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ST AR RS UM TR B S it e RS it 451 P A5 A AL, (B 8 AN AL OA A 8 R I B A £
BIR 1o

[0046] S f1 (A A WAL B WD) A2 W05 1l S T 15 S 5 K 4 7)

[0047] (1) k& MU IE R TR

[0048] 74 2] b A P By 5 7% ik < 1 &7, 40 0g :NaNO,, 1. 0g sNH,C1,0.25g :KH,PO,,1.0g:
KC1,0.25g;NaCl,0.25g;MgS0, * 7H,0,0.5g;FeS0, * 7H,0,0.01g;ZnS0, * 7H,0,0.01g; B A}
R, g, K ERZEIL, HpHE5. 5.

(00491 A% A TR 1T 7 U7 1509 : PDARE R EEH AL ORAF IR AR TR A I AR K — BUR %
ITHCEAR Y 5mmK) B U , 30 2I500mL15 7R EE A, 208 9 RE100mL — N T F o K 42 R T B )
TR A PUEHR PR IR N, 35 7R 26 1F 08 : 140rpm, 25°C , FBRHE IR TR

[0050]  (2) fb &I HR

(00511 MEF IR 7R Ja B R TR 45 T 22 0 B8 R R B O HLEEAT 70 88, B D AR AR N
10000rpm, 573 8o Bk 25 3580 H B 22 MU BONBI B o, PV R e s EL T e 5 2
B R B AR BN LA, INBmL /K J5 45 51 » i B A BN o SR TR 0o 77 30 5 BRUTHE » 150
AT 910000rpm, 573 Bl BT 2K _EIFEN R ZE R L 524 -

[0052]  (3) HPLCVA 7r B4 alio- 2 s - 3- F 4 -3- L TR

(00531 1] FH vt ACHBUAH € 0 ot 8 B B AL SR P2 AT 73 B $ 4, SR XA S ARV EAT VML - U
PG AE A 60% 7K (0. 1% FIR) L B:40% 25, 5 A K 21 0nm, 8 2mL min 'Z8it
S8, AT AR ZRER P K A R, 13 BB — Ly I 2- S R - 3 - FR Ak - 3- H R TR, HA U ) Ay
3.5min, LTV AT LAAT 84 0 1 A £ B P (KA )

[0054] 73 B 45 21 JE C B IR A IR R LR AN 53 110 7 Ox HL A I EAT 560
[0055]  #%H4E 4R "1 NMR (500MHz ,Deuterium Oxide) 83.49 (s, 1H,CHNH,) ,1.33 (s,
1H,CCH,) ,1.12 (s, 1H,CCH,)
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[0056]  '°C NMR (125MHz, Deuterium Oxide) 8173.86 (CHCOOH) ,76.71 (CHNH,) ,69.79
(Con) ,27.38 (CCH,) ,23.17 (CCH,) .

[0057] 5tk AR iZAL A W) 31 5 T U6 9 : 134 0814 [M+H] ", ffy 8 4 1300 : C 1, NO,
LB RS I 2 R E 2 G 92 I -3 -3- R TR

[0058]  (3) HPLCVA 4 B4 4li2- 20k -3~ (4- LIR30 TR

[0059] Il FHY e RCVBURRY €00 18 o G R RHL S D AT 70 S 1400, SR T XSUUAE B ARV AT e it » U
PG AE A 60% 7K (0. 1% FIR) L B:40% 25, K A M 4 9 256nm, i 2mL min 'Z8it
53 B9, AT LARR ZOM R T ) 2% 5T, 49 3 B — 2 A) 1 2- Bk - 3- (4-FR R RAE) TR , Hh U4 )
8. Tmin, BET7E T A R 23 5 B AR P T K iz AL & 40

[0060] 43 B 45 B 9 € it A4 ) P A G L3RR 5 1% F) 07 =00 L 45 M AT 46 5 - A 8 SR
T

[0061]1  'H NMR (500MHz,Deuterium Oxide) 87.12-6.79 (m,4H,Ph) ,3.76-3.69 (dd,J,=
5Hz,J,= 100z, 1H,CH-NH,) ,3.12-3.09 (m, 1H,CHCH,) ,1.25-1.21 (dd,J,=5Hz,J,=10Hz, 3H,
CHCH,) ;

[0062]  '*C NMR (125MHz , Deuterium Oxide) 8174.03 (CHCOOH) ,155.01 (Ph) ,129.24 (Ph) ,
129.14 (Ph) ,115.93 (Ph) ,115.78 (Ph) ,61.08 (CHNH,) ,40.04 (CHCH,) ,14.28 (CHCH,) .

[0063] i ik B R iZ AL A I 3 T B T : 1960967 IM+H] ™, s 43 7 20h < € H ,NO, o
FEGE G AL S TG AN S (K 45 R 2 A Y2 - B -3 (- RN TR Shtfl2 (2-
G- 3-F AR - 3- AR T RROMI2- 00 -3- (4- R IR IE) TR VS S HT A AR PE 20 7312 )
[0064]  Z i BEZ 5L E [ 2 F 8, WIA BRI T - 80 CUKATREAT ORAF , R HX BE SR F2 A
) TR FLE R LA IR b o B EAT V5 AL, SR I8 23 JSORE A FH DR i 1 S s2 25 4t
BEATHEAL , AT B HUMEP AR B35 7%, PRI B8 9% R AT PCR T 126 , 106 H B 44 v D T 00 A
B JFORLAR X R0 158 R BTRE NN S AT T JE 52 A5 I o, SR AR il AT AT T
6, AL S5 AT B T WU AT T AR LB ) 076 6 PR L, 28°C (1) H 77 48h. PR AL
R 0 AR TR R VR B SmL A A AN P I LBRE FR A, 28°C, 180 rpmid BRE IR
6000rpm 5 C>2minii HE 1# 44, FH AL BEGZ Py (10mM MgCl,.10mM MES.10uM Acetosyringone)
ERF AR, BIFERIMIOD 2905, 28 C LA B 3h f5 A7 H o

[0065] K 2- 2k - 3 - F4 2k - 3 - AL TR P 2% TR /K U4 Mk i 18 D 2% U8 7K B 2 A R AR O
0. InM. InMATTONMEFS 5 L 45 AR FROH B P73k T/ 24 (£1) °C, 12h/ 12006 [ 55 R
Phaze g FRER) MR BEAELR (8-10 1M D9 ) HY iRl L ih 2 - Bk - 3- ¥ 3 - 3- FPLRE T IR VA0S L
A7 25 I S5 AT 1) B 24 /N A AT AR U0, IREEAT P AR B L 24/ T, P ImL i S 4
SO FEE 25— B ARAT AT TR VR » g T S0 8 PRV S 11 B P A MR B 1y 1 T ) /AL, 248 o
REBE R RN R R G B AL 24 (£1) °C L 120/ 12006 261 T 55 97 . 3d
J& HEAT AR B0 35 s TRV BN, AT HURE , SR FiiWes tern-blot 4 Image  JARAX 25 1 45
(R BEHEAT 3 M TUFE W PRI B AN 2 1 5 o 15 Ja WL MR s it 7 R i 00 » 2 [RGB/
T23222—2008C 0 LI HL 35 73 R SR A TTVERD IR G R H A

¥ o D [ BO AR L) ] < 100

[0066]  JpiTESR
B T BT B9
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5 o, 2% 0 RO TR - A PR s e
[0067] AT S e BOR = o 0 A T T x100%
[0068] 2 i B 22 o #3970 bt (BLAR O LA 70 SR )
[0069] 0% : 2R TCHA 5
[0070] 1) - Lot K B BRAR A E M, bR JE ] S R AL
(00711 3% : =7y — Mt B AN, B AR E A B H PR (1 D0 7r 2 =B B
[0072] 5% . =Jp 2 —Z " ip M At B0 AR, B AR B S B AR AR AL L
IEEREN =02 BN =;
[0073] 7% : “ oy —FE=Jp 2 AR, B B R (B IR AU, B PR R A0 R IE
RN e B0
[0074] 9% . xR Fr AEMt , /™ EAR L BIA L , BURARIRAL IR bR i) — 02— L ko
[0075]  FRIANIF) MR L2 - G Jk - 3~ Fe ik - 3 P L T IR o) 0 0t X 28 7 A2 e M ) S )

TR R % X SRR (%) TR

0 89.51£1.75 a 0 0.58+0.031 a

[0076] 0.1 nM 58.64+2.31 b 34.48 0.41+0.029 b
[ nM 40.74%3.02 ¢ 54.48 0.30£0.012 ¢

10 nM 29.01+2.87 d 67.59 0.13+0.005 d

[0077]  SRIGERK, fE2-F L -3-F2 2 -3- AL T IR FEVu B N0 1-10nMI , 2% Ab PR32
3 2 IR AL 750 DR 28 B0 R 5 () A5 4%, O R T L 2 00 B 2 B I 1S TR AR 160, A X S
PERR 3096 LA b, HLAE AR FE S Bl P I8 A6 A 2 1R T v A 4% 2 00 0 2 2 1 155 9
B0 2 PRAR, 50 AL A S e S R I B S, Tt N B R A S BB E TR
FEAL R FE 5y LOnMIST , HHFE 0 28 91 58 25 993 25 1) S 28 ROR B £ o 17 FR 20 ARG 422 S8 R A
BEHEDMIN29.01.67.59% 0. 13, L F25 Ui, 2- & -3- 2 0k - 3- AL T IR Be 4 =
TR0 2 0 B0 22 0 B ) S5 6 7, A8 A85CH 1) 88 i DX 2 0 B AE R R PR

[0078] SR 7k 522- H I -3- (4-FRHEIK L) TR T M M40 75 h BT 28993 242 e RL
R gR K2,

[0079]  SR2AN[FIIR FE2- 2 k-3~ (4-FRFLIRIL) T IR 5 Aol DHE 25 3 B3 A2 Y M 5 (1) 52 i)

Kb BRI Wit TR X RZRER (%) WEEASE

0 77.16+£531 a 0 0.54+0.025 a

[0080] 0.1 nM 36.62+0.87 b 52.54 0.34+0.004 b
I nM 29.83+231 ¢ 61.34 0.28+0.012 ¢

10 nM 25274349 ¢ 67.24 0.24+0.019 d

[0081]  R245 KM, fE2- 2L -3~ (4-FRIHLIRIL) T ERAEO . InMAJL RE & 2 P AR Al L2200
BT (14 G » R B SR e 38 T R 207 B 140 9 156 T AU 50 , AR S B RCR 950 % B B HL

10
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TE AR R 30 R P I 6 AR P T T v o R e 0 235 i B 2 B 11 99 15 18 BRI PR A, 55 5% LA
LU AR G B R 38 (B 2 B v, MR B P B B 1 B B S R R AR AR R IR FE 9 10nMIR
TR RS0 8 b B 2200 7 1) B P28 SO SR B o 1 HE B AR e 9% R A R S =R A IR 25 . 27
67.24% F10.24, L E45 B0, 2- G0k - 3- (4-FR IR IE) T BR AL A% 3 o 1 5 06 2 it B 2500
BRI G ERE 7, A R0 1) 2 o0 BXE 255 B A0 R R

[o082]  SEjififs3 (2- 2 KL -3-Fadik-3- AL TR A2 -2 k-3~ (4-F B2k dk) TR U R I
u T A BRI GY)

[0083]  HW2-ZJk-3-F20E-3- W LT /R I JC 1 /K ¥ A 5 P FH G B /K6 FE AR B B 100nM
1000nMF110000nMI ¥ » 55 ¥ 25 L R, [RIB N0 02 % iR 207E 2 v 1 741 o o T &
B AP B Ps tDC3000R AT FLB iR I , 28 C 85 72 48h ;s PN FR e [ B 75 42 b 20 5 5 2mL 8% 77 3
[¥150mL 2.0 1, 28°C, 250rpmfERE IR 3597, B 1 - 2h s M R R OD,  fE 224K, , TEOD, [ 1A F]
0.8 B Ik RE FR AR s 7 #% ImL B VR 2 TG B 19 1. 5mL 250 1, 8000r pm B /0 2min , W AR VT
VE s B BT, FH10mMA S B BE B UTTE 3R I B0, 5 J5 ¥4 Ps tDC3000 H & 7 1 omM A AL .
10D, fEIEF0. 00125 F o K 40U RE FF 7 FHI 75 %6 R 127 3min, SR J5 FHTC B /K e i, ol
TERA 1/ 2MSE; FR B 5 TR I, B/ 55 5% L% L 23000, 42 P11 1/ 2MSE; FR LAE4AC T
FAL3ALUITREARIR , 4R 5 B T-22°C G ISR B 9 100uE m *s-' (16h)'t/8hE RIS s k=,
WA K2 K LR AR FRR R 2-E It -3- 0 -3- I T RSB R I, H 2
WAL T A0, PRFF2- 340 , SR JE K A B M 35 7% LA U180 14 , B BR 24h Ab B — IR,
SLALBER20C, 20K AL B 24 f5 F IR RE R HE IR 7144 Ps tDC3000 2 (0D, =0.01) A ZI9
B b A G FZE FH IS SR G W 15 9% ML A 4, T T 355 9 & b 4k 42 8% 9% . 3d s M 5E
AN ) A B 41 R AN A0, FE RS A0LRE T R I 1B L 5 T S 1 T A v 5 2 S 461 2995 17 FE 4L
THEAXAEFE

[0084]  PstDC3000 57| AT 5 55 73 bt (LA 7 A 54T -

[0085] O : M- THI b JC I BiE 5

[0086] 12 Ja Bt A o B ik AR 0% -10%

[0087] 225 - R B [HI A o B b AR 10 % -25 % 5

[0088] 3% . JR B [HI A o B ik AR 25 % -50 %6 5

[0089]  AZ . JR B [HIAX o B ik AR50 % - 75% 5

[0090] 5 it [ AR 5 % 7 i T AR 75% -100% .

[0091]  RIA[FIMJE2- S I -3-F 58 - 3- H AL T BRI A wh 4l B AN B5OR 93 17 H8 20 52 i

AEFRIRE CFU (mg) Pt P
0 3.19x10° 72224098 a
[0092] 100 nM 9.46x10° 40.90+2.41 b
1000 nM 7.11x10° 38.90+1.96 b
10000 nM 3.81x10° 30.28+7.08 ¢

[0093]  R3LERERMH, BEE2-RIL-3- I -3- I T ERRIREN LA, F=Z7m B 4w
ANBOZWT T B o AL BRI 5 100nM. 1000nMAT10000nMI , 4522 7 i Fi b 40 B S H 23 Sl > 1

11
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70.34% 77.71% F188.06 % , I3 175 8 50 73 AP A% 17 43.22% 45.60% F158.07 % - Ui BH 2 - &
Fe-3- R A -3- WA T ERBEHE TR M A F= R X T A M R T T 1) e R 1 77 P 241 B e AR A
Fr B B BRI AR K 7K

[0094]  ZHEAHIF B 75 522- 2 Ak -3- (4- BRI TRIBFUR T T F M E R
PR, 25 L3R4

[0095]  SRAMNIFIR B2 -G -3~ (4-FRHEIRIL) T IR I v 41 T AN ORD 9 17 48 501 52 il

KIS CFU/mg it P
0 3.21x10° 81.94+1.96 a
[0096] 100 nM 4.43x10° 40.06+0.98 b
1000 nM 3.04x10° 36.81+0.28 ¢
10000 nM 2.77x10° 27.17+1.70 d

[0097] 44 LM, EH2-RIE-3- (4-FRFFI) TEIREN T, S5 M B R i
BN BB T B o AL FE K 9 100nML 1000nMAT10000nMN , 45 22 50 i Fr o 40 B8 A Bk 2D
86.20%.90.53% F191.37% , i 15 T8 BIFFAIK51 . 11 % .55. 07 % F166 . 84 % - 15 B 2 - 2 Ji& -
3- (4-FHEREL) T RRA O A0 T B M s I S % e g, I 40 i A At
H PR 2R B AR AR AR 0 7K

[0098]  sEjtifsil4 (2- 2k -3-FRdk-3- A T IR AI2- 2k -3- (4- BB oR ) TG 3/ 2L
B8 B A )

[0099]  HW2- % JE-3-FR 5L -3- F 2 T IR FH Z8 /K S AR i T FH 28 U8 /KO8 B A R A 1 0nM
100nM+ 1000nMAI10000nMAT I , 315 25 0 L. /N 22 (NAUO686) Fi-1-{# 2F J , AT K i L 8%
FEERA N2 (1) CHEIR12h IR = R R 5 o A K & 1 1O AR, B BRI R 2- 2
F-3-FR Ak -3 WL T RIS RN /INFE 4 i AT 2R g 52 AR 3L, () B 24 /N LA R AT Ab B —
O, AT PR AR 3, 240 J5 #4587 5 1K) /N 32 K T A1 3 ST /N et i b, R AR B3 AL
RE 201K - 10d J5 T 2 25 AL BRI /N 2203 1 S5 4%, #5245 TR) 245 380 3 e )Y (—) /N2 |
K93 53 bR A TC OO AE L, 1 H B S R BORAR N S 2 8RR 7 205 2l D 2 0
AR ECRI A S RO TR A A 25 AR5 7w .

[0100]  /IN2Z kI o0 bm it (LA v 9 AL

[0101] 1 JRBE A (5 B b AR5 %6 LA R

[0102] 3% B A o B ik AR 6 %6 -15%

[0103] 54 it [ AR 5 % i T AR 1916 %6 -25%

[0104] 72 R A o B i AR 26 % - 50 %6

[0105] O . Jpi it [ AR 5 % i T AR 950 % A _F

[0106]  FREAN[F MR BE2- 20 ik - 3- 2 Jik - 3- Ik T RN /IN 22 i A7 18 BRI AE T 4 2 R0 R 5 i

12
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Kb B IVECE HIXT R BRR (%)
0 90.00+3.95 a 0
10 nM 74.83£0.13 b 16.85
[0107]
100 nM 64.89+0.80 ¢ 27.90
1000 nM 47.48+3.19d 47.24
10000 nM 30.89+1.14 ¢ 65.68

[0108]  FRSRULE LM BEH2-EIE-3-F0 5L -3- & TR _ETF, 5 18O AN 1
T3 175 T T B A G0 2 35 R B2 i o 25 A R () S FR O AR BB M 22 5 IR A R
10nM. 100nM. 1000nMA110000nMH , 55 5 455k 53 71l 974 . 83,64 . 89F147 . 48F130 . 89, AHX # 7%%
R N16.85% .27.90% 47 .24 % F165.68% . 242- 2 k- 3-F2FE-3- I T RRIKE K T4 T
1000nMH , &5 J8% 55 i /1N 22 S G 1 K 95 (40 9 17 48 25K 50 , T AHGT S0 e A R B 40 %6, 7E Ik
FE10000nMI 285 SR d5 £ o DA B 45 SRULIA2 - &2 - 3- F2 25 - 3- H B T IR AE W5 3 1= /N 22 X L 1 0
FE R 0 G5 B8 7, AT ) 2 K 0 B LE /N2 B R AR G R, B kNS R I

IR S E .
(01091 %M R 7% - 053 (4 BRBEAEIE) TR SN2 0 W0 43 AR
4 6T

[0110] RO L2 - S Ak -3- (4-FREEIREL) T BR X /N A2 a5 T8 AR X G e AR ) 52
M

Kb B S5 MRS N RERR (%)
0 95.56+1.81 a 0
10 nM 76.28+0.14b 20.17
[0111]
100 nM 62.19+0.43¢ 34.92
1000 nM 40.7043.19d 57.40
10000 nM 27.59+2.77 ¢ 71.12

[0112]  R6MILERK, BEE2-HIHE-3- 4-FRIERE) TIRIKER LT, 5 B fhFhN 3
RO I3 175 F8 50T 1%, AR G e R R S i o A AL B R S TR B AR BB 2 5 IR A A
10nM. 100nM 1000nMF110000nME , o5 1E FE %L 73 712876 . 28.62.19.40. T0F127 . 59, AHXT G %
R K20.17% .34.92% \57.40% FIT1.12% . 242- 8 Ht-3- (4- B FFIL) TIRIKFEE A
1000nMH , & J8% 55 i /1N 22 I % 19 K 95 (40 9 17 48 25K 50 , T AH G S0 e A R B 50 %6, 7E Ik
FE10000nMA 25 SR e £ . DL B 45 U2 - 3 -3- (4- R L) T R AE Wo 4 /N 32 3k L 0
FE R 0 G5 B8 77, AT ) K 0 B LE /NS B R AR G R, B /NS R I
R E E L,

[0113]  SEjtafsl5 (2- 2k -3-F2 2k -3- A T IR A2 -2 k- 3- (4- R D) TR 3/ 3L
0993 1 4= S 11 FE (] 4056)

13
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[0114]  FHH1000nM¥K B 2- 228 - 3- F8 28 - 3- H 28 TR I ANAAFRH 23 0. 02 % 1 3R
THT 375 1 7 ek 3. 20) 7EVT 7548 AR I TB) kAT 2501 25 Ab 38, DA AR AR 23 B 0. 02% 11
2 T 14 S R 20 A Bl 7706 B, DARSE i 30/ R FRIBAT 2= R SN BH M X R, B AN Ab 2 = IR EE 5T 1
K RO /N FZ I 1 SR, 4 AR 24 B TR) 24 8RB0 DY (—) TR IR /N2 TR 98 20 b v 3K
RIRFEPE , Fo T F03 15 P ORI XS S B ROR S v 5 5 5 5 35 50 B 25 3 9 7 418 RO AR X G 0%
RCRATEL A AR o RRCR I /N ZE P75t T J5 » AN ] Ab B /N 22 P10 -4 25 30470 52 & 7
7 VR o B AE (A o B

[0115] 14 R BETHIAN b7 38 B i T AR5 %6 LA T

[0116] 3% . R B A o B ik AR 6 %6 -15% 5

[0117] 5% R BEIH AR & % /AR 116 % -25% 5

[0118] 7% Bt I A o 2 7k T A A 26 % -50 %

[0119] 9% - R BETHI AN b7 8 B iF T AR50 % DA |

[0120]  ZR7 1000nMK B2 -2 3k - 3- ¥ 5 - 3 - B I IR 0ot /DN 22 9 1 i BORD AR X G 9% AR
Py A=A

AbHE RIEE FHXT 9% RO (%) THRE (g)
Bl of 79.41+2.82 a 0 24.75+0.37 ¢
[0121]
B2 R (30g/8) 55.17+£0.78 b 30.52 29.75+0.31b
1000 nM 48.64+0.46 ¢ 38.74 32.61+0.18 a

[0122]  ZRTEERATLAE i, 1000nMIK FEFK) 2- G Ak - 3 - F2 5k - 3- AL T R VA LA B vl A R
T /N ZE T BB T B S BERE 77 5 ST 2K BE AR BRI /22 1) 993 i 5 0 3 T Bk
M2, HL /N2 R R X H B ROR T TR H 6 3 v B 7)o AL 5 5 e ] 28 RATEE
1000nMR 52 - 28 2k - 3- F 3 - 3- F AL T IRV TRUAR B ) /IN 22 A S B S8R B T B B vy o U W
M it 2 - 2 2k - 3 - ¥k - 3- P I T IR AE W8 A7 S0Pt ve /N 20 L 35 1 R I ) S e i

[0123] 4% MR Ty i3t AT 1 2- & Ak -3- (4-FRHE830) T IR 3 /INAE T 1 s Tl A e i) 1
)56, 45 R WL RS :

[0124] K8 2-%Jk-3- (4-FRILAIL) T RN /220 17 45 BOM AR R S BEROR N TRE EL (Y 5%
M

S AR AT R R (%)  THRE (g)
Bh) s B 53.81+1.35a 0 29.14+0.32 b
[0125]
Rl ZE R (30g/8) 41.06+0.95 b 23.69 35.86+0.13a
1000 nM 28.37+2.28 b 47.28 37.9240.21 a

[0126]  HhER8LE R LAF tH , 1000nMiK K1 2- 25, -3 - (4-FR B ok 2k) T BRVA VAL P T 3L
v /INZE 0 L R ) S R RE 7, 22 R R AL R AR /N2 R IR PR HOUR 2 AR T B
Xt R o HL/N 22 AR G B RSOR e W B 55 25 1 - B ) e R 4L R 2 e A o] 2 SR A 3 P
W2 - 2 2 - 3 - (4-FREEARIE) T MR AENE A R /N 2SS FC I 3 B ) S e g

14
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[0127]  SEjtifhl6 (2- 22k -3-Fdk-3- A T R A2 -0k -3- (4- BN TR ST
P )

[0128]  HY2-%Jk-3- 0k - 3- 5L T 1R FH 28 TR /K VA e IS P P 26 TR /K Bfs BB A R 1 1 OnM
100nM+ 1000nMF110000nMAI ¥ ¥ » 73 158 25 1 % B, IR B I0 N0 . 02 % ik 3 20/F S 32 1 & PR 771
FENIREE W BAGEE, A3 E 5 IR 2 AT IR SR TR 7 4% R A 500 A2 4 #E AP T B4R
8. 5emfl) Ak, ZE IR FE25°C R EE60% -70% 6 3#200umo] m %s ' (16h)'6 R /8h BEA%) [
P P  AE LR T TE 121 AN AR AT AR B, AL B 7 v N THIWE 2 - R L -3 - R Ak -3 - H
BT ER I, 240 Bt P VK o £E 55 IR ACE24h )5 K FL RS S IR 45 C I G IR B FR A HEA T
e LB, 120 55 T B AL EE30min 5 FAE A % Z Handy - PEAJI & 0L RE IF 0 B 2R 3R
Pt R E R I A2 225 CIIR SRR 7d , MER G TR I 52 S5 4 DL 1 3 4y
P Hoh I0E 3 Bhr MR, PEFR B R A N R o A S S 5ss IR WL 3K6

> BARB< FEL y
T e ) < A ER SR
[0130]  ROIME ) briE

[0129]  #GEFREL (%) = 100

WEHA ks e
0 R IER
I ST A e RIS
[0131] 2 1/4-1/2 B Jr RN B E B
3 1/2-3/4 B Fr R EEUR
4 3/4 LA ERH PRI IS EUR R
5 HERRA AL
[0132]  3R10 2-ZJk-3-F22L-3- FH AR T RN eyl Bl 400 R T 1 52 el
SOt d53 Plsss MR (%)
2 X HR 16.69+1.86a 0
[0133] 0 7.59+0.77d 80
10 nM 10.60+0.32¢ 60
100 nM 11.27+0.89¢ 45
1000 nM 13.61+0.38b 20
[0134]
10000 nM 15.60+0.78ab 15

[0135]  ZRIOH)LEIREH], L 2- Z AL -3- Fo Ak - 3- F AL T R Ah P 1) 400 P 78 v Ui B A /5 )
JCETERETEEPT 30 25 R T2 1 S T o T 8 B0 25 Ak P A P52 010 18 o 2 1« 1 100000 M
HIROR B U, IR BEAL BN $ R I+ B S PEBE SR 2P T, , 39N 17106 % , AAVE R BB K 1

15
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65% o A W, , 2- G K- 3- Rk - 3- I L T R A 5 S e i W 0 U B S HE MO & R 2
PE iR R 6] R B LR

[0136]  Sjlff]7 2-%2-3- (4-FREIREL) TRAMN2-Z L -3- (4-FRHEKRE) TRHFFEE
EHEPU R A

[0137]  HR2-Z(JE-3- (4-FRHERIL) TR FH Z MK S iR J5 15 P 28108 7K o6 52 5 B A 1n M
10nM+ 100nMAT1000nMIPI I » 53 1 25 1 0 L, [R]B BTN 0 . 02 % I 3 201 Sy 2 i i 14 771« B A
WERBAHES, [ E RS A B TR0 8 E, JFFM T HR
8. 5emff) Z kT, ZEIE FE25°C B E60% - 70% J6BR200mmo] m s ' (1206 HE /120 BB IR
bR BB A KT S T AR AT AL TR, b T 5 9 I TR 2 - - 3- (4- R IE )
TERVE W » 24hWE il PR o 76 55 IR ifi24h 5 , W L Fe R 2R 45 C I e IR A i T i
i AL EE 12h, 32 R H RIS AL FE30min 5 FAB P20 %K Handy - PEAN 5 UL RS 1 (1 i 43 25
PN SR G BRI H 3 B 2225 C IR = KR 7d , W GETHIE AR K 52 F A G TR AE 7
o o BGE D RbnilE LR, EFREO T H AW T AE LR NS HEE R KL,

[0138]  #EFREL (%)= ZijlJHaiizx%iﬁu_ig x100
I e 25 x AL FR S AR
[0139]  3R11 2-%JE-3- (4-FBEoRdE) T RN ey I e T 56 22 B () 5 e
AL S Plags WERRE (%)
G ERTRiG 10.07+1.46a 0
0 0.56+0.16¢ 90
[0140] I nM 0.78+0.23bc 81
10 nM 0.95+0.41bc 66.67
100 nM 1.50+0.54b 55
1000 nM 2.61£1.05ab 35

[0141]  FRIIMLE R K, Lid2-5FE-3- U-FRIEFERL) T R 7R 1) B 22 B 7F m i had Jo
o6& PEREFR AP T, 0 35 i T okt R o AT i I o A B A 1 388 o T A K o
1000nMIF) R S i, 2R FEAL PR T JR 2 B S MR R ELPT T 17366 % , AE R EE AT
T55% Al UL, 2- 2 -3- (4-FR 0K L) T R R & il = iR W 8 X B B & KA,
PE 1 HA RO R B AR

[0142] S fil8 (2- G2 -3-FRdd-3- AL TR A2 - & 2L -3- (- 0K 50 TR FAM T
fICIR rie)

[0143] X ZHONFF I A 15 R B KA — BN A N B AR 18em ) ¥k 2k,
BFIRE25C,IE60% -T0% ML EM 2 iGN A K — B A A T8 L% E0. 10,
100 1000F110000nM, [FIHS T N0 . 02 % I35 204 Ay 2 ik 1 771) o He H st 25 b B 0 v 5 S e )
6FF 0L B I 149 A B 7 VA I S AR (R [R] A 24, 8 B BN -4 °C o 38 58 1 4% T L
H H RIS AL 3 30mi n J5 FHAE )20 Handy - PEAI 5E 2% 1 T A0 A i S K%, B s B T
25 CR WA 3d , MG T HA AR IE AT 73 9 Hp A F IR E G T o ebs e Wk 12,1
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AR, R WFRI3FTR,

R H PN < FHRLAR 5
[0144]  TEIREL (%)=Z ; SRADTHRRS ”&waloo
B2 S < SR
[0145]  FT125E S Fokrife
e | ERE
0 K IER
1 TH- 2% 1% 5 7K
[0146] 2 25 P B 2R 7K
3 M2 d gk, WA KB
4 e e E gk, MO AKBEEER A, B a4
5 e RK G545, =
[0147]  ZR13 2-FFE-3-F8FE-3- F 3L T W A BEGHE IR MG R 25 - ) 52 )
AL 3 e Plags AERE (%)
0 23.2142.10d 75
[0148]
10 nM 28.35+1.66¢ 65
100 nM 30.67+2.07bc 45
1000 nM 35.23+1.96b 30
[0149]
10000 nM 40.162.15a 15

[0150] R I3MLE R, EARIR MG 20 T, Bt 2- 2 L - 3- F2 0k - 3- F T R AL R 1) 2%
HBEKR TS A YERETERLPT, 2 2 BT, VARV S IR« 10000nMA B A0 3 1) R R I
i IR EEALBE N B2 PT, AR 173 % , v FHHREPRAR 1760% LW WL, 2- 2 2k -3- %
BE-3- HUE T PR e % G2 MR (IR W 18 6 R Bl B D& R G0 5 T, B2 v 2 IR B e
frHkPiRE

[0151] #H’%ﬁmﬂz%%z AH-3- (4-REERE) TR S AW PURIEME R, 45 R
W4T :

[0152] K14 2-%HE-3- (4- 3R T IRACE R IR MiE T 251 52 0
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A IR Plsps AERE (%)
0 20.21+0.99¢ 70
| nM 28.10+3.10cd 60
[0153]
10 nM 31.94+1.37bc 55
100 nM 34.67+3.27ab 35
1000 nM 38.56+2.23a 30

[0154]  FR14PI 45 RKH, FEMREMHE & T, Eid2-F 5 -3- (4-FRHEIEL) TRRALH Y %%
MOt VERETERLPT, 0 2 ETE, VAR SR IE L BL100OnMI) 4R B £ Kk FE AL
B RMPT,  FE = 1790.8% , v HAREBEAR 1 40% o LA WL, 2- 22k -3- (4-FR ok dh) T
TR 6 05 2% f TG AR 30 XS 5 I 2 5 6 B A RS I 0 49 5, 9 v 2 TSI IR e PR BT
[0155] s fs|9 (2- (2% -3-FRdd-3- A TR A2 - & 2L -3- (-1 R 5D TG T/t
T2 Hia)

[0156]  FI6 H B TR/ R 2K B /N, B3 T 50, BR B 9 R B 4 — ik 1/ 2Hoag land & 77
W B /N AR K B R — Ca bt I G TR 2 - I -3 FR - 3 - T RVAI, 2- & FL -3~
P - 3- H B TRV N0 100F11000nM, [H] B N0 . 02 % i 35 201 Ay 3 T v P 571 5 T2 4528
W R S 5 75 58 = KRB /K B 78 FE MU il & 25 % PEG-600011) 1/ 2Hoag 1 and & 2 HEAT
EACER, T A 6d 5 KA ER, 7 IEH 1S TR IR A K Td s MR e B3 Fa A, IR
EHARK A Y E . 45 BRANFR 16K

[0157] w5 B H 5 E 50 RIS RL, A5 3 F A 86 sl A B H R KR EH A
B, BERYMALWT, BES LR NEKLS,

D RHE I x HIRL R AL

[0158]  FESRE (W) ==—— — x100
T < SRR
[0159] K155 FH /- ubrik
Rk
1 ERE
2%
0 TR ERER
[0160]
1 BERE, G/0%aM KR, H2em pkAs
2 hRF R HY) 12 . W
3 HERE, KEoHR. Mg Rk EE

[0161] K16 2-ZJk-3-Fodk-3- AL T RRAC BN + R bha NN A E S R H RN
M
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BEHE (g) TH (2 R S CE
My -5 MR R b7 T 8 (cm) (%)
[0162] 0 6.10+0.05¢ 2.8940.02¢  0.69+0.03c  0.32£0.01b  13.10+0.20b a7
100 nM 7.274+0.02b 3.65+0.01b  0.80+£0.01b  0.33+0.0la  13.94+0.03a 45
1000 nM 8.84+0.09a 4.4840.02a  0.92+0.05a  0.37+0.0l1a  14.58+0.01a 26
(01631 F¢16H 45 5 42, B 5 A LUK SER /52 3 5L 0 DA 17 4 B3
WA B T A2 06 S T KT X0 AL 013 2 B A SRR A 55

X HEAHEL , 1000nMIR BE I 2 - (28 - 3- F2 2 - 3- FH AL T IR A PR /N A AR K m 17 11.30%
His b A0 T 35 5 EE 4 B v T 44.92% F155.02% , B EFRREAL T51% X P2 - 5 k-
3-FRdL-3-HIL T IREESE /NPT R e Y e

[0164]  FZMEAHME 7iEH 8 T2- R -3- U-FREFRI) TRIES/NEP TR ia s, 4
BILELT:

[0165] K17 2-2Hk-3- (4-FRHEIREL) T RRALHEXNS T R i NN AW E 5 2 E R

Al

#H (g) T (9 Mk RN
B FR
o 28 WER  WTFE (m) (%)
[0166] 0 6.11£0.08¢c 2.90+0.05¢  0.71£0.02b  0.30+0.02b  13.16+0.21b 74
100 nM 7.34+0.18b 3.70£0.03b  0.83x0.01a  0.36x0.01a  14.02+0.03a 47
1000 nM 8.90+0.15a 4.5840.01a  0.93+£0.05a  0.39+0.0la  14.67+007a 25

[0167]  ZRITHILE SRR, Fifi o5 Ab 3R BE 1A 386 /N 22 060 1 52 o 3 (R HIR A B 0 7R3540 1 i
PRASREER IR B R /N B R K T R, X AR N R RO BRI 5
S HEAHLL , 1000nMR FE2- 25 -3- (4-FRFE IR IE) TR E N E R K EEHMK T
11.47% , Hb b AIHL R &5 4060 3 40 B3 I0 7 45.66 % F157 .93 % , [A] I S = Fe HE AL 749% .
XL 2-F L -3- (4-FRHR R TReRe iR =/ N T R WA gt

[0168]  SLifafsi10 (2- & -3-Fa Kk -3- AL TR FI2- &34 -3- (4- AR EL) TG T
Pk rie)

[01691  SZI& A4 kLN “WUHT — 57 K348, FH500mL 3B R AR HEAT 7K 15, 45 b5 W5 K 58 # — 7k 1/
2Hoagland & 7R . URBAELN T A K A5 — r L S8 A JE PR 2 - B -3- L -3- A T
PR VA VAT I THT B e, SE 56 15 B0 1,10 100 FT1000nMH#K i, [RI B N0 . 02 % i 3 201 3R
TV P 791 o B 24 S it — o, R 20K, Ab 3R 5 38 — R W) 1/ 2Hoag land & F7 N ANaC1 {3 H 4894
£ R 100mM , 33247 5 e Ab B o AR N A0 FE =R B E L Eh e = K JE R KA, WL R 55
SR, HF R E R M AL T

B %)= > BT 2 AR < A R

[0170] NG S et - 100
L AT R =R

[0171]  F 18T HE A HbritE
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#hE (Vi
1 PR R HCE X RAC AN 2, AR, AT R, SO
ERIER, BAZHFIER.
. PR XTI 70%-100%, 50 Exd fRALHEE> 0.5 Fr-1.0 Fr, FHET S
[0172] RS, AR EEAIE R
3 PR X HR I 50%-70%, 3L LR 1.0 v, Frag .
P PREARTHRAY S0% LT, ERM, RAOHAAHS, £, 7
Wok. Wi, %A .
5 T, TR, SETC.
[0173] 319 2-ZBE-3-F2 k-3 FIE T FRACFEXS SR e AL 2
AEREAE HERY (%) ETE (%)
[0174] 0 75 71
I nM 66 51
10 nM 58 47
[0175] 100 nM 54 34
1000 nM 48 30

[0176]  ZRI9MMEERERH], WAL £ F IR B 35 2 - &2k -3-F2 4k - 3- WL T IRIKFZ (M T =y it
R B AR R AR AL T R EIIR T 0 L IR BE DN 1000nMI , 3 5 45 BORISE T R B e ik, 7
7 NA8%6 FI30% o LA b 25 i W] 2- i Jk - 3- Fe Ak - 3- FURL T R R 0% U5 T A A6 0 b P a8 7= AR 5

SR ET IR G
[0177]  ¥RBEARIE A 715 52 - HFe-3- (4-FRERE) TRE S a ) RUR , 45
BUnFE 20077 :
[0178]  3R20 2-%3E-3- (4-FRILIRIL) T RRALEEXT Eh Wil T KB AL 52
S FE AR HERE (%) FET-H (%)
0 78 70
1 nM 64 48
[0179]
10 nM 56 45
100 nM 52 30
1000 nM 43 29

[0180]  R20MJ 45 REZH], ML L F R BPE R 2- 22k -3- (4-FoHoRIL) T IRIREMI THi
1R B B AL B R R AR AL T R IR T 50 o 249K 2D 1000nMIR , 35 FR BORIAL T R I R A1,
T3N3 % MN29% o LB S5 R UL 2- 2k -3~ (4-FR A dh) T IRBENS 5 SRS Eh g
PRI
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[0181]  ALZA G RiAI2- 23k -3-F2 0k -3- AL TR N2 -2 0k - 3- (4-F2 L83 TIRtW A
PRI 2- k-3 - FR R -3 - FUL T IR A2 - Z AR -3- (4-Fe B K E) TIRHFRIBUR .2- &
BL-3-FR AL -3- AL T RRAN2 - G Ak - 3- (4-FRBEAIL) TR 1 & T iR AN i AT N S e A Pt
FRIRTNL FHANCR o
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