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[0020] AAd 1. #lEa A0S f=A9 74
[0021] 8714 F7F9 #l=2ty % (0SE Panasaphan 59 & (W. Panasaphan, S. Chirachanchai, Carbohyd.
Polym. 2008, 72, 169)o] 7]1A%¥ WHS WHIAA XA, 1g9 COS, (Hydroxybenzotriazole) DCC(N,N'-
o

Dicycloheylcarbodiimide)ZS 20% MeOH (100.0 mL)o] &siAIZ] &, J|=EAHZA X S| =FA|AGAN 24
< HE:t (2FIAE 59 1 eq molar)S H7Eetn Ao A ettt Aoz AdH fAS
olMEol] HAAZIIL ol ELCE WHEsle] A3 & 40 T FFoAl 24A13F F<F AxsI HEk AR

€05 FEAE S, B PHE 7] WA 13 Pk

o ] HO DCC HoBt
LB A Lh il 4 -3 Hydroxybenzoic acids
HHa

DCC, HoBt ; ;
Hydrexycinnamic acids

J{:m%

4}

[0022]
[0023] A7) wkgAel A HmAE AR C0Se] A slESAMRAS HIFE A9 Ry, R B R 7] X 13 2
721
Benzoic acid derivative
p-Hydroxy Protocatechuie Vamlhe Synngie
(HBA-COS) (PTA-COS) (VNA-COS) (SRA-COS)
R, H H H (D Hy
R, OH OH OH H
R H OH OCH, OCH;
[0024]
[0025] &7 WAl A HmAt AjE 0089 A Bl =SAIEAS H7FE 4% Ry, Ry B Re= 8] i 23 T
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X2

Cinnamic acid derivative

p-Uoumanc Caffeic Ferulic Sinapinie
(PCA-COR) (CFA-COS) (FRA-COR) (SNA-COSR)
H H H OCH;

Ry CH OH JH (3H
Rg I{ E-F” ‘-}[«..’}Il i H.II:

A 2. FlEA H 00S =AY 7= £4

HEAE At C0SY T A4S FT-IR 3%37](Perkin Elmer, Masschusetts, USA) 2 NMR ¥3%7] (Jeol, Tokyo,
Japan)S Abgate] AAEgdth. 0S8 FEAS F FI-IR 29 E8 2% (0S¢ 54 &% M=2 vehid. d=

AF A C0SE 1650-1700 cm | (OFH] = FFEEAZ]) W 1250 em | (HEA FT2A]7]) F9o] QRS woe &

A FAd Al tske] 6.7-7.7 ppmell A ¥ AE
3

AAld 3. #ll=at A C0S =49 BACE 84 54

BACE 4<% Je 59 &3 (J. Y. Je, S. K. Kim, Bioorg. Med. Chem. 2005, 13, 6551-6555)¢] &% "o u}
2 ZAeTE. 10 ple BAE 8 (50 mM oFHNEANYER, pH 4.5), 10 pLe BACEL (1.0 U/uL),
10 ulLe 712 (50 mM EHAFFEAotRH 9] 750 nM Rh-EVNLDAEFK—-Quencher), % #2418 &8 Mo] 3%
10 pLe] A8 &S A2 602 &t F2ARAT. EFES 530 mmolA A7IAI7]AL 590 nmoll 4]
AbEl Js ST ASES o WA mE Askele FESAT: AdE ) = [1 - {(S -
S)/(C = G}y X 100, 7] WAAA € = 6083 &2 Fo fxrId(akh, 748 4589 2 714)9
PFrola, GE 049 HETY dFLoly, S 6027t F2 Fo Ay NBE(FEA

FFLolal, S 0A]olAe Ae A7 FFLoltt, BE HolHE o] Ade Hitoltl. Lineweaver-Burk
and Dixon plotsS ZAdsled (0S| BACE A3 F38S H7lsld k. €052l Add<5(K)E Lineweaver-Burk
plotse] o]z} ZF o2 HE =313 Dixon ploto = =2

T2 o]t}

874 #=it A3 C0Sel BACE A8 &35 #d A4S Abgstel F4sta 2 238 = 1 % = 20 =483
t}. HBA-COS, PTA-COS, VNA-COS, SRA-COS¢} #2 3|=HA] Wzt F XA COS ¥ C0SE Fo-o& WAl up
g o BACE A3 mdE yellen, A& 500 pg/ml =X ZHzZb 24.1%, 45.3%, 38.9%, 36.2%
18.6%°]) ATk, WkHof | PCA-COS, CFA-COS, FRA-COS % SNA-COS9} #& 3|=FA] AlgA =4 H3 (0Se 3|=
A Wz AE C0Sel As E4xHY ¢ w2 BACE A &S yElAY. 500 wg/ml -s=lA, CFA-COS,
FRA-COS = SNA-COS:E= 50% ©]A+e] BACE A& 43S vebdl oy PCA-COS+= 50% ©]3}2] BACE A3 &S yEr
Wok, BE C0S fF=Alls C0SETE 2 BACE A3 &84S BTk, oy3t A3e #HE4tke] 3,4-U3|=FA7] 2
AdAt FEAY olF AFe] BACE Adl &AM Fag TS 8 AAsFTE Aok, old mEw, it
A3 C0Se] BACE A3l &l d3ds mA= T8 A7t dAlmite] s=gA7]o] & 9] o2 & F 3l
S Aolgk. HEAk A C0S9 1G5 A5 W-438 3|7 W (non-linear regression method) 2 3l 1

=
A3E F 1o YEbEth CFA-COS7F BACE As &40l oA 71 2 5%S Uehds e - o,
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¥ 3

CIZt ZH =2 Al BACEY Ciet T=4f T COS REHQ| ICsoA

Sample ICsp value (ug/ml) Sample ICsp value (ug/ml)
HBA-COS 998 + 355 PCA-COS 1001 £53
PTA-COS 619 =63 CFA-COS 191 £13
VNA-COS 754 =54 FRA-COS 349 =65
SRA-COS 667 = 16 SNA-COS 295 =60

COSs 1080 =127 COos 1080 =127

gi-iEe] BACE AlsAl= FEHE e FEE FAF SIHEZA, B2 AFdA 34 Z2eokAl AiAl, FE =
2 FE = FAF sEHEe] u&-t®F 2789 (high-throughput screening)S AF&3le] BACE A A& sl

S @33 9t} Byun 59 THM.G. Byun. Y. T. Kim, P. J. Park, W. K Jung, S. K. Kim, Carbohyd.
Polym. 2005, 61, 1624)°4+= C0S 2 o] 34aks} 0S¢l BACE Asl 24& H7kste] 90% olAlEst Cos7t
BACE A&l &4d& uvehds Basilvy. el olelgh itk fAls C0Sel Hls we A A4S
veRdTt. Je 9 FddAE -2 AAE "I 7EAF FE=A 9 BACE A3 &dE ATske] 90% HolAd
3} 7|EANS R RE AxH ofv|dE-7|Ejte] thE fFEAC] HlF] %2 BACE A3 €48 Holw A3 #rlo]
H-AAA AsfQl As Bttt

b

H
=

=

7FE a7Ael HEAl 3 C0SQl CFA-COSSF &7 <Q1zF M=% BACEZ FHwulste 3 7129 593H4 P&
A+, A FFE AAsH] %611*% a2k 2% dAUS 2 AdA-2 29 ol§sl= Aol Fa3d)
t}. CFA-COS®] BACE A&l =¥lS CFA-COS 5ol we} Lineweaver-Burk® #4138} th. Lineweaver-Burk &30l
ol FAE A 9T CFA-COS7F -4 A= AsfAl AL YeElH, o]& CFA-C0S7F B-AlZ & ElolAl 2]

2 24 39 == 45 (subsite)ol 2 4 S gugttt. (&= 6). A7k, 250, 500 2 1000 ug/
ml ZHzZFel A CFA-C0S9] K A& 419.13 pg/mlolR o™, 175.89 nMe] U3k £, =% 2 24.35 nM, 14.63 nM
9 12.56 M9 T FHE UERATE (Z 2). 282, (FA-00S AdAlE &9 Fxd WYL Frstn ¥y
H a4hE g ol 71ddd AEgsA AgEE 4 glA "

£ 4

CFA-COSC| ZA|A| BACES| Z9=& nfeln|H

Sample Km (nM) Vmax (FU/min) Ki (pug/ml)
CFA-COS 175.89=8.84 43.27 419.13
250 ug/ml 24.35
500 pg/ml 14.63
1000 pg/ml 1256
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2 wtgo]l Ao wpEW §5L 3,4-U3|=2A] (PTA 2 CFA) > 3-3|E2A-4,5-t]¥|EA] (SRA 2 SNA) > 3-
B EZA-4-WEA] (WA 2 FRA) > p-3|=ZA](HBA 2 PCA)Y] &=Aolth. Atrt, ole Zg-dE 2 fsile)
gL WEE A EFA7] 19&% ALE AASHE etk olHdt 7[E2 AETH Z‘ﬂmﬂ A0 A
Z a3} w0 2 RE] PTA-COS 2 CFA-COSE Wk wgld] Alg7l53 3-4 s =2A7)S A £33
i e oA A= A Aoz o 5 ok, o]#3 FHi=S BACES A OFUIHJE’%
w3tk el = R, PTA-COS 2 CFA-C0S AL 87) =4k A3 C0S FolA M4 H8S & & Q. a8=
2 oly3 FEAEL Alqt3 vl-HE=A AsA o] F83 Aoz gAX.
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