WO 2020/263790 PCT/US2020/039076

HO_ _OH s
Pd{PPh3),; (10 mol%} ,JL.
A Kgcgs (4 equiv} Ci Cl
N Tolune/H,O/EIOH aq. NaHCO,;, DCM
i Ny, 85 °C
Me

%5 R
,}*NH Cul, 1,10-phen
N

R
Cs,C04 N HaH~R
P S —— I RS ——
e DME, 70°C DCM or DME
RT

FIG. 1
Fe®, NH,CI
EtOH:THF:H,0
652803 85 °C
[ECUIUINI—— ",
DRSO, rt

R
’ &
]
1. HaNR Ci /E\cg
2. Cul, Cs,C0;4 ag. NaHCO,
DMAC DCM




WO 2020/263790 PCT/US2020/039076

2/3

P &

{ Sr

o™ o7 0 We wo O PU(PPhy),, PO,
[ — | N
nBull, THF Toluene:Water (20:1}
-78°C 100 C, 18 hrs.

e —————
2. Cuj, 1,10-phen
Cs,C0,

Ble”

MaMCO,
Acetone

FIG. 3

CE'}J\R

CHLCly
Pyridine




WO 2020/263790 PCT/US2020/039076

3/3

PA(PPh,)y, KPP0, Fe, NH,CI

Toluene:Water E$OH, THF, H,0

HN—R B
Pda(dbag), BINAP O ,{>“ Br NBS

B

NaliBuy, toluene THF, reflux

FIG. 5



