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THE GEM-TE~IRIDINOCICLOTRIPHOSPENE DIAZIDE, A SYNTHON TO MONOPHOS- 

PHAZENYLMONOAZIDO DERIVATIVES OF BIOLOGICAL INTEREST. 

Michele WILLSON', Michel SANCHEZ 2 and Jean-Franqois LABARRE 3 #  . 
Laboratoire des H6t6rocycles du Phosphore e t  de lIAzote, 

Laboratoire de Synthhse, Structure e t  R6activit6 des Mol6cules Phos- 

phor6es (UA 454), 
3 Laboratoire Structure et V i e ,  

Universit6 Paul Sabatier,  118 route de Narbonne, 31062 TOULOUSE CEDEX 

( France ) . 

The Em-tetraziridinocyclotriphosphazenes, N P Az X I ,  are  both 

antitumor a s n t s  (1, 2) and imnulo-modulators (3, 4) whatever X and Y are, 

but t h e i r  se lec t iv i ty  for malignant cells is comnonly poor. I n  an attempt 

a t  the production of more select ive drugs, w e  prepared monoazido 

derivatives ( X  = N Y = sanething else) for covalent binding t o  

antibodies. 

3 3  4 

3' 

The s t a r t i n g  material for t h i s  purpose is the  pm-te t raz i r i -  

dinocyclotriphosphazene diazide,  N P Az ( N  ) 1, prepared upon reaction of 

N Na with gem-N3P3Az4C12. STAUDINGER's reaction with su i tab le  phosphines L 

2b, L2 = glycol,  L '  = We2 2c, L2 = 2 
pyrocatechol, L' = NMe 2d) leads t o  t h e  expected monoazido der ivat ives  i n  

a qui te  neat way. Both i n  vivo and i n  v i t r o  reac t iv i ty  of t h e  azido hook 

in these drugs is now currently investigated.  

3 3  4 3 2  
2 3 

LIP (L  = L '  = Ph 2a, L = L '  = NMe 

2 

Thus, t h e  t i t l e  diazide leads the way t o  new monophospha- 

zenylmonoazidocyclotriphosphazenes and re la t ives  of biological i n t e r e s t .  
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