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Various 3-phospholene 1-oxides, such as l-alkoxy and 1-amino derivatives that
are available by the McCormack reaction and subsequent direct functionalizations,
form a representative group of P-heterocycles. 12

1-Alkoxi-3-phospholene 1-oxides (1), obtained directly from the corresponding
phosphinic acids by MW-assisted direct esterification, can be used in ring
enlargement involving the addition of dichlorocarbene on the double-bond of the
phospholene oxide (1) followed by the thermal opening of the cyclopropane ring
of the dichlorocarbene adduct (2) so formed.
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We have found that higher carbon atom chain alkoxy groups promote the
dichlorocarbene addition reaction.

The synthesis of l-amino-3-phospholene 1-oxides (5) involves the reaction of
the corresponding phosphinic chloride (4) with amines. However, the reaction
results in a mixture containing the expected amino-phospholene oxide (5) and,
surprisingly, its N-phosphinoyl derivative AMW as a by-product,
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It was found, that the product composition could be influenced (fine-tuned) and
thus, either phosphinic amide 5 or the corresponding bis product (6) can be obtai-
ned selectively, and in high yields.
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Purines' and their analogues show a great variety of biological activities,
7-Deazapurines QE&&M@;&@%&EE:Q& have been much less thoroughly
studied but some examples display antibiotic?, antiviral® and cytostatic* effects.
In our previous study, we have reported synthetic approach to 8-modified
7-deazapurines via a “one pot® C-H borylation followed by Suzuki coupling.®
An analogy to C-H sulfenylation of indoles,S we report here on sulfenylation
of 7-deazapurines to position 7 by diverse disulfides using Cu catalysis in air,
Optimized conditions (Scheme 1) allowed the synthesis of the target 7-alkyl- or
-arylsultanyl derivatives in nearly quantitative yields.
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