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Description
N 6nM. PT2399 FA w R Wi s 1k .
IC50 & Target IC50: 6 nM (HIF-2 a )[3].
PT2399 (k&4 10f) #ifil HIF-2a, IC50 A 6 nM[3].
PT2399 Al E 454 HIF-2a PAS B Z5#ik, JFHIF HIF-2a 55 BZAZELIZEN (ARNT)
ZEmREIR]
PT2399 (20 uM) <SEMIMIEN, FoheaMil HIF MHGH-2 « /- 786-0 AU Al HIF-2
a RSB s 4 R 2]
PT2399 (0.2-2 uM; 0-21 K) #ifil 786-O 4B fE A K[2]-
In Vitro PT2399 il 786-O VHL?/? ccRCC UM [ 45-F HIF #LIELH, Al BNIP3 &% HIF-1a 4§
SePERERR[2].
Cell Viability Assay[1]
Cell Line: 786-0 cells
Concentration: 0uM, 0.2 uM, 2 uM
Incubation Time: 0-21 days
Result: Inhibited 786-O cell soft agar growth at 0.2-2 pM.
PT2399 FAARM R 24 i % L IF R I RCC /R BIEF Ak 1]
PT2399 (100 mg/kgs FARIRGE; & 12 ) tb SU 11248 HiGEL, 4] RCC fmiif /I
B LRP SU 11248 i 24 e f o 2L K [1].
PT2399 EL#EANH] HIF-2 o LLEREJ7 AR R MEAIFEFE P pVHL BRIEPE ccRCC I PR TTAR 2
o S R IR (2]
In Vitro
Animal Model: Mice with RCC tumorgraft[1]
Dosage: 100 mg/kg
Administration: Oral gavage; every 12 hours
Result: More active than SU 11248, and inhibited tumor growth in several SU
11248-resistant tumors
A ST
Solvent&Solubility DMSO T HIEARIE © = 200 mg/mL (476.96 mM; WLIEM) DMSO 7= 5 VA RIS A B & ), 51

F#TE1 DMSO)

* ">="means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.3848 mL 11.9241 mL 23.8481 mL
Stock Solutions 5mM 0.4770 mL 2.3848 mL 4.7696 mL
10 mM 0.2385 mL 1.1924 mL 2.3848 mL

STEARAE = S LE AN TENA R BV R BEE PR A& VA R T (8 5 0. — BLIC U, 18 0 26 ORAE,
ST R R I T P R

TR A7 7 AR . -80°C, 6 months; -20°C, 1 month (stored under nitrogen). -80°C &£}, i
1E 6 MR A, -20°C fffEmy, WE7E 1 AN H AR
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WARIE M SR Zh AN 25 25 77 3 W FE LI T %o

VANV 7 B Se % R In Vitro 75 SUBCHITEE R0 BRI I Bh 7 77«

— NP SERG A RN, BIE IR AIRT ARSE A 0, 3& S OR A PRI SEER I LR, &
WESLHIES, 2R,

[ S R T AN (N S = RE Y Sl sV T 2 78T G R N AN s O EC G DU s el B/ TRV i
G, AT LOE AR/ B8 7 1 7 B

E S

RPN AAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 1.67 mg/mL (3.98 mM); ¥ i)

BT RT3 > 1.67 mg/mL CHRIERAD IR THIER

U 1mL TARRCAH], B 100 uL 16.7 mg/mL IETE DMSO & W% 400 uL PEG300 ', iR&
¥i5); H R A RN 50 uL Tween-80, YREYI5]; SRIEHARELIIAN 450 L 4K EHZE 1

mL.

AEFEEKIECH]: ¥ 0.9 g ALY, T ddH.0 JFERZE 100 mL, A A/SFVESIE U 028 B E K
a8

&

IR IR R 10% DMSO  —  90% (20% SBE-B-CD in Saline)

Solubility: > 1.67 mg/mL (3.98 mM); V& i)

PR RIS >1.67 mg/mL CHURIEE RSN (VBT R -

PL I mL TAEBCAE], HC 100 uL 16.7 mg/mL [{17EE DMSO fig & InE] 900 uL 20% [ SBE-B-CD
AEFERAOKEIR T, IREBIN .

2 g SBE-B-CD (fiff T H:Mk B-AWIK) MR EART 10 mL MERHKT, EEEMERTEY.

FR =

EIRF I INEER:  10% DMSO  —  90% Corn Oil

Solubility: > 1.67 mg/mL (3.98 mM); ¥ i

SET7 %A 3RAR > 1.67 mg/mL CHEURIEESRAD MRIE W, BET7 22 S8 FWIAE AN BB 3h W seie iy
AL

PL I mL TAEMB B, EL 100 pL 16.7 mg/mL fJ# 7% DMSO fig & 900 uL oK, RAY
5.
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SEEAE BRI R -
T AR P R Y ) R VA P SR B A S MV RSB R4 T — ELICRRTEWR, V5 20 B ORAE 388 G S VR A PR 7 2R
A R A7 7 AR : -80° C, 6 months; -20° C, 1 month (stored under nitrogen). -80° C ffFIsf, &7 6 N H N,
20° C A7, EE 1A H WM.
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AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER
W
1 mM 2.3848 mL 11.9241 mL 23.8481 mL 59.6203 mL
5mM 0.4770 mL 2.3848 mL 4.7696 mL 11.9241 mL
10 mM 0.2385 mL 1.1924 mL 2.3848 mL 5.9620 mL
15 mM 0.1590 mL 0.7949 mL 1.5899 mL 3.9747 mL
20 mM 0.1192 mL 0.5962 mL 1.1924 mL 2.9810 mL
25 mM 0.0954 mL 0.4770 mL 0.9539 mL 2.3848 mL
DMSO 30 mM 0.0795 mL 0.3975 mL 0.7949 mL 1.9873 mL
40 mM 0.0596 mL 0.2981 mL 0.5962 mL 1.4905 mL
50 mM 0.0477 mL 0.2385 mL 0.4770 mL 1.1924 mL
60 mM 0.0397 mL 0.1987 mL 0.3975 mL 0.9937 mL
80 mM 0.0298 mL 0.1491 mL 0.2981 mL 0.7453 mL
100 mM 0.0238 mL 0.1192 mL 0.2385 mL 0.5962 mL
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