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MK-0752
FrERERE : MB3695
[REHRAE : >98% , y-secretase I
BEEMIE : SMG;10MG;50MG
Pl - K
BFER
HFR C21H21CIF2045S Cl
PTE 442.9
CAS No. 471905-41-6
i -20°C , BB TR £, D‘*SQO -
— DMSO : 89 mg/mL (200.94 mM) o OID/
= f Water Insoluble \[(\‘ F
(25°Q) o
Ethanol : 45 mg/mL (101.6 mM)
IERER | ARMEEEENUEN  MREEIR , TSR ImEARE,
HRA | ATENZEMRE | BFLRRAE RIEFERE.

@7 : MK-0752 2—MiEEBZE] y-secretase (y-2ili ) #HIHIR, ARI/REERAY AT PREA.
AR : 3-((1r,4s)-4-(4-chlorophenylsulfonyl)-4-(2,5-difluorophenyl)cyclohexyl)propanoic acid
IR RIS :

AN ¢ e Sl=EESSS =P

RERME ¢, DMSO : 89 mg/mL (200.94 mM) ; Water Insoluble ; Ethanol : 45 mg/mL (101.6 mM)
BE o, >98%

fEEFSRM - -20°C |, BRI AR

EYENE

Fmfid | MK-0752 2—FEEAME y-secretase ( y-2 88 )HIF , BFIK AB40 =& ,IC50 /9 5 nM,

51 —MBEEBAY -2 W EsHHEIF.

A
y secretase(AB40) .B
T = (in human SH-SY5Y cells)
5nM
CBONES MK-0752 R—MiEEEHRI v-o sl EFIEREERD> A SH-SYSY i Ap40 IC50
795 nM, TEARSN , MK-0752 BERTIERBEEHDIR(ICD) R | LARBEERIZS L.
TERRRARR MK-0752(240 mg/kg)ERiF=2E00 AB 4ERERA> AUV REE 90%, Ltk5h MK-0752
apis | D EIARL-14, AR 115, F1AB 1-16 ACF , T AB 1-17 . ZEIREUAPY , MK-0752

(10 mg/kg -30 mg/kg) FAREAZISEN ABA0 FEMR , AFKFIAKE K (CSF)PRIZMERBIMERL | 7
KBrF IC50 g 440 nM,

XX Rt ESHXESNEASHIERMXER)
MB5152 DAPT (GSI-IX)
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MB3697 LY411575
MB3694 Semagacestat (LY450139)
MB3696 YO-01027 (Dibenzazepine)

BigFdER Rt , TZNBEToFEYE  DEZSRMAE , TEZERTANK, mk- 0752 2—1N88
JIy 5 EE(y-secretase)ilR. MK-0752 7Efl/RIESEEA AT HREA.

gkt E
=
- 1mg 5mg 10 mg
1 mM 2.2578 mL 11.2892 mL 22.5785 mL
5mM 0.4516 mL 2.2578 mL 45157 mL
10 mM 0.2258 mL 1.1289 mL 2.2578 mL
50 mM 0.0452 mL 0.2258 mL 0.4516 mL

ZHTINRE (UKRSF)

Animal Models: /NKFESE HFZERICMP)SRIRIEEY,
Formulation: MK-0752 fE/KHAH/E,
Dosages: <240 mg/kg

EHIsELS

Administration: p.o.

CE=]
oA RAIFEERL  ERTHIRES  BRAMIUNE | RERARAE , SNSSEEE.
oHBD T MIEEHNERME D ER | HEAMREFTREREURNE | USRS ETRARZ A,
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B EMIREERER

1 Fmp%E  BKEIYERFFAEECHITOE  RADERE. 8FMHERRTESE S B8EHm3E
R AEEHREEER , ITEITMIMRSHNZROETER | SAMESMEZRE. MTHSERE KX
(e, TS LEHTHYF , i Parafilm HOMR , FARBENMEEREER. REENEEK , Bdm
B, EWIEEHBE , LIRFImLiaRE.

2 SRS | ABDRAER ARELRE | BUTRANARENSR. NEHSHETR  BERE
&R HIIEFRESIEE DMSO |, B RHIETAEITTE T 80 BREKEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHRE. BRfEERRE xR,

3 MRIEFIEREIE | BIRENAFEERUERE  BRESRNEERAHAREETFR. BTARNS
WEMEIBMRY , FILAMERZKIMESR (40 PBS ) iR , AIgEStTHIE , @ TEAEERENAR &
SXILRFAERE. WA DMSO 1E/9ia7 |, 58tk DMSO REERIRE <0.3% LIB M St.

KREHT  FABEGET 0.22UM RERTIEASIURE  B2XRARSI  SIESESEXRE L  GUSFBL
aiEtt | EERIAHEESEHRLE.

4 (FRIEINA - BTRSUSYIRIEAEN WL TIFRECHIRE | TR FTEMA—LZ5 AR
fEZBDAES , WNIEE , CMC-NA |, Hili% | BRFEZFERBXNEVRE. WfER DMSO , 5t DMSO
HILERE <5% LABRSMHER, SHFIERITENE , TLISE TR

EWARRERRS B AR

byt (KE(KG)  (ARERM2)  |Km &2
s 12 0.6 20

P 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

liZss 0.4 0.05 8

KER 0.15 0.025 6

&= 0.08 0.02 5

INER 0.02 0.007 3

= A(mg/kg) =a1# B(mg/kg) X a4 B B9 Km EEY/ZMD A B9 Km &

5 XFFmElRERIEIT

TR mE | EREERRIERTEN  FNEERTA. YTREMEN ™R  HERT 500MG
8, Bl R E2RIEERSELEN. BT -nEETEEndETEE  NSE - RRETEER
EET L, XINRBEAESITHSET  SEUNERRRT  Er-RinEAER. XNTRE=mE , FTLAE 200
REAHFBELD  BEIERE , NTTBRRK.

FRirSinEESE—EN JIRE | £ NI CERYETRIEESTEE  EEMN

(A= k== piencs =26
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ALEEFREFRETH , WREWIN~ROEFE/) , BRNEERAEATHISETHREEEE L
FEBI—R , TREMERETRIEFE. BILUINEEER (SREBEFM ) FRiEEFR%EZTE
B,

T ERRECHRRIRY - RREEHTRE B IRRE | BN NERSEIEHER ARz EeY | W TEER
EMRNEY  EEETSSPRREUKS  ETRER | XM aREREETERPRE.
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