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Novel 1-(2- Methoxyphenyl)-4-[3-Aryloxy-2-Hydroxypropyl]-
Piperazine Derivatives and Their Block Effects
on o-Adrenoceptor Subtypes

Junjun HUANG, Liu ZHU, Yajian HUANG, & Mu YUAN *

Pharmaceutical Research Center, Guangzhou Medical University,
195 Dong Feng Xi Road, Guangzhou 510182, P.R. China

SUMMARY. Two novel 1-(2-methoxyphenyl)-4-[3-aryloxy-2-hydroxypropyl]-piperazine derivatives (5 and 8)
and their respective enantiomers were synthesized and biologically tested. Their structures were characterized by
IH NMR, 13C NMR and MS. These compounds were evaluated for their blocking activity and selectivity toward
aqa, 0B, and op-adrenoceptors. Biological assays in vitro indicated that 5 and 9 showed a preferential antago-
nist profile for oyp and oy 5-adrenoceptor than for a5, which might have improved uro-selectivity compared to
the known potent 0,5 antagonist drug naftopidil 1. It was also found that different configurations exhibited dif-
ferent biological activities and subtype selectivities.

RESUMEN. Dos novedosos derivados de 1-(2-metoxifenil)-4-[3-hidroxipropil-ariloxi-2]-piperazina (5 y 8) y sus
respectivos enantiémeros fueron sintetizados y probados bioldgicamente. Sus estructuras se caracterizaron por
'H NMR, 13C NMR y MS. Estos compuestos fueron evaluados para su actividad de bloqueo y la selectividad ha-
cia o, 04, Y 0 p-adrenoceptores. Los ensayos bioldgicos in vitro mostraron que los derivados 5 y 9 tenfan un
perfil antagonista preferencial por ap y o, mds que por , o, que podrian haber mejorado la uro-selectividad
en comparacion con el potente antagonista conocido naftopidil 1. También se encontré que las diferentes confi-
guraciones exhibieron diferentes actividades bioldgicas y selectividades de subtipo.
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