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L. FH TR AR e~ Fe R, HAS TR E AW IR &9
Ry x-LG
Ry
(A)
R Y N
Ry Rs
Hr
X A O NHEES ;

LG A AFE R A, b X-LG #8732y 11l pr ik b sl R 4 Al i et
Ry Ry Ry AT R, A7 H 20 Cl-4 Fedk ;C1-4 froadk s il & s MR (107 5 5 sl
SR MR T7 5 s 030 WU AN s B s MR HUAC I U R ik R N

5
Rs WA R, PR, A
! Z
Re Rip
Ry Rg
Rg
Hrp s
7 3 OWNH 8¢ S ;

Ro~ Rov Rga Ry T Ry JRAZIIIE H 2 C1-4 etk ;C1-4 feda ik  fle BEMEIERR 107 2 il
EEEMERRIZR T2 5 38 WU S ANEE s B s R U 282k Rk IlRIE R BE A

TR 2L
A, a5 Ry A iR mFA R T — D& FRE A2 A&
Oy _H
OR,
(B)
Rg’"N‘Rb
Hrp .
R, FI R, A7 Hu ik HEAN C1-4 fidk.
2. MR AR SR 1R ¥R s FIA R, Hod R A &AL TR 2Rt & B) b 2- B
B —4-(N, N- " FIILEIE ) KR,
3. MAEACRE SR 1 e RFIA R, P X-1L6 %6 [ B -D- MbMg UM T i — i

FARESIE (TBDMS) « LR FE BRI IEAR . o —D- LA A5 25 0B HF . B -D- M IR BN Eh. N- &
Btk - B -D- @AEAFLIE AT B -D— AL HE B 1

A ARPEBCRESR |- R, Jorb Ry 18 H & A3 A ARSE 292k \DMP CFur \Fur
NPYI‘, ,E;EP :



CN 102459168 B ) F + 2/6 T

C: I
OMe
DMP = Q
Olle
wn A
CFur = “U COOH
Fur= “*@
Me
N
NPyr = “U
5. AEIYE I PRI AR R T v, A E LU PR
— Jr) R X AR R R A R s
— W5k BAE A Brad A0 B 25 B i 15 5 B RIS 5
HAFEAE T
P 8 7n FR R WU B R 1 AT PR 2 , Horb BTik X-1G #8435 Tl oL Frids S0 i) i i) 7k
AL, Frid 40 S 808 A & & I 0 5 5 5 i, o XH &R 2R T, %60 R
TS EERZR S — IR T TR ME 5 FYF0E o Frid s B o 5 1k B REE 2 A
AR IH I ) 32 AR 73 I Y 1T 7 %o

6. FRIEAURIE SR 5 Bk i 77 1, Hodh BTk S2 4R 30 00 R34y
7. WRIEBBRE K 6 PR i i, Sorh prd SR8 o il ik A iR 18 X 52 R4 S0
Pt
Ox H
OR,
(B)

Ry VR,

Hr

R, AT R, M7k F S C1-4 Sk

8. MRPEAHE K 7 ik i 7%, Horb rik 264 54 (B) hy 2- H4SE —4- (N, N- —H
Tk ) R,

9. MIEBAEIK 5 Frad 177 7%, Forp ik S2 A58 40 4 P id e 7= 55 73 - 103 7

10. ARIEBMELSK 5 Bk (1) 77325, oo Irid 57 i) i R anACR) 223K 1 e i e S, Herr, 4
R NE WFTIRE 5 H U A TR 5 R 2N 2— 28007 FF 2% — &0k -

(C)

I B W R 25 Ry, BRSSO BAT R Sk (R 100- 15l JF [1, 2-a] 15|
3
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e

Ry X
R
’ Ria
Rs A (D)
Ry G
Rg Ry
Ry

HP Ry, 4 OH 5K Ryyo
11, FRPEACRELSK 5 Bk i) 7 vk, AR IS AR A £ F 134T -
12. FRE AT = F AP 28 71

R, x-LG
Rz
(A)
R4 N
Ry Rs
Hr .
X A ONHBES

LG Ay ANeE 2k [, b X-LG #8732y + 1l Pk Sh sl i) 1 Al i e 4
Ry Ry Ry TR, BRA7 I H 20 Cl-4 Fedk ;C1-4 roadk il & sl MR 072 5l i sk
LM IR T7 2k s 3 T AN s B s MR U C R U RSt ik R AT Bt

H
H Ry ARy, HH
! Z
Re Rigp
Ry Rg
Rs
Hr
7 ONHEE S ;

PARCECH Rgn Ryw Ry R F Ry AT ML A& C1-4 Fidik C1-4 Led ik s fls Bl ik 3%
(K177 5 il B PERERR K 2 07 56 5 o 30 5 WUk S NG 5 TP LSS s AR LR BRI = 2 R

BRI RIS
HAFIETE T, HoA & B Rl X AT 2B )
Q 2
Re
o
Ry Rg
Rg

Forb Q Dok BB R =0 TP R AR AR AN PR R R BEAR AR 1 1 S AL A
13, MRIEACREER 12 Prik i) il & Faon il S i, Horb Q s el
14. Ni&ZH L&Y
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(G)

Hrp

X 4 ONH 8¢ S,

Ry~ Ron Ryn Ry, « Rov Ry R Ry T Ry AT HIIE F 4L C1-4 HEdk C1-4 Sedl gk sFlG Bkt
TERRI T 5 sl A B TR RE B I 2 D7 2k i B2 5 TUOE SRR s BRI s AR AR K 2 0 2
SEIRIE RS E AL

HAHEBRLU R ED) -
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Hrp

X 4 0.NH B¢ S,

Ry~ Ros Rys Ry, « Ros Rew Ry Ry FH Ry JHST7HBE A EL C1-4 fidE sC1-4 Kb 2 sl & s it
TEREI 55 Rl A B R B I 2 D7 2k i 2R WUk SR s I BEIE s AR AR ) 2 2 R
T VHRIE R EE R



CN 102459168 B OB B 1/52 T

T TE

& BRI

[0001]  AJRBH A TF T 237 Ry vl 5 A7 3508 b n A= A A5 L PR SO S 16 2 R 25 I 1)
FeaRAe PradHife AL T )z AT BER G [, o8 R an A= A R BOG S ER A7
N H .

[0002]  KRHHTS &

[0003]  F& 7R 50 4w Y. AR (R IRA " eS” ) TR INAE S (R R
HTdS” ) WM. R REASRIRE O OtA R BB B RTERF) g (H
A TR RH ) RS CRHEIRZRF) B (i, pHIa7w55 ) FAD A ROV I
(0, e 7~ ) o

[0004] A4 sl RE P A T RINNE 5 LA AR T 58 T 0, JF HAl W K AE ik i =
R PR R AR E R A (BRR A" LG" ) A R ek it .

[0005] 7% T Fa/ifliA R K — B SR TS

[0006]
EO B F 4 58X A
sl —&8 as (aR) sP
7 & HAE SR fe5 |
( FARE LA
T R)

T H ) 6945 % (dS)

[0007]  ANFa e 2k P I B 25 sl o 1 B 2 SR A3 W AL 915 5 )R (signalogen) (R &R
N7as” ), Wil E A& AL CRAEW R EEAH (BERRA” aR” ) BIAHE
TEH) LLAEEUE 5 H] (signalophore) (ERIRA" SP” ), %5 5 BT BB & 5 prid ]
FAE 5 IR AR R o BRI, Fig 7 0 3R s B R T A (105 5 D, BV I AR e A L R
WG e TRARAMAR (RN 1S7 ) AEIEIE S R AR e BT (&) .
ARSI ER, DL ] (interrogation) RIESIINE 5 1A ETF-BL (means) o HIAGINE
510 IR 8 0 A SR D 4 TR, I LR T kA 1) 1 2% O IR P A ) SR T 45
)7 8 ARSI R/ BYOE

[0008]  mIAGINAE T 1) LA B L% B I A I (absorption) BRA ST (emission) (U1
A TR OB ITR /R ) B E FE I B (TR R ) o

[0009]  WIAG IS T 7E M b AT LA R I BUERE AR 9, S el R AE S T — E 11
BT R NPT DURE RO Sk o ARG DL, A IG5 7EME T bR A AR, AWK
JEHRZR AT LA AT ATP BIAFAE T R DG AR PTRTINE 5 I G I A5 7R PR i B2 R 1) o
[0010]  WIAGINE 5 AT LLS 85 I Bl A PRSI ¢ <45, pH $a7R7)me i TR R 7K A
P 7 S ) S P B AR A T S 8 B AR B o A U R S A S R FR 7R A48 5 A I IR e g
HHM AT R FIAR . AR HATRE R (photo—labile) Fa7mmum W TR HOE kb ]

8
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DAL Ty g AR AR AL o FEIX PR 0 H, A R IR HR 75 S5 B A4S S0 s 28 05 AN ] 300 ) A%
1, FERR AT FRIRFE R

[0011]  JhAbAFEAE R E M EE N, AFE 5 AR FAH G A 2 W AL RG22
AT

[0012]  FEAy P AL RS 7= 300 o v N Tl v 1 o R s R T 2 T e e 3
LG 52 AT DAAE 75 SR T Pk FR 7R AR R R TR S

[0013] AR E T REFISE AL E . 7EUL, &R FE R 2 %) 5 S AR 5 1 A
AL s AT R Dt H I, R SR R BRI R R T AU A RIS TTE » I 2ES8 Y
[RIFERFIRR A AT B TEFR R FIR R o UUER R FR R AR E B _E R ANTT I 1

[0014] &I BEE MEAE 2 W AR N LR A A4 o T AE S RN 2R 245 b
(7. FESWr, BEvE M S5 E D AR BIAFAEAE G, LA R S ACHAS R B BRI A 2K
[0015] Gy i iEEE THiR SPURMAH TAEM . 4 TR FioAH BAE A, B0k 2 2 45
Price 1B BEPR I Pk, TRk, K DB S YEXE T S e I s R F . ST
2 35 e PR 2 W B R B3 I DL R AR WAk 2 S 86 7 S AR A RN RS (Western
blotting) »

[0016]  7E7r TAEW) 24, Te EEAEHROE 2 R S8 77 & R A DN B v Pk o IR 18 LR g R R R A
PR TR ARG RS R B 1 . DA AN T 2 B R T R AR B

[0017]  1H-Indox-3- JEF5RFAIME R

[0018]  1H-Indox—3-2& (WKIRA" Indox” ) FRI/RFEIETM AW ol 2 W
Mg 2Erh iz AR R AL 2B 38 7R ) (chromogenic indicator) .

[0019]  Indox Fe/RiflfARATAE B 1H- MWk —3- By (1H-indo1-3-o01) (3— FRFEM Wk, HAH R
(%) B2 S AL AR T X g [k —3— Ml B 3— A &M%, B8 Indoxol) ##4), Hirp 3- F2 0k
SR F AR E T A P EUAR . AR E R B 2% £ A Indoxol AEATEAIIE S IR, 5
KRG CHE LB ) DL 2% B 555 S MY XM ELAE FH T A B PR B 8 4 RIE R
55 M. S G OC IRE fL e AR S 7 T 0 R 2R AR R R R AR R I ARSI 5
[0020] REEMEAT ZHHBAERY FREZEM, Indox FEnFIARK N &% —
G T (1 PR

[0021] 511, Indox FE7RFIIRFRMHE T 43 T4 BRI AR A AL 4 B o) e 7= A2 i 75 i e i 15
SHl. BTPTRTE, BIWERy (indoxyl) JEWTEIRASM T 22 RN EEE TIERMH . %1E
B AE B LA AT DO 2 35y, PR 2 B 1

[0022] [k, PR AL TRy i s SRMEAS HoAG X 2 4l sl A S8 AR R 6 BT AN B 2R 119 4K
S PRI FE R A A AR I H AR =D .

[0023]  KZHUHE WK Indox Fr7nifllr= AR R (A R 4 (A [l I G o, 1K 2 T ALdext T4
H 1T & SR B

[0024] AR, 448 FH AR (A M B E  Fa n RR R I, B VE 2 nl i B s & 2 A R .
IEAEESRPAT RN — o2 Jo i 22 T el AE AN K B 075 5t (offwhite background)
TR 20 LL R () R A A e ) L

[0025]  [RIUL, ¥ H AT HIEEE R R 22 5 (5 48 20 (3 B 603 19 A2 i 7 7 2 AR R IR
AE AR A MR DTk
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[0026] b Ab, 5 LIRS HE 7 FRAE T 5 oA AR B i B 6 1R A9 2, i DL i 25 T 92 D A
T- B FEEF G R (T-hydroxycoumarine) ( AJ ¥ PEZE G Ha 7750 ) slim Bk (UTvE 26 TR 7R
) = Z WAl EP 0 641 351 A1) R & B 7= 7075 ) WL e RESE Y o = =25 AR lie, I HLIA
SAEAN Y FH O A2 AN T A0 ik RS I AN T A3 A o AH B, 5 WL A= (o Fa 7R A7), andim A= A
3= Mgl WPy (RIS 2L, i 5 o IXARE XS T UTVE FR 7R A2 1 SE 1, 3K 2 T A 2Ot 2 1R 2D
L% CHET A M HESIEE fkg (tight lattice) WU FHIEEKAEM ) o
[0027]  AHXT T I A U0 SRR A8 $& AL [R] I B A AL (5 M B 52 0 M BE 1K B 48 75 1 46 2 2
AR o

[0028] E&E UL (Diazonium Staining)

[0029]  Ji3 s b, S — 2R A FE R A RN, FF H28 5 FH ke e A B 1t i B 7V
Seligman 2 A (J. Histochem. Cytochem. 1954, 2, 209-229) | Burstone 2 A (J. Histochem.
Cytochem. 1956,4,217-226) 1 Rutenburg Z& A (J. Histochem. Cytochem. 1958, 6, 122-129)
T, HEFRENEE RS E W 7 &R BB R N T2 Bk R
AW B, Horp— 285561 .

[0030] 5 05 T NG ANy R UEAT 1% B AU K S NoKs 25 LU EE 55 B ATTAH I 1) 756 S8 R 9 fie 288
AT I BRI SO, SR R IR AT . PRI, KA RS PR TT DUE I A L R R T A
Py P B A i L BB A ] R B e ok . B vk TR AN EE R L, A] DL SE I A1 e A
(localization) .

[0031]  SEBR b, A TARIZEREF & G H (chromogen) WIZENZ Bk ZEMATAEY) . AF{EAH Y
KERXFRA S EGEMERG O RS R .

[0032] Pearson Z A (Proc.Soc.Exptl.Biol.Med. 1961,108,619-613 ;Lab.
Invest. 1963, 12,712-720) . Yarborough %2 A (J.Reticuloendothelial Soc. 1967,4,
390-408) .Gossrau 2§ A (Histochemistry, 1987,397-404) F1 A A FF &% H T FET Indox $&
) 5 B UK R IR s AR AL 2R v N R R G ()7 Vo

[0033] Mohler #i1 Blau (Proc. Natl. Acad. Sci. USA 1996, 12423-12427) & vF4h T H T
B -D- Y- FLREH RS & Indox FR/nFI RS MR HH ER R MITF 2T n AR,

[0034] BRI, WV 47E B A2, BT 25 R 0 A RN 41 it 20 2R 1 Soges ek A v 7 ¢k DA R oAl A
FE T, T E AT R T ARK B e Ry, 3 H— R 5 5 78 A BEEROR PSR A (1) 52
SEAFHAN

[0035] &4 Lk N2, K o A ) A i G 2R B R OIS A1 5 SR B FR 7R ), e [R]INAE T
ER AR T B, A5 T Bl 5e A AL T ] G TP AE AR R A B L 43 1 AR AR AT )
ER e Rt/)

[0036] &JBEEGY)

[0037] 5 —RUUERMET 5&BE TR EE EWNERBES . BE0 T3
AP Z PN 2 4R & T E e . XL E BeT T DA AN AR e B AR LA - 2 e
BEWITE R XARAIRF W e~ F1t

[0038] T4 )@ AW HIBGHE R A A SE BRI AH DS o 1, 174 B 8- FRJhmEubkin 8- 72
FEREIRR — B —D- TR IR BORRAFAE Lt (B - B -D— Nk A 25 B ) A AT LA
FRRDINAERR (TT1) #hrh A7 AE AR R (1 1 o

10
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[0039]  #ATMT, X L4 IR A A HoAth Bk 21 VF 2 X BB S RS SR T RAEWER
XEE MR ITH BB B SR AD, o2l T el — R T BRI D RerE . thak, wofe
ME P ORFIAFAE — B WG E B 1, X ey BAMER W . st &EEE AW
RZHGEFNAER R, BRI S HAX T8 50 RUFATEE

[0040] L1, 8- FRFEMENK Y 5 2 Fh i IE 4 8 ¥ i I S L R Ak . A A
ﬁ%ﬁ%@ﬁ%ﬁV%FiT—f AR R ZNER BB 8- PR mkE A s AL I
9 5, PR g5 A2 (T 8 11D, kB R EE CRvtiE&RB R &Y. ik, 8- 7k
Wbk B A 2 2 I B A i M, AT DA AR T A I s v — SR A LR (prominent
organism) HJ4EK.

[0041]  [KIUtL, Eg4E 78 0L N 9 AR EE AR SR AR B & 8 B IR B, IX A i s+
Pl e .

[0042] K HIMEIR

[0043]  A<S B B AR e IREE FR7R 70 107 E R BR, ik PR A -

[0044]  « S4B YL RF) AN 4 AL TR B8 B 1 ZUE pH B EE MR A R I TR R
[0045]  « W] RERZHAIN 2 (K2 PR AT P R AR B ) KIAETE o

[o046]  « PLyEEETeRFIMTE R FIBERE T4 6 - 6 - REEH (2 mEsa
).

[0047]  « X BoRZECHE T HIDTTE BEFe s R e 6k = o

[0048]  « ZiG A BURI M B TTTE BRI IR .

[0049] Zliﬁﬁﬂﬂsﬁﬂ:ﬁf)” IH-Indox—3- ZEAb & W) S HAT A WA R 248 77 53 1 TR A4y 1
PRI S ) e S AR A T OB IR G i R T He s 2R B S AR I H 1.

[0050] RiE“FEE45 4 (aldol condensation) ” i H T FEE It AR 4] C,—-(C = 0)-C,
s H AR K C-C(OH) = C, (BI&EE) SRR K C-(C = 0)-Y ZIH M P47
Mo %S NEE K (1) BT W) 2 IS S I A, bR e T R AR 1Y) C, 5 52 PR B 2 Bk J5 -
Z IRV — B, I (2) BE R REERAK (H,Z, 72 = 0) s HY, BUsk TR TR Y HITE . H
AN I3 S AT — N 5 24 SR T 10 FR Z 40 NH B8 S BT BRI S50 e N R 2% - FR 4 &
(hetero—aldol condensation) . £F F3CH, Ri& “Hl” L EACRE - BB, b
ENAUH. R4 RRER TR 11 9.

[0051] 5% 11 F2BERIZE - R4 G — R E

[0052]

11
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X XH z
== +
c;”n‘ch c;”L*cg cg’l“v
o/
Y
E2 3.0 BT AR
X=0,NH, 8 Z=0,NH, 8 1. A g,
Y
X Y ZH
C{ TGy Gy
- H/ ~HY 2.
XY 1 X z X ,ET
S{’H\G;‘J\ca * cf)chl\cg cj)kc;? Cs
. J
Y
BERE S T4 R A

[0053]  FELA Fomiar, Wit Y oA es 2254 (L ZH SEA AT BERS T ), i 25 |2
TS FT BRI B, R 2E SR FIRAIESE , 40 5 7= (T L F8 1Y (R ( F R 1L, 4
TEiR) o ML, BLZ (K ERT RS — M4 G (7% 11, £ N &)
[0054]  HR4E A& AL HE SILA B LU 4 RV R0 43+ YRR 4 5 1= AR (R A AH PR B
ANTHE I H,

[0055] 5 11T A& BH O MEIA i o &5

[0056]

12
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R

Ry

LH- "k -3- K A8 A
S— 3 b ()
Re  xy

Y
Ry s

TH- %% -3 A& 387 45 AT 5 R (a8)

§ P B (aR)
i : ST RERES
%iﬁaii%ﬁ% (A% aR) FAL (O
R R, Rz
DN R, R, X ) R, 5
: i o Ryg (R0H7) Ry
§ ‘ SN L. &
» ; e Ry L S - A
i N ) Rg % R_ﬁ RS
R Rs Ry
2- KT PR A4 5 E (B 10H- %195 [1,2-a] 18 5 A (10) RERESH (N)
(A& (REH) (RAHA )
e Ry A 8RR A

[0057]  {E bBikr,

[0058]  —R, fll R, KI/REE C1-4 Kk,

[0059] R, Ryx Ryw Rys Rga Ro Rgn R 1 Ry BHSTHIIE & CL-4 Srdk ;C1-4 B It Fa ek
MR 755 (fused or linearly connected aryl) ;Eli-& e EiERIZ4 755 (fused or
linearly connected heteroaryl) ;% ;&3 sAH5E s WSS s AR BRI & 3L R I i
B PR IE AR

[0060]  —R, FIRE Ry, BL Ry,

[o061] AR, A

[0062]

13
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Re Rio
R7 Ro
Rs
%“-’ R1 2 717
! Z
R
6 Rio
R7 R
Rs

[0063] X iEH O.NH A S, Fl

[0064]  -MDAB 7R 2- 4 —4-(N, N- ZHEZE ) RXFE.

[0065]  7F b SCHRAIE TR 30, ARG “AEIEBURE” Rom B — R S0 T R, 2o
ARG~ BRI 2 s — AT A K T EEAE AT 5 o — IR TR 2R
P Bl 43 AR T SE A9 — M ] LRGSR I N A HLEE [, 0% ik, B G 2R 3E  fe gt -
/B B EUR I R S R -t - A B R BRI S A AR AR B
TR RE e 5, i an, 3L, O35, NI, BREININZE, T2, R EA T Z508 R BRI IR N
5, A, BLREAG) WA AN B LU R T 2, U B RE A a3 2 L AR R AR 3R 2
M I TR IR T 2k PR, G IA B IL 55, S 56 AR R, 55 5 i R BRI e
5, RS R BRI ERNGEE, 9140, bid, s b gk, i, =5 P2k, FIaUe it shes 2k, 1)
i, FRARE, D5, N, A eI U (thioxy) , 1940, AR R 4800 s 0 286 — I del 2
A, 2R Feha SIS S IESE, 9 A, 2R R IR AN SR, S 55 .

[00661 AR A A B IRy — > 75 [H, S U &/ 8 PR s 50 2R A R d SR 4R R A &

Yy
[0067]
Ry x-LG
R,
b (A)
Rs3 N
R, Rs

[oo68] I

[0069] X & OCNHELS ;

[0070] LG AAFEEZEH], i X-1G &5 2 Tl i Bk 258 s /5 H i 4L

[0071]  R,\Ry<Ry FH R, JHAZHIIE H A C1-4 BEdd sC1-4 a2 sl A B BB 05 5% sl
BRI A5 s B IS AN s PSS s R R BRI 28 58 RS R 2 R
FRA L

[0072] Ry AMEE R, HiFF Ry, A

[0073]

14



CN 102459168 B OB B 8/52 T

[0074]  Hrp
[0075] Z & ONHEL S ;
[0076]  Rgv Ryw Ren Ry AT R, JRATZ MR HE L C1-4 Bidk ;C1-4 Sk (il & ok e M B0 75
J PG B R N A 0T I s B TS AR s PSS s U 2 R IR A
FRFLRIE LS
[0077]  JF H A, iR R, AE, WETiR e~ R — P8 TRE AN Z 41059
[0078]

O H

OR,

N.
Ry "R

[0079]  J:Ar R, FI R, FS7HuIE HEM C1-4 fidk.

[o080]  HRHEIE T 7 F 1A SN I FR /R MR BRI — AN L7 565 R AE, H TR 32 144k
EH B) Ny 2- AL -4-(N,N- RIS ) 2R, H Oyt Ak T 10 H i,
[0081]  HX#k T4 mfAR R BN, LG R LAKE B K& n] Be A e k4], H A 17 2 72440
S AN o Re i, LG 5 B —D— kg 2 FURE U T 2 T AR AR AL (TBDMS) | Sk
A (acetate) RS « —D— ML T 20 1+ B —D— HOHE PB4 £5 N- ZWEEE - B -D—nit
MY LB LR RN B —D— NL A A AT R

[0082]  HRHRIE T 70+ N FRIE I N ()R 7R AR FR I — AN S0 T %8 Ry 1 HAL 2R AR
Fh VRHE  DMP B8R 2% 05 5, Frid 4% 05 A EL$E CRur Fur, NPyr, Hirp

[0083]
OMe
DMP =
OMe
[0084]
- (0]
CFur = ) UCOOH
. 0
Fur = - ﬁ\ /7
Me

|
N

NPyr = o X\ /7
[0085] MRk A< B} o — U7 [, £ 5y DX sk il 4/ 0 ) B ) VA AR LU AP B
15
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[oog6] - [jkyd: X g it an b P LT /R AA R

[0087]  — WE#ak EAE A Bradk A B s 4 SR i B IS 5 RIS 5

[o088]  JIrkTR/RAIARBFETERFML G, HAAERE R AR T X AT E R LG, H
H X O OWNH 8CS, JITid X-LG #7323l ek b ) 3 i)V H i 4, Prid A 3 805 1k
B 5 EWR (aS) BTG G TR TR (aS) A& Wi R w7, Horh X %8 28R 1,
R T DU 2 5y — B R T s 9 BRI TR T IR R A R AR 5T, I
el TR 4E & FE . B, PrR i S IR (aS) 7861 (RS2 AR 4 BIAF A
TR T B BT AR5 S A 1k B s W2 SRR AR I IR e N PS5 4 (sub
structure) .

[0089]  {EJET-4) 1 [RIFR A4 G I L E STt 77 22, BT il 52 AR A e 8 43, O HLA i it
A ELUR @ 2 AR Sy m it .

[0090]
O« _H
OR,
(B)

[0091]  Hrp R, AR, Moz bk B SR C1-4 fidd, bR (e m Ak R, Hoh ik (55 714
FURTA B A0 Fros i — G5 i) 2— 20 T E &m0k (O) .

[0092]

(C)

[0003]  FEZSLHETT S, TR 2 R &9 (B) At Ay 2— A& —4- (N, N- L&)
A

[0004]  {EEE 70 PRI S L )RS AL (10 S Jt /7 S S BTk 52 A0 23k P i Fig 73 o
THIER Ty, IF HAA R 4 Ry, IEAME 5 BTN HAT LU 4558 U 10H- B5IDEJF [1, 2-a]
5[

[0095]

[0096]  JH:r R, & OH B R,00
[0007]  VERE R, K%' WNTanflfR 52115 5 B, (B s & 5 R AR . L, 454 (D)

16
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HIL B AT E B LR g5 7 5
[0098]

[0099]  fE—NSEHE T S, b 30T E T IRAE S A BRI A1 T 5Kt o
[o100]  R¥EA K W IR — Ty i, 4R 4 T il 8 (A" ) FEAHRI S Tk
[0101]

R, x-LG
R,
) (A
R3 N
R, R

[o102] ..

[0103] X A O.NHELS ;

[0104] LG A AEREFEFIH A X-LG #0535 T 3@ i fr ik &3 s Ve i 4% 4L

[0105] R, R,, Ry FI R, A7 H A C1-4 edk sl A BRER B 0 U5 35 Rl & Bk E ik
PRI 05 5 s i 35 B SAHSE s LSS s AR AR 2 08 3 R I R S A R 2
[ot06] H R, A

[0107]

[0o108] .1 :Z A O.NHELS ;

[0109]  FHILH R\ R~ Rg R FH Ry AT HIE H & C1-4 KedE s lG BRE M HE 10 05 25 Sl
BRER MR A 5 5 s 22 s S s RS s AT A I U R e R R Tl
WAk . 1Z7 R A LN A R AT A

[0110]
Q Z
Rs
R
R7 Ro
Rs
[0111] A Q At M R =R FREEEA S (triflate) FIH ZKMENEAIL (tosylate) &
FEMA, kR,
[0112]  N- ZFFAL UL I8 AR AL A4 1 20 1R
[0113]

17
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Ri x-LG
R
b (E)
R3 N
R, H

[o114]  MRFEAK I 53— J5 i, 424t T 4550 (6) MLEY)
[0115]

[o116]  H.r

[0117] X & O NH Bk S

[0118] R, \RyaRys Ry Ry Ro R Ry Ry FRS7 MBI H S0, C1-4 Btk sl & Bk MR 7 5
R B MR R () 07 55 s 2% s U AN S RS SRR U 2 2 A R A
ML . LAY () — I AWINEIE [1, 2-a] BIWE (HBRR R 107 ),
[0119]  KEKIX ©) G5 E L 1L Rogness Fll Larock (Tetrahedron Letters 2009, 50,
4003-4008) 4 A, ZSCERIE AL AT AE 2009 4F 4 H 14 HERAF. BRI, Dok i 55 77 22 0 4%
e g ) G, HPER T Rogness il Larock [ 2 F1 3 Hh A1 H (4L 54
(ZWBAER 14) .

[0120]  ARHEAS K A1) 55 — 7 T, 25 M50 (6) (4L & W AE SR /R 7R 2 FH TR D0 4138 )
Wo XPPSMBRIBAFEEARRT AR AR s AR ST i i3 SR e A 2= R B
P T P AR A BOE JL 5 R 0 A 2 T 0 25 1 L I AR B R L B R SR A T SR e
ARV LR R 41T LR DU AN RN A AR AN A R A AE SR EE AR B A
DL K # B~ RV R B 124 (decay)

(01211 ARHE A K B FE 7R B EE 7R R SRR A T 4L G 40 B P A ) e vk B4 B 2R H
iR

[0122] R —ASHE 77 &, AR B 10 Fensfl s slide /n 545 4 Indox Jetaslifand
HAEH

[0123] 10 575 1 2 B FH @ B RR (0 AN BR T 76 M35 72400 b A 0 40 R 8 7 11 L 6 TL R
BTG €, bR B A B B AR 0 R A M A 2R AT G 6, Dl TE A M 2 2R A R
T 1A 40 Mo 5 P BN i 2% P 5 6 Y H T G

[0124]  pb4h, 10 A TULT B G s a1, a0 Rt BOE M40 B2l 27 40 i 48
J 55 )« 40 B LSS A S L PO e iR DR AL S R L TOR L PR R R BE L B 1 TR
B RS ALE VB % (enumeration) I HL (spread) .

[0125]  pb4b, 10 et A FLUF B AL shaS 240, o R M slCEME40 i 21 s A4
JEL 0 465 R« 40 2% OO G R L DR A FE R OB B R B B L B 1 T R T L
(diffusion) AEKEKIEIR, DL R A WERI R IILFE

18
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[o126]  F gt 4h, TOR A M T UL F B B - il &K & (retrieving) \ 17 fifi 847 4
(archiving) B FE R .

[0127]  REIFIR

[0128] 3@t 25 R SO AR R BH &8 AN S 7 2 48R R B P, A R BHAE B SO I F R i
[RIREAE AT H ) DL R SEIE AT T 50 2 BN BH 2, FF HA 25 SH AT M P A A e BH AR 5, 7E Bt
Kl s

[0120] K& 1 7R T & Bl 10H- W13 [1, 2-a] WIWE S A (hRid 24 “10x”) FAH MY 1)
B -D- - FUHEHE B A (brid h“Ixa”) B UV/ A WIBOGRE (AT 2 WG B AT “AU”)
(MTFRFEEX, ZNETaf Ic) :a)x =14;b)x =16 ;¢)x = 19 ;d)x = 21 ;e)x = 17 ;f)
X = 15

[0130] & 2 EoR T AR 10H- WIRIE [1, 2—a] WIWk B4 (5 10 40 3 B V& 7E 360nm JHU ) LA
FERTFOGERAL (RFU) FRORZOCREOGIE (TR 58 X, Z WK Ta) M

[0131] &3 Wox T &R 10H- WIWRIE [1, 2—a] WIWk B4 (5 1K) 40 3 B V& 7E 550nm A 5 [ LA
FERTFOGERAL (RFU) FRORZOCIRIGIE (X TR 58 X, 2 Wk Ta) .

[0132] 73 F[AIFRIEFR 75 :MDAB He (Al BT FR7" 1A &R

[0133]  FEZH o, AT T — B i 77 %, #RO8 MDAB J2 i gt % 7 ERE T
(K] R IR :— 48 1H-Tndox—3— ZEVEAL IR 5 JR A 2— A% —4- (N, N- IRk ) R
(MDAB) %t B GRIA RHh&2 [s 7r F R R 46 &, 19 2 T IR 2 AR O BT, A UTTE &
G THam B, IF R T A R 215 2 B e s fil ik & o

[0134]  ASCZFF I MDAB B (B AR IZEAT & &I T, Indox WAL HIE = IR HAT 528 12
PEARPE 5T, I HAK PR B0 — S5 52 AR e il a2 MDAB B e REARE S ik o

[0135]  H.4A&Ms, K ILS 2 A8 H BT Indox $i5 757, HOBE T H Indoxol WAL I ME 5 IR
5— ¥R —4— G —1H- MWk —3— [y (3 Ib,aS4) 1 5- IR —6- & —1H- MWk —3—- By (% Ib,aSh),
PR TR 2- 2R R AWk —2— i REEE R R R L AR (3R Te, BUH 11-22) .
[0136]  UbAk, INIRE] Indox HALAE 5 JRU P ad SR I 3t Aotk Jo m] DI I o SV 0 o AR
FE MR 3 A7 1 X-H #8450 HE4T 940 3L RR

[01371  JR U |, H T7EFe 774k & A s FH 6 A FE AR s Ath A A R S S B 1 Tndox
FR7RF AT L MDAB AR AE by 4 B o

[0138] AR, ESEERH, AR ITA K Indox iWELME 5 iU (BILAT A Fa7R57]) #i4 5 MDAB
TE B U R / 52 ARF A0, & FH I 5— IR —4- 5 —1H- I[P —3- By (K Tb,aS4)
5— ¥R —6- & —1H- W[k —3— By (5K Ib,aSh) GG 5 JREIESL L 6- 5 —1H- [Pk —3- M)
(3 Ib, aS3) AR Z .

[0139] 4, O— FAAEREIEALIY 5- IR —4— & —1H- W[ -3— By (3% Ta, I4b) HIVEXT T3
+ (HMACRNED) BT FE R <12 B A 22 N T80 1 5 A2 A& 1, 78 Tl o
TAFAEN B 5- W) —4- 5 —1H- W[B¢ —3- &y (aS4) 5 MDAB Jx I LA1S 21 ik (AN 5 1 ¥
BYTHE (K Ic, BI4) .

[0140]  7E55 —SEEfs) , 7 R0 5 ¥R —4— S —1H- B¢ -3 2k — B -D— LA - LAk &
(% Ta, T4a) 1 MDAB (KR GWILECEAFAE FAEAH B -D- ¥UHE B EiR B W™ 4 T ik ky
Gk}, A A KN A, Tda A T FAE AR 7= 354 H I A s AR IR A7 AL
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[0141] b4, BN Indox WEALIME 5 i 3— S EEMIWRER 3- Zi M| (58 Ib, aS6 F1aS7) [
FRBEAAR M T o RV 3 Z MR AN BE 55 MDAB 7= AEATA F2 B =) (3K 1c, B16) , {H2 3- i 2t
N3] 1R M1 MDAB £F 25 R 1 45 8 T i S 7 AL Tl MR e} (BI7) (3% Tla—c, Wi H 14 #1 15) o
[0142] LUK ¥ Indox #5878 46 R 41 T3 11a (7% %0, JG MDAB) | I1b ( 75 4L, MDAB) A
ITc ( JR4, MDAB) .

[0143] - DRISEEHE 7R T Indox/MDAB Fig 7 n] LA SR ik A5 A SRR A 2 AR AR 1 WA N
AN RS R AR R TR AT Y . BB E ISR, AEIXLERFS A, MDAB SR T XA AR Al L i
EREASFEIEN. RO ER 1T H,

[0144] B, 78 KA RIAFAEBAAFAE FIRE & ik 14a/MDAB $5 78 74K R i34 2E 401
WRIEFY) JVEEE R AIRE LM FEIAAEEE (3K Tc, IND) FEREGE 35, (H2 R ER
W% TAEM — RS BURE ST R IE MDAB 4265, (£ 111, 30 H 10) HITEFIFE A BI4 (£
Te) TR AR .

[0145]  —H%if 5, KIATA H aS4 8 aS5 5 2 22 4 45 (1) MDAB 14 & 111 & 3543 (1) Indox
FenFIRARIE I FAEIRES A T R EE YR RN RAA R

[0146]  ¥57/~H 19a, [10a, [11a F1 112a 5 MDAB [ 20 A AR AE T84 T A U Fr 7l ik
A (R TIL, 0 26-37) RILA, B N= FFFAL K Indox FEALIME 5 IR R e 2 RORAK I,
HHA TR S R E S

[0147]  7r T REEFERF] 10 FanfiA R

[0148] IR MDAB Hy 8 Jhy ik T UHRe UG FC 1) 0 {1 A4 FH MDAB FRBE 52 7R %S o 7E F 30, %
% S AL VR FH AT DL SE ok A 2 37 2 R s A AR 52 A T SR o

[0149]  ARBUAKINAS, 701 W AR Y. (HLA6 5> 7 N Rl RO ) 7E Rd T 13T, e il
SRR ZETEP A 5 806 TG . B, TR 1ZE& (the concept was developed)
DL B e (LA R 52 A, ASEAS LRI 52 A48 4 1R 2 1) 22 HER R T 4 P R I 4 5 TR 2R Ao
[0150] 5 Fi& MDAB #2840, i R AR W PRl 4 & v LUl ANAa e B A L 2 ik 72
P AR HE RS A B b o B R BSR40 A LB AN RSz S5 [T i S A7 sk i 2 2 sl M (A
FIRR) R

[0151] 737 PR TSR 7~ I U v B SRR A2 Rl 1ol & B R 2 R 1 €, JR T4k 22 451
EERE 2 IR AR (J7% 11) o 42401 IN Indox Fe7R 7 M) iZ%%E R 2E (Linker) $24 T 58351
BT A7 A MWL PR ] UALRE — AN B AN IE B2 B R T C, F1 Gy, W7 R IV TR
ERT— gL, AR TN BE45 4 (formal intramolecular aldol condensation)
Wox 4 b JCH, ARG — AP g ol ol S AEE 5 B S5 4k 6 JoE.

[0152] 5% IV 50 T W Indox REEFR/R A AT IE W IT

[0153]
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Ry x-LG Ry x B ox
R? Rg R;:
0 e 10 -OH
N .
R3 ‘C )\R‘s(} RS N‘C.@Cg -ét‘ R3 N‘c«-Cz.
R » 1'0‘2 Ry ;«1 -\‘ Ry "4_ "
ﬁﬂﬂal{m::g%é?gig}
Rg x—‘LG Rg v R1 pe
Ry { Ra Rig Ra OH
Q e
R i
R N Y " - Ry N Ly X Ry N Cov
3 REET + 0N R o e | Ot
e Lo %O
X ¥ & ! fAN i H I
4o Rio= B EEH

[0154]  « C,. C,. Cy ARFRAF LA E BRI IR T 5C1-4 Bidik RGeSl MEIE R 05 2L Rk &
B BRI 07 55 s i 3R s U AU NS 5 AN RS s AR AR = 2 &
T PRI R S S

[0155]  *R\Ry\RywR, B HE Cl-4 HEdk Bl Bl E MEIE B 05 2L Bl & s R () 4 05
HE R ER HEUE s EUBLZE (thiocyano) sAFZE s WARZE ; FIESE s FIAE 6 AR IR 20 2k R 3k ik
5 L B AT R I

[0156] X & H O.NH A S,

[0157] PRl 2 AR 16 o0 07 B IR I SEAL &4, (Rt C, A C, SRR D5 B ) A
IMAE15 7> 5 W 4 G R 2 5 R E MR ILHEA R (extended conjugated system) HIFEAL,
I R Bt AR RS 5 .

[0158] 73 N FRIE SN () B ) 2E 0, (AR 52 A4 3 1 AN T7 B2 IS FL ik / 2 44
X, i Indox/MDAB,

[0159]  FEFF & FH RSB A AA RN 52 A 4 46 -2 W) B T3 S e A7 2 6 B 12 v, N- 5 R4 i R
AL T

[0160]  N- 52402 RUFEEA G R V2 o B0, FE AR 2 FN A2, B 2 5 5 R e W
FR1 7 B AR G N- 2RI W

[o161] 4, 3— M|k — B -D- F-FLHE 1 (I1la) 7E DMF AP 7E4 (A0 R A7 70 T S5 I (1)
A RN AR T AR ) 1= 2R3 -3 MRt — B -D— mibPg 3B 7 (I8a) » X 2dET W%
(1), RAEFEREZS (carbohydrate) YEA AT EIEA], H HAEA R AR I 4 4F SAEH
[o162]  ZSABIth, Fr iR e R B 7 2 Mgk (CBLFEAE 4211 Ul Imann 894 {44 53
B AR R, it B Taillefer 22 A\ (Efficient Iron/Copper Co—Catalyzed Arylation of
Nitrogen Nucleophiles. Angew. Chem. , Int. Ed. 2007, 46,934-936) &KEH) T, &£
(K320 B b O HL iR s N= S5 FALAR N R T I 1H-1ndox=3- E4a7 51 M 3RS

[0163]  J7% V :4r W Indox FRBETR 7~ il 2%

[0164]
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Rs
Rl@ﬂ R1 x-" LG
Rq X LG R? Rg Rg
Rz RB \ O R10
N\ - R4 N .
Rg [\! DMF, CU], Kgcgg R4 g
r, H MW Rs
Rg
Ry
Indox 48+ #| 8 -Indox 48 F A/

[0165]  * R;v Ry Ryn Ryn Rgn Row Rgn Ry T Ry 16 HAL C1-4 FEdk sl G BRER MEIE L 1) U5 2 5l
GER IR 2 52 s 3R U A s PR AT R 2 2 R 2R IR R
TR e
[0166] « X & H O.NHFI S,
[0167] %7 &N T W AA R B KECE & Indox Fe7nsld it bk N- 25 34k iy
AR M AL 50 28 R [ (1) 05 7 e 2 52 A, 3 el I SR L ) B A 28O — e ek 1 B sk N 2
RIHE R (3£ Ta, TUH 15-46)
[0168] 3B [T 7~ 51— A 2 B YO0 s g 3 533 I AR (3R TVa—c) o ANFRE [ HE k2R
BIRIER £ 51 R TR R4 5 o
[0169] M2k, (EHNMZARIEN ), —BAFHN T St ORI AE S, 18 BN 58
LA ERERE . R, WAL BRI PE RS 586, 1X 42 3- WIS IE (3—indoxyl) ¥
(40 aS P B ITARER T ) BRF i, IR AR KR e 4 & 7 VPt A i 1 .
[0170]  AHJ 3, BE2R (RPN ERZARMER) 724 TREA RIS @S Y k] (K Tc :1010, 1011,
1012) , 2L B AR T pH 5 DL ERK . FEdE— P RRALIN , BTk Fb MK T Hors (5
HEMEAETICUTIE . RIZ IR A Inmn] LASE A s o AR, FTid JurRh M oA = B 1R
YER, 3F BAE R AL TE U A S S TE 1
[0171]  — I &, Jra XL ge vl ar A B BRI IE [1, 2-a] WM (3K Tc, BT H 23-46) . 1%
MW [1, 2—a] WIWR 2 A4 X pH 3 URIAH SRIL RS Bk 1T P W R AA Bl o RV 22 45 ) T R
S| D3R A, W FE (1, 2—a] MIWE (EEIERRA " 107 ) & EEEF AL,
[0172]  7EWE 1 A1, 550 10 e EFIRRBOE IS 5 AN R FIM—L TS, %K SR T /EH
I [ FE 7R3 R HBE = 300 F 400nm 2 [7] 400 F1 500nm 2 [A] (4 10 WU, FEER R4 T4 A
(TR IS S
[0173] oy, B-D-F-FLBE AR & 6- =Bl — B -D- P FLHE T (121a) [ N- 3K
AL 5E4) 24 /NBE PR T SR AT, BT A UTE I LK YRS T, TR RIE A
T— S 11— 2R3 —10H- MIWEFF [1, 2-a] BB -10- F (3K Lc, 1021) , HAHMN T 1 1R R 44
G o
[0174] 10 JetadE ARG TR EINK, Prid PAOS Fe i S B gl i B -D— ~FFUBE R PR 1k
WIRIRE « KW E (E. coli) 1) B -D— ~FFUHHH M BRI B VR R Ih 3 (A 2 4065, B
P I TR R, RS B - LR BEBI v T IR 8 (Salmonella) VA {EAZAEBA
AFAEIR IR FUBE PR R /R R RN % 7 (3R Tva Fl IVD) o
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[0175]  pbAb, 10 Gt de =4 &R F AR e BRI A R A0 B EZE T (3% 1Ve) .
[0176] W4y RIS, 10 P difEe s (IN) et n] DI A T414, by g 7
a7 % (F IVd) M, F5 R F) T4h 414 121a 78 = 70 FARCEE FR 350 52 v T 8] i e ¢,
B -D—FIHEEFBEAN B —D— P FUME BN i B Pl o XS RT3 A bR 2 BH P ) R AR e B
I ELXT T )5 52 P R TR % (5 €, 6 T Al 2 R PR T AR e (st (IR B AT
REY) o

[0177] A5, SR AR HE D R 1w B K AE IR FAE X B . B TFlRE
I (] S, F T IR G 77 B V% B I BT R 71k R A4 4 H A R AL (Localization)
(BN ) o« R TVe HoR H B SEEELH , nT DL 25 HY, — 48 TO FrnfA R H G bl
TR B 8. R, ZE0E om0 IN YR (T4a) [19RMG H 87 H i DT Re 4 Bl (o
) BIAELERTS R TS AE 5 IR RAR 2304 M) T e A .

[0178]  MVEEEFRIEAE IR A 2 T AR W B 1) T H o A v A SR PAR
(Y0 B T TR, O B B AR P ARE = 2B W . BRI, D2 PPl 12 10 FRR iR &R
TG (3 IVE) o XEESEIG AR T AR AR ZE R 1055 HIHR ML T HERDEEEXT
LU B A R RAL

[0179] LRI FWMR O EDTERFRRR H—EEN M. B TIER, o4k
THH 10 7R AR 2R, HOXF D- L FLBE GG (D-galactosamidase) 544 M 0 IR A4 3 (5
KB (Candida albicans) JAMIFR ICBERIVE AR E 1) RAETEPTIE &M T IR 4K
SEIE FE 1, AR TE [21g AFAE T, 7 A2 DT A1 3508 5 80 %0 20 o1 1 7 28 1 o 6, 3 HLAR O AHR
g (R 1Vg) .

[0180] TR H 2 i WIAIFIZ J57E 366nm [ fBH 451 MRS & 7ER IVa—f 4 H KT -F
WRREFREE . bR DL, 1OH- WIEIE [1, 2-a] WIWE —10- fid 75 [H 2 4 9¢ Y6 i, ¢ B2t /e E
b TO Y Y5 AR FF - — i 5, £F 366nm, A 10 FRRFIMK R P R (B T 1M B
JEEM AN ) $R4E T HE A (bluish) 7550, MR 5 E AR QA B & R AR IR, 1 10
AR R TESERAE - FREE M E, 006 R X B &R
R

[o181] LI IR AR A AL 30 70 A AR K T 96 BRI, “PARAE 366nm UV Ot R IA BB
o A NBOGREZ, 70 BUE AR T Bl PR B w10 a2 e i F A%z T
P, FF HAR0E T M IEAEX TR AT S AR (R 1IVD .

[0182]  7EF 3¢, @k — PR N BRI 10 B EFIETM AW E N FE ST T R 2%
8 A AR AR S E RS, IT LATE PR B 725 BISCR I B 78 Do 96T i ' o R
(1% iR R A R AR S b AR T T A5 FH B Fi 7 700 R R IR 2R A o 0 45 ol i S 8 v e B O B5d e
THE 2,

[0183] AR HIFE S FIFELE T T 7E 550nm AR HRIIC T (Bl 3) o A NBOERFE,
T4 R IR TO YLt 5078 S 55 3 I 1K 300 48 500nm 22 [B) 2T MR 1. V528112, 5 2 10
BRI N B2 TR Ob%) 1EH.

[0184]  7E i G (HMFFT h, I8 U0 AE 7= 2R 92 615 5 B 10 FR7R R R IAFAE R IR
Wkt B (B coli) MUBRVE ARBE TR AL T 2 Jobric A 40 MU R8T 77 V2% < 7E TR BE 724Kk
FERIRE S, KIBHF R (B, coli) RN MLAEbRAED L BA0EE T AR5 2] W..
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[o185]  [Altk, 1O Gyt n] DAFRAL fa] B AN ZR 5 0 7 v FH 0 4l B b i, ¥ 4 s 12 18 7 A 58
R 4 R R F %€ Y6 Pk s g i 5 6 8 1A R s A 200k

(01861 s 2%, A% BH (1) [ it VP4l 10 $R7R A R gh i m i — 2 R, ik 10 45
NIRRT 45 1"]11&5&@?1 779 —1H- W[ -3- Byis A 15 5 TR A ARl .

[0187] 5% VI JRJR F iR AR 2k
[0188]
HN’EEt it P
ohe e Ooi
W O

[0189]  XXf T Pk H 1, 1-(2— 2K MR IE 2 8 ) —1H- M| B¢ —3- 5 S RE R 2 IR I (132)
22 73 Bl FH R T I8 B AR A (R K i e o3 BB A 0ivE, B 5 SR, H B E A 11- 28
Z& —10H- M3 [1,2-a] WP —10- Fi (T019) , AN & BB 1 11- 285 —10H- MBEIF (1,
2-a] M|k —10- W fiZ (1032) » WIREHIAERE N AR 4 1032 B Ak UL EL1r) 1019 il E 4%
PR R AT R R AL KA ?ijﬂ’lfﬁﬁ (IR B FEERAE AR DG, A2 SEERAIESE T, %7 EAE R
W) BT DAZE R 22 A4 40 AR R FIA R, Hoh iR AT e B R 2 AR 7 1 RIIE
LVE (relevance) 75T 2 P B 5L TAC I 202k — KBS PRI AR N A, LRI HR
WA W] R UTBE FR R R R R

[0190]  7EZE S, 1- (2— SBERFEZREL ) —1H- MWk —3- il (thiole) (aS33) % 4L
B, = [1-(2- SWRFEZRIL ) —1H- W|WE —3- 3 1- —hike (133), 245l TCEP ( hfEE A4
WAL 2E AT FIARHER TR ) IBJR S=S M, BRI aS33. VAR R 451 T A W g2 2
ARSI 55 AE A AR 45 A I, 00 2 Y VA il i €, EH U A S 7R R A I8 IR
(IR SR SRR T W A SE R < 10 PR R RIA R AR — MR BT A R 2 A
(concept) o HARTLLH T584 1% 10 87574 R 4a AN 23 52 B TR0 b5 e 1 AH O (1K) 408
Rl 75 S R IRIGVE 22 S AN 2245 DA A Rk A B () R i T A AN S e AR i Bl
UNGIE DI IOk E

ST

[0191]  SZiffel] 1 3@k N- 35340 T1 £ 14 (K Ta) Hl5& 5507 18 £ 131

[0192]  VEE 07 B G G n] DB 3R A, 808 T LR A8 — IR F R I b v
Friedel-Crafts BAt il 25 . 2—(2— MUACR WL ) -N- IR nb s LLSRALL T Carson %6 A
(W02000048584) H (1) 75 il 2% » 2— (2— AR FR IR SE ) WRAEFA 2- (2- UAROR IR ) -5- 1%
JEWEE LLR LT Garland %6 N (DE2557956) [ 77 14 il &, AT 4— G —2— BIAR 2% FF /i R 41
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Gabbutt Z& A (Tetrahedron 2006,62,737-745) I /7iLH % . 1- LBERE —2- BAC —4- FI4E,
FEAHN 1 XS -2 AR —4- A RIE L 3- MK i (3-iodoanisol) AERALEAT
£ N Friedel—Cratfs RN M{E3] .

[0193]  SEEGAE Synthos 3000 2 A5 U e 2% (Anton Paar GmbH) P #E4T. T R4
% P (max) = 1400W ;T (IRmax) = 200°C ; 2Kzl : jé#% ; 4+ T :3 ;p-rate = 2. Obar/s. A&
TN TE] (Ramp—time) = 2min (130°C ) FI{RFFIS [A]= 180min (130°C ) o P HIHE 8 b £ 5
[FIEFEFR IR PTFE- 418 (Liner) (100m1) FHAE RNV ZE4S o 7EMALE 7320, SmMol ) 1H- 5|
W —3—FEFE 7R 10mMo 1 FRIAH N ) 77 FERAL 4 . SmMo 1 B R AR . 0. 5SmMo 1 B P4 (1) £ 20m1
DMF "R IRVE B I TEEE ST (W irradiation) o PYIR-EGWLILENE, 7 HE A 10ml &
BEpE . PEZARET, JF HA W P anss [ e B2/ Ol (5 0 1) ] gifk.
[0194]  7E Perkin—Blmer FT-IR YL (#E2{ Spectrum ONE (v[em ‘1)) L/ IR Yeitk Bor
k4l 5 8 44 . 75 Brucker AVANCE-400[400. 13MHz ("H) , 100. 6 IMHz (*°C) ] ¥ 4% | T+ 298K i
3 TH-NMR SRR PC-NVR Y63 (6 [ppm], J[Hz]) .

[0195]  1- % —1H-Wg[W¢ —3— 2% — B -D— NtM P FLBE T (18a) -

[0196] =% .628mg (34% ) ;TLC[ FZE / 28 (5 & 3)7] :R,0. 47,

[0197] '"H-NMR[DMSO-d,] :7.73-7. 71 (m, 1H) ;7.56-7. 54 (m,5H) ;7.42 (s, 1H) ;
7.37-7. 32 (m, 1H) ;7. 23-7. 19 (m, 1H) ;7. 14-7. 10 (m, 1H) ;5. 30-5. 28 (d, 1H) ;4. 89—4. 87 (d,
1H) ;4.74-4.72(d, 1H, ] = 7.8Hz) ;4. 71-4.69(d, 1H) ;4. 54-4. 53 (d, 1H) ;3. 72-3. 66 (m,
1H) ;3.61-3. 56 (m, 3H) ;3. 48-3. 41 (m, 2H) »

[0198]  "“C-NMR[DMSO-d,] :139. 18,139. 01, 132. 28,129. 73, 125. 73, 123. 33, 122. 99,
121.42,119. 60, 118. 19, 113. 35, 110. 17, 104. 22,75. 71, 73. 33, 70. 39, 68. 23, 60. 54,

[0199]  6- G —1- AL —1H- W[k —3- & — B -D- Mt ~F-FLM 1 (19a) -

[0200] =% :560mg (28% ) ;TLC[ FZE / ZWE (5 & 3)] :R,0. 43,

[0201]  '"H-NMR[DMSO-d,] :7.72-7.70 (m, 1H) ;7. 58-7. 56 (m, 4H) ;7. 52-7. 51 (m, LH) ;
7.45 (s, 1H) 37.41-7. 37 (m, 1H) ;7. 16-7. 13 (m, LH) ;5. 30-5. 29 (d, 1H) ;4.89-4. 87 (d, 1H) ;
4.72-4.71(d, J = 7.8Hz,1H) ;4.69-4. 67 (m, 1H) ;4. 54-4.53(d, 1H) ;3. 71-3. 63 (m, 2H) ;
3.59-3. 55 (m, 3H) ;3. 43-3. 39 (m, 1H) .

[0202]  "“C-NMR[DMSO-d,] :138. 75, 138. 55, 132. 48, 129. 85, 127. 82, 126. 29, 123. 56,
120.11,119. 99, 119. 65, 114. 43, 109. 81, 104. 18,75. 73, 73. 23, 70. 30, 68. 18, 60. 50,

[0203]  1-[2-( 4 EHAE ) 08 J-1H- MWk -3 2k — B -D- MM ~F-FLH i (110a) -
[0204] =32 :496mg (23% ) ;TLC[ A2 / 28 (5 & 3)] :R,0. 41,

[0205] '"H-NMR[DMSO-d,] :7.89-7.87 (m, 1H) ;7. 77-7.69 (m, 2H) ;7. 56-7. 52 (m, 2H) ;
7.25-7.02(m, 4H) ;5. 27-5. 26 (br. d, 1H) ;4.87 (br. s, 1H) ;4.67-4.65(d, ] = 7.8Hz,
1H) ;4. 65-4. 64 (br. d, 1H) ;4. 53-4. 52 (br. d, IH) ;3. 71-3. 63 (m, 2H) ;3. 58-3. 49 (m, 3H) ;
3. 44-3. 39 (m, 1H) .

[0206]  '“C-NMR[DMSO-d,] :166. 38,138.94, 137. 68,133. 77, 133. 16, 130. 73, 128. 21,
128. 04,127. 41,122.79,120. 96, 119. 41, 118. 16, 1 14. 62, 109. 39, 104. 54, 75. 65, 73. 34,
70. 50, 68. 16,60. 43,52. 24,

[0207]  6- &0 —1-[2-( F4AEILIRIL) ZEFE 1-1H- W[t —3- 3L — B —D- ML L FLBEEE (111a) -
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[0208] =% :526mg (23% ) ;TLC[ % / ZFE (5 & 3)] :R0. 41,

[0209]  'H-NMR[DMSO-d.] :7.91-7.89 (m, 1H) ;7. 78-7. 74 (m, 1H) ;7. 70-7. 68 (m, 1H) ;
7.60-7. 55 (m, 2H) ;7. 19 (s, 1H) ;7. 10-7. 08 (m, 1H) ;6. 98(d, 1H) ;4. 65-4. 63(d, ] = 7. 8Hz,
1H) ;3.66-3. 61 (m, 2H) ;3. 56-3. 51 (m, 3H) ;3. 48 (s, 3H) ;3. 42-3.39 (m, 1H) .

[0210]  "*C-NMR[DMSO-d,] :165. 94, 138. 58, 136. 99, 134. 01, 133. 29, 130. 77, 128. 25,
128. 14,127.94,127.52,119. 68,119. 62,119. 58, 115. 73,109. 12, 104. 46, 75. 64, 73. 19,
70. 35,68. 05,60. 34,52. 23,

[0211]  5- ¥R —4- &l —1-[2- ( FAEIREL ) ZR3E ]-1H- W0k —3- & — B -D— Mk M - FLBE Y
(I12a) :

[0212] =38 .572mg (21% ) ;TLC[ A& / 28 (5 & 3)7] :R,0. 41,

[0213]  'H-NMR[DMSO-d,] :7.93-7.91 (m, 1H) ;7.81-7. 74 (m, 1H) ;7. 62-7. 58 (m, 1H) ;
7.54-7.52 (m, 1H) ;7. 37-7. 34 (m, 1H) ;7. 27 (s, 1H) ;6. 87-6. 84 (m, 1H) ;4. 70-4.68(d, ] =
7. 8Hz, 1H) ;3. 70-3. 63 (m, 2H) ;3. 54-3. 52 (m, 3H) ;3. 49 (s, 3H) ;3. 43-3. 39 (m, 1H) .

[0214]  ">C-NMR[DMSO-d,] :165. 56, 139. 53, 137. 85, 136. 76, 133. 66, 133. 40, 130. 88,
128. 63,128. 38,128. 20, 126. 60, 123. 67, 116. 21, 112. 73,110. 12, 103. 91, 75. 59, 73. 46,
70. 31, 68. 05,60. 30,52. 33,

[0215]  1-(2— FAMEIERZREL ) —1H- MWk —3— 2% — B -D— kA PFLHEF (113a) -

[0216] =35 :443mg (22% ) ;TLC[ 2 / 28 (5 & 3)7] :R,0. 42,

[0217]  'H-NMR[DMSO-d,] :9. 64 (s, CHO) ;8. 01-7.99 (m, 1H) ;7. 89-7. 85 (m, 1H) ;
7.75-7.73(m, 1H) ;7.66-7.59 (m, 2H) ;7. 45 (s, 1H) ;7. 26-7. 09 (m, 3H) ;5. 29-5. 27 (br.
d, 1H) ;4.89-4. 88 (br. d, 1H) ;4.75-4.73(d, J = 7.8Hz, 1H) ;4. 63-4. 61 (br. d, 1H) ;
4.54-4. 53 (br. d, 1H) ;3. 71-3. 65 (m, 2H) ;3. 54 (br. s, 3H) ;3. 43-3. 36 (m, 1H) .

[0218]  "*C-NMR[DMSO-d,] :189. 40, 141. 07, 139. 27, 135. 46, 135. 02, 131. 03, 128. 37,
127.99,127.91,123. 37,120. 92,119. 88,118. 24, 115. 60,109. 66, 104. 13,75. 61, 73. 26,
70. 36,68. 09, 60. 35,

[0219]  1-(2— ZWEFEREL ) —1H- W[k —3— F& - B -D- ML EFLHEF (114a) -

[0220] =% :1.20g(60% ) ;TLC[ & / 28 (5 & 3)7] :R,0. 38,

[0221]1  '"H-NMR[DMSO-d.] :7.75-7. 70 (m, 3H) ;7.59-7. 54 (m, 2H) ;7. 21 (s, LH) ;
7.18-7.09 (m, 2H) ;7. 05-7. 03 (m, IH) ;5. 29-5. 27 (br. d, 1H) ;4. 87-4. 85 (br. d, 1H) ;
4.69-4.67(d, J = 7.8Hz, 1H) ;4. 63-4. 61 (br. s, IH) ;4. 52-4. 51 (br. d, 1H) ;3. 71-3. 62 (m,
2H) ;3. 58-3. 50 (m, 3H) ;3. 46-3. 39 (m, 1H) ;1. 82 (s, 3H) .

[0222]  ">C-NMR[DMSO-d,] :200. 12, 139. 13, 137. 09, 136. 59, 133. 75, 132. 61, 129. 14,
127.86,127.69,123.10,120. 72,119. 64, 118. 16, 114. 58, 109. 56, 104. 24, 75. 56, 73. 23,
70. 38,68. 05,60. 28, 28. 28,

[0223]  1-(2- ZWEIEARIE ) —4- S —1H- W|WE —3- 3% - B -D- Wb L3R (I15a) -
[0224] =3 :1.09g(49% ) ;TLC[ A2 / 28 (5 & 3)] :R,0. 41,

[0225]  'H-NMR[DMSO-d,] :7.79-7. 72 (m, 2H) ;7.62-7. 58 (m, 1H) ;7. 54-7. 53 (m, 1H) ;
7.29 (s, 1H) ;7.12-7. 07 (m, 2H) ;6. 97-6. 92 (m, 1H) ;5. 02-5. 01 (br. d, 1H) ;4. 86-4. 85 (br.
d, 1H) ;4. 77-4.75(d, J = 7. 8Hz, 1H) ;4. 63 (br. s, 1H) ;4. 55-4. 54 (br. d, 1H) ;3. 72-3. 65 (m,
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2H) ;3. 55 (br. s, 3H) ;3. 46-3. 40 (m, 1H) ;1.92(s, 3H) »

[0226]  "“C-NMR[DMSO-d,] :199. 75, 138. 48, 137. 14, 136. 00, 135. 01, 132. 72, 129. 27,
128. 24,128.07,124. 21,123. 63,120. 41,117. 24, 114. 95,108. 65, 103. 51, 75. 53, 73. 54,
70. 39, 68. 07,60. 27, 28. 40,

[0227]  1-(2- ZWEIEZRIEL ) —6- G0 —1H- W|Wk —3- 3 - B -D- ML LFLBEFF (116a) -
[0228] 755 :0.96g(44% ) ;TLC[ 2K / ZFE (5 3)] :R0. 46,

[0229]  'H-NMR[DMSO-d,] :7.78-7.70 (m,3H) ;7.62-7.57 (m, 2H) ;7. 25 (s, 1H) ;
7.17-7.12(m, H) ;7.05-7. 04 (m, 1H) ;5. 30-5. 29 (br. d, 1H) ;4. 88-4.86 (br. d, 1H) ;
4.68-4.66(d, J = 7. THz. 1H) ;4.63-4.61 (br. s, IH) ;4. 52-4.51 (br. d, 1H) ;3. 70-3. 62 (m,
2H) ;3. 56-3. 50 (m, 3H) ;3. 42-3. 39 (m, 1H) ;1. 91 (s, 3H) .

[0230]  *C-NMR[DMSO-d,] :199. 95, 138. 83, 137. 06, 135. 83, 133.97,132. 71, 129. 29,
128. 18, 127. 85,125. 23, 120. 04,119. 70, 119. 49, 115. 73, 109. 38, 104. 25,75. 62, 73. 17,
70. 33,68. 04,60. 29, 28. 45,

[0231]  1-(2- ZWEFEATE ) -5— ] —4- S —1H- W|W¢ —3— 2 - B -D- LM ~F-FLH i (117a) -
[0232] =3 :0.61g(23% ) ;TLC[ 2 / 28 (5 & 3)7] :R,0. 42,

[0233]  'H-NMR[DMSO-d.] :7.83-7.80 (m, 1H) ;7. 77-7. 73 (m, 1H) ;7.64-7.60 (m, LH) ;
7.56-7.53 (m, 1H) ;7. 41-7. 39 (m, IH) ;7. 35 (s, 1H) ;6.92-6. 90 (m, LH) ;5. 07-5. 06 (br. d,
1H) ;4. 87-4. 86 (br. d, 1H) ;4. 74-4.72(d, ] = 7. THz, 1H) ;4. 62 (br. s, 1H) ;4. 55-4. 53 (br.
d, 1H) ;3. 71-3. 64 (m, 1H) ;3. 55 (br. s, 3H) ;3. 47-3. 39 (m, 2H) ,

[0234]  "C-NMR[DMSO-d,] :199. 56, 138. 04, 137. 03, 135. 44, 133. 60, 132. 77, 129. 38,
128. 54, 128. 33,126. 96, 123. 77, 118. 55, 116. 27, 113. 05, 110. 39, 103. 72, 75. 57, 73. 44,
70. 32,68. 06,60. 27, 28. 50,

[0235]  1-(2- L WETE -5 F A BE 2R 2k ) —6— G —1H- M| Wk —3— & — B —D— nik i = FL K% 17
(I118a) :

[0236] 7% :1.6g(65% ) ;TLCL I / &% (4 ¢ 1)] :R,0. 36,

[0237]  FT-1IR :3459m, 2964w, 2927w, 2867w, 16655, 1601s, 1569m, 1497m, 1471s, 1451s,
1372s, 1267s, 1220s, 1140s, 1081s, 1053s, 1020s, 975m, 945m, 880m, 800m, 735m, 696m.

[0238]  'H-NMR[DMSO-d,] :7.80(d, J = 8.7,larom.H) ;7.71(d, J] = 8.5, larom. H) ;
7.28 (s, larom. H) ;7. 17-7. 11 (m, 2arom. H) ;7. 07 (d, J = 2.5, larom. H) ;7.06(d, ] = 1.7,
larom. H) 55.30(d, J = 5.0, OH) ;4.87(d, J] = 5.8, OH) ;4.68(d, J] = 7.8, H-C(1) &) ;
4.64(t, ] =5.2,0H) ;4.52(d, ] = 4.7, OH) ;3.88(s, OCH,) ;3.70(t, J = 4.0, H-C(4) o))
3. 65 (m,, 1H-C,.,) 33.58-3. 51 (m, 3H-C,,,) ;3. 48-3. 39 (m, 1H-C,,) ;1. 86 (s, CH,) .

[0239]  "“C-NMR[DMSO-d,] :197.86(s, C = 0) ;162. 54 (s, C-OCH,) ;138.79,138. 18,
134. 01 (3s) 3131.68(d) ;129.00(s) ;128.82,128. 12(2d) ;127.85(s) ;125.23,120. 01,
119. 66 (3d) ;119.53(s) ;115.67,113.92, 113. 27,109. 44 (4d) ;104. 22(d, C(1),,) ;75. 68,
73.22,70. 36,68. 11 (4d, C(2-5) ) 560. 38 (t, C(6).,) ;55.90(q, OCH,) ;28.03 (g, CH;~C =
0) o

[0240]  1-(2- ZRFPELAEEAZE ) - 1H- W[k —3— 2 — B -D— mEAg ¥ (119a) -

[0241] 7% :1.09g(46% ) ;TLC[ 2K / &8 (5 © 3)] :R0. 41,
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[0242]  'H-NMR[DMSO-d.] :7.82-7. 81 (m, 1H) ;7.80-7.79 (m, 1H) ;7. 78-7. 77 (m, 2H) ;
7.70-7.69 (m, 1H) ;7. 68-7.67 (m, 3H) ;7. 64-7. 13 (m,4H) ;7. 03 (s, 1H) ;6. 99-6. 95 (m, 1H) ;
5.23-5. 22 (br. d, 1H) ;4. 85-4.83 (br. d, 1H) ;4. 68—4. 65 (br. s, 1H) ;4. 51-4. 50 (br. d, 1H) ;
4.29-4.27(d, J = 7. THz, 1H) ;3. 72-3. 70 (m, 1H) ;3. 63-3. 52 (m, 3H) ;3. 42-3. 32 (m, 2H) .
[0243]  "*C-NMR[DMSO-d,] :195. 54, 138. 83, 136. 97, 135. 68, 135. 48, 133. 41, 132. 92,
132. 21, 129. 92, 128. 30, 128. 14, 127. 86, 127. 48, 127. 18, 125. 24, 122. 63,120. 61, 119. 38,
117. 80, 115. 27, 109. 87, 104. 49, 75. 40,73. 19, 70. 31,67. 91,60. 17,

[0244]  1-(2- ZRFPELEERTE ) —4- & —1H- W[ —3— & — B -D— mkAg - FLBE 1T (120a) -
[0245]  F©%5.0.87g(34% ) ;TLC[ I / 28 (5 & 3)7] :R,0.52,

[0246] 'H-NMR[DMSO-d,] :7.82-7. 78 (m, LH) ;7. 70-7. 60 (m, 3H) ;7. 45-7. 41 (m, 3H) ;
7.26-7. 22 (m, 2H) ;7. 10 (s, 1H) ;7. 05-6. 94 (m, 3H) ;4. 89—4. 87 (d, 1H) ;4. 83-4. 81 (d, 1H) ;
4. 66-4. 64 (br. s, 1H) ;4. 53-4.52(d, ] = 4. THz, 1H) ;4. 43-4. 41 (br. s, 1H) ;3. 72-3. 70 (m,
1H) ;3.61-3.51 (m, 3H) ;3. 48-3. 41 (m, 2H) .

[0247]1  ">C-NMR[DMSO-d,] :195. 25, 138. 20, 136. 41, 135. 87, 135. 58, 134. 70, 133. 14,
132. 23,129. 84, 128. 48, 128. 02, 127. 62, 123. 76, 123. 15, 120. 19, 117. 01, 115. 40, 108. 94,
103. 68, 75. 36,73. 46, 70. 26,67. 91,60. 10,

[0248]  1-(2- ZXFELIEATE ) -6- S —1h— W[ —3— & — B -D- ML ¥ (121a) -
[0240] =32 :1.30g(51% ) ;TLC[ & / 28 (5 & 3)] :R0. 21,

[0250]  'H-NMR[DMSO-d,] :7.83-7.79 (m, 1H) ;7. 71-7. 64 (m, 3H) ;7. 48-7. 46 (m, 1H) ;
7.41-7. 37 (m, 3H) ;7. 26-7. 13 (m, 3H) ;7. 07 (s, 1H) ;7. 01-6. 98 (m, 1H) ;5. 24-5. 23 (br. d,
1H) ;4. 86-4. 84 (br. d, 1H) ;4. 68-4. 65 (br. s, 1H) ;4. 52—4. 50 (br. d, 1H) ;4. 29-4. 27(d, ] =
7.5Hz, 1H) ;3. 71-3. 69 (m, 1H) ;3. 59-3. 53 (m, 3H) ;3. 44-3. 33 (m, 2H) .

[0251]  "*C-NMR[DMSO-d,] :195. 45, 138. 60, 136. 32, 135. 66, 135. 63, 133. 66, 133. 04,
132. 35,129. 93, 128. 82,128. 41, 128. 12,127. 96, 127. 49, 127. 34, 125. 23, 119. 78, 119. 35,
119. 28, 116. 30, 109. 69, 104. 49, 75. 46,73. 13, 70. 26,67. 91,60. 18,

[0252]  1-(2- ZRFAEEIE N ) —6— S —1H- W[ —3— 3 — a -D— LA R 2T (121e) -
[0253] % :1.57g(61% ) ;TLC[ I / 28 (5 & 3)7] :R,0. 28,

[0254]  'H-NMR[DMSO-d,] :7.83-7.79 (m, IH) ;7. 72-7. 62 (m, 3H) ;7. 46-7. 44 (m, 1H) ;
7.39 (s, 1H) ;7. 38-7.35 (m, 2H) ;7. 21-7. 17 (m, 3H) ;7. 12 (m, LH) ;7. 00—6. 98 (m, 1H) ;
5.08-5. 06 (d, 1H) ;5.00-4.99(d, 1H) ;4. 96-4. 95 (d, IH) ;4.91-4.90(d, ] = 2. 2Hz, 1H) ;
4.59-4. 57 (m, 1H) ;3. 68-3. 58 (m, 2H) ;3. 54-3. 31 (m, 3H) ;3. 21-3. 15 (m, 1H) »

[0255]  ">C-NMR[DMSO-d,] :195. 53, 137. 91, 136. 42, 135. 63, 135. 45, 133. 59, 133. 00,
132. 45,130. 06, 128. 34, 127. 97, 127. 88, 127. 56, 127. 32,119. 70, 119. 36, 119. 20, 115. 82,
109. 70, 100. 63, 73. 53, 73. 00, 71. 70, 70. 01, 60. 83,

[0256]  1-(2- ZRFIMEIEARAL ) —6— S0 —1H- W% —3— 2 — B -D- AjpR P ER 2k (1210) -
[0257] =% :1.79g(69% ) ;TLC[ % / 28 (5 & 3)] :R0. 07,

[0258]  'H-NMR[DMSO-d,] :7.82-7.79 (m, 1H) ;7.69-7.63 (m, 3H) ;7. 57-7. 54 (m, 1H) ;
7.40-7. 38 (m, 3H) ;7. 24-7. 20 (m, 2H) ;7. 11 (m, 2H) ;6. 99-6. 97 (m, 1H) ;6. 66 (br. s, LH) ;
5.45 (br. s, 1H) ;5. 21 (br. s, 1H) ;4. 30 (br. s, 1H) ;3. 47-3. 40 (m, 1H) ;3. 27-3. 22 (m, 3H) .
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[0259]  '“C-NMR[DMSO-d,] :195. 39,172. 84, 138. 69, 136. 30, 135. 61, 133. 73, 133. 09,
132.41,129. 94, 128. 43,128. 02, 127. 45, 127. 40, 119. 79, 119. 62, 119. 38, 118. 31, 116. 62,
116.57,109. 64, 103. 96, 76. 43, 73. 93,73. 04, 71. 92,

[0260]  1-(2— 2K FAERIL 2R IE ) —6— S0 —1H- MWk —3— 5& N- L WE3E - B -D- G LB
(galactosaminide) (I121g) :

[0261] =3 :1.46g(53% ) ;TLC[ %5/ 48 (5 @ 3)7] :R,0. 28,

[0262] 'H-NMR[DMSO-d.] :7.82-7.74 (m,2H) ;7.70-7. 64 (m, 2H) ;7.62(d, NH) ;
7.43-7.35(m, 3H) ;7. 24-7. 17 (m, 3H) ;7. 09(d, 1H) ;7.02 (s, 1H) ;6.98(dd, 1H) ;4. 73(d,
1H) ;4. 63 (t, 1H) 54.60(d, 1H) ;4.42(d, 1H) 33.93(q, H) ;3. 70 (t, 1H) ;3. 60-3. 48 (m, 3H) ;
3.40-3. 32 (m, 1H) ;1. 83 (s, 3H) »

[0263]  *C-NMR[DMSO-d,] :195. 5, 169. 6, 162. 3, 138. 7, 136. 34, 135. 72, 133. 70, 133. 15,
132. 45, 129. 95,128. 5, 128. 0, 127. 55, 127. 5,120.0,119. 3, 118. 8,116. 2,109. 8, 103. 0,
75. 55,70. 8,67. 3,60. 25,52. 0, 23. 2,

[0264]  1-(2- 28 FF I 5 K 5L ) —5- VR —4— &l —1H- M| Wk —3— 55 — B -D— it i - 5L Bk 17
(122a) :

[0265] =35 :1.14g(39% ) ;TLC[ 2 / 28 (5 & 3)7] :R,0. 48,

[0266] 'H-NMR[DMSO-d.] :7.83-7.79 (m, 1H) ;7.71-7.61 (m, 3H) ;7. 46-7. 42 (m, 3H) ;
7.34-7.32(m, 1H) ;7. 28-7. 24 (m, 2H) ;7. 16 (s, LH) ;7. 00-6. 98 (m, 1H) ;4. 96-4. 95 (br.
d, 1H) ;4.84-4.82(br.d, 1H) ;4.66-4. 65 (br. s, 1H) ;4.53-4.52(d, ] = 4. 7THz, lH) ;
4. 38-4. 35 (br. s, 1H) ;3. 72-3.70 (m, 1H) ;3. 61-3. 54 (m, 3H) ;3. 48-3. 43 (m, 2H) .

[0267]  "C-NMR[DMSO-d,] :195. 12, 137. 81, 135. 92, 135. 55, 133. 32, 133. 23, 132. 30,
129. 88,128. 51, 128. 35, 128. 08, 127. 69, 126. 55, 123. 38, 118. 34, 116. 70, 112. 84, 110. 64,
103. 89, 75. 41,73. 37,70. 18,67. 90,60. 10, 55. 98.

[0268]  1-(2— 2% F I gk —5— Gl A% & ) —6— G —1H- W[ W —3— 2 — B -D— nik i = FL o 17
(123a) :

[0260] =% :1.28g(47% ) ;TLC[ I / ZFE (5 & 3)7] :R,0. 49,

[0270]  'H-NMR[DMSO-d,] :7. 79 (s, 1H) ;7. 72 (m, 2H) ;7. 45-7. 39 (m, 4H) ;7. 22-7. 17 (m,
3H) 57. 12 (s, IH) ;7. 02-6.99 (m, [H) ;5. 23-5.22(d, [H) ;4.85-4.84(d, IH) ;4. 68-4. 65 (m,
1H) ;4.51-4.50(d, 1H) ;4.29 (br. s, 1H) ;3.71-3.69 (m, 1H) ;3.57-3.52(m, 3H) ;
3. 44-3. 33 (m, 2H) .

[0271]  C-NMR[DMSO-d,] :194. 51, 138. 89, 137. 74,136. 51, 135. 38, 134. 28, 133. 64,
133. 15, 131. 65, 128. 41, 128. 05, 127. 93, 127. 66, 127. 32, 120. 05, 119. 49, 119. 24, 1 16. 06,
109. 84, 104. 36, 75. 49, 73. 12,70. 23,67. 90, 60. 19.

[0272]  1-(2- ZKFEESEE -5~ A FEIRIE ) -6 & —1H- W[k —3— & — B D~ ntbigg 2 FLA 7
(124a) :

[0273] =38 :2.4g(76% ) ;TLCL 2K / 28 (4 © 1] :R0. 23,

[0274]  FT-1IR :3367m, 2911w, 2853w, 1654s, 1600s, 1579m, 1499m, 1470m, 1448m, 1365m,
1264s,1239s, 1118s, 10755, 1022s, 975m, 923m, 872s, 750m, 703s.

[0275]  'H-NMR[DMSO-d,] :7.66(d, ] = 8.6, larom. H) ;7.44(d, ] = 8.5, larom. H) ;
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6. 36-7.32(m, larom. H) ;7. 34 (s, larom. H) ;7. 32(s, larom. H) ;7. 21-7. 14 (m, 6arom. H) ;
6.98(dd, ] = 8.5,1.8, larom. H) ;5.23(d, J = 4.9, OH) ;4.85(d, J = 5.7, OH) ;4. 69 (t, J
= 5.5,0H) ;4.51(d, ] =4.7,0H) ;4.29 (br. s,H-C (1)) ;3. 92(s,0CH,) ;3.71(t,] = 4.0,
H-C(4) oy) 33.60-3. 53 (m, 3H-C,,) ;3.46(t, ] = 6.2, 1H-C.,)) 53. 39-3. 34 (m, 1H-Cy,,) »
[0276]  "“C-NMR[DMSO-d,] :194.80(s, C = 0) ;162. 32 (s, C-0CH,) ;138.58,138. 49,
136.35,133.58(4 s) ;132.46,132.14,128.16,127. 67 (4 d) ;127.48,127.44(2 s) ;
119. 73(d) 5119. 46 (s) 5119. 21,116. 35,113. 68,112. 35,109. 75 (5d) ;104.42(d, C(1)..,) ;
75.56,73.17,70. 28,68. 00 (4d, C(2-5) ;) ;60. 32(t, C(6).,) ;55. 87 (g, OCH,) »

[0277]  1-[2-(2,4- KAWL ) KA J-1H- MWk -3- J& - B -D- ik e 2= LBk £F
(125a) :

[0278] =% :1.28g(48% ) ;TLC[ I / ZFE (5 & 3)7] :R,0. 45,

[0279] 'H-NMR[DMSO-d] :7.70-7. 65 (m, LH) ;7.55-7. 47 (m, 4H) ;7. 09-6. 95 (m,
5H) ;6. 26-6. 23 (m, 2H) ;5. 25-5. 23(d, LH) ;4. 86-4. 84 (d, 1H) ;4. 69-4. 66 (br. s, 1H) ;
4.51-4. 50 (d, 1H) ;4. 33-4.31(d, J = 7. THz, 1H) ;3. 69(s,3H) ;3. 61-3. 54 (m, 4H) ;3. 44 (s,
3H) ;3. 48-3. 41 (m, 1H) ;3. 39-3. 34 (m, 1H) .

[0280]  "“C-NMR[DMSO-d,] :193.05,163. 77, 159. 66,138. 91, 138. 70, 136. 42, 133. 78,
131.89,131. 33, 128. 95, 127. 21, 126. 78, 122. 30, 120. 45,119. 50,119. 02,117. 73, 115. 10,
109. 65,105. 23, 104. 75, 97. 55, 75. 50, 73. 18, 70. 35,68. 01,60. 32,55. 41, 55. 38.

[0281]  1-[2-(2,4- — IR BEAE ) 408 1-1H- W|W¢ -3 JEEERRIRAY (125d) -
[0282] 7 %5 :0.92g(68% ) ;TLCL LR LR / MbweE / LPR /K (30 = 25 © 5 1 15)]:
R,0. 46,

[0283]  'H-NMR[DMSO-d,] :7. 68-7.62 (m, 1H) ;7. 48 (m, 2H) ;7. 43 (2d, 2H) ;7. 20(d, 1H) ;
7.10 (s, 1H) ;7. 05 (t, LH) ;7. 02(t, 1H) ;6. 94 (t, 1H) ;6.35(d, 1H) ;6. 32(dd, 1H) ;4. 05 (m,
2H) ;3. 72(s, 3H) ;3.53(s,3H) ;3. 46 (t,°J[H, P] = 4. 6Hz, 2H) ;3. 03 (s, 9H) »

[0284]  "“C-NMR[DMSO-d4] :193.0,164.1,160.0,157.0,138.8,136.7,134.0(d, J[C,
P] = 7.4Hz),133.6,132.3,131.3,129.0,127.0(J[C, P] = 2.4Hz),122.0,121.6(J[C,
P] = 6.3Hz),119.5,118.9,117.6,116.1,109.7,105.7,97.9,65.4(J[C, P] = 4.8Hz),
59. 0 (J[C, P] = 5. 36Hz) ,55. 5 (2 OCH,) ,53. 0.

[0285]  4- Gl —1-[2-(2,4- —HEFE R EEES ) -3 1-1H-W[W¢ —3— 2% — B -D— nitig~F- 3L
BELE (126a) -

[0286] =% :1.76g(62% ) ;TLC[ I / 28 (5 & 3)7] :R,0. 54,

[0287]  '"H-NMR[DMSO-d,] :7.70-7.66 (m, 1H) ;7. 58-7.53(m, 2H) ;7. 49-7. 47 (m, 1H) ;
7.12-7.10 (m, 1H) ;7. 02 (s, 1H) ;7. 01-6. 99 (m, 1H) ;6. 96-6. 93 (m, 2H) ;6. 34-6. 29 (m, 2H) ;
4. 85-4. 83 (br. s, 2H) ;4. 67-4. 64 (br. s, 1H) ;4. 53-4.52(d, 1H) ;4. 48-4. 46 (d, ] = 5. 9Hz,
1H) ;3. 73 (s, 3H) ;3. 72-3. 70 (m, 1H) ;3. 64-3. 55 (m, 3H) ;3. 48 (s, 3H) ;3. 46-3. 38 (m, 2H) ,
[0288]  '“C-NMR[DMSO-d,] :192. 84, 163.99,159. 72,139. 25,138. 17, 135. 77, 135. 07,
131.92,131. 33,128.91,127. 18,123. 74, 122. 88,119. 84, 119. 36, 116. 86, 115. 14, 108. 77,
105. 40,103. 94,97. 59, 75. 50, 73. 44, 70. 32, 68. 00, 60. 24, 55. 48, 55. 40,

[0289]  6- %l —1-[2-(2,4- AR FELE ) A5 J-1H- MWk -3— 55 - B -D— nikAgg =L
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BEEF (127a) -

[0200] =% :1.88g(66% ) ;TLC[ FZE / ZWE (5 & 3)] :R,0. 45,

[0291]  '"H-NMR[DMSO-d,] :7.72-7.67 (m, 1H) ;7.57-7. 56 (m, 2H) ;7. 52-7. 50 (m, 2H) ;
7.12-7. 10 (m, 1H) ;7. 02 (s, 1H) ;7. 00-6. 98 (m, 2H) ;6. 31-6. 26 (m, 2H) ;5. 27-5. 26 (d, 1H) ;
4. 87-4. 86 (d, 1H) ;4. 69-4. 66 (br. s, 1H) ;4.52-4.51(d, J = 4. 6Hz, 1H) ;4. 38-4. 35 (br. s,
1H) ;3. 71 (s, 3H) ;3.70-3.68 (m, 1H) ;3. 60-3. 55 (m, 3H) ;3. 48 (s, 3H) ;3. 48-3. 43 (m, 2H) .
[0292]  13C-NMR[DMSO-d6] :192. 89, 163. 89, 159. 54, 138. 89, 138. 52, 135. 69, 133. 98,
131. 92, 131. 54, 129. 06, 127. 77,127. 21, 127. 03, 119. 36, 119. 21, 119. 18, 116. 09, 109. 42,
105. 38,104. 68,97. 41,75. 59, 73. 13, 70. 30, 68. 03, 60. 36, 55. 44, 55. 32,

[0293]  5- ¥R —4- & —1-[2- (2,4~ ZHEERFWEE ) K5 1-1H- M|Wg -3- J& - B -D- 1t
MR - FLBEFE (128a) -

[0204] =32 :2.17g(67% ) ;TLC[ I / ZFE (5 & 3)] :R,0. 58,

[0295]  'H-NMR[DMSO-d.] :7.72-7.67 (m, 1H) ;7. 61-7.49 (m, 3H) ;7. 34-7. 31 (m, LH) ;
7.12-7. 10 (m, 1H) ;7. 06 (s, 1H) ;6. 88-6. 86 (m, LH) ;6. 34-6. 31 (m, 1H) ;6. 28-6. 27 (m, 1H) ;
4.95-4.94(d, 1H) ;4.85-4. 84 (d, IH) ;4.67-4. 64 (br. s, IH) ;4.53-4.52(d, ] = 4. 6Hz,
1H) ;4. 45 (br. s, LH) ;3. 73 (s, 3H) ;3. 72-3. 70 (m, 1H) ;3. 64-3.51 (m, 3H) ;3. 47 (s, 3H) ;
3. 46-3. 37 (m, 2H) .

[02906]  *C-NMR[DMSO-d,] :192. 76, 163. 98, 159. 63, 139. 30, 137. 84, 135. 27, 133. 68,
131.82,131. 42, 128.97,128. 14, 127. 24, 126. 32, 123. 33, 119. 28,118. 17, 116. 38, 112. 51,
110. 45,105. 40, 104. 06, 97. 48, 75. 53, 73. 36, 70. 24,67. 99, 60. 24, 55. 48, 55. 39,

[0207]  1-[2- (65— FRAEEWKMGEESE (furanoly)) KJE 1-6- G —1H- MWk —3— && — B —D— MiLAR
HFHEE (129a) -

[0298] 7% :0.99g(36% ) ;TLC[ 2K / 28 (5 : 3)] :R0,

[02909]  'H-NMR[CD,COOD] :7.82-7. 74 (m, 2H) ;7. 69-7. 67 (m, 1H) ;7. 63-7.59 (m, LH) ;
7.55-7.49 (m, 1H) ;7. 33-7. 32 (m, 1H) ;7. 12(s, LH) ;7. 04-7. 02 (m, 1H) ;6.97-6.96 (d, 1H) ;
6. 88-6. 87 (d, 1H) ;4.69-4.67(d, ] = 7.2Hz, IH) ;4. 14-4. 13(d, LH) ;4. 04-3. 94 (m, 3H) ;
3. 86-3. 82 (m, 2H) .

[0300]  *C-NMR[CD,CO0D] :184.9,154.0,147.7,139.6,138.2,135.2,135.1,133.6,
130.9,129.8,128.4,127.8,121.3,120.6,119.8,119.5,119. 1,116.6,110. 9, 104. 3,75. 5,
73.9,71.9,69.8,62. 1.

[0301]  6— %l —1— (2— MRMHELIEE AL ) —1H- M[Wk —3— 2% — B -D— nti~F-FLB% 11 (130a) -
[0302] =% :1.65g(66% ) ;TLC[ I / 28 (5 & 3)7] :R,0. 38,

[0303] 'H-NMR[DMSO-d] :7.84 (m, 1H),7.80-7.76(m, 1H) ;7.72-7.70 (m, LH) ;
7.64-7.57 (m, 3H) ;7. 18 (s, 1H) ;7. 10-7. 03 (m, 3H) ;6. 54-6. 53 (m, 1H) ;5. 28-5. 27 (d, 1H) ;
4. 87-4. 85 (d, 1H) ;4.66-4.63(m, IH) ;4.52-4.51(d, 1H) ;4. 47-4.45(d, ] = 7.7Hz, H) ;
3.71-3. 69 (m, 1H) ;3. 63-3. 53 (m, 3H) ;3. 48-3. 41 (m, 2H) »

[0304]  "C-NMR[DMSO-d,] :181.55,151. 01, 148. 81, 138. 58, 136. 06, 135. 24, 133. 78,
132. 32,129. 62, 127. 83,127. 62, 127. 56, 120. 83, 119. 85, 119. 48, 119. 42, 116. 24, 112. 61,
109. 64, 104. 50, 75. 54, 73. 16, 70. 32,68. 00,60. 27,
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[0305]  6- Gl —1-[2-(N- FIIEnbNE —2— Fedk ) 2R5E 1-1H- M5[Wk —3— & — B —D— b = LAk
1 (I31a) :

[0306]  F=# :1.76g(69% ) ;TLC[ FZE / ZWE 5 & 3)] :R,0. 36,

[0307]  'H-NMR[DMSO-d,] :7. 95 (m, 1H) ;7. 73-7. 69 (m, 1H) ;7.63-7. 55 (m, 3H) ;7. 17 (m,
1H) ;7. 10 (s, 1H) ;7. 05-7. 02 (m, 2H) ;6. 35-6. 34 (m, 1H) ;5.91-5. 90 (m, LH) ;5. 27-5. 26 (d,
1H) ;4. 86-4.84(d, 1H) ;4.63-4. 60 (br. s, 1H) ;4.51-4.50(d, 1H) ;4.45-4.43(d, J =
7. THz, 1H) 53. 71-3. 68 (m, 1H) ;3. 61-3. 33 (m, 5H) ;2. 88 (s, 3H) .

[0308]  '“C-NMR[DMSO-d,] :183. 78, 162. 23, 138. 49, 137. 27, 135. 67, 133. 72, 132. 73,
131.16,129. 86, 129. 41, 127. 44,127. 34,127. 18,121. 99, 119. 62, 119. 34, 116. 07, 109. 87,
108. 05,104. 62,75. 42,73. 14,70. 29,67. 86, 60. 08, 36. 40.

[0309]  SEjifhl] 2 <3@ i N- D534k Tlc 4% 119¢ Ml 125¢ (5% Ta)

[0310] 7RV K 5. omMol J5JEMALA L 1. 31g (7. 48mMol) T1c 1 0. 67g (5. 47TmMo1)
LRV (1) AF 25ml Jo/K — FEE ABERE s 150°CIREE 2 /NN KRG MR HI 2
FiR, I 25ml 28R L TERRRE . B RIFMRIN 50m] YA SR EoK IS L, R 30 3BT,
AN K, - RN T8, I8 R 2T Frig ik i AR ey [
%2R/ Il (10 ¢ 1) ] gtk

[0311]  1-(2- KM L ) - 1H- MMk —3- L 4R TS (1- (2-Benzoylphenyl)—1H-indol-
3-y1 acetate) (I19c¢) :

[0312] =% :590mg (33% ) ;TLC( ) :R,0. 15,

[0313]  '"H-NMR[DMSO-d,] :7.83-7.79 (m, 1H) ;7. 71-7. 64 (m, 3H) ;7. 42-7. 36 (m, 3H) ;
7.32-7. 30 (m, 1H) ;7. 26-7. 25 (m, 1H) ;7. 23-7. 11 (m,4H) ;7. 05-7. 01 (m, 1H) ;2. 27 (s, 3H) .
[0314]  "“C-NMR[DMSO-d,] :195. 27, 168. 03, 136. 36, 135. 78, 135. 63, 133. 41, 133. 08,
132. 23,130. 69, 129. 91, 128. 49, 128. 11, 127. 94, 127. 61, 122. 89, 120. 24, 120. 04, 118. 37,
117. 35,110. 27, 20. 46,

[0315]  1-[2-(2,4- —FAER A ) 285 J-1H- MWk -3- R LRI (125¢) -

[0316] 7=% :1.23g(59% ) ;TLC[ AIZK / Al (10 : 1)] :R0. 66,

[0317]  '"H-NMR[DMSO-d,] :7.71-7.67 (m, 1H) ;7. 56-7.52(m, 3H) ;7. 37-7. 35 (m, LH) ;
7.31 (s, 1H) ;7. 18-7.16 (m, 1H) ;7. 14-7. 10 (m, 3H) ;7. 06-7. 02 (m, 1H) ;6. 30 (s, LH) ;
3. 70 (s, 3H) 53.49(s, 3H) ;2. 30(s,3H) .

[0318]  "“C-NMR[DMSO-d,] :192. 77,167.99, 163.99,139. 07, 135. 72, 133. 60, 131. 92,
131.31,130. 42,128. 92,128. 79,128. 09, 127. 65, 127. 13,125. 21, 122. 64, 119. 75, 118. 24,
117.16,110. 09, 105. 52, 97. 58, 55. 38, 55. 33,20. 51,

[0319]  Sjfs] 3 «a@ ik N- J72E4k 16 i+ 132 (5K Ta)

[0320]  1-(2- ARFHFEEIERSE ) —1H- MWk —3- ZE O Z A RS (1-(2-Benzoylphenyl) -1
H-indo1-3-y1 ethyl carbamate) (132) :

[0321]  ZEE/AAE FF 1. 30g (4. 22mMol) 2- AR 2K AR 1. 29 (6. 32mMo1) 3— & FEM]
Wk —3— 22 IR LMEAN 0. 57g (4. 65mMol) LFERWPAR (1) 7E 25ml Jo/K — AL S lkRE h n#4
£ 150 CRELEPI/N o =R EYNAH R =W, I 25m] LR LBEM RS . BRI A
50m1 VAN A E AR L, FFHERE 30 3% AAUAHH ERKPEG: FIB R A T4, i vk IF 28k
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2. iRy S R AR s [ 2R AR/ Al (10 0 D] gifk.

[0322] ;=& :100mg(6/o) ;sTLCL FF2K ] :R;0. 10,

[0323] 'H-NMR[DMSO-d,] :9.50 (s, NH) ;7.81-7.77 (m, 1H) ;7. 71-7. 60 (m, 4H) ;
7.41-7. 36 (m, 4H) ;7. 20-7. 16 (m, 3H) ;7. 11-7. 07 (m, 1H) ;6. 99-6. 95 (m, 1H) ;4. 13 (g, 2H) ;
1. 24(t,3H) .

[0324]  '“C-NMR[DMSO-d,] :195.42,153.57,136. 98, 135. 73, 135. 43, 133. 92, 132. 95,
132.15,129. 89, 128. 42, 127. 86, 127. 43,127. 13,122. 59, 121. 06, 119. 21,118. 44, 117. 53,
117.08,109. 78,60. 15, 14. 53,

[0325]  SEZjifhl) 4 : — [1-(2- ZWEFEEE ) —1H- W[t —3— 3 1- — ik (133, % Ta) [HIHI4%
[0326]  1-(2- ZERFEZRIL ) —1H- W|WE —3- & - BhliRes Eﬂﬂ%% :

[0327]  # 1.80g (7. 65mMol) 1-(2— LWEFEZRIE ) —1H- W[ W (Il S fe) 1 7 45 )
A1 17g iR (15. 4mMol) %S f# T 35ml FHEE (35ml1) F 4ml /KRG . 4 3. 90g il
(15. 4mMo1) %i# THULER (3. 82g,23mMol) 7E/K (7. Tml) PRI . EMERIRZESZ 1 /)
ISP AZBA I N E R D, R 35°C4E 3 /M. 28R EHH. Hik AR
VR T CTR B (40ml) 7o IV /KA =k (3x10ml) « AHLZEET4E, HH S R
(1g) MbH, ZERIERIG SRR, R R AR g (100g, LR LB ) 4tk
[0328] F=H :1.27g(38% ).

[0329]  'H-NMR[DMSO-d,] :9. 06 (s, NH,) ;8. 62 (s, NH,) ;8. 18 (s, 1H) ;7. 98(d, 1H) ;7. 84 (t,
1H) ;7. 70 (2t,2x 1H) ;7. 61 (m, 1H) ;7. 30 (m, 2H) ;7. 12 (m, 1H) ;2. 18 (s, 3H) »

[0330]  "“C-NMR[DMSO-d,] :199.4,170.2,139.3,137.8,136.2,135.0,133.1,129.9,
129.3,129.0,128.5,123.9,122.0,118. 2,111.0,92.6,29. 0

[0331] = [1-(2- SWRIEZEEL ) —1H- MWt —3- & ]- — @ik (133)

[0332] RV T 1-(2- SWEFEREE ) —1H- Wbk -3- 2% - R REGHULY) (0. 47g,
1. 07mMol) VB T/ W&k (2. Tml) FI <K (L. 57ml) WESYT.

[0333]  7EEREEIRE NG INASEALEN (0. 8ml, 1. 22mMo1) RIS 5% K VAT, HH IS AR
IR . E A5 C PRI 48 /N o PEYNREMATER, IR T /K (Gml) W, FFH LR L
B2 A HLZ LM RN T FF 25 %, T8 T SR 00 A R A R R A » 18 e ke g PR s € vy 44
b

[0334] =% :70mg(24% ).

[0335] '"H-NMR[DMSO-d,] :7. 84 (dd, 1H) ;7.66(dt, 1H) ;7.62(dt,1H) ;7. 60(d, 1H) ;
7.55(s, 1H) ;7. 38(d, 1H) ;7. 19 (2t, 2x1H) ;7. 03(d, 1H) ;1.94 (s, 3H) .

[0336] "“C-NMR[DMSO-d,] :199.1,137.5,136.4,135.3,132.8,129.6,128.8,128.7,
128.5,123.5,121. 3,119. 3,110. 4, 108. 0, 28. 4,

[0337]  SEjiifd) 5 : il & 10H- W[RJF [1, 2-a] MIWE (K Ic)

[0338]  MEfE S AVAE 100mM Na,PO, 22, pH 7. 3 (% 1mM MgCl, 1 670mg/1 B4 ) ik
AT o R (E. coli) B —FFLHEE R FLIR B 4E T B (K. lactis) FUMERGA N2 &
ZYREE 5T 2 1000U/1 B 15000/ 1. 7E 37°CHLE 30ml SN ARFR 5-18 /NI, FE B A o
SN PE A L 0 (4400g, 15min) WA, ORI 10ml H,O96%, FEF R L (4400g, 15min) o
[0339] 11— #22E —10H- M[WJF [1, 2-a] W5|Wg —10— Md (1010)
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[0340]  'H-NMR[DMSO-d] :7.73(d, J = 8. 2Hz, 2arom. H) ;7.69(d, J = 7. 7THz, 2arom. H) ;
7.50(t, J = 7. 3Hz, 2arom. H) ;7. 07 (t, ] = 7. 5Hz, 2arom. H) ;5. 79 (br. s) »

[0341]  "C-NMR[DMSO-d,] :160. 75(s, C = 0) ;138. 32(s, arom. C) ;132. 10(d, arom. C-H) ;
127.15(s, arom. C) ;123.27,121.52(2d, arom. C-H) ;118.65(s, C(10a) ;111.72(d, arom.
C-H) .

[0342]  VEE 1010 7Em T pH 5 BAE 4 Z¥s TK .

[0343]  10H- Mgt [1,2-a] Mg —10- Bl (1013) -

[0344]  'H-NMR[DMSO-d] :7.94 (m, LH) ;7. 84 (m, LH) ;7. 74 (m, LH) ;7. 67 (m, LH) ;7. 62 (m,
1H) ;7. 48 (m, 1H) ;7. 35 (m, 1H) ;7. 18 (m, 1H) ;7. 17 (m, 1H) ,

[0345] "°C-NMR[DMSO-d,] :180.7,144.8,136.3,135.0,133.7,132.0,128.5,128. 4,
124.9,124.7,124.3,122.2,112.2,112.0,108. 1,

[0346]  MS(CI) :220. 2 ([M+H]") .

[0347] 11— FIEE —10H- W[ JF [1, 2-a] M|Wg —10- fd (1014) -

[0348] 'H-NMR[DMSO-d,] :7. 85 (m, LH) ;7. 77 (m, LH) ;7. 71 (m, LH) ;7. 62 (m, LH) ;7. 59 (m,
1H) ;7. 47 (m, 1H) ;7. 16 (m, 1H) ;7. 13 (m, 1H) ;2. 50 (s, 3H) .

[0349] "°C-NMR[DMSO-d,] :180.8,144.0,135.8,133.3,132.6,131.7,128.6,128.5,
124.1,123.4,122.8,121.5,121.3,111.7,111.6,8. 8,

[0350] UV :A . = 255,355,435nm,

[0351]  9— &l —11- FFJE —10H- M[WE3F [1, 2-a] WM& —10- @l (1015) :

[0352]  'H-NMR[DMSO-d,] :7.88-7.86 (m, IH) ;7. 76-7. 72 (m, 2H) ;7. 60-7. 56 (m, LH) ;
7.51-7.47 (m, 1H) ;7. 21-7. 17 (m, 1H) ;7. 12-7. 10 (m, 1H) ;2. 49 (s, 3H) .

[0353]  "°C-NMR[DMSO-d,] :178.3,145.6,136.8,133.2,133.0,132.3,130.8,128.8,
124.8,124.3,123.0,122.2,121.9,112.0,110.8,8.9,

[0354] UV :A,, = 245,365, 440nm,

[0355]  7— & —11- AL —10H- M5[METf [1, 2—-a] MWE -10- fi (1016) -

[0356] 'H-NMR[DMSO-d,] :8.00-7.98 (m, 1H) ;7.92(m, LH) ;7.73-7.71 (m, 1H) ;
7.58-7.56 (m, 1H) ;7.50-7. 46 (m, LH) ;7. 20-7. 15 (m, 2H) ;2. 48(s,3H) ,

[0357]  ""C-NMR[DMSO-d,] :179.9, 144.8,140.4,133.4,132.9,132.1,128.9,127.7,
125.6,123.5,123.0,122.6,122.0,112. 24,112. 21,9. 00,

[0358] UV :A, . = 245,360,430nm,

[0359] 8- ¥R -9- & —11- L —10H- MW JF [1,2-a] MW -10- fii (1017) -

[0360] 'H-NMR[DMSO-d,] :7.96-7. 94 (m, IH) ;7.90-7. 87 (m, 1H) ;7. 76-7. 72 (m, 2H) ;
7.53-7.48 (m, 1H) ;7. 22-7. 18 (m, 1H) ;2.50(s,3H) .

[0361]  "°C-NMR[DMSO-d,] :177.3,144.6,139.5,133.2,132.9,131.9,130.7,129. 2,
126.0,123.2,123.1,122.2,116.9,112.2,112.1,9. 0,

[0362] UV :A = 245,365, 450nm,

[0363]  7- &l —3— 4L —11- F 2L —10H- MR [1,2-a] MWk —10- i (T018)

[0364] 'H-NMR[DMSO-d] :8.07(d, J = 1.6,1H) ;7.61(d, J] = 8.8,1H) ;7.56(d, J =
8.0,1H) ;7.39(d, J = 2.1,1H) ;7.17(dd, ] = 8.0,1.6,1H) ;6.80(dd, J = 8.8,2.2,1H) ;
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3.94 (s, OCH,) ;2. 46 (s, CH,) »

[0365] 11— 4Kk —10H- M5|W&JF [1,2-a] MW —10- i (1019) -

[0366] 'H-NMR[DMSO-d,] :8.04-8.02 (m, IH) ;7.99-7. 92 (m, 4H) ;7. 71-7. 65 (m, 2H) ;
7.59-7.55(m, 3H) ;7.51-7. 47 (m, IH) ;7.29-7. 19 (m, 2H) .

[0367]  "°C-NMR[DMSO-d,] :180. 1, 144.0,136.0,133.9,130.7,130.2,128.9,128.8,
124.6,124.5,124. 3,123.7,122. 7,112. 4,112. 3,

[0368] UV :\, . = 245,370,460nm.,

[0369]  9— & —11— ZKFE —10H- M5[METf [1, 2—a] MWE -10- f (1020) -

[0370]  'H-NMR[DMSO-d,] :8.05-8. 03 (m, IH) ;7.97-7. 90 (m, 4H) ;7. 67-7.63 (m, 1H) ;
7.59-7. 55 (m, 3H) ;7.51-7. 49 (m, 1H) ;7. 31-7. 27 (m, 1H) ;7. 20-7. 18 (m, 1H) »

[0371]  '*C-NMR[DMSO-d,] :145.5,137.0,133.7,131.0,130.5,129.0,128.8,125. 4,
124.9,124.4,123.8,123. 1,112.6,111. 1,

[0372] 8- ¥R —-9- &l —11- 2K —10v M|WEIF [1,2-a] MW -10- fi (1022) :

[0373]  'H-NMR[DMSO-d,] :8.04-8. 00 (m, 2H) ;7. 98-7. 92 (m, 3H) ;7. 89-7. 86 (m, 1H) ;
7.60-7. 48 (m,4H) ;7. 31-7. 28 (m, 1H) ,

[0374]  '*C-NMR[DMSO-d,] :144.3,139.5,133.7,131.0,130.4,130.2,129.0,128.9,
128.7,126.2,125.4,123.9,123.1,117.5,112.6,112. 5,

[0375] 7 & —3— F4RIE —11- Z53E —10H- MR I [1,2-a] MWk —10- i (1024)

[0376]  'H-NMR[DMSO-d,] :8. 13(d,J = 1.6, 1H) ;7.94,7.92(2br. s,2H) ;7.77(d, ] = 9.0,
1H) ;7.59(d, J = 8.0, 1H) ;7. 54 (br. t, ] = 8.0,2H) ;7. 48-7. 44 (m, 2H) ;7. 21(dd, ] = 8.0,
1.6,1H) ;6.87(dd, J = 9.0,2.2,1H) ;3. 37 (s, OCH,) »

[0377] 11— (5— FRIFEEWENR —2— & ) —7— &1 —10H- W[WE 3 [1, 2-a] W[ —10- Fi (1029) -
[0378]  'H-NMR[DMSO-d4] :8. 57-8. 54 (m, 1H) ;8. 08-8. 06 (m, 1H) ;8. 00 (m, 1H) ;7. 84 (m,
1H) ;7.71-7.69 (m, IH) ;7.61-7.57(m, 1H) ;7. 36-7. 33 (m, 1H) ;7.26-7. 24 (m, IH) ;
6. 85—6. 84 (m, 1H) .

[0379]  7-%&( —11- (MR —2— 35 ) —10H- M| [1, 2-a] MM —10- F (1030) -

[0380]  'H-NMR[DMSO-d] :8. 33-8. 30 (m, IH) ;8. 16=8. 14 (m, IH) ;8. 09 (m, 1H) ;8. 03 (m,
1H) ;7.86-7.83 (m, IH) ;7.70-7.68(m, 1H) ;7.60-7.56 (m, IH) ;7.34-7. 31 (m, LH) ;
7.27-7. 25 (m, 1H) ;6. 82-6. 81 (m, 1H) .

[0381]  '*C-NMR[DMSO-d] :177.7,148.0,145.0,144. 2,140.2,133.9,129. 4,128. 3,
127.4,125.8,125.2,124.0,123. 1,114.0,113.2,112.7,112. 6, 112. 4,

[0382]  Z5it @I ATAHNY (TR /s FIER B AE SRR (eS) AR 4T 10 Y.
[0383]  SEiifsl 6 - 10H- W[k JF [1, 2—a] MIWEEDER AL (Kl 1)

[0384]  “f& A SZJEAA] 5 1) 77 145 2 B9 15 1 LOH- MW 3 [1, 2—a] g We 0k L it 1] 5 LA
2. bmM YT CBE /DMF (1 1) o Rzl & 3R 0. 22mM ( 7E 100 % EtOH H7, 78516
#{Y max M5 (Spectramax M5) (Molecular Devices) it )Gt a4. 10 AH TR HIOE
T X . B SoRERE 1

[0385]  FR/RFIFIAHNYE 1O G (5] (WO FEARAS [|] 178 7] I3 7 R o6 %

[0386]  &hie 10 Heta= A4 T o 24 H 5 @ i vl A s = .
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[0387]  SEjiifdl] 7 fd G /RFI1A 2R 14b/MDAB Fil T4c/MDAB % & B - F & 48 B F kAT 1A 41
R

[0388] ¥ 14b(0.4g, 1. 11mMol) A MDAB (0. 25g, 1. 39mMo1) ¥ it T- £ % (8ml) . #4
PR RFIE AR EEE R AR A E P 10 IR T R AL EAE THE (1. 6m1) A ImM %
WA I Z S8 mFE - 10 23805, BIA YTiE MR E G EE K (intensely violet heavy
solid), BT (0. 19g,42% ).

[0389]  ZX{Blth, BI4 Wi T4c/MDAB 25 T It /K VAT A5 31 o

[0390]  '"H-NMR[DMSO-d,] :9. 84 (s, H1) ;7.68(d, ] = 8.6Hz, H6) ;7.61(d, ] = 8.8Hz,
H6' ) 37.07 (s, = CH-) ;7.02(d, J = 8.6Hz, H7) 36.38(dd, ] = 8.8Hz, H5' ) ;6. 24 (d,
H3' ) 53.88(s, OCH,) ;3. 02 (s, N(CH,),) »

[0391]  "“C-NMR[DMSO-d,] :181.0(C = 0),160.0,152. 8,152.5,138. 3,130. 74, 130. 71,
129.9,118.3,113.0,111. 4,110. 0, 109. 1,104. 9,94. 6 (OCH,) , 55. 5 (N(CH,) ,) »

[0392] v & A P B0 AT BE 1K BI4 (1) 32 AR A AR, (B) 5 IR —4- &l 2-(4- AR
5 -2- AR A ) MWk -3-FiF (Z)-5- IR —4- Jl —2- (4- R -2- B
FERFEL ) &AM -3- Bd. NOE NMR Il &% A ZE P UER T (2)-Bl4.

[0393]  &5ig : (1) FRE/ARFIAR 14b/MDAB H 1] ge H T IREFT N 2 7, H (2) FeRflik R
14c/MDAB A ] R A T ANl Wi HhAS Ml BRI (transient) B pH 45 4F (5 DL pH Fa 7~ 571 L BE
AT AT ARSI ) o

[0394]  SEJiifs] 8 :MDAB 5 W[k —3— JiZ (aS6) FIM|Wk —3- TiiliE (aST) WIRIY

[0395]  EMEAE 5 IR aSe (Al iE FAH MY () WANFEAL S Hl4% ) BB T RSEAEm T B S
MIRFOTTVE, TIAS R X IZFE - SEBERTAY o LEAEAE MDAB FIARTEAESE T, aS6 A2l T ¥ (h,,
Al RE AN AT KK (Schiff base) , HA2H NARETE (escaped isolation) . B WELEFTHA
B AR = T o

[0396] V5 MEfE 5 IR aST (KA T 133 18 2 ) 2 85 T 40 A2 Bl 7 AH MY 1 8% 4t 1 AS A2
X - - HEW (bis—thion—indigo) M), TEAFAE MDAB FIAAFAESANT , HHEE R AN AE
SRR A AF T I,

[0397] 458 :MDAB e n] e NG A T-H72E B WIWE -3 fLak Wk —3- B (145 7~ 57
[0398]  SEjfifdl 9a : TR /nF T4a F 15a XT 41 B 18 P 2E4T MDAB Jett (K 111, T H 1-25)
[0399] & A MEERIZENA (0.6% ) WM R 3 (TSA) HIAEZEAL AR 35 75 5% (base
plating medium) o ZIEFFRIELE 121°Cm kK 15 7080, 7 HE T 50°C/KBHAElL. Kix
FERFMA S TR T, BAORE A 40mg/100ml (2K H 80mg/ml fif £ ¥%5 ¥, 7€ DMF 1) .
TEP AR 2RI — DR RS H %S (Brain Heart Infusion Broth) H 117 40 B 41 A2 1)
BT, HAETFEARESLM R T 35°CHIRE 24 /D, IWE G, iId PR L E %S
(FTI1D),

[0400]  7ERFAAAME T HANAEAE MDAB B, B3 (1) Fi8 78 1) AN B8 Gy €8 7 A2 A 08 19 471 30 301 i
(B -D-ILHETEE ) AT B THRE (MRESM) BRIt 775
AT, Bl (IN- Q7)) — 35 MDAB Je A iPE A o 9, Fa 73R iA &R 14a/MDAB 7E
IR TR P B 0, TE TR T B 7R e o it s

[0401] 451 :MDAB Ju {532 FH TR A 70 IR AL A% A T RS IR 43 B8 o A= 40 1T o E) 8 08 O B
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(K771

[0402]  yEE YARACE MDAB B, 4- (N, N- ZFE ) &L K (DAB) FK & HAht B
77 IR SEA S W) 98 A0 5 0 R R e 52 A AE I R A AT S AN AEARART BI- G ta5mil.

[0403]  sizjitifs] Ob « FHER7RH 19a, 110a, 111a Rl 112a XF4H 5 B 7% 3547 MDAB 3eft, (3£ 111,
Ui H 26-37)

[0404]  7E7EFEBIR AR E FVE S FR IR Te 7~ o0 X8 FR5E (5e/1 BRI R, 5g/1 NaCl,
2g/1 BRI, 1e/1 7 AHEHA), 13g/1 B5li, pH 7. 4) AT il K, IR E1 42 50°C . AR
Ja » BRSNS N 22 i 2R FE A 150mg /1 (2K H 20mg/ml il 4 ¥ ¥, 76 DMF H1 ) o {1k b, K
MDAB % I =B ImM (K B 200mM filf 23459, 45 DMF A1), IFEI ARG BdiE-F A0 K
& (Eschericha coli) (\W1) B R VPTTIRE (Salmonella enteritidis) (RKI105/07992)
(R TR WG T PUER 8-18 /M) HIBE IR ER, AL TR E AT T 37CHE . /R F 48
NI FEIERE R, FER T 11T .

[0405] 4518 F57~5F) 19a. T11a Fl T12a W] UL T-7EFR4 4 1F T 1 MDAB #£4,

[0406]  SEiifA) 10 40 B R 74 [1) 10H- W[ IF [1, 2-a] W|BE (10) Jeth (K IVa—c)

[0407]  XJEFr3llE (5e/1 HrE MR 5g/1 NaCl.2g/1 B¥ BHEHUY) . Le/1 7 N4 LA 13g/
L 3G, pH 7. 4) HHAT S K, HAHI R 50°C. ARG, BIanHis in 2 s 2R A 150mg/
1 (SR H 20mg/ml fi &, ££ DMF 1) o

[0408] Lk, # TPTG I 100mg/1 (2K B 100mg/ml il % #, £ H,0 ), I HABIA
PR BRSO B — - FUME IR RH P AT B O B B (ML) 880 B — 2 UM e B 1
RIPTTIRE (RKT 05/07992) (FEE F7 W% UL 8-18 /NI ) IIIEFRYIHLFF, IF4E 37°C
BE . 1F 16.20.24 F1 48 /NI JG#5 2F 4R, FEAE 18.24 11 48 /N5 H Digistore 2 Image
documentation system (CAMAG) 7F 654 TR B . i~ T3 IVa. IVb 1 IVe 1,
[0400]  FH#FhAE AN F AW bRiclE (ARMIEL, eS) BIBAE iR I AH 24 K 2 I HR 7R
75y F (K 1Va, IVb) FI—2HAFE R (K Vo) » REFIMEIEAER AR AFE. —
SO G 50 2o A AR (B YE ) (R RS, T 0 — 26 B B AR T a5 R 2,
HHPT DU TR T E (R Va) o Yt fyRiE 5¢ 0, [R5 31 2% (5,58 A7 I 1
(1), CHIEPEE S IRITOET R ), ZHE KB (B - 2060) 1 10H- WBkIF [1, 2-a] W[k
PCARFDE N o

[0410]  Z512 10 a2 A TR I AN 2 B0 A 4 B b K08 7R I ALY 7 325, 3t OB I
7 R KBS SE ML T 0] BeT-H0I & i 4 Bk (aR) .

[0411]  SCHfifs 11 FEds (IN) A1 10H-W[WedF [1, 2—a] Mk (10) RN et (3R 1Vd)
(04121  H K#HFTHE (Escherichia coli) R uEIAKE (Klebsiella pneumoniae) . #&
mERE (Enterococcus faecalis) FP=<JimAt # (Enterobacter aerogenes) f&fe 75 Ig
(& 150mg/1 1-(2- ZKFAELEEZRIL ) —6- & —1H- MW —3— J& — B -D— AL 2 FLAHEF (121a) .
100mg/1 IPTG F1 75mg/1 5- ¥R —4- & —1H- M5|Wg —3—- & — B -D— Ntk Mg &5 25 8 1 (14h)) o £F
3TCIRE 24 /P a R EIR 45 HAEEE TVd e

[0413]  [RIWSAERE B —D-F-FLBEEFEEAN B —D— M0 B I B R Y0 e V& BT PAT TR s £ TN
FIEEE T0 YLt R I A LR,

[0414] S50 : ELAMK) INFI 10 e A G e tia B T R A3 BB L7 &
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[0415]  SEJiAA) 12 40 B Bl ¥ AE PR AF T I IN AT 10 Be i) (3R 1Ve)

[o416]  HI KT WA E FRBURFAR (&4 150mg/ 1 %A 100mg/1TPTG, -
2T R4E0E (Anaerojar, Oxoid) A, I AnaeroGen 4% (Oxoid) , <% EE, J-AE 37°C
E 24 /. WFEIE IR TR 1Ve

[0417]  INGOARELE RESAT P RV T v ALK, — 26 T0 B 55 d #UE
PREAEAT F 10, HAR G AW g7 37] 122a §il45 16 1022 $24E T 5¢ £ M Rkt .

[0418]  &5if :10 B2 LI S AT BUR A S AT RIS M E AR

[0419]  SEJAs] 13 +7E M BENRT-AR b B4l B R v 1) 10 Jeta (3R IVE)

[0420] R A T W R4S 1) . B IR P AR 150mg /1 1-(2— 28 R SE R 0k ) —6- & —1H- 1)
Wk —3— 2% — B -D— MEAg - FLBE T (121a) 1 100mg/1 TPTG ¥2iot. P H W 98 v B A1 EC R %
Fio 75 37T°CIRE 24 /MG IS Ren AESR TVE e

[0421]  TO et 5B HOE BRI RIXTEL . Hhah, RUE I 10 BAEKIER, (H2 50
1FLL R IREE I S T .

[0422] 250 10 Yot TAEAAY) M5 F5 9 0 BN FH 2 W e A U 1 o

[0423]  SEJifA) 14 LB &) 10 Jeth (R 1Vg)

[0424]  XFBfEFE 7 (6g/1 KEME, 1. 5g/1 W ERER B, 1/ 1 1 %0, 10mM 128 B2 49 22 i
W, 13g/1 Billg, pH 7. 0) HHAT mRl KB, HAEI 2 50°C. SAJE A 1mM MnSO,, 1g/1IN- &t
5D RILRE I, R o 1- (2- AR EREE AR ) -6 S —1H- 5[k —3- J& -N- ZWE3E - B -D- &
FEAEFUBE T (I21g) MA R AW N 0. 64mM (2K B 50mM fif £ #5, 45 DMF 1), FF {8 AP
o RO BEEERE. S I RS EK R (Candida krusei) FIEREHELF (Saccharomyces
cerevisiae) $HF, JFAE 3T CIRE 48 /M. R G RIF/RHBAER Vg H,

[0425] S 15 QLU A B 10H- M5 If [1, 2-a] M[Rr2es (K 2)

[0426] {&HhDigistore 2 Image documentation system(CAMAG) 7 366nm UV 355 N AF 16,
20,24 A 48 /NIRRT ISR H SLHER] 10 (PR IS IR . Bida7R T-3& Tvas IVD 1 IVe /1.
[0427]  HEEF I GH R A (727 150mg/1 B -D- - FLBE T lE+5 7~ 57 A1 100mg/1 IPTG
178 FR BRI B AR 48 /NI ) BN FE A% B S 0 e i L . 2B TR
Spectramax M5 Molecular Devices) Fidsk. R~ TK 2 H. G gh e brdEod ot B
TR T s R AT AT ) o

[0428]  TO LtaFIERE BE M2t R W BIM R ERICERI Ny BaR M, (HiE
P LTH- 15[W% —3— FLAE T IR 2651 ), BRI 10 26 BRI (3 - 46 ) NEFEA
1o

[0429]  Z518 10 YL ARER RS INFN 7 B A Y B Fh 8 BB I B0 5 v, FRER AL T
FOCYATE A % BT B, DL AL T 2thn i S48 M 8 i iy B 1 TR

[0430]  SEiifA) 16 24 0% R EE /K AE )36 7

[0431] 4 1-(2- ZR R REL ) —1H- |0k —3—- R LA IR MR (132) I IN NaOH 7K
L I TR) Ak 7 B 2 R TR T RIS N TRD N, A 1 S Ea e , 18 5 2 AR S b AT TLC
LB 55 11- 2Rk —10H- W[ JF [1, 2-a] 5[0k —10- i (1019) .

[0432] AR, 5 B R 46 & 3K 45 1 11— 2K 55 —10H- M5 Wk IF [1,2-a] M|k —10- 7 %
(1032) PRIEAKfF K 1019,
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[0433] 25 (1O YLt b & m] CLGE M 2 ARG AR Bl 1- (2- ZR I BEFE 2RSE ) —1H- W[k —3- i
(aS32) BRI 5 IR Fe 7], BRI T SR AR T2 2% - KB viie fe <
FEIRE R

[0434] ST 17 : —BRALYIIE IR 7R

[0435] % — [1-(2- SWRFEZR I ) —1H- MWk —3- 3% - Zhii ke (133, 2mg) W fif T I
(0.5ml) W, B= - REZE) Bhmeh (TCEP, 20mg) AR JLT LEAKIER T .. 159k
SR IN SR KIS TR s

[0436]  Z5if - (1) 10 Yett / $57-BEME A TR IIIE SR MERREE, (2) TO Yeth A n] LUAE (o 22
AFEA Y 1- (20— ZBEHEZESE ) —1H- W[k —3- TR (aS33) BRRALIE M B L Fe R .
[0437] 3 Ta :1H- M|t —3- SL3em R 1 51 2=
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[0468]  NA : ANH] MV
[0469]  * WA — AEEATR
[0470]  1)LG :-N-C = 0- &3 (FET R M)
[0471]  2)LG :=S-S—( ikt ) s miRisuiby
[0472] SR I11 : B -D--FLBEFFRERHIE / Bk 40 i g 7 1) 2— 2500 FR &M W% (MDAB)
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CN 102459168 B iR
ME | 48FA ak 4% HA oS |[BAKLH i E B R AV
b-gal [TSAYE, %440 mg/100 ml 69[TSAYE, £~ 40 mg/100 ml &9
4 7 ) Wi 7|
1 I4a - NA | bRATEBRAIH | - [BREEELHERR) BERLECREAHFLHEE), TF
(Citrobacter EZS ZR
Jreundit)
2 I4a DAB 21 [ hERATRBAE | - |[BEOCPEACHER) AILEE LN ER, BFR
IR
3 I4a DAB L1 [hERARERAE | - |[BRGECREAECHEE) BPLAK AN E X, BAK
RGAIELS
4 I4a MDAB 21 [hrARBRAE | - |[BROGECHFCHRE), BEPROCRAELNER), &F
A E T £
5 I4a MDAB L1 | hRATRBFH | - [BEERECHEECHER) A EACREH LNTHE), &F
AL &R R
6 T4a - NA kG - |BEGEFTREH CYE BREGRES LA R), &F
%), &E K 28
7 T4a DAB 2:1 KA - [BGecrvREeECnE [RRFACEFFRAECHE
&), WE R %), EAE®
g Tda DAB 1:1 kG - BEEEFTREE Y PFLAEAHMEER, BAK
%), RERF
9 I4a MDAB 2:1 KIBATH - |[BRECEFTREFEWE BEACREFENTE), BF
%), B K 5L & 2%
10 T4a MDAB 11 KIHAE - |BEECEIFREEEME PE(TAESENEHE) BF
%), AEaéER 5L .51
11 I4a MDARB 1:1 FoAHVITIGE FLEHEYE K L4 R %
(Salmonella man
hattan)
12 I4a MDAR L1 | ZAHV MK LEHEWHF FERE TR
13 I5a - NA | hERATRBRFE | - |[(POREHCHD) AEARLECREHA LY E) &
Bbi IR (clear ring) A iR
14 15a DAB 21 | hRATEBAIE | - |[FE(TAFENHD). BFPLEFEHE R, RAK
IR
[0473] 5 5a | DAB | L1 |hRFRGFE| - [FeRETEECHEHA), LEELNARE, AAR
A & &R
16 ISa MDAB 21 [ hrRATRBFEE | - (REREFEHR), AFE AR ACRESFENER), B
LEN RS
17 ISa MDAB L1 | hRATREFE | - [RECPAFENER). BARECPAFENE L), B4
MRS M IR
18 ISa - NA | &AM KE ATk GLE A Eeh &
19 ISa - NA K HAH - PBPEEETREFLHHR). REEGLELNH R &
AA R H 2r
20 ISa DAB 2:1 KAHH - |RECEFTREFEMHE), JLER LR K, KA KN
A IR
21 ISa DAB 1:1 KAFFE - |REPEFEHR L), AAELAE LR E, KA SR
MRS
22 I5a MDAB 2:1 KA & - |RECETREFEVHR), RECRES ENH X)), R
A K T ER
23 I5a MDAB 1:1 KAAFTH - BECERREECHER). RE(TEEEARR), B
A I A HiTER
24 ISa - NA | EAM IR FLE A B A Tk
25 I5a MDAB RIET Y FLE A EH K HEE AR
26 19a - NA kA - [HleiEBEErenRi -
27 19a MDAB 1:1 K AT - |lmezewwx
28 19a MDAR BT EXEI A
X doF
29 0a - NA X AT H HEZEMEFENHE
30 I10a MDAR 1:1 K HA G - BeigdesrEvAaE
31 I10a | MDAB 1:1 o E T R HEHEWHE
32 I11a - NA KA E - HEEZEBEFEHEE
33 I11a | MDAB 1:1 KATE - |mEEEEEFEHER
34 I11a | MDAB 1:1 BRI TTRE HLEHENH K
35 I12a - NA KAAATH - HEEHFBEREWYEE
36 I12a MDAB 1:1 KA H - e AHEHEE
37 I12a | MDAB 1:1 RN | FLEL EGEH & -
DAB: 4-(=FARLHEFEt » KAk
MDAB: 2-F A -4-(ZF ARBOE TR + o BE
b-gal: B-D-¥ 3L#% H ik
[0474] 3K Tva :75Mf 10 LTRSS AP~ A% 75 JE B B OGN sk

51




w B P

CN 102459168 B 45/52 7T
JeEFRIEIE(E 150 mg/l &A= 100 mg/l IPTG).E 24 8 & 64t ) 1) %
KA & B K TTRE

eS: b-gal + -

C F-EE ‘ -

119 1-(2- 3K 1 Bk 2L R B )- 1 H-5) " -3- 2 -B-D- F * & + -
ot vy - FUE 3 L + NA

G + +

C H-EE ‘ -

n7a | & GBI R HR)-5- 18 -4- - LH-"35] %&-3- F - B B
H-B-D-sitr ¥ e L + NA

G + +

C e +i- -

20a 1-2- R T B AR IR)-4-R-1H-R-3- F e, +- -
-B-D-srt EALAE L ¢ dh (cryst.) NA

G + +

c e +- -

3 1-(2- W B3R R )- 1 H-"3] % -3- - B-D-wt T - _ B

T m L -

G + +

C F-%E + -

[10a | 2T BRI KR 1H-551%3- 4 F “e, ’ -
-B-D-sttoh F-FLAE A L - NA

G + +

C BE + -

28a 5-if-4-R-1-[2-Q24-=F EHR- KT 8L F (8) +- -
R - 1H-75]7-3- 3 - B-D-ribrdy - U 48 F L + NA

[0475] 6 s -

C }-E + -

26a 4-Re1-2-24-=F AR T B )R F B & +- -
A& ]- 1H-%57%-3- 35 -B-D-wit vy A SUHE L + NA

G + +

C F-4e +/- -

128 5-3f-d- S 1-[2-(F B - R 11T- F Bge - -
7] 2 3- 3k -B-D-vik iy - L 4 L - NA

G + +

C k48 + -

Mg | 612 BB KA Lo F %t + -
3- 3 -pD-sik 5L 3 L - NA

G I |

6-F-1-[2-(5-F sk BE ) AR |- 1H-%) g a2 - -

1292 | “R-3-3-B-D-tbrd E S4B F - - - -

G + +

C FAE @ T+ -

Boa | 6-F QoA ) LR 3- F Bag - -

-B-D-rE ¥ LA L +-

G + +
C a3 + NA
3a | ER1-Q R T EIS AR I LR ¥ #-# e + NA
3-F-B-D-wbrd F SLE L + NA
G + NA

I18a | 1-(2-LELR-5-F A K- 1H-%4-3- C REE + -

[0476]
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46/52 TT
He B FRIFME (A 150 mg/l &AHAe 100 mg/l IPTG).E 24 i Bt m B 8 %
KA & B AN
eS: b-gal + -
J-p-D-stkh AR F 2 +/- -
L +/- NA
G + +
C HEE + -
4a 1-(2- R ¥ B IR -5- 9 AR R IR)-1H-31% F H-4 e + -
-3- 35 -B-D-wibb ¥ FLAE L +/- NA
G + +
C AEE + -
4 1-(2- T8 F K F)- 1 H-75| %k -3- 2-B-D-tt T - R -
T T n NA
G + +
[0477]  C:BWEMIBIE - AP
[0478] F:@EMZE  +/-:55
[0479] G :WEMIAERK  +.9%
[0480] L :HAF7E W75 L1 fRidk ++ HEE R
[0481] oS A3
[0482] b-gal : B -D- - FLEE {1l
[0483]  NA :ANA] R H
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CN 102459168 B 49/52 I
JEEHRIFIR(A 045 mM B-D-F B BB F M AN L 24 PN EH @EF B R
R Bk eS 121f I3f (3 1R)
] 4 BN B C F G C F G
y y-o p
KA 61 + + +/- + + - +
KA 62 + + +/- + + - +
KAt @ 270 + + +- + + - +
M X LE KA 164 - - - + ' - -
[0488]
FEE FIFRE (A 150 mg/l o-D-FBEFEFE 7 A L 24 I EH ME B %
ki Ak eS I21e
a- B Ak C F G
Y-8
PR B AT B 141 + + 4/ +
(Enterobacter sakazakii)
B FAAT B 142 + + +/- +
AR 242 - - - +
(A 74 AT B 245 - - - +
(Enterobacter cloacae)
+ A =
& f&u WK . 133 _ _ _ 4
(Shigella sonnei)
KIATH 270 - - - +
[0489]
FEERIIE(E 0.52 mM C1-BEBE4E T A L 24 S B B @ %
ki A eS 119¢ Tdc (328
cl-BeBs C T G C F G
y y b -
X A E KT 164 + * + + - +
KA R 270 +- * + - - +/-
R AT H *
(Bacillus cereus) 289 o " i i )
[0490]
FEMR R R 237 08(4 0.78 mM PC PLC #§7#) . 3.2 g/l BSA. 0.05% Tween 80 #= 5 mM MnCly).k 24 )N & ¢4 40
RS
ki Ak eS 125d 14d (3 2
ple C F G C F G
y y-g b -
R FIATH 51 + + ++ + +/- - +
R F RATH 289 + + ++ + - _ n
BR FIATE 191 + + ++ + +/- - +
R FIATH 192 + ++ ++ + ++ - +
= Ik s
FRFHATH 64 + + + + + . +
(Bacillus mycoides)
HE e F AT 66 + + ++ + +/- - +
(Bacillus thuringiensis)
XA # 61 +/- +/- +/- + + - +
XAt # 270 +/- +/- +/- + +/- - +
BAZ R A AT KA
(Listeria monocytogenes) 290 + - - + - - +
(4b)
B A =]
4ﬂé’iﬂx$ﬂuﬂ ' 168 4 y- g1 b2 + y- gl b2 i
(Pseudomonas aeruginosa)

[0491]
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CN 102459168 B w B B 50/52 1
* gy F— 2 R A IR G| A TR X C: HANHE
LORRFE, RIAERS RGNS LE F: BAGKA
nORRRA, AHAERSREMEIIEE G: ABEGAER
R21f: 1-Q-F F otk K 2)-6-A-1H-75]k-3- K -B-D-F1 48 F 44 y: #E&
I3f: 6-A-1H-%5R-3-X-B-D-F 4 B s 3 g 46
R1e: 1-(2-% F B FE K)-6-F- 1H-"51 %k -3- Fe-a-D-wkvih F] £ 48 3 o: Bé&
I19c: 1-(2-3K ¥ BLA KAL) 1H-71%-3- 5 TER A r 416,
Ide: 5-38-4-8-1H-75%-3- 4 CERES b: Bé&
125d: 1-[2-(2,4- = F 8L K B ) F R |- 1H-73] %k-3- K Bh AR AeL ik, p: Hé
I4d: 5-3%-4-F-1H-% %k -3- 55 88 oo, - AR
eS: FhErRl - BB E
TR BB AR B B-D-F AR AR T +: 5%
a-F A FHE: o-D-F4E H 8 ++: JEF IR
plc: BEA5BLIRAREEAS B ¢
[0492] & IVd 4B BEV& I IN T 10 SRR S
[0493]
BHRIFIE (A B-D-F3LAEFE 10 3577 121a #2 IN 3577 14h)
EEi B eS: b-gal eS: b-glu C G
XA H 270 + - y +
IR EHKE 164 + + g +
A 242 + + g +
£ E 210 - + b +
[0494]
121a :1-(2- ZR PR RAE ) -6 S —1H- M|k —3— & — B —D— MkRsg L T
T4h :5- & —4- S —1H- W|W% —3- & — B —D— ntL e o] 25 9 ot
10 : 10H- W 3F [1, 2-a] MBI aRe)

IN - HE e o

eS AR

b-gal : B -D- F-FLAEH I

b-glu : B —D— F¥E 1T B

— A

/55 / 5%

+ i hR

[0495] 3K TVe :fEIRFASAM AR V&I IN AT 10 Gyt
[0496]
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CN 102459168 B 51/52 I
T RIFIEFARCEEA B-D-F IR A, ARXBFHRARRE)
F& 7 A RAF % C I L D S G
121a 10 y + + +/- 0.7 mm +
122a 10 o-r1 + ++ - 0.5 mm +
127a 10 y-o0 + + +/- 1 mm +
I31a 10 o-r + +/- + 0.8 mm +
I4a IN b +/- - ++ A +/-
[0497]
IN R e 121a :1-(2- FFE R ) -6- & —1H- BIYE -3- 3 - B D- ML LI MEE

10 :10H- F5|ME [1,2-a] F5|Medees

122a :1-(2- RHEREEAE ) -5- 1R -4- & —1H- W% -3- & - B -D- mkmg e LpE

C:HEHE 127a :6- & -1-[2-(2,4- ZHEAREFEHELE ) X&) -10- 5|0 -3- & - 8 -D- Mk P LEH
I :EERE I3la :6- & —1-[2- (N- FEELILRE —2- Brdt ) 2R3 ]-1H- M50 -3 2 - B -D- kM LA H

L HE R R

Tda :5- ¥R —4— & —1H- 5|0k —3— 2 - B —D- MbmG- IR

[0498]

D« 5 7% JA [ 73 A

S BRI

G AR

— EAE y e
/=195 ) B r A
+ 150 b ¥
A R o B
[0499] 3K IV 40 B B V& LE ML EL AR AR _F 1 10 e
[0500]
FEA 3T I8 (4 150 mg/l 121a F= 100 mg/l IPTG).E 24 B B8 M E L E MR BB %
fa 77 BBRE HEME =N
G &/ T UV (366 nm)
21a ®E EREHFEHFEE +
- e EREF FMEFTHOEEULT RT ) +
[0501] 10 :10H- M|W&FF [1,2-a] W[k
[0502]  [2la:1-(2- KABEE AL ) -6 G —1H- MWk —3- 2% - B -D- MLmg - FLHE £
[0503] — NAEAE
[0504] + oo
[0505] 3% TVg :ELE B4 10 et
[0506]
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A48 A 121g 043555 T A%
kil H R eS: Uk Rl & A%
HERSHKRE 304 + ¥é +/-
AERKERRA 305 L& (cream) +/-
BRE B A 306 e +-

[0507] 10 :10H- M[REJF [1,2-a] MR

[0508]  121g :1-(2- Z MR AL ) -6 G —1H- MW —3- 2% -N- LB - B -D- A AEFAL

LR

[0509] - :ANAFAE
[0510]  +/-:59 / 5%
[0511] + .38
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