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BROEB(CE. MENILES EEEITDICETHREZBET DT R70O14 K%
BAR(ECR) VWL ZHERK T D+ F > &N I DFFF—ENAKRE<E@HO>TLD. BERK
RHlfEE (IGR) (. CNSDEEDEBEZ 1> FO—ILUTWDIEMDBEICFERL. B
HDIEERRBEZIH T ETEROWEPREZRERBEDCEZBNEUIZEEYT
BD. AAFTIE., FEATHARTIOFTHICKH U THRBEEZ RUZ/LEYD D-08(N-(4-
(tertbutyl)phenyl)-2-phenyl-2,4,5,6,7,8,hexahydrocycloheptal c]pyrazole-5-
carboxamide) K D. scaffold hopping ZFUWTHIR IGR IZHDTCIRXESY S = R1E
a7z 27 BAERET LIz, IN5DEEZ 500 mg/L T JFHDHRICIS L. in
vivo TOMRBRFEZFFMOEFER. W -27(N-(2-methylphenethyl)-1-phenyl-
1,4,5,6,7,8-hexahydrocycloheptalc]pyrazole-5-carboxamide))s' D-08(70%)& D
BN RFEREM(>90%) &R Uz, 2. 200 mg/L D5 T, {LEYI-27 (& 100%
DOFBEEZRUZ. UM U, I-27 (FBEADBFREMEN D IE/zsh. ERICH UL T5E

DIAFTMNKSDHSEND, RIC, W-27 DBRICEET D5 )\ TBEDIZN ERDB &=k
RIBED, AFHDIIDY O FRHR(ECR)ICH U THRERS VYA ZiTolz. 7D
#£8, M-27 (& ICso=4.31 mg/L & D-08 (ICsp=18.46 mg/L) KD \EETEMZT
Ufzce €T, D-08 EIM-27 D ECR EDfEEZE RYF >0 =aL—2 3> (CLDF
BIUTEER. M-27 ORI VEERIEF (S Asn504 EEEIRIKRESZRR L TULV,
Z/z. Ostrnia furnacas DFFF—(Of Chtl) (T I DFFF—CHREFEHEZTMm L
&ECA. M-27 (£ D-08 1 I1C50=0.88 mg/L THD=DICH LT IC50=0.29 mg/L &
D-08 L D#HRRFFF—EHEEFELEZRUIZ, D-08 &M-27 D Of Chtl LDfEEZ R
WIS Z3 L -2 3> TFRUER., M-27 OF = REDOHILRT)LEERIEF(E
Arg274 EKFFEEZZAR L. ESY—)URIE Trp107 En-nBEERZEFEM L TN
ERDh o Tz,

AN S, Scaffold Hopping ZRU\DZ ET. D-8 iS#H# IGR & UL THAFEN
DEBNIAFGHRENME. ECR #5E5E 1. Of Chtl BEZE M2 R I{LEMI-27 i E5NT.




