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Summary : Optically active 4-demethoxy-anthracyclinones were synthezised in few 

steps from lactose 3s chiral precursor of ring A and from leucoquiniza- 

rine as precursor of rings B, C and D. 

The total synthesis of naturally occuring anthracyclines, daunorubicin 1 - 
and adr iamycin 2 and of related structural analogs has been the subject of in- 

tense studies over the last decade’. Recent findings indicate that the 4-demethoxy 

derivative 3 of daunorubicin 1 is - _ 5 to 10 times more potent than l2 and of equi- - 
3 valent efficacy , and that substitution of the acetyl side chain of daunorubicin 

by a CH2OtI group, 
4 

as in 4 does not appreciably alter biologic31 activity. - 
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Based upon these observations we have prepared the anthracycline analog 5 

(4-demethoxy-9-deacetyl-9-hydroxymethyl daunomycinone) 5 which possesses both 

these structural modifications. Our objective was to prepare 2 in optically ac- 

tive form by 3 route which a) avoids the introduction of the hydroxy groups at 

C-9 and/or at C-7 at a late stage in the synthesis, and b) could be scaled up 

to a preparative level. For these reasons we chose the readily available and 

abundant sugar derivative a-q-isosaccharino-1,4-lactone 7 3s the precursor of tile _ 
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