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Enantioselective Palladium-Catalyzed Decarboxylative Dearomative 
Asymmetric Allylic Alkylation of Benzofurans: Diversity-Oriented 
Synthesis of Flavaglines

O

O

R1

O

O

R1

O

O

0.2–1.0 mol% 
Pd2(dba)3/
L19 or L25

Ar

NH HN
O O

PAr2 Ar2P

L19: Ar = 4-MeC6H4
New!

Ar

flavaglines

O R1R2

R8
R6

R5
1 2

3
3a

8b

4a
6

8
8a

7

5

R7
R4

Ar R3

ArAr

NH HN
O O

PPh2 Ph2P

L25: Ar = 1-naphthyl
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82–99% yield
90–96% ee
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conjugate 
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Ar = aryl or heteroaryl
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• is less hepatotoxic than tacrine
• is a potent noncompetitive AChE inhibitor
• completely inhibits EeAChE-induced Aβ1–40 aggregation
• does not affect Aβ1–40 self-aggregation
• shows strong neuroprotective effects
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18 examples
up to 97% yield

chiral directing group quaternary stereocenters
           dr > 25:1
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metal-free catalysis

n n n

easily accessible donor
mild reaction conditions
rapid reaction process

via glycosyl iodide intermediate applications to aza-aquayamycin synthesis
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1,4,2-Dioxazol-5-ones as Isocyanate Equivalents: An Efficient 
Synthesis of 2-Quinolinones via -Keto Amides
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yields up to 95% yields up to 83%

100 °C

22 examples 21 examples
* in situ generation of isocyanate
* metal-free
* operationally simple
* high-yielding

1,4,2-dioxazol-5-ones as isocyanate equivalents
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reactive species formed in situ

scalable and operationally simple

wide substrate scope and good yields

26 examples
 up to 91%
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