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FoTFFTIRETBHE ((BEW 3eh) Lo THM L, FAAITFT—MI W
b, pyridine . B-GLuNH, &ECHICRIGELTeS, T4 A4 XI5 — bk 4a OHIL, B
GLuNH, & OIS EL . £ 7T I ¥V OINENME -T2, Ziud, N BUR & RE
LA R INVRENERFOLDRICNSE D Z Lilla, —BOMTLHLTAA 7
— S, BEEORIGOBIC B-GluNH, @ —&fbz5[&# = L. diglucosylamine (Glc) ,NH
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~:*&ﬁiﬁ%l?%5o@%ﬁﬁfT@®ﬁﬂmm O_BE I mbhiz
5, UEOE YT, BRICAFRRERT I R, hARUE, = kU ASEHER
;éiéiﬁ77»%w%&7yjﬁ/$ WZh oY a7 IV UEERE
‘ﬁ%ﬁ&%%ibtﬁ ST e

- S ) Hz B - -
CHSBr acetone @Jz SCH;, B- G'CNHz pyridine HO&&, \n/© HH
- 6h,0°C, 20% B GloNH = H&&/NHz

: 19hrt81%~ "NH Br- ‘ ~OH

. CN: HZS NH2 CH3Br SCH, [}GlcNH2 .
. GO T (T | A = 1b  (previous work)
e 65% 7% “NHz Br. . 96%

L Br- !
L 2
~ oN st pyridine, NEt, ©A)E N, CHyBr, acetone ©/\)\SCH B-GIoNH , pyridine Hﬁ&&’“{\/@
. 26hrt24% 30hrt90% 6.5 h, T 65n,0C, 2% OH +Ni B
: o 1c :
NH SCH H f
CN. st pyridine, NEty ©/\/\|r 2 CH Br, acetone 3 ﬁGlcNH2 pyridine H H
- 24h, rt 11% 30 h,n; 93% Hg Br ~3h, OC 88% H OH m
: . s
~ ; ‘? . . y h'H2+Br_ ridi H
| Lawesson's reagent | CH,Br, acetone B-GIcNH 5, pyridine 1 i
{ ———————————3 CH,(CH,},CNH, ———————> CH,;(C CSCH, ———————> H
Ha(CH,) N, e CHa(C O = 6% 5 (CHL)sCSCHy s 0% OH .
- : 3e de 1 NH; Br
; e
o ; H,*Br H
i Lawesson's reagent " CHBr, acetone B- G|CNH2 pyridine HO ¢
e
O o, 2 % o
- 1 h, 1t, 53% af 25 h, 1, 25 1 1t,59% 4h, OC 73% O: *NH, Br
N H2 Lawesson's reagent O/\(NHZ CHj Br, acetone Q/\n/SCH3 B-GlcNH 5, pyndme H R :
0 T inaen 241, 1, 6% NH,'Br  4h,0°C ,60% " OH m
o : 1g 2 o
:J(P ; " ‘ s ; _SCH ~ i HO .
N-CH Lawessons reagent (j\N'.CH CH, Br, acetone ©/s&= e B-GleNH,,, pyridine HO HYH
. 05h,rt63% - M 24h,05°C, 93% H o HB”  4noc,82% . oH I
3h an 1h Hgl E
r

cis /trans=1/2.5
i a mixture of kN
(Z.E), (E; E), (2 Z)and (E, Z)

Scheme 1.

LEY 1h ZBRL 7 I VUL cis—trans BRI Z &< TRCE—OARE L
Boh=n, k&% 1h 3. N-C=N FEAICHET D cis-trans BMEEZAE U FIRERT
NTORMBMENR (7 B, (7, 2, (B B, BL® (B 2 ®5b, 3EEOCREERDRE
A,%Lfﬁ%ﬂtoﬁﬁb% HBIO®PCNMRIZEY, (Z B (E B (Z D :
7 RN O 1l ODREEORAMTHD ZENbhoT, T HRMEMEERIT
%#5 LR BAEMOEE T Y av X —RBICkT AHEEEZRIE LT,
jﬁ&$ﬁ677w%w%1iﬁ<\m%ﬁé®x§WEﬁéz&yy4~%@ﬂ i
B D B-glucosylamidine 1i | P-glucosylamide 1j B L P-galactosylamidine 1k
Scheme 2. lZRTHEICL 2 TAMK LT, 7725, B-GLuNH, % 2-iminothiolane HCl
IERERB LI THEBHOT IV /fbicsl &k, RWIZELD SH 2 N-
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benzylmaleimide {2 & Y F5 w7 (Michael f10) A2 ticky7IYy 11 ZAAKL
7o ZDO¥4A . 2-iminochiolane HCl & N-benzylmaleimide % B-GLuNH, (ZFRIFRFIZHNZ .
HRKRCTHLTFA— N EZHEET S22 Uy Ry hTRIGESEDZEIZRY ., RAFRIL
WCT IV 11 ZEAZZENTE, IZUHIZ 2-iminochiolane HC1 Z/EH ¥, &
VT MN-benzylmaleimide Mz % 2 BRPED L, INFE, EHOME L VS KTY &
Ry FORIMCRIEST, ZOFEET 7 4 =7 4 —WERPERTIEICHSA L (T
B2 RBED3), T2 h—ROAEMLIZB-TTF 7 M7 I P-GalNH, Z HFEFH
(2. FRED FIEIZ LU B-galactosylamidine 1k Z&RK L7z,

O

Qv -CH,Ph
ﬁGICN __......> 9§;:‘ D&, S/E:V -CH,Ph
pyndlne ( \ﬂ/\/\ > pyridine, r.t. W

1i: X_NFECI 69%
1 X=0  28%

o
_ N-CHPh

fs\=K1Hzcr Hp OH E%V & HO OH
p-GaNH, —>———» N o gfj“CW”

pyridine | H on TS | pyridine, rt. H

rt. X NH2
1k 55%
Scheme 2.

—7. 2-iminothiolane HCl ®7%> VT, y-thiobutyrolactone ZHWTKIEZITS Z
Lok, e D B-glucosylamide 1j ZARL L7, P-GluNH, (Z@HEDOT /LF /7T
R VEBEMDICHEEENMENTSD (Fa R ARIKD pK=5.6), TAT 7 b ORI
24 AR ORI &)~ 7205, HBID B-glucosylamide 1j %HB5Z &N TET,

HL7c—# D P-glycosylamidine %ﬁﬂi la-i, 1k BLOT IR 1j o, @SV
a3 —PICRT AEERES Table 1 WCF &, A LEZT IV O L, Ja
//1/§7/f7® amidine la-i ITW¥Nd -7 as X —EiCx U TRWIBEFRHEZ R L

DIH L, B-HTZ b F—F, o H 77 by F—8, BIO p-FourF—EITxH
Lﬂi\ T EAEREGRLZ RIS o, 202 Eid, AHEAIN, AROEETHD
ZVav RoJ7) arifyzEbd CTHREICHE L, BEOJ Y ar{ioloxd 5 R85
BHICS UEEIRA 7 ) a v X —BlHEAE LTERLTWA Z &R L“Cb\éo F iz,
HT7 N AVEATD anidine 1k 25, p-H 77 X —EEB-/LasZ—ED 100 5
FRERNNCHET IR RO ZEERNE LUTEFRHL TV AERELZOZ LEEZXFLTND

B-INavF—RiladT olEE RIBEE. éiéi&,ﬂﬂ/%w%%?ﬁ):l/nliu
# > B-glucosylamidine FHER la-i X, £DOT FAHRSEEICEKRRIB-7 /2
H =V EEREE L, MAEDRFEOERERICR L TE, TOMEEE (K) X 10°~107M
DF—F—&, ELDTHRABMEERE LTERALE, Lhb, 7T I LEOEENRE
boTh, TOREFERHICIIZENIZEBEELRENRONT, —RICHRWEEZ R LT,
LU, iR (77— F) ORI LTI, fl2 i3 ba® 1la BLO 11 1%, 50%
PR (IC,) 2% 22 BLWN 13.9 mM BBE L, 3L A FTHEEEEZ RS 2T, 2D
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Table 1

Inhibition of Glycosidases (

H*%’&é’“ " R=-Ph -CHPh  «(CH,,Ph -(CH,):Ph '(CHz)éCHa Cyc":"z ggﬁ:;l NBn ggc gfclc gl(im 1
*NH, Br Pentyl | ethyl amidine amide  amidine
Enzyme  Origin 1a  1b" 1¢  1d 1e Af 19 1h 1i 1j 1k
A.niger 0.8 0.094 048 0.054 030 038 0.36 0.39 0.008 4.90 410
8-Glucosidase T.viride 1.7 013 076 035 19 084 14 053 025 185 658
Almond 22,0002 73 180 75 — — — — 13900%? — —
A.niger z2500% 22500 170 220 120 N..® 340 53 — — Nl
o -Glucosidase Bacllis NI 22500 22500 95 22500 NI 980 210 — — N
Yeast 530 73 57 44 310 520 21 34— — N.I.
A.oryzae 22500 N.. N.I. =2500 N.. NI NL NI — — 159

B -Galactosidase ,
E.coli NI NI NL =250 NI NL NI NI. —  — 6.0
a-Galactosidase  A. niger  N... N.L N N.L N.L. N.L N.. N.L — —_ 5.6
Bxylosidase APUVE™ NI NI NI NL NI NL  NL 22500 — @ — NLI.

1) a-Mannnosidase (Jack bean) ICs = 19,100 [uM]

2)ICs  3) Not determined

4)1C5=2.5mM 5) No inhibition at 2.5 mM inhibitor




10 amidine FHHM 1b, ¢ PIR d KOV THREBEOBEMS R b, —RIC, Bk
7/&#/&@,&%77 U a2 EAE B D Brglucosylamidine FHEMIT, 7 —F > NEIRO
A RICR BB ER R ST, e
NLEAVEREOES kA 1la h=10), 1b h=1), lc bh=2) BLV 1d (n=13)]
,Eﬁ%@@ﬁé%%&#ég‘n—1%¢03oﬁw\n-oiﬁxrzm%é&mﬁ
T 1 A—F—RBEREEMENRL 2o T2 (A niger ® p-7av ¥ —E),
SLELD B-Zvav X —E8Th, HENRASL LTS EEDOEITRELY T v1r1de
'%%Ti %hi&k%ﬁLmi%Ehﬁﬁotottb 7 —E NERO -7
E—PTiE, Bl LAY 1la (=0) | ikhkﬁiﬁﬁ%ré@ﬁot(mm
mM) Okt EA# 1b (h=1) BEG 1d (b =3 TX K =70 pM BREODL
<ﬁwm£%TLT%D T ALV OREN, B L ORISR E REERE R
HEOHD T LN L. 20 LiX KRIEAD. BEOFEEFOFTEOBES
EHE %Eé Bz, T2 a s oBENEEREMICRIETTRELMHHT D0, B’
N — )L L7 B e BRI BIEND TR, WS, 7Y avBs0REEEEE
1A LT, %Ewﬁjﬂ/&~ﬁ®%éﬁﬁm mgféﬁbwmiﬁkﬁéT%%%ﬁ
TRV REFRENERTH B, ‘

TV aUBHNERE ORISR AEEIT. X7 VU3 REZL5 B
lucosylamldlne 1i ICOWTHHICHEEICR b, A niger ® B-7ay X —BITkL
B Lfbﬁﬁ 8 nM IZHET H XD THMALIEFIEEAIE LTIEH LT,
'wmiﬁ L BIERESA TV SESERRRBES LOEKY U a5 —CiE
J®¢T% W%@%% T END, LA 1b LHELT, A7 YA I RERD
CLICkY . HEEENN 10 FERLTWSZERbhol, EIAB, T— TR
RO BN AT F =PI LTI 16, =13.90M TH Y, 1ZE A LHE LR T,
BRI ﬁT5@£Eﬁ®%\Tﬁb%m$®@ﬁ@il5xuka%@fé en
L7, —oZ bk ERO X5, 77V a B0 RER B2 AT L, BE
ZY av X —POrERETSH, BRECEDLD TEWS Y 2L X —PREAZ T VA
TEDREMEEZBRORRT 560 TH D, —77, amidine 1i ERILSAZ A IR
EAEFL, BEXP DD THELUL TW OB EEMZ K22 B-glucosylamide 1j X,
‘amidine 1i (ZH 600 b E D LILEFENTHL | ROMEFIZBWTIET IV D
CEMNMERE LCEETHLZ LRI OON, FRThH, K EIZLT 4.9 uM &
VHIRWLENR SN TWAEEE, 77V arHoLERRKICLI b0 L BEbhvd,
= o a v RIS T A EE L LT, TARIHOM RV BB E R
SAEEAR LN, TR, TAFAHEEOE N 1a (h=0), 1b (h=1) T a-
LAy H—BERIFEACHMELAOOIS L, TAFAEENHNS L -2 ras s
T‘ WA ABEEEMENE AL [le (h=2), 1d (h=3) 1, [AEKOT /) ~—{(LD3L
MEFIE BT, Ak, B ra s F—BIok L ORBRZMEA & LTERT 2L
“THHIN., TAXVEOHEENEL 2D L. TOEBEDLVWEWECRY, BT ravy
~BORELT oI a v —EEBET D LIRS D B bhD, ZOM
1%, RIEEE 5FRE D AL—H—D D] B-galactosylamidine 1k 122V TH R 54,
~HF 7 N —BE, AT N UE—E LI &H&f@ﬁéf@ibto%@ 7.
PO Y IV AT IV h Z Y a VBSICRT AERIEIEE . T AR
T%. B-glucosylamidine la- 1d IHERELT. BHTI b ¥ —E a-WTF 7 by
PP BFin A —PRIEST, Em, T VIR Yo I RER T
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Ebnb A niger O p-ZavF—FILLTh, MLAZ YA I FEELD B
galactosylamidine 1k 2 &> TiE i?:/uk‘ﬁﬂ—%%i"ﬁfiﬁ*ofcléﬂi (K. = 410 uM
R | WEOS Y 3 B OBEPREERIC2> TV D I LR L TS, LLEO]
PN 7«&533‘“@]75)7 U a2 S OEEBREEIISCTZY «1‘/5*“’1?%%/\? ER
[LETAHERTH D Z c‘i%‘f}iﬁ‘?‘ékﬁﬂé} . BEROT 7Y 2 HoBED. B
DIERICL o TIEETH D Z FERLTVS,
Yo X oz, BRtLTE & ED B- glycosylamldme HEix., %%@? J b IV 0)%‘”
%ﬁ@&?/?“{_f,@_dzﬁlﬁ% WIS U BR 2 BRI 2 R I D TR L 7 Uzt
SSOREEIZ L - Tk, BEDZ Y :I‘/57“*“?@?7‘%!3]15'?’3"5%b@f%ﬁﬂ’)ﬁﬁﬂﬁﬁ
L“ﬂ"ﬁ%@*é:’—”‘—ﬁ fﬁﬁﬂiﬁﬂfzﬁé &Z’))Tﬁwéﬂﬁ_o HCE 2. BEROEERE
Bhd T, HEADZ Y 2 #a, T arH \%Ef&ufﬁﬁ/\b%’: e D PHLES
%O<Z} LoTEDL, VWhiX r’f‘“—7 A—F] iLEEL Sl Ry oz P ENRENT,
[EN @ﬁ@77W%W%%%ﬂLttﬁfi BILETE MR IC K & 7258 CARVNN=%
PolOLEETHD, o T, 5K, B2 T T LEEE T Tl AR L KIREERS
%@io&ﬁ*@@aéﬁ%%m@u AL, BEOT 7Y 3 UREEEL L OFRE
RHEEEAEFIALTCIVEAOTENEREZ L LT IV /Eﬁ?%ﬁi%/\)ﬂi%ﬁﬁ LTw.
M%ﬁ)%é F1. BEEOT ) v (LR ME LIS ST o7V avy—Fzl
'é‘éf: —ED o glycosylamldme E’&/\TELT@< Z%ﬁﬁ%%

1-3; B—Glycosylamldme ﬁﬁﬁ@%ﬁ&%ﬂié’]%ﬁ ‘
: &7)3vw7 Dok, 7Y a s ESITE LT %@L7/ XR®%L%%@i
BELTWARED KETHLT Y2V k%b&b“( frb“f%l_%‘:ﬁofb\é LEZBND
ZZ T, ﬁm%ﬁﬂﬁjﬂvw7~y/f%éld&\nmmﬁﬁﬁwnvbf
benzyl B-D- glucopyranos1de Lo, AKFIZBTS H NMR F—& & LTz (Figure

HOTS \L N ~(CH2)sPh HO@Q-CHZPh
. 3

* oH SRR RS

1d NH*Br benzyl p-D-glucoside
H-1: 84.78, J; ,=9.2 Hz ‘ H-1: 8449, J;,=80Hz
H2: §351,4,,=88Hz H2 8329,J,,=9.0Hz
H-3: 83.66,J;,=92Hz . H3: 8344,J,,=94Hz
- H-4: 8346, J,5=96Hz H-4: §3.37,J,5=85Hz
HSE: 8358, Js 6 =5.4 Hz H-5: §3.40, Js6.=5.6 Hz
f Js, oo = 2.0 Hz ‘ Js oo =1.9Hz
H-6a: 6 3.75, Joa o = 12.4 Hz H-6a: § 3.70, Jsa o» = 12.3 Hz
H-6b: $3.98, Jgp,ca= 124 Hz H-6b: & 3.90, Jg, sa = 12.3 Hz

Figure 1. 'H NMR (in D,0) of B-glucosylamidine 1d
and-benzyl ﬁ*D—glucopyranoside

%®F% 67W3VW7‘V/@ D0¢T &D7W3E7/VF&%®®TﬁV
FRoTRY. By T T EBOENL, W FFA AR Da Ly T —A—d
f&)é LHEND B, Thbb, B-7Y :"//1/7\ CURRET Fu s e LT

EHEREZHELTVLIEA T, BEOS Y =2 EHRA M &kt LT RN E &
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LTS, | o | ; ,
-,;37& Jj TUNT R ‘//@i’f'%fif“%{ﬂ];?& Uize —RIz. TASAT IV OEE
s = acetamidine OFEBERD pK, X 12.4 LHESHTWS, . NUE
1%1,(1/\5 benzamidine T, L&D pK, 1% 11.6 THY, o T5T7 I
T"%wﬁ%ﬁﬁizmutk%w LivL, B2V av 7 Ivuvig 73V
FTHEREFO—DNIY I VVED I LCEEREE L, —EOT IS —VER
fb\é?i&b B ) — ABROBERTICHR T HBFRSIEEZIT, REEEDR
‘D'\Z)—T EEND D, FE HBENICHET ST I THD B-glucosylamine T
Z D3 &M@pxhi56f%@~‘@ﬁ@'@%@7»%w7iyinﬁéwmﬁ
_“C B-27 U T IV UHBEMERD ok, EEMDTCDIZ, B-glucosylamidine 1d
NT, ZO¥EE NaOH THRILTZ & X OARERD pH 2METHILICLY ., 1d O
&Rz, ZOME, 25°C ORFUIZINT, pK=9.39 &\ ENFLIE, 0
- b B&)ny»?if/m BEOTLFLT IVACHARSE SHTTHER
EMENZ RN oT, ZOREMEDOERTIX, 7w%w7iymm&fﬁﬁw
173 /@im%mzf“m:aﬁ?ujz{ﬁ%b\:&<‘:%>J:<><TFE\L T ) — ABROEEE otZo
BIghRICE BB DL Ebhb, LL, pk, 9.39 LW I EI, ¢%Hﬁfi
}/MLTM5KH®+ ﬁW%ﬁf%ﬁO LERRL, SV avH— ﬁ®7/?
FV 5 pH 5-6 FHEOTBIEHEF TIE. VR EEICTm AL LSRR CFEAE
welé“@,f*/\@ﬁﬂiiﬁi% 7r:1 MALLERETRZ > TWAZ L &R LTS,
. X1 B IO 212 b LEERLEEBY, B2V a7 IV BMSEEET
ﬁ@%ﬁf%é —J5. Th VHEEET TR LIRS REZ T, MHISTD B
1 VT X REERMICAERT S (25°C, carbonate buffer (pH 10) TR 24
25°C, 1M NaOH H T 5 hr), iz, MAREHTHD B2 a7 I
S BERHEEENIZEA L RN LB DA > TS, £ T, B-glucosylamidine 1b
X ZRIZKIET % Brgalactosylamidine, P-xylosylamidine OZhZHZ . pH O
FEERE IS 10 oM (2725 K O ICHE L. IR T 180 ARIC Lo TA V¥ ant—
%F'é”%’)ﬁ%;aﬁﬁi/%ﬁa Jﬁ:ﬁ“ . %h%:h@?’ 3 y/wﬁﬁ@%‘:nﬂ/\t (Figure 2),

—
b~
S

100 . i @, ......... ‘,w,.._,

g & S A
80
60 F

40

20+

Relative inhibition activity (%) |
Relative inhibition activity (%)

o

0 R ) 100 150 - 200
Days .

Figure 2. pH Stability of B—lecoSylamidines. ‘
Panel A: B-glucosylamidine 1b assayed with A.niger
B-glucosidase. Panel B: B-galactosylamidine assayed
with 4. oryzae B galactosidase.- Panel C: fﬁ
xylosylamidine assayed w1th A pulvemlentusﬁ
xleSIdase

Relative inhibition activity (%)

0 0 100 150 200

o Days |
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%EOD?tEE pH 8 LL EDERERICHRFLIZEA. 77"‘;>;/O)M1§§ﬁﬁﬁthiﬁfl}:IL/%BOD

R BEICIR T L7z, — . B-glucosylamidine 1b (i pH 3 BV TIHFEF
ThHY ., HEGEHEOETITFREMBO bR 27, pH 5 T CiE. fREFBERE 120 BEA
BRONICHEEEOETAREZ 57225, 180 A TH 909l EDIEMITHER ST
Glucosylamidine BEE CH -2 b @ pH fEHIK (pH 3-5) BV T, FixT D B
galactosylamldme B LW B-xylosylamidine DFAIE. REFERL DO HEEEOIK

o bivle, REFBALS 180 H R T, ﬁ%k%@bf?%%fifﬁ$ﬁﬁ@ﬁT#m
%hf—o F#1Z pH 6 128\ ThE. P-glucosylamidine & Hul: U CIEHRDE T ABEETH !
7Y 3 R DN X o T TRIRE B ‘?%%5:&ﬁiﬁﬂ%‘gm\:éﬁof:o, 7o N
TNats )y RBargg—A—va R bEETHLIZ L LG L, B-7)
AT IO OMAMEIC, BT ) —RBOaL T +—A— 3 VELBABEELTVS
WDRBESND, L. WInoT Prh. pH 3 UT\@'ﬁéﬁﬁﬁﬁ“( I ToHT

TT‘TE) 2:7535"&'7%&5 bt :

(2)Bf):/w7~V/%§¢%)ﬁ/F&¢5774w74 9mv%ﬁ774~
CPED XS, BAY VAT IV UBERRE, BETFus e LTERL, B
) I RRRMEIC K RIS LT, BRIREL CEEEALET AIE ERTHD Z Enbhol,
OHEERALT, B-Z I as AT IV B H L RETHT 74 =27 4 —REKRES
Lo 2hzfunT ﬁ}j/%£$®§@6%ﬁ%774‘74m%§bto%%nf
ik, @k 2 (leatake, J.; Sakata, K. Methods in Enzymology 363, 421-444 (200
ioJ:U\jZFF{k3 (Inoue, K. ; leatake J.; Mlzutanl M. ; Takada, M. ; Yamamoto, M. ; Saka
K. Carbohydr. Resk;338 1477-1490 (2003)) éuEEéiéS%L(‘b\Ei

(3) B-ﬁJ :l‘//I/T //%%W%%b‘ﬁ_*ﬁ% B-71 :‘x‘/éf"—'[?ﬂ)éﬁﬂ%ﬁh@i%‘%

k%@éﬁ@fni‘*‘ﬁﬁ/@ L @béiﬁﬁﬁﬁ%’géi £ < 0)3953{::\ EoBEL (B-2'V
k) BT C—BRICREE LS, FOE CHEBENICERSh TS, FEE
JayvZ—BIiZk o TIKRGRES I, E@{%@%Eﬁnﬁf%ﬂ:*ﬁ’bfﬁ()\@ MEFOX I
b, ZOX S ElE, HEEERUEE B- glu0081de & EDIMKNFEEER T D B-7 =
wﬁabf§<@ﬁ%# WESN TN D, o, HEPWOMIREEL £ ST %18
VLTI N AT F—F, Fn F—ER L Sk SEREMASEESR (
L E—Y) MEA L. MMOERERETEERLTNS, Ll ZhbZal s
DRIE & AEBREHEENC OV T, FRIFEA LD TORVOPEIRTH D,

% T, ﬁﬁ@fUzyﬁgﬁﬁﬁ XS L CEER A E T 2EE0H D5 B
)31//1/77 CUHERERNT, BICBT B 7Y 28—V OEREHEE &R
EHIT, EMOEBTOIFREIRKIC, EARBEDO VY at X —EREETH D0V
0)7‘%[1%“)75“8712@\ in vivo 7y EA ZHLE LIEMRICEF LTI, $hbob, 3
DOFLEH] B-glucosylamidine (1), B- galacosylamldme (2), B-xylosylamidine (3)
WKCEERE L. AL EBET S Z k LKV, FAREEOT ) avy—
W L > CEENEHRIT 55 Thb, 1 ~ 3 OEFANC L > CEIEERCHEHN V]
A A =PI Lo TEERMASEEZITAZENTERL QY K& ZITAEBEHEY
DIEFEENELEN DR, EHORRE LITML 0%l (EF. ZORR, IROMR,
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TE?F%EE@&“) WELDZENTFREND, 22T HlZ, 7y OfEER. 5l
éh%} RELEOBMEFRNVICLT, 7Y av ¥ —ErEET 2 EMBESEZRERL.
Hﬂﬁwﬁﬁé’]kﬁéfﬁfﬂ@ﬁ%’%ﬂ? ) oo 2 —¥ O ETRE & B 67)\&»@”6 &%EB’J&
TR EATo T, 1%%2%71%31: HAPE BN jUﬁJ\AL E‘%ZL/T_O il

"Ho OH : SR ~

2 Br'

} 7)3vﬁ~ﬁ®@ﬁ%ﬁ%$%7yf4%@%% |
TV av X —EDT vEAIZIE, chromogenic M ATIEE THD pNP- glycosule X
NP glycosuie\ 4- methylumbelllferyl glycoside 2Nk < fEbiL. E—%?ﬁ‘fj{ﬁ; ZRE o T
% p-nitrophenol % o-nitrophenol, 4-methylumbelliferone %43 b o3t 0l e 73':75@.’3"5
X S/ IN RIS OEELZRD D 2 EN— R TH S, LinL, &< DA
lycosidase MO FE# pH »3, pH 5 FHEDOFHEMEEEIZH D720 EROKIGTIE. —&
M OBERRIG DD S | mah&@7»ﬁv%mzr ﬁﬁméﬁbék&%p\ﬁm%
(D pH % EF. BT 5 pnitrophenol < o—nitrophenol, 4*methylumbellifer:‘one pid
L, WRYT PRI T AL VEEET CERETDATNER bR, ZHi,

IS ORI & 3R BESIC 1T, &R &u\w%w%ﬁﬁ%%téﬁﬁﬁhiﬁ6
EBRENTRIEOICHE X D20, HERI/ ST A—2 —ORIERE, FHICEE 7R
f’f’EﬁM%& 25, bl KIExIEDD Z L7 Higkal E%:ﬁﬁfﬁ%ﬁ%ﬁTé ENT
. 1 EORIETHEENRD b, 7Y av =0T viA N E b THELT
B, FIT. ABFRAEEOIE, 2- hydroxy-3-nitropyridine D, HERMIZL - T,
AR CHLIRE Y 7 T AEEICEHE L, @%@.%7@’9“5 3-nitro-2-pyridyl
lycoside %/\Tj?,b Thz 7Y :1‘/§’b‘“k@gr§k LTAHWAZ LItk - T, 55’@’%‘@@”
EGHNC T Y oL X —POESEERECESH LT /ﬂf%/ﬁ%@ﬁ%\é b‘/to ARHFTE
V%iiWS mEShTnha,

wﬁﬁﬂ%ﬁiﬁﬁm B-71 HVﬁ“ﬁwﬁiimﬁg ZOWNT

WD Family 1 p-2"Y oV X —EiE, #@E. TAay RRHT 7 R R, <)
R, BpEZ—o0HAME LTRBRL., TOBILKRED B-7 J 2> NEE 2K
T 2MEN—BOTHEN, FLa—2A06ICFru—2 A LE B
imeverosyl (6-0-B-D-xylopyranosyl-B-D-glucopyranosyl) === k% "JEHAL T
FOBILARET B-2 ) 2 R REICIAKSET % B-primeverosidase X2, 4L
ALl U7 RO R R B2 oV A — B L EEN D —HOBENTFEL TS,
HOEERIT, —fRD B as X —E LIZRARY . EEPER & ORI A TERE
- o T:fké\%@ﬁﬂ*ﬁﬁiéﬁﬁm MRS ET ABEEZH S TVWE EHEESN TS, R
F ¥ ETIE, B-primeverosidase NERICE T, AMRBHERIEIC EEREE & 27
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LTWAE L bIo, T—u LRI EORBAORE TRICKV T, ABRNE
AR LR RE Ry EREES TV D, €I T B-primeverosidase DJk
%E@%ﬁ@u\ﬁﬁﬁ®%$%mﬁg%%E# T B E T o CLER6 BXUNT)
. AREENS TEEM CTRE R T ISl D0, AEEE OIS EREA
@ébfﬁ%ﬁ@kzﬁgéaﬁto Tk 2 B LB Tl AT, B Y AVAT VR
SWkE VAL REFTDT IA=T 14— 0% b5 7 4 —OFRES LI, AROTIE
B-primeverosylamidine &Y W RETHT 7 A = 74WW%W%¢§LKO AR LTz
TA4=T A= %%WZSM_%%7Aum&>%MMTmyMHMﬁ%r®H7®“T1@
LE0L Wasisniz p- ~primeverosidase (210 unit, specific activity 17. 7unit/
2Ry B 12mg) AT TSI L EEARESEHE . N T L% 20 M Tris-HCI buff
(pH 7.0) THHF Lz, D&, #5 L% 20 mM acetate-NaOH buffer (pH 4.0) T
E¥7- L = A, Pprimeverosidase MRFEMICIEH SN (207 unit, specific activity
26.8 unit/mg, &1 %7 8 8 mg), {EMEDEUREZ 98% [ZDIFY . EeRiT 1.51 B0k
%éﬂto@méﬂt%%%ﬂﬁf)7ﬁJw7 RESIKECHIR LTE 2 A, BES
KEICE—D Ny REE 2 2MEIR if%%*hfmtoﬁﬁb%
prlmeverosylam1d1ne FUHUREFABT 7 4 =F 4 — BRI ,JZU B-primeverosid
OREHREBUZ BLDBDOE WEOEVEESZRICBONL KR, ZORRES
EF a8 ,f%: %;ﬁUDFBBTBk X A AR E AT I AT TR ED A TETH D,

io%?!)lb : | '
7)3/§“?ﬁm Lo TH BRRTZEY — M, B /Y o EEREMEIOST

BN CEERZIAET D k@f%émA%Tbéaw%%ﬁﬁamﬁbtiﬁm
;mwﬁﬁ&k@ %%@&J:/ﬁgﬁiﬁﬁbv W7 7 o R RM %ﬁmbfﬁ

W% E /\ﬁk’é‘é EpTED BV :1//1/7“ ://a%ﬁﬁié:b\o%ﬁ%%&ﬁ A=
ﬂm$ﬁ%ﬁ%ﬁé IKE-T-, £L T, ZTNHE BRI e R D e &,
TA=T 4 — )ﬁ/%&bf 7)3/&wﬁ®774,74wﬁ§9m%#5 L
7f§%ﬂiljf_o BE. Es%bf;57/):1>/57 YOT X BESNG, %EODE%wa%3:1-}\ﬁ*%
ﬁh?@ﬁmM”/& CETCERELTHY . AT, BERMOS Y avy
Y, 7V oV EEEREEW—OFR»Y & U THAE - R BETOsZO—=27
MHREEETE CEBRT S, EOS Y av i — t@%%ﬁ%M%mﬁm®%4ﬁwﬁ
SEEETAHI IR D,

B-7 U AT IV UREEMA, éiéi&%ﬁ%&%bf fEEIC L REICE
TEBEVH T L, HR /wwkbfébwfk%ﬁmw%%o W H ok, SE.
ki&w4ﬁ7/ﬁ4 beﬁgk%/7w%&ﬁﬁé_&#f%5i#@f@< 1
0)/\/(%7’ vEAl R LT, BAas Y ariE b o—EHD ) ay X —FEHEA T
FT&@T%%K@ POy avd—EREEIC §W1%6®mﬁﬁmfééwfo
3, Thbb, TNEHOMEROEBRERRBROMBRELET S 2L, Z DY
TEHE B@EH“)ZD7U:1/5' ﬁ@ﬁ)z/%’gfﬁ%ﬁﬁﬁ@ ETCELHDTHD, 2O EIE
Bﬁjn/WT\V/%%W% B, EWICE 2 RBICBESNAEMEFRDIDIL
WM OEBIZL > TEERBXX LTVWARMOZY 2 ¥ —EBafELL I LD i
vivo FRBRIC Lo THRIEENoDOH D, TL T, D FO7 Y o B R RN R E S 1
AT, UV avEL LT 74 =T 4 —REREER L, BIETEERZ HAL s
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L) BROTRFEMEATE D, Thabb, AEMCEERHX 257 Y av s
RHWETDHEIANLHRE L, HEBROHM - BEER T, BaForn—=7
BENOHEEMITICES LT, ) av Z—BE0d L0 HEEChERET S,
DO THRGHEY — Ve d Z ERHFETES, 4%, B-7 Va7 IV UaFER
F0 AL LT, IR B T Y av X —FOABRERE LT A {LFEREE
TINCED D TFETH D, Eio, BEICKREICER TE SRR ETEN L, JREHAR A A
VA ETO, AMEEYS, B0 LR WEIREWAEREM 2R T AR b EIRF L
WV, BRERL 29 LEBROREARHT- 2RO L 20 Ry —LELTD B
Va7 IVCoFEROFRAMZ S DI LTI NDEINLTH S,

#E

AFFEE ZITTHICHEED, BN BTV a7 IV UFEEROEHREFENT. &
B72tE L BLEEEZBIE L TS =B 7 oA (Wenfei Guo) fEH-t (Bl Wil K b
FBIER) RS- LET, £72. FOBRORLEYOEBERICBW THLAIEE
B LTSN TV RERAEDOBERK (ELFRE 3 FEEREPR) [EHNZLET,
FargEE L LT, BEOT viA ., AWRBRETCIRAVEEWHREE B ARG
DO/NIE—K, IIARBBRICEIEHWELES, F/2, ZVav ¥ —8nT7 7 4=7
ra<w 7774 =R LT NWIEEFEADOH EfFR, RA K70k EfEL
Bl RRRERFHBR) . oINS, WWIET D in vivo MBREIT > TN ZEE
IR BEFRICECEFH - LET, K& BY Y (Seung-Jin Ma) it (Bl H VU7
N=T RET— U 4 ARIELHFSEE) (X, B-primeverosidase DOFERFEMEMACS Y
VA — B OERISIEFRT v B A EOREEHIISED T, Z 2RI L
T, Fim, EEMEEE LT, ZY av X —E0ERENSNENT v A EORREIE
TV Wi, KRIRKFEBRZFHBIROMALE L, RUB#dRoEEE Lz
BRAERE BT R B 7 LE T

AL, E& LT, SRR AR A LA RS TR b OTH Y | B-
imeverosidase %% U & 2 ZHEELFHARE RN ) a v X —E o E@E LT, &R
BUHFSESEAR & R 2 4R L CF & o 1 B2 O WM =S5 S X OWK LB F I
BB L L bic, TREHEET BB & 72 o e KEBARE, WA ORIESHER &
BUFHC RS2 B OF 212, ZOHEMEY T, B ELE LEFET,

fic, ABFEIT, BERRZHHE ERFE 0) ) 22U TTPRELOT, B
SETIRBLE 72 & N TR IR L AL L B ST,

oA
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