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CHUHTE3 N-3AMEIIEHHBIX ITPOU3BO/JHBIX
2-(5-AMUHO-2-METHJI-1H-UHAOJUJI-3) YKCYCHON KHCJIOTHI

Pa3paboTan MeTOA MOJNY4YeHUs HHIOIBHBIX COCANHEHUM, COJepKaAIMX B OCH-
30JbHOM KOJIbLIC aMHHOTPYIITY, OCHOBAHHBIH Ha MHAOJM3ALUU 1-alleTaMHHO-
¢bennruapasona THUIeBynnHaTa. CHHTE3UPOBaH Psi IPOU3BOAHBIX 2-(5-amu-
HO-2-MeTui-1H-uHm1011-3-1i1) yKCYCHOMN KHCIIOTHI 10 5-aMHUHOTPYIIITE.

Kuawouesbie caoBa: 2-(5-amuHo-2-MeTni-1H-uHm1051-3- 1) yKCyCHAsT KUCIIOTA,
N-(4-runpazuHoeHmT)aleTaMu, HHIOJ, HHAOMETAIMH, peakius dumrepa.

Nunomerarmu  (2-[2-meTtmin-5-merokcu-1-(4-xmopoensonn)-1H-unmonun-3]-
YKCYCHasl KHCJIOTa) SIBISICTCA M3BECTHBIM NPOTUBOBOCHAIMTENIBHBIM IMpenapa-
toM [1]. OnpeneneHHbIid HHTEPEC MPEACTABIAET MOUCK OMOIIOTHUYECKH aKTHUB-
HBIX COCIMHEHHH B PALy ero ananoroB. Hacrosmas paboTa mocBsileHa CHH-
T€3y aHAJIOTOB MHAOMETALHA, COACPXKAILNX BMECTO METOKCUTPYIIBI B IOJIO-
XKEHUU 5 OCH30JIBHOTO KOJbIa 3aMELICHHYI0 aMUHOTPYIIY NPH CBOOOAHOM
MTOJIO’KEHNH 1.

OnHUM W3 W3BECTHBIX CIIOCOOOB BBEAEHHUS aMUHOIPYIIBI B OCH30JbHOE
KOJIBLIO MHIOJBHBIX COCIUHEHUI SBIAETCS LMKIU3ALHUsI HATPOQEHUITHAPA30-
HOB aJIbJIETUAOB M KETOHOB C IOCJIEAYIOIINM BOCCTAHOBJICHUEM HUTPOTPYIIIIBI
[2, 3]. HemocTaTkom 3TOT0 Criocoda sIBIIseTcsl HU3KHI BBIXOJ MPOJTYKTOB Ha CTa-
JUH TTUKITU3AIIA HUTpOoQeHmITHIpa3oHoB B uHAombl. B 1981 r. Koppu u Tpa-
MaHTaHO B Tpolecce cuHTe3a Kodpepmenra PQQ mukimzanueit metun-2-{2-[3-
(dopmumtamMuHo)-4-MeTokcuheHUITHAPA30HO } TportaHoara mo dumepy moy-
9 MeTHIT-6-(popmrmiaMuHo)-5-MeTokcu- 1 H-nH0m1-2-kapOoKcHnaT ¢ BBIXO-
noM 72% [4]. Pe3ynbraTel 3TOH pabOThl MOOYAMIN HAC OCYILIECTBUTH CHHTE3
xyopuna 3-(kapookcumetmi)-2-metwin-1H-unnon-5-ammonnst (4) Ha ocHOBe
N-(4-runpasuHodeHu)aneramua.

OTnnuuTenbHOl 0COOEHHOCTBIO Ppa3pabOTaHHOTO HAMU METOAA SIBISIOTCS
UCIIOIb30BaHue coyid 2 6e3 BbiaesieHuss cBo0oHOro N-(4-rumpasuHodenun)-
aleraMula Ha CTaJuM CHHTE3a apWIrHApa3oHa M LUKIM3alus MOCIETHETo
B uHI01 3 o Pumepy 6e3 ero nmpeaBapUTEIbHOTO BhAeIeHN. Brixoa coenn-
HeHUs 3 B pacuere Ha coib 2 coctaBun 45%. Casatre N-aneTnibHON 3aluThl
C OZIHOBPEMEHHBIM THIPOJIHM30M CIIOXKHOTO 3(Hpa MPOBOAMUIOCH C ITOMOLIBIO
pa3baBIeHHONW COJNSIHOM KHCIOTBI, NPH 3TOM OBUI MOJYYEeH XJIOPULI
3-(kapbokcumernn)-2-Metun-1H-uanon-5-ammonnsa 4. C uensio npoBeleHHS
OMOJIOTUYECKUX HCHBITAHUH Ha OCHOBE coeAuHeHHss 4 OblIM CHH-
te3upoBanbl  2-{5-[2-metmn(4-xnop6enzomwn)amuno -1 H-uanonmnn-3}- (5a),
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2-[5-(anernmamuno)-2-metwt-1H-ungonun-3]- (5b), 2-[5-(6enzonnamuno)-2-
metuin-1H-unmonnn-3]- (5¢), 2-{2-metmn-5-[(2-penmnanernia)amuno]-1H-un-
nomm-3}-  (5d),  2-{[5-(2-ruapoxcudenmn)meTrmeH |amuro-2-MeTiiI-1H-um 10~
mn-3}- (6), 2-{2-metun-5-[penmnkapdbamonnamuno]-1H-uumomun-3}- (7a) u
2-{2-metun-5-[hennnkapbamonaamuno |-2-metuia-1H-ungonmn-3}ykcycHas
kucnora (7b). Ctpoenue BriepBbie MONyYEHHBIX COCJAWHEHUH YCTAHOBICHO HA
ocHoBanuu nauHbx UK n SIMP 'H CIIEKTPOCKOIUU U 3JIEMEHTHOT'O aHaJIN3a.

SKCIHEPUMEHTAJIbHASI YACTb

UK crextpsl cHaThl Ha npubope UR-20 B BasenmHOBOM Macne, crektpsl IMP 'H — na
npudope Bruker WP-200 B mikane 8, BHyTPEHHHIA CTaHAAPT TETPAMETHIICHIAH. AHAIH3 METOIOM
TCX nposoauiics Ha acturakax Silufol UV-254.

I'excaxJjopcrannar 2-[4-(auerniiamuno)penni|ruapasunus (2). Tuasoruposanre N-(4-amuHo-
¢denun)aneramuaa (1) mpoBoasAT MO OMMCAHHOH MeToauke [S] ¢ MOCHEAYIOIIMM BOCCTaHOBIIE-
HHMEM COJIM AMa3oHus nobasinenreM pactsopa 54.4 r (0.46 mons) SnCl, B 50 mit kouw. HCI npu
—8— —10 °C. IlepemenmBator 30 MHH, BBIMAJAOUINI OCaJOK OT(QHIBTPOBBIBAIOT U CyLIaT B
BakyyM-3kcukatope Hajx P,Os. Beixon 19 r (70%). IIponykT ucnosb3yroT 6e3 JOMONTHHTEIbHON
OYHCTKH.
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Itua-2-[5-(anernnamuno)-2-meruia-1H-ungonmia-3lanerar (3). B Toke aprona mpu
kuneHun Harpesarot 1.5 4 100 M nensHo# ykeycHo# kucnotsl, 14.5 r (0.07 monp) comn 2 u 10 T
(0.07 wmomp) »STHIIEBYAMHATAa. PeakIMOHHYIO Maccy BBUIMBAIOT B BOAY, OJKCTPAarHpPyIOT
stunaneratoM (3 x 100 mu), mpomsBator pactBopoM NaHCO;, Bogmoii, cymar Ham Na,SO,.
PacTBOopHTENIh OTTOHAIOT HAa POTOPHOM HcmapuTene. OCTaTOK CyllaT B BaKyyM-3KCHKATope.
Beixox 8.85 r (45%). T. 1. 165-167 °C. UK crextp (BazeqnHOBOE Macio), v, cM —: 1730 (C=0),
3365 (NH). Crextp SIMP 'H (JIMCO-dg), 8, m. 1. 1.17 (3H, T, CH,-CHy); 2.01 (3H, ¢, CO-CHy);
2.31 (3H, ¢, CH5); 3.58 (2H, ¢, CH,); 4.03 (2H, M, CH,~CHs); 9.68 (1H, ¢, NH,,,,); 10.77 (1H, ¢,
NH,00)- Haitneno, %: C 65.71; H 6.67; N 10.17. C;sH;gN,Os. Borumcneno, %: C 65.68; H 6.61;
N 10.21.

Xnopua 3-(kapdoxcumernn)-2-merwi-1H-unnonna-5-ammonnst (4). Cmecs 885 1
(0.037 momp) amuma 3 u 30 mu 18% HCI kumstsr 45 mMuH. PeakumoHHYI0O MacCy OXJIaAaloT,
OT/EISIOT BBINABIIME KPHCTALIBI, (HIBTPAT YNApUBAIOT HA POTOPHOM HCIIApHTENE J0CYXa.
Kpucraisl npoMbIBaloT 3UpOM M CyLIAaT B BaKyyM-3KkcukaTope Hal P,Os. Boixon 6.14 r (84%).
T. pasm. 215 °C. UK crekTp (BasemmHOBOEe Macio), v, cM —: 1720 (C=0), 3330 (NH). Criextp
AMP H (IM®A-d;), 8, m. 1., J (I'm): 2.43 (3H, ¢, CHy); 3.67 (2H, ¢, CH,); 7.20 (1H, n. x,
Joa = 1.83, Jg7 = 8.41, C(6)H), 7.38 (1H, x, J76 = 8.41, C(7)H); 7.61 (1H, n, Jss = 1.83, C(4)H);
11.19 (1H, ¢, NH); 11.7 (1H, ¢, COOH). Haiizeno, %: C 54.96; H 5.48; Cl 14.62; N 11.59.
C11H13CIN,O, Beruncieno, %: C 54.89; H 5.44; Cl 14.73; N 11.64.

2-{2-Metui-5-[(4-xn0p6enzonmn)amuno]-1H-ungoamn-3}ykcycrnas kuciora (5a). K cmecu
30 ma xopodopma, 2.4 1 (0.024 mons) TpudTIiamuHa, 2 T (0.008 Monb) amuHa 4 100aBISIOT IO
KamsiM Tpu nepeMemuBanuu pactBop 1.4 r (0.008 momp) 4-X7T0pOSH30MIXIOpUAa B 5 MI
xopodopma. PeakoHHYI0 Maccy mepeMernnBaT | 9, BBUIMBAIOT B BOAy, moakucisiior HCI,
IIPA 3TOM BBINAJACT MAcCTOOOpa3HBIl ocamoK. XJI0popopMHBIH cinoit otaemsror. Ocamok obpa-
0aTbIBAIOT STAHOJIOM M OT(QMIBTPOBBHIBAIOT BBINABLIME KPUCTALIEL PUIBTPAT 3KCTPArUPYIOT
STUJIALIETATOM, JTHJIALETAT OTTOHSIOT Ha POTOPHOM HCIApHTENE, MONYYAOT JOHOJHUTEIbHOS
KommuecTBo kpuctaiuioB. T. mi. 240-241 °C (¢ pasn.) (u3 BomHOrO 3TaHOda) Beixom 0.72 r
(26%). UK crekTp (BaselMHOBOE Macio), Vv, cM = 1655 (C=O.yun), 1715 (C=O,ycs), 3330
(NHyz0ma), 3385 (NH,y). Criexrp SIMP 'H (IM®A-d-), 8, m. 1., J (T): 2.42 (3H, ¢, CHy); 3.66
(2H, c, CHy); 7.28 (1H, 1, J76 = 8.56, C(7)H); 7.62 (1H, 1. 1, Jss = 1.83, Js7 = 8.56, C(6)H); 7.62
(2H, n, J3, = 8.40, C(3,5)H, 4-CI-CsH4CO); 7.99 (1H, x, J46 = 1.83, C(4)H); 8.14 (2H, 1, J»3 = 8.40,
C(2,6)H, 4-CI-C¢H,C0); 10.23 (1H, ¢, NH,,); 10.85 (1H, ¢, NH,0,). Haiimeno, %: C 63.13;
H 4.52; Cl 10.13; N 8.46. C1gH5CIN,O3. Boiuucneno, %: C 63.07; H 4.41; Cl 10.34; N 8.17.

2-[5-(Auernnamuno)-2-metii-1H-unpoana-3]ykcycias  kucaora  (5b),  nomyuaror
aganoruyao Sa u3 2 r (0.008 Monp) rHAPOXIOpPHAA 5-aMHHO-2-METHUIHHAOIMI-3-YKCYCHOM
kucnotel 1 0.63 r (0.008 monp) amermnxiopuaa. PeaknmnoHHYI0 Maccy BBUTMBAIOT B BOIY,
OTHENSAIOT XJI0podopMHBIi citoi, BoaHbIi cioit moakucisitor HCI, sxcrparupyrot stunaneratom
(3 x 50 mu), mpomsiBaroT BOzOM, cymar Hax Na,SO, U OTTOHSIOT PaCTBOPHUTENH HA POTOPHOM
ucmapurene. Boixox 0.92 r (48%). T. mr 220-222 °C (c pasn.) (u3 Bogsr). Crextp SIMP 'H
(AMDA-d7), §, M. 1., J (I'm): 2.08 (3H, ¢, CO-CH3); 2.39 (3H, ¢, CHy); 3.61 (2H, ¢, CHy); 7.19
(AH, n, J76 = 8.77, C(7)H); 7.32 (IH, n. 1, Jy = 1.83, Js7 = 8.77, C(6)H); 7.81 (1H, 1, Jss = 1.83,
C(4)H); 9.75 (1H, ¢, NH,\.); 10.74 (1H, ¢, NH,;0,). Haiineno, %: C 63.49; H 5.61; N 11.51.
C13H14N,03. Beraucieno, %: C 63.40; H 5.73; N 11.38.

2-[5-(ben3zomsiamuno)-2-metuii-1H-ungoana-3]ykcycnas kuciaora (5¢). K pacrsopy 1.04 ¢
(0.026 moms) NaOH u 2 r (0.008 monp) amuHa 4 B 10 MJI BOXBI TpU TNEPEMENINBAHUH U
OXJIXXIICHWH Ha BOASHOW OaHe no0aBmstror mo kammsiM 1.4 1 (0.01 Monp) GeH30MIXIOpHIA.
Peakunonnyio maccy mepememuBaior 1 4, mogkucisiior HCl u oTdumsTpoBBIBatOT BhIMABIIAi
ocazok. Berxox 1.6 T (62.5%). T. mn. 129-130 °C (c pasn.) (u3 Bogsl). UK cnektp (BazenuHoBoE
Macyo), v, cM : 1630 (C=0,,), 1725 (C=0,1cs), 3400 (NH,100)- Criexrp SIMP *H (IM®DA-d,),
8, M. 1., J (T'm): 2.41 (3H, ¢, CH3); 3.61 (2H, ¢, CH,); 7.25 (1H, 1, J7 = 8.40, C(7)H); 7.5 (3H, m,
C(3, 4, 5), C¢H,CO); 7.54 (1H, n. n, Jgq = 1.83, Jg7 = 8.40, C(6)H); 8.00 (1H, x, J4s = 1.83,
C(4)H); 8.11 (2H, n, J,3 = 8.40, C(2, 6)H, CsH,CO); 10.13 (1H, ¢, NH,;0,); 10.76 (1H, c,
NH,u0)- Haitneno, %: C 70.21; H 5.29; N 9.12. C14H6N,03. Beruncneno, %: C 70.12; H 5.23;
N 9.09.

2-{2-Metuu-5-[(2-pennnauermn)amuno]-1H-ungonun-3}ykcycnas kuciaora (5d),
moiyJaroT aHagoruyHo 5C u3 2 1 (0.008 monp) amunHa 4, 1.04 T (0.026 moms) NaOH u 1.56 r
(0.01 momp) xmopanruapuaa GpeHmTyKcycHoit kucnotsl. Bexox 0.59 1 (22%). T. mr. 208-210 °C
(¢ pasm). UK crmextp (BasemmHOBOE Macio), v, cM = 1655 (C=Ogy), 1715 (C=Oy,), 3300
(NHy00), 3410 (NH,y,,0). Criexrp SIMP *H (IM®A-d;), 8, m. 1., J (T'm): 2.38 (3H, ¢, CH5); 3.57
(2H, ¢, CHy); 3.71 (2H, ¢, CH,—~CO-NH); 7.18 (1H, n, J7¢ = 8.41, C(7)H); 7.27-7.43 (5H, m, Ph);
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7.30 (1H, x. 1, Jos = 1.46, Js7 = 8.41, C(6)H); 7.43 (2H), 7.84 (1H, 1, J4 = 1.46, C(4)H); 10.01
(1H, ¢, NH,m00); 10.72 (1H, ¢, NH,,,). Haiinero, %: C 70.86 H 5.72; N 8.61. C;9H;gN,0s.
Brruucneno, %: C 70.79; H 5.63; N 8.69.

2-{[5-(2-Tunpoxcudenun)mernaugen|amuno-2-meru-1H-ungonna-3}ykcycnas
kucjaota (6). Cmecs 30 mut 6ensomna, 0.4 r (0.004 monp) TpusTHIamMuHa, 1 T (0.004 Monb) amuHa
4, 0.5 r (0.004 Momp) CaJIMIMIOBOTO ajJbAETHIA M HECKOJbKHUX Kallellb JICASHOH YKCYCHOM
KHCJIOTHI KHUIATAT ¢ Hacaakoil Juna—Crapka 1 4, oTAemsroT OeH30J, OCTaTOK 0OpalaThIBaioOT
BOJOH M OT(GUIBTPOBBIBAIOT KpUcTauIbl. Beixox 0.5 r (39%). OunmaroT nepekpucTaIn3anuei
U3 BogHOTro sTaHoma. T. pasm. 165 °C. UK crekrp (BasenmHOBOe Macio), v, cM = 1320 (OH),
1650 (C=N), 1725 (C=0), 3400 (NH). Criekrp SIMP 'H (IM®A-d,), §, m. 1., J (Tm): 2.43 (3H, ¢,
CHy); 3.69 (2H, ¢, CH,); 6.95-7.01 (2H, M, C(4,5), C¢H,OH); 7.23 (1H, n. x, Jss = 1.83,
Je7 = 8.77, C(6)H); 7.38 (1H, n, J;6 = 8.77, C(7)H); 7.42 (1H, 1. 1, J35 = 1.83, J3, = 8.77, C(3)H,
C6H4OH), 7.64 (1H, a. na, ‘]64 = 1.83, ‘]65 = 8.77, C(6)H, C6H4OH), 7.66 (1H, I, ‘]46 = 1.83,
C(4)H); 9.08 (1H, ¢, CH=N); 11.02 (1H, c, NH). Haiizeno, %: C 70.19; H 5.31; N 8.94.
C13H15N203. Brruucneno, %: C 7012, H 523, N 9.09.

2-{2-Metui-5-[N-pennnkapéamoniamuno]-1H-ungomuia-3}ykcyciasn  kuciaora  (7a).
K cmecu 20 mn abecomorHoro IM®A, 1 r (0.004 mMonb) amuHa 4 mpH NepeMENIMBaHHH B TOKE
aprona po6asisitoT no kKamwiM 0.48 1 (0.004 monp) QeHmM3oNMaHATA, PEAKUUOHHYIO MAaccCy
BBUIMBAIOT B BOAy, noakucisitor HCI, oTdhunbTpoBbIBatoT BhiNasinue Kpuctauisl. Beixox 0.35 ¢
(26%). Ounmiator mepekpucrammsanueil u3 Boasl. T. pasm. 170 °C. UK cnexrp (BasemnHOBOE
Macio), v, cM i 1650 (C=0,yp), 1705 (C=Oyy,). Crexrp SIMP H (IM®DA-d;), 5, M. 1.,
J (Tm): 2.41 (3H, ¢, CHy); 3.59 (2H, ¢, CHy); 6.91-7.62 (5H, m, Ph); 7.17 (1H, &m, J76 = 8.77,
C(7)H); 7.34 (1H, 1. 1, Jeq = 1.83, Jg7 = 8.77, C(6)H); 7.66 (1H, 1, J46 = 1.83, C(4)H); 9.11 (1H,
¢, NH-CO-NH); 9.41 (1H, ¢, NH-CO-NH); 10.62 (1H, ¢, NH,;,0,). Haiizeno, %: C 66.91;
H 548, N 12.91. C18H17Nzo3. BLI‘—II/ICJ'ICHO, %: C 6686, H 530, N 13.00.

2-{2-Metui-5-[N-pennnruoxapéamoniamuno]-1H-ungonmmi-3-ykeycnas kuciaora (7b),
mony4aroT aHamormgHo 7a w3 1 1 (0.004 ™monmp) ammHa 4 um 0.54 1 (0.004 wMomB)
¢ermmzoTronmanara. Beixox 0.62 r (44%). T. . 195-197 °C (c pa3n.) (U3 BOZHOTO 3TaHOIA).
UK crekrp (Ba3eqMHOBOE Macio), v, cM = 1185 (C=S), 1720 (C=0), 3355 (NH,um00), 3445
(NHgy). Crextp SIMP *H (IM®A-d;), 8, m. 1., J (Tm): 2.41 (3H, ¢, CH3); 3.61 (2H, ¢, CHy);
7.08-7.69 (5H, m, Ph); 7.13 (1H, a. 1, Jgq = 1.46, Js7 = 8.40, C(6)H); 7.25 (1H, 1, J76 = 8.40,
C(7)H); 7.49 (1H, n, Js = 1.46, C(4)H); 10.08 (2H, c, NH-CS-NH); 10.84 (1H, ¢, NH,;0.)-
Haiineno, %: C 63.82; H 5.15; N 12.32; S 9.41. C15H,7N30,S. Berauciaeno, %: C 63.70;
H 5.05; N 12.38; S 9.45.
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