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g-Functionalized organolithium con$oundsl of the type I (X=Hal, OR, NR2. . ..) are very unstable 

speCes. wti& undergo qnxabj @e.timinakn b yi& c4efiit. even at very low temperatures. In&e W 

&c&e wehave Sntix&be.~on anb ~niSxz z@xAxms LS s*es diSem3j.‘m ~tk~ e*stexax 

(05 a ne*ve charge onWhekru4xxnitiiIs‘$e&&ti~zbonp r&kxvkqqze~, 5x3 b&ox3 ti tis 

type have found synthetic use for the preparation of polifunctionalized compounds 4 Two different methods have 

been employed for the preparation of the corresponding dQeagents3 of the type III: (a) mercury-lithium 

transmetallation from the adequate aminomercurials IV* (b) chbrineAhium exchange from the correspoading @- 

chloroamides V with lithium naphthalenidd, in both cases at -78°C and previous N-deprotonation with an 

r&qW?km IW&z& @&Wzk? I}. EbWW, * I2?&& b M8 u&g &&&W?HkW VI i#& 6&w?& &?c?z&&, 

because after the first deprotonation the formation of the corresponding aziridine VII takes place even at -78°C 

and &is system &WIoa5Su~redaactipleqz&~~ ~??MWzrof~ EzA+u-me&. By c0&ztrasz, the Iuw k?m~trlue 

Zithio-arene reductive opening of epcxides have been used for t6e pqaration of iaQxme&ka of the type IL with 

X=0? On the other hand, we have recentfy reported that the use of lithium powder and a catalytic amount of an 

arene -naphthalene being the most generally usedg is more powerful and effective than the anresponding lithi* 

arene in different lithiation reactions, above all at low temperam&? In the present paper we describe for the first 

time the naphthalenexatalysed reductive opening of aziridines using lithium powder as lithiating agent. 
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Scheme 1. 

The reaction of N-phenylaziridine 110 with an excess of lithium powder and a catalytic amount of 

naphthakne (5 mol %) in THF at -7QYC led to a solution of the dianion 2, which by treatment with different 

electrophiles such as water, deuterium oxide. dimethyl disulphide. pivalaldehyde or cyclohexanone afforded. after 

hydrolysis. the expected products 3 (Scheme 2 and Table 1). The lithiation step has to be carried out at low 

temperature in order to avoid decomposition of the dianion 2 by proton abstraction from the reaction media+ 

when the temperature during the lithiation was ahowed to rise to room temperature the only reaction product 

isolated was 3a. 
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Scheme 2. Reagents and conditions: i, Li powder (5 eq), C t&Is cat. (0.05 

eq). THF, -7VC. 6 h; ii, E+=H20. Dfl, Me&. BulCHO. (C!O (1.1 

eq), -78 to 20°C 3 h; iii, H20. 

Alternatively the aziridine 1 can be generated in situ starting from the corresponding 

IV-(2-chfotoethyl)anilinerr; thus, treatment of this material with n-butyllithium at -783°C in THF for 30 min led to 

the formation of the compound 16 (~90% from GLC analysis), which after catalytic lithiation as above and final 

deuteriolysis yielded the expected product 3b in 85% isolated yield (>95% deuterium from mass spectrometry). 
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mmol; 0.5 ml in the case of water cr deuterium oxide) was added and the tern- was allowed to rifxto WC 

during cu. 3 h. The resulting mixture was hydrolyzed with water, acidified with 3 M hydrochloric acid and 

extracted with dichloromethane. The aqueous layer was then basified with 2.5 M sodium hydroxide and extracted 

with dichloromethane. The organic layer was dried over anhydrous sodium sulfate and evaporated (15 Tot-r). The 

resulting residue was purified by column chromatography (silica gel; hexane/ethyl acetate) and/or recrystallized 

(Table 1) to yield pure products 3 or 5. 
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