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AP-l111-a4 (ENOblock); AP-lll-a4

RS MB4691
RENE: >98%,BR
B : 5MG;25MG
P&zl solid

B ER
DF C31H43FN8O3
noTE 631.18
CAS No. 1177827-73-4 =
iH
o _ O, N =AY 4 SHAER R H
IR 20°C, BAEEATIE f e NP
DMSO : 100 mg/mL (158.43 mM) = NJ\NJ\Nm
TBRRMEH25°C) Water: 9 mg/mL (14.25 mM) F/@/\H "
Ethanol: 100 mg/mL (158.43 mM)
IEED | AREREEETUEN, NREEIR, JSFMESRL.
Bt | ATENREMER, BFELRRAR—RIEFERE.

f@7v: ENOblock(AP-lll-a4)2%— N EEMY), TERSHEHES, seilEANEEERER.
A& ENOblock; N-[2-[2-(2-aminoethoxy)ethoxy]ethyl]-4-[[4-[(cyclohexylmethyl)amino]-6-[[(4-
fluorophenyl)methyllamino]-1,3,5-triazin-2-ylJamino]-benzeneacetamide hydrochloride

PIEEIEIKR AR

AN e H&eERHBEK

BERME DMSO : 100 mg/mL (158.43 mM); Water: 9 mg/mL (14.25 mM); Ethanol: 100
mg/mL (158.43 mM)

BE! e >98%

fifFRM: -20°C, BHLMREATIE

EVENE

= aniid AP-111-a4 (ENOblock) 25— enolase FIFFEREHIFIFY, 1C50 /9 0.576 M,
enolase(Cell-free assay)

0.576 uM

HCT116 482+, AP-lll-a4 FERREBR FESHIESET, Hi@id & AKT 1 Bcl-xL FiX, 1D
L3R GIEMIITREAIEZE, 7 Huh7 FR4ARERAN HEK SAE4RREh, AP-lll-a4 ESEEWEER, FiD
B ER 1 BE R ERER YR B ES (PEPCK)ZRIX,

£ HCT116 Rizafibi D& fMyEfsigiEaids, AP-111-a4 (10 pM)HDHIE4EREIERBFIE 22T 2
(S PIERSE TERR, AP-lll-a4 (10 uM)tB&5 |2 PEPCK RIAN MEAMEEEENNFES, FHIFIRSH%:
AL AARRE R K.

Mgk RHMRK, ZRBATOFEYNS, BEFERASE, FEATAK, ENOblock(AP-ll-a4)2
F—MERYIENY), TEERSEEEES, SIDHRREMREER. Amea AT RXURAIRITERS.
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i&fg */\ g g g
1T mM 1.5843 mL 7.9217 mL 15.8433 mL
5 mM 0.3169 mL 1.5843 mL 3.1687 mL
10 mM 0.1584 mL 0.7922 mL 1.5843 mL
50 mM 0.0317 mL 0.1584 mL 0.3169 mL

SHITINRE (IKSF)

VEESEEE izt 0d:
BN BRAIEESE L ARER G P E 5 PR - D- HHERE 4 1 pmol BfERIGEE R ERERAYEEEY

HE8sCIE | 2. 37°CT, £E8S 50 mM EEBKI(pH 6.8), 2.0 mM MgSO, #1400 mM KCI R4 +i&k,
ENOblock & NaF FESHAFE MEBMAGEZEE(3-9 U)LANEHEEEEEE. RABIEINA 1
pumol 2-B5ER-D-HMEREN SR, RAATE 10 D5, BHYSEEIHE 240 nm TUE OD,
Cell lines: HCT116 ZHpE
Concentrations: 5 uM
Incubation Time: 24 /)\gt
Method:

HRR3CIS . — .

3 x 105 HCT116 RiEEFMZEl 6 FUiR. 24 /M\idfE, HHERUEYESMNEE=M A EIREES 4
INET, BRIES)24 /i, AEEAIRIREREMY, FEIFE 2.5 mL PBS A1, EX 100 pL EDid
HRT 0.2% 8 EaRReE, FHERMMIEITEESTEL. 11281 150 4858, TR aInIE
EMTIHHERR.

Animal Models: HCT116-2izEHIH S & IE S s iEisty

arans | FOrmulation: DMSO

Alrds Dosages: 10 pM
Administration: --

(EE]

oRATMNIFEEEE, ERTARES, BRAMIE, RENRER, SUSSEERE.
oI T RIENNEEREIOEE, REAMREARMAEEAINEME, U EEIRNESEZRIARZA.

B EYIRMEEESEIR
1 FEmpEE:
R WEERHEEEK, BEIUMRESENERAREN, SANESMELEE., WTFHEE, KX
(EFRY, BB ERELIF, BN Parafilm HOME, FHEBEMEFEREER. MRIER ALK, B8R
B, EUEERWE, LURINieRE.,

2 ESEIEHE: XSO RANEREREERE, BISCXBERANENAR. NEHSEETR, BEEE
ERR, MMIBEEFRRSEE DMSO, MERHIETREIETE T 80 BEEMETF, —RAILMRERE 3-6 M3
AL, MR, BXIEERHTHE. BRiEsRRE .
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3 IS TIEREIS: BRIEMAFTELHHERE, BTRESENEEEFHAREET/FR. AT
WEMEIEAMRY, FRLAERZKIEAR (40 PBS) #RERT, HIRESMTHHiE, FETEAEERENER, 1+
SXILRFAEFE. WA DMSO B3R, i8HatR DMSO REEERIRE <0.3% LA RMIESE.

REHT, FBEWET 0.22UM RERTIRLRE, B2XRARI, HESESEREL, GUSFmL
aiEtt, EERIAHENSEHRELE.

4 (FRENSEIERIA: BT RESUSYREEEN, IMTRTIFREHKTE, TREFEMA—LHBEREN
fEJOBNARI, WMHE, CMC-NA, HilEF, BRFEESFERBXXEVRE. WEER DMSO, ik DMSO
AOLEIREE < 5%, LABFR B HEAER, LRBHIEIRITINE, AJLASETER

SARERRS G B E R

b (KE(KG)  (ARERAM2) |Km ZE
g 12 0.6 20

by 10 0.5 20

|§1§ 3 0.24 12

2] 1.8 0.15 12

iz 0.4 0.05 8

KBS 0.15 0.025 6

G5 0.08 0.02 5

NER 0.02 0.007 3

Z) A(mg/kg)=a40 B(ma/kg) X FH B 9 Km ZEUF A B9 Km &2
5 £FERIELERI

TWEFmE, BREERFRIERTENE, FSERTRIA. NTRSMEN R, HERT 500MG
A9, BAL AERAIEERSERRN. BT~ REXTREERIETHE, NMSE-miETEEEEs
EETL XIMREAESGITHEF, FEMRERRH, Er-minEFEER. XTRiEr=m, "JLTE 200
REAHFEBELD, BERIERK, MRk,

FRirSiirEESE—EiRE, £ NICERYETRIESTEE, EEM

R E RO hezsm
1-20MG 0.1MG
50-500MG TMG
>1G 3-5MG

M ASERFREFRETN, WREWIRFRIVEIFRE/), FEREE-REATRITRET TSR L
PEEN—R, FIRENRAFRIEE. BALIINESEEN (SRIEEFN) FRleErE%El e
B,

T ERREGHARIAT RRERHRECNNRE, RIZVERSENBHERSZLEY, MTEER
BRI EY, BEETSSTIREUKS, EIRER, ZMF-REEREETIESPRE.
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