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% (Conyza Canadensis) -5 JH (Digitaria sanguinalis) J%&3k# (Echinochloa
colona) « HALJEIEE (Euphorbia heterophylla) 2444 B 3EE (Lolium perenne) i B
HSEH (Lolium rigidum) fE[E ¥ H 2% Matricaria chamomilla) \&FgE%R: (Phalaris
paradoxa) « F-# K (Poa annua) . &5 i (Portulaca oleracea) JEE (Setaria
viridis) « J£¥% (Solanum nigrum) 8¢ HAFM2H 4G .

25 MR ACR] Z R 22 Fr ik 18 77 9%, Hovb Pl ik X1 i HE A 2 3 5+ (Arabidopsis
thaliana) , fll /BT IR B IHAE A2 2 JIGF (Dactyloctenium aegyptium) BY3% FE 4k bE WV |
JE¥ (Eragrostis teff) .

26 AR 225K 178422 22 25 AT — T BT 19 7 92, o A T B iy A 38 | o 27 w4 3
B 2 5 A B B HAE T A o

27 —Fh T HIA B P E Y A K775, iR 77 B4 & P s = Ak R AL 2
HEVRH TR, Hrp ik G Y B T SRR -

%
DV |
A X, X, N
"R k o %

' B |—R50

.‘s 'RQ X3\ I/\//X5

X4 Re
(D
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Hr

AIAAAFAE , B2 4 HAR SR 22 U QR 51— B & ) 57 A R o 07 & AR 28 B
ARER 2 U 32— B & RIC, - C PR fe ik L sl iU R 22 UK B — B B 1 C, - C o 2%
(i, RN EL)

BIAANATAE , 82 4 AR BAR 28 U QR 51— B & ) 2% 95 A IO 1R & sl iU sk 4
AR 5 — B & 1RIC, - C PR ek e A QR 22 A B — B & C, - C 234 (Bl
W) ;

R ZEH S BURECR E HURIC, -C  BL#E B SCBEBRC, - C IR 5 (i, & 286 I
& "] \CH, - CCH.CH,-COOH . CH,CH,CO0H) .C(0) -R,, (f51#11,C (0) -CH,) R, -OH (f§i| %1, CH, -OH)
R,-CO0-R,, (#5141, CH, - COOH., CH, - COO - CH,  CH, - CO0- CH,CH,  CH, - CH,, - COOH., CH, - CH, - C00 - CH, -
CH,-CH,-C00-CH,CH,) \Ry-SH.-Rg-0-R,, (f5 11, -CH,-0-CH,) \Ry- (C,-C I EHE) Ry~ (3-8 7%
) CF,\NH,\NHR\N (R) ,\Re-N (R, ) (R,}) ~C (0) H.C,-C, ELEEE S HEC (0) - i AU HE (1911, C
(0) -CF,) +-C(0)NH,.C (0)NHR.C ()N (R, ) (R, ) C,-C, B HEul 3 2 AR ER 2 IR M 2
(§itn, CH=C (Ph) ,) \C,-C, ELHE B SCHEBC, - CAIR g AUbe ik 22 AR BAR e B 3-8 7T 2%
2 ARECR 2 U 97 2 (B0, 2R3 | sz BURECR 2 AR R 2 5

Ry BURECR 2 B IC, - C BB B SCBEBRC, - C IR 5 (i, & 286 I
& \CH,-CCH) \F.C1.Br.I.OH.SH.Ry-OH (5 411, CH,-OH) \Ry-SH.-Rg-0-R,, (41, -CH,-0-CH,) .
Ry~ (C,-C KT HRE) \Ry- (3-8J024%¥F) (CF,CNNO,\R;-N(R,)) (R, ) \C(0)H.C,-C B B8 HEC
(0) - < ARbE 4 (514, C (0) -CF,) +-C (0)NH,C (0)NHR\C(O)N (R, ) (R,,) C,-C, L% B S HE L HL
ARECARZ BRI EEE (1)1, CH=C (Ph) ,) \C,-C, ELEEBSCHELC, - CHMR o AU etk 2 AR
RERACHI3 -8 3 U ECR 2 B 95 2 (1, 2K 38E) | sl R ECR S U R
I,

Ry S BURECR U IC, - C B B SCBEBRC, - C IR 5 (i, & 286 I
% .CH,-CCH.C (H) (OH) (CH,)) \F.C1.Br.I.OH.SH.Ry-OH (51l 41, CH,-OH) \Rq-SH.-Ry-0-R,, (5l
1, -CH,-0-CH,) \Ry- (C,-CFAedk) Ry- (3-8764%3F) CF,.CN.NO,NH, .NHR.N(R) ,R-N (R, )
(R,,) (filhr, CH,-NH,) <C (0)H.C,-C B s 3 HEC (0) - i ARkt (914, € (0) -CF,) +-C(0) NH,C
(O)NHR.C (0)N R,) (R,,) +C,-C, ELHE B S22 B BAR L U 4% 2 (B4, CH=C (Ph) ,)
C,-C, HLBE B HE BLC, - C IR p AU 5 - e U BR G U 3-8 0 2 3 £ U BR 4 L
AR5 5 (9, ) R U BR 2 R 2

R, AR 122 AT 1 C, - C e AR SR 2 HUA A A R AN PR F) I 7 7 (9 s B 13
Ph L) BT A R (B0, W) B Bk A (Bl an , e 4e)

R ZH S BURECR 2 R IC, -C B B SCBEBRC, - C IR 5 (i, & 286 I
& \CH,-CCH) \F.C1.Br.I.OH.SH.Ry-OH (5411, CH,-OH) \Ry-SH.-Rg-0-R,, (541, -CH,-0-CH,) .
Ry~ (C,-CHABEHE) Ry~ (3-87GFF) \CF, CN.NO,NH,\NHR\N(R) ,\Ry-N(R,) (R,,) (fil41,CH,-
NH,) .C (0) H.C,-C.EBE B HEC (0) - AUk 4 (B4, € (0) -CF,) «-C (0) NH,.C (0) NHR.C (0)N
R, R, ) ~C,-C, B HE B HE L HUAREAR 22 BUR M 22 (8110, CH=C (Ph) ) \C, -C, FLBE L
BERKC, -C PR AUEdE 2 AR 2 U 3-8 0 28 4 2 AR EICAR 22 AR 1 95 22 (451
REE) B R BAR 2 R R 5 5

R FIR 3 122 BATE 1C, - C 28 AR B 0 A B PR SSAN PRI IR Ol Ik 5555 A IR B A
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A3 (B0, A EE) (C=08=N-0H;

R #&H . OH.SH.NH, .NHNH, .NHR\N (R, ) (R, ,) (f541,N (H) CH,\N (H) CH,CH,) \R-N (R, ) R} )
(821, CH, -NH,) 5 BUR, AR, 45 DLIE il AR B AR e BRI 4- 8 7u 2% 34 (B, L A5t)

R FIR,, & H 2 H 2HF . C1\Br I, OH. SH.Ry-OH (1|41, CH,-OH) \Ry-SH.-Ry-0-R, , (3
n, -CH,-0-CH,) Ry (C,-CFhkedk) \Ry- (3-87u2%3#4) LCF,.CD,.0CD,.CN.NO, -CH,CN. -R,CN,
NH,.NHR.\N(R) ,~R;"N(R,)) ®,,) \Ry-Re-N(R,)) ®,,) \B(OH) ,+-0C (0) CF,.-OCH,Ph.NHC (0) -R,,
(5140 ,NHC (0) CH,) \NHC (0) -N (R,) (R, ) (f54r1,NHC (0) N (CH,) ,) \COOH.-C (0) Ph.C (0)0-R
(541, C (0) 0-CH,) \Ry-C(0) -R,, (1141, CH,C (0) CH,) +C (0)H.C(0) -R,, (%11, C (0) -CH,-C(0) -
CH,CH,+C (0) -CH,CH,CH,) \C,-C_ B 8 3 C (0) - g ARt 5 (%1111, C (0) -CF,) +-C (0) NH,C(0)
NHR.C (0)NR,,) R,,) (f#4r1,C (0)N(CH,),) \SO,R.SON R, ,) (R,,) (fil%1,S0,N (CH,) ,~SO,NHC
(0)CH,) <C, -C, FLHE B B L R BIAR e U e (B0, FR R L 23 VA R 2 £ -Bu,
ST AL RIE) (B HUREIAR S HURINC, - C R L (9, FR P S BRI AL LC,-C E
o SR IR BOR 2 R I 3L (B4, 20 3E) L C, - C, BB Bl B A U R 22 AR R
B (5, £k .CC-CH, - ¥R T % .CC-CF,) C,-C, B B 8l 3 51C, - C PR i AR e 5 (9,
CF,CF,CH,CH,CF,CF,CH,CH, CH,CH,CF . CF,CH (CH,) ,~CF (CH,) -CH(CH,) ,) \ & HUR Bk 2 Y
ARINC, -CyEBE B HE B C, - CIPIRBE A (B, FH AR 25 2 VISR R AR A 0 -CH, -
CF,) AT 32k 1 HL v i it ot A 2k m (1 25 20— A0 2k (CH) 353 UL C, - C L BE B BE IR
eI L C, - C BBk Bl g AU SR (1914, OCF, L OCHF ) \ 4 AR R 22 BUAR ) 3-8 70 A%
PR (51 2, PRy (PR (TURE e IR IVRHR | P | DY (LR (R E (PR | 28 AR B R 22 AR
55 5 (9 4, 2R 8) 2 HURE AR S BRI 2

X, 7£0SNH.NR (%1451, N-CH,) \S=0.S0, ; (X, MR, 3% LLE C, - Co 2 A (1l , At 45

Xy Xg X, X% 7 3 2 CBRN 5

X720 NH.NREKCH, ;

G=XEC=08S0,, 86 (=X) -X;-R, & UMEAR 7} 5

RgA& [CH,]

Hep/r 1510218 ;

Ryf2[CH] L [C]

Hrgfr 2510218 ;

Ry IR % H AL 32 CNLC, - C ELBE B BE Hi it (B, F L £4%) \C(O) R (14, C
(0) (OCH,)) BZS (0) ,R;

BER, AR, JERE LI il U BOR 22 BRI 3 - 8704434 5

RAZH.C,-C, BB S B LT S (1, H 5L | £ 0) L C, - C, B A% ml S i o S 0k (43l , Y4
) I 7 RO 0T O B SRR IE AL LU 50 E6 02 3 5

KA T 153 [E L (B0, 1.2) ;

s AR AL BTS2 1 8L PR 1 (N h) S SLAR SRR LA R AR K G N- 4
A ST RZSRAU)  [RIAE 2R A2 (B, SRARSRAA)) BREAE 4L 75

28 ARYE DR EER2T Fr ik (K592 » FL R SRAARAFAE BRI P 2, BRIABANAE AL B I [ 2k
IEZNR N

29 MR AN ZER 27 528 PR i) 7 i JL PR 2 H 2 BURBCR 2 HURHIC, -C (A 8L
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FEELC, - CHFPMREEHE .C(0) -R ) \Ry-OHRy-CO0-R, , BRC, - C, BLHE B S M JiE

30 ARIEBURI ZR29 BT U735, Horh Binid ik 2 B2 £ (92 T2 L CH,-CCHL CH, -
COOHEX.CH,CH,COOH ; TR C (0) -R,(#2C (0) - CH, s Fr il M Bk 2 £ ) 5 ; T ik R, - OH & CH,, - OH ; 711/
o fjITidR,-CO0-R, ,2&CH,-COOH. CH, -C00 - CH, CH, -C00 - CH,CH, » CH, - CH, - COOH  CH, - CH,, -C00 - CH,
i} CH, - CH,-C00-CH,CH,.

31 MR AR ZER2T 30 FAE—TUFIT IR 153 , ko 1802 R 2 1 22 U BAR 22 HAX
[R1C,-C,, ELEE B S HE BC, - CHIR e 2k (1, HY3E) s Ry 2N 2 BV EUR 2 BRI C -C,  BLEE
B SCHEERC, - CoFORBEdE BR -N (R ) R, ) s R EBHEHUREARZEURINC, -C B RE B S BBl
Cy - C PR e , B iR, FIR 32 4 AT 18 - 3 70 28 HUAR B oA 28 HUAR 1) L AR BSAS T ) I f
TR BT A R B IA B R MR 42 DU BRC - Co e U B 2 U R M A s A T AT
FR) I I3 7R B 5 TR BRI B A

32 MRIEUANZR 3 LFTR B 7 i, Ferp prid e 2 F L 2,32 8kC (H) (OH) (CH,) sR¢-N
R, (R,,) FECH,-NH,; I HHTIRC, - C 28 AR BA L HUA ) VR R s AN T R ) I 77 7 B35 e Tk
SN I NTSE- N N3 NI NWE - N ALY 7 = iR

33 ARHE B ZE R 27 22 32Tk (1 7772 , Fe PR FIR, % £z LA B TR B 25 . C=02 =N-OH.

34 ARPEAUAN LR 27 32 AR — TATIA 105 7, Fe PR e S URECR 2 BRI C -C
BB BEEC, - C IR bk , fi izt 2 FH 6, iR &R -N (R ) R,)) (151401, CH,-NH,) .

35 ARG ER27 R34 AE — AR A7 1%, PR AZOHNH, N R, ) R,,) (%120, N
(H) CH, BN (H) CH,CH,) , BiR ZR,-N(R,) R, ) (#ill1,CH,-NH,)

36 ARPEAUH ZE R 27 235 AL — T IR A 7 i, AR &ZHF.C1\Br I.CF,.CN.C -C,H
HEBSC R BURECR 2 U Be 5 L C, - C, B R B S BE 2 U BR S U I 2 L C, - C LB
oS BE L U BR e BRI 2 L C, - O FLBE B S BE BIC, - oIk b AU e 2k L 22 B BOR 22 L
HIKIC, -C, FLAE B HEBLC, - CHMUIR Bre S 2 L B U REOR 2 U3 -8 T 443

37 ARIE AR ZER 36 FrIk ) 75 1%, Fo b plridi e 22 A2 W R B 2 38 5 b BT iR I B 2 20
3, PINAC, - C BB B SCBE RC, - C MR T AUE RS2 CF,, BT e S 2 72 45 2 B0 - CH, -CF 5 BT
BRI E LRI L CC-CH, - 38T 2 BCC-CF,,, H v Jir ik 28 iU BR 2 U ) 3-8 0 2 B4 A2 ML
WE ; BUHAR A

38 ARIEAUAN ZE R 27 R 3THAT — TP ) 735, X 720 S NHEIN - CH, ; B A X AR,
ER LB IRC, -Co %3 , i L AL ML I ot o

39 MR AR ZR 27 2 38 AL — IR A 774, Fe X /20 NHEENR

A0 ARAE AU ZER 27 239 AT — TUITIE K 7 1% F R 22 H L CLELF

AL ARFEBCR ZR2T R A0 AL — IR M35, FAR AR HH Y 2220 — 5 A 2

A2 ARYEAUFIZER 2T EAVRAR—IUFTIR () 59, Feh X, =X ) &b — 2N, iz

43 RN ZR 2T A2 T — TR 75 7% , R AN 2.

A4 RYEBUAN ZER2T B ASHFAE— WU I& (0773, Heh rid AL S W2 A Rl f—ar
PRSERIAAR

A5 ARGEBOM ZR2TFNIR K53, Herb B A &40 el DR 54 AR T 254 20 -
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46 . ARFEAUF] R 27 B ASH AT — T IR (1) 77325 , Horb BT i Ak G 4 a2 o 701 R U7

AT ARYEBRNE R 12159 AT — TR B A6 & ) BAR B BRI EL R 16 B i 11 4 Ak 22 41
0, HH TG EREY K.

48 MRIEBRNE R 27 A6 AR — TR K774, Kb i e &) 2 FE A4 b afi i B — 57
A S KA S AR SR A A BT B ) B AT T A

49 ARIEAUF]EE R ABFTIR 1 7715 , Ho v B il ST 44 S F) 4 2 0F Bl Se A 4

50 . H 4 A A SR A8 BN A9 Fr ik 1 J7 ¥ , Hovh BT ik B A - 4l 1) 5747 S A4 AR 1) 4 i s T
90% , fltikith = T-95% , AL i i T-98 % o

51 MRHEAUHIEE 3R 27 22 50 AT — Tk 19 777 » Ho v B i A 4 o XX It A 47 B o5 1
ELY/

52 RPEECRIEE R 27251 AT —TURTIR 1) 77 ¥4, Ho A iR A R A 5

53 MR AUR) EL R 52 BT iR 1) 77325 , Ho b Bl 8 R0 4 T RR AT TV JKB  RBEE 22 4R
ANSEF S B NERL TR OGSL R R R R AR A R R R MR A R
EEINEE AR O SN v U 1) 2 AN 7 3 S B S A

54 FR AR EE SR 5 1A IR 415 5, H P BTk X R ) 2 A T, R/ B i B i
W e NS B35 ZE A LU T i) i 5

55 . MR 45 7 IR BRI EE SRk i AR — TR IR 1 Ak & W B 8, e T PR A Ak B | A 5 AT Ak
A 2F e AL B B HAT A A
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[0001] AR BB KOop B 5% HURT/ B SR B vi AL S W AR AR S 4L 5 1 e 26 073 S
P F i an VR4 B A ) AN S B2 A R (9, 2% 55) AR I &

BEREA

[0002]  JFiZe B TP M RK SR A0 A R T OF Bl W 5 i R S 4K VB IR R
I A AN R ] o VF 2 R AR G 5 B AR IK , JEHR 2 A B LA — Y
WA, Wb EEPF LB 17T 5 (St Augustine grass) BUF SR EE (Kentucky
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ARV AT g o e b, — 2 2k B i 0 i R O R A 5 W O A 53 400 o B i A% i T
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it » L DS G TE T AR R 1 T DX 308 2R I 2 BR PIUIE M o i e Sl fe
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P 28 I R G FRIORRE S o PR T, V22 H A1 AT SRAT I B 2 Ja PR 5570 A AR £ P B w270, OF HLIA
BEER 1R IEAEZ AL 3R RS R ) -

[0008] ¥ 22wy = 1T Bk 50 771 A0 Wi 24° I ok e 7P T M g — A il il o ELAAR S, VF 22 W 28 1T R
FRTRA 2 Ja B 57RO NSNS A BAT v B m e B3 18, JF HLmT R P e R A 320 s 00 e
sEtilpy € SRSy € S S - 5| T = VA Gt VAR E 1 S 1] AN A DIARE 1 S ] e
Sy B NI R 3 o e A, 18 N B 577 2 Ok B A SR BOK AR (R 2 3k 70 R B AR TR B A
5 22 B0 T PR IX S5l fi M i e Ak B ) X3t I RT RERE NSRS (00 35 Fili B sh 0 A
WA ) 3 ™ B o AT, 23 AR A5 FH AT B3 A2 i A D B 70 B Lo A 85 ot B (1 7
FE ]I AR IYIRZ MR (10 Ee o, BRSO 4k SR 4 YK 2847 35 B 50571

(00091 5 22—l E % J0E S WY 24° AT 5k B 751 N2 Y A9 S B B TR 1) 2L ) 3% ERURTT/ BIOR S L
Bl it ZE— i G F T R]ERAT A 2 AT 28 5 R I B S S AR B ) 2 R A
FH R 3% ORI/ B B o R A, 75 22— P 22 B A R0 38 6 M 1t 2 1) 2% S T AN BRI mFELE e
S BRI A A IO W 2F 5 % TR o S o, 7 B R R] el 3R AT 78 73 21k B4R A P 7 (0 BR R
&, A X VIR 4 5 e ML LS 40 o

[0010] B35 B 2 (1) 2% S AR A 0 B B AR AT DL 5 AT ey i B (R B AR E AL & 00
T4 B G AR LB R A A2 U, 6f A3 20 71 ) it SRR ORISR o LA A R0 B A2 A
BURT R AL SR S EU R B8, BLR AL L NN L 2h 47 i R 1] R o

REAAE

[0011]  ERASSEHt] o, A e —F T (d) VT (e) EH R I &4, 5 T 3¢
R E UL SR AR T S B AR AL 22 B R s2 i # PR 1 (W) 2SR
PR BAR SR A IR G W) NS4 S B TR B SR AL < TR S 2 AR A (i, ST ARSRAA)) B
HARfTA A

[0012]  FE5ASERt AR R W98 S — il R SCE SR 30T - T (e) (45 F R R 3% 1
A/ ER AL S EOA A BT (R PR T (W ER) AR A AR AR e
IKEWN-SE A S 1 B SRAUA R A2 2 AR A (B STARSRABIA) BREAE T2 &

(00131 FERSANSRHt B, AR e B0 B — il A T2 AN S B2 IR M (K AR K B D3R L Brid Ty
AR IR SCE AT -T (o) SRR AL S B AR AL 22 B Rz (1 2k Pk
BT (W) SRR A AR R AR IR E W) N-SEA) S R B SR A | [R] i 21 A Ak (151]
R, SRARSRADD) B R A2 S VN AR

[0014]  FE—SLSCHi ] i, AR e B B — Rl el R SCR UM/ B2 v 2 B A6 & 4 R AR T4
EVRRA S BRI ErT 2 18 YRR T (R LR SRR BAR 7
IR E W) N-FAL) B TR R AL RAA) [ 2R AR AR BREAT AT AL 5 o £ 2 A SE B o, i
WEYIATE :6- (2- TP IE) MENE FF IR 6- (2- AL AL LR -2-FRIR 5 2- (2- & A
BL) WEIE -4-FRIR 6~ (2- FIL T AIE) -3- HULNE IR 6- (2-ZIL N AHL) -4- FMLIE IR ; 6-
(2- Gk T4 Ak) MEE TR 5 6- ((2- S 30 I Ak) S ) MEIE P IR 5 6 - (2- 23k P A2k ) M g Y
W FP i 5 B6 - (2- AR N 48 2E) MEIE YR 2T

[0015]  FERASSERG] o, Bt S0 2 A B2l [ 8 — LR SRR AR St L B
R E WA B2 B X WS A AR o AR RS S B S i A S R SR SRR AR I TR

26



CN 116709917 A W OB P 3/74 T

B AE A ST, BT IR R AR |4 (1) 37 A S ) R BT Bl S A AR 1) 40 B2 v 90 %6, Pk
1 195% , SRk b R T98 %6 o £E AN SE AT H L iR A B ) ik R B R R (R B B
A HAEDD)

[0016] 7 &ANSLHtf b, A & BV J— MR AL S G, FOAFE % ORI/ Bl R
(RIARYE A% & BH A S, DA SR AR 27 b AT 252 I RRORE 7 B A o 78 %> SE Rt As) v, Pk £k
G T EHIA N E B R AE K LSS, Brid i &2 A Bl ) s — 374k
TR AR AR TR A ) BRSNS B AR o 75 28-S ST H 5 BT I 3744 S5 R A R T B 5 A4
A FE B A SA H , BT IR JE AR b 4l ) ST AR R A AR R A R v 190 %6, AR e b R 195 %6 5 B A
1 F98% .

[0017]  FESANSLHt I o , AN BHPS e —Fh 4 il A BB (A 0 I AR K 1 v, BT iR 7 V6L
TR AR 3 A R B B4 B Y0 BRAR R A & B R A 1A B TR

[0018] 7 &A™ SLHtfs b , A & BV B — PR 4 A i BH 044 & P BSR40 A T B IR AR FH A 57
HEY, EHTEGAHERED I A KA — LS4 b, B iR FE 4 & X AE W)
(eudicotildicot) B BT HAE4 (monocotyledonBmonocot) » £E—LE 5L ] & , Frik AE 4%
JE R EL AE — B ], BTk 28 B ALFE T BK (Abutilon theophrasti) (KT
(Amaranthus palmeri) &K% (Ambrosia artemisiifolia) « KFHE LU (Alopecurus
myosuroides) ASLEFHES (Avena sterilis) 22 (Chenopodium album) ./NZEH (Conyza
Canadensis) - & (Digitaria sanguinalis) )63k (Echinochloa colona)  HELJEIE
(Euphorbia heterophylla) ZHEAEFE (Lolium perenne) if B B FF 5 (Lolium
rigidum) fEEFEH % (Matricaria chamomilla) & EEEL (Phalaris paradoxa) -3 A
(Poa annua) « ik i (Portulaca oleracea) JijJE% (Setaria viridis) « %% (Solanum
nigrum) 8¢ H AR H & o AE — LE STt , A X A 2 R I (Arabidopsis
thaliana) , fl /BT IR BL7- HAE A2 2 JIGF (Dactyloctenium aegyptium) BY4% FE 4k bE E |
JE® (Eragrostis teff) . fE—LESLht ] , Fridk f A4 F T Pt B AR 2 L B 28 J A0 2R 1 2F
Ja AL AT 2H G s B — 38 P R AR 4 A U B 1 B ST 51

4 &5 BA
[0019] K12 TALEYI116INMRYGTE
[0020] 242 T AL AW 106FFNMRYG 1 .

BARTLERR
[0021]  FEANSEHEIH , A B Je—Fh &4, Ho i 20 (1) B 53R R
2R Rs ﬁ
VoA Xy X, G R
"R k N X6
[0022] ‘ B |_R60
\ Ry 3 2 Xs
3 : o
_y M\Ra
(D
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[0023]  Frh

[0024]  AMIBIANFEAE , B H SRS 2 40 B BR 28 R K 57 78 R B 2% 7 7 IR 3 1 &
(Btn, B 57 5 EE) | BRZ B EUR 2 BUARIIC, -C PR Bt (A PR PY3E (B IR IREE R L) |
B2 BB AR G HURIRIC,-C 2 FF (5], L o)

[0025] R EH.AHURECRZBAKIC, -C, B AE B R BIC, - CFR R 2 (Bl , FH 2k L 2.5
PR FE T % L CH,- CCH. CH, - COOH CH,CH,CO0H) C (0) -R,, ({51411, C (0) -CH,) \R,-OH ({411, CH, -
OH) \Ry-COO-R,, ({51411, CH,-COOH. CH,-C0O0-CH,CH,-C00-CH,CH, CH, -CH, - COOH CH, - CH, -C00~
CH,~CH,-CH,-C00-CH,CH,) \Rg-SH. -Rg-0-R, , (B4, -CH,-0-CH,) \Ry- (C,-CFAkEHE) Ry~ (3-8
JEAIR) (CF,\NH, NHR\N (R) ,<Rg-N R, )) (R, )) <C(0)H.C,-C,EHESSCHEC (0) - g Akt 5t (1
4n,C(0) -CF,) +-C(0)NH,C (0) NHRC (O)N(R,)) (R, ) C,-C, EL B 2 B BUAR L B 1)
Wk (140, CH=C (Ph) ) \C,-C, ELHE B S HEBLC, - C MR s AU 5t « 2 AR BR 22 BUAR ) 3-8
TeARI A PARECR 2 AR 75 2 (1, 252 s U BIAR L U R 2 5

[0026] R EH.AHUREUCRZBAKIC, -C, B HE B HEEIC, - CFR R 2 (Biltn, FH 2L L 2.5
P& .CH,-CCH) F.C1.Br.I.0H.SH.Ry-OH ({41, CH,-OH) \Ry-SH.-Ry-0-R (411, -CH,-0-
CH,) \Ry- (C,-CFREHE) \Ry- (3-87G4FF) \CF,.CN.NO,\Ry-N(R,)) R, ) \C(0)H.C,-C EHEH X
HEC (0) - p AR E (#1111, € (0) -CF,) +-C (0)NH,C (0)NHR.C(O)N(R,) R,,) +C,-C, B4 5 3 %
2 R B 2 BRI 2 (4140, CH=C (Ph) ,) .C, -C, ELEEBRS BE BRC, - C PR p AU 5 2 X
BRI I3 - 8702830 2 BURBUR 2 U 97 5 (i, Z)3) sl AR EoR 42 B
R 3 5

[0027] R EH.AHUR R ZBARKIC, -C, B AR R BIC, - CFR R e 2 (Bl , FH AL L 2.3
P4 . CH,-CCH.C () (OH) (CH,)) \F.C1.Br.I.OH.SH\Ry-OH ({41, CH,-OH) \Ry-SH.-R;-0-R
(f 1, -CH,-0-CH,) \Rg~ (C,-CFAKidt) Ry~ (3-8762% ) \CF,CN.NO,NH, NHR\N (R) , RN
R, R,) ({40, CH,-NH,) .C(0)H.C,-C, B HEC (0) - X AAkedE (%4, € (0) -CF,) .-C(0)
NH,.C (0) NHR.C(O)N (R,,) (R, ) ~C,-C, FLHE 8l 3 4 U BoR 2 U I 2% (6140, CH=C
(Ph) ,) \C,-C B4 B S B C, - C AR B AU e ik 2 B BAR 2 B K 3-8 0 2% 34 L 2 AR B
ARG 75 (), 8 3) (R BUREUR Z IR 5

[0028] =R, AR, ¥ 452 LA C, - C o AR B A 2 A A W A0 m AN R A0 6 i i i (48 » 2
JRE A L) BT A R (9140, L) BRI B A (914, e Ae)

[0029] R EH.AHURECRZHBAKIC, -C, B AR R BIC, - CMA R 2 (Bl , FH Ak L 2.5,
P& .CH,-CCH) F.C1.Br.I.0H.SH.Ry-OH ({41, CH,-OH) \Ry-SH.-Ry-0-R (411, -CH,-0-
CH,) Ry~ (C,-CFAKEHE) \Ry- (3-8 FF) \CF, CN.NO,NH,\NHR.N(R) ,.R,-N(R,)) (R,,) (4,
CH,-NH,) +C (0) H.C, - C; H A B SCHEC (0) -5 AkedE (6121, C (0) -CF,) +-C (0) NH,C (0) NHR..C
(ONR,,) R, C,-C,H B HEL WA BORZE BACH) M % (4, CH=C (Ph) ,) .C,-C, ELHE
B S HEELC, - C PR b Abe 2 2 iU SR 2 U 3 - 8 TT 4% 34 L 22 AR B R 22 AU A 57 2
(Bilhn, K5E) sz BURER 2 BRI R 2 5

(00301 BlR, AR, 745 LA jli e AR B 2 B PO AR 3 AN PR £ i A e B0 e e 3
2383870 (Bildn, 3R PIE) (C=08=N-0H;

[0031] R, /ZH.OH.SH.NH,.NHNH,.NHR\N R,)) (R, ) (41N (H) CH,.N (H) CH,CH,) \Rg-N (R )
R, ) (1401, CH,-NH,) ; BER, AR 445 LATE i 4 B BAR e U 4 -8 T8 2% 24 (B4, IR )
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[0032] R FAR, % H AL /EHF\C1\Br1.0H.SH.Ry-OH (6 41, CH,-OH) \Ry-SH.-Rg-0-R,,
(541, -CH,-0-CH,) \Ry- (C,-CFbidE) Ry (3-8704%#£) LCF,.CD,.0CD,.CN.NO, . -CH,CN. -
R CNNH,\NHR\N (R) ,\R;-NR,) R, ‘Ry-Rg-N(R,)) ®,,) \B(OH),.-0C (0) CF,~-0CH,Ph NHC
(0) -R,, ({541, NHC (0) CH,) \NHC (0) -N(R, ) (R,,) ({5411, NHC (0)N(CH,) ,) \COOH.-C(0) Ph.C(0)
0-R,, (f511,C (0) 0-CH,) \Ry-C(0) -R,, (521, CH,C (0) CH,) C (0)H.C(0) -R,, (5il41,C(0) -CH,-C
(0) -CH,CH,C(0) -CH,CH,CH,) .C,-C. ELEE 8 S HEC (0) - B AkedE (171411, C (0) -CF,) +-C(0)NH, .
C (0)NHR.\C(0O)N(R,,) (R,,) (f#4n,C (0)N(CH,),) -SO,R.SONR,,) (R,) (B, SO,N(CH,) -
SO,NHC (0) CH) <C, -C, B B 3 4 BURBUR e ORI e 2k (B, F 2k L 20 V2 e
He t-Bu 5 TEE R RIE) (A BV EURZBURINIC, - C R pe ik (Bl , PR HE VER TR
C,-C, ELBE s S HE A U BOR 2 U 2 (10, 0@ 98) C,-C, FL B Bl B iU BOR 42
HUAR IR B (il , 2, .CC-CH, - 35 T 46 .CC-CF,) < C, - C, FL8% 5 S B BRC, - C IR b AR by 2k
(8, CF,, CF,CH,  CH,CF, CF ,CH,CH, - CH,CH,CF,CF,,CH (CH,) ,~CF (CH,) -CH(CH,) ,) - & HfR 5k
REWAHIC, -C, BB BEBIC, - CHRBE T (B, AR HE L £33 T 3 L St T A2
0-CH,~CF,) , AT i L o Bk fye S0 v A 28 /0 — AN SE F L (CHL) 848U 7 UG C - C LR R
SCEEmANE AT L C - C B R B S pq AU e S8 2 (12, OCF, \OCHF ) 22 BB R 28 B AR 3 -
STCARFR (714, g Wy (IEE IAfe (W I DK (IR | e DU A (LG E W E PR 20 AR R
SRR 95 (), ) (R BUREUR Z IR R 5

[0033] X /20.S\NH.NR (f§il41,N-CH,) \S=0.50,; 8LX FIR 4% LATE B4 -8 7G4+ 3 (f51l it
MEHE) 5

[0034] X, X, X, X2 AT i ClN

[0035] X720 NH.NRELCH, ;

[0036]  G=X/2C=08LSO0,, HG (=X) -X,-R & PUMAL ) ;

[0037]  RZ[CH,] ,

[o038]  HAp/rF1510Z[d;

[0039]  RE[CH] . [C] ,

[oo40]  HrqfrF2510Z 17 ;

[0041] R, IR, & H L H/EH L CONLC, - C, FLBE B BE Bk (), FH 5 L 2.3%) .C (0) R (#1)
41, (0) (OCH,)) 5LS (0) ,R;

[0042]  BGR, MR, E#E UL S B EUR 2 BUR 3-8 TT 443,

[0043]  RAEH.C,-C B HE B S HE ke At (B, H 3k £5E) (C -C, B sl S i e S 2 (451,
) IR TR TT R, s AR IE AL — 2 LU R 70 6 TT 2

[0044] k&S T 1532 A1) REHL (4, 1.2)

(00451 mlfR Ak Bl Bz (kI 1 (A ) LR SR I AR SR AR KGN
A B BRAL A < [RI2 3RAR A (Bl n, TRARSRABIA) B ARAT 415

[0046]  FESANSEH , WKk ARL, TR, R AL SEREFH , W R ko2 2, R ZH. ££ %
ARG A1 SR k23, TR, EH

(00471 {E ALt il b, AR " U 4R ik B DU 2 A — AR FL.CL By
1.C,-C, HAE B bt | C, - C B B S HE I B (B4, LM 2E) (C,-C, BB B BRI  Joe 5t
Mt % (BT, € (0) NH-REKNHC (0) -R) e g (R, COORELOC (0) -R) OH. %t %% \N(R) ,\NH, . CF,
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77 HE REE D7 R L C,-C R et i AR I LCNFINO,
(00481 RS G] o, A K RS B — P &4, F i 3T (a) OS5 IR -
Reo X

Xm*rv

/\/5

Reo
I (a)

[0049]

‘‘‘‘‘

[0050]

(00511 AMIBIANFEAE , B H SRS 2 20 A R 28 R 57 78 R B % 7 7 I3 1 &
(Btn, B 57 5 EE) | BRZ B EUR 2 BURIIC, -C PR Bt (A PR PY3E , B IR IREE R L) |
B A IR R S BRI 3- 10704458 (91 4, LR 45e)

[0052] R EH.AHURECRZBAKIC, -C, B ARG HEBIC, - CFR R 2 (Bl , FH 2L L 235
PR FE T % .CH,- CCH. CH, - COOH CH,CH,CO0H) C (0) -R,, ({5411, C (0) -CH,) \R,-OH ({11, CH, -
OH) \Rg-C00-R,, (#5141, CH, - COOH., CH, - C00 - CH, » CH, -C00 - CH,CH,  CH, - CH, - COOH  CH, -CH, -C00 -
CH,~CH,-CH, -C00-CH,CH,) \Rg-SH. -Rg-0-R, , ($1401, -CH,-0-CH,) \Ry- (C,-CFAkEHE) Ry~ (3-8
JEAH) (CF,\NH, NHR\N (R) ,<Rg-N R, )) (R, )) <C(0)H.C,-C,EHESSCHEC (0) - g Akt 2t (1
4n,C(0) -CF,) +-C(0)NH,C (0)NHRC (O)N(R,)) (R, ) C,-C, EL B 5 2 B BUAR L B 1Y
W dE (4, CH=C (Ph) ,) \C,-C B8R B S BE 8L C, - C PPN pq AUt 3k 2 U BR 2 HUAX 3-8
TeAIA G HURBOR 2 B 57 5 (10, R 3E) sz R BR 2 U R 5 5

[0053] R EH.AHUREUCRZHBAKIC, -C, B ARG R BIC, - CFR R e 2 (Bl , FH AL L 2.5
A3 CH,-CCH) \FC1.BrI.OH\SH.Ry-OH (41, CH,-OH) \Ry-SH. -Ry-0-R o (B4, -CH,-0-
CH,) \Ry~ (C,-CFAKEHE) \Ry- (3-87G4FF) \CF,.CN.NO,Ry-N(R,)) R, ) \C(0)H.C,-C EHEH X
HEC (0) - p AR E (#1111, € (0) -CF,) +-C (0)NH,C (0)NHR.C(O)N(R,) R,,) +C,-C, B4 Bl 3 %
2 BURECR 2 BRI 2 (4, CH=C (Ph) ) \C,-C, ELBE B BE BIC, - C MR pa AUk 3 22 HR
ARECRZ B HI3 - 87023 R U BUR S U 75 32 (120, 55%) B U EoR 22 AR
7R 2 5

[0054] R EH.AHUREURZBAKIC, -C, B AR R EIC, - CFR R 2 (Bl , FH AL L 2358
A FE (CH,-CCH.C (H) (OH) (CH,)) \F.C1.Br.I.OH.SH.R,-OH (%1, CH,-O0H) \R;-SH.-Ry-0-R
(f5 41, -CH,-0-CH,) \Ry- (C,-CFAKEHE) Ry~ (3-87G43F) \CF, CN.NO,NH, NHR\N (R) ,\R-N
R,,) R,) (Blhn,CH,-NH,) \C(0)H.C,-C, FL#E B HEC (0) - i AUk (14, C (0) -CF,) -C(0)
NH,.C (0) NHR.C (O)N (R,)) (R, ) ~C,-C, FLHE 8l 3 4 U BioR 2 U I 2% (6140, CH=C
(Ph) ) ~C-C H BB B BIC, - C 3 H:iﬁkmﬁ 2 AR 2 U 3-8 0 438 2 AR B
ﬂi%ﬂxﬁﬁﬁﬁﬁuﬁum HE) | dz%wtdzﬂi%ﬁxﬁﬁ’wﬁ

[0055]  BRR, MR, % 52 LA HEC, - C o 20 AR BRAR 22 A P AT s ANV AR ) I i 7 (81l 34
JRFE A L) BT A R (9140, L) BRI B A (914, e A5e)
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[0056] R JEH.EHURECRZIARKIC, -C, BB BEBLC, - C PR be R (Bl ln, F A L 25
P4 CH,-CCH) \FC1.Br.I.0H.SH.Ry-OH (|41, CH,-OH) \Rg-SH.-Ry-0-R , (41, -CH,-0-
CH,) Ry~ (C,-CFAKEHE) \Ry- (3-870Z%FF) \CF, CN.NO,NH,\NHR.N(R) ,.R,-N(R,)) (R,,) (4,
CH,-NH,) +C (0) H.C, - C; HLEE B SCHEC (0) -5 Ake 2k (6121, C (0) -CF,) +-C (0) NH,C (0) NHR..C
(ONR,,) R, C,-C,H LB BORZE ACH M % (40, CH=C (Ph) ,) .C,-C, EL#E
B S ERC, - C PR b Abe 2 42 U SR 2 U 3 - 8 TT A% 34 L 28 AR B R 22 AR A 57 2
(B, 25 0) e BURBR 2 AR R 2 5

[00571  mlR, FIR, 24 AT jl 4 HUA B 28 B PR VM AN VR F i A7 1 57 8 3
ZRIR3-8ICHA (B4, FAPIEE) LC=08=N-0H;

[0058]  R_/&H.OH.SH.NH, NHNH, NHR\N R,)) (R, ) (#140,N (H) CH,.N (H) CH,CH,) \R-N (R )
(R, ) (5141, CH,-NH,) ; BER, FIR &4 DAY i IR BUAR G HUR 4 - 8TT A% FR (51141, IR )

[0059] R, ANAFAE, 5/&HF.C1\Br.1.0H\SH.Ry-OH (41, CH,-OH) \Ry-SH\-Ry-0-R,, (43l
1, -CH,-0-CH,) Ry~ (C,-C L) Ry~ (3-8764%3) CF,.CD,.0CD,CN.NO, -CH,CN. -RyCN
NH,.NHR\N(R) ,~R;-N(R,,) ®,,) \Ry-Re-N(R,)) ®,,) \B(OH) ,+-0C (0) CF,-OCH,Ph.NHC (0) -R,,
(5140, NHC (0) CH,) \NHC (0) -N (R, ) (R, ) (f5i]Z1,NHC (0) N (CH,) ,) \COOH.-C (0) Ph.C (0)0-R,,
(811, € (0) 0-CH,) Ry-C(0) -R,, (f5l1, CH,C (0) CH,) C (0)HC(0) -R,, (#5111, C(0) -CH,C(0) -
CH,CH,+C (0) -CH,CH,CH,) \C, -C_ B 5l 3 #C (0) - g ARkt 5 (%111, C (0) -CF,) +-C (0) NH,C(0)
NHR.C (0)NR,,) R,,) (f#4r1,C (0)N(CH,),) \SO,RSON R, ,) (R,,) (filt1,S0,N (CH,) ,+SO,NHC
(0)CH,) <C, -C, ELHE B B L R BIAR L U e (B, FR R L 23 VA R 2 £ -Bu,
FTEE R R (2 PUREIR S ARG, - CR e B (B n, AP 2 30 ) LC,-C B
o SR IR BOR 2 R 3L (140, 20 3E) L C, - C, BB sl B A U R 28 AR R
B (5, £ ek .CC-CH, - ¥R T %£ . CC-CF,) C,-C, B B 8l 3 51C, - C PR i AR e 5 (9,
CF,CF,CH,CH,CF,CF,CH,CH, CH,CH,CF . CF,CH (CH,) ,~CF (CH,) -CH(CH,) ,) - & B Bk 2 HY
ARINC, -CyEBE B HE B C, - CIPIRBE A (B, FH AR 252 ISR R AR A 0 -CH, -
CF,) » AR 1 1 v i 8 e S v 10 2 20— AN I PR 3 (CH) 4 SR 1 IR C - ELBE Bl S BE AR
eSS (C, - O BB Bl S i AUbe 5 ()1, OCF, L OCHF,) & HUAR B R 2 AR 3-8 7T 4%
PR (51 2, PRy (PR (VR e IR IRHR | P | DY (LR (R E (PR | 28 AR B R 22 AR
f 5 A (Bl , 2R58) 22 U R 2 U ) 4

[0060] R, ANAFAE, 5/&HF.Cl\Br1.0H\SH.Ry-OH (41, CH,-OH) \Ry-SH\-Ry-0-R,, (43l
4, -CH,-0-CH,) Ry~ (C,-CFhkedk) Ry- (3-87u2%3#4) LCF,.CD,.0CD,.CN.NO, -CH,CN. -R,CN,
NH,.NHR.\N(R) ,~R,-N(R,) ®,,) \R,-R;-N(R,)) (R,,) \B(OH),-0C (0) CF,~-0CH,Ph\NHC (0) R,
(5140, NHC (0) CH,) \NHC (0) -N (R ) (R, ) (fi]Zy1,NHC (0) N (CH,) ,) \COOH.-C (0) Ph.C (0)0-R,,
(f51,€ (0) 0-CH,) \Ry-C(0) -R,, (f5l1, CH,C (0) CH,) C (0)HC(0) -R,, (#5111, C(0) -CH,C(0) -
CH,CH,+C (0) -CH,CH,CH,) \C, -C_ B 5 3 C (0) - g ARkt & (%1111, C (0) -CF,) +-C (0) NH,C(0)
NHR.C (0)NR,,) R,,) (f#4r1,C (0)N(CH,),) \SO,R.SON R, ,) (R,,) (filt1,S0,N (CH,) ,+SO,NHC
(0)CH,) <C, -C, FLHE B B L R BIAR L U A e (B4, FR R L 23 VA R 2 £ -Bu,
SETEE R R (2 PUREIR S RN C, - CR e B (B n, SR P2 30 8 (C,-C EL
o SR IR BOR 2 BRI 3L (140, 2 3E) L C,-C, BBk Bl B A U R 28 AR R
B (g, £k .CC-CH, - ¥R T %£ . CC-CF,) C, - C, B B 8l 3 51C, - C MR 1 AR e 5 (9l

0
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CF,CF,CH,CH,CF,CF,CH,CH, CH,CH,CF . CF,CH (CH,) ,~CF (CH,) -CH(CH,) ,) \ & B B K 2 HY
ARINC, -CyEBE B HE B C, - CIPIR e B A (B, FH AR 2 5 2 VISR R SR A 0 -CH, -
CF,) AT 32k 1 HL v it ot A 2k m (1 25 20— A0 2k (CH) 35 3 UL C, - C L BE B BE AR
eI L C, - C BBk Bl i g AU SR (1914, OCF, L OCHF ) \ 48 AR R 22 BUAR ) 3-8 70 A%
i (9] arr, Ty TP (U P IR P AR L = O L (B RN | R B B A HUAR
55 5k (9 4, 2R 8) 2 HURE AR S BRI R 2

[0061] Ry ANAFAE, 5/&H F.C1\Br.1.0H.SH.Ry-OH (41, CH,-OH) \Ry-SH\-Ry-0-R,, (43l
4, -CH,-0-CH,) Ry (C,-CFhkedk) \Ry- (3-87u2%3#4) LCF,.CD,.0CD,.CN.NO, -CH,CN. -R,CN,
NH,\NHR.\N(R) ,~R;"N(R,)) ®,,) \Ry-Re-N(R,,) ®,,) \B(OH) ,+-0C (0) CF,-OCH,Ph.NHC (0) -R,,
(5140 ,NHC (0) CH,) \NHC (0) -N(R,) (R, ) (f5401,NHC (0) N (CH,) ,) \COOH.-C (0) Ph.C (0)0-R
(5141, C (0) 0-CH,) \Ry-C(0) -R,, (1141, CH,C (0) CH,) +C (0)H.C(0) -R,, (%11, C(0) -CH,-C(0) -
CH,CH,+C (0) -CH,CH,CH,) \C, -C_ B 5 3 C (0) - g ARkt & (%1111, C (0) -CF,) +-C (0) NH,C(0)
NHR.C (0)NR,,) R,,) (f#4r1,C (0)N(CH,),) \SO,R.SON R,,) (R,,) (fi%1,S0,N (CH,) ,+SO,NHC
(0)CH,) <C,-C, ELE B B L R BIAR L U e (B4, FR R L 23 VA L R 2 £ -Bu,
ST REL RIE) (R HUREIAR S HURIC, - C R L (9, BRI S VBRI EL) LC,-C E
o SR IR BOR 2 R 3L (B4, 2 3E) L C, - C, BB sl B A U R 28 AR R
B (7, £ ek .CC-CH, - ¥R T %£ . CC-CF,) C, - C, B B 8l 3 51C, - C PR i AR e 5 (9,
CF,CF,CH,CH,CF,CF,CH,CH, CH,CH,CF . CF,CH (CH,) ,~CF (CH,) -CH(CH,) ,) - & B Bk 2 HY
ARINC, -CyEBE B HE B C, - CIMIR e B A (Biln, FH AR 2 5 2 VISR R AR A 0 -CH, -
CF,) AT 32k 1 HL v i bt ot A 2k m 1 25 20— A0 2k (CH) 35 3 UL C, - C L BE B BE IR
eI L C, - C BBk Bl i g AUE SR (1914, OCF, L OCHF ) \ 48 A R 22 BUAR R 3-8 70 4%
i (9] Gy, Ty TP (U P IR P AR | = O L (R RN | 2R B B A HUAR
55 1k (9 4, 2R 8) 2 HURE AR S BRI R 2

[0062] R, ANAFAE, Bi/&HF.C1\Br1.0H\SH.Ry-OH (41, CH,-OH) \Ry-SH\-Ry-0-R,, (43l
4, -CH,-0-CH,) Ry~ (C,-C A kedk) Ry (3-87u2%3#4) LCF,.CD,.0CD,.CN.NO, -CH,CN. -R,CN,
NH,.NHR.\N(R) ,~R;-N(R,,) ®,,) \Ry-Re-N(R,)) ®,,) \B(OH) ,-0C (0) CF,-OCH,Ph.NHC (0) -R,,
(5140 ,NHC (0) CH,) \NHC (0) -N(R,) (R, ) (f54r1,NHC (0) N (CH,) ,) \COOH.-C (0) Ph.C (0)0-R
(5141, C (0) 0-CH,) \Ry-C(0) -R,, (1141, CH,C (0) CH,) +C (0)H.C(0) -R,, (%11, C (0) -CH,-C(0) -
CH,CH,+C (0) -CH,CH,CH,) \C, -C_ B 8 3 C (0) - g ARkt & (%111, C (0) -CF,) +-C (0) NH,C(0)
NHR.C (0)NR,,) R,,) (f#4r1,C (0)N(CH,),) \SO,R.SON R,,) (R,,) (fi%1,S0,N (CH,) ,+SO,NHC
(0)CH,) <C, -C, FL B B L R BIAR L U e (B, FR R L 23 VA R 2 £ -Bu,
ST AL RIE) (R HUREIAR S HURIC, - C R L (9, BR PR S VBRI EL) LC,-C B
o SR IR R 2 BRI 3L (B4, 20 3E) L C, - C, BB Bl B A U R 28 AR R
B (g, £k .CC-CH, - ¥R T % .CC-CF,) C,-C, B B 8l 3 51C, - C PR i AR e 5 (9,
CF,CF,CH,CH,CF,CF,CH,CH, CH,CH,CF . CF,CH (CH,) ,~CF (CH,) -CH(CH,) ,) \ & HUR B R 2 HY
ARINC, -CyEBE B HE B C, - CIPIR e A, (Biln, FH AR 5 2 ISR R SR A 0 -CH, -
CF,) AT 32k 1 HL v iyt e A 2k m (1) 25 20— A0 2k (CH) 353 UL C, - C L BE B BE AR
eI L C, - C BBk Bl g AU S (1914, OCF, L OCHF ) 4 AR R 22 BUAR R 3-8 70 A%
i (90 Gy, Ty TP (P IR P AR L = O L (B RN | e B B HUAR
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55 1 (9 4, 2R 8) 2 HURE AR S BRI R 2

[0063] X, /20.S.NH.NR (541, N-CH,) \S=0.S0, : BLX FIR 4% LAY i - 8 TG A% F4 (45l 4, Wik
MEHE) 5

(00641 X, X, X, X5 3% H AT IR N, JL o i SR, X AR AT — 25 2N, IIAH BL IR -
Roy NAFAE :

[0065] X720 NH.NRELCH, ;

[0066]  G=X/2C=08LSO0,, HG (=X) -X,-R & PUMAL ) ;

[0067] R [CH,] ,

[0o68]  HHpsrF 15102185

[00691 Ry [CH] . [C]

[0070]  HrAqfrF2510Z 17

[0071] R IR, & B ASLHZHCNLC -C B BB S B e (fltn, F kL 258) LC (0) R (7]
41, (0) (OCH,)) 5LS (0) ,R;

[0072]  BRR, FIR, 3EHE LAY S BURBUR 2 BRI 3-8 T 44 3E

[0073]  R/ZH.C,-C,HEEBSCHE e (B, &L Z3%) (C - C, FLE B B fe A 2k (] 4,
) IR TR TT R s AR IE R AE — 2 LU R 70 6 T2

[0074] k2T 153 (A A HEH (914m, 1.2)

(00751 mlfR Ak Bl Bz kP 7 (A ) LR SR I AR AR KGN~
SEACH) SR BERESSAU)  [RAE 2 AR A (B, STARSR AR BREAE T2 &

[0076]  FERASSEREH  GIRKAE L, R FZEH LSS SEREE ARk Z2, MR FEH . fEF
ARG AR k23, TR, & .

[0077]  FERASSEREEH AR K Fite &4, H 3T (b) RIS RR -

‘‘‘‘‘

I (b)
[0079] H+h
[0080]  CIA AU AN AN AN fig B R B A4 A4 - T 70 3R (B2, 34 L3 3R Ul 3k L S =
A | L P (TR A TR HR | IR A (DL (TR )
[0081]  BRCHH LA 453K

;'Tr \rxz\ b4
[0082] ‘ \T
XS\Xf X5

[0083] L epiX, X, X, FIX & A7 b RNEkC, I H.
[0084] M, X ) A b — K REN;
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[0085]  AMIBIRANFEAE , B H S S 2 20 A R 28 B ) 57 78 R B 7 7 IR 3 1 &
(i, 75 J55 A R BURBR B IKC, - C PR bE E (FR PG 3 VIR e V3R L) |\ BRER Y
ARECARZBUARRIC,-C, A (4, ML )

[0086] R EH.AHUREURZIAKIC, -C, B EECCHEBIC, - CFR R 2 (Bl , FH 2k L 2.8
PR FE T % .CH, - CCH. CH, - COOH CH,CH,CO0H) C (0) -R,, ({51411, C (0) -CH,) \R,-OH (%11, CH, -
OH) \Ry-COO-R,, ({51411, CH,-COOH. CH,-C0O0-CH,CH,-C00-CH,CH,  CH, -CH, -COOH CH, - CH, -C00~
CH,~CH,-CH,-C00-CH,CH,) \Rg-SH. -Rg-0-R, , (1401, -CH,-0-CH,) \Ry- (C,-CFAkEHE) Ry~ (3-8
JEAIR) (CF,\NH, NHR\N (R) ,<Rg-N R, )) (R, )) <C(0)H.C,-C,EHESSCHEC (0) - g Akt 5t (1
4n,C(0) -CF,) +-C(0)NH,C (0)NHRC (O)N(R,)) (R, ) +C,-C, LB 2 B BUAR 2 B 1Y
WMk (140, CH=C (Ph) ) \C,-C, ELHE B S HEELC, - C MR s AU 5t « 2 AR BR 22 BUAR ) 3-8
TeARI EPARECR Z AR 75 2 (1, 252 s U BIAR L U R 2 5

[0087] R EH. A HURBURZHUAKIC, -C, B EE B R BC, - CFR R e 2 (Bl , FH AL L 238,
P& .CH,-CCH) F.C1.Br.I.0H.SH.Ry-OH ({41, CH,-OH) \Ry-SH.-Ry-0-R (411, -CH,-0-
CH,) \Ry~ (C,-CFREHE) \Ry- (3-87G4FF) \CF,.CN.NO,Ry-N(R,) R, ) <C(0)H.C,-C EHEH X
HEC (0) - p AR E (#1111, € (0) -CF,) +-C (0)NH,C(0)NHR.C(O)N(R,) R,,) -C,-C, B4 B 3 %
2 R B 2 BRI 2 (4140, CH=C (Ph) ,) .C, -C, ELEEBRS BE BRC, - C PR p AU 5 2 X
BRI I3 - 8702830 2 BURBUR 2 U 97 5 (i, 2 3) sl UG EioR 22 B
R 3 5

[0088] R, EH.AHUREURZIAKIC, -C, B AR HEBIC, - CFR R 2 (Bl , FH 2k L 2.5
P4 . CH,-CCH.C () (OH) (CH,)) \F.C1.Br.I.OH.SH.Ry-OH ({41, CH,-OH) \Ry-SH.-R;-0-R
(f 1, -CH,-0-CH,) \Rg~ (C,-CFAKidt) Ry~ (3-8762% ) \CF,CN.NO,NH, NHR\N (R) , RN
R, R,) (40, CH,-NH,) .C(0)H.C,-C, B HEC (0) - i AAkedE (%4, C (0) -CF,) .-C(0)
NH,.C (0) NHR.C(O)N (R,)) (R, ) ~C,-C, FLHE ol 3 4 U BR 2 U I 2% (640, CH=C
(Ph) ,) \C,-C B4 B S 5 C, - C AR B AU e ik 22 B BAR L UK 3-8 0 2% 24 L 2 A B
ARG 75 (4, 8 3E) (R BUREUR Z IR 4

(00891 BR, AR, ¥ 452 LA C, - C o AR B A 22 A A W AT m AN R A0 8 i i i (481 2 » 2
JRE A L) BT A R (9140, L) BRI B A (914, L Ae)

[0090] R EH.AHUREUCRZBAKIC, -C, B EE B R BIC, - CFR R e 2 (Biltn, FH 2L L 2.3,
P& CH,-CCH) F.C1.Br.I.0H.SH.Ry-OH ({41, CH,-OH) \Ry-SH.-Ry-0-R (411, -CH,-0-
CH,) Ry~ (C,-CFAKEHE) \Ry- (3-8 FF) \CF, CN.NO,NH,\NHR.N(R) ,.R,-N(R,)) R,,) (4,
CH,-NH,) +C (0) H.C, - C; HEE B SCHEC (0) -5 AkedE (621, C (0) -CF,) +-C (0) NH,C (0) NHR..C
(ONR,,) R,)C,-C,H B HEL WA BORZE BACHI M % (4, CH=C (Ph) ,) .C,-C, EL#E
B S HEELC, - CPMR b Abe 2 4 U SR 2 U 3 - 8 TT A% 34 L 22 AR B R 22 AU A 97 2
(Bilhn, K5E) sz BURER 2 BRI R 2 5

(00911 BlR, AR, 745 LA jl e A B 2 HRUA PO AR 3 AS PR F i A e 505 e Rt 3
2383870 (Bildn, 3R PE) \C=08=N-0H;

[0092]  R,/ZH.OH.SH.NH,.NHNH,.NHR\N R,)) (R, ) (41N (H) CH,.N (H) CH,CH,) \Rg-N (R )
R, ) (1401, CH,-NH,) ; BER, AR 3445 LATE il 4 U BR e U4 -8 T8 2% 24 (B4, IR )

[0093] R IR, & H 7 ZHF.C1.BrI.0H.SH.Ry-OH (51 &1, CH,-OH) \R,-SH.-Ry-0-R ,
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(541, -CH,-0-CH,) \Ry- (C,-CHbEdE) Ry (3-8704%#£) LCF,.CD,.0CD,CN.NO, . -CH,CN. -
R CNNH,NHR\.N (R) ,\R;-NR,) R, ‘Ry-Rg-N(R,)) ®,,) \B(OH),.-0C (0) CF,~-0CH,Ph NHC
(0) -R,, ({541, NHC (0) CH,) \NHC (0) -N(R, ) (R,,) (ffl4r1,NHC (0)N(CH,) ,) \COOH.-C(0) Ph.C(0)
0-R,, (§541,C (0) 0-CH,) \Ry-C(0) -R,, (5121, CH,C (0) CH,) C (0)H.C(0) -R,, (f5il41,C (0) -CH,-C
(0) -CH,CH,C(0) -CH,CH,CH,) .C,-C. ELEE 8 S HEC (0) - B AbedE (151411, C (0) -CF,) +-C(0)NH, .
C (0)NHR.\C(0O)N(R,,) (R,,) (f#4n,C (0)N(CH,),) -SO,R.SONR,,) (R,) (B, SO,N(CH,) -
SO,NHC (0) CH) <C, -C, B B S 4 BURBUR e ORI e 2k (B, F 2k L 20 V2 e
He t-Buy 5 TEE R RIE) (A BV EURZBURINIC, - C R Be ik (Bl , PR VER TR
C,-C, ELE s S R U BOR 2 U 2 (10, 0@ 58) < C,-C, FL B Bl B iU BOR 42
HUAR IR B (Bl , 2, \CC-CH, - 35 T 4 .CC-CF,) C, - C, FLA% 5 S B BRC, - C IR o AR by 2k
(g4, CF,, CF,CH,  CH,CF, CF ,CH,CH, - CH,CH,CF,CF,,CH (CH,) ,~CF (CH,) -CH(CH,) ,) - & HAR 5k
REWAHIC, -C, BB BEBIC, - CHRBE T (B, AR HE | £33 T 3 L St T A2
0-CH,~CF,) , AT 1 L o Bk fye S0 v A 28 /0 — AN SE F L (CHL) 848U 7 UG C - CL LR R
SCHEmANE AT L C - C B R B S pq AU e S8 3 (12, OCF, \OCHF ) 22 BB 28 HRAR A 3 -
STCARFR (714, g Wy (GBIl (W I DK (I | e DU A (LG E W IE PR 20 AR R
SRR 95 (), ) (2 BUREUR Z IR R 5

[0094] X /20.S.NH.NR (5141, N-CH,) \S=0.50, : BLX FIR 4% LAY i - 8 JC A% F1 (45l 4, Wik
MEHE) 5

[0095] X720 NH.NRELCH, ;

[0096]  G=X/2C=08kS0,, HG (=X) -X,-R & VUML) ;

[0097] R [CH,] ,

[oo98]  FrbpfrF 1510215

(00991 Ry [CH] . [C]

[o100]  HrAqfr 2510217 ;

[0101] R IR, & EH L H/EH CONLC, - C, FLBE B Bl Be ik (i, FH 5 L 2.3%) .C (0) R (#1)
41, (0) (OCH,)) 5ES (0) ,R;

[0102] LR, FIR, 3EHE UL A BURBUR 2 BRI 3-8 T 443

[0103]  RFEH.C,-C B HE B S HE ke At (B, HJk  £5E) (C -C, B sl S i e S 2k (451,
) IR TR TT R s AR IE AL — B2 LU R 70 6 TE A

[0104] K&/ T 1532 A1) REHL (4, 1.2)

(01051 mlfR Ak Bl ez (I 1 (A ) LR SR I AR AR KGN~
SEACH) SR BERGSSAU)  [RIAE ZAR A (B STARSR AR BREAE T2 &

[0106]  FERSANSEE]H , WAL, R, R AL SERE ], W R ko2 2, MR 2 H. ££ 5%
ARG G ERkGZ 3, TR, & .

(01071 FEXASLHEH H , FRCRIN Cobe IR I L e Wi e | =i (P e 8 A IR | I |
HEE % IR IV 5 5 3 29 s MR A A W ) B St 4«

[0108]  fEANSERE B, SRCH LA N 48R -
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;JI \( NP4
[0109] | \r
Xs X5

3
4

X
X
[0110]  Hrh
01111 X, X, X, FIX, & H J 7 Hh = NELC s

[0112]  FE %A S v, X, =X R 28 2D — 35 JE N £E 25 A St v, X, 2B X R 28 /D i 2
FEN AE S AN S5, X, NI FLX, X FIX A Co 7E 55 AN S B 51, X, FTX NI HLX, FIX 2 C e
TESA S R, X FIX AN FLX, FIX 2 Co

[0113]  FEXAN S o, AR P K — R &4, i =T (o) 45 %R

NH, O
/}\/O %2
C1 X OH
[0114] ‘
Xs  2%s
\x4/

I (e)
[0115]  Hh
[0116] AKX, X, X, AKX JHS7 HENELC, JF H.
[0117]  CLIERIZR TR H O
[o118]  EHKR AL ERTEe2 i Eh TS T (WL K-S N- 8464 [Rl 7 21 AR A 5l
HARAMTH A .
[0119]  FEASEHE R, 2T (o) BV R TVER) AE S AL, 2T (o) th g A
A g B — S B S A AR o LE AN S R, T (0) AL B ARG B S A AR o 7 25> S5
2T (o) B SHT LR AR o AE A LT 0, BT it A & P B0 46 21 >80 96 R B — o I 3t
MR o 72 25 S5 5 BT A6 & 40 0 HE 21 R > 85 %6 [ R — Xof B S Mg A4 o 7 25 AN St 3 5 B
ARG B FE AL RE>90 % Y H — X B S A A o AR AN St R, BT A S Y B FE 4R >95 %
PR B —SXof Bl S A A o £ 5 AN SIS BT IR AN ) R AR A > 99 96 1 B —SXof Bl S A 44
[0120]  ZE&ANSEHEs o, T (o)t &P HICTE A RII B AESA SLHE ] o, CLE A SH A
[0121]  FEZASEHEF H, T (o) I EWIIX, BXH I B D—F BN AE S SEha b, X, 2
X B0 8 /0 B 5 RN AE AN SR, X NI ELX, X X C o 2 AN SR, X, XN
I HX X R Co A& L], X, AIX NI HX, FIX, /2 Co
[0122]  FERASSEHa b, AR AW S —F b &4, ol 20T (d) IS5 R R -
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. \
0 N G R
R i N \Xs/
[0123] . B 1 Reo
N -'Rz X3 \X,,/,Xs
____ 23 4 RG
I (d)

[0124]  Frp

[0125]  BIAAAFAE , e 28 MU BOR 22 U 57 7 IR B A 05 IR AR & (i, 55 2%k ik
NE) B BURBURZ BURIIC, -C, Pt GANEE A I A 3E) s U R 22 AR
fR1C,-C 230 (1, LS A5e) 5

[0126] R JEH.EHURECRZIARKIC, -C, BB BEBLC, - C MR be R (Bl ln, F A L 25
PR FE T % .CH,- CCH. CH, - COOH CH,CH,CO0H) C (0) -R,, ({5411, C (0) -CH,) \R,-OH (%11, CH, -
OH) \Ry-C00-R, , (511, CH,, - COOH., CH, - C00 - CH,  CH, - C00 - CH,CH, CH, - CH, - COOH , CH, - CH, - C00 -
CH,~CH,-CH,-C00-CH,CH,) \Rg-SH+ -Rg-0-R, , (1401, -CH,-0-CH,) \Ry- (C,-CFAkEHE) Ry~ (3-8
JEAIR) (CF,\NH, NHR\N (R) ,<Rg-N R, )) (R, )) <C(0)H.C,-C,EHESSLHEC (0) - g At 5t (1
4n,C(0) -CF,) +-C(0)NH,C (0)NHRC (O)N(R,)) (R, ) C,-C, EL B 2 B BUAR S B 1)
HidE (541, CH=C (Ph) ,) \C,-C EL#E B BEBLC, - CFMR i AU ek . 2 HUR BR 2 B 3-8
TeARI EPARECR Z AR 75 2 (1, 252 s U BIAR 2 U R 2 5

(01271 R 2H.EHURECRZIARKIC, -C, BB BEBLC, - C MR be R (Bl ln, F A L 2
P& .CH,-CCH) F.C1.Br.I.0H.SH.Ry-OH ({41, CH,-OH) \Ry-SH.-Ry-0-R , (411, -CH,-0-
CH,) \Ry~ (C,-CFREHE) \Ry- (3-87G4FF) \CF,.CNNO,Ry-N(R,)) R, ) <C(0)H.C,-C EHEH X
#EC (0) - AR (8112, € (0) -CF,) +-C (0)NH,C(0)NHR\C ()N (R,) R,,) +C,-C, 4% 53 %
ZWAREARZ AR (5 41, CH=C (Ph) ) C, - C, FLBE RS BEBLC, - CoHVIR i AU 4 L 2 T
AREAR LIRS - 8702830 2 BURBUR 2 U 97 5 (i, Z-3) sl AR EioR 4 B
7R 2 5

[0128] R JEH.EHURECRZIARKIC, -, BB BEBLC, - C MR be R (Bl ln, F A L 25,
P4 . CH,-CCH.C () (OH) (CH,)) \F.C1.Br.I.OH.SH\Ry-OH ({41, CH,-OH) \Ry-SH.-Rg-0-R
(f5 1, -CH,-0-CH,) Ry~ (C,-C 3 ktdE) Ry (3-8754%3F) (CF,.CN.NO,NH, .NHR.N (R) ,R;-N
R, ®R,) ({40, CH,-NH,) .C(0)H.C,-C, B SCHEC (0) - i AAbedE (%4, € (0) -CF,) .-C(0)
NH,.C (0) NHR.C(O)N (R,)) (R, ) ~C,-C, FLE 8l 3 4 U BiR 2 U I 2% (140, CH=C
(Ph) ,) \C,-C B4 B S 5 C, - C IR B AU e ik 22 B BAR 2 U K 3-8 0 2% B4 L 2 A B
ARG 7 5 (B, 8 3E) (R BUREUR Z IR 5

(01291 BR, AR, HE 452 B C, - C o AR B A 2 A A W A0 AN R A0 8 i i i (481 » 2
PR IR I L) BT A R (19, M) e A B A (9 s s )

[0130] R JEH.EHURECRZIARKIC, -, BB BEBLC, - C PR e (Bl ln, F A L 25, |
P& .CH,-CCH) F.C1.Br.I.0H.SH.Ry-OH ({41, CH,-OH) \Ry-SH.-Ry-0-R (411, -CH,-0-
CH,) Ry~ (C,-CFAKEHE) \Ry- (3-8 ¥F) \CF, CN.NO,NH,\NHR.N(R) ,.R,-N(R,)) (R,,) (4,
CH,-NH,) +C (0) H.C, - C; HLAE B SCHEC (0) - g ke (621, C (0) -CF,) +-C (0) NH,C (0) NHR..C
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(0N R, R,)C,-C,H B LB BORZE ACH) M % (4, CH=C (Ph) ,) .C,-C. EL#E
B S ERC, - C PR b Abe 2 2 U SR 2 U 3 - 8 TT A% 34 L 22 AR B R 22 AU AR 57 2
(Bilhn, K5E) sz BURER 2 BRI R 2 5
(01311 BlR, AR, HE4i AT Fi 2 B BIR 28 B PR VM BSAN VT £ i A7 1 57 5 3
ZRIR3-8ICHA (B4, FAPIEE) LC=08=N-0H;
[0132] R FAR, % H AL /EHFLC1\Br1.0H.SH.Ry-OH (6 &1, CH,-OH) \Ry-SH.-Rg-0-R,,
(f5 4, -CH,-0-CH,) Ry~ (C,-C IRkt HE) \Ry- (3-8JG44#) CF,.CD,.0CD3.CN.NO,  -CH,CN. -
R CNNH,NHR\N (R) ,\R;-NR,) R, ‘Ry-Rg-N(R,)) ®,,) \B(OH),.-0C (0) CF,~-0CH,Ph NHC
(0) -R,, ({5141, NHC (0) CH,) \NHC (0) -N(R, ) (R,,) ({51411, NHC (0)N(CH,) ,) \COOH.-C(0) Ph.C(0)
0-R,, (§511,C (0) 0-CH,) \Ry-C(0) -R,, (5121, CH,C (0) CH,) C (0)H.C(0) -R,, (f5il41,C (0) -CH,~C
(0) -CH,CH,C(0) -CH,CH,CH,) .C,-C. ELEE s S HEC (0) - B AkedE (171411, C (0) -CF,) +-C(0)NH, .
C (0)NHR.\C(0O)N(R,,) (R,,) (f#14n,C (0)N(CH,),) -SO,R\SONR,,) (R,) (B, SO,N(CH,) ,-
SO,NHC (0) CH,) C, -C, FL#E 8 2 IR BUR S U e 28 (B, 2k L 238 V9 5 R
He t-Bu 5 TEE R RIE) (A BUREURZBURINIC, - C R Be ik (Bl , PR VER TR
C,-C, ELBE B S B U BOR 2 U A 2 (10, 20 98) < C,-C, FL B Bl B iU BOR 42
HUAR IR B (Bl , 2, \CC-CH, - 35 T 46 .CC-CF,) < C, - C, FLA% 5 S B BIC, - C IR o AR by Ak
(5, CF,, CF,,CH,  CH,CF,  CF ,CH,CH, - CH,CH,CF,CF,,CH (CH,) ,~CF (CH,) -CH(CH,) ,) - & HLfR 5k
REWAHIC, -C, BB BEBIC, - C R BE R (B, AR HE | £33 T 2 L St T A2
0-CH,~CF,) , AT 1 . o Bk fye S0 v A 2 /0 — AN SE F L (CH,) 848U 7 UG C - CL LR R
SCEEmANE AT L C - C B R B S pq AU e S8 2 (12, OCF, \OCHF ) 2 BB 28 B AR 3 -
8TCAIA (M5 4y, My R (I8 IR IDKIAR (IR MR  — e UM (IR P WE L LR L 22 AR
SRR 95 (), ) (2 BUREUR Z AR R 5
[0133] X, X, X 4% F O Hh 2 CEkN
[0134] X j&0.NH.NR&KCH, ;
[0135]  G=X/2C=08kS0,, HG (=X) -X,-R & VUML) ;
[0136]  RZ[CH,] ,
[0137]  HrAp/irF1510Z[d;
[o138]  R=[CH] .[C] ,
[0139]  Frhafr 2510215
[0140] R IR, & H L H/EH L CONLC, -C, FLEE B BE Rk (i, FH 5 L 2.3%) .C (0) R (#1
41, (0) (OCH,)) 5LS (0) ,R;
(01411 BkR HIR, 3EH P A AR EUR 2 RN 3-8TC A4 3E
[0142]  REH.C,-C B SR B S HE ke At (B, H 2k £58) (C-C, B sl S i e S 2 (451,
) IR TR T R s AR IE R AE — 2 LU R 70 6 TT 23
[0143] K&/ T 1532 Al REHL (4, 1.2)
(01441 mlR A Bl Bz kPR 7 (A k) LR SR R AR AR KGN~
SEAH B BRAL A < [RI2 2RAR A (il n, TRARSRABIA) BLARAT 41 5
(01451 fERSANSEtf]H , WKk AL, TR, R AL SEREB , W SRko2 2, TR 2 H. ££ 5%
ARG G SR kGE 3, TR, 2 .
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[0146]  FERASSEREEH , AR K—Fite &4, H 3T (o) MISHIRIR -

NH, X

h O (|:-l R
S |
Rq " Xe
01471 | g Reo
. Rz
e L e RG
I (e)

[0148]  Frp

(01491 BIAAAFAE , B 22 HUR BR 22 U 57 7 IR B A 05 IR 4R & (i, 55 2%k ik
NE) R BURBURZ BURHIC, -C, Pt GANZE A I A 2E) s U R 22 AR
fR1C,-C 230 (1, LS A5e) 5

(01501 CH MM AT 502 30 (511U, S MR N | = WAl I Pl R e R A A L b
I ) B CUGE A O A

[0151] R EH.AHURECRZBAKIC, -C, B AE B R BIC, - CFR R 2 (Biltn, FH 2k L 238
PR FE T % .CH, - CCH. CH, - COOH CH,CH,CO0H) C (0) -R,, ({5411, C (0) -CH,) \R,-OH (%11, CH, -
OH) \Ry-C00-R, , (511, CH,, - COOH., CH, - C00 - CH, - CH, - C00 - CH,CH, CH, - CH, - COOH  CH, - CH, - C00 -
CH,~CH,-CH, -C00-CH,CH,) \Rg-SH. -Rg-0-R, , ($1401, -CH,-0-CH,) \Ry- (C,-CFAkEHE) Ry~ (3-8
JEAIR) (CF,\NH, NHR\N (R) ,<Rg-N R, )) (R, )) <C(0)H.C,-C,EHESSCHEC (0) - g Akt 5t (1
4n,C(0) -CF,) +-C(0)NH,C (0)NHRC (O)N(R,)) (R, ) C,-C, EL B 2 B BUAR L B 1Y)
HidE (541, CH=C (Ph) ,) \C, -C EL#E B BEBLC, - CFRR i AU e 2k . 2 HUR BR 2 HUAR K3 -8
TeAI L PARECR Z AR 75 2 (1, 252 B U BIAR L U R 2 5

[0152] R EH.AHUREUCRZBAKIC, -C, B AE G R BIC, - CFA R 2 (Bl tn, FH AL L 2.3
P& .CH,-CCH) F.C1.Br.I.0H.SH.Ry-OH ({41, CH,-OH) \Ry-SH.-Ry-0-R (411, -CH,-0-
CH,) \Ry~ (C,-CFRKEHE) \Ry- (3-87GFF) \CF,.CN.NO,Ry-N(R,)) R, ) \C(0)H.C,-C EHEH X
HEC (0) - p AR E (#1111, € (0) -CF,) -C (0)NH,C (0)NHR.C(O)N(R,) R,,) +C,-C, B4 B 3 %
ZWAREARZ AR (5 41, CH=C (Ph) ,) \C, - C, ELEEBRS BEBLC, - CoHVIR i AU 4 L 2 T
BRI I3 - 8702830 2 BURBUR 2 U 97 5 (i, 2 3) sl R EioR 42 B
7R 2 5

[0153] R EH.AHUREUCRZIAKIC, -C, B AE B R BIC, - CFA R 2 (Bl , FH AL L 2.8
P4 . CH,-CCH.C () (OH) (CH,)) \F.C1.Br.I.OH.SH\Ry-OH ({41, CH,-OH) \Ry-SH.-Rg-0-R
(f5 1, -CH,-0-CH,) <Ry~ (C,-C 3 ktdE) Ry (3-8754%3F) (CF,.CN.NO,NH, .NHR.N (R) ,R;-N
R, R,) ({40, CH,-NH,) .C(0)H.C,-C, B HEC (0) - i AAbkedE (%4, € (0) -CF,) .-C(0)
NH,.C (0) NHR.C (O)N (R,)) (R, ) ~C,-C, FLE 8l 3 4 U BioR 2 U I 2% (6140, CH=C
(Ph) ,) \C,-C B4 B S 5 C, - C AR B AU e ik 2 B BAR L UK 3-8 0 2% 34 L 2 A B
ARG 75 (4, 8 3E) (R BUREUR 2 R R 4

[0154]  BWR, RIR, I £ LAJE e dn b BT R348 5

[0155] R EH. A HUREBUCRZIARKIC, -C, B AE R BIC, - CMR R 2 (Bl , FH AL L 2.3
P& .CH,-CCH) F.C1.Br.I.0H.SH.Ry-OH ({41, CH,-OH) \Ry-SH.-Ry-0-R (411, -CH,-0-
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CH,) Ry~ (C,-CFAKEHE) \Ry- (3-8 FF) \CF, CN.NO,NH,\NHR.N(R) ,.R,-N(R,)) (R,,) (4,
CH,-NH,) +C (0) H.C, - C; HLAE B SCHEC (0) -5 Hke ik (6121, C (0) -CF,) «-C (0) NH,C (0) NHR..C
(ONR,y) R, ~C,-C BB HE 2 BURBAR LU M 2 (41, CH=C (Ph) ) .C,-C, B4
B S ELC, - C PR b Abe 2 2 U SR 2 U 3 - 8 TT A% 34 L 28 AR B R 22 AU AR 57 2
(Bilhn, K5E) ke BURER 2 BRI R 2 5
[0156]  BUR, AR, 745 LAY Bl B BIOR 22 HOCHC 18 PR AR sl AN PR AT 18 I 17 R B e TR A B
28383 -87uH (F4n, AP 2E) .C=08=N-0H;
[0157] R IR, & H AL ZHFC1.BrI.0H.SH.Ry-OH (51 1, CH,-OH) \Ry-SH.-Ry-0-R
(541, -CH,-0-CH,) Ry~ (C,-CFFkEdE) Ry~ (3-87CA44¥F) LCF,.CD,.0CD,.CN.NO, . -CH,CN. -
R CNNH,\NHR\N (R) ,\R;-NR,) R, ‘Ry-Rg-N(R,)) ®,,) \B(OH),.-0C (0) CF,~-0CH,Ph NHC
(0) -R,, (i1, NHC (0) CH,) \NHC (0) -N(R,,) (R,,) (11, NHC (0)N(CH,) ,) \COOH. -C (0) Ph.C(0)
0-R,, (f511,C (0) 0-CH,) \Ry-C(0) -R,, (5121, CH,C (0) CH,) C (0)H.C(0) -R,, (f5il41,C(0) -CH,C
(0) -CH,CH,~C (0) -CH,CH,CH,) C, -C, ELEE B EC (0) - g ke 2 (%21, C (0) -CF,) +-C (0) NH,
C (0)NHR.\C(0O)N(R,,) (R,,) (f54n,C (0)N(CH,),) -SO,R\SONR,,) (R,) (B, SO,N(CH,) ,-
SO,NHC (0) CH,) C, - C, FL#E 8 B 22 BURBOR 22 U e 28 (B, Y 3 L 23 T 5 57
B t-Buy g ]2 REE AR (R HUREUR S HURIIC, - C R b AE (9 4n, P19k VBRI
C,-C, B B e U EOR U 4 2 (B0, 206 2) C,-C HBE B BE 2 U R R 42
HUAR [ (914, 20 : . CC-CH, - 31 T 56 .CC-CF,) \C, -C, BLA% Bl S8 8l C, - C AR i AR Joe Bt
(5141, CF,,+ CF,,CH, » CH,CF,  CF,,CH,CH, . CH,CH,CF, . CF,CH (CH,) ,»CF (CH,) -CH(CH,) ,) - & H{AREL
REWAHIC, -C, BB BEBIC, - CHRBE T (B, AR K, £33 T 2 L St T A2
0-CH,-CF,) , it o pfr idt e S 22 o ) 28 /0 — AN H 3 (CHL) 4 1 AR C - C LB B
SCEEmANE AT L C - C B R B S pq AU e S8 2 (12, OCF, \OCHF ) 2 BB 28 HRAR A 3 -
STCARFR (714, g Wy (WEE IAfe (W I DK (IR | e DU A (LG E W E PR 20 AR R
SRR 95 (), ) (R BUREUR Z AR 5
[0158] X /20 NH.NREKCH, ;
[0159]  G=X/2C=08kS0,, HG (=X) -X,-R & VUML) ;
[0160] R AE[CH,]
[0161]  HrpAT15102 08 ;
[o162] R 7 [CH] . [C]_,
[0163]  Frbqfr 2510215
[0164] R AR, & H L H/EH L CONLC, - C, FLBE B BE Bk (], FH 5 L 2.3%) .C (0) R (#1)
41, (0) (OCH,)) 5LS (0) ,R;
[0165]  ER HIR, 3EH: LA A AR EUR 2 RN 3-8TC 44 3E
[0166]  RAZH.C,-C,HEEBSCHE R (B, A Z38) (C - C, FLE B B fe A 2k (] 4,
L) OREETF BRI AL, T AME RV I AE e IR S su k6 s dh s IF B
[0167]  KfAT 1532 [ 8%
[o1e8]  BRILAR A B nl 252 M 4h S T (A &) AR R AR AR IR &)
N-S A B I BRAG S [R5 2 AR A (1l , TrRARSRBIA) BLARAT 4155
(01691 fESANSEtEH , WKk AL, R, R AL SEREFH , WSR2 2, R ZH. ££ %

40



CN 116709917 A ﬁﬁ HH :I:; 17/74 1

ARG G SR k23, TR, EH.

[0170]  FERANSEHEfF] H , 2T (a) -1 (e) th B A A2 6~ (2- T AE N AU ER) Mk i HI R o 76 %
ANSERtA Hh, PR A S YDA A6 (2-ZU R P IR LR - 2- FR IR o £E 25 AN St 9, ik Ak &
WA Z2- (2-FFEN AR WENE -4- IR AL S DL, Frid & A 26- (2- 7N
H) - 3-FMLIE HR o 7E & AN SEHi b, Ik S A 726~ (2- ZAE A EE) -4- FAknE IR .
FESA L], IR & YA 26~ (2- 2 T 55 MEIE IR 72 &AL 9] o, g &
YIASIE6- ((2- ZEEPA R ER) SR b iE HI R o 762 & AN SE ] b, ek Ak S04 26~ (- EE N
SAEE) M E YRR TR o £E &S ST b, FTiR S YDA 26 - (2- Z R TN SRS Mg R 418
(01711 N PR ARG A A& Pt m] DLRA N BT 2 (R, PP 1) 772 Rt
FER A8 “BRAR” 73 7 5 VB 1R S ) ST A P 1l

[0172]  FESASEHEE] b, IR &Y 2 B AR S SERE ] b, rid &Y =R =&
Yo AEEA ST, BTk S 40 =2 2% BRI AE AN Lt b, BTl A& 2 4k AL &4
[0173]  FERASEHtfH , AR BB K —F A &4, 3 b DL G54 AR A S5 4 30 «
[0174] %1

WEVRS &M
0
101 HzN/\rofj\)J\OH
NE
102 HQN'\rO\@*@H

o]
H-N
103 Mo N ok
o
0]
[0175]
104 HQN’\rO i r”oH
Cl
Q
105 \NJVO\Q)LO
Hz
NH, o]
106 NO\@*OH

107 A O\dOH
cl
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[0176]

NH (o]
108 Aoz  oH
R
Cl
109 |[
\I/\O o)
NHz* (o]
NH, 0
110 )\/O\©)Lo’
NHz 0]
111 Ao DI
=
NH> (o]
112 )\,O\Q)LO/\/\
| o]
113 HzN,T’N‘O)LOH
s
114 o~
NH, oy
\hgz\ HN~p
NH; o]
116 )\/0 |N-\/U\DH
|®
H o
117 Ho AN OH
[ [v]
118 HO/\/N\O)LOH
H {5
119 HzN’\rN\O)LOH
o]
120 HZNA\/O\@f%H
Cl
(o]
NH
121 %6\©/lo”
(o]
0.
122 <I ©)L0'
NH*
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[0177]

o
H
123 HzN“/N\@)J\DH
H (o]
mo | ey
cl
0
125 \/U\N OH
NH, M o
o o
126 HzN)\/D\CHLOH
o
127 HENA\/O\O)%H
o)
128 HZ""‘~/‘\/31C)1)L0|-|
(o]
129 il OH
F
NH O 2]
130 HoN H)Kd'kw
cl
o
131 ”2”—0”\dLOH
cl
(0]
132 O\CELOH
H o
133 HZNNN@OH
cl
cl
134 \[AOI@YO'
NH,* o]
NHz* cl O
135 Ao o
OH o
136 H"N\)\/O OH
0
137 H2N\/\O/©\)kOH
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[0178]

(o]
138 @ on
(]
NH,
NH; |y o]
139 AN 2N oH
X"l
NH, o]
140 )\/SO/LOH
o]
PN agre)
141 N \©/LLOH
0]
142 quwO@OH
n]
143 HZN’\/CD)LDH
(e}
| e
0
/\l/'\.
NH;
(o]
146 ‘H’\/O\Q/LOH
(o]
147 @\)LO”
oY
NH»
NH, o]
148 O\EN\ OH
N//
NH, o]
149 HO.\# OULO/
NH; 0
150 )\JO\O)%A\
o]
151
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[0179]

(o]
152 Hzm/\/‘:’dm
(o]
153 qu/‘v"j@)%H
I
NH, o]
154 /'\/°©)LOH
IEIHz o]
155 AN 0‘-C)'LOH
NH, o]
156 )\/O\@)\OH
NH, o]
157 /J\/O\QAOH
NH; o)
158 )\/"O)‘\OH
NH, o)
159 )\’ DO)LOH
N
NH, o)
160 )\/"@)‘m
NH, o
161 NO\,@\HLOH
.~
F
162 U/©WOH
o
163 ~o on
NH; 0
164 \]/\£;©\N,OH
NH; o]
=
165 \/:;/@j\(o'*
NH; o]
166 O\Er'\cm
QL
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[0180]

16? \|/\O/©\FOH
NH o)
NH, )
\)\/0
168 é OH
NH, 0
169 /LVOO)'\OH
NH, 0
170 /J\/OU)LQH
NH; 0
171 /\JO\O/%H
o]
172 HzN —O/O\@)LOH
(o]
0.
173 ] \E))\OH
NHz (5
NH, o
174 /'\IO\KNJ/LOH
T
NH, o
175 ANON | OH
ey
| 9
176 N oW N No™
NHz (o]
NH, o
177 )\JO\@))\O/\)\OA\
NH; 0
178 /J\/O\©)\ﬁ/ﬁr0\/
o
NHz (o]
179 AO\@))\O/\H/O\/
o
NH, o)
180 /L\/C’\@J)Lo’\n’o‘
(o]
NH> o]
1 81 )VO\©J)kO/\1,OH
(o]
NH, 0 o
182 A0 é g
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[0181]

NH, 0 o]
183 A0 6 ey
NH, o
184 )\/O\Q)LOM
NH, o
185 Ao CY TS
(@]
JOC
186 OH
NH, o}
187 \H\/Oﬁ“\m
OH = F
(o]
Q.
QL0
8]
189 @0 OH
NH
Q0.
190 I@Ii?”
DF
NH» o]
191 )\/0\©)\:U‘OH
(9]
192 é i
X
o]
193 quf\rO\@rLOH
Cl
(o]
| e
F
o]
195 sz’\ro\C)j)LOH
(o]
196 HNC C') OH
o]
197
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[0182]

Q
198 - OH
o
199 HzNWO\@f‘OH
o]
H-N
200 ’ OICj)LOH
N
201 \(‘D:Q\’I}(OH
NHz e}
FOLF
Al Y\M@,OH
NH, o]
N
Il
203
o OH
NH,
//N
204 \[/\o/@j;w
NHz (e}
NH; o]
205 /\/"l@)ﬂm
206 Y\o@\’rm
NH;, o]
Cl
Cl
207 Q
o OH
NHz
Cl
208 \AO@TOH
NHz
NH; [»]
209 /JVO\C)ILOH
Cl
0.
210 6) ™~
x
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[0183]

Q
211 o
HN © b ={-F
F
Q.
(8]
LF
NH, o}
P
213 Cl) S
(8]
214 HzN_O/O\C)J)LOH
NH, o)
/J\/O
215 C) o
F
Cl
NH, (o]
216 )\/"j@ﬁw
F
NH, o)
218 A/‘:’\]ij)Lo’
NH, o)
219 AO\@J)%A\
NH,
fe) (o]
400 @,(OH
NHz
401 0\1@%40
A= OH
MNHz
402 e i
/NQ OH
NH>
403 o P
\@HOH
NH,
404 OJ/Q}_(O
OH
NHQ
405 O\Q\,_/(O
= OH
NH>
406 P
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[0184]

[0185]

[0186]
[0187]

[0188]

NH;
407 NN
N-NH  OH
NH, H
408 Ao 1~/ o
OH
409 Y
WOH
NH» "
0.0
410 \“:,:,’HOH
NH,
411 )\/OM
NH OH
NH;
o__o QP
412 WOH
NH
413 /'\/Om
OH
(o]
S OH
414 9§
NH,
g OH

FEAAS SR, B A& P 2 Bk B 77 o 78 &S ST 9] v, BT ad A & 4002 2% B
FEAA LG b, Frid e & YR SR AL &) AL &AL b, prid e &P & ik &4
FERASSERA] o, A KIS e — T &4, Feeh DU S5 o AR T 45 H s -

R2:
QAL ) G5k
NH, 0
157 /\/"@\HLOH
161 ﬁo@\ﬁm
169 J\H?/C’Oim
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[0189]

NH, o
170 )\/OU)LOH
NH, o]
171 /K/OU%H
NH, o
174 /'\’O“‘“ij)LOH
T
NH; o
175 e /NI OH
T
DR
176 NN Ao
NH, o}
NH, o}
177 /J\/O\C)j/lko’\/l\o”\
NH, o
179 A0 @ O~
Q
NH, o]
180 /\/C’@/‘Lo’ﬁr"\
o]
NH, o]
181 /J\/O\©J/‘Lo’\rr°'*
o]
NH, o) o]
182 )\/Oﬁ)wo/
NH, 0] (0]
183 )\/O 6 o’\)LOH
NH, o
184 /J\/‘J@J)Lofw
NH, 0
185 /I\/O\CJ/LO/\%
(o]
Q.
188 & oH
QL0
NH, fo)
R,
. | ook
LF
NH, o}
191 /\«“@fm
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[0190]

192 Ao 6 B
A
O
193 HZN’\rO\C)rLOH
Cl
(]
194 HgN"jfo\@rLOH
F
(9]
195 HQN'\[’C’@)‘\OH
(o]
196 HNTSAC é OH
o
197 CEO oH
NHzé
(9]
198 o F é H
NHz
(o]
199 ”2“\/\/°\©/\I)\OH
(8]
200 sz\ﬂ(@)\m
NS
201 v\nm
NH, o]
EoloF
202 — é\ﬁm
NH; o
i
203 — Q o
NH; [e]
//N
204 \/\O/@\/gon-c
NH, o]
NHz 0]
205 mw*m
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[0191]

206
NHz (o]
Cl
Cl
207
Y\o Q OH
NH, o}
Cl
208
Y\O/@OH
NH, o}
NH, 0
209 )\/O\d\m
Cl
O
210 (5 oH
AN
O,
OH
211 F
H.N O — F
F
9)
212 ‘[@\ﬁo“ i
(8]
L
O
213 @ 8
0]
)s \doH
F
Cl
NH. (o]
216

/\»:I@)LDH

[0192]  FEANSKHt ] o P AL & W02 BR 570 o £ 2 A SERAT] L T iR AL 5 0 7 2% HRH
FESA LG o, Frid A & V)R SR AL S ) AL A S, P e S92 % B &9

[0193]  fE&ASSLHH] AR WP Je H1 32 1502 1 254 vh AR AT S5 4 2R 1A S WD s R
FAL 22 AL A A A ST B2 AR 1) 2B ) T 3 5 A 5 A 220 RO AR A A B 10 B s

Jt .

[0194]  FE—2bsjififs] r, 1.1 (a) T (b) F1/BRI (¢) BIAAAFAE o FE — LE STt 5], AR 2R Y
B2 B 5 — B A 1) 05 B R Bl 05 B A AR 2 L B B ER 28 AR ) B — BlA
HHIC,-C Ikt B B BIR & B 1) B — R 5 1C, - C 3 R — S AR A K
B B B SIS Tt 91 o 7 — LE ST 5 A B — 0 BRI R o AE — LB S R AJ R — R T
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H, O M o E — B S v, o = o £ — SE St ], CRR ML M o /E — Le St 5] v, O
W I A LSS T L CAE MR o £ SRSl fp] o, CRE MM o A — SRS 51, CRE ML
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REEHEC(0) R,y Rg-OH\Rg-C0O0-R, ,+ BRC, -, BB B S oM o 75— LU St i) b, BTk e 2 2
FA 3k 2 3k PR 3L T 5 L CH, - CCH. CH, - COOHE.CH,CH,COOH » 7F — L& 5 1] /ft , FTIARC (0) -R, 2C
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Bt 51 R, BTIAR,-CO0-R /& CH, - COOH., CH, - C00 - CH,  CH, -C00 - CH,CH, CH, - CH, -COOH., CH, -
CH,-C00-CH,B%CH,-CH,-C00-CH,CH, - ££ —£ESZfiti i o , R 0] LAt — 20 4izk 5 BL R 2= — A
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REARGIARIC, -C B HE BB BIC, - CFRRbE 3 o 7E — LS 1] o, R AR AR, -
C o ELBEB SO HE ek o 7E — LEStif] v, R 2 FH 3L L0 (938 R A BE T 2t -Bu it T 2R K
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FE—LLS i), R C, - C FLBE B SCRE AR 2 U I 2 o £5 — SRSty b, R 72 C, - C LB BK
SCEEA IR KL o £ — LE ST B L R L 2 o 7 — B STl ] L RA2C, - O FLE B S B
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[0209] 7 —sEsiiifsl op, IAN/ KT (2) -1 (c) IX /2 Co AEHL B St » X, &N

[0210]  #F—sEsifsl p, IAN/ KT (2) -1 (c) HIX 2 Co FEH B St , X, &N

[0211] - sEsifsl op, SIAN/ KT (2) - T (c) BN C. AR B St » X /&N

[0212]  f£— L5 il v, SUTAT/BRT (a) - T (o) BIX, 2 X, P ) 20— N o AE — LE S 1
X, ZE X I 22 /0 P N A B S AP] F , X, X N £ B S L X, ATX AN £
LS 5 X, FIX 2N £E — B S L X, FIX AN

[0213]  fE— sl o, SRR/ BRI (a) - T (e) FIX R0 AEH B S B o, X RNH. 78 H e S
it X RENR o £ — LS5 L X AECH, o #F — LE S 7] 5 X 20 NHERNR,

[0214]  f£— sty oh, SUTA/ BT (a) - T (e) BIG=XRC=0. {E K & LI+, 6=X2
S0, o fE— 2Ll il 1, G (=X) -X;-R A2 PYHEFR ) o

[0215]  #E—desijitifi] i , sUTAN/ B8R (a) - T (e) P MR AN AFAE o 7E — LESTHl 1 o, R 72
Ho £ — S8 S R AT o £ SR SEH 1] A, Ry FEC o #E SR ST 1] A, Ry 72 Br o #E - 2ESE
TR S R & T o AE— LS o, R JECF, o 7E— LE S o, R SECN o £E — BESE 1], R
RC,-CE R AR BR G HUR A bt 2 o 76— S8 S 1 o R, e C -C, B Bl S B R 4
BRI e ik o 76— e St i) o, R i F e L 3 VB L S P Lt -Bu St TR IR B AL s
B YRR AR B B B S ] 7R S o Ry R M AR BB S T, Ry
LN 22 o AE— BE S 1] S Ry 72 C, - O LR B S 2 AR AR 22 AR PRy R 3 A — 2 S i 451
1, Ry 72 CC- CH, - ¥R T 4k o 7E — e S 1] o , R, #2: CC- CF o 75— L8 SR8 v, R /2 C - C B B
SCHERC, - C MR B AUE 2k o £E — e St o R FECF, o FE — SESLtf  , Ry 72 22 U R
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ZHARIIC, -C BB B S BE BRC, - C PR be 8 o A — oS5 v, Ry 2 P 482 o 12— L5 S
{5t Ry /&0~ CH, - CF, o £ — LE S 1] o1, Ry 2 S U EUCR 2 U 3-8 TT A 34 o £ — L5 S i
i, Ry A IHE o FE— L8 S 1] o, R 2 H C1EF o 7E— 28 52t 5] b, R /£ OH . SH.R,-OH. CH, -
OH.Rg-SH.-Rg-0-R o+ -CH,-0-CH, Ry~ (C,-C A kedE) Ry (3-8702434) CF,.CD,.0CD,CN\
NO,~ -CH,CN+ ~R,CN\NH,\NHR\N(R) ,~R;"N(R,)) (R,,) \Ry-Re-N(R,)) (R,,) \B(OH),+-0C (0)CF,-
OCH,PhNHC (0) -R, ,~NHC (0) CH,.NHC (0) -N (R, ) (R,,) \NHC (0)N(CH,) ,COOH. -C (0) Ph.C(0)0-
R;~C (0) 0-CH,\Ry-C (0) -R ~CH,C (0) CH,C (0) H.C (0) -R,;C (0) -CH,.C (0) -CH,CH,.C (0) -
CH,CH,CH,\C, -C ELBE B S BEC (0) - i AAbEdE . C (0) -CF, -C (0)NH,.C (0)NHR.C(O)N(R,)) R, )
C(0)N(CH,) ,SO,RSO,N(R,)) (R, ) ~SO,N(CH,) ,~SO,NHC (0) CH,C, -C. ELHE B 2 B B R
G R F L L LB T R TAAE t-Bu S TR R R\ S IR R 2 AR Y
Cy-C et AP 5 AL  C, - C FLBE B S B e U BUR e BRI M 2 L 40 . C,-C, L
i Bl S 2 U BR 2 BUR RS L 2B LCC-CH, - 31 T 3 . CC-CF, . C, - C, EL A B S B BLC, -
C IR i AR 4e 2 L CF,  CF,,CH,  CH,CF, . CF ,CH,CH, . CH,CH,CF, . CF,CH (CH,) ,»CF (CH,) -CH(CH,) ,
ZHARBCRZIRINC, -C B BB BEEIC, - CoFIR bt S Y ARUEE L LU L AU L 7 T 4
3 ,0-CH,-CF,\C, -C, B Bl SCRERR ARt S0 L C - O LB B S i o 1R 48055 L OCF, . OCHF, . 22 Y
ARECRZ B3 -8T0 A TR EMY W IV I IR IDRI | e YDA L ILE I | e LG R
2 AR U 97 3 R | s iU BR 2 U QI 32 5 A — 2 S8 R AR AR T 11 R
TS o 75— LS o R T BARE— 2D 0% B BA T B9 22 D — A BRI FLCLLBr T,
C,-C;E MBS e At \C, - C, ELBE BB 2 (B, L0 2E) \C, - Cy FLBE B BB AL | e 5t
% (BIV, C (0) NH-REENHC (0) -R) COOH. 4¢3 i (El , COOREROC (0) -R) \OH. kg 282k \N (R) ,\NH,
CF, 75 2 TR R 44 05 25 . C, - C A B dE Ry - (C,-CFAHEdE) (T ARZR L .CNFINO, ; g —# R
AR AR e B B B S i 51 o A — 2S5 P, ST T (2 T () B I BIR AR R Y 2 /D — 2
ANFEH A BESER 1] Ry AN H 7E — L85, RMIR P 2 A 2 H

[0216]  fE— L8 il , 3T (a) H A PIHIR, (ANAFAE  AE— L2505 o R, B Ho 7E— 28
TR R, JEF o fE— eS8 1, R, 2 CL o #E—BESE ] o R & Br o 7E — B8t LR, S
Lo fE—SESi il o, R, 72 CF o £E — BB ST 51 o, R, A2 CN £E — S ST 51 o, R, 2 C - Co ELAE B
S IR BR U R e 2 o 7E — L8 S ], R 72 C, - O ELBE B S HE R e U K e 2
FE—SLSi i, R, R R L A RN - Bus R T R BN B s R B I ROR
AR A i B 1) B S A5 o E — L8 S 1) b L R S A o 7E — SRS ) v L R LI R TE
— LS R, B C, - C ELEE B HE L R BR 2 U bR o 75— S S 1], R, 52 CC-
CH, - ¥ T 3k  #E — LS o, R, J& CC-CF, o £ — LS5 v, R, 2 C, - C, LB B S BEBIC, - C
AR o A 22 o £ — BBt o LR, R CF, o fE — 2B St 5] o, R, R 2 U R 22 BUARHAIC, -
C, LB B BE B C, - C IR BE R o 75— BUS 1], R, 2 FF 280 o A — LSt o, R, 20 -
CH,~CF o fE—SE St 7], R, 72 e U BOR 2 UK 3 - 8TE 4438 o #E — S St ] v L R, 2 Mt
WE o 7E— L8551 A, R, 2O SH\Rg-OH\CH,-OH.Ry-SH. -Ry-0-R,,~ ~CH,-0-CH, Ry~ (C,-C R
FidE) Ry~ (3-87G4¢3F) LCF,CD,0CD,+CN\NO,  -CH,CN+ -R,CN\NH,\NHR\N (R) ,~Ry-N (R, )
(R,)) \Rg-Rg-NR,) (R,,) \B(OH),.-0C (0) CF,+ -0CH,PhNHC (0) -R,,~NHC (0) CH,NHC (0) -N
R, (R,,) \NHC (0)N(CH,) ,+COOH. -C (0) PhC (0) 0-R,;C(0) 0-CH,R,-C(0) -R, ;- CH,C (0) CH,.C
(0)H.C(0) -R,,~C(0) -CH,~C (0) -CH,CH,C (0) -CH,CH,CH,C, -C, BB S %C (0) - pa ARJe 4 . C
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(0) -CF,.-C (0) NH,.C (0) NHR.C ()N (R, ) (R,,) <C (0)N(CH,) ,~SO,R.SO,N(R,)) R,,) .SON
(CH,) ,~SO,NHC (0) CH,\C, -C; H B Bl BE 2 BUARBUR S R A e L F L 2 T L 37
B t-Buy i T AR I R IR 2 U EUR R HUR IR C, - M e B (PR P 2 3 33k L C, - C LB
B SRR IR AR 22 BRI 3 L LR JE LC,- C, BB Bl S i 4 R BUR S HUR IR e L 2 bk
3 .CC-CH,-# T 2 .CC-CF,.C, -C, B B 3 fE 8l C, - C MR s AU 2 L CF, . CF ,CH, . CH,CF, |
CF,CH,CH,+CH,CH,CF,CF,CH (CH,) ,~CF (CH,) -CH (CH,) ,~ & HURELA L HURIC, -C, EAE B s %
BC, - CHRbe Ik FF 4k L 250 AU L 57t P 4046 L O- CH, - CF, . C - C L BE B S BE AL A e
SR C, - C B Bl S b A b S L OCF, OCHF, « 8 BUAR 5L R £2 BUAR K3 - 8 0 A BR L E Wy (B
P TV A BRI TR e | D GE R E LR 20 A QEIOR 22 ORI 57 2 L | B
AR BIAR 22 U R 38 5 45— 3 A2 AR A S A 1 B STt 7] £ — 2 Sl foi] o, R T RA3E
— Bk B DUR 2D — AN BUREUR :FLCL\Br I.C, - C, B ik 5 S0 v 3 L C, - C B ol S
Motk (B0, Z)6%E) C,-CyEBEB LB EL e S BE% (BT, C (0) NH-REENHC (0) -R) LCOOH. 4
i (B, COOREROC (0) -R) \OH\ BE4E N (R) ,\NH,CF, 75 5 R Hk | 4255 5 . C, - C A Bidk (R -
(C,-CHABERE) i AR I L ONFINO, s 5 — 5 F R IRARE A 5 B 1) B A S 091«

[0217]  #E— L85 il o, 3T (2) H WD HIR G AT AE o AE— LS5 Ry B H o 7E— 28K
T A R R F o £ — eS8 1, Ry 72 C1 o 72— BESIE ] o Ry & Brr o 7E — EE St L Ry S
Lo fE—SESi ] o, Ry 72 CF o £E — BB ST 1] oY, Ry A2 CNo £E — S S 51 o, Ry 72 C - C ELE B
S U BR U R e 2 o E — L8 S 1], Ry 72 C, - C ELBE B S HE R R U K e 2
FE—BESi ], Ry B I L A RN Lt -Bus 7t T3 R BN B s B B I ROR
AR AR 2 B 1) R S e 081 o 7 — S S 051, Ry R M R o 7E — SS9 v Ry SR LA A
—EeSf Ry 2 C, - C LR B HE L HUR SR 22 U bR o 75— B2 S 1], R 72 CC-
CH, - ¥ T 3  #E — LS 1, Ry /& CC-CF, o £ — L8 S5 v , Ry 2 C, - C, FL B B S BE BIC, - C
AR g AR e o 72— BES 5], Ry A CF, o /£ — 2L 505 o, Ry 2 AR R 2RI C -
C, LB B BE B C, - C IR BE L o 75— BUSE 1], Ry S FH 480 o A — RS o 5 Ry 220 -
CH,,-CF,, o E— L85t 5] , Ry 2 22 U BR 2 HUAR I 3 - 8T A FE o 7E — BB SE 5], Ry 2 Mtk
WE o 75— L8551 A, Ry A2 OH SH\Rg - OH\ CH,-OH.Ry-SH. -Ry-0-R,,~ ~CH,-0-CH, Ry~ (C,-C R
FidE) Ry~ (3-8704¢3F) LCF,CD,0CD,+CN.NO, - CH,CN+ -R,CN\NH,\NHR\N (R) ,~Ry-N (R, )
(R,)) \Rg-Rg-N(R,) (R,,) \B(OH),.-0C (0) CF,+-0CH,PhNHC (0) -R,,~NHC (0) CH,NHC (0) -N
R, (R,,) \NHC (0)N(CH,) ,COOH. -C (0) PhC (0) 0-R,;C(0) 0-CH,R,-C(0) -R, ,+CH,C (0) CH,.C
(0)H.C(0) -R,,~C(0) -CH,~C (0) -CH,CH,C (0) -CH,CH,CH,C, -C, BB S %C (0) - pa AR Je . C
(0) -CF,.-C (0) NH,.C (0) NHR.C ()N (R, ) (R,,) <C(0)N(CH,) ,~SO,R.SO,N(R,)) R,,) .SON
(CH,) ,~SO,NHC (0) CH,+C, -C; L8 8l S BE 2 U BOR 2 R e 22 L R 2 L 23 V2R VR T
B t-Bu T AR IR R IR 2 U EUR R HUR IR C, - CM e B (PR P 2 3 33k L C, - C LB
B SRR IR AR 2 BRI 3 L LR JE L C,- C, BB B S B 4 R BUR S HUR IR i L 2 bk
3 .CC-CH,-# T 2 .CC-CF,.C, -C, B B 3 fE 8l C, - C MR s AU 2 L CF, . CF ,CH, . CH,CF, |
CF,CH,CH,+CH,CH,CF,CF,CH (CH,) ,~CF (CH,) -CH (CH,) ,~ & HURELA L HURIAIC, - C, HAE 5 s %
BC, - CHRbe Ik . FF 4k L 250 D AUE L 57t P 404 L O- CH, - CF, . C - C L BE B S BE AL A b
I C, - C B Bl S b A b S L OCF, OCHF, « 8 BUAR 5L R Z2 BUAR K3 - 8 T BRIy (B
P TV A BRI TR e | D IGE R E LR 20 QIO 22 BRI 57 2 R | B
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AR BIAR 22 AR ) R 35 5 5 — 3 A2 AR A S A 1 B STt 7] £ — 2 Sl foi] v, Ry T RA3E
— B4k B DUR 2D — AN BUREUR :FLCL\Br I.C, - C, B 8 S v 3t L C, - C B Bl S
Motk (B0, Z)6%E) C,-CyEBEB LB EL (e S BE% (BT, C (0) NH-REENHC (0) -R) LCOOH. 4
HEfig (R, COORELOC (0) -R) OH e 8 4= N (R) ,NH, \CF 5 5 IR L 4 5 56 L C, - C IR BE B R -
(C,-CHABERE) i AR I L ONFINO, s 5 — 5 F R IRARE A 5 B 1Y) B A S 091«

[0218]  fE— L il , 3UT (a) H A PIHIR G AT AE o AE— LS, Ry B Ho 7E— 225K
T Ry 2 F o £ — eS8 1, Ry 72 C1 o 72— BB S o Ry & Brr o 7E—EE S L R S
Lo AE—BESZi ], Ry 2 CF o 75— BESEJ 1] o, Ry A2 CNo £E — LESJ 1] o, Ry 2 C -Co HLAEBK
SR HURBUR S U R e 2 o 7E — S8 S 1], Ry 72 C, - O ELBE B S HE R R UK e 22
T BESi ] S Ry B R L3 IS RN <t -Bus 7t T3 R BN B s B B I ROR
AR AR B 1) SR S e 081 o A — S SR 081 R, R R M R o 7E — BB SR R S LA A
—EeS  Ry 2 C, - C LR B HE L HUR SR 2 U bR o 7 — B2 S 1], Ry 2 CC
CH,~ 1 T 3k o fE — LE S5 o, Ry A2 CC-CF, o £E — LB S 51 o, Ry 2 C - C, B R B S HEERC, - C
AR g AR e o 72— BB S5 ) Ry A CF, o £ — 2L S0 5] v, Ry 22 AR R 22 AR C -
C, ELBE B BE B C, - C IR BE AL o 75— BES 1], Ry 2 FF 280 o A — LS 5 Ry 220 -
CH,~CF o fE—SE St 5] o , Ry 72 2 AR R 2 HUAR IR 3 - 8T A FE o £E — BB S 5], Ry A2 ML
WE o 7E— L8551 A, Ry A2 OH SHARg - OH\ CH, -OH.Ry-SH+ -Ry-0-R,,~ ~CH,-0-CH, Ry~ (C,-C R
FEdE) \Rg- (3-8704¢#£) \CF,.CD,.0CD,CN.NO, -CH,CN. -R,CN\NH, \NHR\N (R) ,\R;-N R, )
(R,)) \Rg-Rg-NR,) (R,,) \B(OH),.-0C (0) CF,+-0CH,PhNHC (0) -R,,~NHC (0) CH,NHC (0) -N
R, (R,}) \NHC (0)N(CH,) ,+COOH. -C (0) PhC (0) 0-R,;C(0) 0-CH,R,-C(0) -R, ,+CH,C (0) CH,C
(0)H.C(0) -R,(~C(0) -CH,~C(0) -CH,CH,+C (0) -CH,CH,CH,C, -C_ B 8 3 HEC (0) - pi AR HE C
(0) -CF,.-C (0) NH,.C (0) NHR.C ()N (R, ) (R,,) <C(0)N(CH,) ,.SO,R.SO,N(R,)) R,,) .SON
(CH,) ,~SO,NHC (0) CH,;~C, -C, FLEE B BE 2 BUR BOR G AR e 2k Y2 L 20 VR 2k S
He t-Bu g T AR I R IR 2 U EUR R HUR IR C, - CM e B (PR P 2 3 33k L C, - C LB
B SRR IURE AR 22 BRI 3 L LR JE .C,- C, BB B S i 4 R BUR S HUR IR i L 2Bk
3 .CC-CH,- ¥ T 2 .CC-CF,.C, -C, L HE B 3 fE 8l C, - C MR s AU 2 L CF, . CF ,CH, . CH,CF, |
CF,CH,CH,+CH,CH,CF,CF,CH (CH,) ,~CF (CH,) -CH (CH,) ,~ & HURELA L HURIIC, - C, H A% B s %
BC, - CHMRbe Ik FF 4 ik L 2506 AU L St P 408 L O- CH, - CF, . C - C L BE B S BE AL AU
SHIEC, - C B Bl S B b A b S L OCF, OCHF, « 8 B B R Z2 BUAR K3 - 8 0 A BRIy (B
P TV A BRI R e | D bGE I E DL TER  20 UAQEIOR 22 BRI 07 2 L L B
AR BIAR 22 AR ) R 35 5 5 — 3 P52 AR A S A 1 B STt 7] o £ — 8 Sl fsi] v, Ry T RASE
— Bk E DUR 2D — AN BUREUR :FLCL\Br I.C, - C, B 8 S0 v 3t L C, - C B e ol S
Wtk (10, Z)6%E) C,-CyEBEB S B EL (e S BE% (BT, C (0) NH-REENHC (0) -R) LCOOH. 4
HEfig (R, COOREOC (0) -R) OH e84 N (R) ,NH, \CF 7 5 IR L 4 5 56 L C, - C R Be B R -
(C,-CHABERE) b AR I L ONFINO, s 5 — 5 F R IRARYE A 5 B 1) B A S 091«

(0219 LS ol , AR, X X AN AR — A EN S AR R Ry~ Ry BiR A
FFAE o

[0220]  fp—4escjtify] b , NI/ BT (2) -1 (&) BIRGHECH, o 72 B 5Kt , Ry CH,CH, o 7E
g Sitfs) o, Ry 2 CH,CH,CH,
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[0221]  #F—2e sy rh, SUIAN /BT (a) -1 (e) MIpsi 1o 78 FL B St fol H , A& 2 o 78 H B S
i, pA 3.

[0222]  fE—gesjiifs)rh, x0T/ BRI (a) -1 (e) KR /EC=C.

[0223]  #F—2esijify)H, NI/ BLT (a) -1 (e) HIa/Z2.

[0224]  fE—sesiifs)h , I/ BT (a) -1 (e) IR, feH. 7E— LB SLi 5] 1 R, f2C, -C H
B SCHE e A o A8 S RiAG) R A CH, o 7E H 8 SE A5 H R & CHL CH, o 72 L & SE 5] 5 R
72 CH,CH,CH, o £ & St 5] v, R & N E FL B SEJE ] 5 R 72 C (0) Ro 7E LB SRt H R
&S (0) R 7E & L5+, R, /2C(0) (OCH,) o

[0225]  7E—2Lscifsl , sUTA1/BLT (a) - T (e) HIR, /& C, - C, BLAE B SCHE Je 25 o 72 2 S
Bl R, AR SRt R & CH, o 2 LB S5 5 R A2 CH,CH, o 7E LB SE T LR |
72 CH,CH,CH, o £ & St 5] v, R, & CN o E F 8 SEJE ] 5 R 52 C (0) Ro 7E LB SR H R |
&S (0) R 7E & L5+, R, /2C(0) (OCH,) o

[0226]  fE—LBsLjfifs] b , 2T/ BT (a) -1 () HIR, AR | 342 LAIE B2 BUAR B 22 HUA
3-8ILHIA AL B R R IR, R DATE BROIR B FA o 78 e S o, R PR | 3432 DA
TE IR BE I o £E — LSSt 451 v, ik PR AT Lk — 2 ke B DL R B 22 20 — DN R VAR - F o
CL.Br.I.C -C,H BB B bk . C,-C BB B I 2 (B, L0 %) LC,-C, EL B B S BE IR
He b LR (B, € (0) NH-REENHC (0) -R) COOH. %3 i (B , COORELOC (0) -R) OH. ki 48 3k N
(R) ,\NH, \CF,\ 77 5 A KL L I J7 8 L C, - CMbe it (R - (C,-C IR ) s AR HE LCNAINO, s Ff—
F YIRS R B () B S Tt 151

[0227]  FE—2Esijfafe b, IAI/EKT (a) -1 (e) FIRSEH. 7E— 2SI fil o, RAZC -C, LA 3
BE bt A AR FL B SERE ] b, RO Y AR L St RA2 S o AR L S L REC -CLH
B B S b AR o R L S A R, RO B AR o A L S A R, RO PR L 7 LR S it 8
W, RAE T 9k o 7 L8 STt L R 2% 05 3k o AE e S5 v, AN R IS IE 2 AE — 2 DA
TE A5 TGE6 TG IR

[0228]  fE—LLsyifife] k2 A T 145 32 18] (R o 7F — e Sids b k2 T 152 2 [ 1Y
B A LS kR N T2 5 3 1A B R o AE — e SR, kA2 Lo 7E — LS Ag
kA2 2o 72— BE SR b, koA 3o £E — LSt 5], i SRKAN 2 1, WIR, & Ho £E — 28 St 51 H , 4
k22803, MR, ZEH.

[0229]  7E—LESLjfi ] b , 40 SRR JEH AR B 45 R 2 H R 2 AR 43 JF Hiko 1, TR,
AFEHAE— LS, i RC=XZC=0;X20:R jEH. B 4% R JEH: R ZHI HR, /2
Bl 2, BBIR R IR R s R 2 I HKG2 1, MIR AN RHELE . 76— S8 5 il v, 4R G =X
FEC=0;X 20 R JEH FIER 458 R fEH R ZHH HR, & R B L FE , BRBIF R IF TN R 2
H:R/EHEF ; 3 HkZ 1, M ATk &) 2 24 Bl i) 88— AR i 4

[0230]  AxFr Ji i, fEIR I B A > T AR A B R pr 23R 258, A EH R - LA SE
B AL G o AHT R0, FERUR 1 B D T 3N A K B R B 2 IR 45 M v, fEAEH R 1
PSS R B S AT

[0231]  fF—2esiyifs b , A & BV J SO gz A &4 FoR A S 41 -G A/ sliAd
J78, Hrh Frid & W2 R AL 2 EnT 852 () R ST AR SRR OGS A Rk B AR LK
E W N-SE A S n R L SRA | R 2R AR A GRARSEARAD)) B HAT AT 2H & o 76— L8 S i 451

63



CN 116709917 A ﬁﬁ HH :I:; 40/74 1L

o, BT AGE W 2 B B ) o £E AN STt R, BT IR AL & P A2 2R R o AE — S St v, ik Ak
GRS EED K.

[0232] AR SCAT A I, B — BB & 1 0% A R B4 O A R A AR R BT DL RAT A BE SRR,
AL A EANPR T2 5 25 5L e JE (2- PR Sk | 3 - M B RN 4 - b e L) | I AR | me e | I R
FE MR | RS | DY MRS N R L | S IR I R IR R | S DA L IbR e L 1 - FR R Ik e (i
e I LY g 356 L IR L | TR Iy - IR (IR BRI | SRR L2, 3 A L E O LI 2R 3,4
Z-2H-2RIFE[b] [1,4] =5 Bld R [A] A 20 A 0 & R 9 [d [1, 3] 1A 4 2 30 %
A5 DU S Z5 5L L NG| W JE | 1H - P W | S | e L | BT JEE (SR SRR 3 2, 3- & - TH- 2R [d] R mk
B 5| 2H-ME|mE =R 45,6, 7- PUS - 2H- NG| | SH-I5| G - 3 - i | A SR | A I I I |
1,3-ZRIFMEM L A S L DR IR MEME L (1, 3- 2K JFMEME (4,5,6,7-DUA -1, 3- R0
P | GRS AR IR (1,2, 3,4 - DU SRR BR L 1 - (MEERE - 1 (2H) - 3%) 0 Mg a8 25 | PR R s |
I R S I R Y Mg S DR R IR g 25 L 1 - RS IR | S 2R R R IR A L R IR - 2 (3H) -
TRy B IR Rk IR [e] [1,2, 500 e SR (o] MEmy JE DR I 1A A 8B IR
HhmgE e (1, 3] (4, 5-b] AHmE (N ek keI [2,1-b] [1, 3] 1EME 4H, 5H, 6H-
WS [d] (1, 3] MEmME (5H, 6H, 7TH, 8H-BRIEFE[1, 2-a] ibie  7- %A -6H, 7TH- [1, 3] mgmk Jf:
[4,5-d]msmE ., [1,3] MM IE[5,4-b]mERE  2H, 3H-BEME (2, 1-b] [1, 3] MEmE ey H:[3,2-d]
WEIE -4 (3H) - Wi 4- A -AH-1Emy I [3,2-d] [1, 3] M (KM I [1,2-a] MERE L 1H-BKMEIF (4,
5-bJMENE  TH-BKME I [4,5-cTMERE 3H-BRIEFF [4, 5-cTERE (LM [1,5-a] MERE DR -
[1,2-almtie WKPEIE(L, 2-a] MENE  TH-MEAE IE (2, 3- b ERE (IHEE JF (2, 3-b] Atk L ik IE JF:
[2,3-b] ikt -3 (4H) - i AH-BEMy 3 [3, 2-b] ML M L EEHR IR -2 (1H) - LH- it 3 (3, 2-b ]tk
WE L TH-ME g I (2, 3-d ] mEng (e 5[5, 4- btk nE HEME - [5,4- b AEnE JHEmy 5 [3,2-c L
ME 3-F L -4H-1,2,4- =M 5-FIJE-1 2 4-M e | LM b - 2 - i 2%, 15— YRRl
5 A 2 B B B S it 451

[0233] WA SR I BRAE A UL, S IR TE “GiiE” 7] LU & F 2 2 2930k AT
] L Bl SR S i o AE A ST B BE L C - OB o AR — S STt e AR C - C
B o TE— LS ] o, ot B0, 75 C - C ik o 7E— LB S5 o, Jot 40 35 C, - C ik o #E — 126 SEZ it 491
r, BE AL 55 C, - Coliic o 7E— RS ] v, v J 60,25 C - C ik o B — L8 St il o, Bedi /2 C -C
B o FE — LB S ] v, BE L2 C - C Bk o £E — LSS o, SCBE Be i R 40 R AT 1 285BI e i
) EAR () e 22 o 75 AN St 3] e 22 T DA AR AR 1) o 72— e St 49 o, e 22 v DA
PUREUAR : 1 28 i AR Je 38 L PR 38 L o B 2 L L (IR 326 | e S Tk e Ot . — e SE R 3 L U
T3 L COH U  Br BE BBt | e JE G ik R I LAk AR ARbE 3  C | - C, LR B A b AR 4
B CF, IR AR IR B | (%) K2k | - CHL,ON \NH, \NH- %t 4= \N (Be 2%) ,+ -0C (0) CF,+ -
OCH,Ph- -NHC (0) - 42, -C (0) Ph.C (0) 0- 4¢3 . C (0) H. - C (0) NH, L HATATLH &

[0234]  Je kAT DU il — 1 B B AT DL BOR BUARIE R 4 7y, an A e 28U ik e A 2 ot
B AR A S R B A A | b A U e SR T e SR IR S R AT I e 2
B CHEANTN B I HLIR b e ACH A L i AR L = AR R AR O S AR =
AW =R ATSE - SN R AVTSE- SNt R AWTSE- SN K= B S - SO E= B =1 E S v e N
FFIEPIHE IR I L R I IR I R L IR W I L 2T
PR BRI < 1 A R I 36 i A 2B I ol A TR SRR A « P JEE IR . 2L 6 R TR SRR < 2-
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CH,-C,H,-C1.3-CH,-C H,-Cl5}4-CH,-CH,-C1.C(OH) (CH, (Ph)%&.

[0235] WAL AE FI B, AR “Wi J7 AT DL 5 22 2 29 301 Bk B AT ] B Bl S B A 22
U0 F SRR AR o™ A0 2D — N - BROOUREE T S Lo IR, AR ST U AR s 2 IR
EHE A BE A RE VUM A A SRS IR R B AR BV 7E - LS
W B A P A DA FA NS BB AN - T O 5 B 38 R AR AR A A 11
ST 81 o S R ) AR BR R S 5« 20 RS S ORI TR (R, - T -2 1
Wi s MR -2 TR SR ) ks (BRI, 1- S 3 W - 2 - ks R A e 3 -2 TR 36
O (Bldn, 1-Cfdk s (B) -2-Cdk. (2) -2-CM2E. (B) -3-CMdE. (2) -3-CMidE.2-
B 1-RIEAE) , e AT AT LA ST RE RS “BedE” T sE SCRIAR B A

[0236] WAL HINE HI R, AR “BRIE” AT BLZ 5 22 2 29 301 Bk BOAT ] BB Bl BE BRI
U0 LSRR AR “e k™ A0 A > — AN - B =R E S BRI, AnAR ST E LRI AR IR
BRI B R e DU BRAE A SRS BRI B — AN BB B R SESH ,
BREFEEA P A DA FA NS BB AN - T — 4 5 B 3 R AR A A A 1
B S 91 o JoR 3R (0 A PR AR S 1) B B s BRI SRR TR (BT, 1T R 2 TR AN
ST (e (B, 1 IR 2 R (U (B0, 1- DS 2- DU (3 - bR AE)
EATHAR AT LAUR b SCBF RS AR “Bed” B s SCRIIIAE A K

[0237]  WASCHTAE A AR D7 37 52 45 5 73— A3 [ B8 & O ) 05 & R34 I HLn]
DL 2 AR B G U o 55 3 ) DU PE— B BGRB8 mT DU BE K U3 (o 41
or» WNAEDT R e dk 95 IR B I MG EE S5 rh o o 1 5 H A B (HR R o3 R
SiE e NURUER N N iR N IR NI = N2 SN SN 1418 NI B N S B
NEE AR 2 IO AR W 7y DL P Mg Mo O AR PR L ORI 28 ORI B ORI 2 3 -
Fe-aH-1,2,4- Mgk 5-FHIJE-1,2,4- T8 TS AR A S (EA IR T :FL.C1.Br 1.C -C, B
BB SCHE T L C - C BB B B b AUbe 2 L C - C, LB B S B e 43k L C - C, FLBE S B i A
BE A (CF, R T ARIR I | (4 05) 2R 2K LCONLNO,,« - CH,CNNH, JNH- %t 56 \N (e %) , PR3 | -
0C (0) CF,~ -OCH,Ph, -NHC (0) - 2% COOH -C (0) PhC (0) 0- kg% .C (0) H. - C (0) NH, BLIHLATAT 41

I
= o

[0238]  WASCHITE AR, AR “Be 8B 4R 0 B ST e SO e B PR B 32 o Je S 2
B TR BRI SCRE e S B P o Jod S B O AR BR A 2 S PP S0 23U T 3B L S A
BT A2

[0239]  #F—Su S 5 o, “pa ARk 2" R FR 0 b SCPRE SR ke sk , Hopl— A e A 5 & A
T BIInRE L1 Br BT AT “p AU L™ A0 55 (HANER T AU 2 , RV 47 =2 — A
T e o AR e B 1 =l R 1 44 512481 2 CF, L CF,CF,  CF,CH,, - CH,CF,, . CF ,CH,,CH, » CH,CH,CF, -
CF,CH (CH,) , FICF (CH,) -CH(CH,) , -

[0240]  fE—LE5HAfI  , " AREE” RAEH— A R IR T, FII4E . C1 BrakTH
ARRREE AR A2 — AN S B, p AU R4 - AT

[0241]  Fp— e St i) b, “foe SR e 3™ A4 G ST S SCRO e, LA an b 3CR e SCHY
B S, BN AR L 2SR T R R AR B T SR B SR A o S R e B A A R
52491 52 - CH, - 0-CH,» -CH,-0-CH (CH,) ,~ -CH,-0-C (CH,) , -CH,-CH,-0-CH, - CH,-CH,-0-CH
(CH,) ,~~CH,-CH,-0-C(CH,)
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[0242]  {ESASLHAG] A, “FApidk (cycloalkyl) ™ “HelREEdE (cyelic alkyl) ” B WA
S P12 4R A T D3R R T IR 254, L n] DU A AT 1) L 2 B ER 22 AR
B — BB G 1) o 72— SE St o, PRBE R 3- LOTTIR £ — SRSt o , PR be ik 2 3- 1278
B o fE— LSSt 5] o, PR Be R 6 TC R o 7E — LU S v, PR e BE AR5 - TITHE o 7R L S it 451
IR eI AL 3 - 8TCHR o FE B SHtA] F, MAde Sk W] L R A AR R B AT BOAG : 1 3L e
e p AUEAE R IR R U B (I | e B IR SR L T e R SRR LU LR LCOH LR
B BB Ak L bR R A R B VB AR L C - O ELBE B B g AU L2 L CF, AR
FRIRHE . (R 4U2E) 250 L -CH,CNNH, \NH- H2 2 N (ke £2) ,+ -0C (0) CF,» -OCH,Ph., -NHC (0) -
3£.-C(0) Ph.C (0)0-f 4 . C (0) H\-C (0) NH,BEHAT AT 4L 5 o £E — LB S ] o, M ek 30 ] DA
5 53— AN BRI IA fe 2k B30 3 - 8T A & o £E — LESE ] o, IR B SR RN IR o £
— BES ], PR S IR R AN IR o P ek 1 AR PR VR SC B AR IS Ok A L A A
B PRI A VIR R IO B IR T VIR TR S IR o B A A 2k (COD) A o A
(COE) &5 .

[0243]  fEANSZHfF]H , “Z43F (heterocycle) " BE “Z443F (heterocyclic) " 248 T
B S5 2 AN AL A BRI LG AF A ) — B 20 O PR S ) o AE A SE Bt 0%
P RIR AR T T A AR R B T AT AT 2 S AR R ) R 43 K 05
TR LG o AE — LEST ] o, S IR BR 05 A RN AL 3 - 10783 o £ — BB Sl ] o, 2830 Bl 95
RN L3 - 12703 o £ LESA] P, 80 B 55 A IR AL 6 T03h o #E — EE SR 1], 234 B
AT RIAFES - TTCIR o AE — EESL ] P, S B 07 B IR /& 3-8 70 o £ — LS ] o
AR I A B0 57 A TR AT LA AR 2 AR R B LR A : 1 3K e ik« i AU B PRt e 2
HRHE TR R | e BRI e | T be B M A SR L S L COH L BUAE e R AR R
HRHE R BRACKE A L C - C LB B p AU R L CF R i AR 3E L (R4 R
+~CH,CN\NH, \NH- %t 4 \N (% 42) , » -0C (0) CF,» ~OCH,Ph -NHC (0) - %% -C (0) Ph.C (0) 0- %
I .C (0) H. - C (0) NH,BRHAEAT YL 45 o £ — LESL ] o, 230 B 55 A R T LA 55— M A Bl
AR e B IR 3 - 8TCIA M 15 o A5 — LE SRt b, 28R RMIANIR o fE — LS i), S5 34
T AR o Z8 3R Bk 55 A IR IR A 2 1) A BIR A 1k S5 B ML S WIRIE M) AR IR TG B 7 ML
M 2 18] SRR A M IR IR IOR IR - 2 (3H) - IR [d] L1, 3] 18] SR A% P e ol e (e |
2 L AN N IR B R AN R NS AN N e S 7 I A O B = B S 7 N T R 2 2
ThE) SZEDUSMEWY 1, 1- SR A BEE R TR IR I IR IE | 1 - PR IRE Sl L 1, 3- ST
IR IR FEIR 3 - I Bk -4H-1,2,4- =M 5-FE -1, 2, 4 -8 e (R - 2- ] | I
A 5 - 2 - F g | W 5 k5 220 AR AR AR 5 W 1Y BRI SIC it 1

[0244]  FERANSCHEB o, A K B3R I 1 AR WAL S B AR P AL 5 BRI A2 1 L Y
PEE T (W) LR RAR D R R BAR R AR K N- A A B SR
[ 37 2 AR A (1, TARSRAAA) BOHAT AT 20 & o 6 AN S 51l v, A B R L 1 A R B 1) Ak
AN SR SRR o AE— S S v , AR IR I T AR B AL SR e S R AR
LSt AR ISR AR I AL S AR A S R I o A S SR
AR BT AR BB G I ELAR S A R o AE — RS St A o, AR BRI T AR BRI AK
EIHIKED AL LS, AR ISR T A AL S VDN S A ) o £ — L2 S 1)
o AR IR T A B AL B IR B TR B SR AU o £ — SRSt 51 o, A R B BRI T AR

gl
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B B4 P TR A 2= AR AR (RS (AN BR T AR o FE — S Stafol v, A i R R At T A
KBSV 2 s B o A — S8 St 5], AR BRI 1 A B AL A WD I it A o 7 — 28
SEHEA R AR BB AR T — il AR S, ILELHE W AR SR IR B AR R B AL S P BT
— LS, AR BH A A D I SE AR SRR S AR R AL TRz L AR
SRR IKE YD N-SEA | [FAL R AR GARSEAYD) 2 b B el i AR AR AT 4 5

[0245] 7 &AL, AR1E “ S 4" A S AR T 32 AR A A, B il ST AR A R
I SRR RN SAL A G5 40 S A R TN AU ) G R MR RN AU 55 o 72— e st 49+, Pl
I S A A ST AR SR AR o AE 5y — N ST, BT IR R R AR AR G R A

[0246] 75 &ALt 5 v, A i BHIA 75 AR i BH B4 6 1R 8 Fob S A S ) A 4] FH 2k o AN 4T
IR N GO LR, AR B A T DL F 20— A FrEd Rk, H T EAR K BT
RS B4 ET DA LAY 2 P B A e T A7 AE B LT IR T8 X0 8 AR 4 A B 1) 4L
E WAL Lk — AR N SIAR SR ARAEAE , BT STAR SR At AT DU e 23 v S A A4 (49 4, 55
B A A4, 40 (R) B (S) ) AR XS B R A 4 & S V-5 ATH VR & 0 B E B — R XS
SRR AR X WA ARV A BT B S AR AR, S EAR T R R L ®) ()L ()
DO R®-® ®RB®-® ®ES ® G RS ®®.® S S-S ® (©). () ©)
(R F(S) (S) (S) AR STFAY A . —Lefb S Wit v] DA IN H 2 SIS o B A R AR , AR BH IR 55 AT
AN BE D2 iEVE 2 R SO AR T B HIR &), Brid e X B A v T3 A S
T B 25 b AN 1 B AR A 1 AR K R M

[0247] AU b A% T JE R0 B A o) 8 6 i PR X (49, e o R P 7 465 it e R A AT
AN HETE 3B I G 2SR GG AR A R B I T A s E I A T ] s A AT
T ) .

[0248] Ak AL A Wik o] DA LAAME - B Y IR AP e, KA R A LSRNk R
P AR o AE — St 5], A R BH B 46 B 40 AT DAASE A AR 7 Sk i) £ B DA B 07 o &5, BASR
FRFEA AR S N SL AR SRR (R, A B4 )) i ST AR SR 1A o A b 4l 2 48 S AR
PRI A RS N 22 /02995 % , BEAR e 4l o 28 /2998 %6 , Bl ide h 4 5 oy 28 /2799 % .
[0249] 75BNt o] , AR B A K B I A0 P A 38 B AR b Al 1 ST AR S R AR o 7B 25 S it
B, BT IR AL & W2 SEAR AR IR G o 72 S A S5 5 BT IR AL S )2 A1 T B A . 75 2%
AN R, BT I ST AR S R A S o L S A4 o 7B AN S R, BT IR AR S R A B At
X WS R AR o SR SR A AR AR TR PR I B N A 2980 %, BEAR IR Hh Al D A/ 4
90% , EL B AR IR Hh Al By Z /024995 % , HEZ FE AR IR Hh Al B O B /2998 %, S AL i M At B
F/2199% RSN SEHEE R, Frid b S B FEAE>80% . >85% .>90% . >91% . >92% >
93% .>94% .>95% +>96 % >97 % . >98% >99% . >99. 5% Xf B SE AT & (ee) f) B —5f it
SRR s B3 B RN AR E AR A B 1) B STt 9] o E %A SR R, BT A B AR A >
80%>85% .>90% +>91%>92% .>93% .>94% .>95% .>96 % .>97% .>98% .>99% .>
99.5% X B A A L 28 (er) ()5 — X B e A 4 5 Ao — 35 2 SR AR 8 A< I B (%) 5 ok S T 491
TE B St b, Bk A A Y FE 4l = T80% .85 % . 90%6 .91 % . 92% .93% .94 % .95 % «
96% 97%98% 99 % +99. 5% ] B — SR S M A4 s B — 3 3 R AR AR 4l A R B 1) Ak S it
il

[0250]  7E&AN STt o , BT I A0 ) 2 B A b Al 1) B — 56 B S A R o 75 AN St s v, BT
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B A EAEIRNT B A R o 78 35S SEHEG) A , B Ak 5 ) A 2R A b 200 (1 S Ik
R o 2 AN SR o IR A & ) B X SR A AR R B o A2 S SR B o iR A &
PIFEAMIE e AL S SR, BT A S ) LS AR AR IR 54 -

[0251]  fEALASLHp A, Frid b Y RA WA FE O AR S AL Frid b &9
FESLAR AR R A o A SN SERE B BT IR AL 5 W) B4 280 370 B4 P AR SR A R 1 VR
GV BB PRI IRYE AR WY 1R ARSI 51 o A 25N SR 1 o iR A 5 08 B ST AR S
AR o AE AN SERE B R AL 5 4 e A b B SR R A AR R S SERE A o i
WA RIEAR EALRRAL AR SRR AL L], T i A R SR R 24U SS LAk 7
R T2 S5 o, T AL ) 2 i A B 2B AORS LA S K A o 7E 3 AN SE A S BT ik Ak
WA FALRSRAL IR A

[0252] A WAL & e v BLE K ST 30 R RE Irid b & it — D e & it R 3k
o ¥ g T B AR AT R R K.

[0253]  GnASCHT A B, = — e db 2 G (BN, e dk 555 ) AR “BUR i, A S0E
S A ARG AT - A ST ] o, XU S EA R TR AU T ED—
# :F.\C1.Br.1.C,-C, H B S HEFidik . C, - C, B AE B SCREMR 2L (9, £ HE) L C,-C B SL
BRI e i (BT, C (0) NH-REENHC (0) -R) e 2 g (B, COOREROC (0) -R) \OH. ft 3 \N
(R) ,\NH,+CF, 75 5 | R JE | 4 75 26 L C, - C Mot B | AR 2 5 L CNINO, o

[0254] A WYL A5 W RT LA BL— Fob B2 il AT B A A2 S A A (K R A7 78 L OF HLEGHR T
IR A AT RERG — L BT A AR S A A 28 A B ELAN [ AR S B2 2 B » A SC ot BT AT
BE I AR S M 1, 65 BT A 573 A/ 0 A T A LA S R R/ BSOS M o A1, 0 5 DA R LR
SR ((EANR T3 4 B AR A )

[0255] R HAR A4 4L

%
[0256] HS_:?/ N\/?H/ :
X ¥

(02571 RHL PR AR A 1) 38 S A A -

(o) HO
[0258] \ N\ %— — Y}%—

[0259] AR WIS AR AL GV AL BT 52 18R, Birid £ T A A% ]
PRI 5 5 R Bl o A S T 77 A o B 540 i ol o LA R M B ik T AR A 540 5 B
B SR I, Pt e AR AL 5% B T2 1 o AR R AL 7 Bl sz i 2" 2 fa Ok
B T R G S R AR P AL A R A o F AR 2 A, AR AR AL 2 s e T i AR A 2
FEFT G 1 o 2k L TEHUER AT HUER HE 18, i iR JEH LR n 5 12 SV IR IR S Bl IR A IR R PR 558 » Tk
ANRW ZIR AR« LBF IR TR R 5  ThoRIR V1 IR VBRIHIR W & B IR AR 7K
W2 R PR S PRI R it BRI FVRE R LT TR X PR R B PR K IR WN- SR IR IR S - L E
ARG AIBARN S C I H AT BLA 5 s T AR Y A B A S

(02601 A< 5 WY A A 5 400 (R Jic 11 45 385 PR AR I A 2 B T 322 32 110 5 R A b TE W LR A ML IR 1
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B o AL SR T B A TELER R SEB R B IR AL IR 8 IRAL Y AL R R ER £ &
BIREE IR Eh 2 - F2 LR IR i (PR 2k Z e i R £ B IR <k L AL ) | S A IR h
(isothionate) AR & i i R Hh 8 R 6 R R 6 S SR R 2 B eI o B (e R AP
77 BB L 20 o 3R BUAC R e FE R L 8 b B IO O SRR R ) L TR 2k AN SRR
+h

[0261]  7E&ASSEHtiA] o, i G Lk A9 S8 T LI G TR S BRI <57 B Ik 57 IR Ik 214
I RN R A NURR , sy CFREE VR A AR EL PR MIR # . & R #h AR
KR EL EEIREL (algenate) (K JRFRIR #h 2 U B be ke PR IR 6 L M R R 6 L AR A PR 6

D
/

Ak
PN

IR EL IR A EL T IR IRIR A3 I A IR A L AT R IR 2h AR IR 28 AR N R 26 . Fh
FLGFEMA NG L VIR e IR 2L L AK LR 4T (calcium edetate) AEifif R £h (camsylate) Bk
iR 3h e hi 4R £ (clavulanate) RIERR #h . R IREL . I MR IR AR . T+ e s IR £ . —
TR £L 2R ER L (IR EL L 2R 2h (ethanesulfonate) JAKHMEREE . £ —WEFR T (N R+ —
FERE IR £ (estolate) « LHHER 2h (esylate) & SR EE R 21 LW - FUPE IS R 25 L /)
PERRE B AR . LR (glycolate) A MR Eh (glucorate) i FFHE R £
(glucoheptanoate)  H il BEER £h 7] BEME R 21 (g luceptate) X 8 £ Mok 2a 25 2R R 6
(glycollylarsanilate) & —FREL AL L (IR £h . L FR EL L 7R 0L TR R 21 VIR EL R TR
O [A 2R iy R R O R 2h R ZE IR AR  EURR £h  ALIR &h LM IR £ - AR ER R
PR Eh . o Eh I FH 3L X (B-EH ZEHEL L) (methylenebis (beta-oxynaphthoate)) A &
#h kIR EL R h (mesylate) U BEfid 2 £k (methane sulfonate) FEERALA) HI AR
IR EE H MR SR A M AR (nucate) RRRIL FEBMR
(naphthalenesulfonate) 2-ZEMA R £ AR £ AHER £ 2SR £ (napsylate) JN- F L4
PEIE PR £ SRR AR MR ER R ZEIR Th R IR ER I RIR Eh R ER R R L =R 4
fREL (pivalate) INEREh AB K HR L K ABR 2L RICHR 2 AR A BR &L KRR 6 2 TR
VR IR AL N IRIR £ 2B R IR 2 K IR EL (BEFA TR £h LA IR AR 2 L e LR £ Vel &
R 3 A TR h R TR Eh T FE ORI R 2 (H 2R BAIR £R) =9 QR 3 X ok — HIiR &6 L B
TR L (tannate) VR A EL (teoclate) . =X AR EL . = 43t (triethiodide) =R
Eh 8RR £L (undecanoate) FIKER £ .

[0262]  7F & AN SEHti ] H L 2 R B R B () e ML 3k B SR AT DL H L B e (R 2B L
BLE) B4R (B A S VBE VRS B VUL R R o

[0263]  fF— LSyt fy] H , RIR B 5 A AL L I S v DLk B RS 2R s A WL, B35 Tg i
WA WL R PRI WL 5 BT IRA WUE ;"R EH 5B & (benzathine) BUT & K %% (N-
WHAR O O I ORI QBRI O R (hydrabamine) (BRPE
R I A H i (meglamine) \N-HH B -D- i B[l NN - 2R3 & i R BEIZ A HL
& SR FHEWE 2B Wk (picolies) JWRWE . & R (procain) = (EHIEE) Wi . = L%
O R BT AR R

[0264] 78 &ALt e v, 5 W] DLE I8 0 77 200 B, G 38 ek 5 i 28 Bl sl I = IR % =1 7
V5538 24 I R BB P — A B 22 AN S R AE 2R AN AT B3 ) B DT R B ARV 7R (k) H
S, BT IR FIAE B R Bl AR TR e A SRS T A T A — BT E A IE
[ R O =TT
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[0265] KA AY)

[0266] AR 55— AT K —Fi LA EY), Frid & AL H A58 &R L
5 AT Z R AR B R SRR AR K B B % T T A& R AL AT DL —
Fh B 22 Pl A R B IR o 5 58 A B & 388 S AR Ok B PR AL 2 41 A s L8 AR R B 4L
EE AR A 2 b nT e 52 ) R DL B AR AL A b mT 4 52 () R R B R R o AR AR Ak
TR AT AR SR R AT AT A3 I A 7 B R SR Bl e A, I HL T DL [ R SR A TR
B 1L | 7 i 7 NN O3 S I

[0267]  AR¥FEAS S B AL 4 mT LA DA eSe ki T QR 1 % OB B 571 B2 BT iR A &4
B A0 FH G A AR Y 7 AR 2R TR VA A A R A2 A 7R DA A O SR B R 2L A A s TR T
PLE SRR 2, 40, 2RO 570 B  rT VR R LK AT 2 BOPE S0k 7K BT o EokE A
YA AR o] FLAIR G690 BT AL IR ZE Y /KB LI i 37 (oi 1 - flowable) /K44y
B < T P 2 AR L B AL (suspo-emulsion) 828 By vl FLALIIURE ol VA PR WA L /K AT
VA 4 ) (LK 85 IR IS A WL IR R EAR) IRBT R &I e 2 H e 2
TE o IS EC A AT LA 2 a8 FH B 58 FH i 8 o A B T LA A5 4 ] 7K VB AR IR Tl
FRE YA U I B 7 ) AR

[0268] i@ %H , HEWH S £10.01% £99% , LIk H 120 % 275 % G EL S LA J ik
PN BARAN /BRI 7 o SRR 75 20T REAH PITAS 7], (EU 5 B M 4H. 20 A 280 ) e A9 [
TEARGIBHARTEE N -

[0269] R FECA AT LA AZ G 368 ik oK v 1 o o 5 1 R A Ve R B R 1) 4 5 DA S A5 4R R [
PR AT o B BV U A S o v MR R mT DL S e A 77— R G, andiy
DR A A 470 38 R A0 B B A SR U D e AR A B S A SR U T eSO SR A LV R K R TR
Y HAH A

[0270] 3t Bl 73 30 VT DAE 25 7E 3R 4 B U 3 v TR 28 5 2 ALEUAR b B iE ML)
TXATAFIE P 57 Refl DL SZ 45 R TR B v (B4, 2 ) o U 3 (1) B AT I8 B 90 . 142500
K o TR Ui 385 A I B B I 4125 8 B % 95 5 8 % M8 115 Mo o 3 M 2y 7T LA
S AR [ AR ) T 2K [T A BRUAAR 20 B A e A 40 S ) TR 2K B 1 VA VR T X o A 3 i T DA
BLFEB W RIR B A G AR R O/ T I3 R R IS R NGRS R e R
P e« SRR B Ui A 2 e M SR W R K o DR IR i AR U T R N 1 L ) LB R
E T ACH, T LR AR A TR 3, A PR 20 LR IR FIORE IR R 20 25 7 2 Al
W [ T R, (R AR Sy AN

[0271] 3 FH 1) 4 R 4 A 2 B 1 2EL 5 P 1) VR B A0 A 700 AS B S ) 0 o A AR 38044, T
DU R < 7K HR R R i R 03 DO L PR O B R U BRI 206 2R
LR IRTE 2 T B BRER . Tl &K A e A OB L SR B 2 . A L1, 2- &R
P O N = OO R RS F IR L I TR o HRE O
Fik . — FF R F Pk iz (DMF)  — FR 2B (DMSO) 1,4 - M8k — 7 -l 78 —EE Rk, — 7 —
B R ERES .diproxitol VEeFEME S KEli LR 45 2- 4.5 ElE IRIR I 4 Fi5 . 1,1,1-=
ALK 2- P - PRI d- AT )G FLIR AT O B O B T B O B y - T
Big < H O S BRH IR = LB H B = LB H B oSk O B LR 7R L LR
UK B8 S5 3 8 e 9 2 I S TR R L PR S IR v A G LIRS I AR e I A 56 DA i R 4
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FETA I  FE S G L FR O e T R IR IR SR R PR S VA R R . — & o L TR — H
ARLIECKE IEFE I 1\ BEIR « O TR F TR  HI G L 28 — HOR ORI BR O BE W IN TR S FLIR
PRI B T A s i TR I D) e O R R HR R VB IRR — T8 — P — R R
A SR OE R OIE R O CTRINEE . CTR T e N BB . — O
F K FH B S B e N B AN B B i 2 2 B, G E DU SRRSO R O N
TR H S R - 2 i e R A

[0272] 3 () AR S A A2 48] A A R AR P A R L AR AR | T ARG R
B AR VRERES 2 b ES S HRFE ST N R TR R RR | B T Rk
Fo AT = AR

[0273] K& 3 1l v A7) o mT LA Rtk R 3 ] ] A7) R A TR B P i 2 v, DG HE 2 A
A5 P AT DA FH S A A e 1 IS e R O A7) vh o R T v M o T DA B B 1 B R VI EE T
(B ER-E 0, I BB S T & M) 5 AT LA AR FLAGR) IR ea i m el T e H .
SR SR T TR 5 A 5 4 T e R R IR ) 3, i AR SRR R — A 5 e ik O e R 1
(R ER - Z R FEOR R R A5 5 J By / A S e I R, 0 FE 1 £ SR A s B /B S e
B, Wt =R R IR s B, WA I RN s b SRR IR R I h, A =T RR ZR AR
BN s R SR BRI IR SR e BRI, 40— (2- £ 28 U 2E) WAL R EAER N 5 1L BLWE NS , Wil BB I R
Wi s 2%, an RS = FE L S B IR TR 1 2R & B IE , W58 & b R PR I 2410 £ e A
IR AT ) R B L S W 5 DL R B e JE R R I8 A — b SR B ER I 11 26 5 DA S ARSI RN 71 &
HI) 3 AN

[0274] W LA R T~ 2% HORH /BB B R FC 0 1 S A A 77060 2 & St o) 500 G B2 e e 7 =g
AU G RE P AT AL GRS TR A BRI Y TR 455 7R A R Elp R T A o RN 2%
PR B b ) ) A ) W AT R ) R e IR R B IR R L B AL R T R L A R
T AR TR 77 425 7510« A s A ) DA S R A R ]k R

[0275]  HRAE A B A6 T CAA 2 s 0 3R , B i 9 n 7 60 455 HEL 4 B s 4 R D 0 9 S A
W IH I SR PR e 2 B B S AR AT AR P VR A o T A N VR S AR B A R B )
A Wb IR I 7 B B N0 .01 % £ 10% i, 7E C 4 H 5 B F IR S 2 )5, 1] LLFF
THIAN 0751 DL S B A R 95 i 281 s 25 G v o A 32 P ek A 0 790 60 4 A 4 v BOREL A SR Y0 PR 3, 51
SEFF I YOS 3o BCEE A6 VR L AR il R 4 >Rt ) el PR e SR 1, 451 PR R AT AR, B Bh A0k
USEC 5 e gty A g o Az T S 0 R B Cg - C I M R A e i JU LR C |, - C IR IR
(R FR AT AR, a0, FRETR B RE R R S R 1) F s (20 S0 o A IR Y A e T Y 1 A Vi PR
HlE) o & VAT AR 2 A ST R BER N 53 2 Ay, ol dn, Sk B CBR B R A 5T 49 2
(Compendium of Herbicide Adjuvants) ),z 10M, Fa 0 F i K 2% (Southern I1linois
University) , 20103 ATAEYD

[0276] % du A1/ Bk PR S E A0 |l EE% £99HEE Y%, BHZ0. |EE% £95E
= % RG4S K AL &9 DL M1 B 8 % £299. 98 & % VA BC AT, B ik A e 4% 7704
16 Hi A0 7 0 5 06 22 25 5 O [ SR TR TR0 o o A i BH B 4H 6 il s (0 450 . 1 HL 2 % 2299 H
%, UHIZ0. 1HE % RISHEE XK AK NS UL LT H & % 299, 95 & % AN Y)
MEFR , B VA T A% 7R 128 60, 5 O B 2 %6 2225 B 5 %6 1 3% THI VG T o o )V T B 7 i ) LA
I M VR T AR A 0 » (HL B 48 P P 38 K F R R R TR T 4D
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[0277]  NiFH bt Z B A BORARAGNE FE , FF H AR T 338 f e o1 S 7 vk AR ) | 4
il ) 5 H L T2 A 2 A DA S B 9 N ) TR R AR E D) e B = B R R A N —
AEN, A AP AT BAA11/ha%220001 /ha, JEFH/2101/haZE 10001/ ha ) b2 87 - A3 1) A i
Yrel LA DU (R %) -

[0278] W] FLAIKLE) :

[0279] < FEMERLS) : 1% 595 % , f1ikHh60 % F290 %

[0280] < FIHITEMEF: 1% £30% , ik ith5% £20%

[0281]  « fifk#iA: 1% %80% , ik th1 % % 35%

[0282] k<.

[0283]  « EMERESr:0.1% E10% , RikH0. 1% 525%

[0284]  « [E/&# 14 :90% %£99.9% , ik H199% %299.9%

[0285] BV AEY) :

[0286]  « yEMERLS):5% F75% , flikH10% F250%

[0287]  « JK:24% %294 % , flLiEHE30% £288%

[0288] < FRIMTEMEF: 1% £F40% , ik th2% £30%

[0289]  mIIE MY AK :

[0290]  « yEMERSr:0.5% F90% , ik th1 % %80 %

[0291]  « FMIFEMEFN0.5% 220% , flifkih1 % %15%

[0292] < [E/&# M4 :5% £95% , flikHh15% 290 %

[0293] ik :

[0294]  « §EMERESr:0.1% F30% , HikHh0. 1% 2 15%

[0295] o [EIfA# M4 :70% %299.5% , Lk 185 % %297 %

[0296] it FH A & B IS P B AR F AL 20 G0k 3 AN BB (R R 400 0 AR I, R AL
S AY)IE ] LA A BT LS H A R0 EGR ST R FH T 2 A 2R R ) 1 AR A i 1
He R 2557 A B T R At -

[0297] [, AR BRI G Y nT DLt — 20 B4 2 /b —Fh 55 AR R 7, B S HA R T B
B o A5 an, AR A R B A A A T DL 5 R R HR B R R B A AR A T R 2 A A
FH o FEALAZE B SR, 55 A0 R A3 HUFRI A Bk R 1R/ B o e 7] 22 455

[0298] W[ LL 5 A KB & YA & 8 H B BR 550 0 6 BB S H AR T2 4B
(acetochlor) #E Hilik (acifluorfen) (BLE =8 R EMF (acifluorfen-sodium)) A< EE ik
(aclonifen) H E % (alachlor) AEKL K (alloxydim) 35 KiF (ametryn) . 23 ML 2 i
(amicarbazone) PR % (amidosul furon) & AP IERZ (aminocyclopyrachlor) S &M
BERS (aminopyralid) ¥ 5R (amitrole) \EE ¥ R (asulam) 75 £ (atrazine) RS fifk
(bensul furon) (A& iK% (bensul furon-methyl)) . K& FA (bentazone) « M 5L EfH
(bicyclopyrone) - XN Z B (bilanafos) /a3 F (bifenox) « W H ff (bispyribac-
sodium) « —~E FEEEEH (bixlozone) R EE (bromacil) IRELRE (bromoxynil) | HLJ%
(butachlor) \F N MEE g (butafenacil) M EZ (cafenstrole) M (carfentrazone)
(f9 2 Ml FL S (carfentrazone-ethyl) ) VEUERRE F LR (cloransulam) (£ 7 SRR 5z
(cloransulam-methyl)) &A% (chlorimuron) (B &M H % (chlorimuron-ethyl)) o
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47 % (chlorotoluron) k%% (cinosulfuron) &% (chlorsulfuron) . ¥F B BLf#
(cinmethylin) AL (clacyfos) & ELll (clethodim) AR ELHE (clodinafop) (FLEHR
FZ (clodinafop-propargyl)) J KR (clomazone) « ~ M WEER (clopyralid) .
cyclopyranil.cyclopyrimorate 3R PREAfiE % (cyclosul famuron) B L (cyhalofop)
(& F S (cyhalofop-butyl) ) <2,4-D (L& JEAH AR A2 - 2.3 CLFERE) \2,4-DB R
% (daimuron) & 3Z % (desmedipham) %2 B (dicamba) (A& HAR & I8 P9 2 U L P 2
FHJE VB . &N S H B W i, S R AR AN EE) CRER (diclofop-
methyl) XGRS E % (diclosulam) M B2 i% (diflufenican) B #EAY (difenzoquat) «
Itk RIPE F % (diflufenican) <FRML L (diflufenzopyr) « - H% (dimethachlor) Jff —
FA Wy 5% (dimethenamid-P) B EL R (diquat dibromide) BEE (diuron) « & F}
(esprocarb) & T /& R (ethalfluralin) f#f 3k (ethofumesate) MEME R EL R
(fenoxaprop) (AL AEMEARE R (fenoxaprop-P-ethyl)) A fifi ML EL (fenoxasul fone) .
fenquinotrione. JUMEE B % (fentrazamide) IEMET# % (flazasul furon) XX i 5 %
(florasulam) S FMEBE RS (florpyrauxifen) (Mt HERE R (fluazifop) (BL& KL A
R (fluazifop-P-butyl)) . HEEifE % (flucarbazone) (L& H ML % (flucarbazone-
sodium)) \FMEE L (flufenacet) F T3 f% (flumetralin) MBS ELRZ (flumetsulam) A
WG Z (flumioxazin) HUEMET#EE (flupyrsulfuron) (£ & % WE M2 ik % 44
(flupyrsulfuron-methyl-sodium)) f# & (fluroxypyr) (B& & A LB
(fluroxypyr-meptyl)) JEEELFG H g (fluthiacet-methyl) . Ui % BLlik (Fomesafen) « FH ik
JiEhE % (foramsul furon) (4% (glufosinate) (L& HALEL) (HH B (glyphosate) (15
H o B R AR ) CHEEMERR (halauxifen) (B &M EMEERE (halauxifen-
methyl)) &ML A% (halosul furon-methyl) AL E AR R (haloxyfop) (fL5 F AL AR
(haloxyfop-methyl)) FAEEMHH (hexazinone) ~hydantocidin. F 4 BB MK (imazamox) « K
AR TR (imazapic) « KE M (imazapyr) BEMEEWEEE (imazaquin) B 2, 0 R
(imazethapyr) iR S 5L 1% (indaziflam) ffl A % (iodosulfuron) (fu, & fillt B fik B 4 £
(iodosul furon-methyl-sodium)) viofensul furon.iofensul furonfl A (ioxynil) .
= MR % (ipfencarbazone) « A BE (isoproturon) - MEREH % (isoxaben) . S WM
fil] (isoxaflutole) FL# A R (lactofen) .lancotrione. #|% % (1inuron) MCPA.MCPB.
mecoprop-P.KMBEEL % (mefenacet) . I 3 —H# & (mesosulfuron) . F filf i 1§ %
(mesosulfuron-methyl) fEfi# Bl (nesotrione)  ARME Eifi] (metamitron) ML &%
(metazachlor)  FREMLIKER BL57] (methiozolin) - 54 FE (metobromuron) - 57 A F Hfi%
(metolachlor) s BEME % (metosulam) « A% (metoxuron) « F& 7oy (metribuzin) « F A%
(metsulfuron) HjX K (molinate) #F}#% (napropamide) M f#[E (nicosul furon) ik
¥R (norflurazon) | FHEIER#E (orthosul famuron)  PYKREEELHH (oxadiargyl) (M EL R
(oxadiazon) A BT % (oxasulfuron) « A B EfF (oxyfluorfen) « A & Eh
(paraquat dichloride) - —H &k R (pendimethalin) « T8 2 % (penoxsulam) «filf 3 7
(phenmedipham) 7% € (picloram) \FMLIE # % (picolinafen) \MEMAE RS (pinoxaden)
B (pretilachlor)  F LR [% (primisul furon-methyl) \Z& % 5% R (prodiamine) .
M5 (prometryn) \FEHL % (propachlor) # (propanil) W % (propaquizafop) A4
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2 R (propham) NGBS [% (propyrisulfuron) \EHEE (propyzamide) K & F}
(prosulfocarb) FfiERE (prosul furon) - XUMEHLRE (pyraclonil) ML &l (pyraflufen) (£
LML (pyraflufen-ethyl)) JEEEEE AL (pyrasulfotole) JAEMEAE (pyrazolynate) .
np i % (pyrazosul furon-ethyl) ERE 5 ELE% (pyribenzoxim) JHAFEE (pyridate) g
Hifpk (pyriftalid) A PSR (pyrimisul fan) EEAREF (pyrithiobac-sodium) « &7 v 4% BN
(pyroxasulfone) BEME ¥ % (pyroxsulam) <R F 8 (quinclorac) & M ik g
(quinmerac) M K R (quizalofop) (L& kMR R (quizalofop-P-ethyl) FTME A K6t I
(quizalofop-P-tefuryl)) . EME#RE (rimsul furon) KM H % (saflufenacil) iR E
(sethoxydim) ¥ (simazine) FE F A B iZ (S-metolachlor) . i & i
(sulcotrione) . L% (sulfentrazone) FEFEE % (sulfosulfuron) . | MERE
(tebuthiuron) PRI B R (tefuryltrione) - B (tembotrione) HF T
(terbuthylazine) s 25 % (terbutryn) EEIREE[Z (thiencarbazone) . My il %
(thifensulfuron) . F i 5Lfig (tiafenacil) «tolpyralate. A<t ME 2L (topramezone) .
f5EHH (tralkoxydim) & A B % (triafamone) B (triallate) - lf ATk [
(triasulfuron) 2K [% (tribenuron) (& Kfi#[% (tribenuron-methyl)) £k 53¢
(triclopyr) « = HIEMEFE (trifloxysul furon) (A& =& IEMEEENLE (trifloxysul furon-
sodium)) . = HEE (trifludimoxazin) KR (trifluralin) . %A% i %
(triflusulfuron) . =4 % (tritosulfuron) 4- %L -1-FEIE-5-FHIH-3-[4- (=
FRJL) -2- e 8 T DR Mg - 2- il 4 - F2 3 - 1,5- FFEE-3- [4- (I I AE) - 2- nibmg 228 T R i Joe -
2-W.5- LA -4-F2 - 1 - H I -3- [4- (U AR) -2- ML e 5 ] Rk e - 2- il L 4 - F2 dk - 1 -
H-3-[4- (L) -2-Mbne B ] wRme e - 2- i 4 - e k-1, 5- 3L -3- [1-H 3 -5- (=5
HE) Mp M - 3- L T KM E - 2- ] L (4R) 1- (5-BUT & e lEme - 3- 8) -4 - £ 58 i -5 - F2 0L - 3- HH Ot -
KIS -2 . 3- [2- (3,4- ZHIEAEORSER) -6- H - 3-SR - Mk -4 - Bk ] =30 [3.2.1] 3¢
fi-2,4- /. 2-[2- (3,4- ZHISEBERAL) -6- F 3L -3- S A -MAMR -4- B L] -5- F AR - A e -
1,3- . 2-[2- (3,4- ZHISFEREL) -6- FH AL -3- S AWk -4- B ) PR O e - 1, 3- i\ 2-
[2- (3, 4- ZHAFEIRIE) -6- FIJE -3- % fU-MATR -4 - Fjedk ] -5,5- —HIRE-IRke-1,3-
6-[2- (3,4- ZHIAIEIRIL) -6- FJE-3-A0-mee -4- B dk ] -2,2,4 ,4- DU - 3R Ok - 1, 3,
5- =M. 2-[2- (3,4- ZHIEAIEIREL) -6- FH AL -3- A -WaMR -4- k] -5- O B - - 1, 3-
T 2-[2- (3,4- ZHISEFEIRIL) -6- L - 3-SR - WA - 4- Bk JE ] -4,4,6,6-IU -
fi-1,3-ZF.2- [6-3FNFE-2- (3,4- ZHIAIEOREL) -3- A -MaMk -4- k] -5- L -3 O
Ke-1,3- A3~ [6- APk -2- (3,4~ - FAEAEIE) - 3- G-k -4-Jjedk ] 3 [3.2. 1] %
Fi-2,4- ZF.2- [6-3R A FE-2- (3,4- ZHIAIEORSL) -3- A -WAME -4-Fk k] -5, 5- ZHIJL-
OkE-1,3- 2. 6- [6-FRN%E-2- (3,4- ZHEIEIREL) -3-F A -mae-4- k3t ] -2,2,4,4-
VUL -BR CUbe-1,3,5- =8 2- [6- PR 5E-2- (3,4- — FARBERIE) - 3- UM - Ik - 4- ik ]
Woki-1,3- . 4-[2- (3,4- IS FEREL) -6- F B -3- A0 -WAk -4- 3k 5] -2,2,6,6- 11
FHJE - DY SN IR -3, 5- ZEA AN T+4- [6- 3R FE-2- (3,4 ZHIARUAERE) - 3- A -k -4 - Fk
#1-2,2,6,6-PUFF 3L - PUSIIENG -3, 5- - H o 3X &6 55 A1) 24 77138 7] B LA L8 BYER 1) T2 A7
1.

[0299] AUk BH AL A 3 ] DL 5 B B 7] 22 4 7R 2 6 o B 50 7 222 4 7] 76 S 461, 5 {H AN B
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T iR (benoxacor) JWER LR (cloquintocet) (A& REEI%E (cloquintocet-mexyl)) .
ISR IE % (cyprosul famide) « 5N % (dichlormid) &M (fenchlorazole) (L5
iR B (fenchlorazole-ethyl)) JAEXENE (fenclorim) «H G (fluxofenim) . fif B IEE
(furilazole) - RURMEMERS (isoxadifen) (FLE AABEMEER (isoxadifen-ethyl)) H ML fE
S (mefenpyr) (BLE LML ERE (mefenpyr-diethyl)) smetcamifen N- (2- H 48 38 7% HH ik
5 -4- [ (P R AR L) 200 | R R L G R i 2 S (oxabetrinil) s A IX £L 4R AT DL 5 AR
b B .

[0300] % BA AL &4k v] DA Gn 2% 3 B 571 A% 2 HUR B R R & B R AL 2 TR
155, FL S8 ARSI AR N R EHTH

[0301] ARG S A A2 TR G AR E R A1 : 100521000 1. LIk , A K BH
Itk &5 % AR A BN 100 151:10, BHZ20: 1511,

[0302] VRAWW LA FIHL A T FR ABC R (FEIXFRF LT, V1R o” i e A R B
WEME MR B SIR S YD) -

[0303]  BRELVEME

[0304] 7 &ANSEHtfs b, A & BSR4 1 T AR B 7 v AR AT 7V AL & A &
W, AL AR ST IR AT ART SE TR o 7E 25 STt , A8 R BRI AL S P BB 4 B ik Ak A P 2
B FH R AR 3] 38 1] 15 08 BRI B8 I B T T B A RSO S AR S R BN e 2
FR ) o AE— L SiAG S mT DAtk — 20 A FE 3 AN PR 0 5 BT IR 53 M 1 R A TR
P T it FH AR BA B AL S P ) s e B FH 2 A Y

[0305] Ak BHRIAL G P mT FIAE R Hegrl A/ sl BR 270 o DR, AR B 3E — 2 A6 H T4 A
R IR AR K T, I 7 B FE A8 A Rds 6 AR A E P AN S BB A4 (1)
A R AR 2 BRI AE ) P2 T S AR A BB 5 BT IR A A 1) i L6 S FH A 200 AR 4 A
RGP HR A H G .

[0306]  7F— LS g o , AR Hm A K B “a 1) 22 $8 AR AE L el 2D B BH i AE K BB 1k Bl
B 2F 08, BRI MY 2 A TR LAY (G5 .

[0307]  FE—SLSyt il , “Pr e A& FRAE A 1E A AR K BOR AR K 1 X 38

[0308] A& BH BI4L& M i N A LG 28 0T DR BORARAGE B2, I HLE ok T 338 i e Joig |
FH 5% (B0 BRAELRT 5 05 27 50 5 03 2F J5 s B FH 2000 s e #E B S AEYIRE YD B4 i 1 2
B R A SR A UL R N R v N R s TE) AT E AR E e e R AR KB S
1 H LL10g/haZ22000g/ha, LI /250g/haE1000g/hafi) b Z B H o

[0309]  7E—LLsj s o, Il I W ZH A4, 5 T ORI AR T 5 5 8 5 8 S H R L AR Ut 52
AR HEAT N B AR AT DS e 0732, andickn Oof T8 oK) T e Bl E

[0310]  7F—desijifs o , AR HE A & BRI A& T CAAE H B8 A A ) B 5 1R, an
BB EEARR T RIEZRUNE AL TR 17 H 2% FoK KRS KBS H AR
[0311] 7 —Lesiiifs| b , {EVIAEYDIE R E 0, an SRE BRI B b Bl e I R ey
JRAKEY) , U081 2] /K RIEAR K SRAEY) R B3

[0312]  fE—sesefE ] A, (B2 ButEVED) . IR G, AR U8 — Lo st o], fEic B & &l it
iR B b7 vk B T 2 D] TR S AT 0T o R BB B ) S ) (R EAN R T-ALS - 1] 75 L GS -
i 77 \EPSPS - #1171 . PPO - #1141 71] . ACCas e - #10 #1) 771 FHPPD - 411 771)) A T 52 414 1) TS 64

il
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W o 388 3 8 DR TR T V2 A A9 0T i e 77 B A T 52 P B 4 4 1 S 48 B B AR AN BR 1 mT B RS o 44
RoundupReady®#1 LibertyLink® pj g 3845 (1) 50 55 H B A5 5 4% JB 1) oK i odp o AR 98 He e
STt AR AR i B R TR AR AR A B B U AR LGSR I S 4
AL E AR T Bt Bk (BRI oK EE) (BB L (B R ) MIBt B E iRt P iz
H) Bt E KA IERR fi 1 524 B & NK® (SiEk /A A (Syngenta Seeds)) Bt 176 KK
FRATNE ALFE GRS A P FF H ARk —Fh el 2 Fh g 3 00— PP el 2 Pk (R i 2 R 1 A E
B ] 4 S 51 2 : KnockOut® (FK) \Yield Gard® (EK) .NuCOTIN33B® (#i7E) -
Bollgard® (#£4£) . NewLeaf® (&4 %) | NatureGard® fllProtexcta® . {4 /E 4 5 H b 1
FHRERT REXT B B A Bk, F H IR 0 B B B it CHEZ ) e R R ) S

[0313] 7 —esjifs] o , FEM A0 Sl o B Mhor VR Bt R TR SRS e, I H &
FIr VB B0 R AR (A8, 508 P i A7 b P B v ) R A RH 508 1 XUk HL B
WAL vy JR R IR B L2 el 0 B 3 P R PR, B M A K R B Rz L DL ROWL A A,
TEEHEAR

[0314]  BRELANA W Bl Ak 23 M B B 70 P DL 23 D Pl i o3 S0 791 B 2 i o e 7 R G 2 S5 B
TR o T AL RN B 2 o R0 T A BRI A, 9T B AR PR B A R A
JEARAE B 25 2 00 R T B 2 5 B R R B 8 2 O LR B AR KT IR 2 Ja R Atk
B,

[0315] it ] A= i BH AL G W0, BT IR Ak & W mT DAAE PR 5 BlHg 28 /i Ab 2 b LA 2 5 A
P B A

[0316]  FESANSLHt ] o , AN A BHPS e —Fh 4z il A BB (A 0 I AR K 1 v, BT iR 7 V6L
FER AR YR A R AL S P E R AL H A PN TRV A — 2SS 2
TR 1T ok B 771 o 7E — L STt 51 L A B W A2 B 2 B R ) o AR — L SR AL SR T A
S BRI PR L, 7E — LS e b, 75 A B SR PAE Y A 2F 2 AR AL S N TR (RE, B
ZF 1 R AT R ) o AE — e ST g H , FEAN IR AR A 2 S S N TR
(B, B 2 5 BR 5

(03171 FE&ANSEhti 5] H , ARAE AR I BH B4 A A0 A A 2 206400 T 3 1 AN B 28 e
WV, Wi AE ) G5 & B P RO I R B Bl

[0318]  fE— syt fe] H , Birad AN B B8 B R ) A A B o 7E — L Sids b, Bk A B EE AR
XN T MY (eudicotildicotyledonousiidicot) » fE—LESE ] 1 , Brid A B EE FIHE )
B HAEY) (monocotyledonEmonocotyledonEimonocot) »

(03191 38 & AT LA 45 il (1) 52— A 4 4 b 1) A BR sl P S o) B0 - R AR 2 0R L BT e 5
(Avena fatua) - ZFHIE X EL (Brachiaria plantaginea) . 543 (Bromus tectorum) -yl
¥ (Cyperus esculentus) . B . # (Echinochloa crus-galli) .ZHEAHBEE LI EFE
¥ (Lolium multiflorum) .ZR#% (Panicum miliaceum) -2 R . KM E B (Setaria
faberi) Mm% (Sorghum bicolor) ;& —3 ¥R ARARHE A K BH (1) B STt 451

[0320] W L 4% ffi] %) XX~ - L P 4 ol 4] A PR 6] 2 S 48] 4 25 187 R S B D (Amaranthus
retroflexus) . =M Va4l ¥ (Bidens pilosa) 22 . R R G (Galium aparine) .
Wiff 4t (Ipomoea hederacea) ik (Kochia scoparia) % 2% (Polygonum
convolvulus) .| #4£4% (Sida spinosa) «JF T (Sinapis arvensis) . 3%, &gk
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(Stellaria media) BT YN (Veronica persica) fIEH (Xanthium strumarium) ;
B YRR A UH (1) B S it 191

[0321]  fE— syt 5] , Birad AN BA B8 B R A0 2 TH0 R A 05 0 IR R 22 Al A S Y i
Z LV NERL D DGR AR AR R A R R B E R A L A R
BLCRBOR SN T SR RSB AT A AR — ST R, iR A ) R 1R 2
ISP BRGS0 s BRI FR AR 4 A K B 1 SR St 471

[0322]  7E— LSyt fsl] Hh , AR 4 A% A B A & ) A A6 4 T i KRG A B AN B 28 )
W o 75 HE e St 5] v, AN S EE PR L A2 6 S TR S (Brachiaria platyphylla (Groseb.) .
Nash ([&H1Z 5 %L (broadleaf signalgrass) ,BRAPP) .5 (Digitaria sanguinalis (L.)
Scop) (K5 JEE (large crabgrass) ,DIGSA) ## (Echinochloa crus-galli(L.)P.Beauv.)
(# (bamyardgrass) ,ECHCG) . Jt3k# (Echinochloa colonum(L.) LINK) (%%
(junglerice) ,ECHCO) 7K FH## (Echinochloa oryzoides(Ard.)Fritsch) (]-7K%L,ECHOR) .
G (Echinochloa oryzicola (Vasinger) Vasinger) (B K%L, ECHPH) . H [A] Hi3 b Bx
(Ischaemum rugosum Salisb.) (FSBEEL (saramollagrass) «ISCRU) . T4 T (Leptochloa
chinensis (L.)Nees) (f T4 T J&,LEFCH) .M\ T4 T (Leptochloa fascicularis
(Lam.) Gray) (T4 T (bearded sprangletop) ,LEFFA) \ZEZ& T4 T (Leptochloa
panicoides (Presl.)Hitche.) (0 5i#F 47 (Amazon sprangletop) ,LEFPA) .VEEFZR
(Panicum dichotomiflorum (L.)Michx.) (BkZ& T (fall panicum) ,PANDI) . Eft
(Paspalum dilatatum Poir.) (48 #2% (dallisgrass) ,PASDI) ¥+ ¥ H (Cyperus
difformis L.) UNEPE (smallflower flatsedge) ,CYPDI) .Jli75 % (Cyperus
esculentus L.) (B (yellow nutsedge) ,CYPES) HE K VB EL (Cyperus iria L.) CK¥bH
¥ (rice flatsedge) ,CYPIR) . &M T (Cyperus rotundus L.) (PP EL (purple
nutsedge) ,CYPRO) .Z= X @ Fh (Eleocharis species) (ELOSS) /KB EL (Fimbristylis
miliacea (L.)Vahl) (Bi#f¥ (globe fringerush) ,FIMMI) .% & (Schoenoplectus
juncoides Roxb.) (HA % (Japanese bulrush) ,SCPJU) . 5 #iiE (Schoenoplectus
maritimus L.) (/% 3E (sea clubrush) ,SCPMA) .7K®E4¢ (Schoenoplectus mucronatus
L.) (FBHE 2 (ricefield bulrush) ,SCPMU) . &8 @40 Fh (Aeschynomene species) (& 8f
(jointvetch) ,AESSS) . & 534 7B (Al ternanthera philoxeroides (Mart.)Griseb.) (%%
DIETHE (alligatorweed) ,ALRPH) VB /KA LA )& (Alisma plantago-aquatica L.)
(il /K A ZEHT B (common waterplantain) ,ALSPA) i @4 # (Amaranthus species) (3
(pigweeds) 1% (amaranths) , AMASS) 417K W% (Ammannia coccinea Rottb.) (425
(redstem) , AMMCO) . B3 25 (Eclipta alba(L.)Hassk.) (GEE {25 (American false
daisy) ,ECLAL) .84 7 & (Heteranthera limosa (SW.)Willd./Vahl (#8ybH;
(ducksalad) ,HETLI) . & &7 &5 4% (Heteranthera reniformis R.&P.) (EM F&E1E)E
(roundleaf mudplantain) ,HETRE) HifF4t (Ipomoea hederacea (L.) Jacq.) (GEmZ:4~
(ivyleaf momingglory) , IPOHE) . WHEEEL (Lindernia dubia (L.)Pennell) ({KFE _E3%
(low false pimpernel) ,LIDDU) . Af£ (Monochoria korsakowii Regel&Maack) (FNALE
J& (monochoria) ,MOOKA) .5 2L (Monochoria vaginalis (Burm.F.)C.Presl ex Kuhth)
(RN AAEJE (monochoria) ,MOOVA) \#RAE/KPTH (Murdannia nudifiora (L.)Brenan) (f%%%
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(doveweed) ,MUDNU) A e W & (Polygonum pensylvanicum L.) (Z A7 8 V= #K
(Pennsylvania smartweed) ,POLPY) .% 2 (Polygonum persicaria L.) (Bkrf3
(ladysthumb) ,POLPE) AT#% V4 (Polygonum hydropiperoides Michx.) (POLHP, %= (mild
smartweed)) - T3¢ (Rotala indica(Willd.)Koehne) (EJE4/K i3 (Indian
toothcup) ,ROTIN) Z&4h @) Fh (Sagittaria species) (&l (arrowhead) , SAGSS)  H &
(Sesbania exaltata (Raf)Cory/Rydb.Ex Hill) CK#H % )& (hemp sesbania) , SEBEX) &k,
KEHFJE (Sphenoclea zeylanica Gaertn.) (F42L (gooseweed) ,SPDZE) ; & — & IR
8 A% I B () Sk ST A5 o E — eSS R, iR A& e R L2 A A A P AR AR
G s BEPAL G YD 7S AR A IR B (1) B0 S Tt 191

[0323]  7E—dLsytafs]  , AR 4 A% K BH A S ) AT AL & W T3 4 28 B AN B R )
W o FEFELE RG], BT IR AN S BB R A e KA Z2 AR (Alopecurus myosuroides Huds.)
(B2 (blackgrass) ,ALOMY) i3 7 ¥ (Apera spica-venti (L.)Beauv.) (X2 ¥
(windgrass) ,APESV) \#F#e57 (Avena fatua L.) (BF#E3F (wild oat) ,AVEFA) 43
(Bromus tectorum L.) (& Jfi# Z %5 (downy brome) ,BROTE) . 24t B FE 5 (Lolium
multiflorum Lam.) (B KF|EEFE (Ttalian ryegrass) ,LOLMU) /N T-EEERL (Phalaris
minor Retz.) UNp&2246% (1ittleseed canarygrass) ,PHAMI) . H-#% K (Poa annua L.)
(FF4 W ¥ (annual bluegrass) ,POAAN) \& MR H (Setaria pumila (Poir.)Roemer&
J.A.Schultes) (SRR (yellow foxtail) ,SETLU) fi/B% (Setaria viridis (L.)
Beauv.) (4R o) B2 (green foxtail) ,SETVI) . 22# %] (Cirsium arvense (L.) Scop.) (JN
% K#ij (Canada thistle) ,CIRARy) JJ&W5k (Galium aparine L.) (J\{li® (catchweed
bedstraw) ,GALAP) \HhJik (Kochia scoparia (L.)Schrad.) (M@ (kochia) ,KCHSC) £:4¢
B 2R (Lamium purpureum L.) R EREZEHK (purple deadnettle) ,LAMPU) . BE%
(Matricaria recutita L.) (3 HZ%§ (wild chamomile) ,MATCH) . [F|{t£:%§ (Matricaria
matricarioides (Less.)Porter) (FH 2§ (pineappleweed) ,MATMT) .3 A\ (Papaver
rhoeas L.) (Fi# 22 3E (common poppy) ,PAPRH) . #:Z£3 (Polygonum convolvulus L.) (#f
HFEF (wild buckwheat) ,POLCO) . #ill¥b 3% (Salsola tragus L.) (% ##j (Russian
thistle) ,SASKR) .2k (Stellaria media (L.)VilL) (i@ %25 (common chickweed) ,
STEME) P $7H #6448 (Veronica persica Poir.) (JRHETZEUEYN (Persian speedwell) ,
VERPE) \HF/E %% (Viola arvensis Murr.) (HHLEE® 2 (field violet) ,VIOAR) B, — A5
(Viola tricolor L.) (#A4% 2% (wild violet) ,VIOTR) ;4 — & B ARME A & BA 1) Ak
SEtA5] o 7E — e S2 5 b, i Ak S8 R 12 5 B B &Y R BT AL &) AL A
VIR 7R AR 4 A B 1 B ST 51

[0324]  7E— LSyt 5] , ARAE AR i BH B4 A W A2 G 400 T3 A X RSO H B AN B B
(AR o 7E FL A8 S5t 1], BT IR AN S B R AEL A 2 X 5L (Ambrosia artemisiifolia L.) (3518
J&FE (common ragweed) ,AMBEL) i 4B (Cassia obtusifolia) (BT 0o ELF (sickle
pod) ,CASOB) B A < 4% (Centaurea maculosa auct.non-Lam.) (/MEIZ BT 9 4 %5
(spotted knapweed) ,CENMA) . 22 4% i (55 K&, CIRAR) « Hjigft (Convolvulus arvensis
L.) (¥4 JiefE (field bindweed) ,CONAR) \#.3 K&k (Euphorbia esula L.) (FLIK KL
(leafy spurge) ,EPHES) .#l| & & (Lactuca serriola L./Tom.) (ZHI&E (prickly
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lettuce) ,LACSE) . KM ZEfi (Plantago lanceolata L.) (M ZH7 (buckhom plantain) ,
PLALA) Bl FR 5 (Rumex obtusifolius L.) (FEM £ (broadleaf dock) ,RUMOB) - i 47T
I 4E (Sida spinosa L.) (Gl 4eke (prickly sida) ,SIDSP) JHFRK HFF (Sinapis arvensis
L.) (B4 (wild mustard) ,SINAR) \E3Z3% (Sonchus arvensis L.) (BFEAEIR
(perennial sowthistle) ,SONAR) . — ;LB FP (Solidago species) (RIS 5 &
(goldenrod) ,S00SS) % H i /A3 (Taraxacum officinale G.H.Weber ex Wiggers) (GEy
% (dandelion) ,TAROF) . HZE4#%E (Trifolium repens L.) (H =W (white clover) ,
TRFRE) 5 F ¥k =k (Urtica dioica L.) (HiEFHK (common nettle) ,URTDI) ;& —#& 15 &
R 48 A B 1R B S it 91 o 7 — S St L Pl Ak S a2 R LRI 2 TR 31 HH )4k &4 AT
IS YD s BEMPAL SRR AR S A% I W B Bk St 7]

[0325]  fE— syt 5l o , MRS A K BH B4 & A4 S ) T B ia FEAT TR E Y R I A
SR (P RELA o 7E FELL St 51 v, Bk AS B BE (R At A2 KRR 22 R (BB, ALOMY) | By e 2 (B
#MedZ , AVEFA) | i it B JE BiNash (FE M5 5 5L, BRAPP) . B ORI 5L, DIGSA) (# (F,
ECHCG) kB (7% ,ECHCO) 2 AL B 27 i (i KA BB 22 5, LOLMU) 7 B &R (Panicum
dichotomiflorum Michx.) (JkZRF-,PANDI) .Z#% (Panicum miliaceum L.) (BFA2/NKZFR
(wild-proso millet) ,PANMI) . KFEEL (Setaria faberi Herrm.) CKHJEHL (giant
foxtail) ,SETFA) M) )R 5 (42 5L, SETVI) &AL (Sorghum halepense (L.) Pers.)
(E#E (Johnsongrass) , SORHA) . % Z= (Sorghum bicolor (L.)Moench ssp.Arundinaceum)
(shattercane,SORVU) - V¥ 5 (35 P55, CYPES) &b 1 (B8 ¥5 5, CYPRO) 5] bk (Abutilon
theophrasti Medik.) (ZXEM (velvetleaf) -ABUTH) . i J@¥FF (FERITE , AMASS) &K H (3
# KB, AMBEL) . Z2 A K% (Ambrosia psilostachya DC.) (P KK (western
ragweed) , AMBPS) . =M KX B (Ambrosia trifida L.) (KJK® (giant ragweed) ,AMBTR) «
BRI 5 )75 (Asclepias syriaca L.) (@B F X (common milkweed) ,ASCSY) . 2&
(Chenopodium album L.) (FiE K5 (common lambsquarters) ,CHEAL) | 22 % &if (in& K #i,
CIRAR) . [FHH3BH 5 (Commelina benghalensis L.) (iS85 5L (tropical spiderwort) ,
COMBE) . & B¢ % (Datura stramonium L.) (2 [¢ % (jimsonweed) ,DATST) .#H% N (Daucus
carota L.) (BF4#HE M (wild carrot) ,DAUCA) - A4 ¥ 42 &L (Euphorbia heterophylla
L.) (B4 —54 (wild poinsettia) ,EPHHL) ¥¥3#= (Erigeron bonariensis L.) (B K&
(hairy fleabane) ,ERIBO) . iN& K% (Erigeron canadensis L.) (JN&E K K% (Canadian
fleabane) ,ERICA) .[7] H %% (Helianthus annuus L.) (i [A]) H 2% (common sunflower) ,
HELAN) /MefRZ=4 (Jacquemontia tamnifolia (L.)Griseb.) (NMeZ&4-4E (smallflower
momingglory) , IAQTA) Hiff1t (ZEmMZ=4~, IPOHE) /N A e 2= 4 (Ipomoea lacunosa L.) (H
#: (white momingglory) , IPOLA) Bl % & (2 M % 5, LACSE) . B4 Wi (Portulaca
oleracea L.) (#5145 (common purslane) ,POROL) . fll &4 1t (Sida spinosa L.)
(I F A6 F2, STDSP) EFRR (7% CBF2E 732, SINAR) « 42 7 JE % (Solanum ptychanthum Dunal)
(=77 2% (eastern black nightshade) ,SOLPT) 8% H (Xanthium strumarium L.) (3%id
H (common cocklebur) ,XANST) ;& — 35 35 & iR 4 J BH () B SIS it 497) o 7 — 1 I i 451
W, iR G 2 R LA 2 HR 31 A& 20 R AR AT A& 40 s BE R AL S WD R AR A% BH )
FPh S .
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[0326]  SELLA Sl Jy 1 B 4 10 4 s AR i BH BP0 Ade S Tt 91 o SR T ok SIG 51 e AN o

P AR PRI A R BRI iz S

[0327] =44

[0328] 5‘?1&1]1

[0329] AU AL AW BT A AT

[0330]  fLAWW116. 174175 K SRR W LA 7 BRI AT & B 25— D IR

?é%ﬂttﬂi—'ﬁﬁﬂtéﬂ"]’ﬁ%ﬁﬁﬁE@%&%@?Zl‘lﬁﬂ ()76 ZEAB S (Mi tsunobu coupling) (Mltsunobu,
(& (Synthesis) ), 1(1981)) o AR 2 J5 &2 AN 22 ORI 252 B8 « I8 A0 Pk 7K A A 2 B 11

ﬁar@”@r A Y116 INMRG i 4 22 T 1 o

NHBOG O E';’E’Ah% NHBOC o)
0H+ON| 0/4"/1\/0le o~
" X N
Mitsunobu, O., (& H) , 1(1981)
[0331]
NHBOC NH,
116/174/175

[0332] TG 1:ALEW116/174/1T50)E 1

[0333] L &H106.154.155 K LAY E 4 LA T 77 2P 4 04T 6 i o B — D IRV K
XTUnfEBower & N [Bower, John F.Z& N, CHEHLRIR (Org Lett) »,9(17) , (2007) ] tiﬂﬁ}ﬁmL
() 3128 13 2 DR P I R R B P I o i i o I R B 2 S SR A AR D B8 B i PE /K
il RN 28 S B R 1 24 o A B 106 [FINVRE B i 22 T 27

{\/:

F
@) NHBOC 0]
HO\OHLO/ )*\/O\O)LO/

Bower, John F. 25N, CHVLERIR) |, 9(17), (2007)

[0334]

NH.,

NHBOC 0
NaOH
*

106/154/155
[0335]  H&R2:4LEH106/154/15501 5 Ak
[0336] {LEWI6THIE K
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0
_ BIOH C\ 7 Y 0~ _ CsF.DMSO_
NaH THF N 130°C, 16/
20°C. 3/hM
3/ OBn

167_1 167_2 167_3
F NHBoc F
Hy, Pd/C, MeOH A - i N
— I
[0337] 25°C. 16M o NP~ OMe  DBAD, PPh, THF \|/\o N/ OMe
25°C, 16/)0t
NHBoc
1674 167_5
F
LiOH.H,0 | X HCl/ —FEht A
_— —_—
, H;0, THF "o N NeOH  30°C, 2/t o N7 N O
00 2N NHBoc 0 NH,
167_6 167

[0338] T R3ALEWMI6THIA .
[0339] JIL,FXI—%A%w? 215 ik

o
_ BoH g 7 I o~
[0340] NaH THF N
20°C, 3/hEf OBn

13.19%7=%
167_1 167_2

[0341]  ZE0°C R, [ANaH (6.11g,152.84mmol ,60% 4L )&, 124 5) F-THF (300mL) = i v i
ANINBnOH (16.53g,152.84mmol, 15.89mL, 1 X&) FLE47167 1(31.49g,152.84mmol, 14
) B NIR A YITE20°C R HEHE3 /N . LOMS S R 4B A Rl T FE L I HLTE 148 . 2 % 1) 1 A
P R SN S BN K (100mL) He 3 FHEA (100mL*3) AEHL o Ke & JF B HLE £MeS0,F
W IR IR AR, LIS B P o A gk (S10,, LIR 48 : A BE=0%23/97) XA ™
Yk AT 4lifk, , LIS 3] 5 8 E AR AL S 40167 2 (10.0g,20. 17mmol , 13.19% 77 %, 56 % 4li
FE) , & LCMSHESE (56.6%) o

[0342]  JDIR2- 4L EW167_3IHE K

0 @]
C\~ I o~ CsF,DMSO '\~ | 0~
——
[0343] N 130 °C, 16/ NN
s 13.04%7= % Shn
167 2 167 3
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[0344] W4k &4167_2(10g,36.01mmol , 124 5) FDMSO (25mL) VA HH — IR PE R INCsF
(16.41g,108.03mmol ,3.98mL, 34 &) i K MR A WIFE130°C R i dE 167N . LOMS 7R L h
MRV FE , I HIE RC19. 6 % B ER =) o 4 I SR B 03I\ K (50mL) H i i o K 8 v
EtO0Ac (50mL*3) ZEHL . 44 & FE[7H HLZLMeS0, 0, 1ok JE R4, LA B 7= 4 o J I A
Wk (510, MR W6 : A K= 0%27/93) X #H = Wi AT 4lifk , LAAS 31 2 38 (4 AR K 4 54
167 3(3g,4.70mmol,13.04% /=% ,40.9% 4L ) .

[0345]  DIR3-1LEW167_AMH K

o F
F A | o~ H,, Pd/C, MeOH N
:
[0346] N 25°C, 16/ HO N/ OMe
il 30.8%) 5 °
167 3 167 4

[0347]  7E25°C FAEN, I, A& 4)167 3(3.00g,11.48mmol,14%5) TMeOH (20mL) H1 ¥
W AR INPA/C (2.00g,1.88mmol , 10 % 4 /& , 1. 64e- 1 24 5) o KF B IFlifE J a5 N A5 N,
W IR AR S TER, (16psi) FAE25°C N HiFE16/NEF o LOMS /R & 4 A R T #E ,
HIER32. 6% IR P4 B IR S ik e 5 36 O HB I R s N ik4s , DL BB
T o A L (S10,,, PSR /47 Tk = 02246 /54) XL =ik A7 44k, IR B R A
A H4L 90167 4(0.682g,3.55mmol ,30.89% =%, 89% 4liJF) , ZLCMSIIF S .

[0348]  JDIRA-1LEW167_5MIA K

NHBoc
A a “H AN
[0349] | Z OMe > | ~ OMe
HO™ SN DBAIOD, PPhg, THF 0”7 >N
25 C" 16/ NHBoc
L=

167 4 167 5

[0350] FFO-10C F,mikb&4167 4(680mg,3.97mmol, 14 &) &5 Wa (1.04g,
5.96mmol, 1.5%4%k) FIPPh, (1.56g,5.96mmol,1.54%) FTHF (14mL) 1 BIR A4 F A3 Hbid
HADBAD (1.37g,5.96mmol, 1.5245)  fEMRINZ 5, # I MR &Y 7E25°C R Hi 16785 bf . LCMS
TN AR MR WS, BIE RS . 1% B AR =4 o B ) TR A 3N K (50mL) A 3
EtOAc (50mL+#3) A2 HL , F 257K (50mL*2) Pk o K& I A HLZE ZMgS0, -8 , 1o Jig 94 4, LA
RE =Y, Lﬁ*f@iafz(5102,Z4@51Z)@E|/E/EE@]£ 0Z29/91) XJ Frids A F= gk A7 24k, BA
B3 A EERLEY167 5(2.00g, HF4) , & LOMSIESE (94.76%) «

[0351]  DURS- 1L AWI167_61A K
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F F
N LIOH H,0 B
—_—————
[0352] 07 NP N OMe H,0, THF o7 N7 NN
NHBoc 20°C, 2N Nhgoc
30.2% %
167_5 167_6

[0353]  7E20°CF, M4 &4167 5(2g,6.09mmol ,1*45) T-THF (20mL) FIH,0 (20mL) H1 %
AR IILI0H . H,0 (383.39mg, 9. 14mmol , 1. 54 5) oK RIBAE20 C Rt HE2/N i o LOMS iR
LA MR #E  IF HIE 594 . 4% 1SR 71 o s S TR S P BN OK (50mL) w1 FF FIMTBE
(50mLA3) ZEHL o K KA A M HC1ER AL 22 pH=4FF FIEt0Ac (50mL*3) A HL A 5 I A HLE A
MgSO, ) , 1 JE IR 4a , LIS B 2 3t [F AR AL 547167 _6 (0.594¢,1.84mmol,30.25% 7
#,97.5% 461) , ALOMSIESE (97.5%)

[0354]  JDYR6-HL-E16TH) G R

F F
N HCl/ & N
s
= P OH
[0355] ~N o N NOT 200c, 3 Y\o N
NHBoc o NH; o

97.8%"

167_6 167

[0356]  #E0-10°C I, M4k&4167 6(0.594g,1.89mmol, 1 45) T M4y (6mL) 4 [KIVATR
HOZ IS IMHCT/ R8T (AM, 6mL, 12. 7024 5) o F MR S YI7E20°C R i3/ M)  LOMS 7w
EAE MR TE FE , FE HLIE 099 . 0% Y HHEE 724 8 I IR G ik 4, LAAS 21 2 B B A I 4
49167 (0.468g,1.85mmol,97.81% 72 %,99.0% 4 & ,HC1) .

[0357]  'H NMR (400MHz,DMSO-d,) 88.64-8.12 (m,3H) ,7.69-7.45 (m,1H) ,7.15-6.89 (m,
1H) ,4.50-4.45 (m, 1H) ,4.41-4.37 (m,1H) ,3.66-3.60 (m, 1H) ,1.36-1.20 (m,3H)

[0358]  LAWILT3IA AL
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0]

HO\[Nj)\O/
17 I
Boc,0, TEA OH 33 Lo

OH
' _mem . (Y -
DCM, 20 °C, 4/} ADDP, t-Bu,P

NH
2 NHBoc ik 45ec, 16/h

173_1 173_2
NaOH, EtOH, HZO
[0359]
15°C, 3/H
NHB NHBOC
173_4 1735

Hle:Uiﬂﬁm
0°c, 16 C(

[0360] 54 ALEWTIIE .
[0361]  DIR1-HLEW1T3 216 K

ol Boc,O, TEA i
»
[0362] NH2 DCM, 20 C; 4"]"—# NHBoc
64.3%
173 1 173 2

[0363]  Flfk & 4173 1FDCM (50mL) B ¥4 ¥ f 8 INTEA (7. 50g, 74 . 2mmo 1) F1Boc,0
(8.09g,37. Immo1) KR AHE20°C FHi#E4/ M . TLC (PE:EtOAc=1:1,SM R, =0.0, #%R
=0.5) FRa AT _ IR e A AR, JF HARI 21— /\ﬁixjw&rétﬁﬁaz%%ﬁﬁmoh}if
TR G WAL N A LA 25 BRTHE o J i PO R g (43 12 (ISCO® 5 40g SepaFlash® i i piidk
B FESOZZTH/ 738 T HI0~50% LR L1 /A il B FE A BE TR X BRI HEAT 44k - 3R A5
2 AGEEENEEYLT3 2(3.20g,64.3%77F) .

[0364]1  'H NMR: (400MHz,CDC1,) 64.70 (br s,1H) ,4.04-3.94 (m,1H) ,3.70-3.58 (m, 1H) ,
2.14-2.06(m,1H) ,2.03-1.96 (m, 1H) ,1.84-1.58(m,4H) ,1.45(s,9H)

[0365]  BIR2-IL AT _ARIA R
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0
173 : ’ IN\ o” Q
on - Z O.__N _
[0366] > | X7 Yo
ADDP, t-Bu,P
>
NHBoc  1hr 15°C, 16/ NHBoG
173_2 84.9% 173 4

[0367]  mfLEH173_3(1.20g,7.83mmol) fLEH)173_2(1.50g,7.45mmo1) FTHF (30mL)
A R S INADDP (3. 95g, 15 Tmmo1) A1 ="T B (4.52¢,22. 4mmol) IR AMTEIST R
P HE 167N JLC-MSIR IR [ I 173 34 58 A TH FE , I+ HAS I 2 AR T & 6 e SR & W) TE I
JE T AR L2 BRTHF o 4 5 R W FHH,0 (20mL) #4588 7 FHEt0Ac (10mL*3) 225U K& FF A HL=
IR FEAEIUE W48 DA BI5R R Y o KA F= 4 FAMTBE (25mL) BF B8 30 73 P2 ) (E S8V o il
o PR R i (ISCO®; 12g SepaFlash® s i Pk, fE20Z2 T/ 408 R HI0~20% 2. /&
TG /A TH TR AR P ) e B %o B A b AT 44k . HR AR BRI AL B 1734 (2. 13¢,
84.9% 7% .

[0368]  'H NMR: (400MHz ,DMSO-d,) 87.87-7.82(m,1H) ,7.63(d,J=7.1Hz,1H) ,7.01(d,]J=
8.0Hz,1H) ,6.71 (br d,J=7.9Hz,1H) ,3.87-3.82(m,3H) ,2.06-1.81 (m,2H) ,1.77-1.48 (m,
5H) ,1.30-1.17 (m,9H)

[0369]  JDIR3-{LEWI1T3_5E AL

@] @]
0 N NaOH, EtOH, H,O 0] N
B o~ 2 - (Y or
[0370] P 15°C, 3/\if P
NHBoc 37.6% NHBoc
173_4 173_5

[0371] 4k & #1734 (1.00g,2.97mmol) FEtOH (10mL) FIH,0 (10mL) H B3 ¥ i
NaOH (357mg,8.92mmo1) KR S HAE15C FHEFE3/NEF LC-MS 7R S i) 173 A%% 58 4= 7H
FE, FF ELA I B — N B 158 ol 5 1) 20 6 S BOVR S 038 A i I HCL (5mL) BRI 23,
HARJ5 FHEtO0Ac (30mL*3) A HL -5 I A HLZE H 257K (40mL) Bk , £MgS0, 14, i JE I 7
IR NI 45 LS B FR AW o 380 1) 4 TUHPLC (R : Xtimate C18 150%40mm#10um; FEHAH: [7K
(0.05% HC1) -ACN];B% :40%-70% , 104381) XI5k RdAT 44k . 3815 2 B e BA AL &
M)173 5(360mg,37.6% %) ,
[0372]  JDIRA- 1L ST G AR
0 o)

O\qu)LOH HCl/ ML . O Ny -

[0373] q |/ 20 °C, 16/if q I/

NHBoc NH,

173_5 173

[0374]  [Wfb&H)173 5 (326mg,1.01mmol) F —H&E4E (3mL) H HI¥E W A A INHC T/ — B g
(3mL) IR S WLE20°C FHtdE 167N L LC-MS 7~ [ B 173 545 584 4 #E , - HL AR I 81—
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AN A i B 1 206 K S VR A AR I T i L2 BRIV KR ) FHEt0Ac (10mL)
WFBE 16/ o 3545 2 A B E R ICPD 173 (269mg , ¥ 7=41, HC1) .

[0375]  'H NMR: (400MHz,DMSO-d,) 88.32 (br s,3H) ,7.95-7.86 (m, 1H) ,7.69(d,J=7.0Hz,
1H) ,7.09(d,J=8.1Hz,1H) ,5.49-5.41 (m, 1H) ,3.75-3.63 (m, 1H) ,2.17-2.00 (m, 2H) ,1.91-
1.74(m,3H) ,1.69-1.53 (m, 1H)

[0376] A HII80MA AL

180 2 180_4
0 Q 0 Boc. J\/OH
HO_ _N Ho M~ HO_ _N 0 N
o o g (A g o
EDCI, DMAP, DCM DIAD, PPhs, THF
™ S O
25°C, 3/} 25°C, 14/)Hf
180_1 ety st 180 3 ok
[0377] Ao) 91.6% =

0 @]
HCl/ ke
Boc\NJ\/O /N| OWO\ - e HQNJ\/O /N| 0/\(0\
H - 20°C, 1/)hH N o
180_5 403%™ % cpd 180
[0378] &5 LA YII80MIE K
[0379]  DIE1-4LAW0180_311E K
180_2
9]

0
HO.__N HO\)\ 4 HO.__N O
[0380] ~ 0 - ~ oY
- EDCI, DVMAP, DCM - o

25°C, 3/}
180_1 30.4%= % 180_3

[0381] [ {L&47180_1(3.00g,21.6mmol) FDCM (60mL) H [ ¥ ¥ HH s InAL & 471802
(1.94g,21.6mmol,1.66mL) FIEDCI (5.37g,28.0mmol) DMAP (263mg,2.16mmol) - ¥ V& & W) 7E
25°C R HtHE3/ME TLC (it : ZBR 4R =3:1,R,=0.4) FHn b & 4180 24 58 4T AL, IF
Hﬁ,ﬁir/\,ﬁﬁaﬂ&@E@%ﬁﬁi,ﬁJ%fir“/ﬁéé.\%mazﬁwwfﬁuzﬁ,’f&iﬁﬁuo%%%%ﬂ%
7K (30mL) # 7 F FHDCM (30mL*3) ZEHL o K¢ 5 I 1A HLZ H 67K (90mL) ik , 4eMeS0, Tk, id
PEFAE YRR R IR 45 A B5R AW o 4 o PR R i € 13592 (ISCO®)540g SepaF lash®fik: i ik
M, FE40Z= T/ 23 BT 190 ~2 % DOM/Me OHAF: B2 I eIt ) o Bk Rk AT 4lid, LIS 2 8 1
AR IS 4)180 3(1.40g,6.56mmol,30.4% 772,99 % 4l ) .

[0382]  DIR2-4LAWI180_5IE K

183_4

B*-’I\./
oc N

0}
HO N 0] H Boc. ,J\/
[0383] “ oY > O/\n/ ~
& 0 DIAD, PPhg, THF

25°C, 14/hH}
180_3 01.6%7= % 180_5

[0384] 7EOC FFEN, F, A ¥180 3 (1.40g,6.63mmol) Flfk&4)183 4 (1.16g,
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6.63mmol) T-F R THF (40mL) H ()78 & %) i MPPh, (1. 74g,6.63mmol) , i J5 7 NDTAD
(1.34g,6.63mmol,1.29mL) , 3 HAR 5 KRS WLEN, SR N AE25°C T HitHE 14/ o LC-MS .
A NYIL83 AR TEATH AR, 3T HAS I ) — A B HEE 7 1 0 I BR S IR T
Wi UL 22 BRI 7 o K ik R M A /K (30mL) % I H LR e (30mL*3) ZH K& I A HLZ
FER7K (90mL) Pk , 4Na, SO, T I LI T e , LAAS B 5 R W) o 18 i PRod 4k i 0 1572 (
ISCO®;60g SepaFlash®fE fis Phidi: , fE40Z T/ 0B N I0~19% L FR B8/ Ik Tk 1 (1)
Vel Xk it AT 4tk , DATS 2 2 A A E AL 54180 5 (2.3g,6.06mmol ,91.6% =
R L,97T% 4l .

[0385]  'H NMR (400MHz,CDC1,) 87.83-7.77 (m,1H) ,7.76-7.69 (m,1H) ,7.04-6.96 (m, 1H) ,
5.08-4.92(m,4H) ,4.91(s,2H) ,4.42-4.33(m,2H) ,4.20-4.06 (m, 1H) ,3.81(s,3H) ,1.45(s,
o) .

[0386]  SDIR3-1L EWI180HI & Ak

(0]
Boc J\/o N o _TFADCM_ J\/
°N z (6 ™~ N
0387) W oY b \O)L

- o 20, 1fJx|

40 3%
180 5 ’ cpd 180

[0388] K5 fk & 47180 5(1.00g,2.71mmol) FI4M HC1/ — Mkt (20mL) HIE A ¥IE20°C T i
LN JLC-MS R R A 1180 54 584V #E , I LA I 2 — AN A A EE o7 & 1) 0 4
JSEVRE PAE D T TR 4G DL 2 B 771 K B A W FIDCM (10mL) #4588 5 FH 7K (10mL*3) ZEHL 47K
FAE B A R TR LS B R W) o il i) £ TUHPLC [HCL 254, A : Xtimate C18 150%
40mm*10um; R BNAH: [7K (0.05% HC1) -ACN]:B%:0% -30.0% , 1043 8h) X5k AWk 47 4k,
DAFR 3 2t [E 4R [ epd 180 (300mg,1.09mmol,40.3% 722,97 .8% 4l ) .

[0389]  'H NMR (400MHz ,DMSO-d,) 68.37 (br s,3H) ,8.01-7.94 (m,1H) ,7.78(dd,J=2.2,
7.1Hz,1H) ,7.18(dd,J=4.1,8.3Hz,1H) ,4.96 (s, 1H) ,4.84 (s,2H) ,4.44-4.37 (m,2H) ,3.71
(s,2H) ,3.63 (br s,1H) ,1.31(d,J=6.8Hz,3H)

[0390]  fb-EWII8LIIE K

1.1 183 4
0
o n ] o LK Z O\j\ 0% B""‘ﬁ’l\’o“
[ oy T
o | OH ©  HO” N 0 -
. EDCI, DMAP, DCM 0 DIAD, PPhg, THF
20°C, 16/mf 20°C, 16/
1831 60.4% 181.2 71.6%
[0391] - 8%
J\, Ao i
15°C, M\HT X 0
[
181-3 S cpd 181

150 mg, 95%
[0392] 7 &6 EWIBIIE K
[0393] BER1-{L&WI181 2[E& K
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1.1
O 0 =z
HO_ _N HO‘/U\OJ< | ] J(
[0394] # Y on > L0 NN 0\)Lo
~ EDCI, DMAP, DCM I
20°C, 16/
183 _1 181 2
60.4%

[0395] 4L & 4183 1 (500mg,3.59mmol) Atk &1 1 (475mg, 3. 59mmol) F-DCM (2mL) H1
I S INEDCT (896mg , 4. 67mmo) FIDMAP (44 . Omg , 359umo]) o ¥R &4 7E20°C Tt HE 16
NI o LC-MS S 758 [ B 58 B> HF HAS I 32 — A B A 99 88 o B 1Y) 0 o R S MR 5 ) FHHL0
(50mL) 7 I FHEt0Ac (50mL*3) EHL . Kt & FF AU A HLJZ F 7K (100mL) #ed , £eMgS0, T4k
IR IR PR N R 46 LA A BIAR AR W o i PR R R €15k (ISCO®;20g SepaF lash® 7 i (i
AT, FE20 £/ 43BN 190~ 20 %6 DCM/Me OHIFI e i) X BR AR EAT 4k, LAAS 21 2 1 [
PRI A)181 2 (550mg,60.4% 7= 2)

[0396]  'H NMR: (400MHz,DMSO-d,)

[0397]  611.56(br d,]J=2.8Hz,1H),7.71(dd,J=7.3,8.5Hz,1H) ,7.30(br d,J=6.0Hz,
1H) ,6.80(d,J=8.8Hz, 1H) ,4.79(s,2H) ,1.43(s,9H) .

[0398]  IR2-1LA 181 3HIA K

183_4
= | o Boc\NJ\,OH J\/ 0
H
[0399] HO \N O\)J\Ok - BOC‘N (0] /I\I O/YO\K
I DIAD, PPhs, THF H . | 0
20°C, 16/
181 2 181-3
716%

[0400]  [m{k&4181 2(500mg,1.97mmol) AL A 183 4 (346mg,1.97mmol) T-THF (15mL)
IRV R A D TAD (399mg , 1. 97mmo1) FPPh, (517mg, 1.97mmol) o ¥ IEAWITE20°C T i b
167N o LC-MS 2755 [ 2 78 B, - HLAS I 21— /> BoA 1 82 o B 10 32 06 0 s S T 5 ) HIHL0
(50mL) keI FHEtOAC (50mL*3) ZHL . 4 & JF HA HLZ I oK (100mL) BE¥% , 2eMgS0, T4,
1o PE AL BBl R A LA B R W) ol 1 PO R IR 1% (ISCO®; 20g SepaFlash® i iR
A, FE20Z T/ 73 BN HI0~20% LR L 186 / A7 I IEA 52 AR i 0 W3R W it A7 44k, LA
BRI R AEEAKEY181_3(580mg,71.6% F7%K) .

[0401]  'H NMR: (400MHz,DMSO-d,) 87.92(dd,J=7.4,8.2Hz, 1) ,7.73(d,J=6.8Hz, 1H) ,
7.12(d,J=8.1Hz,1H) ,6.92(br d,J=8.1Hz,1H) ,4.81(s,2H) ,4.16 (br d,J=6.0Hz,2H) ,
3.93-3.81(m,1H) ,1.44(s,9H) ,1.38(s,9H) ,1.12(d,]J=6.8Hz,3H) .

[0402]  DYR3-{LEWII8LIK & AL

0 0
Boc J\/O N O J\/O N OH
N Z TFA, DCM H-N
H KJ)LO/ﬁC])/ j< ? ~ | O/Y

15°C, 2/ ™ (0]

0,
181-3 cali cpd 181

150 mg, 95%
[0404] [ 4L&#181 3 (500mg, 1.22mmol) F-DCM (5mL) H AR P AR INTFA (1nL) RS

[0403]
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%Ew"cﬁﬁﬁézd\ﬁﬁ LC-MS 27 S SN 5 4 46 » I FLAGI 21— A BAT I8 s e i)
% o R S TR DA 8 S AR IR A AT B SR AR ] & BHPLC (HC1 A% F 5 4

Xtimate C18 150%40mm*10um;JEaN4H: [7K (0.05% HC1) -ACN]:B%:0%-30% , 1043%k) %

FARMHEAT AL, DS B 2 A R I G181 (155mg, 50 196 77 5)

[0405]  'H NMR: (400MHz,DMSO-d,) 88.37 (br s,3H) ,7.98(t,J=7.8Hz,1H) ,7.79(d,J=

7.1Hz,1H) ,7.19(d,J=8.3Hz, 1) ,4.85(s,2H) ,4.45-4.32 (m,2H) ,3.64 (br s,1H) ,1.32

(br d,J=6.6MHz,3H)

[0406]  {LEW1821) & B

/\i Boc~N/L,OH
0 HO H
2.1 183_4
HO__N OH /\)J\ - -
N | EDCI, DMAP, DCM DIAD, PPhs, THF
20°C, 20 °C, NS
183_1 o ;02’ iy 182_2 1 11;’J I
[0407] - 51.1%
L/ 1 i HCl — J\/ i T
b
Boc. ON O/\)I\O/ > H,N ON | O/\)LO/
H 9 20°C, 2/]\Bf -
182_3 40.4%5= % cpd 182
150 mg, 95%

[0408] 7 RTALEWII821HIA AL
[0409] DIE1-1LEWI182 2/ & 1K

o
0 HO
2.1
HO_ _N
[0410] z | OH /\)J\ -
- EDCI, DMAP., DCM
20°C, 16/h
183_1 182 2
61.8%

[0411]  m4LE9183 1 (1g,7.19mmol) FALAEH2 1 (748.5mg,7.19mmol) FDCM (20mL) H
VA R INEDCT (1.79g,9. 35mmol) FIDMAP (87.8mg, 719umol) o ¥ VRS HI7E20°C R k16
/N LC-MS /s A A 183 14 5 4 iH #E , I ELAIN 21— > BoAg U1 58 it B ) B 06 o K5 S BT
AW FH,0 (50mL) FBE I FHEt0Ac (50mL*3) ZEHL K& (A HLJE FH #h7K (100mL) ¥k , &
MgSo, $st§,uﬁaﬁﬁftmﬁ?/w«abuﬁwﬁ%% 3 R R A £ 3 3% (ISCO®; 20¢
SepaFlash®#E it A1, ZE20 = TH/ 208 R 10~7% DCM/MeOH 3% Bt 1) Xt 5k A Mk 47 4t
b, IS 2 8 F AR G182 2(1.00g,61.8% 77%) .

[0412]  'H NMR: (400MHz,DMSO-d,) 811.58 (br s, 1H) ,7.68-7.60 (m, 1H) ,7.19-7.07 (m,
1H) ,6.73(d,J=8.8Hz,1H) ,4.47 (t,]=6.1Hz,2H) ,3.64(s,4H) ,2.83(t,]=6.1Hz,2H) .
[0413]  EBE2-1b-&5W182 3MIE T
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183_4

0 0 Bot:\NJ\/OH 0 0
HO.__N H Boc.. J\/ N
- DIAD, PPhs, THF & -
20°C, 16/)Mit

51.100)“'2;—‘1;6

182_2 182_3

[0415] [k #4182 2(1.17g,6.66mmol) FIfL4#7183_4(1.00g,4.44mmol) T-THF (15mL)
HH PR T A NDIAD (97 . 9mg , 4. 44mmo1) FIPPh, (1.16g,4 . 44mmol) KRG H7E20°C R4
PEL6/NI  TLC (i M Z IR Z B =42 1, R, =0. 19) 5o [ 81 5% Bl o 4 S 2 490 FRTH, 0
(50mL) B I HE t0AC (50mL#3) REHL 44 I A ML T #h K (100mL) Wi  ZeMgS0, T4k,
REPEFFAE PR T AR AAF B R AR W) o il PROd AR (0 372 (ISCO®:80g SepaFlash® kit
WA, FEB0ZE T/ 43 B R0~ 17 % LR LT /A kAR B2 1 WE M) X 5k AR W AT 4liAk , DA
1930 2 (@ E A A 182 3(1.30g,3.40mmol ,51. 1% 775) .

[0416]  'H NMR: (400MHz,CDC1,) 87.75-7.67 (m,2H) ,7.00-6.92 (m, 1H) ,4.64 (t,]=6.4Hz,
2H) ,4.46-4.29 (m,2H) ,4.10 (br s,1H) ,3.75(s,3H) ,2.85(t,J=6.4Hz,2H) ,1.44(s,9H) ,
1.26(s,3H) .

[0417]  JDIR3-LLAWII82HI & A

0 o) _ 0 0
HCY Ik /I\/
B°°*~N/k/0 /N 0/\)1\0/ — = HN o] /N| 0/\)\0/
[0418] bl Y 20°C, 2/\Af N

182_3 40 4% 2 cpd 182
150 mg, 95%

[0419] #4182 3(0.50g,1.31mmol) T-4M HC1/—MEk% (5mL) H RV AE20°C NI EE2 /NI
LCMS & 7R R L 56 i o 4 S IV & W AE I S W46 LLAR B Bk R, 1 vk R W) BRI il T K
(20mL) H, FIDCM (15mL*3) Bk ¥ /KA 1E B 25 T ik 4 LA A5 21 5% R W 8 it 1] 48 2 HPLC (HC1
A A :Xtimate C18 150%40mmk10um; i sIAH: [7K (0.05% HC1) -ACN];B%:0%-35% , 10
G350 MR AR AT Ak, USRI 2 AR R R epd 182 (300mg, 1.06mmol ,40.4% /=%,
99.4% 4liJF) .

[0420]  'H NMR: (400MHz,DMSO-d,) 88.39 (br s,3H) ,7.95(t,J=8.0Hz, 1) ,7.74-7.64 (m,
1H) ,7.15(d,J=8.0Hz,1H) ,4.52-4.40 (m,4H) ,4.37-4.30 (m, 1H) ,3.64(s,3H) ,2.86-2.70
(m,2H) ,1.31(d,J=6.6Hz,3H) .

[0421]  fLAWI183MIA L
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Boc. J\,OH
0 HO,\)L J< " N
HO_N o 183 2 /\)J\ 18834
. EDCI, DMAP, DCIVI THF, DIAD, PPh;
20°C, 16/NHf 25°C, 3/Bf
[0422] 1o S0.9%7-F 1833 34.5%7 %
/]\/ Q 0 /|< TFA, DCM
Boc\\M 0 /N O/\)LO e NH /\)LOH
- « | 50°C, 5/
78.8%) = %
183_5 cpd 183
[0423] 7 &K8: AL EWI83IME K
[0424]  JDUR1-4LEW0183 3E K
0O )<
HO /N OH 183 2 /\)J\
[0425] |
_n EDCI, DMAP, DCM
20°C, 16/)Hf
183_1 50.9%2 % 183_3
[0426] mALE47183 1(952mg,6.84mmol) F-DCM (40mL) 1 IV P s Infb & 47183 2

(1.00g.6.84mmol,1.01mL) \EDCI (1.70g,8.89mmol) AIDMAP (83.6mg,684umol) K J& & ¥I7E
20°C R4t HE 16/  TLC (i ik : 28R 4l =10:1,R,=0.3) /R A WI183 24 52 4 #E,
I HIE R B BRI R 3B B 5 AR AR TLC, S T8 () o B S S VR S WIE RS Rk
A UL BRI o K ik R W FH 7K (30mL) #4088 3 FHDCM (30mL*3) AEHL o 445 - 1A HLJE FH 7K
(90mL) Pk , ZMgSO, T4 , o B IF 72 98 K T W4 DL A3 B R W) o i i bR s 1k JI2 (15 7% (
ISCO®:40.0g SepaFlash®7: [l bR At , 7E10 . 02 T/ 208 N 10~2% MeOH/DCMFRI & i 80
SRR AT AL, AR B 2 A B A A A 791833 (930mg, 3. 48mmol ,50.9% 725 .

[0427]  PIR2-4L-GH183_5IA K
BOC\HJ\/OH
le] o] 0 0
183_4
[0428] HO /N 0/\)Loj< — : BOC‘NJ\/O /N O/\)j\ok
N | THF, DIAD, PPh, H g |
25°C, 3/
183_3 34.5%/ "% 183_5

[0429]  {E0°C FAEN, F, A ¥183 3 (930mg,3.48mmol) FIfL&4)183 4 (670mg,
3.83mmol) FF#ETHF (10mL) * iV &%) 1 ¥ InPPh, (1.00g,3.83mmo1) , fifi J5 #s JNDIAD
(774mg,3.83mmol , 744uL) , 3 H AR5 ¥R -G WIAEN, U T AE25 C M HE3 /N . LC-MS 27
G183 A 5E A IHHE , ¢ HAT I B — AN B A WA EE ot & 1) 32 06 B S TR G 0 FE TR R
% LA 22 BRI ) K R AR M F 7K (30mL) A FF FHDCM (30mL*3) A< B o 14 & FF A #LJZ F £hK
(90mL) B ¥, ZMgSO, T , ik 8 IF A2 Jak & ™ e 4 LLAS 31 5k AR W0 o T8 ik PR s Tk Jg €8 1 2% (
ISCO®;20.0g SepaFlash®#E i i A, 7E20 2= T/ 73 B FHI0~17% L TR L. B5/ A1 il Bk Bh 5
(R B X Bk s Wb AT 2k, IAS 2 2 B B AR F4 &4 183_5 (510mg, 1. 20mmo1 ,34.5%
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)
[0430]  'H NMR: (400MHz,CDC1,) 87.65-7.58 (m, 2H) ,6.90-6.84 (m, 1H) ,5.13-4.76 (m, 1H) ,
4.52(t,J=6.5Hz,2H) ,4.37-4.19 (n,2H) ,4.01 (br s,1H) ,2.65(s,2H) ,1.37(d,J=
10. 1Hz, 18H) ,1.18(d, J=6.8Hz,3H) .

(04311 JBIR3-LL 1835 K

O O o] 0]
TFA, DCM J\/
BOC\NJ\/O /N O/\)I\OJ< NHZ o) /N O/\)'LOH
[0432] H - | 50°C, S5/ - |

78.8%" 3
183_5 cpd 183

[0433] [ 4k-&4)183 5(600mg,1.41mmol) T-DCM (8mL) 1 (1943 ¥R MITFA (3.08g,
27.0mmol,2.00mL) K IR & WAES0°C R HEFES /N o LC-MS B/ & 4183 54k 58 4= TH #E , IF
EURG I B — AN B AR o 1 0 NV S YT RUE T R 4E DAL BRI 71 B ik R v
fif T-DCM (10mL) H 3 FH 7K (10mL#3) A& HL o K K AHAE 3025 i 4R T 1 LAS BB R D o d ik i) 45
BIHPLC[#: Xtimate C18 150%40mm*10um;izNAH: [7K (0.05%HC1) -ACN] 5B% :0% -30% ,
1043-%4) X sk Rt 47 itk , AR 2 2 A Al A Fepd 183 (300mg, 1. 11mmol,78.8% /=%,
99.6% 4l ) .

[0434]  'H NMR: (400MHz ,DMSO-d,) 88.35 (br s,3H) ,7.95(dd,J=7.4,8.2Hz,1H) ,7.69(d,
J=7.3Hz,1H) ,7.15(d,J=8.3Hz, 1H) ,4.49-4.40 (m,4H) ,3.67-3.59 (m,1H) ,2.73 (t,]J=
6.2Hz,2H) ,1.31(d,J=6.6Hz,3H) .

[0435]  s246)2

[0436]  BRELVEPEER

[0437]  fEZRE/NH IR

[0438]  ALAW GEIERC s AL T ) I BR 3 Pl o DA i = SEA R AR B

[0439]  HEWJE A7 fIadE & ik (LTP) 25 5%

[0440] W2 f5 b EE

[0441] ¥ ) \Ubp R S )P I R AR /N (363) R A AEA X 4 X Tem )& A 16 [ 1R 54 (klasmann
A+ (klasmann) ) R EERAE 2 R BN P R PR AE SR T8 2 o AE RN T AR TR )
Pl 218% AP 10- 15RLFR ¥ o 751 -2 Fy S-SR o S IS 8] AR 2 38R = (B R26£2°C,
W20 +2°C) 1A K30K 18 #E (H sk /K+Shefer 5:3:8 8mM) /& LASOE & % /K & k4T
() o 25 R RT P R , BTl A A A7) 8] B 22 B N E 2 = R Ak S mT i 17K (DDW) , 3F Ho i
BRSPS TR BCAB (R4) AERH Z R/, 1% (v/v) BITEYDIMAN0.02% (v/v) 3R
VS PER] (Tergitol™ 15-S-7) UINENVAW o FH TolLE % 28 (TeeJet 6502EMiME) LA2kg/ha
[ LL 2 14801 /ha (Wi & H#E47 N o 7E 3N ] 21 (B JE 4K 8K V12K (DAA) ) XHAE AT
PEAT o FEAFN I TA] A, A8 FH0-64% (0= o mT WLAKER , 6 s R AR 1l sl R 2 43 21 . FE 12DAA,
WK, TR PR E, DLEAT T E 7.

[0442] B 2 5 ey T & I B S B B 2 ARR A Fb : SETVI L ECHCO AMAPALABUTH (33.5) « LAY
T-0.6kg/ha-0.0187kg/haZ [A] f) /N> EL R F14801 /ha i W55 5 3k 47 M. o ZE4AN IR TH] A5 (6412
18FH26DAA) X HE W) AT PEAL o 7E BN 18] £, A 0-6 4 (0: Jom] WLAIR , 6« B KRR 15k
L2 Y o3 B AE26DAA, SR Pt , TR IR, LUEAT T 0 #r o
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[0443] W 2F J5 g B /N H SR I B B 24P Z2 B Bl (R 5) « Lh2kg/hafl0. 25kg/halj24™ Lt
F 4801/ haf1ms & 34T 8 FH o 764 11, 17F120DAA, 18 FH0-62% (0: Tom] WALE , 6 ft KAL)
L FA R AL 73 B AE21DAA, WORKEYI N7, TR HRRE, ABEAT T E 4 . I SEER B 2
A Ak R (18 6o R 9 700 RN BH A e R (TS BR B FAIA L 1) it =3 51 Fh BN 3% A5 /X AR 56
(Fisher test) (pval=<<0.05) #fi /& P3¢ R T 43 BT G 11 43 B o 38 ik $1 1] %6 = 50 A1 TAS 565
(pval <<0.05) PL R B/R B i 56 (Wilcox test) (pval<<0.05) i€ T &E LT M
[0444]  Bf 4G Ab

[0445] A4 8Fh I BN I SE AN (R 3) FEFIAEA X 4 X Tem) & B HE MY GHD) ¥k
A, & KT Bk K AP RE R E S e B AR AN e B, IRAR YA S )
& 10- ISRLFP T o 75N F AT — KRBT 2R E (A R262°C, R HE20+E2
C) A K21 K I8 (H kK +Shefer 5:3:8 8mM) /& PAS0H & % (KK & & AT 1 AL &)
AV T7K (DDW) , Ff HL 17 85 B 5 70 3o FE AT 5 T U R 0B (e 4) o Tk W55 3% (TeeJet 6502F
5 HE) L2kg/ha ] EL R F14801 /ha (i & #E47 M FH

[0446]  DI4} T 1kg/ha-0.0312kg/haZ [A] /SN L ZEA14801 /ha M & HEAT 5 27 11 = 24T
SN S5 N o 7E 15DAATEAY B 25 1 43 LE o 7E 18DAA, i FH0-64% (0: o AT WA R, 6: Fe KA
B 0T e B 3 A BT AT S A oA Ak TR () T HL L s 7)o R R B e et HR (T I 7
A.T.) B =3 5 TPE A 2R A5 R K56 (pval <<0. 05) A & ok 2 B 0 B (K Ge it o A o Jd it
i 2F % =501 THY B (pval <<0.05) LK BUR R 58 Mk 56 (pval <<0. 05) Bl & WA 28 (R Bi it

ST

[0447]  ZR3 . FEA I E/INH W Fh

0448] [ ¢ LA 4
ABUTH T JBR
AMBEL JK
AMAPA KT
MATCH 7 ] o H 2
ALOMY KAE IR
POAAN HAK
LOLPE LA A
SETVI M 2

[0449]  F4.iHEW)
VETGEY! B %
A 100% DDW

[o450] g 48.5% i i

40% DDW
10% 57 A g

[0451] 1.5% DMSO

[0452] 5. EP A E/NH Y Fh

s8] [re At ik
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ABUTH (i3

AMBEL JC

AMAPA K20

MATCH P A H %

ERICA INERE

EPHHL SRRy LA

AMARE AL

SOLNI e 7%

CHEAL %

POROL ik T

GLXMA K& (Glycine max)
BRSNN KR PHVHISE (Brassica napus)
ALOMY KEE F IR

POAAN FLOR

LOLPE LA
SETVI ) R

DIGSA E

ECHCO oSk

LOLRI fiff B S 2

PHAPA ZEE

ZEAMX RSB S

AVEST AN ST ez

TRZAX /N (Triticum aestivum)
ORYSA i

[0454]  /NRUGLF-I-FEAI BB RE ) b (R 2 )5 B H

[0455] MG HURE ST AN T IR IR 78 A 18 B SR /K B i b 3R ATH 40 o3 0 HE MR b (10 %6 > H
1) 96 LR o K45 - LOANFPFSE I AEREA LI R o B FP S 7- 8K, 7E2 1 LA, 33047 [A) 1y
DLB ORAE B FL B MR AE A AT AL S S AR CABE LI 7 B T 235 iR = s 2 W, B
VB 7 oV AN TR A AR B RK BEAT 18 0 5 BT N (AL S W0V AR AE 50 % TR B 499 %
DDW. 0. 1% i3 - 20 ) B VR W o

[0456] K596 FLAR FHAE FH T il £ 84N B8 52 19 I FH VA 0 (0 A 46 B - TR AT &5 A PP 22 i T A
[E) 9 2 o FH T N A B ORI FE 1 . 5Kg/Ha, I H R B R EUN2 .5 A2 B v a) 1 Je — Rt
AT A2 L o A8 B 12438 T8 72 W K SuL S T A FL A B RIS B b o B 4 < 36
REABALIC S B FLER H T AR PIRGB (L1 25 W8 HIHi o 75 S50 1 B) 1 J LA B ) i UGB 5000 - ) i
Ja — R UL KAE AT N 2 R0, B JE PR /S REILK o 75 B Ja R IR ae s A 1], 13547 7
PR B 43 B B R 43 BT - 45 8 RGBAS AN 0 R BUVE 4y, HEAT 2% A R 00 DA LU A0 2 40 4
(RGB) Fy AL AN R I, HLFEAT 9 A5 RS BAG 36: LA 20 BT AR 2 42808 GRADVESy) o K Ak 3
St Hicik 3 TRl AR DR AR B R A — AL SR T AR, A b b B 7 AR 5 - S I i 2 DAHE
ED, Al KA1 S 4
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[0457]  7E XU R A0 A0 S - AR ) ASE BUAEL A () 1 25 1 .

[0458] AU AT IR LSS, B 1 REFR 00 RE I BIR ZE AR LU IV I JE R (43 5 - 10%E
B5-THL) , ANBEAT R E) T B AL A VA AR AES0 % I 49.9% DD B KA R , TEHE A
2 2 AT ASEFL3ORL B AR B 424 38 P i 358 B S FAC B4, 3 B2 A8 XTI R A B
THAEY) L3 AT A2 B JE 1087 RIS £

[04591 R A% RGBAIGE i34t

[0460]  7E11H118DAAREAT MR A% o 10 35 B FL & 3th T AR O RGB AL B , I HLBs ik B ds T4
HUAM 1] %6 o oAb B 1408 5004 B Y 1) AR B &2 & O EDR A — e Skt i A A R R &, i
o Aok 3 4 37 ) - L 2 LAHEIRTED ED. FED, 24 - 45 5E RGBAS L I A8 FH 2% Ak 1R 3
(p-val <0.05) , K AbH 55 IR BT L.

[0461] ZEH.

[0462]  JF ik A SRR INHTPS (3 F () EE ) Ak S04 25 5 29T T %6

o,

[0463] 6 MG AS A B AL A 0 1) B By PE (R AN AR 1Y)

SH HTPS-XW-FH HTPS-WFH HTPS-EFH
HY-HFE | W% Y- B3R
footn | wBtr | Ki | Ebe | | EDa | R
G5 | O |mM) | (gha) | T8 | (gha) | T " (%)

108 16 TBD 31 100 31 100 290 80
122 16 TBD 19 100 TBD 89
116 16 TBD 3 100 10 100 10 100

[0464] 107 14 73 400 100 127 100 660 45
109 14 TBD | TBD | TBD 681 80
106 13 25 102 100 33 100 380 87
102 13 85 127 92 127 100 650 62
154 13 TBD 16 100 150 100
155 13 TBD 56 100 60 100 170 100
101 13 TBD | NR 24 N/R 20 N/R 12
148 12 TBD | N/R ) N/R 28 TBD 100
121 1 TBD | 256 99

95



CN 116709917 A i';ﬁ HH :F; 72/74 T

139 9 5.8 TBD TBD 256 100
127 9 TBD 134 100 180 100 TBD 94
129 9 TBD 45 81 550 86
103 8 TBD 157 100
119 7 TBD N/R 33 N/R 22 N/R 3
133 6 TBD N/R 40 N/R 5 N/R 0
150 6 TBD 150 100
140 5 TBD N/R 15 N/R 0 N/R 33
110 4 TBD 38 100 80 100
112 4 TBD 300 100 20 100
111 4 TBD 31 100 24 100
152 4 TBD
151 5 TBD N/A N/A N/A N/A N/A N/A
186 16 13:2 200 100
173 14 3.8 463 100
[0465] 174 15 20.2 44 100 3.8 100
175 15 13.3 7 100 3.8 100
219 3 TBD 48 100
185 10 221.7 30 100
184 5 65.7 36 100
168 15 16.8 22 100
218 8 TBD 14 100
183 14 2359 17 100
182 14 TBD 72 100
181 14 22.5 23 100
180 12 TBD 13 100
179 9 TBD 22 100
178 1 TBD 39 100
177 6 TBD 27 100
176 2 TBD 85 100

[0466]  N/A: Toim 1k
[0467]  N/R:AHHK

[0468]  TBD: 3 #fisE

[0469]  fRAMEERESE T H bR, il i HER B G 5 H a5 6 5|l AFE A 1 e 1) o — iR
SR, 24 LU 2 5 A/ B0 2F 5 577 2O A I 3% S84k A5 ) SO I R A7) 3% IR H AR 5 ) o
T BEAl B R A ) B 2 T AL EE T BOR 2 B A R R AE KA

[0470] Pk AL SRR YA LT (IE ) 45 2T TR TmEsT .

(04711  ZR7: MR A BH B AL & W 1l s 2 B o 1 ok B0 1 CRELDAR 9, LTP - 8 2R 8D
(FE5HERPRUR %) .
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BHE
(M) /
116 106 110 102 108 129
B | mrem
¥ (D)
S IGY (100), | IG | 1G (100), | IG (100D,
i)
HETYI M HE* L0 DE (100) | (80) | DE (100) | DE (100) |1G (40)
1G (100),
ALOMY M & FU
LOLPE M DE (100) | DE (60) 1G (40)
-1 1IG (100), 1G (80), |1G (80)
PORAN Mo BE 00 | e g IG (60> | b (80> | DE (80
ECHCO M DE (100)
DIGSA M DE (100)
1G (80),
[0472] SOLA D DAB? (80)
1G (60),
EPPHL D BL (80),
DAB (80)
1G (80),
AMAPA D C? (60), I;éB((lS%O))’ IG (60) | IG (60) |IG (40)
DAB (100)
1G (80),
MATCA D BL* (40),
DAB (60)
1G (80),
ABUTH D Bl (80),
DAB (80)
1G (80),
CERAL D DAB (80)
i
¥ (M) /
154 109 148 111 112
B | mres
Y (D)
= _
| DRD'(100), DE DO {305,
[0473] SETVI M DE (100) |DE (100) | DE (100), | (100), IG 1G (100)
1G (100) (100)
DE (40),
1IG (80), DRD (60) | IG (40)
SlEOx M DAB (60),
BL (60)
LOLPE M 1IG (60) IG (40)
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DE IG (40), DE L2
POAAN M DE (100) | (100), IG s A (100, 1G | (100), IG
(100) (100) (100)
ECHCO M
[0474] DIGSA M
SOLNI D
EPPHL D
AMAPA D IG (60) | 1G (60) IG (60) | 1G (60)
MATCA D DE (40) IG (60)
[0475] Y16 AR
[0476] *DAB  TH#HZ Tt
[0477] FEIH
[o478] *BL  jEQ
[0479]1 °W EiE
[0480] °DE  BiZEZ TG
[0481] "DRD IRAKEZ T
[0482] 8. MRk A & WA I AL &40 38 1o 32 B 1 8 PR Ba B 0il ME CRELDAR N, LTP- B 2% )5)

(T RRR2RR %) -

[0483]

[0484]
[0485]
[0486]
[0487]

BT Y
HY) (M) / 106 129 154 109 111 112
NFHHEY (D)
SETVI M 1G (60) 1G(60) | B (40)
POAAN M IG (60)
ECHCO M IG' (60)
. BL BL BL |IG (60),
aBlaka L BL"(60) 60> | 40> | 0> | B 40
MATCA D LOD?(40)
BL
ABUTH D BL (60) 40
16 A K
“BL  JEA
SLOD Rk

25 SRR, 2 DU 2F 1 B0 2 Ja 107 3N IR, 3K £ & ) DLAT Rt i T
I REL A R B A A2 2 B ) A A o 0 A T ) 2% R 70 R I 7 28 A2 -0 2B K 2 il A
W22 T
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