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R = Ph, 2-thienyl, Me, H
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R1 = aryl

R2 = H, alkyl, arylmethyl

Y = NH, NR, NHCO, CONH,

NHCONH, CH2O

1

CP-99,994 L-733,060 X = CONH, NHCONH, CH2NH, CH2O

Pfizer Merck, Sharp & Dohme Takeda

3a R1 = R2 = H

3b R1 = H, R2 = CH2(2-MeO)C6H4

3c R1 = H, R2 = (CH2)2Ph

3d R1 = R2 = Me

3e R1 = H, R2 = COCH2-2-thienyl

3f R1 = H, R2 = CONHCH2(2-MeO)C6H4

R3 = CH2(2-MeO)C6H4 R4 = CH2(3,5-bisCF3)C6H3
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4 R3 =CH2(2-MeO)C6H4

13a (67%) R3 = Me

13b (81%) R3 = CH2Ph

13c (71%) R3 = CH2(2-MeO)C6H4

14 R5 =CH2(2-MeO)C6H4

b

3f R5 =CH2(2-MeO)C6H4
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