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Zotarolimus(ABT-578); fEfh=F]

FEhgms . MB7469
FEFRME:  >98%,BR
k. 5MG; 25MG
P R: solid
HEEFE
7R C52H79N5012
AT 966.21
CAS No. 221877-54-9 4k
Tl 2 -20°C, BELDIEIE TR fg
DMSO: 100 mg/mL (103.49 mM) g
AR
(25°C) Water: Insoluble
Ethanol: 100 mg/mL (103.49 mM)
RN | WEMERASIRTMEN, mREEK, A gk .
HAn | AT ER MR, EE SRR T ERE.

f&i4r: Zotarolimus (ABT-578)/& rapamycin FJZ&li, a] LA FKBP-12 4541 1C50 25 2.8nM.

H4Z: 42-deoxy-42-(1H-tetrazol-1-yl)-(42S)-Rapamycin

YIEMR B AR b :
A KRB AK
WIRTE: DMSO 100 mg/mL (103.49 mM); Ethanol 100 mg/mL (103.49 mM); Water
Insoluble
T >98%
fEREFAME: -20°C, BT AT
AEYEE
[ Zotarolimus (ABT-578)& rapamycin [¥1Z5{Ll4%, ] LA FKBP-12 454 (1) IC50 N
annﬁfﬁ
2.8nM.
Kot Zotarolimus 7EMR P E A%, I FLAE R B A I EO R WA 5 32 99 10 4 £ 1 e e # ] 1
Mo
FKBP-12
R
2.8 nM
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&5 EES

Zotarolimus (ABT-578)2 H I8 & 1F-G B, HIUMSAIRE NG R 42 7 ERR
IRFREEA IR . Zotarolimus B s I P18 ULAH AN Py B2 4 i3858,  1C50 {55 7k
2.9nM 1 2.6 nM.  Zotarolimus B 5 F 18 R AN 456 9% 85 FKBP12 ff5 A1
73, WEA M MEHNHE AR T 4R850 . Zotarolimus #ifi] Con A 519
A T ANFK R T gAML 4E, 1C50 435024 7.0 nM F1 1337 nM.

EABIIE

1E 28 RA G RALREIREN K T B4 BB AL R, Zotarolimus W it 52 288 2ok 4 s 3
Ao H5&BRCEAHEL, Zotarolimus BLT-Re A 258 15 A I I R, {35 A4 0 A
1.03mm [#% 2] 0.62mm, FLERE 47%f TVF i/ (15.4%Driver 374251 8.1%Endeavor
Y B, Zotarolimus REWSAT RN DTH, EAE, FLCHERHHERF RN, ED5SO0 {EH 4>
BN 1.72, 1.17, F3.71 Z35/T 5/ K,

SRR SR (B A S BE RIS B R AR

MB1197 Rapamycin(Sirolimus)

MB1197-S Rapamycin(Sirolimus) (f5H A
R EHER: BRI, JTENATOTAYSE, AEESRGTH, AT AR A EETH TS
BRI S .
ERACE -

DMSO F g [1mg 5 mg 10 mg

SRRE H

1mM 1.0350 mL 5.1749 mL 10.3497 mL
5mM 0.2070 mL 1.0350 mL 2.0699 mL
10 mM 0.1035 mL 0.5175 mL 1.0350 mL
50 mM 0.0207 mL 0.1035 mL 0.2070 mL

ZUTRBME CRET AT, NES%H)

Ung

% FKBP12 fIsEfIT:

96 FLIYE T B 56 ] FKBP-12 CMP-KDO # it &8 (A UL 10 oa/= T, 100 #7tHFL
W42 2-3 /NI, BEJE AN 50 TOIHALEETIR A(2% BSA 1 0.2% Tween-20 D-PBS W) it
1T 30-60 Z3f . SR 5B SR AR P 2 B(0.2% Tween (1) D-PBS ¥, pH #45M
7.4)7E¥E 3 k. 50 BT A(RK), 20 uM FK506 22 A (I 5), B &Rk E
zotarolimus (10 pM-1 uM)ZEZE i A I B &FLH, BhJSI0A 50 5t & A-79397 (—4
FK506 EBA4) 0 P o BRI e 22 vl Ao BT ERAE =R N5 B 2-2.5 /i, Fiti)a
ZEM B IEVE 3 Y. 4R 100 THTF pNPP (p-fidHE 28 £ iR £5) 11 0.1 M &3 FF EE TR m
NFEFFLH, SPHRAE IR T KZREFE 90-120 404t . 405 nM T EIWROEREE T ELISA Mt

li 8

il e
Lig

Cell lines: AjbiRzhfkam i

Concentrations: ~1 yM

Incubation Time: 5 &

Method: 4 A i ok I 2 A &M d i R e (6 8 A i o N TR B0 ik 4 B (hCa) B2 Fh 7
HABE IR Y I, A 52 Ak 3£ (5000 hCaSMC; 10 000 hCaEC) ™ DA 5 e J& B FH T
96 L. 2 K5, HANTEEREFREIURE SR EEMEFE L, HiET GOWRE. 2 K5,

MR iR dt, Hseaiirst (/A KFE 1) BURLAE S GO 3 G1 #48. ek
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D A S T TR IR 25, UARR e 4 R . AR5 7 R, O SH-BER I B4
MoHe, JEUEEs DNA AR, BURMESEA S REWEME. 58 72 /)5, LA 25 5
Fr(1 uCi/FL) 3H-JFE. 4MPELE 37°C T35 E 16-18 /Mif, LA SH-MEFEE & 25 & B
DNA 71, 4RSS M A B 4T e 251 96 FLIR . HFIEMR A 2 P TR R,
MicroScint-20 (25 TN EIEEA T JE AL 5. ZiPiE it SH-FH 44 23 &
R DNA AR T 40 I TE 58 A e 70 2 vp () 2R KA e
=S Animal Models: #:% Sprague-Dawley K i

Formulation: Z.E:p9 — i R 205 B : D5W #ik (20: 30: 2: 48, fKF1)
Eg Dosages: 2.5 Z7/T 7%
Administration: ki ek o ik

(CE=9 |
oA AL s, BT AR, IR MU, BRI, B SR .
oA PR R FAL AR A5 B, TR AR RIE TR ALE BRAURIE, UL B S A R fe 2 F

BN YMREEREHR

1= dk: BRI B E RIFAEE QT 6, B EIMEL. EARM R R AT iE 3 20 )5 1™
AR SRR EOR, TR WIS EA TR AR B, SRR S oS S . XTI )E
KIIRAERIEY, 1555 06 BB B 4, 22 Parafilm B LU, JFA4 IR RS 26 AT i SRBCE R TRl
HEE 7 iR, R BUEERIWK, DL SR i .

2 fERWRIE: IR RO AR e M, IR R 7 . il &6 A, 151k
I IERT, ARG TREZ LT DMSO, fif &l # 58 UG 1 T2 T 80 $RIKEEMEAF, —Mr] LAREAFAE
3-6 MAULE. EREAIET, PSR AT IR . B Gl SRR R R

3 SHHIE TR AR & AR N LT SRZ, MoRefl s B A R E TR, BTk
WA E PR IRIEVER), FTUMEF KSR (i PBS) #RERS, WRESHTHUTTE, W] il e o ] 7

Wige, ANXTSEL AR . ] DMSO fER¥E I, 1t DMSO i 44 K <0.3%, LA G 40 il 55
.

K7, BATEBGET 0.22UM WL e AER G, 2RSS0, SR s mif K i, Bl
S G A YE, EL AR LA B B R -

4 PRRSHISERBIIE : 1T S A WRIRE R, ATk CIRNIRRI T, 762 7 B A2
ARRMERBIEAL, WL, CMC-NA, Hli%, FLART %% P Ao CikiE. migh DMSO,
{7 DMSO {IZE i <59%, LS LA F . 2GR BT 1, TLAZ% R
SR TR RO S

Y REKG)  |[REREAM2)  |Km &
ey 12 0.6 20

) 10 0.5 20

Ul 3 0.24 12

% 1.8 0.15 12

E 0.4 0.05 8

NG 0.15 0.025 6

0 B 0.08 0.02 5

NEL 0.02 0.007 3
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¥ A(malkg)=5h4) B(mg/kg) X 1% B i1 Km R0 A K Km Z3
5 X FrREI R B R

e, T RN R A R S R, PR BT R . TR B R, SRR T
500MG F, FATH ) HI#GZ RAE IEECRE G . T i e s /e st RE b B, IS B b
MEEE R o T b, XIS A R sy, &I E RN, - RUTERIE R, X Tk
Pt AT ELPE 200 B2 AR E R, A ERCER A, ANTTTIEE S 452K o

PR RN E RS B RE, fE T mEE AR TRE LR, B

71~ 28 1 R
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

N A B EROIIHR A, GRS b R ART /D, (RIS AT L7 G AR T (K3 RE ok B 76 B
LIRS —)Z, FTREMSEAN R S AL . AT LUIAR 51 (S IRRAE T IR e sl A i
2 e R

Xt R EGHAR B 17 SRR U PR E AR R, AT SR G ERE N ERE iz a?; TR
AARIERI AN, BFRAET P 2WIBOKSY, BIRRR, X b 75 S0 B A TR h R AF
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