
CO2CH2CF3

OCH2CF3

O

NH3
CF3COOH

NH2

O

TMSOTf, Et3N
pentane

NTMS

OTMS

I2

HN

I

O

Boc2O, Et3N

BocN

I

O

DBU, THF

BocN
O

NBS, AIBN

BocN
O

Br

Cs2CO3

BocHN
O

OEt
EtOH

N-bromoacetamide

5 mol % SnBr4 BocHN
O

OEt

Br
NHAc

TBAB
KHMDS

BocHN
O

OEt

AcN

cat. Cu2+

3-pentanol

BocHN
O

OEt

AcHN
O

N O

H Ph
Ph

H B
O tol

J. AM. CHEM. SOC. 2006, 128, 6310-6311
Yeung, Y.; Hong, S.; Corey, E. J.

Tf2N

 
 
 
 
 

O
H

O NO2
t-BuO2C

N
H

Ph

OTMS
Ph

5 mol %

20 mol %
chloracetic acid

DCM, RT

O

t-BuO2C

O

NO2

H

(EtO)2P(O) CO2Et

O

t-BuO2C

Cs2CO3

NO2

CO2Et

tolSH

-15°C, EtOH

0°C, 3h
evaporation

O

t-BuO2C
NO2

CO2Et
Stol

O

t-BuO2C
NO2

CO2Et
Stol

TFA

DCM
evaporation

O

HO2C
NO2

CO2Et
Stol

one-pot-operation, purified by column chromatography

oxalyl chloride
cat. DMF

DCM
evaporation

O

NO2

CO2Et
Stol

NaN3

water/acetone, 0°C

O

Cl

O

NO2

CO2Et
Stol

O

N3
one-pot-operation, without purification

 



O

NO2

CO2Et
Stol

O

N3

AcOH, Ac2O

RT

O

AcHN
NO2

CO2Et
Stol

Zn, TMSCl

EtOH, 70°C

O

AcHN
NH2

CO2Et
Stol

NH3

then K2CO3
EtOH

O

H2N
NH2

CO2Et
one-pot-operation

Angew. Chem. Int. Ed. 2009, 48, 1304-1307
Ishikawa, H.; Suzuki, T.; Hayashi, Y.  


