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Sulfonamides are readily available and found in a variety of important compounds, in
particular drug molecules. Recently, late-stage functionalization has grown as a useful strategy
for transforming particular regions of complex molecules (e.g. by selectively functionalizing
C-H, C-X or C-B(OR); bonds). However, few methods that transform sulfonamides are
known.! We have recently reported a photoredox-based strategy for sulfonamide
functionalization via sulfonyl pyrroles.> Here we expand this reactivity to the
transsulfonamidation of sulfonamides with amines. This route involved initial conversion of
the sulfonamide to the sulfonyl pyrrole through a simple activation strategy. The sulfonyl
pyrrole then underwent transsulfonamidation with the appropriate amine in the presence of
lithium hexamethyldisilazide (LiHMDS). The late-stage transsulfonamidation for the synthesis
of drug conjugates was also examined.
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