CuHTE3 U OKUCAUTENbHAaA UUKAU3aUuua

apUIMMUHONPONEHTMOaMUA0B

NyroBuk K.U.,* BenbcKkaa H.M.

®rAOYy BlO «Ypansckuli ¢pedepansHbili yHUBepcumemy» umeHu nepeozo lMpeszudeHma Poccuu b.H.
EnbyuHa, ExkamepuHbype, Poccusa. ®akc: +7 3432 745 483; men: 343 375 4888; E-mail:

k.i.lugovik@ustu.ru

CuHTE3MpOBaH pAag apUAAMUHOMNPONEHTMOAMUAOB, COAEPXKAWMX pPa3/INdHble 3amecTUTenn B

apomatuyeckom ¢parmeHtTe M y atoma asoTa TMOaMMAHOM rpynnbl. WM3ydeHa peakuus

OKUCUTENIbHOM LWUKAN3aUNUN aMNHONPONEHTUOaMUNAO0B U MOKAa3aHO, YTO NPOAYKTaMU ABNAKOTCA 4-

UMaHo-2-apnan3oTmason-5(2H)-MMmuHMEBbIE CONMN.

Beepenue "

CoepguHeHus, coaeprKawme eHaMMHOBbIN
¢dparmeHT, 06nadalOT PA3INYHBIMU  BUAAMMU
6MONOrMYECKON aKTUBHOCTU, a TaKMKe LUMPOKO
NMPUMEHSIOTCA B CUHTETMYECKOW OpraHUYecKom
XMMUM KaK UCXOAHble peareHTbl AN CUHTE3a
BMTAMMHOB 1 papMaLLeBTUYECKMX NpenapaTos.”
HecmoTpa Ha TO, YTO eHaMWHbI, coaeprKaline
TUOAMUOHYIO  TPynny  M3BEeCTHbl  AABHO,

HEeKOTOpble  acneKkTbl  UX  PeaKLMOHHOM
CNOCOBHOCTM Maso M3y4YeHbl WM COBCEM He
paccmaTpuBanuUCh paHee.

MoaTomy Lenblo HACTOALLEro MCCef0BaHuUA
ABUACA CUHTE3 EHaMWHOB, COAEep’Kalux B
CTPYKType TMOAMWUAOHYO TPYnny M pasanyHble
MO  3/IEKTPOHHbBIM M MPOCTPAHCTBEHHbIM
apdpeKTammn 3aMecTUTenu, a TaKKe U3yyeHue

peakunn OKUCAUTENBHOMN LNKNU3aLunn.
Pe3ynbTatbl M 06Cy}KAEHUE

ApunamuHonponeHTnoammugbl 3 6bin
No/lyYeHbl C XOPOWWMMW  BbIXOZaMW  MpuU

" Uccnenosanue MIPOBEJCHO NPH (PUHAHCOBOH MOJIEPXK-
Ke MOJIOJBIX y4eHbIX YpDVY B pamkax peanu3aludu Ipo-
rpammsl pa3sutust YpdVY
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B3aMMOLENCTBUM 3-(apnnamumHo)-2-

umaHonpon-eHTMoammaa 1 c apnnammHamm 2.

Cxema 1
CN NH,R! 2 CN
EtOH, HCI, 60 °C —
Me,N NH, R'-NH NH,
S 72-94% S
1 3

1,3: R! =4-MeOCgH, Ph, 4-CIC¢H, 4-NO,C¢H,

B cnektpe AMP 'H  Tuoammgos 3
Habnopgaetcas pBa Habopa cuUrHanoB Bcex
NPOTOHCOAEPKAWMX TPYynn B PA3/IUYHbIX
COOTHOWeHMAX. ITo cBuaeTenbcteyet 06
06pas3oBaHMM ABYX WM30OMEPOB OTHOCUTENIbHO
C=C cBAasmu.

EHaMWHbI C  BTOPUYHOM  TMOAMMAHOWM
rpynnoit  6blAM  Nosy4eHbl TUOHUPOBAHMEM
COOTBETCTBYHO-LLMX aMMHOAKPUNaMUIO0B.
ApunamuHonponeH-Tnoamuabl 5 6b1n
nosly4eHbl C  BbICOKMMM  BbIXOAAMW  MpwU
KMNAYEHUU COOTBETCTBYHOLWMX Kapbokcamnaos
4 B ToNyone c peakTnsom JlaBeccoHa.

Cxema 2
CN LR, Touayou, CN
— Txumn, 2-10 y —
R’HN NHR! R’HN NHR!
75-95%
4 5

4,5: R!=Bn, grclo-C¢H;; R2=4-MeOCgH,, Ph



B cnekTtpe AMP 4 apuaaMmmHoTMoamunaos 5
Habopa
NPOTOHCOAEPKALWMX FPYMNN, COOTBETCTBYIOLLUX

Habnopaetca Tpu CUrHanoB

Tpem M3omepos B COOTHOLWEHMN 1:2:3.

CuHTE3 TMOamMMAoB, COAepKalux mpem-
amuHorpynny B TuWoamumgHom dparmeHTe, 7
6bln ocyulecTsieH AByma cnocobamu. MepBbiit
OCHOBaH Ha

NoAXoA KOHAEeHcauumn

akKpunaammnaos 6 C apuiammHamun 7

nocneayrouwem HarpesaHuu NoNy4eHHbIX
€HaMUNHOB C PEAKTUBOM JlaBeccoHa B TONnyone.
Cxema 3
CN CN
2
- IR Meton 1 - ,Rz
Me,N N R!-NH N
o R3 Meton 2 S \R3
6 7

Merton 1: 1) NHZRI, EtOH, 60°C 2) L.R., ToayoJ, Tkun
Merton 2: 1) L.R., Tonyon, Tkun 2) NHle, EtOH, 60°C

R! =4-MeOC4H, 4-NO,C4H, 4-CIC4H,
NRZR3= NHMe, NQ , N o)
/

BTopoﬁ mMeToL 3aKNKo4aeTcA B

TUOHNPOBAHUA LMaHoONponeHTmMoammgos 6

peakTmBoM JlaBeccoHa Ha MepBOM CTaauu,

3atem cneayetr KoHAeHCaumAa MNoJy4YeHHbIX

UMaHOTMOaMNO0B C apuiamMmnHamMmu.

|_|O}'Iy‘-leHHbIe IKCNepuUMeHTanbHble  AdHHbIE

no3BONAKOT CAEeNaTb BbIBOA, O TOM, YTO AONA

€HaMUWHOB, COoAepXalinx MNUPPOAUANHOBLIN

bparmeHT, Nyywne pesynbTaTbl (BbIXO4, Bpems

npespauleHns) 6onee noaxoAuT  NepBbIn
MEeToA, B TO BPemMA KaK AnAa COeAMHEHWUI C
MOPPONMHOBLIM dparmeHTOM 6onee
uenecoobpasHo  MCNoO/Ab30BaHME  BTOPOrO
MeToAa.

Peakuuto okucneHua nponeHtTMoammzaos 3
NPOBOAMNM MPU KOMHATHOM TemnepaType npu
nobaBneHun pactBopa Opoma B YKCYCHOM

Kucnore nnu KPUCTaNIMYECKOTO N-
XJIOPCYKUMHUMWNAA (NCS) K pacTBopy
COOTBETCTBYIOWEro  TMoamuaa.  [poayKTbl
peakuuMm 6blAM  BblaeNeHbl C  MOMOLLbIO

dUNbTPOBaHMA MOCAE 3aBepLUEeHUA peakumm
(TCX). B
cooTBeTcTBylOWMe 2,5-4UrMapon3oTnasons 8 B

pesynbtate  OblM  NOAYYEHbI
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BUAE TUAPOXJOPUAO0B WUAN TMAPOOBPOMNAOB C
XOPOLIMMMU BbIXOAAMM.
Cxema 4

CN NCS, atnnanerar
Br, AcOH

CN
— /)
S TxomH S
Cl1
A

L ECOH N\ _______________.____.
i ' 65-100%
: cN

3

,,,,,,,,,,,,,,,,,,,,,,,,,,,,,

X =Cl, Br R'=0Me, H, CI,NO,

MexaHnsm peakumu OKUCNEeHUsn
3,5,7

raaoreHammn wmn unX Npons3BOoAHbIMKN NPOXOAUT

apUaaMMHO-NPONEeHTMOaMMA0B

yepes o06pasoBaHME MPOMENKYTOYHOIO  S-
ranoreHagaykTa A n nocnegyoLyto
UMKAM3ALMIO C  yyacTUemM aToma  asoTa
€HaMMHHOM rpynnbl (cxema 4).

Peakuuto OKUCNIeHUsA

apWIaMUHONPONEHTUO-aMUA0B 5 nposoauan
NpPW KOMHATHOM TemnepaTtype npu AobasneHUK
pacTBopa iofa B 3TU/IOBOM cnupTe, 6poma B
YKCYCHOM KUCNoTe WUAM KpucTannmyeckoro N-
XNOPCYKUMHUMMAA K pacTBopy
cooTBeTCTByOWEro TMoammaa (cxema 5). Mpum
NPOAYKT
obpasyetca B Buae 6enoro uAM  Kentoro

OKUCNeEHNN N-X}'IOpcyKLI'MHaMVI,CI,OM

KPUCTaNIMYECKOTO  0CafdKa, KOTopbii  6bin
oTaeneH C nomouibio GUAbTPOBaAHUA nocne
3aBepleHma peakuum (TCX). B pesynbrate
2,5-

AUTMApPOoM30TNa30bl 9 B BUAE T'MAPOXI0PMAOB

6b1nun nosy4vyeHbl cooTBeTCTBYHOWMNE

C XopoLwunmmM Bbixoaamm (cxema 5).

Cxema 5

NCS,
ITHIIALETAT
TkomHu

CN

R‘@N/_g/ﬂ\m{l

S 65-100%

CN
N =NR2O
R! n Cl
9

R'=0OMe,H NHR,=NHMe, NHBn, NH-C¢H ;- ¢yclo

5

Cnepyet OTMETUTD, yTOo
apuiaMmuUHONPONeHTMoaMumAabl OKUCNAKTCA
TONbKO npu AencTeunm

N-XN0opCyKUMHUMMAA.
Peakuusa OKMCAEHMA NPONEeHTMOAaMUA0B C
TPETUYHOM TMOAMMUAHOW rpynnon 7 npoxoauTt



TONbKO NMpK ncnosb3oaHun NCS B aTuNaueTaTe
C XOpPOLWMM BbIXOA0M (cxema 6).

Cxema 6
NCS,
ITHJIanerarTr CN
i : /_;7 TKOMH /j\ 9
S 82 100% N/w
10
10: R' = MeO, CL,NO, X=CH,, CH,0

Takum obpasom, B pesynbTaTte
nccnenoBaHun peakuuu OKUC/IEHUSR

apunamuHonponeH-Tnoammaos Br, 1 NCS 6bin

CMHTE3NpPOBAH pAag
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4-umaHo-2-beHnnasotTmason-5(2H)-MmmnHuni

6poMMAOB M XJIOPMAOB,  COAEPKALMX
pa3/inyHble 3amecTUTeIM B apPOMaTUYECKOM
UMKNe M y aToma asoTa MMWHOrpynnbl, C

YMEPEHHbIMU U XOPOLWLNMU BbIXOOaMMWN..
Bubnnorpadpuueckmin cnucok

1 Ferraz H.M. // Quim. Nova. 2004. Vol. 27. P.
89-95



