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CHUHTE3 N-3AMEHIEHHBIX ITPOU3BO/JHBIX
2-(4- 1 6-AMUHO-2-METUJI-1H-UHAOJINJI-3)YKCYCHBIX
KHUCJIOT

Pa3paboTaH MeTOJ MOJNY4YCHHs HHAOJBHBIX COCIMHEHHH, COIEpXKAaIMX B
MOJIOXKEHUSIX 4 ¥ 6 OEH30JBHOTO KOJbLIA aMUHOTPYIIY, OCHOBAaHHBIA Ha HHIONHU-
3anun 3-aneraMHHO(EHWITHAPAa30Ha ATWLICBYyaHHATa. CHHTE3UPOBAaH P MPO-
u3BOMHBIX 2-(4- u 6-aMuHO-2-MeThI-1H-UHIT0-3-HIT)yKCYCHBIX KHUCIOT MO 4- U
6-amMuHOTpYyIIITE.

Kuarouesbie ciioBa: N-(3-rugpasuHoeHnT)aeTaMu I, WHIO0, HHIOMETAIIKH,
peakuus Ouiepa.

Panee [1] HamMu ObLT OMKCAH CHHTE3 MPOU3BOAHBIX 2-(5-amMmuHO-2-MeTwI-1 H-
WHAONWI-3)yKCYCHOW KHCIIOTBI. HacTosmmass paboTa TMOCBSIIIEHA CHHTE3Y
npou3BOIHBIX 2-(2-MeTria-1H-uHm0M1I-3)yKCYCHOM KHUCIIOTBI, COMEPKAIINX B
MOJIOKEHUAX 4 ¥ 6 OEH30JIFHOTO KOJbI[a aMUHOTPYIIITY, ¥ MIPOJOIDKAET UCCIIe-
JIOBaHUSA TI0 TIOJYYCHHUIO aHAJIOTOB M3BECTHOTO MPOTHBOBOCIIATHTEIHHOTO TIpe-
nmapara uHAOMeTanuHa (2-[2-meTmia-5-merokcu-1-(4-xmopoensonn)-1H-unmo-
TIT-3|[yKCYCHOM KHCJIOTHI), COIepKamuX B O€H30JIbHOM KOJIBIIE BMECTO MET-
OKCHUTPYIIITBI 3aMEeHHBIE AMHHOTPYIIITHI TPH CBOOOIHOM TOJOXKeHUH 1.

W3BecTHBI croco0 BBEIEHNS aMHUHOTPYIINTEI B O€H30JIbHOE KOJIBIIO WHIOb-
HBIX COEJIMHEHWH ITyTeM MHKIN3alWKd HUTPO(GEHWITHAPA30HOB C TOCIENYIO-
IIMM BOCCTAHOBJICHHEM HUTPOTPYMIIEI [2, 3] HE MO3BOJIAET MONIy4aTh COeIHHE-
HUA C aMHHOTPYNNoOi B mojoxkeHusax 4 u 6. HurpoBaHue 2-3aMELIEHHBIX HH-
JIOJIOB TIPUBOJAMT K S-HUTPONPOU3BOMHBEIM [4], 9TO TaKKe HE MO3BOJISIET BBECTH
AMUHOTPYMILY B MOJIOKEHUS 4 U 6.

[IpennaraeMplii HaMu METOJ MO3BOJISIET NHONy4YaTh 4- U 6-3aMEIICHHbIC
MTPOM3BOHBIE MHJIOJIA HA OCHOBE JOCTYITHOTO 3-aneTaMHUHO(MESHWITHAPA3HHA.
DTOT aMHH B JIBE CTaJ{H IPEBpAlIaId B OJOBIHHYIO COJib N-(3-ruapasuHo-
¢denmn)aneramuna (2). Beinenenne cBOOOMHOTO THApa3WHA W3 3TOHM CONU CO-
MTPOBOXKJIAETCS OCMOJIEHHEM, HEYCTOWYMBBI TaKXKe U €ro ruipazoHbl. [losTomy
MBI BBOJIWUIM B peakiuio duiepa HEMOCPeACTBEHHO coyib 2 U 0e3 BBIACICHUS
MIPOMEKYTOYHO OOpa3yroIIerocsi THIpa3oHa MOMyYuiId cMech 4- U 6-aeramu-
HOTIPOU3BOIHBIX 33,D.

B oaroii cmecu npeobnagaer mzomep 3b, uTO cormacyercs ¢ cooOueHuEM
aBTOPOB PaboTHI [5] 0 mpeobnanaHuy 6-3aMeIIEeHBIX HHIO0IOB IPU HUKIN3ALIH
no Oumepy GeHUIrHIPa3oHOB, COAEPKAIINX IEKTPOHOJOHOPHBIE 3aMECTHTE-
JIM B Mema-TIOJNIOKEHUH K THAPa30TpyIIIe.
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Ham ynanock 3(h(eKTHBHO pa3ieinTh CMECh ATHX M30MEPOB — ATHII-2-[6-
(ametmnamuno)-2-Metun-1H-unmonmn-3]anerara (3b) u  stmn-2-[4-(auerwmi-
amuHo)-2-metwin-1H-unnommi-3]anerara (3a). Oxa3anock, uTo mpu 00paboTke
PEaKIMOHHON MacChl TIOCHE IMKIIM3AMK BOJIOW OCHOBHOE KOJIMYECTBO 6-M30Mepa
BBINAJIACT B OCAJIOK, & 4-M30Mep M3BJICKACTCS U3 QUIIbTPATA SKCTPAKITUCH.

Custre N-aneTHsabHOM 3alUThl ¢ OJJHOBPEMEHHBIM THIPOJIU30M CIOKHOTO
3¢upa ¢ MOMOIIBLI0 Pa30aBICHHONW COJMISTHONW KUCJIOTHI MPHUBOIUT K XJIOPUIAM
3-(kapbokcumeTr)-2-metin-1H-unnon-4(vmm 6)-ammonust 4a,b. Peakiust npu
3TOM HE COMPOBOXKIACTCA OCMOJICHHMEM. DTO TMO3BOJIIET CHHTE3UPOBATh HA
OCHOBE TIOJYYECHHOTO COCTMHECHHUS Pa3IMYHbIC TPOU3BOIHBIC 10 AMUHOTPYIIIIE.

Takum 006pa3zom, mpeaIaracMplii HAMHA METOJ] TTO3BOJISIET MOJYYaTh UHI0Jb-
HBIE COSIMHEHHS C aMUHOTPYIIION B MOJIOKEHUSAX 4 1 6 OEH30JILHOTO KOJIBIIA.

C wesnbio mpoBeaeHUs] OMOJIOTMYECKUX UCTIBITAHUH Ha OCHOBE COCTUHEHUI
4a,b Obumm cuHTe3upoBaHBl 2-[4-(OeH30MIAMUHO)-2-MeTHII- 1 H-unnonmi-3]-
(5a), 2-[6-(6enzomnamuno)-2-metwi-1H-unnonun-3]- (5¢), 2-{4-[(4-xmopben-
30m1)amMuHO |-2-Metit- 1 H-uanomn-3}- (5b) u 2-{6-[(4-xnopdensonn)amuno|-2-me-
-1 H-unnomn-3 } ykeycHnast kuciora (5d).
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SKCHEPUMEHTAJIBHASL YACTb

Crexrpsl SMP 'H nomydens! za npuGope Bruker WP-200 (200 MI') B arerone-dg (3a,b) n
JIMCO-dg (4a,b, 5a-d), Buyrpennuii cranmapr TMC. Anamus merogom TCX npoBoawnu Ha
mractuakax Silufol UV-254,

OutoBsiHHast coutb 2-[3-(aueruamuno)penmi|ruapasunus (2). Juazorupyrot 20 r (0.13 Mosb)
N-(3-amunopenmn)aneramuaa (1) mo omucanHoi Meroauke [6]. TTomydeHHBIH pacTBOp COJNH
JIMA30HUsL JOOABISIOT MO KAIULSIM K OXJIaxaeHHOMY 10 —12 °C pactBopy 54.4 1 (0.46 moins) SnCl,
B 50 M koHu. HCI, tak uro6sl Temneparypa He mogHumanack Bbinie —10 °C. TlepeMenBaior B
teueHne 30 MHMH M Ui 3aBEpIICHHs PEaKLUUH OCTABIIOT Ha 12 4 B XONOAWIBHHUKE. BrimaBumii
ocaJoK OT(UIBTPOBBIBAIOT U CYIIAT B BaKyyM-3Kkcukarope Hax P,Os. Beixox 25 1 (28%). Coenu-
HEHHE HCHONB3YIOT 0e3 JajabHeHIe OYNCTKY.

Itua-2-[6-(anernnamuno)-2-merui-1H-ungommi-3)anerar (3b). B Toke aproHa KumsTsT B
teuenune 1 1 30 mus cmech 100 M neastHol yreycHo#t kucioTsl, 10 T (0.015 Monb) coenunenust 2
n 2.16 r (0.015 mMonp) 3THIIIEBYAMHATA. PeakimoHHyI0 Maccy OXJIaxaaroT, GUILTPYIOT, OCHOBHOE
KOJIMYECTBO YKCYCHOM KHCJIOTHI OTTOHSIOT Ha POTOPHOM HCIapUTeNe, OCTATOK BBUIMBAIOT B BOAY.
OTduIbTPOBIBAIOT BBIMABIIMIT 0CAIOK, moay4atoT 2.14 1 (52%) coemrenmst 3b. T. . 210-212 °C
(13 mpomanona-2). Crrekrp AMP 'H, 8, m. 1., J ('): 1.18 (3H, T, Jens_crz = 7.4, CH-CHs); 2.05
(3H, ¢, CO-CHg); 2.38 (3H, ¢, CHy); 3.62 (2H, c, CHy); 4.06 (2H, m, CH,—CHj3); 6.97 (1H, =,
Jsq = 8.5, 5-H); 7.34 (1H, x, J45 = 8.5, 4-H); 7.99 (1H, c, 7-H); 9.01 (1H, ¢, NH,,..0); 9.89 (1H, c,
NH,000)- Haiineno, %: C 65.74; H 6.65; N 10.16. C15H;3N,03. Brruucneno, %: C 65.68;
H 6.61; N 10.21.

Itua-2-[4-(anernaamuno)-2-meruia-1H-unnonun-3lanerar (3a). @uiubrpar OT CHHTE3a
coequHenns 3b skcTparupyror nponmnaneraroM (3 x 50 mi), npomeiaoT pactBopom NaHCO3,
Bogoi u cymar Na,SO, PactBoputens otrosstor B Bakyyme. Ilomyuwator 0.49 r (12%)
coemuuenust 3a. T. . 155-158 °C. Crnextp SIMP H, 8, m. 1., I (Tu): 1.24 BH, T, Jcnscrz = 7.3,
CH,—CHy); 2.14 (3H, ¢, CO-CHg); 2.41 (3H, ¢, CHy); 3.81 (2H, ¢, CH,); 4.16 (2H, M, CH,—CHy);
6.96 (1H, m. x, Jg7 = 7.3, Jgs = 7.7, 6-H); 7.07 (1H, 1, Jss = 7.7, 5-H); 7.45 (1H, x, J76 = 7.3, 7-H);
9.49 (1H, ¢, NH,y0); 10.15 (1H, ¢, NH,,0,). Haiizeno, %: C65.72; H6.68; N 10.18.
C15H13N203. BBI‘II/ICJ'IGHO, %: C 6568, H 661, N 10.21.

Xnopua 3-(kapGoxcumeTi)-2-mertuia-1H-unon-4-ammonus (4a). Cmeck 4.0 1 (0.0146 Mois)
coenuuennst 3a u 16 mi 18% HCI xunstsar B Tederne 45 MuH. PeakiMOHHYIO Maccy OXJIaXIaoT,
OT/ICIISIIOT BHINABIIME KPUCTAIUIBL, IPOMBIBAIOT 3(GUPOM U CyIIaT B BaKyyM-dKcukatope Haj P,Os.
Bsixox 2.86 T (81%). T. mr. 209 °C (c pasi.) Cnextp SMP H, 8, m. 1.: 2.36 (3H, ¢, CH3); 3.83
(2H, ¢, CHy); 7.05 (2H, c, 5-, 6-H); 7.29 (1H, c, 7-H); 11.29 (1H, ¢, NH). HaiineHo, %: C 54.92;
H 5.48; Cl 14.67; N 11.58. C1;H;3CIN,O,. Bormcneno, %: C 54.89; H5.44; Cl 14.73; N 11.64.

Xaopuna 3-(kapooxkcumerui)-2-metui-1H-unnon-6-amvonus (4b). Cvece 4.0 1 (0.0146 moits)
coequHenns 3b u 40 M 18% HCI xunsrsr B Tedenue 45 MuH. PeakimoHHYI0 Maccy OXJaxaaroT,
OT/ICIISIIOT BBIMABIIME KPUCTAIUIBL, IPOMBIBAIOT 3GUPOM U CyIIaT B BaKyyM-dKcukarope Haj P,Os.
Boixox 2.96 T (84%). T. pasm. 220 °C. Crextp SIMP 'H, §, m. 1., J (Tm): 2.33 (3H, ¢, CHs); 3.57
(2H, ¢, CH,); 6.95 (1H, &, Js4 = 8.1, 5-H); 7.36 (1H, ¢, 7-H); 7.45 (1H, &, J4s = 8.1, 4-H); 11.16
(1H, ¢, NH). Haiineno, %: C 54.93; H 5.49; Cl 14.65; N 11.57. C;;H;3CIN,O,. Brruaucieso, %:
C 54.89; H 5.44; Cl 14.73; N 11.64.

2-[4-(Ben3zonsiamuno)-2-metuii-1H-ungoana-3]ykcycnas kuciaora (5a). K pacreopy 0.52 ¢
(0.013 momp) NaOH u 1 1 (0.004 Monp) coenuHeHus 4a B 15 M1 BOABI IpU MEpEMEIINBAHUH U
OXJIaXXIICHWH Ha BoAgHOW OaHe nobaBimaror mo kKamwmiM 0.7 T (0.005 moines) GeH30MIXIOpHIA.
Peakunonnyio maccy mepememuBaior 1 4, mogkucisiior HCl u oTduisTpoBbIBatOT BhIMaBIIAi
ocanok. Berxox 1.26 T (98%). T. mr. 210-212 °C (c pasn., u3 Merasona). Crextp SIMP 'H, §, m.
1., J (Tm): 2.32 (3H, ¢, CHy); 3.62 (1H, ¢, CH,); 6.98 (1H, T, Jss = Jg7 = 7.7, 6-H); 7.14-7.16 (2H,
T, Jsg = J76 = 7.7, 5-, 7-H); 7.50-7.54 (3H, M, 3-, 4-, 5-H, PhCO); 7.99 (2H, x, J»3 = 7.3, 2-, 6-H,
PhCO); 10.20 (1H, ¢, NH,;0,); 10.90 (1H, ¢, NH,,,,,,). Haiinero, %: C 70.19; H 5.27; N 9.12.
C1gH16N,05. Borancneno, %: C 70.12; H 5.23; N 9.09.

2-{4-[(4-Xnopbenzonn)amuno]-2-meruii-1H-ungoaun-3}ykcycnan kuciaora (5b). K pac-
tBopy 0.52 T (0.013 Monp) NaOH u 1 r (0.004 monp) coenuuenus 4a B 15 mur Boabl mpu
MepeMENINBaHIN U OXJIXKJICHUU Ha BOIsiHOU OaHe modasisitor o xamiasm 0.82 v (0.005 mous)
4-xnop6enzonmxiopua. Peakiponnyio maccy nepemernuBaior 1 4, noakucisitor HCl u otduns-
TPOBBIBAIOT BBIMABIINH ocanok. Bexon 1.3 T (94%). T. pasn. 205 °C (3 meranomna). Crexrtp
AMP H, 8, m. 1., J (Tm): 2.32 (3H, ¢, CHy); 3.60 (2H, ¢, CH,); 6.98 (1H, T, Jgs = Jg7 = 7.7,
C(6)H); 7.12-7.15 (2H, T, Js¢ = J7¢ = 7.7, 5-, 7-H); 7.55 (2H, xm, J3, = 8.5, 3-, 5-H,
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CIC¢H,CO); 8.01 (2H, &, J,3 = 8.5, 2-, 6-H, CIC4H,CO); 10.31 (1H, ¢, NH,,,,); 10.91 (1H, c,
NH,um0n)- Hatizeno, %: C 63.15; H 4.52; Cl 10.28; N 8.23. C1gH;5CIN,O3. Beruuncieno, %:
C 63.07; H4.41; Cl 10.34; N 8.17.

2-[6-(benzounamuno)-2-meruii-1H-ungoann-3]ykcycunas kuciaora (5¢). K pacreopy 0.75 ¢
(0.019 mons) NaOH u 1.4 r (0.0058 mouns) coenurenust 4b B8 20 M1 BOJBI PH [IEPEMEITHBAHUI U
OXJIaXXJICHUH Ha BOASHOW Oane noGapmsror mo kamwmiMm 0.98 r (0.007 moip) GeH30mIXIopUaa.
PeakinoHHyio Maccy mepememnuBator 1 du, noakucisiror HCl v oTQHIBTPOBBIBAIOT BBHIMABIIHIA
ocanok. Bexon 1.6 T (62%). T. mn. 220-222 °C (c pa3n., u3 meranona). Crexrp SIMP H, 5, m. 1,
J (T'm): 2.32 (3H, ¢, CHy); 3.53 (2H, ¢, CH,); 7.23 (1H, x, Jss = 8.8, 5-H); 7.32 (1H, 1, Js5 = 8.8,
4-H); 7.5 (3H, ™, 3-, 4-, 5-H, PhCO); 7.87 (1H, ¢, 7-H); 7.97 (2H, n, J,; = 8.8, 2-, 6-H,
PhCO); 9.95 (1H, ¢, NH,,,); 10.65 (1H, ¢, NH,,.,). Haitnerno, %: C 70.23; H5.27; N 9.14.
C13H15N203. Brruucneno, %: C 7012, H 523, N 9.09.

2-{6-[(4-Xn0p6enzonn)amuno]-2-metmii-1H-ungoamn-3}ykeycunas kuciora (5d). K pac-
tBOpy 0.52 1 (0.013 Mosms) NaOH u 1 r (0.004 moins) coenuuenust 3b B 15 M1 Boasl mpu
MepeMEeNINBaHIN U OXJIAKAECHNH Ha BOAAHOW OaHe nobasnstoT nmo xamwiiM 0.82 r (0.005 moms)
4-xnopGeHzomwnxiopruaa. Peakionnyo maccy nepeMemnBaror 1 4, moakucisor HCl u otdus-
TPOBBIBAIOT BhIMABIIMK ocagok. Beixox 1.15 r (90%). T. mn. 226 °C (¢ pa3n., U3 METaHONA).
Crextp IMP *H, §, m. 1., J (T'm): 2.31 (3H, ¢, CH3); 3.53 (2H, ¢, CH,); 7.22 (1H, 1, Js4 = 8.5,
5-H); 7.32 (1H, 1, J45 = 8.5, 4-H); 7.59 (2H, n, J;, = 8.6, 3-, 5-H, 4-CICzH,CO); 7.89 (1H,
¢, 7-H); 8.00 (2H, &, J3 = 8.6, 2-, 6-H, 4-CICsH,CO); 10.17 (1H, ¢, NH,y,y); 10.81 (1H, c,
NH,u0n). Haiimeno, %: C 63.12; H 4.49; Cl 10.29; N 8.24. CygH;sCIN,O5. Breruncieno, %:
C 63.07; H 4.41; Cl 10.34; N 8.17.
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