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By Stumpf, Andreas; Cheng, Zhigang; Beaudry, Danial; Angelaud, Remy; Gosselin, Francis ~E'{_§
From Organic Process Research & Development (2019), Ahead of Print. | Language: English, Database: CAPLUS
«%. ..+ The development of a redesigned and improved second generation
Coar Tl 1™ synthesis of the Nav1.7 inhibitor GDC-0276 based on experience gained
TEARL 2 == T Ll e | e from a fit-for-purpose first generation synthesis will be described. The
T - . = first generation synthesis proceeded via a regioselective SNAr reaction
A on the advanced starting material t-Bu 5-chloro-2,4-difluorobenzoate with

1-adamantanemethanol. In the newly developed second generation
synthesis, the much improved regioselective SNAr reaction was performed on the readily available starting material
1-chloro-2,4-difluorobenzene, followed by installation of the carbox...
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Suzuki-Miyaura cross-coupling with quasi-h£terogeneous palladium .
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Abstract: The Suzuki-Miyaura cross-coupling reaction using heterogeneous Pd/C has a
homogeneous component. The soluble palladium concentration increases during the reaction
reaching a maximum at ca. 90% conversion before falling to < 4 ppm.
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3. Fluorene derivative, and organic electroluminescent device using the same as or
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By Cai, Hui
From Faming Zhu
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Procedure

1. Charge a parallel reactor containing a stir bar with Pd-PEPPSI complex (0.05% mmol), 2-ch
phenylboronic acid (1.2 mmol), K3PO,4 (1.5 mmol) and 3 mL of solvent.

2. Carry out the reaction mixture at 80 °C for 4 hours.
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Experimental Protocols

MethodsNow™ Experimental Procedure
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Palladium(1+), [1-(diphenylph :wspl“inc-KPj:-.“\"-[(diphenylphoml“irn:-KP]rﬂethyIjmethanamine][r]3

Products 2-(1-Naphthalenyl)thiophene, Yield: 99%
Reactants 2-lodothiophene
1-Naphthylboronic acid
Reagents Potassium carbonate
Catalysts
propen-1-yl)-, chloride (1:1)
(ArgoGel bound)
Solvents Water
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nmol), K2C03 (2.5 mmol), water (1.65 mL) ang
lex (33 mg, 10 umol Pd) into a baker disposal]
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