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15 mL BX W 30 mL (70.6 mg in 30 mL
Na,HPO; + NaH,PO, + NaCl pH 7.4 ® 5 % 15
mLBL30mL & E5) YYA-021 IR #E 5%
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RER72ICERIM 3.0 mL (fAE: 532 kg) L.
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DY —FMMeEHEIVEATHDZ EXHAL
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(2 6),

SAR of Aromatic Moiety: Para- and Meta-Substituents

R

Meta
ICs CCsy FACS*®

Compound  Para Meta (uM)*  (uM)® (MFH) rel. FACS®
NBD-558 cl H 0.81 110 34.94 1.00

JRC-11-191¢ Ct F 0.32 94 39.08 1.18

JRC-1I-182¢ Ci Cl 4.1 36 23.43 0.4%

JRC-11-183¢ Cl Me 33 38 26.30 0.62
YYA-021 CH,; H 2.0 280 2597 0.60
HAR-418 CH, F 28 110 38.04 118
HAR-415 CHy Ci 32 62 2351 0.49
HAR-417 CH, Br >10 32 18.63 0.32
HAR-171 Cl H 0.43 120 24.17 .62

:m?mw‘ammmngmmﬂmvmm nguccasan-

1ot FACS vidkows wore cokculated a% m}wmtcnnrqwmq mmcamunmcu 102

6 7= VELOBBREDENZLSH HV
AL 120 BELTLFRE~DEEEFD 1)

Xz, 2 DY 7 u~FULBEETS
FHEEONT, NILICERERTEAET AL
EMEETIE, RERRICT yREBEREIZBWY
TEHICBWHIHIVEEZETLHZ LG
MRV SHICHERLFERICELTY
SHIENTWAZ LALLM (M
7.8)0 HWT, NI AFANEEZFETH1L
BRIV TYS, 7y REREPEE R
HIV &, BERFEEEZAEL VDI &
Bhhol (M7, ZHICED AZI~DT
v D A envelope opener & Bt 5 2 T
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SAR of Aromatic Moiety: Para- and Meta-Substituents

Wege

ICqy  CCo FACS®

Compound Para  Meta (UM}  (uM)® {MF1) rel. FACS*
HAR-171 Ct H 0.43 120 24147 0.52
HAR-431 Ci F 0.23 11 §1.38 1
HAR-424 Ct Ci 062 11 25.74 0.59
HAR-430 Ct Me 286 15 24.51 0.54
HAR-480 CH; H — — — —
HAR-427 CH, F 0.54 91 30.27 078
HAR-429 CH, Cl 8.2 1 28.41 0.7
HAR-428 CH, 8r 32 1" 20.08 0.34
NBD-556 ci H 0.61 110 34.94 1.00

The “using PMIJCCRS ool
*m‘mﬂ‘wxaﬁwmnw IIMN .fﬂ Sruchre. 2008, 16, 1888
" rel FACS vihats wiws CHCuitedt a6 (IMFICDE murnscy- INF] of 4C111) 7 {AFIMGD-356] - [MFUCT 1D, MF1 of 4G11: 10.23

SAR of Aromatic Moiety: 5-Substituted Indole

ot

FACS®

Compd. R (MM}' UJ-M)A (MF1y rel. FACS*
HAR-434 F >100 115 10.38 0.01
HAR-437 Ci 16.8 3 11.20 0.07
HAR-438 Br 18.5 30 10.67 0.03
HAR-171 0.283 ND 19.43 0.52
JRC-#-181¢ 0.32 94 38.06 1.18

NBD-558 ND ND 24.88 1.00

*The IC,. valuet, Wmnmmqumvmu\mmtmsa

mmm«nsw using YTA4SP. * Shuchue, 2008, 16, 1880

*ret FACS valows were mmmucﬂmm - MFMCTI]. Mot 4C31. 10.23
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4) YYA-021 o RERER X UEYEhE
FRAT

YYA-021 DT v MBI 28RESFICE S
i AR BRI E B L OME NSRBI BE % fRAT L 7=,
ABEBEKICER LT YYA-021 (%58 2.5
mg) ®EHIZBWT, HPLC THRHEL -
YYA-021 OB EEEIZR 6.0 ug/mL (15 min
%) Thoto (™9,10),

5 L7z YYA-021 28 100%M AFIZ{E8R LT
WA ERETDHE (YYA-021 SFE: 9 114
ug, ME: 230 ug/mL), 7-8 &I iTm bR E
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