
Dai, Mingji et al.
"Convergent and Efficient Total Synthesis of (+)-Heilonine

Enabled by C-H Functionalizations."
J. Am. Chem. Soc. 2024, 146, 1825 - 1831

6)

16)

17)

1)
2, sBuLi, TMEDA

Et2O; ZnCl2 in THF

-78°C to rt

then 1,

CPhos Pd G3

CPhos

THF, 80°C

2) TFA

Crabtree, H23)

4) Pd(OAc)2,
Cu(OAc)2

CO, air
tol, reflux

I
BocN

Me

H

BocN Me

Me

HN
Me

H
Me

N
Me

H

O

5) [RhCp*Cl2]2
AgSbF6

NIS, PivOH
DCE, 60°C

Me

N
Me

H

I

BH3•THF

O

O
Me

pTsOH•H2O
HOCH2CH2OH

Na2-Eosin Y
456 nm LED
O2, MeCN, rt;

thiourea, MeOH

O

O

Me

O

OH

KOH

MeOH/H2O

100°C

LiAl(OtBu)3H

THF

then 1N HCl

HO

O
Me

OH
H

TBSOTf (2 eq)
lutidine, -20°C

NaHMDS
Comins' reag. TBSO

OTf
Me

OTBS
H

TBSO

Me

OTBS
H

Pd(PPh3)4
LiCl, (Me3Sn)2

THF, refl.

Pd(PPh3)4
D, LiCl, CuCl
CO (1 atm)

dioxane, 60°C

O

N

H
Me

Me

h (370 nm)
AcOH, tol.

then KOH, MeOH/THF

TBSO

Me

TBSO

H

O
N

H

Me

Me

H

H

Zn, conc. HCl
EtOH, rt

TfOH, DCM
-40°C

HO

Me

HO

H

N

H

Me

Me

H

H

(+)-Heilonine

7)

8)

9)

10)

11)

12)

13)

14)

15)

1

2

Glorius, Frank et al
J. Am. Chem. Soc. 2012, 134, 20, 8298–8301

Zheng, Cheng-Yu & Yue, Jian-Min
Nat. Comm. 2023, 14, 2399

Tokuda, Masao et al
J. Am. Chem. Soc. 2004, 126, 44, 14342–14343












