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e B O (3530) : Stereoselective synthesis of oxindoles having a C3-stereogenic center is
developed for the synthesis of nitrogen-containing polycyclic natural products. The
C3-stereochemistry could be controlled by an axial chirality on the C-N bond of monosubstituted N-aryl

oxindoles in the moderate to high diastereoselective manner.
variety of oxindoles having substituents which can be seen in polycyclic alkaloids.

This method allows us to synthesize a
The aryl moiety on

the obtained oxindoles could be removed under the mild conditions.
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entry nucleophile yield (syn:anti)®

1 MeLi 97% (94:6)
2 EtLi 68% (91:9)
3 PhLi 92% (88:12)
4 CH,=CHCH,Li 84% (68:32)
5° TMSC=CLI 77% (91:9)
6° MeMgBr 85% (55:45)
7d PhLi 98% (84:16)
gef PhLi 76% (>95:<5)

“Determined by 'H NMR analysis. ’In the absence of LiBr.
“Reaction was carried out at =78 to —10 °C.

“?Et,0 was used as a co-solvent. ‘(HMPA was used as a co-solvent.
JUnreacted isatin 1 was recovered in 19% yield.
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R' R? method? yield yield

Me OH A quant. 83%

Et OH A quant. 83%

Ph  OH B 70%° 50%

allyl  OH B 94%° 55%

Me  CH,CO,Me A 83% 59%
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“Method A: H,, Pd/C, MeOH, rt; Method B: AICI;, Me,NPh,
CH,Cl,, rt. bCombined yield of the corresponding phenol and

isopropenylphenol derivatives.‘dr = >95:<5, determined by 'H
NMR analysis.
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