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1. ARIEE X A BT £y 0y 2

NH
=
R— X—C @)
Nt _ V/,
NH, O0—C 7

A% X ATM4E. -CH-NH-. -CH,-NH-NH-3%-CH=N-NH-, £ R
A THBRIHEY C-Cy i, C-Cu-3Riih. &Rk, Bkh X,
ZRAA, TREEA. FE. sk, ek, A AA. AR
BERETHE, ARBBAIBK—ANRENELE. C-CoEE. C-Cy-
REAE—ANAEENAGRTFR NSNS REARNK, B

Y AT HEREE C-Coiuik. C-Ce-3Rb . FHE. b
i, ERZBARAIKBE—PIREANALE. BE. C-CBAE. C-Co-ltk
Fa/R—NKENGRTF —ANREMREBRK,

DARAERAER 10, AREET, RATFTRE. T, RE. F
£, FA R2E —-mEA oA FErEA Ko KEA =K
[5,2,1,07]- % 2 RAIR[2,2,1) 3R T 4.

3MERFNBR 208, AREET, REATEL,

ARBEAABZR IR 2688, AREET, YAFTEA. LA, AL,
FRE, T, RE. TE. A FA, 24 2R +—KEAFT=
I, BLEAR22-BA 23 —RBRA,

SHRERAEZR 1 R 2 88, XHEAEAT, X X TF-CH-NH-NH-K
-CH=N-NH-.

6ARBAAER 1698, EHELET, ZERA R+ —RARELNTE
#. B+—mEARAMIBE, B+ —REAREIEERE R T +— AR
HR T8,

TRTFETFIE. AFLBERR, ShETERK. BREIRREFRLNG
WEF, RRHEET, OS—FXEARERANZL1-62—84, B



02820034. 9 R #E ok P OFE2/2m)

A2 WA AT ) 69 A T AT

8. REFEARFNER 7 HHEBHEFGHET &, TRELET, RERF
E2K1-62Z—8%AF R GRR Fo/ RIEH Fl e T4 435647 X,

OARIERAER 8 HF ik, AHEET, RERAEZRL 1-6ZX—H
3B RBE L5 F R T WAL AR F R 8GR Fo/ R H] Am T
R K.

1085 2K 1-6 Z— 8 3 A T4 &4\ H 64 A&, Frid &4 5 H A
FaF B, AL AAEER. ShTRRK. REIRFRER.
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P35 477 2y B3 24 2 40 ) 4B A%,

AKEPF BRI HNEITED F LB FRRSGEDET, RELH
&,
WO097/45401 »~F TR (1) AT ESY,

A1

¥ X &2FAH-R'. -NHR'. -NH-NH-CHR'R? &t NH-N=CR'R?, 3t
R'F= R*& A TEA. AR T C-Co-ti . C-Co-FRi A, 2Rk,
Bk B Z (Norbornyl) « ZIRAZL ., RFHA., abow ik, %A, Sk,
B A ARARATIRA, SRS ESBYTHEATERSEA
22 A TFAPZ R BRI RIAE A A AHAREK 1 9IS A R AEiE
B Ao

W FEAE 5 M, TR 6B BA LS RAEB F fe R T Y
FAL4h A LR BE MR MR, WA BANEOAELEIRE . @
H, EAABEBR G ETFALET, RS R TARBERR T REG IR E.
B AT i b AAR TSRS R E TN, Stk R B A R, &
FEARE, WATENEF D F LA L BRI,

B, A& B4 B 62 RAAE—FIRITA M A B LR T 8
7% ..
e AN F Mo K TN, 3B AT vA AT ALBL B VE MRAT A T R AR
B A T BA K 10042 4975 7 AR F 00 By SRa b, Hlde, 4550 E
B AT B ARRE BR e AIAE R . M L, Xk 3 AR RAUBRER HILIE.
mFXMHERE, REALVHEEFETRORNZLE.

Wk, ER4FHGEESGEX (2) HHEMFB MR
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NH
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R— X C\ i Y
NH, O0—~C
Sy
X 2

£+ X £RFM4E. -CH,-NH-. -CH,-NH-NH-%-CH=N-NH-, H R
R FHEREAEN C-Cy il C-Co- SR, £RIEA. BukH &,
ZIRAA. SRR kb, sk BA BK A ARARETH
£, BT AREMEE, C-CRAR. C-CrliEA/R—AR %
AN RTR—AREANRLBNK, B

Y 2T AR T4 C-Cptnih. C-Ce-IRbnh, FK. wkwhih, wbog
A, BT AMIRENEL, BE. C-CAA. C-Coltiifm/s—
AREARETF. —AREANRLEBRK,

R AR A RA&. T BA. FA FA 2R KA+
A, tEwmEA. B omA Z3R(52,1,07- 2K 0 IR[2,2,1]3R Ak 2R
WRF B, 4R RA,

X 3% 4 -CH,-NH-NH-&, -CH=N-NH-, 4% 3|4t i#-CH=N-NH-.

Y 4R A FA. TR AA FRA TR RE. TE BREA.
FH,FEREA TREARTOREA, UAZLHETER2-£K-2,3-
—HEAAk, FARETR, TR, FRA 2R BR RS
WA, ARZCEM2-ZE23-ZHB AL,

RFERLPHEINR RGN R T R ERAMTEE ., +— AR
AR E S, TR ARARERL ., +—RARAR TS, ALHH
FRE L+ — A RAMCES, B+ A RAMILRE, B+—dk
BAIMEEL., P+ ARAMERE,

RABBL, T AME R AR BAR B B BR R BR . N3 fy, AR IR
B bt K F M RAL 3 BORA- W) do SN i AR L B R F AR R AR SR,

B FARGGAR M 54 T BK MBI B T, ARSE AL e IR ELAT A 4
REHFFHER. IR T XM A R F RAFHA M., SAIR
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TR, RFBALPGIRELRTZHEY, KETE 1000mmol/l,
LR BRBR BT KM IR ok, B RN, B R R A2 SRS e
I RIVE R AR R Z AL EEHF R

BRGG ) &2 Cdn by, Bl4evT A W097/45401 1340, ARIE AL BA &4 8 2k
64 4 T VA 4R 7 Xl i Lk B AR B A8 B 69 5 3B BRI Ak it AT . TVA B3R
A g A PR L, TBRK, LTAEHER, 472X B/ RBA
BARET ., AN F BT 6L AR A4

A E R B O AARNE R L AN IEAT A M A F RSB FIF .
HHHERT AR TRFNE. BF BB S KA. B&EAR
RFBEALE, ABFRRSFIHESTHY, RLFERRSA: B+—
WHAARLARZE LS, B+ A RANRIER 3% B4 7 R B+ — kA 2R
BB AT+ — A RANTRRE,

T AR AL H T RS, ARIE AL I 6 H A — AR L e ) T AL
H R BT XY BIE R FRAR), @A, Bl FESFF, REHRE
AR E RS ACFANE, T AIaNA 6 75 P R4 Tu%ﬁuTmﬁ
R =GRS AT oA, IRE. R BN, RER
REF; BISPAGERN. BR . LA FA; BN GRF RIER; Fo
A

BT R4S T kR AATBEARAAR #do b, IR T Ao LARYE AL A
W3R A BT X, KB TE MRS T AR A E o T 2B LR A
EmAE, FHERAeMAEEE L€ R iR f e TS HT X,
Aok, IR, RERLHETH X T HERRAEKRKNTL. TAKR
BER, EEHRTERASH 0530%, EHFFEY 1%FHERSA T
Ao BB, RAHEDHEE S5-1000mg 8],

VAT S E S it—F A RLY, mIEREERT EEH,

LA 1: T+ — A RN B 3 6 ) &
23.4¢( 0.1mol ) & +—4% £ B IK( BF CjH,-CH=N-NH-C(NH)-NHj;,
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VAT B AR A C11AG) £ 234ml 69 ZABKF R HE, M#E) 60C, RE £
FHTFLBIN 6.005g /KEEER., 23830 o4t EidiE, $HZE0C, &
sh 2B ATITIRAS W, AR, RIF 27.8g LB (F R 94.5% ),

L) 2: I+ —I K BILR B 3 44 ) &

23.4g (0.1mol) T+ —i A KA (C11AG) £ 234ml & & MWK P
mRE, m#HE]60C, REEMIFTERMAN 13.02 BB, 2T 30 4547#
HEiE, AHEOC, 4aRd@ddEsd, JFAKKRE. KF 22¢
e B (FF60.4%) .

FHH] 3 T+t R BRI E 0 %

23.4¢ (0.1mol) E+—kEEAEM (C11AG) & 234ml # &K F
BRI, mAKB] 60C, REEMIFTLEBIN 1582 LB, £ 30 5-47#E
PEILPE, AFHEOC., Sap B TRBE, A RKRERE. KT 36. 1g
M EERE (FF92%) .,

Fb e T+ AR RN &

1. Immol B A= Immol C11AG (234mg) AL 3ml TEALES Y., TFH
BRF ARAMBKEIR 3 kR4, AETFIRE, £ 90% 89 /=2 HF. & 1
BT HAR IR R IR S, VAR A 1~ 3 K54 3 648 AL
GES &




02820034. 9 o /Tl

%1

R IAE T REBE %
LB >10mg/ml 90°C
2L86 >10mg/ml 16C
ST >10mg/ml <4C
R B3 >10mg/m] 89°C
o & >10mg/ml 82°C
BB 1mg/m!l 48°C
+—& 0.1 mg/ml 81°C
+ — Bk 0. 01 mg/ml 68°C
T oA R ER A 0.1 mg/ml 78C
+ R 0.1 mg/ml 62°C
e >10 mg/ml 63C
+xRER 0. 01 mg/ml 12°C
FEFR B h 0. 01 mg/ml 81°C

TR, BPRARRT REMNBMBEHRGENE. R, BRI L
BRI T AL TRHZNEA,

T 5. BFP CLIAG B e9E bz i

FLER, TBR, HER. BB FTEG L om i osE, S (AA
BARKAF) ESESH AR TARMAES 10 100, &FF C1IAG # »x;i’zéx
REA 4-4000 pg/ml 27405 0. Inl #FBE R bd  BARETRT
20 54TE, BEEN, £ 405nm TR AEE. Jb%‘fi;%f?r?f&éléw
OB st B G e 3 E . B 1 37 TR0 0588 AR A IRAT A 4 R JE 84
ST RE, A—ANREERE] T —ARES, RERAH—E., RER,
ARIEAR LR IT A AT 32 ueg/ml HRER T BN E ERMEAM
ik, Rifn, HEMEAES-16pg/ml HEIHEABKERTHE
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FEAeA) 6: CIIAG 3 AARERE A R F e IRfF 1

#) & T IMBERRATE ik, DHT. 4. HLBR. TE. %R, EBFIEH
EAAF|A 1000mM £ InM 69 B ER B9 R 5], 193] CLIAG ey & &
REA A, & RBEHAERKX 40 BRHBHMENIE, £RITER2. £
REA LM TR B AR RNENBR S, MU IR S SRR
2 10mM B IR, R B A B £ £ 1000mM ¢ BEBR B T ISR T AR,

%2

# RIE %

HE 1my-1000mM 2

5§ 1mM +

L # 10mM-1000mM &

LBk 3 1mM %

S8 3k 10mM-1000mM £

L BB 1mM-1000mM %
ES o8 1mM=1000m %

AR T P AV 2 BB RS B 4 30 5 4E A

HBE. LB, HBR. BEALRR AT AT XA R X4 &
sk AY R R R ARBE R AR A8 pH 7.2 49 0. IM Tris #= 10mM Mg.Cl, ¥ &/ 2] &
YR E A Img/ml. EAe 0.1 F469%k AL BEATH (bazillus
cereus) #j ek Ab 22 BEERRCER S, e aGRAE A 0.1-1000 wg/ml & &AF
ClIAG 3k, £ 37CF3E4f 24 DT B, WAL 405mm FTHAFE. LE
JE R E ARG BN T, SR E - VEA o KA B AT
50% (IC50) mrégsRkAE., 4R TR, BRIR, BAAXERATELERE
¥ T, 1t R0 BAKT RBRE B OET.
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A3
3k 1C50[pg/ml]
hER 0.8
LR 3 0. 85
FURR 3 0.9
) & 0.75
T8 0.95

St 8: AP CLIAG - ey A etk

LB BB REBATBRGEEFSF ABERT H S RRAA 4nM.
20mM. 40mM #= 120mM #4938 . 3 RRE (&7 @+, Nu/Nu) A K
FHEA 0. Iml, 24 DEHE, RRAEHINAAZE ., ERITFF 44, L,
EATREBMG =, R =+, Kif=++, =+ ++, RER, &
BR 3 7 20mM AR E T b SR R &rfk Y, CBh 3 £ 20mMA &35 e /%,
F5 120mM B B B A 20nM 49 S EBR BATLR MR E . Rk R
Fa X BB HE A 1200 FTRABRFHL2RE.

F 4

& RE #X

Hheg 4mM Ix+, 2x-

e 20mM Ix+, Ixt+

HEH 40mM DxcH+, Ixt++
- #EmE 120mM Ix+++

B 4mM—2 0mM Ix—

CEL 3 120mM 1x+, 2x++

KRB 4mM=120mM Ix—

L H 4mM~120mM 3x-

10
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A1

OD 405 nm
2 88 -~ B %

£

10000

B ET

Oz, Xk, oFmi
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