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CHUHTE3 U TAYTOMEPUA 1 -3AMEIIEHHBIX-5 -APUJI-
2-AMMHOUMHUJIA30JI0B

0.10. IIEPHIOBA, 1.C. KPLIKAHOBA, A.E. KYJIbJIHOBA,
A.T.BACC, ILb. KYPAIIOB*, H.J. HAM

(Kadenpa oprannueckoi XHMHUH )

C OCJIbIO IIOHMCKa HOBBIX (1)I/ISI/IOJ'IOFI/I‘-ICCKI/I AKTHBHBIX COC,I[I/IHCHI/II\/'I, 06na):[afoumx
TaKXEC pOCTOper.HI/Ip}’IOH.Ief/'I AKTUBHOCTBIO Ha PpaCTCHUAX CHHTC3UPOBAH pPAd HIPOU3-
BOJOHBIX 1-SaMeH.IeHHBIX-S-apI/IJ'I-Z-aMI/IHOI/IMI/I,I[aSOJ'IOB. HOKaBaHO, 4YTO CHHTE3UPOBAH-
HBIC HaMH 3aMCIICHHBLIC 2-aMI/IHOI/IMI/IZ[330J'IBI B paCTBOpEC CYHWECTBYIOT B BHIAC [ABYX

TayTOMEPHBIX (HOpM.

W3BecTHO, 4YTO TPOU3BOJAHBIE 2-aMH-
HOMMHKJA30Jla  XapaKTepU3yloTci M-
POKHM CHEKTPOM OHOJOTMYECKOW akK-
TuBHOCTH. Cpeau 3THX  COENMHEHH
U3BECTHBI  Ipemaparsl,  oOnagaromue
AQHTUIPOTO30HHOM W  aHTHOAKTEepHab-
HON [4], aHTHUIENpEcCCaHTHOM U aHTH-
TUTNIEPTEH3UBHOW [2] aKTUBHOCTHIO, CTH-
mynupytoue —aktuBHocts LIHC  [3].
[IpousBoaHble 2-aMUHOMMHAA3071a W3-
BECTHBl KaK HMHCEKTUIUABI, TepOUIH-
JIBI U PETYJIITOPBI POCTa PacTeHUH [5].

Panee Hamu ObUIM CHHTE3UPOBAHBI
TPYIHOAOCTYIIHBIE 1-metun-5-apuin-2-
AMHUHOMMHIA30JIbl U H3yYeHa HUX peak-
muoHHas crmocoOHocTh [1]. IMpemnoxen-
Has HAMH CXeMa CHHTEe3a JTHX COEIH-
HEHU BKJIIOYaga B ceOd MoydyeHue
MOHO3aMELIEHHOT O N-merun-E-amuHo-
MUPUMHUIMHA C MOCJEAYIOIIEeH €ro LUK-
nu3anuei  peHanwiOpoMuIaMd B UMHU-
Ja30MUPUMUINHUEBYIO COIb M PELUK-
MU3aIMI0 3TUX coJied ToJ JeHCTBHEM
HYKJI€O(pHUIOB B COOTBETCTByMOIIMe 1-
METHJI-2-aMIHOUMHUJIA30JIbL.

C uenplo TOJTY4YeHHUS HOBBIX OHOIIO-
TUYECKH aKTHBHBIX COEAMHEHUH, Co-
JepxKarux 2-aMUHOMMHU/1a30JIbHBIN
¢parMeHT, Hamu Obul pa3paboTaH u
OCYIIECTBJICH  OpPUTMHAJIBHBIA  CHHTE3

I/IHCTI/ITyT PCaKTHUBOB U 0Cc000 YHCTBIX BCIICCTB.

psana 1-ankuin-5-apui-2-aMUHOUMUAA-
30M0B (V) wucxoms wu3 N-aJKImITaMmHUHO-
mupumuanHoB (II) mo cxeme 1.

N-ankuaaMuHONMUPUMUTUHBI )
ObLTH MOy YeHbI reTapuinpoBaHHEM
COOTBETCTBYIOILIETO  IIEPBUYHOTO  aMHUHa
2-xnopnupuMuauHoM (I).

Ucnonw3yst  pasnuusble  a-QeHanui-
OpomMuasl Uit ankuiaupoBaHus — 2-(N-
ANKWIAMUHO TUPUMHIUHA IO  OJHOMY
W3 IUKIMYECKUX AaToOMOB a30Ta, ObLIH
MOJy4YeHbl YETBEPTHUYHBIE aMMOHHEBBIC

comu (III), xoTopwle oA nEHCTBHEM Op-
To(h0oCHOpPHON M XJIOPHOM KHUCIOT TJIaj-
KO ¥ C BbICOKUMHU Bhixomamu (85-97%)
IUKITU3YIOTCS B MMUIa30TTUPUMUIH-
Huit nmepxnopatsl (IV). Ilom neiictBuem
HYKJICOQHIOB (B YaCTHOCTH MUIEPUAU-
Ha) THUPUMHUAWHOBBIM IUKI MEpXIIopa-
toB (IV) packpeiBaercsi ¢ o00Opa3oBaHu-
eM 1 -ankun-5-apui-2-aMMHOMMUIA30-
noB (V).

Ilo sToi mNpennoXKEHHOM HaMu cXe-
Me ObUT CHHTE3WpOBaH psan  l-ajkwui-
S-apui-2-aMHUHOMMHIA30JI0B W\ a-j),
CTPYKTYpa KOTOpBIX Oblla TIOATBEPXK-
neHa cnektpamu [IMP u pgaHHBIMU 37€-
MEHTHOT'0 aHaju3a (Tabiauia).

i CUHTE3UPOBAHHBIX HaMU TPO-
W3BOHBIX 2-aMUHOMMU/1a301a BO3-
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MOXHA  aMHHO-UMHHHAs  TayTOMEpus
o cxeMe 2.
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B IIMP cniekTpax CHHTE3UPOBaHHBIX
HaMu paHee |-meTun-5-apui-2-aMuHO-

MMUA30JI0B CJIeTKa YIIUPEHHBIH CHHI-
net rpynnsl NH, Haxogurest b obnactu
5,2-5,6 M.J., 9TO CBUJAETEILCTBYET O CMe-
LIICHUH TayTOMEPHOTO PaBHOBECHS B CTO-
poHy amuHHOH ¢opmbl (A) (cxema 2).
Oanako B CHEKTpax JBYX IOJyYEHHBIX
HaMU 1-ankun-5-apun-2aMHHOUMUAA30-
noB (V-a u V-i) curnHansl NH, rpynmsl B
9TOH o0JlacT  OTCYTCTBYIOT. B TOXE
BpeMs TIOSBISIOTCS JIBa JIOTIOJIHUTEIb-
HBIX CHHIJIETa C MHTEHCHBHOCTBIO B OJHH
npoToH B obmactsx 7,5 u 10-11 m.a. Otor
(hakT IMO3BONMI HAM MPEANONIOXKUTH BO3-
MOXXHOCTh ~ CYIIECTBOBaHMSA COCAMHEHUI
(V-a, 1) B pacTBOpe B BHAC HWMHHHOU
TayTomepHoi ¢opmsl (B).

Jyis  mpoBepKM  HAIEro Mpearoso-
KEeHHUA OBbLTH TPOBENCHBI JIOTIOJHUTEINb-
Hbl€ CHEKTpalbHblE  HCCIECJOBAaHUS W
MOIY4YEHBl CIEKTpbl coequHeHui (V-a)
U MojenbHOro coenuHeHus (V-b) B
KHCIOH Cpele B BUAE KaTHOHOB. B a3rom
ciryuyae 00a TayToMepa JOJDKHBI 00pa-
30BbIBaTh OAMH M TOT ke kartuoH (C).
[IpoToHupoBanue, Kak M  CJIEIOBAJO
OXHUAaTh, TMPHUBOJUT K HCUYE3HOBEHHIO
CUTHala aMUHO-TPyHmbel B obnactu 5,5
M.A. i coenuHenus (V-b), cymecTBy-
oero B aMUHOGOpME, H  TOSBICHUIO
curHanoB NH+ u N,H, B ob6nactu 7,8-
8,8 m 11,5-12,4 w™M.n. COOTBETCTBEHHO
st coenuuennit (V-a u V-b). Takum
obpa3zoMm, (akT cylIecTBOBaHUS CHUH-
TE3UPOBAHHBIX ~ HAaMH  COEAMHEHUH B
IByX  TayTOMEpPHBIX  (opMax  MOXKHO
CUMUTaTh JOKa3aHHbIM. MOXKHO Mpeamno-
JIOKUTb, 4YTO  BEPOATHOM  IPUYHUHOU
CMEIICHUS  TayTOMEPHOTO  PaBHOBECHS
B coequHeHmsx (V-a u V-i) B CTOpoOHY
WMUHHOH  (OpPMBI  SIBJIIETCS.  BO3MOX-
HOCTb O0pa30BaHUsl BHYTPUMOJEKYJIISp-
HOM BOJOPOJHOW CBSI3U, CTaOMIHU3HUPY-
I01el UMUHHBIN TayTOMep (cxema 2).

Takum  oOpa3oM, HamMu  BIEpBbIE
CHHTE3UPOBAaHBl HOBBIE, paHEEe HENO-
CTYIIHBIE  TNPOU3BOJHBIE  2-aMHHOUMHU-
Ja3ona M TOKa3aHa BO3MOXHOCTh Cy-
[IECTBOBAHMSI 3TUX COCJAMHEHWH B BHJE
JIBYX TayTOMEPHBIX (POPM.



Taoaumma

IIMP-crieKTpbl CUHTE€3UPOBaHHBIX 1-aKui-5-apui-2-aMMHOMMUJA30JI0B

BrI-
xox, %

T. .,
°C

Coenu-
HEHUE

3KCHepI/IMeHTaJ'II)Ha$[ qacCTb

I[IMP-cnektpst  cHatel B JIMCO-dg
wmu cmecu JIMCO-dg u CF,COOH Ha mpu-
6ope Bruker WM-400. Xpomarorpaduto
mpoBoIMIIM Ha IactuHkax Merck Silica
gel 60 F 254. Tlposisnenne Y®-254 HM u
pacTBOPOM HUHTHAPHHA.

I[IMP cnexrpsl

2- ATKUIIaMAHOTTMPUMHATUHBI (1D).
O6mas wmeroauka. B xonby c oOpart-
HBIM  XOJNIOJWIBHUKOM Ha  MarHUTHOH
memanke noMmectunun 0,045 wmomp  2-
xynopnupumuania, 0,090 mome  coor-
BeTCTBylomero ammHa u 10 mMa aunme-
tungopmamuaa (JM®DA) u nepemenn-
BaqyM npu HarpeBanuu Ao 100°C B
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TedeHHe S5 4. PeaknumoHHYH Maccy OX-
TaiuiIM W yOapWwid  Ha  POTOPHOM
ucnapurene Oonbiryro  wacte  JIM®A,
OCTaTOK pacTBopuwin B Boae (50 wmu),
skcTtparuposamun CC1, (3x50 wm), 3k-
CTpaKkT yHapwid M TOJYYHJIH C BBIXO-
JoM oxoimo 90% coorBercTByROIUE 2-
ANKWIAMUHONMPUMHUINHEL B BHJE JKEJ-

TBIX Macedl.

IIMP CIIEKTP coequuHenus  Il-a
(AMCO-cy. 4,52 m.a., a. (CH"), 5,51 m.zn
(N-H), 5,92 wm.g., c. (0-CH,-0), 6,51

M., T., 8,25 1. (=CH nupumuaun), 6,83
M.1., M. (=CH nuneponun).
2-Metunamunonupumunud  [1-b  mo-
JydeH o meroauke [1].
2-AmuHoankui-bl-apunanunnupu-
vuauauii  Opomuaer  (III). OGmas Me-
toguka. 0,153 ™Momb  COOTBETCTBYIO-
miero  2-ankujgamMuHonupumunuHa  (111)
n 0,153 wmomp cooTBeTcTBYMOIIErO 2’-
opomarneropenona B 100 M ameroHUT-
pWiIa KHUIATWIA C OOpaTHBIM XOJOIHIIb-
HUKOM 48 4 mpu nepememuBaHuu. Pe-
aKLMOHHYI0 MacCy OXJIaJWjH, BbINaB-
Ui 0callok OT(QUIBTPOBAIH, HPOMBLIH
AlETOHUTPWIOM U BBICYIIMJIM Ha BO3-
nyxe. Ilomyuensl mpoayktel III (a-j) ¢
BBIXOJJaMU OKOJIO 85%.
1-Ankun-2-apuaMMuIa30UPUMHU-
muanil  mepxmopatel  (IV). OOmas  me-
tonuka. 0,15 wmomp 2-amMuHOanKWI-|M-
apuIaAINUpUMUAnHN ~ Opomuga (1))
pactBopmi B 100 mi momudocdopHoi

KHCJIOTBI W Harpenu J0 TeMIepaTypsl
170°C. PactBop oxymaaunu u pa3daBu-
U YETBIPEXKPATHBIM OOBEMOM  BOIBL.
K momydeHHOMY pacTBOpPY MEMJIEHHO TIO
kammsam npuwinin 1,5 ske. 70% HCIO,
BrimaBmuii mpu  CTOSHMHM OCaJOK OT-
(UIBTPOBaIHM, TPOMBUIM BOJOH H BHI-
cymuau Ha Bo3ayxe. [lomydeHsl mpo-
nykthl IV (a-j) ¢ Beixogamu oxoio 90%.

1 - AJIKWIT-2-aMHHO- 5 -apUIIMMHUIA30-
ael (V). O6mas wmeromuka. 0,114 wmons
cooTBeTcTByIOIIero mnepxiopara (IV) u
0,569 monp munepuauna B 100 mu are-

ToHuTpmia kunstTuian 3 uaca. Ilocne
OXJIAXJCHUSI  BBIMABIIMN  OCaAOK  OT-
GUIBTPOBAIM, TPOMBUITM  allETOHUTPH-

JIOM W BBICYIIMIM Ha Bo3ayxe. [lomyue-
Hbl TPOAYKTHl V (a-j). Beixomsl, Temme-
patypel mnaBineHuss u IIMP  cnekTpsl
MOJIyYCHHBIX COEIMHEHUN TIPHUBEJIECHBI B
Tabnuue.

JIMTEPATYPA

1. Cmupnosa T.A., Kypanos ILB.
u op. — Uze. TCXA, 2003, Bem. 4, c. 132. —
2. Jen T., Hoeven Hv. et al. — J. Med.
Chem., 1975, wvoi. 18, pp. 909. — 3.
Maffraud. J.P., Pereillo JM. et al. — Eur. J.
Med. Chem.- Chim. Ther.,, 1978, wvol. 13,
pp. 469-74). — 4. Miller L.F., Bambu-
ryv RE. — J. Med. Chem. 1971, vol. 14,
pp. 1217-8. — 5. Monsanto Co, Japan.
Kokai 76 35,430 (Cl. AOIN5/00) 25 Mar
1976, Appl. 74/103,984, 11 Sep 1974;
17 pp., C. A. 1976, 85, P138620p.

SUMMARY

In order to find new physiologically active compound with plant growth regulation
activity a number of derivatives of l-alkyl-5-aryl-2-aminoimidazole were synthesized.
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