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XEN445
ERRRS  MB4250
EEHRE - >98%,BR
BEEHIE : SMG;25MG
FEERFAL : solid
BXER
DT C18H17F3N203
DTE 366.33 e F 0
CAS No. 1515856-92-4 & | ¢ aH
e -20°C , BECRH BRI T8 ) "
DMSO : 80 mg/mL (218.38 mM) = Q‘C' \"f
SARRME(25°
ﬁﬁgg( Water : Insoluble M
Ethanol : 34 mg/mL warmed (92.81 mM)
IEED | ARMEEEEETNUEN  IREBERE , TS InEIARIE.
HitikBy | ATEBNRETEE | BELRRHERMEFEIRE.

fEeT : XEN445 2REZASAGES(EL)DHIFY.

78 : Benzoic acid, 2-[(3S)-3-(2-pyridinylmethoxy)-1-pyrrolidinyl]-5-(trifluoromethyl)-

YIRS
NI 2 HIFBEREER
BN DMSO : 80 mg/mL (218.38 mM) ; Water : Insoluble ; Ethanol : 34 mg/mL

warmed (92.81 mM)

BE >98%

fEFSRMF - -20°C | BRI TR

st

Pl XEN445 2—FhER0E9EE M endothelial lipase #%I5 , IC50 9 0.237 uM.,
endothelial lipase

L
0.237 uM

(FIMRST  [XEN44S5 33 EL BRI RIFAIAIMIDHELEME , LIRS LPL 71 HL ROSIERM,

LISIHE

FEVRA , XEN445 B/~ RYFAI ADME 71 PK 88, /MR , XEN445 (30 mg/kg,
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p.0.)iRBMK HDL fBERZARE.

EOHEXFRIEEF (ESEXEIHREFDEMEER)

MB4249 Atglistatin
MB1685 Orlistat
MB4417 JZL 184

FiERdEiR | RBAR | TZNBToFENS | BEFERASE  FERTAMK. XEN44S 2—fE
ZA%ERME endothelial lipase 07 , AT ATFARRUSAIRHASEI.

fERECE
S B |1 mg 5mg 10 mg
]
RE = q

1 mM 2.7298 mL 13.6489 mL 27.2978 mL
5mM 0.5460 mL 2.7298 mL 5.4596 mL
10 mM 0.2730 mL 1.3649 mL 2.7298 mL
50 mM 0.0546 mL 0.2730 mL 0.5460 mL

SHCIOIRE ((ULSF)

Animal Models: %4 EL EEERR/ NSOGB —EAVEFEREM C57BL6 /NG
figscig | Formulation: BiZ1E 0.2% Tween-20/1%REFHETH
Dosages: 30 mg/kg bid

Administration: p.o.

CxxE]
oK AT ML ERE  ERTHRES  BRAMINME , RERRAE , SNSSEEYE.

oHRI T MIENNEEIRMEIDER | BEMREATRAERAMNENE | U EEIRNESEZTRARZA.

A SR EEEFEIR

1 FRa%E  BUEIEMERIFAEBCHTOE  BADERE. BRMHEFRETESH D R~
mER ; NEERHREREK  BETWIRSHIIZRARER , DRNMESMEZFE, WTHERE
KERGERN | BEUERELYF , @ Parafilm HOE , FHRERBREFRAGER, WRMERE
K, BE~mE8E  @NEERWL , LRnKRRE.,
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2 (EERHIE - ABOHFRERTIVRERRE | BILSCRAUANERNS. NEHEEER 1B
EAGIERT  HIBEFRSIE DMSO |, ERHIETHREBTE | 80 BEREMT , —RIULISER
£ 3-6 MRLAE. TEEMART , BXEERETHRE. BREERRERE.

3 HRIEATERHE | BIRENAFTELHITERE  wEESRESEERAMAREETFER. BTX
BOUEYEISBMR | FRLAERZKIEST (40 PBS ) FAfRERY , AIRERITHINE | vIBd A ERIRER
B, ARITRFERNE. WA DMSO {EAiERI | BHR DMSO SREERIRE <0.3%, LARAIRES

.

KRES , FATEET 0.22UM RERTIESIURE | BZRBRI , FEAHESEXELN , Bl
T EWEYE | EERAEERSEHIRELE.

4 FANMSEIMA - BTREWSMREEEEN , TR TIEREHNE | TREFEMA LA
FRWERENER  GIER , CMC-NA |, Hifi% , BAFESFERERSEIRE. W6ER DMSO |, 5
R DMSO RIEIRE < 5% AR BIEER. LRFIERITIHE , JUSE TR
SWIRRETRSRGHERE R

Wy (RE(KG) (AEERM2) |Km &E
e 12 0.6 20
efa] 10 0.5 20
£ 3 0.24 12
2 1.8 0.15 12
[5G, 0.4 0.05 8
KRB, 0.15 0.025 6
(15 0.08 0.02 5
/INES, 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X sh# B B9 Km RKE/z04 A B9 Km RE
5 XF = mEIE IR IRU

BEIFmE | ERERmAVERTTEN | FRIER TN XNTRSMEN M HERT
500MG B9 , FfIH) R RRIEERSERRN. BT~ nEXRTRECnIRETEE  NNSE~m
MEEEERES T L  XIMRERESITHSET  FIEUMERRERIT | Er-RinfERER. XNTRK
o, FJLAME 200 BAGHIERLD , ERKEERIK , NERIRK.

RS rEERE—EIRE A NEEERNYETREESTE , 2B

(ANANEEh=pien2) RZ B
1-20MG 0.1IMG
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50-500MG 1MG

>1G 3-5MG

AT ALERFGFRETH  MREWSLAmAVEIFRE /) , BREL - RAEF T B EEE
LHREEN—E | ATREMERARmAFE. BILUINEEER ( SRIBMEFM ) FRIEES=%
Ez Bk,

XTFEEREGRRRIR T IR HTRE N INRE | F(TEVERSENERERARzUEY TR
BGEMRNEY  BEATSSPIREUKS , BIREN | XM REEREETERPRE.
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