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ERATEOEBHESESHIIN —TEOHRWABRTHEELULIA XEBEREMHE «- MBRATGSEREER (EFJA H31FICE>TY TR
w2, islatravir (ISL) BMd5aniz) 3T TCHSBERI I —THHBRDONEE UTCVWEKBBEERDIBEESLDIC IO vEERIT D
CETIEERNICHBDTEZECT. ULHNEMRATOFIMHEIE(SUVEBIE)MERINIRLS, BHOTEIZTEEZEITD. BESEEFdAZ
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MENICTOv D, 1FICHE>THEHITDYEMELTEIN., BRIABEMNMETP, ISLEHIVEEEREFH T Mfirst-in-
class] DNHIV-188EE LT l'game-changer * paradigm shift] ERJECHEFINTHROD., BATEA IR=FT 1 T%
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[CB318. NCGMIZEENEEE LU TCHATREABDBREMNEZBHE L TCI\D, RBFICEBIC2HDISLICKDRBEEFIBEORCTH
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US Patent #7,330,053 EFAA N~ orEFE e | ISLOEMRMEREEETIAEHE 1 £ T67 A~ 1 EORHIVIEEIHIC+57m
B2 (March 4, 2008) [ /[ 2012 26 5 %/ PRENEBENSD, ISLEEEFT 22 TOREMETHEEEEESATIEHNV
N NE = BREICT U TRNBBEERET D, 25 UEHVEREOBEENHT 30
Ho. IC3TC. AZT. TAFETRBREEET 31 ISLTIHERE TRAOICHET
ICyy: 0.05 ~ 0.4 nM 2 (Globler et al, 2019). ISLIEBEENIRHIVBL B TAZ BBAERIET B
i HEND, L FEESED ISLEROT— ~ T2 UAERT.
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P 3 T e o ™
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® SARS-CoV-2AMDxiii : NCGME VP —miRTOCOVID-198FZED Y IN— F EFREBEEDREE
BRI —TRBRITERICHFE UIZSARS-CoV-2RLIEICXT T IDXNMAEHARETEZER YT ~. NCGMBRTODREE
BREDSARS-CoV-2RZEDEEDRARZH R EZTNR—F. NCGMODRBEREFNSDAILAZEDEET DEF U TINSARS-
CoV-2@MEERZEZRELLEIL. COVID-190EBZBEMEDPFEMZEE LU TCZED UCPIEEESNEDDSBENEDET
AREWNSYFELDHOD., UNEEEEBDRBHE(1~-278) ITBRIDFHENDELZNCT EZIPSHIC UMaeda, Kuwata & Mitsuya. Sci
Reports 2021), TDRDBHNENDSSVNPINEEZEIDIMEOHZRANCEEEZEII. R3F2H. NCGMtEYHY —BkR
D‘qﬂlb\c‘:ED—Cd) MRS VY AMELEE®EAHER (RCT) ZRBIB LE. BICEERXRZRAVNTEVWVNRIDAIILAEEHZEZE I DGRL-
09200 GRL-24205"%E DSARS-CoV-2DFE2TOFT P —CB(Mro) ZDFENETDINDFIEEMERR UL (Hattori,
Kuwata & Mitsuya. mBio 2020: Nature Commun 2021). TD UL EMDXRBRBENZ2BE LU TEBT Y1 Y. B DI vRIEFER
CaFBEUTCERERZNRD, FUNS0-100BR N TROKXRSHIEEBNONDHBIELENTKB1980TKB245FNDE
EICAIN L TUYD (Mitsuya, Tamamura & Kuwata 15 HEED) .

. GRL-2420&SARS-CoV-2-MPro S RigiE
MSARS-CoV-2/EDFENE » H’QuﬂﬂﬁJ AT

Cli_~0._0O -'
SARS- CoV-2 \(Nj N
E’@sﬁ#‘ﬂ_’]ﬂ]@ﬂ N" GRL-0920S
ooy | g EC5;=2.8 uM*
CCsp>100 uM*
GRL-2420
ECs;=2.6 pM*
CC o100 uM*
O MNH
Q s
v | H
. H N\-)I\H ‘HN
TKB245(dalpha, beta, delta%@imﬁﬁ’égﬁbh_j‘clyﬁ'é'é © °
WK-521 TY7-501  TY8-612  QHNOO1 K1734 K5356 *ECsold ™ o L R 1858 & 50% M.

- EY ’> L‘ P o CCoold#BARIBIEESO% NI T DIRE.
‘ v L‘

BHTRDTROBSTRRTKB245DTH 1Y « G - BEEBEH
L NEIDERA © NSARS-CoV-2iFHEDFHI Y X7 A (£7£) Z2 AU TGEDEINSARS-

- CoV-258E&aE I DGRL-0920S, 24205 %@ E U (L &h - Hattori,

100 pM

Kuwata & Mitsuya. mBio 2020. Nature Commun 2021). COVID-100EEE

[M#Exd>COVID- 1999?Jffﬁbﬂ§>¢*ﬂhﬁilg alpha, beta delta HEOEEK

F------ (XTI DFMENESS « SBRKTD. LU, P /EEECHIDBEMEND S \Mro Z1ERY
& URIMPofEEEl (TKB245) latl\/loroo)@%,a‘ MEBENCTOY D @BECATS

R, ICs0l30.002 nM) L TIINDEE/KICKT U TEBDH TSN IVAEEHERIET D

(F% : EC50=10-90 nM). TKB245M#FEORINER (oral availability) [F30-35%E1ER

e o e o | T, RORSHTTEBHSARS-CoV-2i88EE LTHIR « BRINATS.
(x36) (x24) (x67) (x230) (x93) (x115) AR TAOSHFIRETO Y1 TDGRL-24205nh & b UIZ tEiE M ERIBEHER Y.
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