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Mechanism studies
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To a 10 mL of round-bottom flask equipped with a stirrer was charged with substrate 1a (19.5
mg, 0.1 mmol), p-MePhl (2.2 mg, 0.1 mmol), Oxone (182.2 mg, 0.3 mmol) and NaCl (29.2 mg, 0.5
mmol). Then, H,0*® (0.2 mL) and DCM (1.0 mL) were added to the reaction flask. The reaction
mixture was stirred at room temperature for 4 h and monitored by TLC. Then, the reaction mixture
was extracted with CHCl, (3 <10 mL). The combined organic phase was dried over anhydrous
NaS04, and concentrated under vacuum. The residue was purified by flash chromatography (Silica
gel, eluent: petroleum ether: ethyl acetate = 10:1) to afford the product 2a (21.5 mg, 76% yield).
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cl Cl cl
p-MeCgHyl (10 mol%)

N\\_¢|  Oxone (2.0 equiv) 0

N NaCl (2.0 equiv)

N
)\N H,O/DCM, rt, 4 h 2\N
) )
\§) 88% ~—
3a 2a

To a 10 mL of round-bottom flask equipped with a stirrer was charged with substrate 3a (26.4
mg, 0.1 mmol), p-MePhl (2.2 mg, 0.01 mmol), Oxone (122.9 mg, 0.2 mmol) and NaCl (11.7 mg,
0.2 mmol). Then, H20 (1.0 mL) and DCM (0.2 mL) were added to the reaction flask. The reaction
mixture was stirred at room temperature for 4 h and monitored by TLC. Then, the reaction mixture
was extracted with CH,Cl, (3 <10 mL). The combined organic phase was dried over anhydrous
NaS04, and concentrated under vacuum. The residue was purified by flash chromatography (Silica
gel, eluent: petroleum ether: ethyl acetate = 10:1) to afford the product 2a (24.6 mg, 88% yield).

Cl cl
Cl Oxone (2.0 equiv) ©\)<FO
NaCl (2.0 equiv)

Z />>\Q

N
)\N H,O/DCM, rt, 4 h NQ\N
N \ \\)
\§) 72% —
3a 2a

To a 10 mL of round-bottom flask equipped with a stirrer was charged with substrate 3a (26.4
mg, 0.1 mmol), Oxone (122.9 mg, 0.2 mmol) and NaCl (11.7 mg, 0.2 mmol). Then, H.O (1.0 mL)
and DCM (0.2 mL) were added to the reaction flask. The reaction mixture was stirred at room
temperature for 4 h and monitored by TLC. Then, the reaction mixture was extracted with CH,Cl,
(3 <10 mL). The combined organic phase was dried over anhydrous Na;SO4, and concentrated
under vacuum. The residue was purified by flash chromatography (Silica gel, eluent: petroleum
ether: ethyl acetate = 10:1) to afford the product 2a (20.1 mg, 72% yield).
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'H NMR and *C NMR spectra of compounds
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