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Boccranopnennem N-[B-(4-3aMerieHHbIX OCH30MII)3THII|aMUHOKHCIOT OOPTHIPUIOM HATPHUS
TIOJTy4eHbI apriianudaTnueckue aMUHONIPOIIAHOIBI, CozleprKaliye (pparMeHThl aMUHOKHCIIOT —
N-[3-(4-3amernieHHble  (EHMIT)-3-TUAPOKCUTIPOITII |BAJIMHBI, -TpunTtodansl u 3-{[3-ruapo-
KCH-3-(4-3aMelieHHble  (heHUIT)IIPONIII|aMUHO | -3-(DeHWINPOIIAaHOBbIE KUCIOTHL. M3yueHune
6MOJI0rNYeCKOd aKTUBHOCTU COEAMHEHUI 110Ka3aJ10, YTO HEKOTOPbIE U3 HUX MPOSBIAIOT IPO-
TUBOBOCHAJIHUTEIBHYIO U IPOTUBOCYJOPOKHYIO aKTUBHOCTb.

KiroueBsble cioBa: N-[[-(4-3amelieHHbIC OCH30MI1)3THI |aMUHOKHCIIOTBI, CHHTE3, BOCCTAHOB-
nerne NaBHy, N-[3-(4-3amereHnbie GeHu)-3-ruIpoKCHITPOITHII |aAMUHOKUCIIOTHI, 3-{[3-Tu-
pokcu-3-(4-3ameleHHbIC  )EHUIT)IPOTINII |aMHHO } -3-()SHUIITIPOITAHOBBIC KUCIOTHI, MPOTHBO-
BOCHAJIUTE/IbHASA U MPOTUBOCYAOPOKHASL aKTUBHOCTD.

Panee mokazaHo, 4TOo HEKOTOpHIE [3-aMHHOKETOHBI H
AMHHOCITHPTEI, COfepKamie (pParMeHTHl O.-aMHHOKHC-
JOT, TPOSBILIIOT MPOTUBOBOCIAIUTEIBHYIO, AHTHOKCH-
JAHTHYIO U aHTHpaJUKalIbHyl0 akTUBHOCTS [1, 2]. C yue-
TOM JIaHHBIX JINTEPATypPhl U PE3YJIBTaTOB COOCTBEHHBIX HC-
CJIeZIOBaHMI CHHTE3WPOBaHbI HOBbIC apuiaindaTuueckue
AMHUHOTIPOIIAaHOJIBI, CofiepKalire (parMeHTsl o- U B-aMu-
HOKHCJIOT (BanuHa, Tpuntodana, B-pennn-p-ananuna), u
W3y4YeHbl WX MPOTHUBOBOCTIAIUTENIbHAS W TPOTHBOCYIO-
POXHAast aKTHBHOCTb.

N-[3-(4-3amenennbie  HeHMI)-3-THAPOKCUTTPOIINII |Ba-
musbl (Ila — 1), -Tpuntodansr (Illa— ) u 3-{[3-ruapo-
Kcu-3-(4-3aMerieHHblie  (PeHUI)IPOTIII |aMHUHO } -3-(peHn-
nponaHoBele KUciothl (IVa — 1) cuHTe3upoBaHbl BOCCTa-
HOBJICHHEM  COOTBETCTBYHOIIMX  N-[[B-(4-3aMelIeHHbIX
6enzomn)atin)amuHokuciaor (I) OGopruapunom Harpus
NPY KOMHATHOHM TeMIIepaType B BOJIE MM CMECH ATaHOI —
Boja (1:1) anamornysno [3].

Hcxomupie aMUHOKETOHBI | CHHTE3HPOBAHBI aIKIIIHPO-
BaHHEM YyKa3aHHBIX AMHHOKHCIOT (BAJIMH, TPHUITO(AH,
B-pennn-B-ananun) ruApoOXIOPUIAMHU COOTBETCTBYIOIIUX
1-(4-3amemieHHBIX  (eHMI)-3-AUITHIAMHHO- | -IponaHo-
HoB. CuHTE3 coenuHenuii | onucan panee [4].

OH

Crpoenne cuHTe3MpoBaHHBIX coenuHeHuil 11 — IV mo-
kazano Meronamu MK-cnekrpockornuu, SIMP 'H cniekrpo-
MeTpuH, 4ucrtora moAaTBepkiaeHa TCX © 3IeMEHTHBIM
AHAJIM30M.

B UK-cnekrpax coegunenuit Il — IV orcyrcTByer mo-
JI0ca TMOIVIOIEHUS KeTOHHOTO KapOoHwia C=0 u HaOIo-

JaeTCs OJI0CA HNOIVIOMIEHNS THAPOKCUIBHOM IPYIIILL IPH
3375 —-3200 cm L.

3KcnepuMeHmafszaﬂ Xumuveckas 4acniv

UK-cnexrpsl cuumanu Ha crnekrpoporomerpe “FT-IR
NEXUS”. Crekrpsl SIMP 'H peructpuposanu Ha mpu6o-
pe “Mercury 300 Varian”, pabouast yacrora 300 MI,
BHyTpeHHUH cTanmapT — TMC. ToHkocnoliHyl0 Xpoma-
torpaduro npoBoauiK Ha mactuHkax “Silufol UV-254" B
cucteme 1-OyTaHON — 3TAHOI — YKCyCHAsi KUCIIOTa —
Boja (8:2:1:3), mposiBneHue msiteH ocymiecteisim 0,5 %
CIIUPTOBBIM PACTBOPOM HUHTHUJpUHA. Temmeparypsl 1iaB-
JIeHHs onpeaessiii Ha npubope “Boetius”. JlaHHBIE de-
MEHTHOTO aHaJIN3a COOTBETCTBYIOT BEIYMCIICHHBIM.

N-[3-(4-3amemennbie (eHns)-3-ruApoOKCUTIPONIII]-
Bajunsl (Ila —r), -rpunrodanst (I1la — x) u 3-{[3-rua-
pokcu-3-(4-3aMelieHHble  (PeHHJI)IIPONMII|AMHHO}-3-
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R = C,H,0 (a), C;H,0 (6), C,HyO (8), i-C4H,,O (1)
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R'=C4H; ; R=H(a), CH;0 (6), C,H;0 (8), C3H,0 (r), i-C;H,0 (n)
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(ennnnponanossie kucioTel (IVa—m) (obmas meronu-
ka). K cycnienzun 0,005 mons amuaOKeToHa [ B 10 — 12 Mt
BOZIBI HJIM CMECH 3TaHol — Bozxa (1:1) mpu nepemeniuba-
HAW MEIUICHHO TPUOABISIOT MO KaruisiM pactBop 0,6 T
(0,0158 momb) 6oprunpuna Harpust 1 0,7 r (0,0051 moib)
kapOoHara kanus B 10 M Bogbl. PeaknmoHnHyto cMmecs 1ie-
peMelBaoT Npyu KOMHATHOW Temmeparype 6 — 7 4, oc-
TaBIISIOT Ha HOYb. [IOMKUCIIOT pa30aBICHHON COITHOMN
kucnoroit (1:1) mo meirpansHoOi peakiuu (pH 7), BbImas-
M 0CaIoK OT(UIBTPOBBIBAIOT, EPEKPUCTAIIIM30BbIBA-
IOT U3 CMECH 3TaHOI — BOJA.

N-[3-(4-IToxcupennst)-3-rupoKCUTIPONIII | BATHH
(Ila). Bemxom 82 %, T mr 253-257°C; R; 0,67.
UK-criextp, v, cM': 3350 (O-H); 3080 —3070 (NH,");
1580 [COO~(as)]. Cmextp SIMP 'H (DMCO-d,+
CF,COO0D, §, m.xt., J, T'): 0,97 (1, 3H, J 6,9, CH;); 1,05
(m, 2,1H,J 6,9) u 1,06 (x, 0,9H, J 6,9, CH;); 1,33 (T, 3H, J
7,0, CH,CH,0); 1,94 (m, 2H, CH,CH,N); 2,18 — 2,29 (M,
1H, CH(CH,),); 3,04 (t, 0,6H) u 3,05 (1, 1,4H, J 7.3,
NCH,); 3,72 (n, 1H, J 4,00, NHCH); 3,95 (x, 2H, J 7.0,
OCH,CH;); 4,62 (1, 0,3H) u 4,64 (1, 0,7H, J 6,1, OCH);
6,77 (M, 2H) u 7,19 (m, 2H, CcH,). Cmech 2 muactepeome-
poB (70:30). C,Hy;NO,.

N-[3-(4-ITponoxcudpenn)-3-rugpoKCUTIPONnJI|Ba-
Jud (II6). Beixon 88 %, T. . 228 —230 °C; R, 0,70.
HK-cmexktp, v, cm !t 3176,13 (O-H); 3070 (NH,");
1583,89 [COO~(as)]. Cmekrp SMP 'H (DMCO-dq+
CF,COOD, 6, m.x., J, I'r): 0,95 1 0,95 [n, 3Hu 3H, J 6, &,
(CH;),CH)]; 1,03 [1, 3H, J 7, 3, CH5(Pr)]; 1,71 — 1,83 (M,
4H, CH,CH, u CH,CH,N); 1,99 [m, 1H, CH (i-Pr)]; 2,63
(ar, 1H, J; 11,9, J, 6,9, NCH,); 2,83 -2,92 (M, 2H,
CH,NCH); 3,40 (mr, 3H, NH, OH u COOH); 3,89 (1, 2H, J
6.5, OCH,); 4,63 (1, 1H, J 6,3, OCH); 6,78 u 7,20 (M, 2H u
2H, C,Hy). C;H,,NO,.

Tab6numa 1
IIpoTHBOBOCIAIUTE/ILHAA M AHAJBIETHYECKAs AKTHBHOCTH COe-
nuHennii I1 — IV Ha MoeIsiX 0CTPOro 3KCCyIaTHBHOIO H NpoJude-
PATHBHOIO BOCNAJEHUS Y KPbIC

I o IlogaBnenue
OJIaBJICHUC BOCIIAJICHUA, /o 6OJTH, %
Jo3a,
Coenunenue
MI/KT ocTpoe XPOHUYECKOE ocTpoe
(onHOKpaTtHOEe  (4-KpaTHOe (oJTHOKpaTHOE
BBEJICHHE) BBEJICHHE) BBEJICHHE)

116 25 35,5% 50,8%* 32,1*
1Is 25 36,3* 50%* 30,5%*
IITa 25 18,4 - 4,6
1116 25 15,5 - 53
IlIs 25 14,5 - 7.5
IIIr 25 30,5% 46,4%* 30,5%
I 25 30% 38,7* 30%
IVa 25 31,3* 33,7* 36,1*
1Vo 25 23,7* 32,6% 33,5%
IVs 25 9,6 - 11,3
IVr 25 33,9% 35,7* 30,2*
IVn 25 35% 33,8%

Bonsrapen 10 65,7* 29,2%
Nunomeranuu 3 60,5* 65,5%

* p<0,05 (mo cpaBHEeHUIO ¢ KOHTpoJeM). Mcenenyemple akTUBHBIE COS/TU-
HEHUs CTATHCTUYECKH 3HAYNMO OTJIMYAIOTCS OT HPErnapaToB CPABHEHHSI.

N-[3-(4-byToxcupeHn)-3-rugpoKCUIIPONNII | BATHH
(IIB). Bexom 82%, 1 mi 219-222°C; Ry 0,70.
HK-crmextp, v, em 1 3350 (O-H); 3080 —3070 (NH,");
1580 [COO-(as)]. Cnexkrp SIAMP 'H (DMCO-dq+
CF;COOD, 9, m.x1., J, T'm): 0,94 [1,3H, J 7, 3, CH;(Bu)];
0,99 (m, 3H, J 6,9, CH,); 1,07 (1, 2,1H, J 6,9) u 1,08 (x,
0,9 H, J 6,9, CH,); 1,45 (M, 2H, CH,CH;); 1,70 (M, 2H,
OCH,CH,); 1,90-2,00 (m, 2H, CH,CH,N); 2,20 —2,32
(M, 1H, CH(CH,),); 3,06 (1, 2H, J 7,2, NCH,); 3,73 (z, 1H,
J 4,0, NHCH); 3,88 (T, 2H, J 6,4, OCH,); 4,63 (1, 0,3H, J
6,9) u 4,65 (1, 0,7H, J 6,9, OCH); 6,77 (M, 2H) u 7,19 (M,
2H, C.H,). Cmech 2 auactepeomepos (70:30). Curnamst
or NH, OH u COOH He mposiBisitoTcss u3-3a 0OMeHa ¢
CF,COOD. C,4H,,NO,.

N-[3-(4-N30amuiiokcupeHn1)-3-ruIpoKCHUnpo-
nuwi]saaun (IIr). Beixon 82 %, 1. mn. 191 —193 °C; R;
0,66. UK-cnektp, v, cv ' 3350 (O-H); 3080 —3070
(NH,"); 1580[COO(as)]. Cnektp SIMP 'H (DMCO-d, +
CF,COO0D, 9, m.a., J, I'm): 0,87 [x, 6H, J 6,6, CH,
(uzo0-amun)]; 0,98 (1, 3H, J 6,9, CH,CHCH); 1,03 u 1,04
(m, 1,8H u 1,2H, J 6,9, CH;CHCH); 1,57 [x, 2H, J 6,6,
CH, (uzo-ammm)]; 1,74 [m, 1H, CH (u30-ammn)];
1,97-2,04 (m, 2H, CH,CH,N); 2,20—-233 (m, 1H,
NCHCHCHS,); 3,01 — 3,24 (m, 2H, NCH,); 3,57 u 3,58 (x,
0,6Hwu 0,4H, J 4,3 u 3,9, NCH); 3,87 (1, 2H, J 6,6, OCH,);
4,78 (1, 1H, J 6,0, OCH); 6,75 (m, 2H, C(H,); 7,14 u 7,16
(M, 0,8H u 1,2H, CH,). Cmecp 2 auactepeoMepoB
(60:40). C,oH;,NO,.

N-[3-(4-MeTokcudenuns)-3-ruipoKCHIPONHI | TPHTI-
Toan (I1la). Beixox 86 %, T. . 199 —202 °C. R; 0,60.
HK-criektp, v, cM ': 3460 (unmon), 3255 (OH). Cnekrp
SIMP 'H (DMCO-d, + CF,COOD, 8, m.x., J, T'n): 3,73 (c,
3H, CH;0); 1,91 (m, 2H, NCH,CH,); 3,08 (M, 2H,
NCH,); 3,39 (m, 2H, CH,CH); 3,73 u 3,74 (c, 3H, CH;0);
4,16 (1, 1H, J 5,7, NCH); 4,59 u 4,61 (1, 0,5H u 0,5H, J
6,2, OCH); 6,73 — 6,81 (m, 2H), 6,94 — 7,12 (M, 3H), 7,17
(M, 1H), 7,33 (m, 1H) u 7,52 (m, 1H, C¢H,); 7,20 u 7,21 (c,
0,5H m 0,5H, NCH=). Cwmecp 2 amactepeoMepoB
(~50:50). C,;H,uN,0,.

N-[3-(4-IToxcudenn)-3-rupoKCHIPONuI| TpU-
todan (I1116). Beixox 91 %, T. mn. 225 —229 °C. R; 0,70.
HK-cnextp, v, e '. 3465 (ummon), 3430, 3255 (OH).
Crnextp SIMP 'H (DMCO-d; + CF,COOD, 6, m.x1., J, I'm):
1,36 (1, 3H, J 7,0, CH;); 1,91 (m, 2H, NCH,CH,); 3,08 (M,
2H, NCH,); 3,38 u 3,39 (m, 1H u 1H, J 5,7, CH,CHN);
3,96 u 3,97 (x, IHwu 1H, J 7,0, OCH,); 4,16 (t, 1H, J 5,7,
NCH); 4,58 u 4,60 (1, 0,5H u 0,5H, J 6,3, OCH);

TaGnuma 2
AHTHKOPAa30/10Basi AKTHBHOCTh M MHOpPeJAKCAIMs COeINHEHHIt
IVo, B,r u nypemuga

Coeum{enne AHTaroHusM™ c KOpasoJioM, MHOpCJ’laKCaHI/Iﬂ,
Ofl5,, mr/Kkr* T/l5y, Mr/kr
IV6 152 (104,8 —220,4) >200
Vs 185 (123,1 -277.5) >200
IVr 120 (85,7 — 168) >200
[Tydemun 86 (63,7—-116,1) 720 (588 —883)

* Coemunenus IVO u IVB cTaTUCTHYECKH 3HAYMMO YCTYTNAIOT Iy heMuy, a
coeauHenue [Vr — He 3Haumnmo (p = 0,05).
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6,71 - 6,79 (M, 2H), 6,94 7,11 (m, 3H), 7,16 (m, 1H),
7,34 (M, 1H) u 7,52 (m, 1H, CHy); 7,20 u 7,22 (¢, 0,5H u
0,5H, NCH=). C,,H,(N,0,.
N-[3-(4-IIponoxcudennin)-3-ruApoKCUNPONUII| TPU-
nrodan (IIIB). Beixon 85 %, T. . 215 - 218 °C. R;0,56.
UK-cnekrp, v, em L 3465 (unmon), 3255 (OH). Cuektp
SIMP 'H (DMCO-d, + CF,COOD, §, m.x1., J, T'mr): 1,03 (,
3H, J 7.4, CH;); 1,76 (m, 2H, CH,CH;); 1,79 (m, 2H,
NCH,CH,); 2,74 u 2,96 (m, 1H u 1H, NHCH,); 3,15 u
3,34 (m, 1H u 1H, NCHCH,); 3,54 (m, 1H, NCHCH,);
3,83 u 3,85 (1, 0,7H u 1,3H, J 6,5, OCH,); 4,00 (1, 3H,
NH, OH u COOH); 4,54 u 4,61 (na, 0,65H u 0,35H, J,
74, ), 4,8, OCH); 6,65 u 6,71 (m, 0,7H u 1,3H, C,H,0);
6,92 — 7,11 (M, 4H, H,,,); 7,23 n 7,24 (1, 0,65H u 0,35H,
J 2,1, NHCH=); 7,32 u 7,34 (n, 0,65H n 0,35H, J 7.9,
C¢Hy); 7,59 u 7,60 (n, 0,65H u 0,35H, 1 7,7, C;H,); 10,73
n 10,76 (m, 0,65H u 0,35H, J 2,1, NHCH=). Cmecs 2 nua-
crepeoMepoB (~65:35). C,3Hy N, O,
N-{3-I'mapoxcu-3-[4-(3-meTn10yT0KCH) PeHHI | IPO-
muajtpuntopan  (IIIr). Bexxox 85%, T 1.
215 -218 °C. R;0,53. UK-cmextp, v, cM ': 3409 (ummon),
3320 (OH). Crekrp SIMP 'H (DMCO-d, + CF,COOD, 3,
M.z, J, T'm): 0,97 u 0,98 [x, 3,6H u 2,4H, J 6,6, (CH;),];
1,62 (x, 2H, J 6,6, OCH,CH,CH); 1,68 — 1,80 (M, 2H,
NCH,CH,); 1,81 [n, 1H, CH(CH,),]; 2,75 (M, 1H), 2,97
(m, 1H), 3,16 (m, 1H), 3,36 (M, 1H), 3,55 (m, 1H,
NCHCH,, NCHCH, u NCH,); 3,88 u 3,90 (1, 0,8H n
1,2H, J 6,5, OCH,); 4,54 u 4,61 (un, 0,6H u 0,4H, J, 7.6,
J, 4,7, OCH); 4,43 (3H, m, NH, OH u COOH); 6,63 u
6,70 (0,8H u 1,2H, m, C,H,0); 6,92 - 7,11 (M, 4H, H
7,25 (n, 1H, J 2,1, NCH=); 7,31 u 7,36 (M, 1H, H,,,);
7,58 = 7,63 (m, 1H, H,,,,); 10,76 u 10,80 [z, 0, 6H u 0,4H,
J 2,1, NH (unnon)]. Cmechb 2 nuacrepeomepon (~60:40).
CysH3,NL O,
N-[3-(4-Xn0ophenunt)-3-ruApoKCUnponuJi | TPUNTO-
¢an (Illx). Bexox 79 %, 1. . 216 —225 °C. R; 0,55.
UK-criektp, v, em ' 3459 (ummon), 3250, 3170 (OH).
Crnexrp SIMP 'H (DMCO-d, + CF,COOD, 8, m.x., J, T'n):
1,80 -2,03 (m, 2H, NCH,CH,); 3,01 -3,16 (M, 2H,
NCH,); 3,39 (M, 2H, CH,); 4,16 (1, 1H, J 5,8, NCH); 4,65
(m, 1H, OCH); 6,93 — 7,08 (M, 2H), 7,33 (m, 1H) u 7,52
(M, 1H, C{H,); 7,17 — 7,25 (m, 4H, C{H,Cl); 7,26 (¢, 1H,
NCH=). [Iga quactepeomepa (~50:50). C, H,,CIN,O;.
3-[(3-I'uapoxcu-3-pennanponun)ammuuo|-3-gpenn-
nponanoBasi kucjora (IVa). Bexog 80 %, T .
198 — 200 °C. R; 0,70. UK-cmektp, v, cM 2 3352(OH).
Crekrp SIMP 'H (DMCO-d4 + CF,COOD, 8, m.x., J, T'n):
1,84 (M, 2H, NCH,CH,); 2,76 u 2,95 (m, 1H u 1H,
NCH,CH,); 2,88 (ux, 1H, J, 16,9, J, 7,2, NCHCH,); 3,18
(nm, 1H, J, 16,9, J, 6,8, NCHCH,); 4,56 (nn, 1H, J, 7,2, J,
6,8, NCH); 4,70 (nn, 1H, J, 8,2, J, 4,2, OCH); 6,90 — 7,18,
7,21-7,26, 7,32 -7,42 u 7,47 -7,53 (m, 2H, 3H, 3H u
2H, Ar). C;sH,;NO;.
3-{[3-T'uapoxcu-3-(4-meToxcudenna)nponuiajamm-
HO}-3-¢pennnnponanoBas kucjaora (IV6). Beixon 81 %,
T. . 200 — 205 °C. R; 0,57. UK-cmektp, v, eMm ! 3365
(OH). Cuekrp SIMP 'H (DMCO-dg, 8, m.a., J, Tm): 1,75
(x, 2H, 6,4, NCH,CH,); 2,38 -2,66 (M, 4H, NCH, u
CH,COO0); 3,75 (¢, 3H, OCHy); 4,03 (uun, 1H, J; 9,5, J,
4,6, J; 3,3, NCH); 4,58 (at, 1H, J, 13,3, J, 6,3, OCH); 6,77

apom);
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(M, 2H) n 7,17 (M, 2H, CHs); 7,22 — 7,40 (M, SH, C¢Hy);
NH, OH u COOH npu & = 3,8 M. II. B BHJIe OYCHb ITUPO-
xoro curHana. C,oH,;NO,.

3-{[3-T'uapoxcu-3-(4-3T0KcUPeHHIT)IPONHIT|AMUHO} -
3-¢pennamponanoBasi kuciaora (IVB). Brixon 91 %, T
wi. 168 —171°C. R; 0,60. UK-cnektp, v, cm ' 3350
(OH). Cnektp SIMP 'H (DMCO-d, + CF,COOD, 3, m.1.,
J, Tm): 1,35 u 1,35 (1, 1,5H u 1,5H, J 7,0, CHjy);
1,79 -1,93 (m, 2H, NCH,CH,); 2,68 -2,97 (M, 2H,
NCH,); 2,83 -2,93 u 3,10 - 3,19 (m, 1H u 1H, CH,CH);
3,96 m 3,96 (x, 1H, 1H, J 7,0, OCH,); 4,51 — 4,63 (M, 2H,
NCH u OCH); 6,72 — 6,78 (m, 2H, C,H,); 7,10 — 7,16 (M,
2H, C(H,); 7,35-7,43 (m, 3H) n 7,47 7,52 (m, 2H,
C¢Hs). Cmecs 2 mnactepeomepos (~50/50 %). C,,H,sNO,.

3-{[3-I'mapoxcu-3-(4-nponokcupenna)nponusjamm-
HOo}-3-pennnanponanoBasi kuciaora (IVr). Bexon 93 %,
7. . 180-183°C (W3 cmecu: 3TaHom — Boma —
mpem-Oytanon, 7,5:5:3). R; 0,56. UK-cmektp, v, cm L
3360 -3300 (OH). Cnekrp SMP 'H (DMCO-dq+
CF,COOD, 9§, m.x., J, I'm): 1,02 (1, 3H, J 7,3, CHy); 1,72
(M, 2H, NCH,CH,) n 1,75 (xt, 2H, J;, 7,3, J, 6,5,
CH,CH,); 2,54 (m, 2H, CH,N); 2,41 (un, 1H, J, 15,8, J,
5,)m 2,61 (nn, 1H,J, 5.8, J, 9,5, CH,CO,H); 3,88 (T, 2H,
16,5, CH,0); 4,03 u 4,04 (an, 1H, J, 9,5, J, 5,1); 4,53 u
4,57 (an, 1H, J, 7,0, J, 5,5, CH-OH); 6,77 u 6,78 (1, 2H, J
8,7), 7,15u 7,16 (m, 2H, J 8,7, C,H,); 7,23 — 7,40 (M, 5H,
CsHs). Cy HyNO,.

3-{[3-T'uapoxcu-3-(4-u3onponoxkcudeHu)nponui|-
aMuHO}-3-(peHnanponanoBasa kucjaora (IVm). Boixon
89 %, T. ur. 185—187 °C. R; 0,55. UK-cmiektp, v, cM '
3180 (OH). Cuekrp SAMP 'H (DMCO-d, + CF,COOD, 5,
M., J, T'm): 1,24 (o, 6H, J 6,0, CH;); 1,84 (M, 2H,
NCH,CH,); 2,66 —-2,97 (M, 3H) u 3,08—-3,16 (M, 1H,
a-CH, nu CH,CO,H); 4,41 —4,62 (m, 3H, OCH, NCH,
CH-OH); 6,71 (M, 2H) u 7,06—-7,13 (m, 2H, C.H,);
7,33 -17,39 (M, 3H) u 7,44 — 7,49 (M, 2H, C(Hs). Cmech 2
auactepeoMepos. C, H,,NO,.

3KCl’l€pMM€Hma]lea}l buonocULecKas yacmo

HccrienoBanbl MPOTUBOBOCHIAIMTENIbHbIC, aHAJIbIETH-
YEeCKHe, a TaKKe MPOTUBOCYIOPOXKHBIC CBOMCTBA COEAHU-
Henuit [ —IV.

AHaJbreTH4ecKre U MPOTUBOBOCIAIUTEIbHbBIE CBOMCT-
Ba u3yueHsl Ha 190 OenbIx OECOPOAHBIX KpbIcax 000ero
nona maccoit 100 — 120 1. Mccnenyemsie Bemectsa 110, B,
IIla— 1, IVa— 1 B mo3ax 5 u 25 MI/KT U penaparsl Cpas-
HeHust BosbTapeH (10 mMr/kr) wm wHAOMETanuH (3 MI/KT)
BBOJIMJIM I€pOpajbHO. B kauecTBe pacTBOpUTENS UCIONb-
30Banu 1 % pacTBOp KpaxMajiabHOTO Kieicrepa.

JlelicTBUE coeIMHEHNH U BOJIBTAPEHA HA Pa3BUTHE OCT-
POro BOCHAJIMTENBHOIO Ipoliecca U UX aHAIbleTHYECKHe
CBOMCTBA M3y4YaJH MPH OTEKE JIAlKU KPbICHI, BHI3BAHHOM
cyOmaHTapHbIM BBefeHueM | % pacTBopa KappareHuHa
[5]. Hccaemyemble BelecTBa U Ipemapar CpaBHEHUS
BOJIGTAPEH BBOAWIN OJHOKPATHO. OMpPEAesiii BeTHIHHY
OTEKa JIAIKX >KUBOTHOTO U IOBBIMICHNE OOJICBOTO TTOpOTa
(B % 10 OTHOLLIEHUIO K KOHTPOJIIO) Yepes 3 4 ociie BBeje-
HUS KappareHuHa.
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BrusHue coenmuHeHnii Ha XpoHUYeckoe mponudepa-
TUBHOE BOCIAJCHUE MpoBoauiIn Ha moxenu «Pellet-rpa-
Hynemay [5]. JlelicTBrue coeMHEHUI OLIEHUBAJIH 110 BIIHSI-
HHUIO Ha Maccy CyXO# rpaHyseMbl, pa3BUBLIEHCS B Tede-
Hue 8 JHEel BOKPYT KapTOHKH B PE3YNbTaTe €€ MOAKOKHON
anmiuKauuy. V3ydeHHble COEAMHEHUS M HMHIOMETaluH
BBOJIWJIN €KETHEBHO B TIOCIIEIHIE 4 JTHS SKCIICPUMEHTA.

HccnenoBanue mMpOTUBOCYIOPOKHOW aKTHBHOCTH CO-
enuuenni [1la — 1, IVa — n npoBoanim Ha 135 GebIx Mbl-
max o0oero moja maccor 18 — 25 r Ha MojeIH KOpasoiio-
BBIX KIIOHMYECKHX CyIopor. BemiectBa BBOOWIN BHYTPH-
OprolMHHO OfHOKpatHO B jo3ax 100, 200 mr/kr Bo
B3BECH C KapOOKCUMETHIILICILTIONO030M 3a 45 MUH. 10 BBe-
JeHusa kopasona. Kopas3osioBble KIIOHMYECKHE CyAOPOTU
[oJIyyaJld NPH MOAKOKHOM BBEIEHMH KOpaszojla B J103€
90 mr/kr [6]. I[IpoTHBOCYIOPOKHOE JICHCTBHE OLICHUBAIN
[0 MPEIYNPEKACHUIO KOPA30JIOBBIX KIIOHUYECKUX CYI0-
por. JIisi ka0l 103bl COEAMHEHUH 10 KaXKAOMY TECTY
WCIIONBb30BAJIM MO 5 KUBOTHBIX. KOHTPOJIBHBIM JKHBOT-
HBIM BBOJWIIN AMYIbrarop. Kpome Toro, m3ydeHo Heipo-
TOKCHYECKOoe (MHOpPETIaKCaHTHOE) IeHcTBUE COelIMHEHUN
B 7103ax 100, 200 MI/Kr 10 TeCTy “‘BpalllalolIerocs CTepK-
Hs” 'y Mblmei [7]. C 9Tol 1enblo KUBOTHBIX MMOMEIATN
Ha METaJUNIMYEeCKHUI CTePKEHb C TOPPUPOBAHHBIM PE3UHO-
BBIM TIOKPBITHEM, KOTOPBIM BpAIajCsi CO CKOPOCTHIO 5
000opoToB B MuHYTY. ONpenersuTi Ynuciio KUBOTHBIX, HE
CHOCOOHBIX yJepKUBaThCS HA HEM B TeueHue 2 MuH. llpe-
napaTom cpaBHeHHs ciyxui mydemus [8]. nsa onpenene-
HUs 3¢ dexkTnBHON 10361 Dlls, (IPOTUBOCYIOPOKHBIN (-
¢exr y 50 % xuBoTHBIX) U TJl5, (HeHpoTOKCHUeCcKas J03a
y 50 % >KMBOTHBIX) UCIIOIb30BAIM CTATUCTHUECKUHA METOJ
npoduT-aHaau3a no Jluruduabay u Yuikokcony [9].

Pesynomamst u ux obcyscoenue

Bce m3ydeHHbIe COCTUHEHUS B J103€¢ 5 MI/KT HE OKa3bl-
BaJI IPOTHBOBOCHAIUTEIHOTO U aHAJIbI€TUYECKOTO JIei-
CTBHSL.

PeSyﬂbTaTbI U3YYCHUS BIIMSAHUA COCHI/IHGHI/II\;I B 103€
25 MI/KT Ha OCTPOE M XPOHHUECKOE BOCIAJICHUE, a TAKKE
WX aHaJbIeTHUYECKOE JCHUCTBHUE, NMPHUBEJCHHBIC B TAaOI. 1,
CBUJIETEILCTBYIOT, 4TO npou3BoaHbie BaiuHa (116 n IIB)
[IPU OCTPOM BOCHAJICHUH MPOSBUIN CIa0yI0 IPOTHUBOBOC-
MAJIUTENbHYIO U aHAJBIeTHYECKYI0 aKTUBHOCTD, TOT/IA KaK
NIPYU XPOHUYECKOM BOCTIAJIEHHMH HAOIIOIaIoch Ooree BbI-
pakeHHOE JelicTBHE: pa3BUTHE TPAHY/ALMOHHON TKaHU

onu yraeranu Ha 50,8 u 50 % (p < 0,05) coOTBeTCTBEHHO,
ycTynast, OAHaKO, UHIOMETAlLUHY.

AMMHOIIPOIaHOIBI — Tpon3BoAHbIe DL-TpunTodana,
coieprKalie HuzlMe ankokcu-panukansl (I1la —B), oka-
3aJIMCh HEAKTUBHBIMU, B TO BpeMs KaK COEJUHEHUS C 3a-
MECTHUTEISIMHA U30aMuitokcH- 1 xyop- (IIr u Ilx) nposiBu-
M c7a0yi0 TMPOTHBOBOCIIAHUTENBHYIO M aHAJIbIeTHYC-
CKYl0  akTHBHOCTh. lIpomsBomuele  DL-B-henmn-f3-
ananunna (IVa, 0,1, 11), 32 UICKITFOUEHUEM TOKCHUITPOU3BO/I-
Horo (IVB), Takke oKa3aiuch aKTHUBHBIMHU.

Pesynerarel U3ydeHHs NPOTUBOCYAOPOKHOM aKTUBHO-
CTH COCIAWHCHMH NOKa3aJiM, YTO HEKOTOPHIC M3 HHUX —
npousBoaHble B-(enmn-f-anannna (IVO, B,r) — npossis-
JIU aHTArOHU3M ¢ Kopa3zojoM (Tadim. 2). OqHako, Kak BU/I-
HO W3 TaOMHUIBI, IO AHTHKOPA30JIOBOM AKTHBHOCTH OHHU
ycrynany mydemMuay. Y oCTalbHbIX COSAUHEHUH HE ObLIO
BBISBJICHO TIPOTHBOCYIOPOKHOW aKTHBHOCTH. Kpowme
TOTO, BCE COCMHEHMS B M3YUCHHBIX J03aX HE MPOSBIISIN
MHOpETaKCaIHH.

Takum o0pasom, cpeau apuIanTU(paTHIECKUX aMHUHO-
MPOTIAHOJIOB, COZEPXKAIIMX (ParMeHThl AMUHOKHCIIOT,
BBISIBJICHBI BELICCTBA, 00JIa1AIONINE BHIPAXKEHHOI POTH-
BOBOCIAJIMTEILHON aKTUBHOCTBIO MIPU XPOHHYECKOM BOC-
NaJeHMH, a TaKXKE COCIMHCHHMS, NPOSBILIIOIINE yMEPCH-
HYIO IIPOTUBOCYAOPOKHYIO aKTUBHOCTb.
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SYNTHESIS AND BIOLOGICAL ACTIVITY OF N-[3-(4-SUBSTITUTED-PHENYL)-
3-HYDROXYPROPYL]-VALINES AND -TRYPTOPHANS AND 3-{[3-HYDROXY-3-
(4-SUBSTITUTED-PHENYL)PROPYL]JAMINO}-3-PHENYLPROPIONIC ACIDS
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A series of N-[3-hydroxy-3-(4-substituted-phenyl)propyl]valines, -tryptophans and 3-{[3-hydroxy-3-(4-substituted-phenyl)propyl]amino}-3-phenylpropio-
nic acids have been synthesized by sodium borohydride reduction of corresponding N-[b-(4-substituted-benzoyl)ethyl]amino acids. The results of biological
tests showed that the obtained compounds possess anti-inflammatory and anticonvulsant activities.

Keywords: N-[p-(4-substituted-benzoyl)ethyl]amino acids, synthesis, NaBH, reduction, N-[3-hydroxy-3-(4-substituted-phenyl)propyl]amino acids,
3-{[3-hydroxy-3-(4-substituted phenyl)propyl]amino}-3-phenylpropionic acids, anti-inflammatory and anticonvulsant activities
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