BocHN (6] O
1. Rhy(OAC),
OMe _—

| N,

e °9 ©
BocHN (@] @] (QhaL
IR . RN

OMe WSNT coMe (\ Oco,Me
M B TNURG

Cr,L,

[ < 2. NaBH,4 L_S\ 3. TFA

OH 4. formalin OH OH
HCI, NaCN S FS\
r\“" N~ COyMe r\““@N CO,Me r\\ N~ “CO,Me
o e -
NC NC
5. DMSO, (COCI),
-78  then Et3N
O S e O

H
h N~ CO,Me r\ N~ ~CO,Me
) o

f
<
D
%
0O

CN
MeO,C, \
[N N
H
0 o



o) O
Br ® Br PPh; Br Br

Br
H ©)—PPh; Br
| S~ B | Br  O=PPhy | Br

N N
Ts Ts Ts

. Pd—Br Br Pd—H
=
Pd(PPh.),,n-BusSnH —
N N
Ts Ts

Sonogashira coupling

Br H PdCI,(CH3CN),,Cul Br
a—— i a—
| Br |-Pr2NH2 | \
N oM N \
Ts _ Ts \__OH
“—NHTs \
NHTs
%\Q
Br
(7
|
o\
Ts OH
\
NHTs
Br @) Br O
| W\ TIPSOTY | W\ Zn(OTf),
N N
Ts \__ OH 2,6-lutidine Ts \__ OTIPS  NaBHsCN
\ \
NHTs NHTs
Zn(OTH), H@>
Br Br OZnOTf
o7\
Ts OTIPS




®
Br oH Br W O-PPhj
| IPNBSH, PPh3

W\ DEAD, THF | \

N N

Ts \__OTIPS then trifluoroethanol/H,0O Ts \__OTIPS
i \
NHTs NHTs

-PhsPO trifluoroethanol/H,O

-NsH

Pd(PPh3)4, K2CO3 PdBr
DMF
HO—.
’ . HO™ "¢ NTs
reductive
amino plladation \ NTs elimination XN
H
LnPd N
N NTs
N
Ts
disfavored

NE




