[PB]-2vn-36 BAILES B1055FES (2025)

RS FR IO TANMERBIZE DI A TANUEERT
FSERFRXR/YDEHEBDTURY FAFERK

Car PEERHE ! - BOREERF 2) Ot & ! - pEF ik ' - =i %' - THE HdH
Dok izl S ORHE ! - R M 2 - R fEz e T E !

Enantioselective One-Pot Synthesis of Cyclopropane-Fused Tetrahydroquinolines via a Ru-
Catalyzed Intramolecular Cyclopropanation ('School of Pharmacy, Iwate Medical University,
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Stereoselectively constructed cyclopropane-fused azacycles are unique core structures in
many biologically active molecules. Among these, cyclopropane-fused tetrahydroquinolines
exhibit potent antiviral activity against HIV-1 non-nucleoside reverse transcriptase. We present
here a highly enantioselective one-pot synthesis of cyclopropane-fused tetrahydroquinolines
bearing carbonyl functionalities, which are difficult to synthesize using conventional methods.
Employing readily accessible alkene-tethered anthranilaldehydes, hydrazone formation, and
subsequent Ru-catalyzed intramolecular cyclopropanation furnish the desired products in
<87% yield and <95% ee under mild conditions. We will also discuss the optimization of
reaction conditions, determination of absolute configuration, and substrate scope.
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