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 Palladium-catalyzed Activation of The Inert β-C(sp3)–H 
Bonds of Aliphatic Carboxylic Acid Derivatives 

Pd(OAc)2 (10 mol%), I2 (1 equiv), PhI(OAc)2 (1 equiv),  CH2Cl2 ,  24oC 
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 8-aminoquinoline auxiliary 
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 Methods for Synthesizing Chiral β -Ar-β-Ar′-α–amino Acids 
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racemization 



 Methods for Synthesizing Chiral β -Ar-β-Ar′-α–amino Acids 

A Ligand for Monoarylation 

 M. Wasa et al., J. Am. Chem. Soc. 2012, 134, 18570–18572. 
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 A Diverse Array Of Monodentate Pyridine-derived Ligands 
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  Removal of Amide Auxiliary and 
Determination of Enantiomeric Purity 

 

 when conducted at 100oC, these reactions are typically complete within 20 hours, 
and no racemization of the α-chiral center is observed. 
 
Subsequent removal of the auxiliary can be accomplished under mild conditions 
without loss of enantiomeric purity. 
 
 the monoarylated products are readily converted to the corresponding N-
fluorenylmethyloxycarbonyl–protected unnatural amino acids 
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A Ligand for Diarylation 

  

  Palladium-catalyzed Arylation of Secondary C(sp3)–H Bonds 
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  Arylation of Alkyl Amino Acid Derivatives 
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  One-Pot Diarylation 
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  Further Applications of Pd Catalysis with L10 

 Ligand-enabled C(sp3)–H arylation with heteroaryl iodides 

C(sp3)–H  olefination of alanine derivatives 
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  Further Applications of Pd Catalysis with L10 
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Mechanistic Studies 

C(sp 3 )–H arylation with aryl iodides likely proceeds via a Pd(II)/Pd(IV) catalytic cycle,  
olefination probably proceeds via a Pd(II)/Pd(0) redox manifold 
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