SUMMARY

Several, 3,5-dinitro benzoyl amino acids were readily
prepered by direct reaction of 3,5-dinitro benzoyl chloride
( X111 ) with the eppropriate amino acids in dioxane-Et3N
mixture. Coupling reaction with L-, B-and DL-alanine, L~and
DL-Berine, L-leucine, L-and Dl-phenyl alanine and L-tyrosine
needed 1 : 1.2 mole of the .acid chloride ( ( X111 ) and the

amino acid respectivily ( X1V - XX11 e

O JE-,
CONH - CH = COCH
. R .
O ( X1V ~ T3l )
(Xiv) , =1 - Ala s (XIX) , A= L -~ Leu
(XV ), A =B - Ala ; (XX ), A=0L - Fhe
( Xvi ) , A = DL - fAla 3 (xx1 ), A = DL - Fhe
(IV11) , A =L = Ser = 3 ( xx11) , A =5 - Tyr
( ¥V111), A = DL - Ser

Synshesis of 3,5 dinitro benzoyl amino acid methyl
egters ( XX111 - XXX 1V)were successively performed by
coupling 3,5 ~ dinitro benzoyl chloride ( X11l ) with the
appropriate amino acid methyl esters in dioxane -~ Etjﬂ

mediume.




0,N A

COVH - ?H ~  COOCH
O E

( XX111 - XXXIV )

3

(X111 ) , A=Gly - OMe ; ( XX1X ) , A = DL — Val-OMe
(xxXv ), a =L - fla - OMe,( XXX ) , A = L~ - Leu-OMe
(xXxxXv ), 4 =B - Ala - OMe,t Xx1 ) , A = Dh-nor-Leu--CMe
(XXV1 ) , A =1 - Ser - OMe, (XXX11 ) , 4 = DL-Phe-OMe

( XOVI1 ) , 4 = DI-Ser- OMe ,(XXXLL1) , A = I-tyr - OMe

( XXV111) , A = L-Val = OMe ,(XXX1V ) , A = L - Tryp - OMe

Preparation. of the hydrazides ( XXXV - XL111l ) were
easily performed by the action of hydrazine hydrate on the

corregponding methyl esters in ethanol.
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CONH - CH - CONHNH,
¢
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( XXXV - X111 ) _
L~Leu-N,H

(XXXV ) y A = L - f1a - Ny Hy 3 (XL ) A= R

( XXXV1) y A = B - Ala =~ N, H3 s (X111 ) &= Dl—nor—Leu-N2H3
( xxxn1), 4 = L - Ser ~ N2H3 s ( XL11) A = L~Tyr—N2H3
(XXXV111), A = L - Val - NoHy 3 ( XL111)A = L-Tryp- N,H,
(ZxXX1X ), A = DL-Val-N.H
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Coupling of some 3,5-dinitro benso¥yl amino acids
with different amino aecid methyl esters in tetrahydrofuran-
EﬁgN_using the dicyclohexylearbodiimide method afforded the
dipeptides ( X1V - 1111 )e
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COMH - CH ~CONH —CH - COOCH3
| !
O2N R R

( X1V - 1111 )

(211V),A=L~4Ala - DL - Val - OMe
( XLV ) , A =1 - 4&la -~ DL ~ Phe - OMe
{ xxnn ), A = Db~ £la - DL - Val - OMe
( xIv11) , A
( XLV 111),A = L ~ Ser - DL - Phe - OMe
(XX ) , 4 ~ Fhe -~ DL - Val - OMe

L - Ser - I -~ Val - OMe
L
L
( L ) 4 A=L«Tyr ~ DL - Ser - OMe
L
I
L

]

(11 ), 4
(L11 ), 4 =

|

- Tyr - DL - Val - OMe
- Tyr - DL - nor - Leu - OMe
- Tyr -~ DL - Phe - QMe

The biologicel activities of all the synthesized
3y5=dinitro benzoyl amino ecids, estérs, hydrazides and
dipeptide esters ( X1V - L11l ) were tested against
different zram - Positive, grom-megative microorganisms
and fungi. Some of the synthegized amino acid derivetives

were found to possess different “biological activities.
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