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Re ﬁl_/ Me Rs Rs
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WEY G5 Ry R, Rs Ry Rs R R,
003001 F H H H | H | H | H
003002 H F H H | H | H | H
003003 H H F H | H | H | H
003007 0-CHx H H H | H | H | H
003008 H 0-CHx H H | H | H | H
003009 H H 0-CHx H | H | H | H
003010 F H H H || H| H
003011 F H H H F | H | H
003014 H H cl H | H | H | H
003016 H cl cl H | H | H | H
003017 H H CH, H | H | H | H
003018 CH, H H H | H | H | H
003020 H F F H | H | H | H
003029 H F H F H | H | H
003042 H CH, H H | H | H | H
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003051 H NO, H H H H H
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Z1201310087021.7 , HiEH 2013 4 03 A 18 H) AJFM—3, FULAT LIS H ZLHIH &3k
FIEREI-1, 4- SR . R IFEHEAT : Lh 2- CFpHE-3- FREMEIE-1, 4- 4K
PG E ) IR R R 5 2K A LR 7E TP b AL B o AR Uk Th S R, TLC s
RN E AR, DU ERRAE A R BT, 300 HREERSH T W IE R AR TR
15 1A 003002 FrI1 4 :

X D
ESAH (0.6g, 15mmol, leq) H1 100mL HELMAZ] 250mL FIAG IR+, SKIGERIE

Z0°C. 2-LBhFE-3-FFREMEREA-1, 4- 5 4k¥) (3.27g, 15mmol, leq) IIAFAF, [ERMREF:
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WIRHRETE 0°C, IO 3-F K (2.23g, 18mmol, 1.2eq) VK FHEHE 10~15 /3 4hf
b B TLC SR IEURL 2- S RE-3- A EEME K- 1, 4- SR N4, IR, JEDHA A
g (100mLX3) ¥E¥k, R OKEGAE, ETERR"Y) 2-3-G-5A) N IA T E)-3- F 2R
WEMA-1, 4- 5.

N5 i A5 73 #2: TLC (DCM 100%) A =4~ HF=#7E DCM s fil ik He s
IF, W 5g =R ENT S (300 HEEMR) DCM:MeOH=100:1~10:1 13 21| 5 2 200K ]
&, (E)-2-(3-(3-TRATE) N MM 55 )-3- FH BE MR- 1, 4- 54k 4.5g, U 90%.

'H (400MHz, CDCl5) & (ppm): 8.7(1H, d), 8.57 (1H, d), 7.86(2H, m), 7.58(1H, d), 7.37(2H,
m), 7.29(1H, m), 7.15 (2H, m), 2.57(3H, s).

'H (400MHz, DMSO-ds) 6 (ppm): 8.5 (1H, d, Ar-H, J=9.6Hz), 8.4(1H, d, Ar-H, J=9.2Hz),
7.992H, m), 7.8(1H, d, J=16.4Hz), 7.64(1H, d, Ar-H, J=10Hz), 7.57(1H, d, Ar-H, J=8Hz),
7.48(1H, m), 7.3(2H, m), 2.35(3H, s).

A 15042 1144

X av)

ESAH (0.6g, 15mmol, leq) H1 100mL HELMAZ] 250mL FIAG IR+, SKIGERIE
£ 0°Co 2-LPRFHE-3-HIEEMELEE-1, 4- MW (327g, 15mmol, leq) IIAHA, [FIFF{REE
VIR FELE 0°C, IR 2E R (2.16g, 18mmol, 1.2eq) VKB FHHE 10~15 2> 8 44
Hrit B TLC SRkl 2- ZIEHE-3-FSLIEIEI -1, 4- S N sE 4, Thik, R0 iz

(100mLX3) Wi, FEIEORME, FeTEAE~Y) 2-FHE-3- (3-[] FOREE N AITEL)
WEIEI-1, 4- 5468,

G J52 S5 W 4 ek P 4k 549 003002

'H (400MHz, CDCL;) § (ppm): 8.65(1H, d), 8.58 (1H, d), 7.89(2H, m), 7.55(1H, d),
7.37(2H, d), 7.27(2H, m), 7.1(1H, d), 2.56(3H, s), 2.35(3H, s).

'H (400MHz, DMSO-ds) 8 (ppm): 8.65(1H, d), 8.58 (1H, d), 7.99(2H, m), 7.8(1H, d,

J=16.4Hz), 7.55(2H, 5), 7.27(2H, m), 7.1(1H, d, J=16.4Hz), 2.36(3H, s), 2.29(3H, 5).
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A 15052 B4

® (V)

BUVOE RS (1g, 15mmol, leq) A1 100mL 5 F M S 250mL BB, VKB
B2 0°C, 2-LWidE-3-FREELER-1, 4-—5 44 (3.27g, 15mmol, leq) A, [FH{R
KRR LE 0°C, A 3-=R A EZE L (3.13g, 18mmol, 1.2eq) UKi& FHEHE 20 4344,
TLC Z/RERl 2- ZBHE-3- FEEMEIE-1, 4- SN 584, DALY 100mL 7K, ZEH5>
B, BTAVAE, AREIMAFEA R AN, o3k, JEPFHIHEE (100mLX3) pkik, 133
T EAAR, e TEFIE = 2-F 5E-3-(3-(3-(= 3 3k ) R 380 T M3 I s ek -1, 4-— %k
Y.

N5 A R A s AR Gk 454 003002

'H (400MHz, DMSO-ds) 8 (ppm): 8.56(1H, d), 8.4(1H, d). 8.1(1H, d), 8.0(4H, m), 7.8(1H,
d), 7.6(1H.m), 7.4(1H, d), 2.53H, s).

SEHER 2: WEVENR-1, 4- AT AE MR SRR TR 3R U R A BRI M ) P )
BRE -

AR AR EENNAGR BOR AT B R AN TER- 1, 4- AT BV KAt e O
TRERAG AT R AU, MIC {H/D T 4.0 ppm) (AN MIITHIREE (MIC), [RIIRATE R IR
B IR b4 5 & A 50.0 ppm FEVEMA-1, 4- S AR AR A I BR RO AT T 20 AF R BT B £ 1 4
B /ANMIEIR R CHJE AMERERR-1,  4- — S0 YRR B RG22 R PR A 2,
TR, PELEMA-1, 4- —SZACIRTAE IR FE I SE O 50.0 ppm, T AR BRORG A BRI 28 2EAT B6 B2 M RE
HH K RMATEZ A 50.0 ppm MENEMR-1, 4- A YIRT AP0 IR BRI AT B8 22 X0 AH DV R A F 44
A NIEIR R, GERINGE 2 Fron. AR 2 ALV, IT A5 T PR B B R 1T 28 UK
T AT A P PR 1, 4- — AT AR A5G AR TC ISV . T2 50.0 ppm PETEME
-1, A=A A A BRI 2 B PR AT T 2R ) A AT TR AR PR B /N AT AR P A AN TR R
BRAK, £92-4 45 (R 3).
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R 2 WENEIE-1, 4- SR ACMIRT AN BRI ARG AT B SR U O AT T R AR S NI A

(MIC, ppm)
KIaAFE 3Y-9 | KWkt 28-19 | Kt sw-7 | K 3B-24
BRI AT R 2R 2.0 2.0 1.0 2.0
003001 >500 >500 >500 >500
003002 >500 >500 >500 >500
003003 >500 >500 >500 >500
003007 >500 >500 >500 >500
003008 >500 >500 >500 >500
003009 >500 >500 >500 >500
003010 >500 >500 >500 >500
003011 >500 >500 >500 >500
003014 >500 >500 >500 >500
003016 >500 >500 >500 >500
003017 >500 >500 >500 >500
003018 >500 >500 >500 >500
003020 >500 >500 >500 >500
003029 >500 >500 >500 >500
003042 >500 >500 >500 >500
003043 >500 >500 >500 >500
003044 >500 >500 >500 >500
003045 >500 >500 >500 >500
003049 >500 >500 >500 >500
003051 >500 >500 >500 >500
003052 >500 >500 >500 >500
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R 3 EUEMR-1, 4- " EALDIRTEYIAEAE T BRIRRGAT B8 25 0 G BRAGAT BT 3R RO i o
(RS g NI R (MIC, ppm)

KIaAFE 3Y-9 | KWkt 28-19 | Kt sw-7 | K 3B-24
BRI AT R 2R 2.00 2.00 1.00 2.00
003001 1.00 1.00 0.50 1.00
003002 0.50 1.00 1.00 0.50
003003 0.50 0.50 0.25 0.50
003007 1.00 1.00 0.50 1.00
003008 2.00 1.00 1.00 2.00
003009 1.00 1.00 0.50 1.00
003010 2.00 2.00 1.00 2.00
003011 1.00 1.00 0.50 1.00
003014 1.00 1.00 0.50 1.00
003016 1.00 1.00 0.50 1.00
003017 1.00 1.00 0.50 2.00
003018 1.00 1.00 0.50 1.00
003020 1.00 1.00 0.50 0.50
003029 1.00 1.00 0.50 1.00
003042 0.25 0.50 0.25 0.50
003043 2.00 1.00 0.50 1.00
003044 1.00 1.00 1.00 1.00
003045 1.00 1.00 0.50 2.00
003049 1.00 1.00 1.00 1.00
003051 2.00 2.00 0.50 2.00
003052 1.00 1.00 0.50 1.00
e DRERANAT B 2 AN INERER-1, 4- A IRT YN B,

SCHEB] 3 MEVEMA-1, 4- —F AT VIR GRIRREAT I B 25 AT B R ) B )
WA
A FIBUE AR BRI GR BRAG AT B AN NEA- 1, 4- S AL AT AP TRIR A A 15 2%
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M 25 KA B ORHRPRAS AT I 2R I 25, MIC {E KT 4.0 ppm)  FIASMR MIEIK R (MIC),
[ NI AE RS TR I B TR R 2 3 & A 50.0 ppm PEIER-1, 4- S AL YIRT VIR TR IR AL A 2
X R R AR B AR S foe MR E o G5 5R B, BT A TR B RO BRI ARG AT B8 2R i 24 1T i A i e
FRIREIERR-1,  4- AT YT 25 KA & TSRS TE (R 4); T7EE A 50.0 ppm M
WERA-1, 4- AT A= D IR ZEL B R AT BT 35 R AH 56 TE PR ) B MVRIVR B34 AN [F)
FEEERIBEAIG,  FEAIK 50-100 £ (5£5),

R4 ARIMELERR-1, 4- S AYIRTEYIR TR ERRAT B3R 25 K AT B A A4 M e /N 5

(MIC, ppm)
KWAF i 2G-7 | KIBHFe 5SF-1 | KBAFE 4D-6 | KA 3H-4
BRI AT R 2R 64 128 256 64
003001 >800 >800 >800 >800
003002 >800 >800 >800 >800
003003 >800 >800 >800 >800
003007 >800 >800 >800 >800
003008 >800 >800 >800 >800
003009 >800 >800 >800 >800
003010 >800 >800 >800 >800
003011 >800 >800 >800 >800
003014 >800 >800 >800 >800
003016 >800 >800 >800 >800
003017 >800 >800 >800 >800
003018 >800 >800 >800 >800
003020 >800 >800 >800 >800
003029 >800 >800 >800 >800
003042 >800 >800 >800 >800
003043 >800 >800 >800 >800
003044 >800 >800 >800 >800
003045 >800 >800 >800 >800
003049 >800 >800 >800 >800

10
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003051 >800 >800 >800 >800
003052 >800 >800 >800 >800

RS WEVEIE-1, 4- —F AT EYIAETE T BRIBRAGAT B30 B RRG AT T8 32 i 24 K AT 1 ) 44k

/M (MIC, ppm)

KWAF#E 2G-7 | KIghFEd 5F-1 | KWaAFiE 4D-6 | KT id 3H-4
PR KA B2 64.0 128.0 256.0 64.0
003001 1.0 2.0 4.0 2.0
003002 64.0 128.0 256.0 64.0
003003 1.0 1.0 2.0 0.5
003007 4.0 8.0 16 4
003008 8 16 32 8
003009 4 8 16 4
003010 64.0 128.0 256.0 64.0
003011 4 8 16 4
003014 4 8 16 4
003016 4 8 16 4
003017 16 16 64 16
003018 4 8 16 4
003020 4 8 16 4
003029 16 32 32 8
003042 1 2 4 1
003043 64.0 128.0 256.0 64.0
003044 4 8 16 4
003045 4 8 16 4
003049 16 16 64 16
003051 64.0 128.0 256.0 64.0
003052 16 32 32 8
H: IRAAT AR AT a4 HR R A AR TR R IR T & 50.0 ppm AN [y
k-1, 4-—FAWIRTED.

11
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LB 4 ANFEIREZALEY 003042 X N [RIFH S AR IRABG AT A7 28 N 24 TR PR R i 24 P00
fEH .
A RS AR REE MR R AT T8 28 AL 540 003042 5 A [R) A B FRORG A 8T 28 Ty 24
P2 BBAME AN B O BRERRGAT B R 25, MIC {E KT 4.0 ppm) RSN MMEIKEE, |7
5 MRTERT TR 0 & A A RIR LAY 003042 BT ERAG AT B 28 X AH DR AR F 44 b B /N
HIREE . S5 R TR, A RR AN GRIRAAT R IM 25 L& 003042 X BT A IR Ak
FANEREYE: T2 A S 003042 BIIRZE 5 FRORG A RT3 0 AH Y. TR RR By e /NI RIVR B2 35 A
AR RIS, EURRFERNY (K 6),
R 6 NEVK LAY 003042 AA1E T BRIBKGAT B 20 N [F) TS 40 BT (14 4k 4/ /N1

10 (MIC, ppm)
&Y 3 PN/ LANE ] SEMAT A WK B K LR H IR
(ppm) 5F-1 E543 3087 2D89 4125
0 128.00 64.00 128.00 32.00 64.00
3.13 128.00 64.00 128.00 32.00 64.00
6.25 64.00 32.00 64.00 32.00 32.00
12.5 8.00 4.00 8.00 4.00 4.00
25 1.00 0.50 2.00 0.25 1.00
50 0.50 0.50 1.00 0.25 1.00
100 0.50 0.50 1.00 0.25 1.00
200 0.25 0.25 0.50 0.25 1.00
003042 >800 >800 >800 >800 >800
A AREY 3 117 003042 A TTORBRASAT B AETE R RILE Y 003042 X5 AN [R) Fh 240 B 11 44
AR /NIIRIAR B

ERIB) 5 ENEE-1, 4- F AT AR S ERIRRAT BT R LE T AT REOR R ol IR AL

150 3k 28 H R EARIE ALK = o2 P R 0 A 8 70 ) 15 4, R4 10 ko &4

TEAN G PUAEZR BB R s DGR BERARG AT Ea 38 N1/ SAN IR 2R R MENEE- 1, 4- i a4,

15 IJHIE B HEREATOK, Geik 10 KA SRR 4IARE G, (RHRIMANIRYS . 4521
BR GR 7D, TEBYE R OGRS BRI RS AT 1 R AN REA AR R ARTS 2, W
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ANTADRL AR AR WL B 5 T (RS PR - 1, 4- AT AR AN B PR ARG A 1 2R Ik
T AN AU RE PR AR B 20 R RS R O A PR BT AN RS 2
RTOEWE-1, 4 E AT A VIR BR R FT GRS AE W AR R b R R AR

Hnl | sYEE EANE il Failhes s 2 PRHEE | RAL
(ppm) (%) (g)
1 10 THA 0 36 216 1.663
2 10 POpiERa:| 20 33 219 1.649
3 10 003001 150 18 243 1.529
4 10 003002 150 8 258 1.441
5 10 003003 150 19 239 1.532
6 10 003007 150 25 231 1.565
7 10 003009 150 31 226 1.642
8 10 003011 150 16 240 1.576
9 10 003014 150 33 220 1.608
10 10 003016 150 20 235 1.505
11 10 003018 150 18 242 1.462
12 10 003020 150 31 228 1.552
13 10 003042 150 8 268 1.320
14 10 003044 150 25 229 1.545
15 10 003045 150 16 242 1.462
A A A A BHERL P RN ISR B RG AT R 2R AIEEI- 1, 4- S IRT AR X R B
BRI 20 ppm FIGRBRAEAT IR 2 R S BHERL A I 20 ppm AIBRBRRGH B R A
150 ppm [FIREREMA-1, 4- S MFTEY.

KW 6 AL 003042 FRERBRHKAF B1 28 7E T 9 A7 08k A Bl 17 P R RUR

120 3k 28 HEAREHERA K K=o W05 0 12 4, 41 10 k. S47E
AEPUAE R IORER PR I BRRORG AT B 2R3 &4 003042 TRE A TA] 11 R & AOK
vt 10 RN IR ARG RIGE , TERHRIMAN RS 3. 45 R BoRTE Wrg i ek h A0as
BREREAT B 3R B4 S 003042 B ABER R PRIIR I OIRTE A, 0 B B RN PRl R DL B
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EOGEE, TR A T ZM40E 4 003042 R ZH (20 104 11 F0 12) m P EIEIS =,
S H B EA AR RE ) B E (R 8).
8  ALEY 003042 FIRRER AL B8 25 7E W A7 okl e ih . FH R

A5 | scE | PEF | FIE (ppm) | JBISE (%) | PHHIEE (g) | BIAK
1 10 =il 0 35 204 1.648
2 10 =il 0 37 201 1.672
3 10 =il 0 34 196 1.656
4 10 XA 1 20 31 215 1.654
5 10 XA 1 20 29 208 1.598
6 10 XFRA 1 20 33 217 1.623
7 10 XTI 2 150 36 200 1.666
8 10 XTI 2 150 38 205 1.639
9 10 XTI 2 150 34 211 1.647
10 10 MARA 20+150 7 251 1.453
11 10 MARA 20+150 8 268 1.361
12 10 MARA 20+150 10 254 1.435

A O BEEE NGRS ISR ER AT 5 2 A ER-1, 4- AT YD SRS

B AR IR BRREAT 28 MR AR AL IR 0 20 ppm FIBRERASAT 2 F0 150 ppm )

&4 003042,

EHEE 7 AFEG RS 003042 MIBRIRKGAT B 20 1R A B8 N TR AT AR

60 3k 28 HEMEAE MK K =73 W R 8 ik 9 7 6 41, &4l 10 %, &%
HAEAEPUE R B BHE R DB IR RRAGAT B 2N/ BN R R S 003042, A% HIE B
HERERIOK. 33 HESS QREIRSURME R AT, S50 1 IS JaE T, 80
], S S RRARARE SR IETAE L, BN R R R PELERE-1, 4- S i
1 003042 5 PG B2 0 B0W M R AT BN TR R ROR . B, 28 1 N AG 2
BRI 1, 58 A G S ORI B R M A 2 (RIERRAT 3R ), HAR A
NIRRT R B R AT B R A AN R U Y 003042,
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R 9 ANIFEFIER 003042 SERFRAFT E 0 KA B B B A 0 17) DR RCR R R 73 41

A5 AL x| R BLgHERv R WA=
(mg/kg) | k) ( X 10°CFU/%)
1 xR 1 10 | K#tiE SGD #x 5.0
2 BREREAT B R 20 10 | KiatrE SGD tk 5.0
3 BREREAT B R 20+50 10 | KiatrE SGD tk 5.0
+003042
4 TR AN AT B R 20+100 10 | KiatrE SGD tk 5.0
+003042
5 R AT % 20+200 10 | KAFE SGD #k 5.0
+003042
6 TR AN AT B R 20+300 10 | KiatrE SGD tk 5.0
+003042
TE: P IAI FEE AB R T

NTRGEDRE KAt 5 SGD #rJa

AGHBCERNIRA OHRA D BTGy

RINEYE, KA 6 KAERR AR Fra % i KA N TG BA AR

RIPREE (R 10,

R 10 AFEFIE R 003042 587 BRAT B 380 KWt A ek G ) B[R] R 0 R

4151 REHFE T v Wi R FET 2
K (/) (%, LMEE | (%)
1 Xt 1 10 P 100 10
2 TRIR KGR 10 2 80 0
3 iR T I 24003042 10 P 50 0
4 iR T I 24003042 10 P 0 0
5 iR T I 24003042 10 P 0 0
6 iR T I 24003042 10 P 0 0
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SEHEA] 8 WEEMK-1, 4- AT 003042 Fof 5 K AT 1 T b TR PO 9 R
120 2 1 HEERKFPI RS IR 10 BEHLA AL 6 MR, 2 D45 5 Bk ey KT
2X10'CFU/R, WEFMIFN & DS 2. K 4 IR AL AN GHRA D, &
TH AR HRBRRAT R, HARAUA B IS S R ERAGAT I H RN R A
5 003042, SRJE SR AL OL, SRS EIRLRR A 2 5 XS KAt B IR 5 20
PET:, MBS 7 K. RN I AN, HIR ARG Fiit g Rk 10 fr
TRy 2210 EoRIEER-1, 4- AT 003042 BELRYONS KT T XS I Mok A O B
FIERR.
10 MEUER-1, 4- SRR 003042 X0 K T B B o B L 4 R SR

AR | R | WEANE i) bl R (%)
(CFU/#3) (mg/kg 1K)
1 20 - xR 1 - 100
2 20 2% 107 TR RGAT B 3 20 55
3 20 2X107 | BRERREAT B 3+003042 20+50 45
4 20 2X107 | BRERREAT B 3+003042 20+100 0
5 20 2X107 BRI AT R 25 +003042 204200 0
6 20 2X107 BRI AT R 25 +003042 204300 0
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