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FK-866(AP-0866) ; FK866 (AP0O866)
FTRRE  MB4304
BREiE : >98%,BR

BEHIE : SMG;10MG;50MG

R : solid
HAER
DFR C24H29N302
DFE 391.51 —
CAS No. 658084-64-1 2 M 3
R -20°C |, BB TIe ¥ =
N DMSO : Insoluble =X Q_/_I—}N h
il Water : Insoluble
(25°Q)
Ethanol : 78 mg/mL (199.22 mM)
TESEN | ABRMEEEETNUEN  REEIR , TS IMEARE.
Hthike | A TENZEMEE | BECRRHEB R FERE.

fEeT : FK866 ZXRBILBIERIZNELTEES (NMPRTase) RIBRIDHIR.

BI& : iXIAFZS ; Daporinad; APO866 ; 2-Propenamide, N-[4-(1-benzoyl-4-piperidinyl)butyl]-3-
(3-pyridinyl)-, (2E)-

PIEREAR BB

AN ¢ e HEeEXEaEK

BERME e, DMSO : Insoluble ; Water : Insoluble ; Ethanol : 78 mg/mL (199.22 mM)
BE >98%

FEESRMF - -20°C | BEERTEAEATIE

SV
., | Daporinad (FK866, APO866) BN HIMAEt iR IRz EEB(NMPRTase) , ZSAAIEIRIL
FEERitHA

IC50 5 0.09 nM, Phase 1/2,

] NMPRTase (Cell-free assay) 0.4 nM(Ki)

APOS66 7E 0.09-27 nM BUEIRESBEINATE 41 MR T EmErES A mustt , &
BINRR | 1= cmspmpmermmsAML] , SYSHEMAREM (AL, EMSHEREIMCL, BHH AR
EIMAICLUIFD T MM , RS RIS, APOS66 7 0-10 nM MHERESS
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ENSBESHIITT |, X—REERIREERR B XM SEHRESEBRELX. APO866
£ 0-10 nM HORESBEINSIE SN NAD 1 ATP HOBFEMS P IR INMEMIEAITET | iX—
HWREBFIEEBUFE. 10 nM APO866 =4 HFFF2 4HiEP PBEF %S4 MMP-3, CCL2
1 CXCL8 B9 .

F3 C.B.-17 SCID /MNEEZ AR WMEREAIE AN , W EE 4R BYEfl B MRS ERE
B, jEREEST APO866 , —KFIR , —iR 20 mg/kg —/& 4 K, EE =LA AT LADHId/E
iR, WTFHEH CARVME . 0.12 mg/kg//NaSFIERY APO866 AJLUEIS N PBEF SkRALE
KPBIAFIE AR,

{BHEAT

REREE RS , SRETOTENS | RS SRSE | FERTALK. FK866 SRR
BRI IEETSES (NMPRTase) HIBESEDGHEIR, AR ATHEXTESAIREASER,

RS
1N B |1mg 5 mg 10 mg
{u|
RE = |

1 mM 2.5542 mL 12.7711 mL 25.5421 mL
5mM 0.5108 mL 2.5542 mL 5.1084 mL
10 mM 0.2554 mL 12771 mL 2.5542 mL
50 mM 0.0511 mL 0.2554 mL 0.5108 mL

SHSCIOIRE ((ULSF)

Cell lines: 41 MEEZMIEMARE
Concentrations: 0 - 10 nM
Incubation Time: 72 /\ATEY 96 /)\AT

Method:
| MTT iR, SR 0.5 &time 100 MRS 96 UK , BH=H, 5
MBI | ApO866 (0.01 NM-100 nM) fITE 50 L Heziieh, ZSEUESE(ERTIEE, 58 72 5 96

INSTESFUIIN 15 pL SeREERIREIITS 4 NI, ZASSFUIIN 100 L 21N 1/
B, FISSEKETHIE 570 nm RRSEE. AMEREAITIE BigRET, 05

&time105 MEFE 6 FUR , I 1 mLIS5E , ERERHD APOS6S KSR THE
96 /Y, SFUER 10uL MIEHERS 10 uL ARYIERFS 1 9% (R 11) . BIREEIS
BT T B AR N RS,

Animal Models: A & MEEABAMINR , WHEEELAR B C.B.-17 SCID /NG SFtigiE
EEY

E4sEe Formulation: F§ 0.9% 43N /KECE

Dosages: 20 mg/kg

Administration: BERSESI—RFR , HEEIUK , E5 3 ALLE
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(=]
o KA mAIAERE , ERTHRES  BRAMIE  RERRAEE , SNSSEEE.

oL MEENEERMEDER |, HAMREAMREEREEN | LA EEIRNHSERAR A,

A SR EEEER

1 FRA%  BURIEMERIFAEECHITOE | BADEME. BEMHEFRRTESED BE
MR ; EREHREEER , BEITMIHRSHRNZRCKEE , SANEMELER. MTHESE |
KEARERN | BEUERELF , @I Parafilm O , FHREBENAEFRMER. NRMERIED
K, BT mEE  @EEHRBT , LIRnsEiaRE.,

2 (EERHIE | ABOHFRBRIVRERRE | BISCRANANERNSN. NEHSEEER 18
EAGIEST  HIBEFESIE DMSO , ERHETHREBTE T 80 BEEMT , —RIULISER
f£3-6 MRLAE. EERRT , BXMERHTHRRE. BREERREFR.

3 HRIEARTERHE | BIRENAFTELHITERE  wEESRSEERAHAREETHER. BTX
BOUEYEISBMRY , FRLAERZKIEST (40 PBS ) FATRRT , AIRERITHINIE | vIBd A RIS
AR AERXISEIFAERE. WA DMSO {E/9iEs | 158tk DMSO REEERIRE <0.3% LIBRMmiEsS

.

KREFS , FATEMET 0.22UM RERTIESURE | BZRBRS , FEARESEXESN , Bl
L EWEYE | EERIAEEESEHIRELE.

4 BANMSEIRMA - ATREWSMREAEN , TR TIEREHLE | TREFEMA—EEA
HWRWEENER , WIHE , CMC-NA |, HilE | BRFEESFERBXEVAE. WEER DMSO | i5H
& DMSO RIEIRE < 5% LABRBIEER. LHFIERITINE , JUSE TR

SR RERSRGHERER

b (KE(KG)  ARERAM2)  |[Km R
eis 12 0.6 20

3] 10 0.5 20

¢S 3 0.24 12

2 1.8 0.15 12

5 B5 0.4 0.05 3

KRB, 0.15 0.025 6

15 0.08 0.02 5

/NES, 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X s5# B B9 Km RE/z04 A B9 Km RE
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5 XFFmEI L ERIE

BWEIFmE | ERERmAVERTEN | FRIEER TN MTRESMEN M , HERT
500MG R, FfiIH) RIFBRRIEIERAERRN. BT~ nEXAtrisngiETRE  NmSE~ R
METEESESTL  XIMREAESTITHEF , FIEUNERRHT , £ miFEIER. TRk
o, FJLAME 200 #AGRIERL , ERKERIK , NERRK.

RS EESE—EIRE £ NI EEREETREESTE  EAM

(vANE=k- bl R B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALEBRFEFRETH  MREWLRmATEIFRE /) | BB RAEFT AR EEE
LHREEN—E | TTREMEARFmAFE. EILUIINEEAER ( SRIBEFMN ) FHRIEESES
ez eeing.

X TFERREGRRRIRI T MR HRE N RE | (IR ERSENENERARzLEY TR
BGEMRNEY  FEESSPIRBUKS , EVREHR , S REEREETESRPRE.
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