FE AR
3-((1r,4s)-4-(4-chlorophenylsulfonyl)-4-(2,5-difluorophenyl)cyclohexyl)pr
opanoic acid

FEEH%: MK-0752

HEYEYE

MK-0752 is a moderately potent y-secretase inhibitor, which reduces AB40 production with IC50 of 5 nM.
IC50 value: 5 nM (reduces AB40 production) [1] Target: y-secretase in vitro: MK-0752 is identified as a
moderately potent y-secretase inhibitor, which reduces AB40 in a dose-dependent manner with an IC50 of
5 nM in human SH-SY5Y cells [1]. In vitro, MK-0752 blocks Notch-intracellular domain (ICD) cleavage and
Description its subsequent nuclear translocation [2]. in vivo: MK-0752 (240 mg/kg) reduces the generation of newly
produced AB with 90% decrease of AUV in the brain of rhesus monkeys. In addition, MK-0752 treatment
increases levels of AR 1-14, AB 1-15, and AB 1-16 , while decreases levels of AB 1-17 [1]. In guinea-pigs,
oral administration of MK-0752 (10 mg/kg -30 mg/kg) results in the dose-dependent reduction of AB40 in

plasma, brain and cerebrospinal fluid (CSF) with IC50 of 440 nM in brain [2].

In Vitro:
DMSO : 2100 mg/mL (225.78 mM)
Ethanol : 10 mg/mL (22.58 mM; Need ultrasonic)

*">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.2578 mL 11.2892 mL 22.5785 mL
Stock Solutions 5mM 0.4516 mL 2.2578 mL 4.5157 mL
10 mM 0.2258 mL 1.1289 mL 2.2578 mL

AR 7 S AE AN R 77 R VA AR S e 6 50 (VA SR R 058 — ELEC OB, V5 0 S IR AT, BRI
SRR BT R A

it SR R A7 77 AR -80°C, 6 months; -20°C, 1 month. -80°C fi{#If, i7E 6 AN A, -20°C
fEAFIT, WETE 1 A H A

In Vivo:

TR 1 10 SEER B M AN 245 24 7 O RIS IV AR T SR . B R VARR DT AT St I In Vitro J7 URC HIl Vi 1) it
Solvent&Solubility B, FLRRTRITBN A:

—— RPRIESEIGSE A TSRk, VS (K0 4 VAT MRAE A7 2 1, & R A s RN SEI i TAER, At
FHIRAC, MRAERL: DAV I s (4 45 LG PR FFE SO 20 Wb (AR AR S Ll Ao el 72 vp
BRUTUE MBS, mT LU ndoRn sl 7 1 o7 20 i

135 KT RN R A]: 10% DMSO—40% PEG300 —5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (5.64 mM); Clear solution

T RTIR 2 2.5 mg/mL (5.64 mM, WIRIFE R FIVETE T

PL 1 mL TAEBCN], B 100 ul 25.0 mg/mL 173 DMSO fif##0m#] 400 uL PEG300 ', B&H5%
) kR R 50 pL Tween-80, JRAIIE]: SAJE4RSINA 450 pL AEEEER/KER S 1 mL.

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

Solubility: = 2.5 mg/mL (5.64 mM); Clear solution

T A3RAE 2 2.5 mg/mL (5.64 mM, MR RA) HIEATR .

PL 1 mL TAERCNBI, B 100 pL 25.0 mg/mL ({5 DMSO fil & ] 900 pL 20% ) SBE-B-CD A:#!




AR, REBS

3AB P ARINA R 10% DMSO  —~90% corn oil

Solubility: 2 2.5 mg/mL (5.64 mM); Clear solution

W7 R A3k 2 2.5 mg/mL (5.64 mM, HIRIEEARKN) MBS, 7 RANIE T 9800 FYIZE A H PR
PR

DLt mL TARRCAH], B 100 L 25.0 mg/mL ({7 DMSO fi##iiinE] 900 pL T+, EEEI5
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