesanu go
60 °C ncag aproHoMm. Cnycta 2 4 cMech
oxnaKaanu, BbINMBany B BOAY ]
aKCTparmpoBanu atunauetatoMm. OBbeAWHEHHbIE
OpraHUYecKUe SKCTPAaKTLl SKCTParnpoBanu 3atem
conaHoi kucnotol (2 M). ObbeguHeHHble
KMCMble skcTpakTsl nogwenadmsann (NaHCO3)
n aKkcTparmpoBann B sTunaudetar. [locne
MPOMBIBKM BOAOR OpraHu4eckyto aay
nogcywmeann (MgSQO,) ©  ynapueanu npwu
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NOHWXEHHOM  JaBneHun, nonyvaa 7,63 r
BellectBa. Ero xpomaTtorpacupoBans Ha
cunukarene, SnwWMPys CMecbl asTunauerar:
rekcaH (1:2), nony4as 7,34 r xentoi MacnsaHoi
HKNAKOCTH.

()
1-(4-UHoonun)-4-[2-(2-npuannamMuHoO)sTUI NN
epasuH

Mpopykt co cragum (b) (4,88 r, 13,4 MM)
pacTBOpanK B CyxXoMm TeTparngpodypane (200
M) Nod aproHoOM W aniMONWTUEBOM rUapUae
(2,03 r, 53,3 MM), pobarnas nNopUMAMK MpK
nepemellnBaHKKU. [locne HarpeBaHWa nNpw
TeMneparype KuneHuss ¢ oBbpaTHbIM
XONogUNbHUKOM B TeyeHue 20 MUH
nocnegoeartensHo aobaenann sogdy (2 mn),
enkni Hatp (15%-BodHbIA, 2 M) W BoAy (6 Mn).
[MonydeHHbldA ocagok oOTguUNsTPOBLIBANK U
npomelBany atunauertaTom. [Nocrne ynapueaHusA
OCTABLUYOCH MacnsaHylo dpakyuio BHOBb
pacTBOPANKM B STUNaueTate, NpoMbIiBanyd BOOOH
W noacywweann (MgSQy). [llocne yaaneHus
pacTBOpUTENA OcTaBanock 4,12 r macnaHoh
Huakoctu. Ee  nepekpucTannva3oBbiBanM U3
sTUnaleTaTrekcaHoBOW cmeck, nonydaa 2,64 r
TBepaoro BellecTBa.

1,36 r TBepdoro BellecTBa pacTBOPANA B
auxrnopmetTaHe W xnoprugpaT  ocaxganu
COMAHON KWACMOTOW, HAaCbIWEHHOR shupomMm,
nonyyvaa 1,52 r tBepgorc BewectBa Genoro
LBeTa ¢ To4koi nnaenenuna 153-160°C.

OBGHapyxunu: C 53,9, H 6,5, N 16,2%.

IOna C 4gH23N5e2 5HCI0,75H0  HyHO: C
56 H64 N 16,4%.

(d)
N-[2-(4-(4-uHgonun)-1-nunepasnHnn)atiun]-N-(2-
nMpuann)umKnorekcaHkapbokcammz,

AMMH co ctaguKn (c) (2,33 1, 7,24 MM) B
amxnopmetade (20 mn) U TpuaTunamMuH (1 mn,
7,3 M) nog aproHom obpaGathiBanu npu 0°C
npv nepemeLLnBaHnK pacTBOpOM
LMknorekcaHkapboHunxnopuga (0,97 mn, 7,3
MM) B guxnopmertaHe (2 mn). Cnycta 2
Jobaenann ewe ogHy nopumo (0,1 mn)
XNopaHruapuaa KU nocrne nocnedywwux 15 MuH
3aBpepliany peakuuio. PeakuMOHHY CMech
ynapuean [0 KOHCWCTEHUWW MWHepanbHoro
Macna, pacTBOPANU B STUNaueTare, NpomMsIBani
BOOOW WM Hackllann pacreopoM OukapboHara
HaTpug. [locne neAcywueaHua (MgSO )
yoananu pacTBOpPUTENb M3 Macna, KoTopoe
XpoMaTtorpahmpoBany Ha cunukarene, anionpys
ANSTUNOBEIM 3dpKpoM, nonyyasa 1,89 r npogykra,
KOTOPEBIA NpeBpallany B XNopriugpaTHy coMb,
nyTeM pacTBOPEHWs B AWXNopMetraHe U
ocaXaeHWs conK  COMNAHOW  KUCIMOTON,
HacbILWEeHHOW SdupoM, nonyyas TBepdoe
BellecTBo Genoro UBeTa ¢ TOYKCHW NnaBneHus
181-187°C.

ObHapyxunu: C 63,6; H 7,3; N 14,05%.

Ona C 5gH33N50eHCle1,25H,O  HyxHO: C
63,7 H 7,5 N 14,3%.

®opmyna I/I306peTeHI/IFI:
1. [lpousBogHble  nunepasnHa  oblei

chopmynsl (1)

R
z
1 /R
R —N —aA—N
A 2
CZR

WNM WX hapMaLeBTUYecky npuemneMele
COMKU MPUCOSANHEHWS KACTIOT,

I
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roe A npeacraengaer cobol ankuneHoByto
Lenb, coAepxalyw 2 - 4 artoMoB Yrmepopa,
HeobsizaTeNbHO 3aMeLLEHHYI0 HN3LIMM ankumiom;

Z ABNseTca aTOMOM KUCMOPOLA WIK Cepbl;

R npegcraenserT BOAOPOL WNKA  HUBLLWA
ankun,

R' npencraBnseT deHur, HesaMeLleHHbIA
UMM MCOHO-  WNK  AW3aMELLEeHHbIA  HU3LWKM
ankunom, ranowacM, rMapoKcU WNKM HUBLLKUM
ankokcW;  HadpTWn,  HeaamelleHHbld  wnu
3amMeLleHHbIR HU3LLKM ANKOKCH;
TeTParnapoHadTUN, W3OXWUHONMUHWM, WHOONWN,
BUUMKNMYECKUA KMCNOpOoACcCOaAePXKaLLWMA padmkan
chopmMynbl

O O

WMWK pagrkan opmynsl

\N/

npeictaBnsder  MOHOUMKNUYecKoe
apomamquKoe reTepoLyKNUIeckos 6-4neHHoe
KOMbLO, WMElollee B KadecTBe rerepoaroma
OOMH artom N, unu npegcraesnaet
OUUMKNTAYECKYD apoMaTUyecKy o
reTepoLMKINYEeCcKy o KOMbLUEBYID
MMeoLWytHo OOHO Takoe
MOHOLIMKNUYECKoe apomaThiyeckoe
reTepoyMKIMYecKoe KomnsbLo, KOHAEHCMPOBaHHOE
C BeH30MbHEIM KOMbLOM, MpU YCNOBUM, YTO
YKA3aHHLIA OMUMKNUYECKWA reTepOU KNMYecKni
pagukan coeguHeH ¢ a3oToM aMuHa popMynbl |
Jepea aTtom yrnepoga retepouUKMYeckoro
Koneua, Unu R? npedcTaBnNgeT THa3onun,

R3 npeacTaengeT HU3WWA ankun, HA3LWNA
LUKNOAanKun, HW3WWA  LuKnoankeHun, ceHun,
UnaHodeHnn wnwn rpynny copmynsl -NR4R5,
rae R* npegcraengaer BOAOPOA,
RS npeacTaBnAeT  HU3LWWA  LWKNOankun,
ajgamaHTun, Wnn R4 n R® Bmecre ¢ atowmowm
asoTa, K KOTOpoMmy OHWM ©ba npucoeduvHeHbl,
NpPeAcTaBnAKT NUNepUaUHO pagukar.

2. CoegnHeHue no n. 1, rae A npegcraenaet
coboiA —(CH2)2—, —(CH2)3—, —(CH2)4— mnm
-CH({CH 3)CHa>-.

3. CoeanHeHmne no n. 1, rae R npegcrasngaet
BOOOPOL.

4. CoeguHeHwe no nwbomy wa nn. 1-3,
roe R npeacTaBngeT OpPTOMETOKCUMEHW,
opTou3sonponundeHnn,
4-cbTop-2-meToKkcncbeHun, 2,3-guruapo(1,4]
DeHzoanoKcaH-5-un, 1-HadTun,
3-(1,2-6eH3oun30THa30NUM),
1-(7-meToKcMHaTUM) MK
1-(5,6,7,8-TeTparngpo)HadpTn.

5. CoeauHeHre no nwbomy wa nn. 1-4,
roe R2 npeactasnaetr  NUpWaWN-2-un,
XUHOMUH-2-MN MW TWason-2-1n.

6. CoeauHeHwe no nwbomMmy K3 nn. 1-5,

rae R3  npepcraenser  Huawmii  ankun,
LMKNOankum, LUMKNOAanKeHnn, deHnn,
nUNepUanHO N -NH-LUUMKnoankun.
7. CoeguMHeHve no n. 1, npegcrasnswlee
coboiA
N-(2-(1-(4-(2-meTokcKdeHNnMNMNepasHU))e
TUN)-N-{2-nupngnHun)uuknorekcaHkapbokcamini,

GUCTEMY,
6-4neHHoe
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N-umknorekcun-N-(2-(1-(4-(2-meTokcudeHUN)nnn
epPasuHUN))3TUM)-N-(2-NMPUANHKUN)LUKIOreKCaHM
OYEeBUHY,
N-(2-(1-(4-(2-meToKCHpeHNMNUNEPa3UHAN))aTKN
»N-(2-nupnanuH1N)GeH3amua;
N-(2-(1-(4-(2-meToKCUpeHnmNUNepasmMHAN))aTuN
)-N-(2-nnpranHun)TpuMeTUnayeTaMma,
N-(2-(1-(4-(2-meTCKCHUeHUMNUNEPa3nHAN))aTKN
)-N-(2-Tnasonun)umknorekcaHkaptokcammng,
N-(2-(1-(4-(4-pTOp-2-MmeToKCUdeHUN)NunepasH
Un))atrn)-N-(2-NupuanHun)uMKnorekcaHkapboKe
amunga;
N-(2-(1-(4-(2,3-guringpo-1,4-6eH304MOKCUH-5-1n
NnunepasnHun)aTUn-N-(2-NpuanHUnLMKNorek
caHkap6okcammug,
N-[2-[1-[4-[3-(1,2-6eHaun3oTrazonun)] ]
nunepaswHun] atun]
-N-(2-nnpurguniyuknorekcaHkapbokcamina,
N-(2-(1-(4-(2-meToKCHeHUmNUNepas3uHUN))aThN
)-N-(1 -NUNepuanHUNKapboHKUN)-2-aMUHONUPUANH

N-(2-(4-(2-meToKCcUDeHUMNMNepaanH-1-1n)aTun)

-N-{nupnanH-2-nn)-N'-LUnKnorekcaHTMOMOYEBUHY,
N-(2-(4-(2-ruapoKcideHnn)-1-NMNepasnHN)STUN
)-N-(2-nupranHUn)ynknorekcaHkapbokcammng,;
N-

{2-(1-(4-(1-HadbTrn))nunepasnHun)yaTin)-N-(2
-NUpuann)yuknorekcaHkapbokcamng,
N-(2-(1-(4-(2-MeTUneHUN) ) NUNePasnHIAN)ITUM)-
N-(2-nnpunanHun)yknorekcaHkapbokcamina,
N-(2-(1-(4-(2-cbTOpdheHun))nunepasnHun)aTun)-N

-(2-nupranHUn)yuknorexkcaHkapbokcamm,
N-[2-[1-[4-{1-n30x1HONKMHWMN)] MWNepasnHK]
aTun]
-N-(2-nnpunanHuniumMknorekcaHkapbokcamuna,
N-[2-[1-[4-[1-(7-meToKkcn)HachTHN] ]
nunepaswHun] aTun]
-N-(2-nnpungmn)umnknorekcaHkapbokcaming,
N-(2-(1-(4-(2-MeToKcHUDeHUN)NMMNepaanHAN))3THUN
)-N-(2-nnprann)apamanHtaH-1-kapbokcamui,
N-[2-[1-[4-[1-(2-meTokcn)HadbTun] ]
nunepaswHun] aTun]
-N-(2-nnpungun)-unknorekcaHkaptokcammng;
N-[2-[1-(4-[1-(5,6,7 ,8-TeTparngpo)HachbTn] |
nunepaswHun] atun]
-N-(2-nupurgun)uuknorekcaHkapbokcamina,
(8)-N-{1-meTuUn-2-(4-(2-MmeToKCHheHWN)-1-n1unep
a3kHUN)aTN)-N-(2-nprgnHunLnKnorekcaHkaps
oKcaMua,;
(R)-N-(1-meTun-2-(4-(2-meTokcudeHUn)-1-nunep
asnHUN)aTun)-N-(2-nupuanHun)yuknorekcaHkapt
oKcaMua,;
N-[3-[4-(2-meToKcupeHWN)-1-n1nepasnuHAn]
nponun]
-N-(2-nnprauHuniuMKnorekcaHKkapbokcamua,
N-(2-(4-(2-meToKkcWdeHUN)-1-NUNepas3uHUN)aTUM)
-N-{2-xmHonmHunuMknorekcaHkapbokcammn,
(Pau)-N-(2-(4-(2-meToKkcuheHW)-1-n1nepasnHUn
nponun)-N-(2-nupnanniumknorekcaHkapbokcam
na,
(8)-N-(2-(4-(2-meTokCcndeHUN)-1-nMnepaanHKn)N
ponun)-N-(2-nupuanniynknorekcaHkapbokcammg

(R)-N-(2-(4-(2-meToKcupeHun)-1-nunepaanH1n)n
ponun)-N-(2-nupuann)ynknorekcaHkapbokcammg
N-(2-(4-cbeHnn-1-nnnepasnHnn)stun)-N-(2-nnupn
AVHUMLMknorekcaHkapbokcamug,
N-(2-(4-(2-macnponundeHun)-1-nMnepasnHun)aT
nn)-N-(2-nupuanniumnknorekcaHkapbokcamum,
N-(2-(4-(2-meToKCWdPEeHUN)-1-NUNepasuHUN)STUM)
-N-{(4-nMpruanHUN)yUKnorekcaHkapbokcamua;
N-(2-(4-(2-meToKcWdEeHUN)-1-NUNepPasuHUN)3TUM)
-N-(3-nupurguniyuknorekcaHkapbokcamina,
N-(2-(4-(2-meToKCcUDeHUN)-1-NUNepa3nHUT)3TUN)
-N-(2-nuprauHuniuMKnorekcaHkapbokcaMuna,
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N-(2-(4-(2-meToKcWdeHUN)-1-NUNepasmHUN)aTUM)
-N-(2-nnprauHUnUMKNorekcaHTnokapbokcammng,
wnu erc apmaleBTUYeCcKn NpUeMNemMyto
CONnb NpvcoeanHEHWA KUCNOThI.
8. Cnocob nonydeHWsa coedUHeHWA no n. 1,
oTNMyalWniAcs Tem, 4YTO OCYLLeCTBRSAIT
auMnupoBaHue amuHa dopmynbl (1)

B Z
R
. I
R —N —A—HNH
(IT1)

rme A, R, R" n R2 umeioT 3HadeHus,
npuBedeHHele B n. 1,

KnenoTtor chopmynel (111)

R3CZOH, (1)

roe Zn R3 onpefeneHel kak B n. 1,

WMNKW ee auMnMpPOBaAHHLIM NPOW3BOAHBIM, W,
ecnyn TpebyeTcA, npespalladT NonyyeHHoe
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-19-

OCHOBaHWe B ero hapmaleBTUHECKM
npUeMnemyio coflb MNPUCOEOMHEHWA KUCNOTEI,
unm npeBpaLlakT hapMaLeBTUHECKM
NPEUEMINEMYID CONb NPUCOSANHEHWUS KMCNOTbI B
cBobOJHOE OCHOBaHMe.

9. <dapmaueBTUYECKAA  KOMMNO3WUKUA,
obnajalwowan aHKCHONATUYECKUM AeACTBMEM,
cofepallas akTUBHOE Hayano W HOCUTENb,
OTNMYaLasca TeM, YTO aKTUBHOE Haudarno
COOEPKAT TepaneBTUYEcKU spdpekTinBHOS
KONMYecTBo coeduHeHna no nwotomy w3 n. 1-7.

10.
1-(2-MeToKkcnderun)-4-[2-(2-NpuavHUNamMmnHo)a
TWUA] NUNepasunH.

MpropWTeT Mo MpUaHaKam:

02.05.1991 - Bce aHaJYeHWd paguKkanos A, Z,
R1-R2, kpome R'-1,2-6eHzoTnasonvnpagukan;

21.12.1991 - npw
R 11 ,2-6eH3ou30oTHazpaguKan.
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