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Abstract Table 1. Minimum Inhibitory Concentration (MIC; pg/mL) results for 3-hydroxypicolinate esters. Table 2. Minimum Inhibitory Concentration (MIC ; pg/mL) results for bis(3-chloro-4-
methylphenyl)borinic acid esters.
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Diphenylborinic acid picolinate esters were active against Gram positive bacteria in the low R N\ on
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cytokines TNF-o and IL-1p from peripheral blood mononuclear cells (PBMCs) stimulated Entry R! A S. aureus S. epidermidis P. acnes B. subtilis H. NI
with lipopolysacharide (LPS). This compound is now in clinical development for Erythromycin 0.5 0.15 0.1 0.1 4 Entry R? S.aureus  S.epidermidis  P.acnes  B.subtilis H. influenzae
dermatological conditions, such as atopic dermatitis.
lermatological conditions, such as atopic dermatitis. 50 acl 3.CLPh <0.125 3 10 16 16 23a H 0.5 ~64 nt nt* nt
Introduction 5b 4-Cl 4-CI-Ph 4 1 1 1 16 5¢ 3-OH 1 05 03 1 >64
Atopic dermatitis (AD) or eczema, is an inflammatory disease affecting around 10-20 % of 10a 3-Cl Pyridin-3-yl 16 32 nt* nt* 32 23b 3-OAc 2 1 1 0.5 >64
children and 1-3 % of adults. In 90% of cases there is a bacterial component involving the 10b 4.l Pyridin-3-yl 64 32 Nt nte 16 23c 3-COPh 0.5 32 30 64 >64
Gram positive bactenum Staphylococcus aureus. The primary treatment of AI_) focuses on 10¢ 4Cl 2-Clepyridin-5-y! 3 3 e e 3 23d 3NH, ~64 ~64 1 ) ~64
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We previously reported a new class of antibacterial agents, borinic acid quinoline esters R )
(A)." Here we describe a related class, borinic acid picolinate esters (B), and the 5e 3-Cl-4-F 3-Cl-4-F-Ph 1 8 3 8 4 oo
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