1. Arthrobacter transaminase

©
®
HsC~ “CHy  HsC” “CHy F NH. O
/ ’ /\/N Biocatalytic: 99.9% ee
N > N PN . L
N =" . Chemocatalytic: 97% ee
&r N aq. DMSO, pH 8.5, 45°C F N/ N (before recrystallization)
N7 \<

\< 2. phosphate salt formation CF

CF3 3

sitagliptin phosphate salt

F 1. Rh[Josiphos]/H, (250 psi)
2. remove Rh (carbon treatment)
F NH, O 3. recrystallization
NH,OAc “ 4. phosphate salt formation

CFs Chemocatalytic Shortcomings:

- requires removal of trace Rh

- Insufficient ee requires recrystallization

- practical concerns with high-pressure reaction
- high catlyst cost



