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Efficient syntheses of 1,2,3,4,4a,5-hexahydro-pyrazino[2,1-c][1,4]benzothiazine-6,6-dioxide
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Expeditious routes to 1,2,3,4,4a,5-hexahydro-pyrazino[2,1-c][1,4]benzothiazine-6,6-dioxide, a methylenesulfone-constrained arylpiperazine, have been devel-
oped. The key step forms the tricyclic system in a cascade of reactions via a 1,4-addition, nitrogen alkylation, and aromatic substitution sequence.
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The influence of added ZnCl, on the illustrated reductions is shown to be highly dependent on the nature of both the substrate (ketone or lactol) and the Ar group
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A convenient approach towards 2- and 3-aminobenzo[b]thiophenes pp 2474-2485
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Reaction of 1-(2-chloro-5-nitrophenyl)ethanone via Willgerodt-Kindler route with primary or secondary amines and sulfur allows a simple, efficient +
one-pot synthesis of 3-aminobenzo[b]thiophenes. Base-catalyzed transformation of 4-(2-chloro-5-nitrophenyl)-1,2,3-thiadiazole in the presence @
of primary and secondary amines offers a convenient approach towards 2-aminobenzo[b]thiophenes.
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A method by which to accomplish formal threonine ligation has been developed. The thiol function in y-thiol threonine reacts with a thioester acyl
donor generated by rearrangement of an ortho-thiyl phenyl ester at the C-terminus. S-acylation is followed overall by S— N acyl migration to
produce an N-terminal y-thiylated threonine residue. De-thiylation of the mercapto group under free radical conditions affords a threonine
ligation product.

Details can be found in Tetrahedron, 2010, 66, 2277-2283.
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