Introduction

The Suzuki—Miyaura cross-coupling of boronic acid derivatives is one of the most used reactions in organic and medicinal
chemist's toolbox. The rapid advancement of this method resulted in its efficient application for the late-stage modification of
biologically active substrates and construction of combinatorial libraries.** Herein, we offer a library of heterocyclic boronic
esters with active halogen atoms. They can be used for metal-mediated cross-coupling reactions followed by the stepwise a
nucleophilic aromatic substitution (S, Ar) to produce functionalized products.

Me
N7 HO, H\ Me
QA A
zZ N W
I H Me AN XN Cr\q N
F. X, N | -z
(ORS¢ HCHERIF s W NGO ¥
\
N NMe, NJN\\)NH S \©\ )
P [¢]
Me” N OCF, ﬁjij/\cps
S
N
Inhibitor of CDK9 Inhibitor of Pim kinase Inhibitor of BCR-ABL1 Active antifungal agent Inhibitor of the menin-MLL interaction
W02012/101065, A2 WO02014/1377, A1 WO02013/171640, A1 W02020/247804, A1 W02017/112768, A1
Novartis Hoffmann-La Roche Novartis Amplyx Pharm. Vitae Pharm.
Case studies
Pd-mediated coupling and nucleophilic substitution: N—N/j\(F
/A Vi
=~ Z N
. Pd-couplin N-N F SNAT F
B(pin) [ pling] A //\,>\< o [SnAr]
4 Pd(PPhs)s, K,CO3 Nb [ jANHMs i-ProNEt =z |
_ + _
K,CO3, dioxane/water = H NMP, 170°C SN N/\(\NHMS
F
80°C,3h < 2h L_o
79% N" °F

EN300-305060

GCN2 inhibitor
W02019/148132, A1
Merck & Co.

We offer: >100 unique heterocyclic boronic esters on a 5-50 g scale from stock.
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