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A NEW WAY FOR POTENTIAL AMINOPHOSPHONIC ACIDS
PRECURSORS

HENRI-JEAN CRISTAU*, JEAN-MARC LAMBERT, ANNE SARRIS AND

JEAN-LUC PIRAT*
Laboratoire de Chimie Organique, ENSCM, URA 458, 8 rue de I'Ecole Normale,
34053 MONTPELLIER Cedex 1, FRANCE

Abstract New five membered-ring 3,3-dihydro-1,4,2-oxazaphospholenes ],
potential precursors of aminophosphonic acids, have been synthesized and
characterized by 'H, !3C and 3!P NMR.

The replacement of COOH group by P(O)(OH)? or related functions exhibit a broad
range of interest because several synthetic and natural phosphonic analogs of amino
acids have rather interesting biological properties!. We directed our research to the
synthesis of five membered ring with P-C-N unit 1 which could provide, after mono-,
di-alkylation or Kncevenagel reactions on the 3-position and hydrolysis, a convenient
procedure to synthesize a wide range of aminophosphonic acids 2.

0
1] 8 HBraq (H2SQ4 )
b) P(OEY)5 { PhCH3) OFEt
N=CHp=OH ~————————& HoN—CHp =P
) HoN-NHo ( EtOH ) g\oa
8 (92%)
PhCOC!
(CgHgN)
PClg P
é -— Pn-c NH—CHg —P_
’P\oa (CsHsN) 5 & okt
1 (85%) (85%)
BM*
-2 H
Voo = :’ = j\oa - 2“‘\
1 1) Base CHR' CH,R' "
2) RCHO _( H.R'
9H / ¢° Hy )AL RO, ’
NI N P
o’ “ogt Cat. 07 Nomt )

1. P. Kafarski, P. Mastalerz, Beitrdge zur Wirkstofforschung, ed. P. Oehme, H. Loewe, E. Gores, J.
Axt, Inst f. Wirkstofforschung, Berlin, Vol. 21 1984,

[7571/125



