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[0112]
[0113]

AL B St DLE— D IR A R B . AT AL A BRI A R B .

S JifiAR] — A S BH B EmY 3 — IR K] ] £

ST 1

(5— GMEW IF [2,3-d] MEnE —4- FE ) -[1-(4- FRFEHKIL) 23 1 (tba 1)
4 4,5- A MEW 3F [2,3-d] MERE (W EP 447, 891 T ik 4% ) (775 %= 75,3. 8

ZEEIR ) 1-(4- RINEERIL ) Sk (G 95) (T34 250, 4. 5 ZE/R ) M=% (767 %=
5L, 7.6 ZAEIR ) 16 DMF (20 271 ) Wiy IRAWAE 20°C MY 24 /N o 45 R NIRA 9 FH K
BEFF A E,0 AL =R A IFFA ML, FEhKPEES, T4 (NayS0) o FHRA W B rER T
B, FEAEE AP R RE T AR P g (Flashchromatography) (15% Et,0 76,
B ) $R4E, A 1.1 BE i
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[0115]  uff PR >4 Py Jlaall ok SEETAs) 1L 1 7 v o) 2 3 S8 S 451

[o116]  SZjfs] 18

[0117] 5 G0 -N-(1- IS —2-{[6-( = s 2L ) mbme —2- 55 ] 0k 1 &%) By it [2,

3-d] mERE —4- i (A& 18)

[0118] ¥ 2- i —5—( =F 3L ) mbme (142 =75 ) (2-[ (5- GMEWY I [2, 3—d] WEIEIL —4)

2 1-1- R (AE 94) (0.2 50 ) FUEUT BEAR (1.0 ZF) [ IMTHF % AE DMSO (10 %

1) PR EWIAE KL 25 CHiHE 72 /N RZIRE YA B0 MR IR A 1,0 FHER K RV

INIEIGANAET B (Na,S0,) FFl i ikl 38 . 7EF 2 LR, T AR W T8 i PRkl €352

o, po 4 118 Z 5.

[0119]  =Zjfs 19-36

[0120] s PR >4 1) Jla o SEETAg) 1 1 g v o) 2 3 8 S 3]

[o121]  =Zjifs) 37

[0122]  5-( & WEWy FF [2,3-d] MERE —4- 3 ) -[1- 2L —2-(nibme —2- B4 2L ) 4R ] %

(59 37)

[0123] AT 2— SUALRE MR YR L] 18 FRIFE 7 il £ 1% S i) o

[0124]  SLjjfaf] 38-42

[0125] 5 PR >4 Py Jlaal o SEETAg) 1 1 5 v o) 2 3 S8 S 451

[0126]  SCjifafyl] 43

[0127]  (S)-5- L5 FEMEW I [2,3-d] WEmE —4- 55 ) -[1-(4- R ) o5 ] % (tb

EH 43)

[0128] i 5— L5 2k —4- S WEWy IF [2, 3-d] WERE (163 Z 5, 0. 76 ZEE/RK) Fl (S)-1-(4-

AIERIL) Ol (120 23,0, 79 ZER ) M= (159 $dFt, 1. 14 Z£ IR ) 1E DMF (2. 0

ZF) PHNREYIAE 50°C MY 5 /NN o H e VTR A ) I A ZE I B I I s s VROAH (85

(HPLC) (Gilson &%t ;Phenomenex #F :Luna 51 C18(2), 150X 21. 20 2K, 5 umicro) PAZK /
LGB R JUARIE IR oy LR AL 125 2 ik Be (Eulil 14

[0129]  5— LARZE —4— GUWEWy IF [2, 3-d] WRE 1) il £ -

[0130] % 2- 2 —3- 0k —4- L5 ey (RR4RE EP 193885 i A FF I 5 iHiliE ) (3.5

7,21 ZEER ) VT S AUEALEE (20 22,32 7,210 SBEE/R, 10 248 ), A E 0°C, 7 H

DMF (1. 7 Z£7F, 1. 6 3¢, 22 Z/EIR, 1. 05 MiE ) B AL .. TER IS UG » B IR G N2 In 4

£ 100°CIHHHE 2 DIt FREWA ], fE B TP LRI RY, R R VKK R B I —

PG KA HIAR A K Bk BES, T8 (Na,S0,) FF28K .. KR YINMROIETE

gh i LA AR A Ry FEERE 1.8 B (40% ) .

[0131]  SLjjaf] 44

[0132] 8 R >4 1) Jld o S A 1 1) 7 v o) o8 i S T o

[0133]  SLjifafyl 45

[0134] (65— VRMEWyIf [2, 3-d] WeRE —4- 55 ) —[1-(2- FEEEMERE 52 ) &3 ] g (i

) 45)

[0135] & 65— ¥R —4— SUWEMy 3 [2, 3—d] WERE (279 =05, 1. 1 ZAEIR) & (L& 117) (256

2y, LT 2RER) M=% (170 25, 1. 7 ZE/RK) /£ DMF (3 27 ) T HITREWLE 60°CHil
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FE AN AEHE, HIREGWHIK (20 27 ) MR IFHIBE (3X25 27 ) %, ¥EIFHHE
P4 (Na,S0,) , ik PEIFVRHE, BT = PR ), 296 258, 74 % W 3.

[0136]  5— y] —4— SWEMy 3 [2, 3—d ] WEIE 1] il 2% -

[0137] I EZF N (1.1 =F, 790 =5, 7. 8 ZEE/R ) FEJC/K THE (15 ZFF) Hi
KY) =50 CHE P INAE CEEF I 2.5 FE/K BuLi (3. 0 2T, 7. 6 ZJE/R ), Hl& 8 — H NI
(LDA) o fFIZIE W IAIRZ 0°CIE 10 7380, SR S5 B INBVAH1 2 -100°C 1 6- ¥R —4- SMEW;
I [2,3-d] mEmg (H A1 W0 2003053446 H 2 FFHIHBAE R4 ) (2.0 78, 8. 0 ZZEE/K ) 1) THF (30
T ) W K ZIREWIAE -90 £ —100°CLR%F 45 438, SR 5 A ULRT NH,CT /KSR
KIREVH CIR CWE (30 Z T ) Mike FE44 70 58 i A WIAH A K K ks, T4 (Na,S0,) JF
R o TETRAR N CBE RS P B 46 b, 0 53 8 HH 0 ] A T — U ol i e e,
AT EEEERL LA AR 900 Z T EL. £E 50 2K X 250 2K YMC-AQ 3 ik SORH s VAR
T (HPLC) (FH 70/30 &Ji /0. 1% v/v 7K = ¥ H,PO, YEMR ) M ZE R It IR 7T 45 s B 73 3K
#3200 Z 5 . BMBCER 1.1 5 (55% ) o FEBE S BERE R, AURLHIRAL Y N N5 Hh A5
H o

[0138]  SLjifafyl 46

[0139] A5 FHEE 4 ) i S A1) 43 Hh A ) £ 12 St 91

[0140]  SLjifafy] 47

[0141]  [1-(4- FACIERSE ) &8 1- (6 AR mEmy 3f [2,3-d] memg —4-55) & (&
47)

[0142]  fi# 4- & —6- figFEMEmy IF [2,3—d] WEIE (W1 Bull. Chim. Soc. Fr. 1975, 34, Pt. 2,
592 A FFIIIBFES & ) (500 28, 2. 3 IR ) \1-(4- AR ) L% HCL (513 =,
2. 8 ZJE/R) M= (681 Z33,5. 7T ZJE/R ) 1E DMF (7 ZF+) HIIRAWITE 20°C M. 24
NI o S TR A T KRR F AR B Bt,0 A =R B HLER >4 F, T Bk vk, IF T
B (Na,S0,) o KRG WE I EIR I UE, 7E L L BRE . FRR Wi i Pk iy (40%
EtOAc 7E /&b ) $240, /=& 385 2= g

[0143]  =Zjify] 48

[0144]  (6- VRMEWy I [2,3-d] MEmE —4- 55 ) -[1-(4- FEERE) && ] Ik (a1 48)
[0145] ¥4 6- JR —4— SMEMy I [2, 3-d] Wemg (1 WO 2003053446 1 fir 24 FFHil £ ) (500
0, 2.0 ZEER ) EAAMIE (LEY 117) (563 25, 3. 0 ZE/R ) Fl = L% (505 %73,
5.0 ZE/R) {6 DMF (7 ZFF) T HNREWAERY) 25°CHiH: 20 /o AEE, BB G HIK
(20 Z7F) MR HImE (3X 25 =T ) ZHL. 4 AN K ARt K e, FF 115
(Na,S0,) o IEUETFF L BRI, 7 ALK B [ AR 4, 300 25, 0. 83 2K, 41 %6 .
[0146]  SZjfs] 49

[0147]  5- (5 -N-[1-(4- FEEERE) L& ] v It [2,3-d] g —4- ik ((LE4 49)
[0148] ¥ 5- R -N-[1-(4- FEFEREL ) L3 ] MWy I [2,3-d] WERE —4- [l (250 =,
0. 69 ZZE/R ) FFEAL AT (310 258, 3. 4 2R, 5 | ) 7EJo/K N- FEEMEMS el (NMP)
(4 ZTFt) PHEIFIFFIAZE 130°CIE 19 /M. EAHE, Bl Kugelrohr ZEE7E 0. 1mm 2 [
ERD, TR R ARVIAE EOAC/ 2 FE/R NH,OH FH 2 HL o B A HIUAHHIZK « BhokBeds, T4 (NayS0,)
HIER « B AWALE 50 2K X 250 2K YMC-AQ RP HPLC A% iy B, H 70% ZJiE (ACN)
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Ve, 7= 61 2= (30% ) 4K (L A

[0149] 5= R -N-[1-(4- FAIEIRIL ) L3 T WEmy3f [2,3-d] MEIE —4- fEffl .

[0150] % 5- J] —4- SMEM FF [2,3-d] MERE (750 238, 3. 0 /R ) VA& E ((LEY)
117) (844 %&77,,4. 5 % EEIR ) F1= W% (606 Z£73,,6. 0 ZZEE/R ) 1€ DMF (57 =T+ ) FHIRS
WITE R L) 25 CHIFE 20 /NI o FEAHG  FHREGWAIK (20 Z27) MBI SR Ol (3X 25
ZT) R AN K R KPS, FF T8 (NayS0,) o« 38 FF 22 B, i
AR A L, ] TR, 7 A L 1, 840 2=, 2. 3 ZZEIR, TT % .

[0151]  =Zjifs] 50

[0152]  5- BAb LA 2E -N-[1-(4- REIEARIL ) L3 ] EM I [2,3-d] mene -4- i (fk
4 50)

[0153]  #% 5-yR -N-[1-(4- RAERE ) 43 ] Wy I [2,3-d] mEmg —4- JiZ (200 Z 3¢,
0.55 ZEE/K ) 16 456 Z TR ) R N TE 16 Z iRk ol 5 = & (150 14t
110 250, 1. 1 ZEEIR, 2 &) LR (6 Z£753,0. 03 ZJE/K, 5 FEIR % ) Fl 1,4 —2RSE %
5= 1%t (DPPB) (25 Z£ 5, 0. 06 ZZBE/R, 10 BEIR % ) & IF. WRPE R V28, H—%Am s 2
300psi (21. 1 T3¢ / *FJ7H K ) FFAE 120°CHNFA 18 /Nif o fEA EIFFREBUS ) 5, IR G
PR IFFRARYLE EtOAc— K TP AR 470 HIAH K A ER KBS, T4 (NayS0,) FF7EK .
FH A4 18 ik & AH HPLC iy 7E 20 222K X 250 222K YMC-AQ 4F b 4240, FH 80% Z G /K
Ve L= 4 120 Z 5874 (61% ) .

[0154]  =Zjifsl 51

[0155] 65— FARAE —4-[1-(4- AR ) LRSS ] Wy I [2,3-d] WERE —6- R R L1
(59 51)

[0156]  {f 4— & —5- FF 48 JEME Wy 3 [2,3-d] MEmE —6- R EE (1.0 75,3. 8 ZEEE /K ) .
1= (4~ IR ) 2l (0.8 3,5 ZIER ) A= (1 ZF) 76 DMF (20 =T+ ) FHi
PR THRZ 60°CIA 1 /NI BN HIK (50 2T ) Wil LR 4l (2X50 =T ) #
Blo B4 3F A MU Eh K ks, T (NayS0,) , i Je I Fik4n . HLHIF = 7ert i g i
7% (25% EtOAc fECBEH ) 240, P AW AR R4 (700 =58, 1.5 ZEIR ) o

[0157] 4= % —5— ARG IEmEmy IF [2, 3—d] WriE —6— ¥R ARG i &

[0158]  F/EPUEIMAE (10 27t ) H# 4- & -5 FR 2 — WEW; IF [2, 3-d] MEngE —6- RIR L
g (0.4 50, 1.5 ZFER) ZRRINBIEALE 60% AW WnF,0.1 55 2.5 =R ) A
WeiE (30 Z T ) RIS IR 1/ B INFFEEIE (2 =T ) FRAE TR £ I 2
N FEVRHEIE, K (100 Z5 ) B OV, HHH 4R Sl (2X 100 ZF) . #4557

(R LA FH #h K P, T (NayS0,) FHk4a. MR ARWIAE At Bl ik (40%
LR OHE / Oft ) $24l, A A AR (0.2 3, 50% ).

[0159]  =Zjiifs] 52

[0160] 65— FFdE —4-[1-(4- AR ) LA ] By i [2,3-d] MEng -6- IR LB
(A% 52)

[o161] i 4— &0 -5 FRFEWEWY IF [2, 3—d] WERE —6- IR G (0.5 3%, 1.9 E/R ) J1-(4- H
PRI ) alz (0.4 w0, 2.5 BEIR) M=g & (1 ZFt+) 15 DVF (20 ZF ) P HIHH-EE T
22 60°CIA 1 /Mo BHRE R R MK (50 Z=F) WikEIHH R Ll (2X50 Z ) ZEHL,
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WG FF A AUAHH SRk pEE, T (Na,S0,) , I 38k 4s . RN A PHif Clith &
g8 G LLIRTE =1 (0. 25 72, 0. 7 BEIR,36% )

[0162]  4— & —5— FFFEWEW I [2, 3-d] MEmgE —6- F % FF R I il 55

[0163]  7F 4,6— — S W& g —5- R R T IR (0.5 31,2.5 2 JBE /K ) (U1 Lee, C.-H %% A,
Bioorganic & Medicinal Chemistry Letters(2001),11(18),2419 H /s I ASFEHIE) Fl
LR CHERE (0.29 31, 2.5 ZJER ) fECNE B0 ZT) FREHEH, A=l (2%
TH) s FAF LB S 50°CIk 1 /Mo B ROWIRG PR (100 27+ ) #0R, H 2N HCL
IR (pH 2) FFIL AR UTTEY, 7= A AL E AR =4 (0.6 3, 2. 3 =JEIR,92% ).
[0164]  SZjEf] 53-59

[0165] 8 FHEE >4 1y Jlacall o ST Ag) 1 1 5 v o) 2 3 A8 S )

[o166]  SLjifafdl 60

[0167] A FHE 4 R N AR S TitiAs) 45 il & 12 St o

[0168]  SLjiafi] 61-66

[0169] 87 FHE >4 1y Jlacal S TtAg) 1 1 5 v o) 2 3 A8 S 51

[0170]  SLjifaf] 67

[0171] A FHE 4 K AR AR S TtiAe) 45 il & 12 St

[0172]  SLjiif] 68—69

[0173] 8l PR >4 Py Jld o SEETAg) 1 1) 7 v o) 2 3 A8 S 451

[0174]  SLjiafs] 70

[0175]  (5- WMWY If [2,3-d] WERE —4- 55 ) - [1-(4- FEEEAREE ) &5 ] ik (a1 70)
[0176] A 4— S -5 fWEN I [2, 3—d] WENE (100 25, 0. 34 ZZAE/R ) Al 1-(4- AR
) O (69 =58, 0. 37 IR ) M=) (87 TFt, 0. 9 Z£EE/R ) 76 DMF (2. 0 Z=ZF+) Wi
TREWAE 25°C M. 15 /I, SR 5 E 50°C Y. 3 /NINF o e RS i i i 28 1 08, JfF i
HPLC (Gilson & %: ;Phenomenex £F :Luna 51 C18(2), 150X 21. 20 ZK,5 umicro) PA/K / &
IR PR, YR YT oy LA 70 = v L A4

[0177]  4— & -5 fWEMY If [2, 3—d ] MEIE (1) il 2% -

[0178] K 5 JR —4— SEMEWY IF [2,3-d] MR (1.0 33, 4. 0 =JEIR ) #43¥% T JE/K THE (10
ZT) AR 0OCHME T NI (3.0 =T, 6.0 2K, 1.5 &) [ 2.0M THF %
AT 1 B LA b PR TR ORI TR 16 B S, KHRA WML (1.5 52, 6. 0 25
JR) [ THE (8 Z ) WAL, ;= A2 KSR PIIEY) » 7E 20 43805, %S N NH,C1 A AT K%
AT S SRV FEAE LR LB RIIK 2 T8 43 AH o KA HUAHFHIK  3hK v, IF 1 (Na,S0,) BL™
A 950 =g ALY - ik GC, K2 90% 2l . AT M B NI LG E 45 i DAL= 42 840
2= (T1% ) fifeiiey.

[0179]  SLjiaf] 71

[0180] A HHAE 4 IR & 4n St 9 70 A S il £ 12 S i) o

[o181]  SLjfaf] 72-75

[0182] 8 FHEE >4 Py Jldall ok SEETAg) 1 1 77 v o) 2 3K A8 S 451

[0183]  SLjiafi] 76

[o184] (65— JMEWy If [2,3-d] MERE —4- 55 ) - [1-(4- EEEAREE ) &5 ] ik ((LE 76)

18



CN 101084224 B OB B 17/36 T

[0185]  Hf 4- & —-5— HIEW I [2,3-d] WERE (50 231, 0. 27 Z /R ) A FZ (HLEY)
117) (65 Z£ 35, 0. 35 ZZAEIR ) P =% (80 =7, 0. 80 =B /R ) £E DMF (0. 5 =Tt ) IR A
WILE KLy 25°CHiEHE 40 /DI o ZERESTHIFHE R ARYIAE YMC-AQ £ (50 222K X 250 2K ) il
i SOAHEIEESRAE, FH T0% CIEVENL . 43 B H Bt E AR =4, 54 2= 58, 0. 18 ZZJEIR, 66 %
gz

[0186]  4— & —5— FMEM) If [2, 3—d ] MEIE (1) il 2% -

[0187] % 5 ¥R —4- GUWEMY 3f [2, 3—d] MEIE (3.0 33, 12 = BE/R ) % T E/K THF (35 2= 7)),
AEZ 0C, AR NEEEEN 24 THF ¥ (6. 8 = 7F, 13 =K, 1. 1 &) 75t
H, 7615 93505, Bs A B A a4 =T4% (5.0 =F+,5.9 7%, 18 BJE/R, 1.5 HFE)
OB AL, ARG AE TR 25 CIHFRRE 18 /i . AR I A NH,C1 A V80K S Y 3874, IF
F EtOAc ZEH. FAHUHA 7K Ehok ks, T4 (Na,S0,) FF78 k. it Kugelrohr 2518 7E
0. Imm— HEVEE 80 CYRIEMIREE RV NIERY) . fEREIR LA R YUAT (2 B, HAE Okt
Hr) 3% EtOAc BEMGLCA= A8t —5. 0 70 (91% ) » Bz kL5 F-TEDA (7. 2 51, 20 Z£ /R,
1.7 498 ) fESHE (15 ZFF) hEIFFIHmMAR 75°CIE 18 /pi. AR HIZ G, ¥ IREGWH 30
ZEFHIKH 50 Z£Ft EtOAc Wkt o 73 BSA WIAH IR /K AHFF H 50 Z£F+ EtOAc L. & IFH
MUAHA 50 =7+ 10% NHF /K IFE 1/ o by 2R BRUTIEV) A FIAH K EhKBEs,
T (Na,S0,) FFZEKR . ¥EkRYIAE 0. lnm T Kugelrohr Z&IRIFEEE TS 4 va (0[] 4
MBS R T 4- & -5 FMEWY FEWERE (4, 5 G 4- FWEMy FEIERE DL K FR 4% Bu,Sn 4]
57 o FEEM BHE A R 5% EtOAc/ Tt tail o 85 L™ A4 790 Z e AS =T ik RY)
A L R . 78 YMC-AQ £ (50 222K X250 22K ) Hidid e AH HPLC i it H 50 %6 L g vl 7
B 4- -5 Ry MRS . U K B A B, 200 208, 1. 1 2R, 8. 9% R
[o188]  SEjfifs 77-78

[0189]  FHIE P EcHR IR St 76 i) £ 3 48 5 Jt 451 o

[0190]  SLjiEf] 79-83

[0191] s FHE >4 1y Jlacall o S Ag) 1 1 g v o) 24 a8 S i)

[0192]  SLCjitafy] 84

[0193]  FHIE MR EAHR ¥R S fe] 76 il £ 1% SE i) o

[0194]  SLjjfs] 85-87

[0195] s FHEE >4 1y Jla i ST Ag) 1 1 g v o) 2 3 A8 S )

[0196]  SLCjifafy] 88

[0197]  5- FIEEMARIE -N-[1-(4- FEEEEARES ) L5 ] WEwy IF [2, 3-d] Weng —4- 12 (fLh
) 88)

[0198] ¥4 4- & —5— FEEMIACHEYY Ff [2,3-d] MERE (100 =3¢, 0. 46 ZE/R ) A A
(W& 117) (134 Z50,0. 71 ZZPE/R ) FI= 0% (196 250, 1.9 =ZFE/R ) 75 DMF (2 = F)
HERVEEYIAE 50°CHiH: 3 /DI o ZER W IR AR AL YMC-AQ £ (50 2K X 250 =K )
il RO BRI AL, H T5% SHFBENL . AR A G Ui 4 B, 136 25, 0. 41 ZJER,
89 % I,

[0199]  4— S —5— FILAGARWEMY 3 [2, 3-d ] MEIE 1] il 2% -

[0200] ¥ 5 ¥R —4- GMEWy If [2, 3-d] MEmE (750 %50, 3. 0 ZZEE/R ) #i7r% T oK THE (8
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ZF) B HIZ 0°C, FEH 1-PrMgCl (¥ 2M THF ¥ (2. 0 ZF,4. 0 Z AR ) 8 b BE . 78
20 73805, Bz A 2 i AR £ (460 T T, 570 2= od, 4. 5 IR ) BIHALEE .
ZBRABENA, JFRHR-G WAL 25°CHERE 4 /NN o LRI NH,CT ZK ¥ V0K S BV 3RV J H EtOAc
AEL. A HUAHF K BRKPEG, T4 (NayS0,) JF28 & LA™ A4 830 = s fH il 4 - 1 GC
KA B0% 4l . it AT H EE 4 PR Az B, 7= A 350 =58 (45% ) Mt ik,
[0201]  =jififsl] 89

[0202]  5- FEGEMEIEIE -N-[1-(4- FEEEREE ) &3 ] MEwy I [2, 3-d] mWeng —4- 2 (b
) 89)

[0203]  #4 4- 50 —5— PRl IEmEmy 3f (2, 3-d] WERE (100 271, 0. 40 ZJERK ) (A 5blZ
(L&D 117) (113 258, 0. 60 ZZJEIR ) FI =% (150 =55, 1. 5 ZFE/R ) 76 DMF (1. 5 27} )
HRNR ST KL 25 CHERE 19 /NN o 28 RIS FIFER R AR MAE YMC-AQ £ (50 222K X 250 2
K R ROAH AR AL, ] 75% CIEVENL . P E B, 122 2, 84% .
[0204]  4-— G —5— FLEhABEIEMEN) 3F [2, 3-d] WERE 1)l £ -

[0205] ¥4 4- & —5— FEZEELRACHEN - [2,3-d] MERE (150 Z£3g,0. 69 Z /R ) W T & H
fi (6 ZF),#E 2 5 CIHH 0% AISEUE AT (512 Zw, K4y 2.1 ZE/K,3 48 ) 4
W, ZRAHRIPHIR G 25° CHitE 4 /. IRG YA IS 28 NalSO, ¥ #: I+ H
TR NaHCO, 7K « ER/K PR 73 &5 A HUAH, T4 (Na,S0,) 28 & LA A 150 25 (87% ) #4
Bl A — iR A B .

[0206]  SLjiff] 90-93

[0207] 5 PR >4 Py Jla ok SEJiAg) 1 1 7 v o) 2 X A8 S 4]

[0208]  SEjfifs] la—10a

[0209] 5 PR > Py Jla ek SR 1 1) 7 v o) 2 a8 S A1)

[0210] 3K 2 FH T SEife) 1-93 L&

[0211] 3K 3 FH T SLjifs) 1a—10a 4L &4

[0212] £ 2

[0213]
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Iy A
> 2 ; iz %
RED g RERE | me (KT gy BRI | e
1 }ffCOY“ 71-2 17 288 (M+H)
§ ”)f‘ )
L
2 b 85 18 } thY 389 (M+H)
L() 's: 'N) Fr
3 92-3 19 L, LA 359 (M+H)
. |N,J F
4 };(LLO\ 380 (M+H) 20 N/\©\r°\ 336 (M+H)
5 E(SQQLQ 480 (M+H) 21 "\Rﬁ‘ 381 (M+H)
L
6 480 (M+H) 22 TFQ 397 (M+H)
S
7 }:{j 332 (M+H) 23 }:ﬁj i 292 (M+H)
8 }ff% 302 (M+H) 24 }ﬁ@Ym 332 (M+H)
M l»)‘ s J CHy
9 302 (M+H) 25 c x@\ro\ 332 (M+H)
(Y 4 \NJN cH,
10 '% 316 (M+H) 26 ":;C@*F 358 (M+H)
lg' A |
11 'IQ 279 (M+H) 27 '(:(;L 320 (M+H)
0, SO I
12 ":r[s 293 (M+H) 28 o A LA 325 (M+H)
A A

[0214]
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Ly e
=] [=) %
13 }Ig 293 (M+H) 28 321 (M+H)
{
13
14 334 (M+H) 30 120
[ 3
15 }ILK@ 279 (M+H) 31 104-5
s ’ 7
16 }IL/(O 321 (M+H) 32 111-2
/ ~
)
33 176-7 49 311 (M+H)
34 }IL 333 (M+H) 50 357 (M)
3 l 7
35 397 (M+H) 51 388 (M+H)
36 J 222 (M+H) 52 154-2
() o
NP
a7 >IL 321 (M+H) 53 351 (M+H)
'8 I 7
38 }:f» 389 (M+H) 54 390 (M+H)
39 }IftQ 335 (M+H) 55 322 (M+H)
40 q 309 (M) 56 317 (M+H)
LA
L

[0215]
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AL it == 4 A 3
HEY) gty TR | o, (KEW) gy TR | mp.
41 }I’St% 347 (M+H) 57 }fjﬁ/\(j 355 (M+H)
s ) I
42 \EQ\ 336 IM+H) 58 "/QQ .
‘};@n o + }Ik; g 331 (M-H)
43 Q?;CT:EOM 329 (M+H) 59 [}IL)S@L A 347 (M)
S A7 >
a4 A 358 (M) eo |3 L) 353 (M+1)
s I,.J Fr s l,)” ’
45 TQQ o 364 (M) 61 X@[} 334 (M+H)
A T LS
)
a6 }IL, LA 330 (M) 62 320 (M+H)
A LS
CH,
a7 N ’_Cfg\@\ 331 (M+H) 63 }ff@? 33 (M+H)
) T AL o
48 "*Q 363 (M) 64 336 (M+H)
e oha ?;({ - '
B’ 'S L] 2
65 325 (M+H) 80 )Iff\é 324 (M+H)
4
7:(‘,{@’ A
66 {\\@( 338 (M+H) 81 }Itj\q\/ 298 (M+H)
L3 ',PJ L. s Nj‘
67 %F[\‘ o 434 (M+H) 82 }I(KQ 374 (M+H)
so bl SO
ey
68 '}I(EO[Q 384 (M) 83 ”’E(S\ IM+H)
SORg! o
[0216]
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WEh| gy EMEIE |y (KFY| st FORAE | e

No. No.

69 306 (M+H) 84 }f’ﬁQoAc,‘ 372 M)
LS

70 &5@ 212 (M+H) 85 ‘};CL‘ !'QEVQ/M 404 (M+H)
() :
Hy
71 ® 413 (M+H) 86 ° "j\qv\O\ 390 (M+H)
SN ? NJN OMe|

& " CF,
72 L 327 (M+H) 87 © 365 (M)
i) I3
= u”' nd s ‘N)

O
73 };(50\ 388 (M+H) 88 = %, 331
PR 3

H
I }.I(CCL 371 (M+H) go | SNV 363 (M)
rRae o
75 }ISFQ\LI 353 (M+H) 90 ?:ézg 395 (M+H)
76 ;jf(FO? 303 (W) 91 ?I(EQ\KM‘ 346 (M+H)
A L, A »J Lou
Hy
77 3 L : 304 (M) 92 ( 332 (M+H)
d Onte ]
) .,J 'hPJ

78 ’?ﬁ e 371 93 ?f(\"\j\O 330 (M+H)
g i} ‘ N
o4

79 }I{[Q 335 (M+H)
le "Obde

[02171] % 3
[0218]
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[0219]
[0220]
[0221]

&Y No. gty Jii LA
o
A\
1a }ﬁ ‘>:>‘;,°’" 400 (M+H)
2a }f 340 (M+H)
s \Nﬁ
3a o " 340 (M+H)
a3,
a N
4a P 0P | 376 (M+H)
s \N)l o] (.‘J-i,CHJ
oKkt
/I F
53 o (\/@’ 388(M+H)
L.
6a 362 (M+H)
20
H
7a (}f:j@\"/\ 375 (M+H)
s IN’) k,o
3
8a . el 375 (M+H)
9a STV 613 (M+H)
o0
K
10a a ~TTE 370 (M+H)

H [ AR I B e ) ) 2

2-[ (5— SUWEWY I [2,3-d] WEmEAE —4) 2k [-1- N (a0 94 Bl

1E 4,5— &My 3 [2, 3-d] Mg (41 EP447891 T A H I IBFERI4S ) (1.0 72,4. 9
ZEPEIR ) FEL,N(0. 8 Z Tt ) £F DMF (20 27+ ) H R s o 2- &3& —1- AEE (0. 44 7,
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5.8 ZZEIR ) o FZIREWHH: 3 /N, I H,0(25 =Tt ) #kIFH Et,0(3X50 2T ) ZHL.
KAWLy & 0, KBRS, H Nay,So, T T it ik fER0 s b LBRES ), 7= A iR s (i
Ao FeaX Ml R 3-4 Z Tt 10% Et,0/ BUleds bk, JFI8RR A4, 7= A2 vt o [l 1474,
880 & 77,

[0222]  1- M —5- JL - Z % (LB 109) (1%

[0223] #2 #5 Ohba, Masashi ;Kubo, Hiroyuki ;Fujii, Tozo ;Ishibashi, Hiroyuki ;
Sargent, Melvyn V. ;Arbain, Dayar. Tetrahedron Lett. 1997, 38,6697 #l4iZib&4) .
[0224] 2-(1- LK) ke (LAY 111D [1dl#%

[0225]  #3#F Thompson, Wayne J. ;Sugrue, Michael F. ;Ransom, Richard W. ;Mallorga,
Pierre J. ;Bell, Ian M. ;Smith, Anthony M. WO 9613262A1 L&) 167 45 ZALEY.
[0226]  1-(6— GikmE —2— FLARJEL ) —2— i (AE%) 130) [Hles

[0227]  7F 2- HIENEE (1.2 =F, 14 Z IR ) 16 THF (25 = F+ ) " s i s In &AL 8
(60wt % JHI 73 B, 560 258, 14 ZJEIK ) o 1 30 7380 ), U N 2, 6- —SUIERE (2.0 i, 14 2
JEIR) 5 I SRR INFA 8 /NI o RV ENZ 5, T IN SRR /K I B N R Ve FF FHBE (3 X730
T ) Pk RJEH 50wt %6 S ALK VTR K A I pHAE T 48 10-11, JF I (3X50 =
) ZE KAV MeS0,) , id iR R REH, BT 2.2 s i,

[0228]  1-[4-(4- = AR REAE ) A | Ol (L&Y 156) [l

[0220] 4 4- BRI LM (0.9 38, 6. 6 ZFE/R) A- (= PEEE) FHEER (2.0 w,7.8 %
JEIR ) FBRBRAR (1.4 35, 10 2R ) LEAET (25 =T ) P HRAWIRIRUMA 7 /i
INERHR GV, H H,0(50 2T ) #ke, JFH EtOAc (2X 100 2T ) FE. ¥HILE 5
I, FEKPER T8 (NayS0,) o I JEIFAEE A 2BRVE ), 7 A 2. 1 v R il o 0 o [ 44,
HAZY— S IRATRIAT

[0230] [4-(4- —F FEILTHEIL) I | 40 LB 167 11l

[0231]  f 4-( =R FPEIE ) TR (2.5 70, 10 IR ) 4- FEFIEE (1.1 3,8 &
IR FIBREREP (1.4 75, 10 ZJE/R ) LERET (25 ZTF) IFREWIER N 7 /. R 5%
RAYH 1,0 (100 Z 71 ) #ke, JFH BtOAc (2X 150 =Tt ) ZEHL. BHEHMH 695, i th
IR H Na, SO, T4 o SRS VR A ik Y IR AE FL 8 L s i), 7 A6 2. 5 SO 40
T P s al, B 30% Il / BeefErd e BV, 4R 2. 2 e A A

[0232]  1-(1— AL —1H- ik —3- 3L ) 4 (—ethanone :— A ) (AW 164) (1)l
[0233]  7E DMF (150 27t ) {19 1- (1H-MiLag —3- 2% ) &W (5.0 52,46 ZZEE/R ) Bidkry 0°C
B IMAABUT B (6.7 33, 60 ZZEIR ) o Bl 30 3PP, N 2- BETABE (10. 1 58,60 %
FEIR ) BHIR G WITE KL 25 CHiFE I . HIRE Y E4,0 A1 H,0 #ke . 43 B AHFF ¥ 7K AH P
FHUIR o« G IR NS K PESS SR )5 H Na,S0, T4 ¥HRA Mg, s h £
BRI o

[0234] @I PRI EIEE (0% BE / ke, fERERS b ) FRAUH ™), 774k 3.9 sT i .
[0235]  1-(5— F4RCJEnibme —2- 38 ) LM (A& 169) Kiile

[0236]  fEALAH 208 (1.4 »e,7. 1 /K ) fE THF (25 21 ) S (-78°C ) HiHEIIwEHE
FRII N ERAL FR 2R BRI 3M THE ¥ (2. 6 =71 ) « ININZ )G AR 2 —40°C . ¥ iRE Wi
FF 2 /NI, SR 5 F AT NH,CL W IRIRYS o B TR IRG W B0 2B =K. & IFANLET
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F B0 HRER KL %, R E T8 (Na,S0,) o HIREVILIEIFEE T Tk . Bk RWEH
P ks (30%lE / Buke, fERERS b ) $84l, 7= 28 il 4, 880 &5, 5. 8 ZEEE/R, 82% X
[0237] A HIAL& ) 209 W4 R TG 169 1- (5- FAFEMLE —2- 58 ) 2l (HLE
V) 173) FEFH % S HEY)

[0238]  5— FAEZEMENE —2— ¥R N- FIARIE -N- LI (A B4 208) [l &

[0239]  7EN,0- —FIEFRILNL HCL (438 208, 4. b ZJE/R ) fEJL/K THF (5 ZFt ) H A4
(0°C ) WD ZENBTR I Me,AL 1 2M TR (2. 4 ZTH) o 758N AR BUE LS,
i gttt 30 43R 2 K2 25°C . R FZE AR I B &4 206 (500 258, 3. 0
IR ) W THE (3 27 ) WA H (0°C) Wil Bz aWdist 5 o%h, SRiG M 2at 3 /)
TR E KL 25°C. RIGEZIREGWAHIZE 0°C, L4075 I h K B8 . & Il 44 Na,Co,
¥ pH IR A 11, I RS W@ Celite™ k. WU CHCL, ZEHL 3 IR, ¥ AT ML
YRy G 9, T (NayS0,) FHidyE. fERARyRIBET, Bk R WA B aniftal (20 /&
FR% CH,CN 7E CH,CL, ", 7EREIR b ), P 2B T (g, 434 200, 2. 2 IR, TA% IR

[0240]  {FHALEH) 207 HR4E H T-Hl &AL &4 208 IRE il & B 44L& 5 Rkt
e —2- RIR, N- FIAEZE -N- R (&4 209)

[0241]  5— FAEZENMERE —2— PRI I RE (MG 206) [{Hl#

[0242]  EEALEN Y EUA (4 50,0, 1 FEZR ) £E DMF (90 2= 7)) AR K4 E B B P % i s In ik
4 205 (4 58 ) 7EDMF (5 27t ) TR 76 30 080G, s I Rt (4. 1 38) o 7EBEHE 30
PG, BN IN 1 5 Nal, AR 4REEiiE 30 438, L1 4 i A Eh KR, iR A YR
7%, JFH CH,CL, ZEEL =R KA 601, T8 (Nay,S0) JFidyk. fEE 2 th BR¥EH),
B R AW, F B R PO kR Al (40 % Bk / e, fERERS ) L PR AR 1.9 T s G A
[0243] A HAEFEERARYE LSO G4 206 IFRF & R AL &Y 5- FFEIEMEE —2- 12
RN (L&) 207)

[0244] 5 FEALnke —2- MR HEE (LAY 205) [l

[0245]  TERVFALE CH,C1, (120 2T ) H I 5- FRFEMEIE —2- FRIR (5. 0 5, 36 ZZEE/RK ) s
I DME (1 Z 7)), ARE IS Nl (4.7 38, 37 Z£BE/R ) o 75 L /NI, U inid & MeOH, 78 H
T HVREE TR S, 7 AR A A, B S FV ELOAC PRV . 774 4.6 S0 W)
[0246]  1-(5— FA&IFLmENE —2- L) LM (Ah&W 174 Kiil#

[0247]  TEEHER, 7E 2- B -5 FAEEMERE (4. 73 35,0. 035 BE/R ) 7EZK (100 =T+ )
(RIS RS N 0°C1F) 3. OM BUAL FRJLER KBRS (15 2T ) o WS IN— 258 1, R NVAE KREY
25 CHiLHE 2 /NI ¥ N 0°C AN NH,CL KBS ERYS o TEVREWH A 2N HCI (20 =&
TH) WA EIK . FEPIAH T B S M KAHA CHCL, 2 =K 5 FF A VUZE £ Nay,So, +
fe, iUk, MR AR I AERE IS _EAF A CH,CL, A 5% MeOH #2465 A=A 3. 0 53,3 25 (Ll 14, 56 %
[0248]  1-(6— L%FEMtmeE —3- 35 ) LM (A& 176) Kkile

[0249]  TEALA4 210(0.90 3, 4. 4 ZBEIR ) 1E THE (9 Z 7t ) HH I -78° CHE P, B I
TR O R 2. MR (4. 67 ZJBE/R ), ANt 90 4380 AR EEXIR G B i
I N= FA L -N- FR2E AER% (0. 92 35, 8. 9 2R ) FFRBERE 90 738, 1B RN 58 Rk, fH R
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GRS KY) 25°C, I NaHCO, (KW ) #iBE I Et,0 ZHL. & IFAHLY, £&0/K MgSo,
T, AR Y, BT 7356 iR A, AL — PR AR H

[0250]  5— 98] —2- ZAEIENEE (A& 210) Kkl

[0251]  #R¥ Butora, G., %%, J. Am Chem. Soc. 1997, 119, 7694 4%, H NaOEt Fll ZE#EELAR
NaOMe F FFJEE

[0252]  1-(6— — @ AFEakmE —3— ) i (L&) 180) (K4

[0253]  7F 6-( =HAEL ) MABENE (0.82 7i,4. 8 /R ) 1ElE (16 =) T B HEA
gt 30 3B S N MeMgBr 75 Et,0 (7. 2 228K ) H 1) MW 4 NV HE 2 /NN, 88
JEHREWH IN HCL KRS T H Et,0 2B & IFA NI IT FH KBk I 220K MgSo,
T AR A BRI, 74 530 RO bREE 14

[0254]  1-[ (6— A& FEALme —3- 36 ) 4 | N (B4 181) il

[0255] K &UAER (3.7 w ) FIALER (65 = ) AENET (7T ZFF) RIS IRAE KL 25°C
PiFEE A FESE R NS, A8 6 FARARILNE -3 B (4. 0 3%, /R ) FImRIRE (1.3 72,
10 2R ) ZEAE (5 %= ) H Rl 15 438, AR5 A 1/4 &AM /KT %598, 285 1 A
WRIRE (1.3 38) o X EE =R, AR5 R RIVAE KL 26 CREFE A . FHRGWE LA
Wi o IR RWEE T Et,0 I H,0. Bk BEsk, FFH NayS0, T4 . W3 i eI e L hik
4, 7= 3.5 UiB RO, KNG — DR AR . 2R R B I 2 BE R (] £ 1 AR
[0256]  6— 4R kntbie —3- il &

[0257]  7F 5-¥] —2— FAENLRE (10 52, 53 /K ) 7EmK (120 ZFt) I -T8CHM 4
ik 30 ZrEPESINE T 2EEE (23 27, 58 ZBE/R ) I 2. oM DRt i, KR E IR FFHIK T -65°C.
WG RLBERE 30 2Bl SR 5 7E SN Y PRI S NI ER = PR B (6. 1 =Tt ) o PRI AR BF
AR T -65°C o HVEIRPLEE 10 238, FHRZ 15°C, ARG HIE —78°C. BiRINL 2% (56
ZEPEIR ), R R AR 25 T B T -65°C o WRINZ S5, A8 S N A3 FHR 28 -50°C, YA 4]
1] —65°C, SR 516 K20 25 CHFEE L. R HIK (100 ZF ) B, 285 Ik (3X 150 %
T ZEL B IFENLE S, I NaHSO, KA /K BE . A HLE5 FH 2N NaOH /K ¥
IR o PRI MG 20 H Et,0 R, 2R )5 H NaHSO, B4k o PR A Ui e Hik
BIKIR-E Y E1,0 ZEEL =R, B4R B A0 43 ) Na,S0, T4, /e a8 thyR iRyl . 74
3.6 SLARELE A,

[0258] 5- LMEHL —2- ( — R LI ) mEmE (LAY 182) RyHIF

[0259]  FEVRALMENE (LA 211) (7.7 56,30 EE/R ) =T (1- &% HELWmHE) %
(11.9 3L, 33 /R ) fEJ/K R (100 271 ) TR N — &0 ( =255 8%) 482 (1D
(215 Z 3, 0. 3 ZJEIR ), FFHIREWAE 100°CHiH: 4 Do B PNAHIZ 5°CH A 28
HC1 (50 2Tt ) o AH SN R 2 KL 25°C, IH4E 2 /M), 1Bl Celite™ ik, 7382, I
K HLZ I AL (9 78,0, 15 BE/R ) 7K (50 27+ ) Wi HE 30 %0, HH)EHE
it Celite™ b, /3 B4 2, A NLZEFH EKPES, T4 (NayS0,) , ik JEIFRIR. FAHIER
O AT R E e EAT AR CHCL, TP L ARFR % CH,ON “HAs” (i B, A A
[ 44, 3. 8 7, 57 % LK,

[0260] A FHALA W 212 MG X TAL-& 9 182 (TR HI 4 R AL &4 1-(2— A 4R L ms
WE —5- %5 ) Ll (LAY 183)
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[0261]  5- R —2- (=G LAIE ) WEme (LAY 211) [l

[0262] X 5 VR —2- ( FBEEmETL ) mEmE (24 35, 0. 10 BE/R ) =3 L (15 75,0. 15 EE/R)
FHRK R (28 ¢, 0. 20 BE/R ) FELNE (250 =Tt ) HH LMD HE R BHE 70°CnA 12 /MBS
HPLC 73 R B S A4 Ak . JB i g8 2 R 44, I F S 78 Ik RS R BRI, JF
TR RVTERE (50 =Tt ) FIUK (256 =Tt ) Z (5 AH. FAKAHHEE (2X 25 =T ) 20 A
MUEE I, FEH KSR . T (NayS0,) » by, HRAE B L BRI, 7= A iR s B AR ™
W,19 78, T4 % IR,

[0263]  HRHEXS TALAY 182 (IFEFHI#S T AL &9 -

[0264]  5- R —2-( 4L ) mEmg (fLE&4 212)

[0265]  4- ISR 20 (L&Y 184) [ikl48

[0266] 4 98% FIR (15. 3 = FF,0. 4 BE/R) FLFLHRT (41 52, 0. 4 ZBE/R ) HIHRAE 0-5°C
ik 1 /B o ¥ TS RIS N2 4- R FEZE LW FERR S KL 25 C Rk 2, 2R 5
FINIKIFAE KL 25°C U Na,COy 7RI AL SRFEHIREWH CH,CL, ZEL 3 k. &
HHIAVUZE S Na,S0, 1158, ih vk, 45 LU= 4 4. 6 5074, 95 % E.

[0267]  4- 4L —3- AR AW (L&Y 188) [l #

[0268] 7R AL (60 % fEW Wi, 1. 44 50,36 Z£ /R ) fEJG/K DMF (30 Z 7 ) K&
TFA, 3L 20 43 BPZ AN N 0°C I 4- F2FE —3- FEER LM (4.5 3, 30 Z£E8/R ) /K
DMF (20 ZZ=F ) I N N2 )5 5 BB S WAE 0 CHiH: 30 738, JF— R MM 4E (2. 2
ZZTF, 36 ZEEIR ) o RIGEHREMAE KL 25 CHiFE . Wik (10 ZTF) HEIREW
B2 =R o B A IERIENLE SRk BRI, 48 Na,SO, T, ik, W45, IFfE B N T4
A TG AR 4 o

[0269] 1-(2—- FE&EIE —1,3-memp —5- 3L ) £ (&Y 192) 1l

[0270]  {EALG4) 213 7E MeOH (15 Z£F ) A R W i I TR B (25wt %, 7 R EEH, 2. 7
T IR TRAE KL 25°CHEFE 2 /NI o SN IM #h IR ZK S WB0K i M 3RYA B2 pH AR .
TERL AP L RER, TR T T B0, K ERK eSS . 2R 5 A WA Na,So, +
B, FFARERGEIE . TEELA P BRI, 54 0. 84 WK A EHR Ko

[0271] i F =9 SR IE F T A &9 192 TR EHI4 Foead 1-[2-(2,2,2- =
WMOEFE) -1, 3- WEME —5- 3L 1 ZF] (fLBE4) 204)

[0272] 1-(2—&(—1,3-WEmk 5-3L) 28] (A& 213) il

[0273]  7F n—BuLi (2. 5M, 7E ke ;18. 4 Z£T1, 46 ZZJEIR ) 7F THF (140 271 ) F i -78°C
W BRI 2— SEME (5.0 3,42 ZEEIR ) 78 THF (10 Z ) PRI FxasE
FE LI, SR I N- FAESE N- AL ClZ (4.7 50,46 =ER) o BHRAVHHEE 1/
I, SR 5 A H TR 22 K24 25°C o I8 I A B R PRI K VA VBOHE S BE IRV, Ik (3 X 75 2T )
U GIE VA, R AKYES, i uE, SR IE 40, Bk P iyl (20 % Bk / b, AERERR
) BRI, 77 A 5.9 s [ A

[0274]  1-(6— AR — ke —3— F% ) — A —1- Wi (A5 196) [l

[0275] 7 1-(6— & — LR —3- 2L ) - A —1- i (2.8 3a,16. 5 ZJEI/R ) EFEE (70 ZTF)
RSV S I R AN (2. 8 i, 50 ZZEIR ), I RNVIR-EY) AERI T InF N .
WK %2 50%, K (100 2Tt ) #ke, HH LR ClE (2X 100 2T ) ZH. H5IFHER
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B BR KPRk T8 (NayS0,) » 4 LAP= AR TE AR =) (2. 1 38, 7T % %) , AR
— PR AR

[0276]  1-(6— & — ke —3- 5L ) - T —1- Fi il a5

[0277]  7F 6— 5 -N- 4L -N- FIRAHIENZ (6.0 52, 30 £/ /K ) (41 Perner, R. J. J. Med.
Chem. 2003, 46,5249 A FFHIIBFERIE ) 78 THE (100 ZZT1 ) 0 v P s iS4k 20 5 85 10 ok
HE MR (15 &1, 45 ZJEIR ) o W MIR A WICERIA R i 4 /N, SR 576 K4 25°C
PERE 14 /N B IR AEALER (100 ZZT1) MM K T AL 3, AR 5 218 21
(2X 100 27t ) FH. W& I AR A LK PES T (NayS0,) JFIk%R. ik RW7EhE
i B v E R AL, F 10 % fE Cpe P 1 SR SBRVEE UL (e E R =4 (2.8 3,
60 % K ) .

[0278] 1-[6-(2- B LEIL) nkie —3- 3 1 Z Wi (A& 195) {4

[0279]  7F NaH (60 % 7E 3 4 1) 43 BUiA, 8. 3 ZZJE/R ) £E DMSO (6 ZFH ) T Vs T 78 K4
25 CININ 2- T CE (8. 3 BEIR ) o 7E 30 23Bh ), s 6- (&tkng -3- 28 ) &/ (1.0 5¢,6. 4
ZEEEIR ) 4E DMSO (5 Tt ) . FE5C NG IR G WIERL 25 CRiR I . ¥
AU RIKRA FHH G0 ZEEL. A FF AN, H #hoKdisk, 07K MgSo, T4, FHFAE L2 ik
45, 77 640 Z 5 M A 1

[0280] i F 3 24 iy, M4 F AL &4 195 AR HI4& R ML & :1-[6-(2,2- —RZ&
AL ke -3- % ] CWd (AW 194) 51-[6-(2,2,2- =R LA ) MEmE -3- & ] Ll
(AW 175) F1 1-[6-( FAREE ) mbiE -3- 2% ] W (AW 171) .

[0281]  Jeal —1-[2-(4- AL REIE AL ) NS 1 48] (LAY 200 [ifl#4

[0282] {EN, FLEOC, #E ) ~1-[2-(FRFEE) HNE ] L8 (3.4 35,30 =ZEEIR) (U
Cossy, J. ;Blanchard, N. ;Meyer, C. Eur. J. Org. Chem. 2001, 339 H A FFHIBFERISS ) 7270
7K DMF (60 == 71 ) IS /- B s Nl (LA [ 60 % 20 B ik, 1. 4 35, 36 =& JEE
IR) o TEBINTER JG KRG BEHE 25 3%, HF—k M 4- AR (5.2 5,33
EPEIR ) o ARJEAT RN TR A R 25 CHPidt it . A G BRI (30 ZT1) X
R BRYA, AR5 KRS, JF R (4X50 =T ) L. ARJE¥-E I A HLUZ H 2R 3k Kok
BRH4E Nap SO, T4 I JEFIIRAA Jo , W R R TERE IR EFeal (0% Nl / 2kt ), ™ 4.1
S EIHAR =), 58 % UK

[0283] i H AR S UAR A FH T 1H1 24k 54 201 IFEEHI4& FAMLaY X -1-[2- ( 4
FEFEL) RN ] 4 (454 198)

[0284]  Jeol —1-[2-(4- ARSI I ) IRASE 1 40 (L& 202) [#)Hl#%

[0285]  7EJ X -1-[2- (4" - FEBWEAE TR ) MAZ ] O/ (1.15 58,6 ZEER )
4- RN (1. 15 5¢, 6 ZZEE/R ) 7ETE/K DMSO (15 27 ) A (s, in A\ Bk B 8 ] 44 (0. 89
b, T. 2 IR, R G WA RL 25 CHERE I o AXJa R R & W FH e N8 75, SR )
TERZ) 25 CAREEFE 3 /NI o 76 R NIRA VI A, ¥ H A =k . &R
JZH 2N NaOH 7K VU1 35 7K BER » 28 Na, SO, T4, ik i, W4, JFAERERR 43R4l (30% AR /
Okt ) PRSI (0.55 78 ), 41 % HCE.

[0286] ool —1-[2-(4" — PSRRI IS AL ) FANIE | il &

[0287]  {EOC,fEHHET, M X —1-[2- (R ) A ] L (3.2 52, 28 ZAEIRK) (U
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Cossy, J. ;Blanchard, N. ;Meyer, C. Eur. J. Org. Chem. 2001, 339 2 FFHI A FESIE ) F1=
Ol (4.7 2T, 33,6 ZJEIK) {E CH,CL, (50 Z Tt ) T s n P 2Lt 2E 50 (2. 6 %=
F+,33.6 ZEIR ) o HHIREWALE KLY 25 CHitE LA, 2R J5 FH NaHCO, #PEY: » 42 Na,S0, T
i, TR IR AE UL A2 4. 4 SOURER COPIORL I 4, 81 % iR

[0288] ¥ ] =% S EEAR ¥ ] T4 &9 202 (IR P4 otk &4 - e X -1-12-(2, 2,
2- R CEHEETE) M ] Ll (fhEW) 203)

[o280] 1,2,2,3,3,4,4,5,5,6,6- 1 — I OB RIR 4-[2- (5 S WEWy 3 [2,3-d] W&
e —4- FEEIE ) 43 ] FRILRE (LA 9a)

[0290] A 4-[2- (5~ SMEM I [2, 3-d] memg —4- FEaJE ) 43 ] By (15 3¢ (0. 0005m) ) Al
0.3 3% (K7 0.001m) 425 Cht AL MY BIZAE 30 Z T — &P b, IEAEBFET IA
0.3 % (&) TKILEE s ER G2, & 1/ JE, TLC(S10,- B / Tkt ) RILH £
FE Y R NIR EZT. W - e 2, frim T & e, MG HCL PRk 22 pH4-6, 73 5,
HHZRATPHRZEHAER . BERYSRGE R PREEIF. HmEEE ol 8-9)
WFANZE, 2 B iEaNZ, FF e 2R LAERAT 0. 33 SeREs (i K lig T/0 BB, 11
AR BRIE I R INAS I Ot o 1ok BB ) -4 BB VBUNE e 28 ) LASRAR 0. 25 da (A i o NMR (H A
F) WESE, {H TLC 39K Bon ik Mz it 4 AE 2— LT berb a0, iy IR e ds 25 ik L3R
73 0. 22 SLERE . M/Z = 613,

[02901]  {4-[2-(5—GEmy 3 [2,3-d] WEmg —4- LA IE) LH ] ZRFE ) SO PRI iE (b
&4 10a) (#5148

[0202]  DUR | {F 4,5- —GMEWy I [2,3] MERE (0. 62 50, 3 Z/BE/R ) FIBKIRE/E THF (40 %=
T SRR I 4- S IR IE O FERE (0. 41 50, 3 ZER ) AE THE (20 =T ) PRI, I
W SNAE 100 CINF 2 43 8h o A HIZ G, I UEZBRIE 4, FFR BGRB8 ki, BT [ 5%
RV (1.3 50 ) o BB R TRE / SR B8, I S AL IR KIS IRES: . R E AL
AR ERIR A HUM IR o« A IR MER Y, FIE / Cbe ek, A S A 8N K 0K pH (B T
290 KT AFIR MUY B BRI AR, 4G A LS 2 ik 8 DL AR5 ) 3
TERA R BREH, 7 A s A AR 749, 0. 58 58, 1. 9 IR, 64 % 103, m. p. 154-T°C.,
[0203]  DEE 2 7F Bk 4) (0. 17 50, 0. 56 ZE/R ) E THF (15 = Ft) I I8 I g
ZARCT R (0.3 38, 1.4 ZJER ), R MNVAEFIGUR I 15 /hi . AEIZ G, EET A
BRVET, R AR MR A (0. 33 70 ) #E A RE BRI iR g, BN P e
EE BT, 0. 15 78, 0. 37 ZEIR, 66 % ULE.

[0204]  1-[4-(-&FELHE ) KA 1 A (A& 205) [ifil#

[0205] ZDER 1 7F 2-(4- Jole it ) LA FIRAUT iR (308 =3¢, 1. 3 ZBE/R ) 1ENE
(4 ZTF) PR AR IINE NI (139 5, 1.5 ZBE/R ) FiRRE (260 Z£5C, 1.9 ZJE
IR) o B RVIREYIMARIFIA 16 /N, AHL, FFER T LB BRI T E0,
AR5 KRR KB o A M T8 (NayS0,) , Hol i ik e PR 8, FHEDE I o YRR 3 711
HHERY (K2 500 258 ) &R A EPEal, HAE R 50 % Et,0 Jeli, 7= 4K
€6 [ 1, 256 25, 0. 87 2R, 69 % I H, MS = 293,

[0206]  JDIE 2 7F 2-[4-(2- AR ) R4 ] CHEAEF BT B (216 Z£35,0. 74 =
JEIR ) 1) CH,CL, (4 Z T ) Wi = LR (0. 56 =+, 7. 3 ZER ) o F RINVIRAYITE
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WEEHRE N HLFE 3 /DI, ARG TE R hRIE R IR G WIFERY) » R (143 258 ) A%
B R AR

[0297]  2—(4— ndhbk —4- FE - 2R3 ) L% (4B 206)

[0208]  DER 1 7F 2-[2-(4- ¥RRHEE ) &5 1-1H- W[k -1, 3 (2H) - — i (0.5 52, 1.5 =&
JEIR ) FEZNERE (3 Z=F) R, ISR (330 25, 3. 8 Z£AE/R ) \BINAP (47 Z 3¢,
0. 08 ZEJE/R ) Fll Cs,C05(1. 4 58,4, 2 ZJEIR ) o FEFITEEMITLZ G, %5 Pd (0Ac) , (9 Z 3¢,
0. 004 ZJEI/R ) , FRR VAR T T4 24 /NN o Y215, 4 S R FH kA B, T8 e ek s ok 3
FH IR 0,0 YE T4 (NayS0,) o i ¥E 7B L BRIEH, B PR, W@
AL, R R I 40 % BESE MG PR A A2, 212 2 58, 0. 63 IR, 42%
K, MS = 336,

[0200]  JDAE 2 %% 2-[2- (4— Wbk —4— KE2R0E ) £ 1-1H- MWk -1, 3 (2H) - —fid (193 %=
55,0, 57 ZZBEIR ) A K& (70 2755, 1. 4 ZPER) fECHE (6 ZTF) AR P N4
2 /NI o B OV F R AR T, FRAE LT T R BRI IR AR IIAEBE AR EL, A 2M AR
A K TR, ARG I EhER KT (2 X 10 =271 ) 2B, & IR M2 E, HH M &
FA AT pHAETH 22 10-110 RSB S BEAE I =k, & HA VA, H T4 (Na,S0,)
L PE A B TR BRI, B R R, 110 =55, 0. 57 Z=ZJEIR, 100 % LIBCK . MBI AL
HE— R AR

[0300] & RIA K ARG ARG BERREREEM R TAWNHm S . 7
Z XML A YR A O T AAE R E E AR .

[0301]  FE L, -GV A IR R HEDIEDRSMAGERER. C&IE
S 2 Bl LR PR, B RS9 G R AR R A SE 3 R IE R (Collatotrichum
lagenarium—COLLLA) ;/NEMR W (Cochliobolussativus—COCHSA) F&4E % (Cagnaporthe
grisea—PYRIOR) \ F i il 4% B (K] 1% %957 (Chytophthora infestans—PHYTIN) ;/NE 5%
(Pucciniarecondita tritici—PUCCRT) ;N ¥ (Erysiphe graminis—ERYSGT) ;7&K
F¥39 (Erysiphe cichoracaerum—ERYSCI) ;/NaemtBEAL (Septoriatritici—SEPTTR ;41
N FRER (Septoria nodorum—LEPTNO) .

[0302]  AHIAE AN RS BN, ZAA YN T ROR B I Tz & e R
B — R

[0303] A=A

[0304]  JE L ALA Yt FH BIREY) b I A EE0T B0 R s S5 s, T e AL A A RN
ELIE ARG S YILL 200ppm 7E 10 7R %6 AR AN 90 /AR % Triton X /K (& 5K
99. 99wt % +0. 01wt % Triton X100) HECH], A “BLHIKRI AL S 7. £ LAMEDLT, #
EHLL 100,75 BY 8. 3ppm 1M =E 200ppm 7£ 10 3R % PIEA N 90 431 % Triton XK (£
T 7K 99. 99wt % +0. 01wt % Triton X100) "HECHI, A4 “ECHIKIREAL EW 7. 75 1 KRB
FIRL (1-day protectant test, 1DP) B 2 RKi&I7 FiRE (2—-day curative test,2DC) &
MARAL & P42 HIE 0 F I BE ) o AT FHECH P AER 554k (atomization) WM K44
;%545 (turn tablesprayer) FHcHil 5040 &9t F 2IE Y L, ik K24 1500 T+ / 2
ERIEETE R o A5 R AR L HL 7 (1DP) , SRS 7035 T R SRR i 855 . 721
R OLT AR RS S A S 3 R v T RE ) o A5 AL S TR R T
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B BRI T, JFAERE AL G Bi N JEIFE s TR E R R R 2R (2D0) o
XA R AR, FRRR AR 55 R R AR 4 & 28 RIS VRl 5™ & .,

[0305]  7ESEES = b AT T A1) 256 DL 2 A R BH IR &) 1) R LR A1 o

[0306] /M4 (9 JE 4K Puccinia recondita tritici = Puccinia triticina :
Bayer #ifih PUCCRT) :fEJC R RIE IR EY Metromix) Al FHR B/ DAzt (A
Yuma) , 24 BA SRR ANE M. BESH 3-8 M. HECHIFRA A
XA BV . 55K, F Puccinia recondita tritici HIZKMEH BRI, 3
WHEWAE SR N RS DA 7 R B G SRS e R B = B 2N
TEARALEE 6 R E TR

[0307]  /DFAR B (I JE4AE cochliobolus sativus = Bipolaris sorokineana ;Bayer
40 COCHSA) AE Yo kAR A Y Metromix) H HHFhFHEE N Z2HEY (SR Yuma) ,
BHAREGHHASESEEFWE M. BEEH 3-8 M. HECHIFREAL S5 X by
WA, %K, cochliobolus sativus RIZK A1 EIZBEAT, IR 70 Ei
BT RR— 2R UM 7 AT IR 1. ARG 2R = B 2w EE AR
(R0 R A T o

[0308]  EEJNIRIAIA (HRJEMA Colletotricum lagenarium ;:Baver Zf COLLLA) £t Ve
IKFEEAIREY) Metromix) o HIAFAR S 2 TAEY) (A Bush Champion), B&H—
M 20-80% BT, BEGAH LA, HBECH KRR G YW IR LY 2. 55K,
M Colletotricum lagenarium 7K AR BIZBALRI T, HEAEYILE SRR T IRFF—R
DS % B FE RS o SRS i e 7 21 A K & v B2 0 SR AR AR AR B AR ) TR
o

[0309] & KM (i JiAA Erysiphe cichoracaerum ;Bayer 4#fid ERYSCI) :fF .+ Ve R
FEBRIREY Metromix) H HH AR B: s TR Y) (A Bush Champion) , 25— H A
20-80% JE . REEH 1 AN HECHIREAL A Ywei X ey 2. 552K, HA
W PR R (BRZTH KR 50, 000 M) BRI 1. RIGEEE P B FH
FEL) B 2290 S5 AE AR AL BRI G B A b T 1

[0310] /NEEME (JRJEK Erysiphe graminis f. sp. tritici ;Bayer Z@fif ERYSGT) :7F
T HVeREFRIREY) Metromix) F1 A FAREE D22 AHY) (A Yuma B Monon) , H 424)]
mHA TR NS M. BEEA 3-8 M4 n . HBCHIFIAE AL &P x Lo ) 208 .
R, WL I B Erysiphe graminis f. sp. tritici MM T-Ek 2 Bl V% 7 -
F ESRATI R, SRS TR E P IR 2 ST AR AL BN R TR

[0311]1  /pFEFiATH O JR4A Leptosphaeria nodorum = Stagnosporanodorum ;Bayver 4
i LEPTNO) :7F 50 % EL [ KB -3 /50 % e BRG0P AP 7R85 N2 (AT Yuma) ,
B2 BASRRTNE . BE5A 3-20 M. HBCH KR G Y ix L
MY W 35 R (SO T PIRIGTT IR, 755 H AT IS K ) » H Leptosphaerianodorum
[RIZK PR BRI 7, PR IR R R ER T (FERRIS dew = rip— K, ARG /EOGH
dew YR LK) UMIAIF KT IR 1. RS 2R % T B 20 FHEAR AL
HH R0 R E T R

[0312]  ZEGHEIEIH (A JA4AK Phytophthora infestans :Baver 45 PHYTIN) :7F 76tk
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FERARREY) Metromix) 1 HAFRIEFAEY) (FhFh Outdoor Girl B Rutgers), HA
W EM 30-100% I, BEEHE LA . HEH RGP X R 2.
KR, H Phytophthora infestans ¥ 2 sh 7 KK Bl 1-, BfHﬂE%ZJEm
AN R EF— RUME A 7 R B R+ R EII RSP ES
I3 SEAE R AL HE 5 A A R
[0313] A% 4% % (U5 JR 1K magnaporthe grisea = Pyricularia orvzae :Bayer % {4
PYRIOR) :7F G TR R EZIRIESY) Metromix) IR F3REE MY (A M202), B
24 RA S 2R . BEEA 520 Dl FHEH] RIS P
XY RN . K, H Pyricularia oryzae HZKMEM & EBEAM M, TR EDIAE
B N AR DA 7 R B I 1. RGBS 2224 CHRIERKEPESE
T AL A AL T R REAE ) B TE R
[0314]  /NEMBEAL (Mycosphaerella graminicola = Septoria tritici_;Bayer Zihg
SEPTTR) :7EVL 2 TP AE 50 % (L IGK R 38 /50 % e IR GW) 1 i a3 N2 (B
Monon 5, Yuma) , H. 2 55— HL M 584 I, B 3-8 41« B RIS A0 & i W ix 4t
2R K (SO TR FRES, R AT MR ) , FH Septoria tritici B/K
YT BIF AT 7, IR R P B S N (FEEERG dew EH—R, ARG EJCHE dew
EhR-LR) DT RE G+ RS 2R % D B 20 AR B
XTHEFE D) EIE .
[0315]  FEREI/R T AR B LAY AL A A0 X S8 S 56 PRI I R M o T8 PR AG A 1
T LR 7 B, IR S 2™ B PR A s AR AL B iRy A 4 ) SR A SR
(R4 1 2 BL , 1 0 TR B A A 0% il v 75 1A R
[0316] K 4 ALAWIEN REWFIREYE . B2 494 25 LA 200ppm i H 2IAE Y
F IR SIS i E R . LA S OU T CGRAFRE) , ZAA L 100,75 B 8. 3ppm Jiti
HEIFEY b RIS —RABERER . £JLAMES T (FERPFRE) , A 7E B AT
PR S 4R
[0317]
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