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Resatorvid (TAK-242); L& it
RS MB7400
EEinE: >98%
BEAME: SMG
R solid
HFEE
SFR C15H17CIFNO4S J
DFE 361.82 " o
CAS No. 243984-11-4 9 CID F
figfFsit -20°C, EERhE= TR = ‘*fg’i "
BRRIH25°0) DMSO: = 360 mg/mL O H Cl
FREED | ARMEEEETUEN, NREEIE, TS mEARIL.,
HithiBl | ATENLZEMNER, SRR EIREFERE.

f8i7v: Resatorvid (TAK-242) 2—FE310 TLRA (SEESAHEIF, ANSFEE TLR-NSHYEEFF0
—SLEHIFE.
I8 : IRIDIEHE; TAK-242; CLI-095; 1-Cyclohexene-1-carboxylic acid,

6-[[(2-chloro-4-fluorophenyl)amino]sulfonyl]-, ethyl ester, (6R)-

PR IEIR B :
AN e, HE&ZEREGEK
BEERME DMSO: > 360 mg/mL
BE e, >98%
figfFRt: -20°C, BHLUEZATIE
EYiEE
P Resatorvid (TAK-242) 22— TLRA FSESHNEIRI, BISEFMEDE] TLR-NSHI4H
HFF—SsEnr=E.
85 [TLR4
7E RAW264.7 HiF/ NS IEEERAMIE, TAK-242 IDFIRESHE (LPS) #ESHINO, BER
FIMAT FEEF-o (TNF-o) FIEMEENZE (IL) -6 R9™=4%, IC50 8 1.1 E 11 nM,  TAK-242 iF40H)
kB LPS RIBAIASNAMEpZARM (PBMC) RUXLABIBRFAY~4E, IC501E)9 11 = 33nM,
TAK-242 BBR K 7R EREREYNFAIIMER dsDNA 7KE, B4k, tak-242 tBBEEHI T IFN-
- Y. TNF-off] IL-1BR9F=4, EEIREMITEET NS MEIXIERAE, TAK-242 REgaEILEZEI B
| TR E RS/ N ERTEAR IR 2 EAIFRER . TAK-242 BT TR EEAFT A
Fi 2Bl 7 AiEEES TLR-4 A9 mRNA fIZEARY LA,

ECHXFREF ESHEXIEHHEHIEMNER)

MB7452 | Resiquimod(R848)

FigRfER RmAR, 2N BET o FEYS, EFERIASE, FERT AR, Am Resatorvid (TAK-242)
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E—ERWH TLRA (ESESHIHIFI, PIEEMEH TLR-NSNEREFA—SWEN~=E, ATATHEXT

IRAIRIGHSEE.
figREcE
f " om

s # 1mg 5 mg 10 mg

(N3
1T mM 2.7638 mL 13.8190 mL 27.6381 mL
5mM 0.5528 mL 2.7638 mL 5.5276 mL
10 mM 0.2764 mL 1.3819 mL 2.7638 mL

SHTINRME ((UHSF)

TAK-242 75F N, N-Z“HREREREH, AEREINNREREER.
RAW264.7 #HiELA 3x 106 ZHiE/FLAVEERERMTE 6 FUISFFIRF, 1B7RE®R. ARINE 1%R4- M5
1 10ug/ml RABEZEAI RPMI 1640 IBF#EERE, A TAK-242 (1-100 nM) BIERT,
F3 5 ng/ml LPS #1 1 U/ml IFN-yRIE4HME, RFEEmdEaienatal, AiriEsr gk, FRAS RNA
DERFZERSELS RNA, 5 RNA A tagman RERIAFIEIERA (DNA, FIBEMEFRN
Tagman AR FIFNER PCR ER A4, 7£ ABI Prism 7700 £33 TNF-offl IL-6 3T EESERT PCR
DT FLVRRERINEER mMRNA, RIBIAZINSESIEHIKTE (K TAK-242) #1179 100%,
LA A s AU HIZEAN TAK-242 FINBRVK R R AR EFIK B S,

15 TAK-242 i8R ERA (F7K)  (NER) =

15 TAK-242 75 F ik (0.9%DMSO)  (KE) .

fHRESCIS

N
C57BL/ 6 &R (I, 10EHe) B30 R ApoE - / - 130 REFARUINRERES RSN

T (12 /M\EEERS) 1IEESE 0.25%BEIEER 15% T ISHEisiRafEif) fIiaE (21+1°C) .
i SRIKBER IR, ST EEEANERENISECE LPS 8 LPS + TAK-242 sihkiazs, o RE
RSRRAEET45 LPS (2.5mg / kg) , LPS (2.5mg/kg) Hl TAK-242 (0.3mg / kg) #IEhX,

Th¥p=cie
e BEAMNR, 4 E, LR, E/0\BENESTRRE, TEHTERXEE (50mg /
kg) .
KBS

EFERAIE 200 &= 2259 FIMEMERAS Wistar Hannover K. TAK-242 2 i.v.fE48a0405 I N2}
PREIEESIZAD (L9 107%) LL0.5mg / kg BIRIEENER K. ZFIERET ZRIRIARHARIER
1, ZARIRS 7 HAESZETHREN/ MR RARFRITI /MBI AR, RE 0.9%H)
— FRELV AN PR EELAR.

(=]
oA MAIEERLR, ERTHRES, BRAMIUNE, REARAE, SNSSEEE.
oI RN OEE, BREAMRIATRAEEAIEME, U EEIRNESEZRIAT A,

B EMIREERER

1 FRaE: BREIRMERFAEECHTOE, BASERR. 8RMHSFRETESHE D BRI mE
BR WIEEEHREEER, BEITBEIMERSHRNZROEENE, SANMBMELRE. WTHER, KK
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(e, BSLEHTEYF, BN Parafilm HOME, FRBBENEEREER. MREENEETK, B mn
B, @EWEEFWE, LRFIMERRE.

2 SRS ABoIFRERT ERERERE, B RENBIMENS. WFHEHETR, BERAS
&R, MIREFRESIEE DMSO, BERFIETHEBTET 80 BXKEMT, —RAULUISERFE 3-6 A
AL, TEEFRT, BXtESREITHRE. BRfiEiRERR.

3 HRISFIEREIS . BRECAFTELHHERE, HRESANEEEAHAREET/FR. AT
WEMEIEAMRY, FRLAERZKIEAR (40 PBS) #RERT, IRESMTHIE, FETEREEARENER, +
SXILRFAERE. WA DMSO BRI, i8HatR DMSO REEERIRE <0.3% LIBRMIESE.

KREHT, FBENET 0.22UM RERTIRSURE, BZXRARI, HESESEREL, GUSImL
aiEtt, EERIAHENSEHRELE.

4 (FRENSEIERIA: BT RESUSYREAEEN, IMTRTIFREHKTE, TREFEMA—LABEREN
fEJOBNARI, WMHE, CMC-NA, HilEF, BRGEESFERBXXEVRE. WEER DMSO, itk DMSO
AOLEIREE <5% AR RS ER, AARRIRITHNR, TILSETER

SARERRS G B E R

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

by 10 0.5 20

bz 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

B A(mg/kg)=z14) B(mg/kg) X z04 B B9 Km REY/E040 A 9 Km &L
5 £FERIELERI

TWEFmE, BREERFRIERTENE, FSERTRIA. NTRSME R, HERT 500MG
A9, BAL AERRIEERSERRN. BT~ REXTREERIETHE, NMSE-miETEEEEs
EETL XIMREAESGITHEF, FEMRERRH, Er-minFEER. TR m, "JLTE 200
REAHFEBELD, ERIERKR, MRk,

FRirSirEESE—EiRE, £ NICERYETRIESTEE, EEMN

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

M ASERFREFRETN, WREWIRFRVEIFRE/), BEREEF A TSR TSR L
PEERN—R, FIREMRARTRIEE. BALIIANESEER (SRIEEFN) FRleErE%El e
B,

XTERREGHARIAT RRERHRECNNRE, RIZVERSENBHERSMZLEY, MTEER
EMRNEY, BEETSSPIREUKS, ERER, ZMF-REEREETIESPRE.
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