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AMHAHOJIA3 3THJIOBOI'O 3®HPA
5-OPEHUWITETPA3OJI-2-MIYKCYCHOU KHUCJOTHI

Ha npumepe sTHnOBOTO 3¢mpa S-QeHMATETPasoN-2-HIyKCYCHBIH KHCIOTHI
[IOKa3aHO, YTO aMHHOJH3 SBIAETCS KOHKYDEHTOCHOCOOHBIM METOZOM CHHTE3A
COOTBETCTBYIOIIMX HMEPBUYHBIX aMUI0B. O GEeKTHBHOCT aMHUHOIHE3A IEPBUYHEI-
MM aMBHaMH CBS3aHa C OCHOBHOCTBIO HCXOJHOTO aMHHA. BFICOKOOCHOBHBIC aMHU-
HBI IPOSBILSIOT OONBIIYIO PEaKIHOHHYIO CIIOCOOHOCTE, HE3AaBHCHMO OT IPOCTPaH-
CTBEHHOI'O CTPOCHYIA 3aMECTUTENL. Peakiis MccIexyeMoro CIokgoro s3gupa co
BTOPHYHBIMA aMHHAMH IPOTEKAET HEOJHOZHATHO.

Kmouesnle cjoBa: 5-(eHunrerpason-2-UlaneTaMuObl, STIIOBHH 3¢up
5-berunTeTpason-2-WIyKCYCHOMH KUCIOTHL, aMHUHOIHN3.

TeTpazonHiIykCyCHBIE KHCIOTHI — BEChbMAa TMPUBJIEKATETHHBIE OOBEKTH XH-
MUH TETSPOIMKIIECKIX coeavHeHnil. OB pacCMaTPHBAIOTCS KaK COJepKaiiye
TETPA30MbHBIA IHKI OJOK-peareHThl I HaIpaBIeHHOTO CHHTEe3a GHOTOrHYe-
CKHM aKTHBHBIX BemlecTB [1]. MeTompl cHHTE3a TETPA3OMMIYKCYCHBIX KHCHOT
pazpaboTanbl JocTatouHO MoApoOHO [2, 3]. B paborax [4, 5] uzydens: KHCAOTHO-
OCHOBHEBIE CBOMCTBA H3OMEPHEBIX TETPAa3ONMIYKCYCHBIX KHCIIOT, a TaKkKe KOJIH-
YECTBEHHO OIEHEHO SNEeKTPOHHOE BIWSHHE TETPAa30NLHOTO 3aMEeCTHTeNs Ha
KHCIOTHOCTH KapOOKCHIBHOHN IPYIIIEL.

AMHAIEI TETPA3ONIIYKCYCHBIX KHCIOT TIPECTABIAIOT CAMOCTOSTE/IBHBIA M
3HAYUTENIFHBIH HHTepec KaK pPeareHTH HAIPaBJICHHOTO CHHTe3d OHOIOTHIeCKH
aKTUBHBIX coermpHenmii. Hanprumep, IMHMpOKO TPAMEHSIOTCS ITOIYCHHTETHUCCKHE
B-makramuele aHTHOHOTHKM NedarocnopuHOBOTO psiga (ked30m H  ero
aHaJIOTH), KOTOPbi€ SABISIOTCH NPOHU3BOLHBIMM AMHEAOB TETPA3OMIYKCYCHBIX
KHCTIOT.

Y nobHeie 1 yHUBEPCAIbHBIE METOIBI CHHTE3a aMHIOB TETPA3OIMITYKCYCHBIX
KHCJIOT HPAaKTHYeCKH Hem3BecTHBL. OOBIYHO VI 5TOM MEH WCHOJB3YIOT peak-
IO TPYIHOIOCTYIHEIX TaJIOTSHAHTHAPHIOB TETPa3OILTYKCYCHBIX KHCIIOT C CO-
OTBETCTBYIOIIAMH aMHMHaMH [6]. MBI IIpeqIoNoKUIy, IT0 IS 3TOH el MOXK-
HO MCIIOIB30BaTh aMMHOIN3 CIOKHBIX dQUPOB TETPA3ONHIYKCYCHBIX KHCIOT.
Jis npoeepxu 3TOH THIIOTE3Bl B HACTOSINEH paldoTe paccMOTPEHBI PEaKITHME
3TWIOBOTO 3¢Hpa 5-(peHmNTeTpason-2-HiIyKCyCHOM KHCIOTH ¢ MEPBHYHBIMHA
M BTOPUYHBIME aMuHaMH. JUIs aMuHOIM3a HCHONB30BAIM TCPBUYHBIE aMUHBI
[IPOCTEHINETO CTPOSHHI — aMMHAK, METWIAMHH, STHJIAMHH, OUYHKIHOHATb-
HBIE MEPBHUHbIC AMHMHEI — THAPA3MH H STWICHIAWAMHH, ITEPBHYHBIE AMHAHEL
colepKallye MUKINYECKUH W KapKacHbIN 3aMECTUTCIH — HUKIOTeKCHIAMIH
¥ ajaMaHT-1-mwiaMuH. B KauecTBe BTOPHYHBIX aMHWHOB B IPOIECC aMHUHOIM3A
TWIOBOTO 3dupa S-PeHMITETPa30N-2-WIYKCYCHOM KHCIOTEl  BOBJIEYEHE]
OVMETHUII- ¥ AUaTHIaMMHBL. [Tporecc aMuHOIN3a IPOBOIMITH B Cpe/ie METaHO I
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Crexrps AMP 'H n BC cunresnpoBaHHBIX amuios 2-9

XuMUHecKHe CIBHIH curianos SIMP 'H, 8, M. 1,

Xumuueckue cABUry curyanos SIMP 13C, 3, M. 1.

Coeny-
henne CeHs NZ-CH» NH POUHE CHTHAIBI Cc=0 CNy CeHs N%-CH, NpOYKE CHTHATIBI
2 7.55-7.85 5.50 8.10 — 166.9 165.0 131.4; 130.1; 55.5 —
127.8;127.2
3 7.55-8.08 5.45 9.65 4,80 (2H, ¢, NH») 165.1 164.8 131.5; 130.1; 54.6 —_—
127.7;127.2
4 7.50-8.03 5.48 8.45 2.68 (3H, ¢, CHj) 1654 165.0 131.4; 130.1; 55.6 26.6 (CH3)
127.7;,127.2
5 7.50--8.05 5.90 — 2.87 (3H, ¢, CHs); 165.3 164.8 131.4; 130.2; . 549 36.8 (CH,);
3.10 (3H, ¢, CHy) 127.8; 127.1 36.1 (CHj)
6 7.55-8.05 5.50 8.50 1.05 (3H, T, CHa); 165.4 164,6 131.5; 130.2; 55.7 34.7 (CH,);
3.15 (2H, x, CHy) 127.7,127.2 15.3 (CHy)
7 7.55-8.05 5.50 8.40 1.25 (5H, ¢, CHy); 164.9 163.8 131.4; 130.1; 55.7 48.9 (4-CH,);
1.70 (5H, ¢, CH,); 127.7,127.2 33.1 (3-CHy),
2.47 (1H, ¢, CH) 26.0 (2-CH,); 25.2 (CH)
8 7.55-7.95 5.05 8.10 1.55 (61, ¢, CHy); 167.0 164.1 131.0; 130.0; 57.8 51.3 (Coew);
1.70 (6H, ¢, CHy); 128.4; 127.0 36.0 (CH B Ad";
2.05 (3H, ¢, CH) 29.2 (CH, B Ad)
9 7.50-8.05 5.50 8.63 3.25 (4H, ¢, CON-CH,) 165.3 165.0 131.5;130.1; 55.6 39.2 (CON-CH,)
127.7;, 1272

* Ad = agamant-1-mn.




npu 1.5-10-kpaTHOM MOJHHOM H3OBITKE aMMHa NO OTHOIIEHMIO K 3dupy
TETPasOIUIYKCYCHOM kMcaoThl. [t obecriedennst >3¢h(eKTUBHOTO aMMHONM3a
STHIEHAMAMUHOM OB B3AT H3OBITOK ClIOXHOro 3¢upa 1.
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R!'=R*=H; 3R!'=H, R2=NH,; 4 R =H, R*=Me;
5R'=R*=Me; 6 R'=H,R2=Et; 7R! =H, R2=¢yclo-CH,;
8 R!'=H, R? = apamanTt-1-mr;

0 N;N
Az
9 R = H, R? = CH,CH,HN Ny

Bcee uccneoBaHHbIC TIGPBUYHBIE aMVHB!I ¢ XOPOIIMMH BBIXOZaMH 00pa3yioT
B XOJe peaKIHy COOTBETCTBYIOIIME aMuibsl. HTepecHO, YTO HaIu4due 00beM-
HOIO 3aMECTHTESSI B MCXOTHOM IIEPBMYHOM aMUHE NPaKTHYECKH HE IPersT-
CTBYeT Ipoleccy aMHHONM3a. B ciaydae STHWICHAHAMHHA, HECMOTPS Ha CYLIeCT-
BEHHYIO Pa3HHLYY B OCHOBHOCTH aMUHOTPYIMI, IPOLECC aMUHOIN3a IPUBOJIUT K
HOYYEHUIO IIPOAYKTa JU3AMEITIEHNS.

Ilpu amMuHOMH3€ HEKOTOPHLIMH BTOPHUHBEIMH aMHHaMH HabIIFOaeTcs cOBep-
ITeHHO MHAs KapTwHa. Tak, B pesy/bTaTe peaKIHH AMMeTHIaMUHa ¢ 3bupom 1
00pasyeTcss COOTBETCTBYIOIIMH BTOPHUYHBIM amMuA. 3aMeHa K& TUMETHIaMHHA
Ha AWSTHIAMHH IIPUBOOUT K 00Pa30oBaHMIO METWIOBOTO sbupa S-denunrerp-
a3071-2-MITYKCYCHOM KUCIOTEI U IMIPOYKTOB €0 AaNbHEHINX NPeBpalicHIH.

MoXHO monarath, 4TO MpPeNIOKEHHBIE HAMU YCIOBHS aMHHOIU32 MOTYT
OBITL HCIIOIB30BaHBE! [UIL CHHTE3a IEPBUYHBIX aMHUIOB TETPA3OMMITYKCYCHBIX
KMCJIOT Pas3jiddHOrO CTPOeHMs. JJig BTOPUYHBIX aMHUIOB NPEAIICYTHTEIHHBIMU
MOF'YT OKa3aThCsi APYTHE METOIEI.

SKCHNEPMMEHTAJIBHAA YACTDH

Criexrpsr SIMP 'H u ®C cHHTESHPOBAHHBIX COSAUNCHMH 3AICAHB HA npudope Brucker
DPX-300 8 IMCO-dg (300 MI'u s 'H u 75 MI'u — mns °C), Bryrpennmit crannapt TMC. YK
CreKTphl nonydens Ha npudope Perkin-Elmer Spectrum 1000 B Tabnerkax KBr. Temneparypst
niaBnenus onpemensum Ha npubope mapkm IITII co ckopocteio narpesa 1° B MuUHYTY B
vHTepBane Niasnenusd. KoHTpons 3a xo4oM peaxuuit Bemu MerogoM TCX Ha ruractunax Merck
Kieselgel 60F,;s ¢ nposenenuem mateH B Y@ csere. Mexonmelit cyGerpar 1 nmomyuans mo
meromuke [7].

O6mian meroauka noaygeHust amunaos 2-9. K pacteopy 4.31 mvors cyberpara 1 8 40 Mt Metanona
mpu 0-2°C 1no0apmEOT METAaHOMBHBIA WM BOJHBI pacTBop avima. Homep amuma (MommHOE
cootromenre amua—3¢up 1): 2 (10), 3 (10), 4 (10), 5 9), 6 (9.5), 7 (10), 8 (2), 9 (0.3). [0 okonyarm
BeitepoxkH (KoHTposs TCX) peakMoHHbI pacTBop 00pabaThBaIOT 10 MeTOMMKe A i 5. A. Brmasimwit
0CanoK OT(MIBTPOBRIBAIOT M NPOMBIBAIOT UCTIILpOBaHHOH Bomo# (3>20 mi). B. Pacteopurems
UCAapsIoT B BakyyMe. OCTaTOK KPHCTAIMHM3YIOT M3 BOIHOTO 3TaH0IA.

Amua 5-gpeHnITeTpazon-2-uiayKeycHoi kuciaorst (2). Kpucranmsanueit uz 30% Boguoro
sTanona (A) momysaor 0.5 r (57%) ammna 2 ¢ 1. mr 185-186 °C. R, 0.17 (CHCl;MeOH,
95 : 5). MK cuexrp, v, e 1 1403, 1270, 1172, 1100 (terpason),1448, 730 (CeHs), 1670 (C=0),
3314 (N-H), 2950, 1425 (CH,), 1373, 1072, 1047 (C-N). Haiineno, %: C 52.93; H 4.66;
N 34.64. CyHyN+O. Briuucneno, %: C 53.20; H 4.46; N 34.47.
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Tuppasun 5-genmarerpason-2-mrykcycHeit kuciorst (3). Kpucrammmanueit uz 10% soj-
woro srasona (A) monygaot 0.91 r (93%) runpaskna 3 ¢ T. mr. 207-208 °C. Ry0.15 (CHCl-MeOH,
95 : 5). MK cmektp, v, cM™: 1411, 1285, 1177, 1100 (tetpazon), 1448, 730 (C¢Hs), 1661 (C=0),
3314, 1551, 1529 (N-H), 2966, 2880 (CH,), 1379, 1072, 1023 (C-N). Haiizeno, %: C 49.12;
H 4.78; N 38.73. CoHo(NgO. Beramcneno, %: C 49.54; H 4.62; N 38.51.

N-Merunavun S-peHuaTeTpason-2-mrykeycHoit kucnors! (4). Kpucrawmsanue#t us 20%
BOZHOTO 3Tanona (A) noxysator 0.36 r (37%) amuna 4 ¢ 1. . 163164 °C. R;0.35 (CHCl;-MeOH,
95 : 5). UK cnexrp, v, em': 1404, 1278, 1163, 1101 (retpazon), 1449, 731 (C¢Hs), 1660 (C=0),
3303, 1578, 1528 (N-H), 2964, 2888 (CH,), 1388, 1073, 1025 (C-N). Haiineno, %: C 55.65;
H 5.57; N 32.26. CoH{;NsO. Brruwmcneno, %: C 55.29; H5.10; N 32.24.

N,N-Huveruaamua 5-denunrterpaszon-2-uaykcycHoii xucaorsr (5). Kpucran-
masareit us 10% soxuoro srarona (B) nosysarot 0.65 r (65%) amuna 5 ¢ 1. ot 133134 °C. R:0.36
(CHCI;-MeOH, 95 : 5). HIK criextp, v, ov': 1401, 1283, 1180, 1130 (zetpasom), 1451, 735 (C¢Hy), 1662
(C=0), 2969, 2933 (CHy), 1378, 1071, 1029 (C-N). Haitmeno, %: C 56.95; H5.97; N 30.06.
C,1H53N50. Bemmenero, %: C 57.13; H 5.67; N 30.28.

N-Dtuaamua 5-(pennarerpasoi-2-aiayrcycsoit xucaotsr (6). Kpucrammnamuei us 25%
BOZHOIO 3Tanoia (A) moay4saor 0.86 r (86%) amuza 6 ¢ . . 151-152 °C. R;0.45 (CHCl;-MeOH,
95 : 5). MK cmexrp, v, eM™': 1406, 1277, 1173, 1102 (rerpason), 1447, 729 (C¢Hs), 1660 (C=0),
3287, 1560, 1527 (N-H), 2954, 2882 (CH,), 1381, 1070, 1022 (C-N). Haitnero, %: C 57.69;
H 6.01; N 30.67. C;1H;3NsO. Brruucneno, %: C 57.13; H5.67; N 30.28.

N-Luxaorexcunamua 5-dennnrerpason-2-uaykcycHoit kuciaotsl (7). Kpucrammsaumeit
3 50% Bommoro srarona (B) nonysator 0.71 r (58%) amuna 7 ¢ 1. . 173-174°C. R: 0.62 (CHCl5—
MeOTl, 95 : 5). HIK criextp, v, om - 1421, 1279, 1171, 1091 (zerpason), 1447, 728 (CHs), 1654 (C=0),
3291, 1556, 1528 (N-H), 2938, 2851 (CHy), 1371, 1072, 1024 (C-N). Haitneno, %: C 63.64; H 6.72;
N 24.97. C;sH;oN;O. Beraucneno, %: C 63.14; H 6.71; N 24.54.

N-ApamanTt-1l-unamun 5-dennrrerpason-2-miykeycHoii kucnots! (8). Kpucranmmammeit
3 20% soxuoro orasona (B) momydaror 0.91 r (54%) amuma § ¢ T. mr 263-264 °C. R, 0.15
(CHCl13-MeOH, 9:1). UK cnextp, v, cM™': 1418, 1279, 1177, 1110 (terpazom), 1452, 730 (C¢Hs),
1632 (C=0), 1562, 1529 (N-H), 3006, 2935, 2912, 2853 (CH, u CH), 1073, 1026 (C-N).
Haligeno, %: C 66.98; H 6.83; N 20.23. CgHx3NsO. Brraucnero, %: C 67.63; H 6.87: N 20.76.

N,N'-Bnc(S-tbenunTeTpanl-Z—nnMeTu.mcap60}114J1)-1,2-)1;43MHH03T3H (9). Kpucrannma-
umelt u3 40% soaHoTO 3TaRona noty4aior (A) 0.83 r (44%) amuna 9 ¢ T. . 255-256 °C. R;0.55
(CHCI;-MeOH, 9:1). UK cmektp, v, oM™ 1415, 1284, 1194, 1104 (rerpason), 1449, 728
(CeHs), 1664 (C=0), 3296, 1576, 1528 (N-H), 2953, 2875 (CH,), 1364, 1072, 1027 {C-N).
Hattneno, %: C 55.77; H 4.44; N 32.61. CyH,oN40,. Brraucaeno, %: C 55.55; H 4.66; N 32.39.

Paboma evinonnena mnpu Gunancosoli noddepoicke MerNcOYHAPOOHO20
Hayunozo ouda (epanm p99-468) u ponda admurucmpayuu Canxm-
Ilemepbypea (epanmer M2000-2.51-572 u M2000-2.511-573).
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