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Thiazoles attached with aryl or hetercaryl groups (arylthiazoles) represent privileged structural
motifs +that are frequently wutilized in functional organic materials including organic
electroluminescent devices, as well as in bioactive compounds and pharmaceuticals. Thus, an efficient
synthetic methodology that allows cost- and step-efficient production of arylthiazoles is in high
demand. Moreover, in a situation where the structure-property relationships are not predictable, a
uniform and programmable design that allows the synthesis of all possible arylthiazoles would help
accelerate identifying and optimizing the “functional™ arylthiazole structures

[11 A programmed synthesis of privileged arylthiazoles via sequential C- H couplings catalyzed by
pal ladium or nickel catalysts has been accomplished. This versatile protocol can supply all possible
arylthiazole substitution patterns from an unfunctionalized thiazole platform by 11 distinct synthetic
routes. We have generated over 150 arylthiazoles by using this methodology. We have applied this method
to the rapid synthesis of fatostatin (SREBP inhibitor), and the gram-scale synthesis of triarylthiazoles
has been demonstrated.

[2] A Cd-selective C- H coupling of 2-aminothiazoles has been reported. In the presence of catalytic
Pd (OAc),, TEMPO, and LiBF, under air, 2-aminothiazole derivatives can furnish arylated thiazoles with
excel lent C4-regioselectivity. Additionally, we also describe the discovery of an unprecedented
synthesis of 2-aryl (benzo)thiazoles via G- N cleavage under palladium catalysis.

[3] A step-economical and diversity-oriented synthesis of a series of
2-arylidenehydrazinyl-4-arylthiazole and 2-arylidenehydrazinyl|-5-arylthiazole analogues
utilizing G- H coupling methodologies has been developed. A library of 54 new congeners was
synthesized and tested for their biological potential. Moreover, new knowledge regarding
structure-activity relationships (SARs) of these heterobiaryl compounds was collected.
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