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LP-935509 is an orally active, potent, selective, ATP-competitive and brain-penetrant inhibitor of adaptor

protein-2 associated kinase 1 (AAK1) with an IC50 of 3.3 nM and a Ki of 0.9 nM, respectively. LP-935509 is
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Description
also a potent inhibitor of BIKE (IC50=14 nM) and a modest inhibitor of GAK (IC50=320 nM). LP-935509
shows antinociceptive activity. LP-935509 can be used for neuropathic pain and SARS-CoV-2 research[1].
IC50 & Target IC50: 3.3+ 0.7 nM (AAK1), 14 nM (BIKE), 320 + 40 nM (GAK)[1]
LP-935509 #iiil w2 WML, IC50fE0y 2.8 oM, MHIIEE w2 EEAKIKWBERIL, 1C50 EHA 3.3
In Vitro nM[1].
LP-935509 % SARS-CoV-2 S-RBD WALHEN1i 3= 41N R B 71 & Ok i (2]
LP-935509 (0-60 mg/kg: FIH, U I w2 WA ATHAT (1]
LP-935509 (0.1-30 mg/kg; HAR, FIRFIE) £ CCI MR vl 57 49 o 3l e Hhomg s s #e 1]
LP-935509 (¥ fkiESt (1 mg/kg) sRAR (10 mgkg) ; B0k HARAEMFIHEN 100%, 03z
WA 3.6 AR,
Animal Model: Male C57BL/6J mice (with SNL(spinal nerve ligation) injury, n=8-10
male mice per group)[1]
Dosage: 0, 10, 30 and 60 mg/kg (10 ml/kg)
Administration: PO, single
Result: Caused a dose-dependent reduction in phase II paw flinches that was
significantly lower than the vehicle-treated animals; exhibited a
dose-dependent reversal of the mechanical allodynia; Caused a robust
reduction in pain behavior.
Animal Model: Male Sprague-Dawley rats (CCI (chronic constriction injury)-operated
rats)[1]
In Vivo Dosage: 0,0.1,0.3, 1, 3, 10, or 30 mg/kg
Administration: PO, two daily, for 5 days
Result: Caused a dose-dependent reversal of thermal hyperalgesia, cold allodynia,
mechanical allodynia, and mechanical hyperalgesia in CCI animals.
Reversed the behavioral deficits, with EDso values ranging from 2 mg/kg
to 10 mg/kg.
Animal Model: Male Sprague-Dawley rats[1]
Dosage: 1 mg/kg (IV), 10 mg/kg (PO)
Administration: IV, PO; once (Pharmacokinetic Analysis)
Result: Had 100% oral bioavailability and a plasma half life of 3.6 hours; The
Cmax for the 10 mg/kg oral dose was 5.2 uM at 0.5-hour postdose; had a
plasma-free fraction of 2.6% in mice. Brain drug levels exceeded plasma
drug levels with a brain/plasma drug ratio typically between 3 and 4,
showing that LP-935509 was highly brain-penetrant.
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Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 2.5224 mL 12.6122 mL 25.2245 mL
Stock Solutions 5mM 0.5045 mL 2.5224 mL 5.0449 mL
10 mM 0.2522 mL 1.2612 mL 2.5224 mL
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KA AER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.08 mg/mL (5.25 mM); ¥ & A

77 AR = 2.08 mg/mL GRAIREARKD B HER-

PL1mL TAEMCAEI, B 100 wL20.8 mg/mL [ E DMSO fig&nEl 400 wLPEG300 i, &
A5l B ERARFIIA 50 1w L Tween-80, JR&IHS): IEHALIMA 450 nL HHIHAK &
A% 1mL.
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WP IR INEERMYER:  10% DMSO  —  90% (20% SBE- B -CD in Saline)

Solubility: = 2.08 mg/mL (5.25 mM); ¥ & A

BT R HAG = 2.08 mg/mL (HERIERKD IR THEER.

PL1mL TAEBCAE], B 100 1 L20.8 mg/mL [ DMSO fis&@NEl 900 uL20% [ SBE-B
-CD AEF AR T, BEBA.

2gSBE-B-CD (AT AEF B-FMIKE) MAEAT 10mL MAMEKE, HABMRERBEY.
TR =

KA I AER:  10% DMSO  —  90% Corn Oil

Solubility: = 2.08 mg/mL (5.25 mM); ¥ & A

T RF 3548 = 2.08 mg/mL CHURIEEARKD MOREER, W7 R 9508 e LA A UL E# a4 se5
Bt .

PL1mL TAEGCAEI, B 100 wL20.8 mg/mL F¥EE DMSO & mEl 900 wL F oK, BE
5.
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HAAEH.
AT FE 1 mg 5 mg 10 mg 25 mg
A
W

1 mM 2.5224 mL 12.6122 mL 25.2245 mL 63.0612 mL
5mM 0.5045 mL 2.5224 mL 5.0449 mL 12.6122 mL
10 mM 0.2522 mL 1.2612 mL 2.5224 mL 6.3061 mL
15 mM 0.1682 mL 0.8408 mL 1.6816 mL 4.2041 mL
20 mM 0.1261 mL 0.6306 mL 1.2612 mL 3.1531 mL
25 mM 0.1009 mL 0.5045 mL 1.0090 mL 2.5224 mL

DMSO
30 mM 0.0841 mL 0.4204 mL 0.8408 mL 2.1020 mL
40 mM 0.0631 mL 0.3153 mL 0.6306 mL 1.5765 mL
50 mM 0.0504 mL 0.2522 mL 0.5045 mL 1.2612 mL
60 mM 0.0420 mL 0.2102 mL 0.4204 mL 1.0510 mL
80 mM 0.0315 mL 0.1577 mL 0.3153 mL 0.7883 mL
100 mM 0.0252 mL 0.1261 mL 0.2522 mL 0.6306 mL
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