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UNSATURATED AMINO ACIDS: SYNTHESIS OF TRANS-3,4-DIDEHYDRO ANALOGUES
OF L-ORNITHINE AND L-ARGININE
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Summary: A multistep synthesis of trans~3,4-didehydro-L-ornithine and
trans-3,4-didehydro-L-arginine is described.

Unsaturated analogues of naturally occuring oK -amino acids are enzyme
inhibitors 1, antimetabolites for certain microorganisms 2’3, antibiotics 3,
chiral synthetic intermediates 4’ and potential precursors for the prepara-
tion of 2H- or 3H—labelled amino acids. This communication describes .the syn-
thesis of L-2,5-diamino-trans-3-pentenocic acid 1 and L-2-amino-5-guanidino-
-trans-3-pentenoic acid 2. Racemic ] was already mentioned by Rando > but
no details of its preparation were given.

Our synthesis is depicted in the following Scheme. According to NMR of

lw

the first step proceeds exclusively in the trans—manner. All intermediates
were characterized 6 and gave satisfactory both NMR spectra and elemental

analyses. The structure of target compounds was confirmed by 1H and 13C NMR

spectra 7.
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Reaction conditions:

a) KF/18-crown-6, MeCN, 25° (ref. ©); b) CF,CO.H, 25°, 20 min; ¢) SoC1

3¥¥2 2
25°, 3 h; ) Li(t-Bu0);ALH, THF, -30°%, 1 h; e) S0C1,, 25°, 2 h; £) potassium
phthalimide/NaI, DMF, 60°, 4 h; g) NaOH, H,0/THF, 20°; h) diluted HC1, 50°,
2 h; i) S-methylisothiourea, NaOH, 200, 70 h; j) acylase I (Merck), pH 7.2,

370, separation on Dowex 50 column.
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