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CHUHTE3 5-AMHUHO-1-AIINJI-4-9TOKCUKAPBOHUWIIINPA30JIOB
N3 MOHOI'MAPA3N 0B UKJIIOI'EKCEHIUKAPBOHOBBIX KUCJIOT
M 3TUJIOBOI'O Y®UPA S TOKCUMETWIEHIIMAHYKCYCHOM
KHUCJIOTHI

[pyu xunsTYCHNE MOHOTUAPA3UIOB IIUKJIOT €KCEHANKAPOOHOBBIX KHUCIIOT C STHIOBEIM 3(upom
ITOKCUMETHJICHIIMAaHYKCYCHOH ~ KHCJIOTBI  00pa3ylOTCsl COOTBETCTBYIOHmME N-3aMEICHHBIC
THAPa3uAbl, a B MUPHIWHE — 5-aMHHO- | -aIii-4-3TOKCHKapOOHMIIITPA30JIBL.

KnwueBbie ciaoBa: Tuapasyubl, MUPa30JIbl, L[I/IKJIO]"CKC&HKap6OHOBa}I KHucJioTa, STUJIOBBIA
3(1)I/Ip 3TOKCHMCTHHeHHHaHyKCyCHOﬁ KHUCJIOTHI.

[IpousBoanble mupasona, HaIpUMEP, AHTUIUPUH, (HeHuI0yTa30H, okcude-
HWIOYTa30H, CyIb()UHIMPA30J UCIOIB3YIOTCS KaK HECTEPOUAHBIEC aHAIBI€THKH
1 (apMaleBTHIeCKHe TperapaThl ¢ aHTUITUPETUIECKUM JieiicTBueM [1—4].

YcTaHOBIECHO, YTO BBEICHHE AIlMI- WM apaliIrPyIbl B HHAOMETALUH H
KeTo(heHMTOYTa30H 3HAYUTEIFHO MOBBIIIAET X TEPANEBTUYECKYIO0 aKTUBHOCTD
U PacTBOPUMOCTb JIUMUIOB [5, 6].

OTH IaHHBIE CTUMYJIUPOBAIN HAC MCCIEAOBaTh BO3MOXKHOCTh CHHTE3a S-aMu-
HO- | -ainiI-4-3TOKCUKapOOHMIIMPA30JI0B U3 3THIOBOTO 3(Hpa 3TOKCUMETUIICH-
UaHYKCYCHOU KHUCIOTHI (1) M CHHTE3WpOBaHHBIX HaMH paHee [7] MOHOTHI-
pasunos 2-(4-R-thenmn)-4-nuxnorekc-4-eH- 1, 1 -quKkapOOHOBBIX KUCIIOT 2a—e.

[NomoGHbIe cuHTE3BI OMUcaHbl B nuTepatype. M3BecTHo [8, 9], uto, HECMOTPA
Ha HaJM4Yue TPEX PEaKIHOHHBIX LEHTPOB B MOJIeKyJe 3dupa 1, KOHICHCALMS
ero ¢ THIpa3uIaMd TPOTEKAeT HCKIIOYUTEIBHO 10 STOKCUMETHIICHOBON
rpynme. IIpu mnmuTensHOM KHISTYEHMH 3TWIOBOro s¢upa 1 ¢ ruapasumamu
3aMEILEHHbIX OEH30WHBIX KHUCIOT B METAHOJIE B MPUCYTCTBUHM KaTATUTHYCCKUX
KOJIMYECTB JICASTHOM YKCYCHOM KUCIOTHI MOTYYEHBI S-aMUHO- 1 -apouii-4-3ToKCU-
kapOoHmmupasoisl [10, 11].

KpartkoBpemennsiM kumstueHueM 3¢upa 1 u  4-(2)-METOKCHUTHAPA3HUIOB
OEH30MHBIX KHCJIOT CHHTE3MPOBAHBI COOTBETCTBYIOLIME TMAPA30HBI, KOTOPHIC,
M0 MHEHUIO aBTOPOB [9], He CIOCOOHBI K JalbHEHIIEH IIMKIIN3aIny.

Mpbl ycTaHOBWIIM, YTO B peakuuu 3¢upa eHosna 1 ¢ ruapasunaMu LUKIO-
TeKCEHANKapOOHOBBIX KUCIIOT 2a—e, B 3aBUCHMOCTH OT YCJIOBHH peakLHH, BO3-
MOJKHO TIOJIyY€HHE KaK JIMHEWHBIX, TaK U LUKINYECKUX CTPYKTYp, IPH ITOM
MPOMEKYTOUHO 00pasyolieecs JIMHEHHOE COSANHEHNE CIIOCOOHO K LMKIJIM3ALHH.
[Tpu kunsaennn >¢upa enona 1 ¢ ruapasugamu 2a—e B dTaHOJE B TeueHue | 4
obpazyrorcs N-3ameneHHble TuApazus 3a—e [12], a KumsiueHrne KOMITOHEH-TOB
peakuuu B TeueHue | 4 B MTUpUANHE MO3BOJISIET BHIACIUTE IUPA30IIbl 4a—e.
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Tabnuma 1

Xapakrepuctuku 1-anmun-4-kap03ToKcU-S-aMHMHONMPA30J10B 4a—e

Haiineno, %
Coenu- Bpytro- Boranciero, % T. 11, °C Beixon,
HEHHE dopmyna %
C H N Hal
4a Cy0H,3N304 68.02 6.58 11.72 95-98 494
67.97 6.56 11.89
4b C,0H2,FN;0; 64.82 6.00 11.02 119-120 64.3
64.68 5.97 11.31
4c Cy0H,,CIN;0; 61.85 5.79 10.72 9.18 142-144 58.4
61.93 5.72 10.83 9.14
4d Cy0H,,BrN;04 55.70 5.10 9.84 18.54 150-151 59.4
55.56 5.13 9.72 18.48
4e C,0H2,N4O5 60.40 5.60 14.18 172-173 62.3
60.29 5.57 14.06
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Tabnuma 2

Crextpst SMP 'H 1-anmi-4-Kap63ToKCH-5-aMIHONMPa3010B 4a—e

Coenu-

Herie Xumuueckue caBur, o, M. 1. (J, I'n)

4a 1.27 3H, 1,J =7, CHs); 1.69 (3H, ¢, CHs); 2.09-2.51 (4H, m, 2CH,); 3.58 (1H, m, CH);
3.91 (1H, m, CH); 4.18 (2H, m, 2CH,); 5.44 (1H, M, =CH-); 6.89-7.21 (7H, m, Ar, NH,);
7.58 (1H, ¢, =CH-)

4b 1.27 3H, 1,J="17, CH3); 1.71 (3H, ¢, CH3); 2.11-2.71 (4H, M, 2CH,); 3.61 (1H, m, CH);
3.91 (1H, m, CH); 4.24 (2H, k8B, J =7, CH,); 5.44 (1H, M, =CH-); 6.69-6.93 (6H, ™, Ar,
NH,); 7.62 (1H, ¢, =CH-)

4c 1.28 (3H, T, J =17, CH;); 1.67 (3H, ¢, CHs;); 2.09-2.71 (4H, M, 2CH>); 3.61 (1H, m, CH);
3.89 (1H, m, CH); 4.24 (2H, x, J=7, CH,); 5.44 (1H, m, =CH-); 6.84 (2H, m, J =8, Ar);
6.92 (2H, yur. ¢, NH,); 7.08 (2H, M, J = 8, Ar); 7.62 (1H, ¢, =CH-)

4d 1.28 3H, 1,J =7, CHy); 1.73 (3H, ¢, CHs); 2.08-2.73 (4H, M, 2CH,); 3.67 (1H, m, CH);
3.96 (1H, M, CH); 4.18 (2H, k, J = 7, CHy); 5.44 (1H, m, =CH-); 6.84 (2H, M, J = 7, Ar);
7.01 (2H, ym. ¢, NH,); 7.27 2H, M, J = 7, A1); 7.64 (1H, ¢, =CH-)

4e 1.28 (3H, T, /=17, CH3); 1.73 (3H, ¢, CH3); 2.11-2.62 (4H, M, 2CH,); 3.73 (1H, m, CH);
4.04 (1H, m, CH); 4.29 (2H, kB, J =7, CH,); 5.59 (1H, M, =CH-); 6.89 (2H, yu. ¢, NH,);
7.07 2H, m, J=8, Ar); 7.62 (1H, ¢, =CH-); 8.04 (2H, m, J =8, Ar)

CuHTe3upoBaHHBIE 5-aMUHO- | -ai-4-3TOKCUKapOOHMIITNPA30iI6l 4a—e SB-
JISIFOTCSL CTAa0MIIBHBIMU KPUCTAJUINYECKUMH COCIMHEHUSAMHU.

BBenenue ux B peakuuio ¢ popMaMHIOM B YCIOBHUSIX CHHTE3a ITUPA30JIONHU-
PUMHUANHOB [8] IPUBOAUT K 00pa30BaHUIO W3BECTHBIX aMHUIOB Sa—e [13], a mpu
LIETIOYHOM THAPOJIU3E 10 METOAMKE [8], BOIPEKH OXHMIAaEMbIM IMHpa30iIKapOo-
HOBBIM KHCJIOTaM, MOJYYEHbl CHHTE3MPOBAHHBIC PaHEe LUKIOTEeKCEHKapOOHO-
BbIC€ KUCJIOTHI 6a—e [14].

SKCHEPUMEHTAJIBHASI YACTb

Crexrpst SIMP 'H monyuams ma mpubope WH-90DS (90 MI'm) B CDCls, BHyTpemmmit
craggaptr ITMJIC (8 0.05 M. x.). NHAMBUAYaTbHOCTH TMOMYYCHHBIX COCTUHEHHHA IMPOBEPSIN
metonoMm TCX na mmactuakax Silufol B cucreme xmopopopm—meTaHON—JensHas yKCyCHas
Kuciora, 95 :5: 3.

OU3NKO-XUMHIUYECKHE M CIEKTPATbHBIE XapaKTEPUCTHUKH CHHTE3MPOBAHHBIX COEIUHEHMI
TpecTaBIeHb! B Tadm. 1 u 2.

OTUNOBBIA 3QUpP ITOKCHMETHICHLUHAHYKCYCHOM Kuciotel (1) mpemocraBieH ¢upMmoit
"BAIIEKC".

5-Amuno-1-[1-kapoonni-2-(4-R-penni)-4-uuxnorexc-4-eH|-4-3ToKCMKapOOH UM PA30-
JbI 4a—e. PacTBOp 2 MMOJIb THAPA3NIOB 2a—€ U SKBUMOJISIPHOE KOJIMYECTBO 3THUIIOBOTO d¢upa 1 B
4 mn mmpumuHa KAnATAT 1 9. [IMpUANH OTTOHSIOT, OCTaTOK IEePEeKPUCTAIUIN3OBBIBAIOT W3
JTaHoa (COeMHEHNUs 4a,c—€) UM CMECH 3TaHOJI—BoMa, 2 : 1 (coenunenue 4b).

CoenuHennsi 4a—e 13 nUHEHHBIX N-3aMEIEHHBIX THAPA3HIOB 3a—e CHHTE3UPYIOT aHAJIO-
THYHO.

Amujsi 2-(4-R-¢pennin)-4-nukiorexc-4-en-1-kap0oHoBbIX KucJI0T Sa—e. PactBop 1 MMoIIb
npa3osoB 4a—e u 0.6 Mt popmamuza Harpesatot 8 4 pu 190-200 °C. Oxnaxaaror, J00aBISOT
~2 M1 1 H. pacTBOpa THAPOKCHAA HATPUS, 0CAIOK OTQIIIBTPOBEIBAIOT. [lepeKpHUCTaIN30BEIBAIOT
W3 CMecH 3TaHOI-BoJa, 1 : 1. CBoiicTBa coeqnHEHH Sa—e COOTBETCTBYIOT TAKOBBIM ISl paHee
MOJy4eHHBIX 00pasmos [13].

2-(4-R-Denni)-4-uuKinorexkc-4-eH-1-kap6oHoBble  KUCIOTHI 6a—e. PacTBopsior mpu
HarpesaHuu | MMoJb Upa3osoB 4a—e B 2.5 Mi1 4 H. pacTBOpa ruapokcusaa Hatpus. Uepes 15 mun
OXJIAXKAIOT, IPHOABIISIIOT PAaBHOE KOJIMYECTBO BOABI U MOJKHUCISIIOT pazbasieHHoi (1:1) comnsHoit
kucnotoit 1o pH ~5. Ocanok oTGMIBTPOBBIBAIOT M IEPEKPUCTALIN3OBLIBAIOT U3 CMECH METAHOJ—
Boja, 2 : 1. CBoiicTBa coennHEeHHH 6a—e COOTBETCTBYIOT TAaKOBEIM paHEe MOIyYSHHBIX 00pa3IioB
[14].
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