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Catalytic synthesis of potassium acyltrifluoroborates (KATS) from acyl chlorides (' Graduate
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Potassium acyltrifluoroborates (KATs) are useful for the chemoselective ligations of
proteins and for the synthesis of boronate fluorophores. However, previous methods
require excess metal reagents, preparation of boron reagents, several steps for the
synthesis of KATs. We developed Cu-catalyzed synthesis of various KATs from acyl
chlorides and bis(pinacolato)diboron in one step.

Borylation of p-methoxybenzoyl chloride (1) using Cul, PS-PPhs, t-BuOLi, Bzpin2 and
THF gave desired KATs 2 in 61% yield. We synthesized 28 examples of KATs bearing
electron donating/withdrawing groups, heterocycles, and alkyl groups.

Keywords : Potassium Acyltrifluoroborates (KATs); Borylation; One-step synthesis

TV R Y v a R uigs U A(KATs)E. BRI e &2 o7 EERiE A, 3k
BEOFERE L L THARLEY TH D, Lo L, KATsOREKRDOERIEIL, ) EFE

R EO&RRELH WD, 2R U ERELFRT 208N H D, 3B I LM
RET 5 EORENER ST\, AR Fx 38iilsiz Huv, AFEG RN
VERHEAL L AT a T — M UAR T v (Bypim) B FE & D EHIL A AT HKATs %
—BECTHRT D FIEEBHE LY,

p-A M XV EFBEA) 2 IR E U, A EOCul, A& LTHRY X
FL UM NY 7 2 =LK A7 ¢ (PS-PPh;), & 7 F LA E L T3.0% &DB,piny,
HH L L C2.5% 80rBuOLl, AL L CTHF 2 Wk v FE b zit/e~72E 24, H
H & T DKATS2MUHE61% TR Lo, RIEIZA MU ERAFOE G ESE K
I, 77 VBREEOLERE, Bk, BT AR AT L EEICH L THE
JGFTRECTH 0 . 228 DL R KATs DA IR T & 72,

(0}
CuCl, PS-PPhg ;
Cl Bypiny, t-BuOLi BF;K :
Baping BUOLL_ S BFaK <\’j)LBFsK ﬁ)LBFsK :
MeO THF

then KHF -
1 il 5 R' = EDG or EWG

1) One-Step Synthesis of Acylborons from Acyl Chlorides through Copper-Catalyzed Borylation Wlth
Polystyrene-Supported PPhs Ligand, Org. Lett. 2022, 24, 5596.

© The Chemical Society of Japan -K702-1am-14 -



