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C-O coupling reaction of iode pyrazoles with allyl alcohols
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The importance of pyrazoles and their diverse biological activities, including their roles in
antituberculosis, antibacterial, antifungal, anti-inflammatory, anticancer, and antidiabetic drugs
have been widely emphasized, and as a result, they have attracted considerable interest from
researchers. We have developed a total synthesis of withasomnine and its homologues, which
are natural bioactive substances. However, the synthesis of the intermediate 4-allyloxypyrazole
is a multi-step reaction, and the synthetic route needs to improve and shorten. Recently,
shortening of the synthetic route by a copper-catalyzed coupling reaction was reported, but it
required much volume of alcohol as a solvent. Therefore, we investigated the reaction
conditions for the coupling reaction using a regent amount of alcohol.

In the previous study, Tr group was used as a substituent at the 1-position of pyrazole, but
we confirmed that PMB group, was more suitable. Phenanthroline ligands among N, N-ligands
was suitable as ligands for the copper catalyst.

Keywords : Organic Chemistry, Pharmaceutical Chemistry

v T Y — VRO EEME P, PUEEK, PUEEE, PURESR, UK, BubERE
Wi ESRE T EMIEEIIIA S R SN TR Y FEEDORERELEZED TN D, K
WFEE ClL, RIRDOAEFIEMEYE CTH 5 withasomnine 0% DRIEAEZ G L T\ AH
DL L, FRWAD -7 VA F X ET ) — L OARITZEERISTH Y, Ak
KO « RESARD LIV D, ITF, S E W= Y U RO K B
B AR DML N E SNTEDN B EDO T LV a— A RMETH D &0 ) REN H
S FIT, Frxl, REEOT Va— AL BNy Y T RSO RS S
Rt L,

v =D 1 ALOERIE L U CIEBEIGEV PMB JEO 0% LTz, £72, 4
it DBINL 7- & L CIENN-BNL F-OFRTH 7 = F > b U U RENL 258 LTV,

' Cul(20 mol%), t-BuOK(2.2 eq), 0 \F
(g Ligand(20 mol%)
\ + XX on

’ N
N—N DMSO =
\R MW M
1) H. Ichikawa et al., Tetrahedron Lett., 2011, 52, 4448.

2)Y. Usami et al., Molecules, 2021, 26, 3370.

R

© The Chemical Society of Japan - [PB]-2vn-29 -



