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CIIOCOBb ITOJIVYEHMA 1 PEAKIIMOHHA A
CIIOCOBHOCTbD 1-METUWJI-5-APWUJI-2-
AMHUHONMUNIA3OJIOB

T.A. CMUPHOBA, IL.b. KYPAIIOB, E.J1. BETPOBA,
A.I'. BACC, H.J1. HAM

(Kadenpa opranuyeckoil XUMHN)

C 1esibIo MOMCKA HOBBIX (PM3HOIOrHYECKH AKTHBHBIX CO-
eTUHEeHMIi, 00,1aJAI0LINX TAKKE POCTPEryJIUPYIOIIeii aKTHB-
HOCTBIO, HA PACTEHHSIX CHHTE3MPOBAH PSi/i MPOU3BOTHBIX

1-MeTHI-5-apuii-2-aMMHOMMH/1230J10B.

OmnurcaHHBIE B JIUTEPATypE
ITPOU3BOJIHEIC 2-aMI/IHOI/IMI/I)Ia-
30/1a XapaKTePU3YIOTCS  4pes-
BBIYAHO IMHUPOKUM CIICKTpOM
OuomornuecKon AKTUBHOCTH.
Cpenu coequHEHUH, cofaepIKa-
1101504 2-aMUHOMMMIa30JIbHBIN
dbparMeHT, W3BECTHBI IIperma-
paTtel, oOJamaroIMe AHTHIIPO-
TO30HHOM W aHTHOAKTEpHAIb-
Hoii [l1], aHTHMAenpeccaHTHOU
U aHTUTHUICPTEH3UBHOU [8] ak-
TUBHOCTBIO, CTUMYJIUPYIOIIE
aktuBHocTh [[HC [10]. IIpowms-
BOJIHBIC 2-aMHHOMMHU/1a30J1a
HU3BECTHBI KaK NHCCKTHUIIUBI,
repONIUIBl U PETYNIATOPHl PO-
cra pactenuii [12]. K Hacros-
IeMy BpEMEHH B JUTepaType
OMKMCAaHO HECKOJbKO CIIOCOOOB
noyiydeHust  1-3aMenieHHbIx  2-
aMUHOMMUAA30JI0B [3, 5, 6, 9,
13]. C nenpio moxy4deHUs HOBBIX
OMOJIOTHYECKH AaKTHBHBIX  CO-
€IMHEeHU,  cojepkammx  2-

AMUHOMMUAA30JIbHBII ¢par-
MEHT, HaMW OBLT OCYIIECTBICH
OpUTHHAJBHBINA CcHHTE3 psfga 1-
METHJI-2-aMUHO-5-apUiIuMH/1a-
3omoB (VI) ucxoms w3 2-ammu-
HonmpumuarHa (1) mo cxeme 1.
Pemmxmmsarmus  comu (1) [4]
MPUBOIUT C BBICOKHM BBIXOIOM
K 2-(N-MeTHIaMHHO ) THPUMHU-
muay (1), momydeHwe KOTO-
poro O6BI‘IHLIM AIKUJIMPOBAaHU-
€M MPAKTUICCKH HEBO3MOKHO.
a-DeHamIO pOMHUTBT aJIKU-
mupyroT  2-(N-MeTHIaMuHO )ITH-
PUMHIMH 10 OAHOMY U3 IIHK-
JUYECKHX aTOMOB a30Ta C 00-
pa3oBaHUEM YCTBCPTUIHBIX
amMmMoHueBbIX coieit (IV), ko-
TOpplE TIOJ JEHCTBHEM OPTO-
(dhochopHOl U XJIOPHOH KHCIOT
TJIAJIKO W C BBICOKHIMH BBIXO-
mamu (85-97%) mukIm3yroTcs B
MMUJA30IUPUMHUIUHAN nepx-
mopatel (V). Ilom neiicTtBHEM
HYKJI€Oo(IIOB (B YaCTHOCTH



MUTIEPUINHA)  MTUPUMUAITHOBBIH
ka1 nepxiopatoB (V) pac-
KpbIBaeTcss ¢ oOpasoBaHHEeM |-
METUII-5-apuil-2-aMUHOUMU A~

30708 (VI).
Hcnonb3ys  pasnuuHbie  (e-
HAWIOPOMH/IBI, MBI CHHTE3H-

poBamu 12 1-metun-5-apun-2-
amuHommuaazonoB (VI A-L),
CTPYKTypa KOTOPBIX ObLa TOJ-

TBepxkAcHa crnekrpamu I[IMP u
JAHHBIMH 3JIEMEHTHOTO aHaju-
3a. Crnegyer OTMETUTH, 4YTO
HaJu4Khe 3aMEeCTUTENed B MeTa-
MIOJIOKEHUU  (PEHUIIBHOTO  sipa
HUCXOJTHOTO (denanmmopommia
CYIIECTBEHHO CHIDKAeT OOIuit
BBIXOJ] KaK pEaKUuu LUKIU3a-
LM, TaK M PACKPBITUS LHUKIA.
Haunmydmume pe3ynbratel — mo-
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Jy4eHbl HaMH B CiIydae oJJIeK-
TPOHOAKLENTOPHBIX  3aMECTH-
TeJed B Mapa-TOJIOKEHUH e-
HUJIBHOTO sizpa (Tadm. 1).

CuHTE3UpOBaHHbIE HaMH
NPOU3BOJHBIE  2-aMHUHOMMUA-
3071a  TPEJACTABISIIOT  COOOH
YpE3BbIYAHO WHTEPECHBIM HO-
BeIi  (hapmakodopHelii  (par-
MEHT, MO3BOJSIIOIIUNA IEpEeUTH
K CHHTE3y MHOTOKOMIOHEHTHOM
KOMOMHAaTOpHOH OoubImoTeKy.
Anpo 2-amuHOMMHIA30na  00-
Jamaer TpeMs PeaKUHOHHBIMHU
HEHTPaMHU: aTOM a30Ta aMHHOT-
pymnmbl, aroM aszoTa MUPUAHU-
HOBOTO THIIa UMHKZA30j1a M MOJ-
BIKHBIH aTOM BOJOpOAa IIpH
aTomMe yriaepoga B 4-M TMoOJO-
JKEHHHM HMUAa30JIbHOTO  (par-
MEHTA.

Takum oOpazom, monekyina 1-
METHJI-5-apuil-2-aMUHOUMHU/Ia-
3071a MPEACTaBIISIET COOOM MHO-
FOTOYEUYHBII OpUTMHAJIbHBIN
TEMILIEUT, NPUTOJHBIA JUIS CO-
3MaHusl OOIHMPHON KOMOMHATOP-
HOM OMONMMOTEKH, O00JIagaroImEeH
SAPKO BBIpRXEHHBIMH  (hapMako-
(opHBIMH CBOMCTBAMH U BO3-
MOXHOH  pOCTOpEryaupyrouen
AKTUBHOCTBIO Ha PAaCTECHHSIX.

C 1uenplo pa3palbOTKU METO-
JIOB CHHTE3a TaKoW KOMOWHATOp-
HOW OMONIMOTEeKM HaMu Obuia
JIeTalbHO HW3ydYeHa pEaKIHOH-
Hasi CIOCOOHOCTh 2-aMHUHOWUMHU-
Ja30JbHOTO sA1pa MO TPEM OcC-
HOBHBIM PEAaKIMOHHBIM IIEHT-
pam:

1 — amuHOrpymme - peak-
UM BOCCTAaHOBHUTEJIBHOTO aMH-
HUpoBaHUs (Tabm. 2), anuiu-
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pOBaHME aHTUAPUAAMU M XJIO-
paHTHIpUIaMd  KHCIOT  (Tabd.
3,4) [7] (cxema 2);

2 — aroMy a3oTa WMUMAA-
30JIBHOTO sijipa - oOpa3oBaHWE
YeTBEPTUUHBIX CcOJled C (QeHa-
IWIOPOMUIAMUA M WX TOCIEAY-
omas  [OUKIU3alus 10 JK30-
[UKIMYECKON aMHUHOTPYIIE ¢
obpazoBaHneM I-metun-2,6-
nuapmmMuaasof 1,2-ajumuna-
301108 [1, 2] (cxema 3), (Tabu. 5);

3 — anekTpoduIbHOE 3ame-
HICHWE aTroMa Boaopoia B 4-M
MOJIOKEHUH MMUI330JIbHOTO
komblla  (peakuuss ~ MaHHUXA)
(cxema 4), (Tabm. 6).

Takum 00pa3om, HaMH BIIEp-
BbIC  CHHTC3UPOBAHBI  HOBEIC,
paHee HEIOCTYIHBIC IPOU3BOJI-
Hble 2-aMHHOMMHJA30j1a M TI0-
Ka3aHa [PHUHIUIUAIBHAS —BO3-
MOXXHOCTh CO3JaHHS OOIIMPHOM
KOMOWMHATOpHOH OMONMOTEKH Ha
0aze ATOro TeMIuIeHTa.

JKCNepUMeHTAIbHAS YaCTh

IIMP-cniekTpsl CHSTBI B
JIMCO-cl] Ha mpubope Bruker-
WM-400. Xpomarorpaduto
OPOBOAMIM  HAa  IUIACTHHKAX
Merck Silica gel 60 F 254. TIpo-
spienne Y®D-254 HM U pacTBo-
POM HHUHTUAPHUHA.

1-Memun-2-amunonupumu-
Ounuti tioouo (1I). 100 r (1.051
MOJIb) 2-aMHHONMpUMHANHA (I)
pacTBOpWIIM TIPU HArPEeBaHUU B
1600 mMn cmecu OeH3oma u are-
toHa (1:1 06.). K nmomxyuenHomy
pacTBOpy NpH MOCTOSHHOM Iie-
pememnBaHuu no0aBuin 746.5 T
(329 M) (5.257 mons) Honuc-



Taoaumma 1

KoHcTaHThl, BbIX0AbI U criekTpbl IIMP
1-meTHII-5-apui-2-amuHONMH1230.10B (V)
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Taoauma 2

Boixoas! u ciekTpsl IIMP npoayKToB peakuyuu BOCCTAHOBHUTEIb-
HOro aMHHUpoBaHus 5-(3’-0pomdennn)-2-aMMHONMH/1A30/1a
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Taoanuma 3

Koncrantsl, Beixoas! u cniekTpsl IIMP npoaykToB peakuuu
ANMIMPOBAHHUS AHTHAPHIAMH KHCJIOT 1-MeTuI-5-pennii-2-aMuno-
umuaasoda (V)

Tabnuma 4

Koncrantsl, Beixoas! u ciekTpsl IIMP npoaykToB peakunun
aNMJIMPOBAHMS XJIOPAHTHIPUAAMH KHCJI0T 1-MeTHI-5-enn-
2-amuHouMuaa3o.1a (X)

Tadoanuuma 5
Koncranrtel, Bbixoabl u cnekTpsl IIMP npoaykroB peaknum LHMK/IH-
3anuu 1-metnia-5-(3,4-guxisioppennin)-2-amuaonmuaasona (XIII)
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TOoro Meruna. PeakunoHHyro
CMECh OCTaBWJIM TPU KOMHAT-
HOIl Temmepatype Ha 48 4.
BremaBmmii  ocaqok  OTQHMIBLT-
poOBa, MPOMBUIM OEH30JIOM H
Boicymmiu. Ilomyueno 234,74 r
(97%) npoxaykra.

2-M emunamuHOnUpUMUOUH
(11l). Cmecy 100 T (0.42 MOB)
1  -MeTun-2-aMUHOMETUIITUPU-
muauand HWomuma (1) m 39 1T
(0.98 monp) NaOH xunstunu B
100 mn stanHona 48 4. Pacteopu-
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TeJIb YNapwid, CyXOW OCTaTOK
9KCTParupoBaIn JU3TUIIOBBIM
apupom. Ddup ynapunu. [omy-
yeHo 45t (98 %) npoaykra.

2-Amunomemun-"-pena-

YUIRUPUMUOUHUTL OPOMUO
(IV). 16.7 r (0.153 monp) 2-Me-
TUIaMUHONMpUMUAnHA (111) n
304 1 (0.153 monb) 2’-Opoma-
neropeHoHa B alCTOHHUTPHIIC
kunmatwin 48 4 mpu  mepeme-
MIMBaHUH. PeakunoHHYI0O Mac-
Cy OXJIAJAWJIH, BBINIABIIHUI Oca-



Taoauma 6

Broixoanl u cnexkTpsl [IMP npoaykToB peakuun Mannuxa
1-meTna-5-apua-2-amunonmuaazona (XIV)

JIOK OTGUIBTPOBAIH, TPOMBI-
M aUETOHUTPUIOM MU BBICYIIH-
mu Ha Bo3ayxe. Ilomyueno 40 r
(85 %) mponyxkra.
[-Memiui-2-apunumuoaso-

RUPUMUOUHUT nepxiopam
(V). (Obwaa memoouxa). 40 T
2-aMmuHOMETHII-N-(peHanuiI-
nupuMuauHuA Opomuna (1V) pa-
ctBopmiin B 100 M momudoc-
(OpHOI KHCIOTBI U Harpeyiu o
temmepatypel  170°C.  PactBop
OXJIaIWAK W pa3zdaBuiam 4-kpat-
HBIM 00beMoM Bozpl. K nomyuen-
HOMY PAacTBOpPY MEIJICHHO IO
KarmsaM npuma 1.5 skB. 70 %
HCIO, BemaBmmii mnpu cTO-
SHAM OCaJoK OTOHIHTPOBAIH,
IPOMBUIN BOAOH U BBICYLIMIH

Ha Boznyxe. Ilomyweno 352 r
(87.6 %) mpoxnykra.

1-Memun-2-amuno-5-apu-
aumuoaszonwt (VIA-L, mabn. 1)
(Obwas memooduxa). 352 T
(0.114 momnw) nepxiopara (V) u
48.4 1 (0.569 Momnw) numnepuIU-
Ha B 100 Mn aneronutpuia
kunsatwin 3 4. Tlocne oxiax-
JICHUs] BBIMIABIIMHA OCAIOK OT-
(UIBTPOBaNM, TNPOMBUIA alle-
TOHHTPUJIOM W BBICYIIWIH Ha
BO3IyXe€.

Cunmes I-memun-2-(R-3a-
MewjeHnvlx  OeH3UNAMUHO0)-5-
(3-xnoppenun)umuoazora (VII
A-N, maébn. 2) (Obwas memo-
ouxa). K 0.001 moms 2-amwuHO-
5-thenunumuazona, pacTBo-
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pernomy B 10 mi guxiopara-
Ha, noOasuau 0.0012 moib anb-
Jeruia W TepeMelInBald  IpH
KOMHATHON  Temmeparype 1
cytku. K momydeHHOMY pacTBo-
py mpubasumun 0.0015 monb
TpHALeTOKCHOOpTHaApHuIa Ha-
TPHSI ¥ IEPEMEIINBAITH €IIIe

3 g, K peaknmoHHOU cmecH
nobasmimu 10 M pacTBopa Kap-
OoHaTa Kamusl U OCTaBWIM MpHU
KOMHaTHON Temmeparype. Ye-
pe3 3 9 MpOo3KCTparupoBaIu
XJIOPUCTBIM MeTuieHoM (50 M),
OTAEIUIN OpPraHUYECKUN CIOH.
PactBoputens ymapunu. Co-
equaenus (VII) ouwmmanm wme-
TOJIOM KOJIOHOYHOM XpOMAaTor-
padbun. DIIOUPOBAIM  ATHJICTH-
bl XJIOpPOQOPMOM, OCHOBHOM
HPOJIYKT - CHCTEMOH pacTBOPU-
Tenmelr  XJmopodopM:  METAHONI
(10:1). PacTtBOpHWTENs yHAPUIIH.
BemectBa pacTtBOpuIM B MH-
HUMAJIBHOM  KOJHYECTBE  XJIO-
pUCTOTO MeTHJIeHa, 100aBUIIH
0.5 MMoip mIaBeneBOil KHCIO-
Tbl, PACTBOPEHHOM B H30IpPO-
MUJIOBOM cnupTe. BrimaBmui
MPH CTOSIHUHM OCaIO0K OT(hHib-
TPOBaJM, TMPOMBUTM JPHUPOM H
BEICYIIIIIN Ha Bo3ayxe. Coenu-
Henus (VII A-N) momyueHsl B
BHJIE OKCAIATOB.

Cunmes  I-memun-2-(  N-
AYUIAMUHO)-S-henunumuoa-
sonoe (VIII, mabn. 3). (Obwas
memoouka). K 0.002 momp 1-
METHJI-2-aMHHO-5-QeHUITUMH-
Jazola  TpU  TepeMelIMBaHUuN
npukamann pactsop 0.002 Monb
aHrujpuga B JAUOKcaHe. Peak-
UOHHYIO MacCy  BBIIEpXKalH
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NpM KOMHATHOW TEMIIepaType
CyTKU. BpimaBmimii ocajok oOT-
(GuIbTpOBaNM, MPOMBUIA  d(HU-
POM H CYIIHMJIM Ha BO3IyXe.
Ayunuposanue 1-memun-2-
amuno - 5 - ¢henunumuoasona
aneuopudamu  xuciom  (I1X,
maon. 3). (Obwas memoouka).
K 0.002 Monws anrumpupna, pa-
CTBOPEHHOMY TIpH KHICHHH B
10 mi OeH301a, TTOPUHMSIMH TIPH

nepeMeIIMBaHUU J00aBIISLTH
0.002 wmomnp 1-meTmi-2-aMUHO-
S-apumumunazona (VI R=H).

PeakiimonHyro Maccy  BbLIEp-
Janu Ipd KOMHATHOM TeMmIe-
parype cyTku. BpimaBmuii oca-
JIOK  OTQWILTPOBANH, TPOMBI-
711 OEH30JIOM.

Cunmes  I-memun-2-(N-6en-
B30ULAMUHO)-S-(heHUMUMUOA30-
n06 (X, maobn. 4). (Obwas me-
moouka). K 0.002 monp xnopan-
TUAPHU/IA, PACTBOPEHHOMY B 7 MJI
nuokcana, mnpukanamu  0.002
MOJIb TpUATWIAMHHA. Brigep-
xamu S5 wmuH. IlopousmMu npu
nepeMenMBaHnui J00aBIISIIN
0.002 wmomp 1-meTmi-2-aMHHO-

S-apmwmmmunaazona (VI R=H).
Beinepxanu 1mpu  KOMHaTHOU
TeMmieparype CyTku. Peakuu-

OHHYI0 MacCy BBUIMJIM B BOJY,
BBINABIINN OCaJ0K OTHHIBTPO-
BaJM, TPOMBLIM BOJOH, CYIIH-
JIM Ha BO3JIyXe.

Ilpoussoouvie  umuoazofl,2-
aJumuoasona (XII1I, mabn 5).
(Obumas memoouxa). 0.001 monn
1-MeTHiI-2-aMUHO-5-apITAMH-
nmazona (VI R=3,4-diCl) mpuba-
B moprusiMa Kk 0.001 moms
(deHanmnOpoMuia, PacTBOPCH-



HoMy B 10 mMn puokcana. Bwi-
JepKand Tpu KOMHATHOH TeM-
neparype CyTku. BolmaBmumi
0caZoK OT(GWIBTPOBAIH, MpO-
MBUTH auoKcaHoM. Ocalok pa-
CTBOPSUIM B  BOJIHO-CIIMPTOBOM
pactBope (1:1) mpu KumeHUH H
HEOOJIBIIUMHU TIOPIUSMHU TIPUCHI-
naJii THAPOKapOOHAT HATpUs 10
pH 9. Peaknuonnyioo maccy ox-
JaIuiv, BBIIABIIUM OCAaJOK OT-
(UIBTPOBANM, TPOMBUIM  BO-
JTOH, CYIITHIIA Ha BO3TyXe.
Cunmes 1 -memun-2-( N-ayu-
aamuno )-4 -(N-arkunamunome-
muien)-3-gheHunumudazonos
(X1V, mabn. 4) (Obwas memo-
ouka). 0.001 wmonp 1-mermn-2-
aIMJIaMHUHO-5-apUIInMH 130718
(VI R=H X=CH,) nopuusmu
MpH TIepeMelnBaHnu 100aBs-
ma x cmecu 0.0011 momb dop-
ManmuHa U 0.001 monp amuHa B
5 M yKCycHOW KHcnoThl. Peak-
OUOHHYIO Maccy  BBIAEpKaIH
npd KOMHAaTHOH TeMmmeparype
12 4. Beummum B Bofy, oOpabo-
Tajql TUAPOKAPOOHATOM HATPHSL
(o mpekpaimeHus  BBIICIECHUSI
rasa). Ymapuid Ha POTOPHOM
ucnaputene. llomyuenHoe wmac-
JO CMeIlalid C BOJAOM M TIIa-
TeJIbHO TiepeMemnany. Bony ne-
KaHTHpOBanud (omepaunuio IHO-
Bropwiu 3 pasza). IlomydeHs
MPOAYKTHI B BUJIE Maced.
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SUMMARY

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