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PFI-2 (hydrochloride)
(R)-PFI-2 hydrochloride

HEYEE

PFI-2 hydrochloride is a a first-in-class, potent, highly selective, and cell-active inhibitor of the
methyltransferase activity of SETD7 with IC50 of 2 nM, 500 fold active than (S)-PFI-2. IC50 value: 2 nM [1]
Target: SETD7 (R)-PFI-2 is highly selective (>1,000-fold) for SETD7, over a panel of 18 other human

protein methyltransferases and DNMT1, and was shown to be inactive against 134 additional ion channel,

Description GPCR, and enzyme targets (<35% inhibition at 10 uM). (R)-PFI-2 binds to SETD7 only in the presence of
SAM. PFI-766, a biotinylated variant of (R)-PFI-2 that retains the ability to bind and inhibit SETD7 (IC50
110 £ 26 nM in our in vitro enzymatic assay). PFI-766 engagement of endogenous SETD7 was also
confirmed by mass spectrometry that supported the high specificity of the compound for endogenous
SETD7.

In Vitro:
DMSO : 2 32 mg/mL (59.70 mM)
H,0 : 5.56 mg/mL (10.37 mM; Need ultrasonic)
*">" means soluble, but saturation unknown.
1mg 5mg 10 mg
Concentration
Preparing 1 mM 1.8657 mL 9.3287 mL 18.6574 mL
Stock Solutions 5mM 0.3731 mL 1.8657 mL 3.7315mL
10 mM 0.1866 mL 0.9329 mL 1.8657 mL
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1 AE KIS IR FES): 10% DMSO—40% PEG300 —~5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (4.66 mM); Clear solution
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) kR R 50 pL Tween-80, JRAI5]: SAJE4REIMA 450 pL BB /K ERE 1 mL.

2 K F IR FIER]:  10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 2.5 mg/mL (4.66 mM); Clear solution
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BAB K P IRINA R 10% DMSO  —~90% corn oil

Solubility: = 2.5 mg/mL (4.66 mM); Clear solution

7 Z R 3RA 2 2.5 mg/mL (4.66 mM, MR ARS) BESHEWL M7 R ANE A TSR A TR H LA R
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DL mL TARRCAH], B 100 pL 25.0 mg/mL [¥)#{ DMSO fi##UnE] 900 pL TR+, REEI5 .
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