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J& —80°C~ 30°C . [H] i &3 ¥ 77 Y (Bl AE DY SR IR B 28 ) . BAUNVE R, AR A8
IR (=80°C~ 30°C ZIAD N, £E— Rl 3l (KI¥A 7] (] fun DY SR B R ) o, Y — R 3 (R ik
GRUT i, — (= MR ke ) el A AN — e TR R 4D, il 4b 350 (F) a4, JF A
A G ) BRET 513210 B & 134T BBz, ] il % Hp (i R77 22 a8 (D) AL &4
X B Eaw -

[0160]

3]

[o161] =X (F) fLAEWRECHBIMLEY, BURT HH AN 77 A CA AL G206 &

[o162] 4, AT LA & K () &4, il % 75 LT BLF Sk, A48 Ballinid, R.
2 N, Synthesis (2002 4 ), (5) HH ,681-685 W ;Bergmeier,S.C. A1 Ismail, K.
A. Synthesis (2000 4 ), (10) # ,1369-1371 T ;Groutas, W. C. & A, J.Med. Chem. (1989
H),32(7) ¥, 1607-11 71 A 2 Bernhard, K. #1 Lincke, H. Helv. Chim. Acta (1946 4F ), 29
A, 1457-1466 T,

[0163]  AIHH—F=X () EMHIE R ) tLEWEEN ) WEY), Tkt H—Fe
FeEE, R —OH b3, JF HAFAE — POBl, 1] an — AP FE 2 LML g B — Ph i 4 & [ 28 GF 2
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#5411 Buser, S. #l1 Vasella, A. Helv. Chim. Acta, (2005 4 ), 88 i, 3151 T fl M. Hart Z¢ A,
Bioorg. Med. Chem. Letters, (2004 4£ ), 14 #§, 1969 11 ) , SR J5 F —FP &AL, 51 an B R
BV AR B S AR R R, DAL ER 24 F 40 rik :Santelli-Rouvier. C. Tetrahedron
Lett. (1984 4 ),25(39) #5 ,4371 71 ;Walba D. FiI Wand, M. Tetrahedron Lett. (1982

), 23(48) fH, 4995 1T ;Cason, J. Org. Synth. Coll. Vol. TT1, (169) H#H, 1955 11 ).
[0164]

R"—OH
¢ FALM

) (G) (H)
[o165] =X (G) fAAX () AW AlES 2R E A EHCRMPea 6 4. la,
FARX O waa @ a0 R T 51 STk $ BTk Bergmeier, S. C.
Ismail, K. A. Synthesis (2000 4F ), (10) 3, 1369-1371 &,
[ote6]  FEH B 7A@ A (D) (G AR O AL &1, T AT T, fi &= (D
AW, P ) LG 2 —AN B 2L A6 =i 25 CeEras A 4 R DB AL » B — Py 2 i
CiE e R PR ER B R 2R PR B o« A (B A0 G — e R SRR L N R ke B VN BT
B, FF HAZ R B E IR AEIR T —80°C ~ 30°C Z R ) — P& 1d ¥ 77l v (5] an 76 DU S ki) gk
1T o
[0167]

(K} ()
[o168] =X () &2 A, Bod A m 77 vk B DAtk 59l & GE = 0L, B -
W02006016178 ;Ueno, H. 25 A, J. Med. Chem. (2005 4F ), 48 (10) # , 3586-3604 7 ;Kanoh, S.
2 N, Tetrahedron (2002 4F ), 58 (35) HH, 7049-7064 T ;Strachan, J. P. Z£ A, J. Org. Chem.
(2006 4 ), 71(26) HH,9909-9911 1),
[o169] X (K) &M= CRMALAEY, BT H 2 M 7TER SRk &Ml &, GBS
W, %] 0 :Song, Y. S.S. ZE N, Tetrahedron Lett. (2005 4F ), 46 (46) #f , 5987-5990 T FlI
W009030450) .
[o170] B ARTTERE, Hoh G J2 C-Cobi 1K (K) thaw), fE sk T, AT H G 25
= OB b % . Hp 6 @A COLEY) 2 A, BT S iiE
&Pl H GEZ W, B0 :DE 10118310).
[0171] B 7ER, fE B & KOG HETrET, o 6 A=t ) tb&1,
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35 H Het #& (Hety), 24 R%& CH ,R””, - H 24 R”” A B R 3L, 7] BLH 2 (AN AL B ) 4
R0 ) B Al YR —Ph & 18 BVE IR, 3 BTk 2 e gt T o
[0172]

(N) (M)
[0178] &L AE 120-300C 2 [A] (R B2 T, n#A X (AND AL A AT A, Al )2
FE— P E@E VR, il 1, 2- RS Ok, S HEE AR, = HEE R Y O
Tk, — FF 2 4 = A 2K BY Dowtherm ®,Jf HLAT 1% () J& 2R 3R 5 T o
[0174] 25l RO (LA Hd 6 AR K) LA, I H Het & (Hety), 2 R
CH,R””, FF H 4 R”” RE B IR, af LU U (P) (a0 i A 7 v 65K (0) s
Yo
[0175]

(P (@)
[o176]  FILAEI RN (R taMkedEtl, Bk (Q) AL &Ml &N (&4, Hop L 2
ARG R B, a0 R R R e BT SR IR R . P AE RS R
I BTG AE — P A G h, IR BL R 8 () Akt i AT R0 750 o
[0177]

R TTTTT
a : N
R / f'}\R.?
£
R'
@ ©
. ™y

[0178]  JSALlHh, FEARLZEAE T, AT LLR A 20 (S) AR Fe R Ak, B2 (Q) (AWl % 2K
(P LG, b L — B @ 8 52, B0 — Bl s s B i e 2L BT ALt R B
[0179]
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@) )

[0180]  fE— R A 7k, AT DR A 20 (1) BE 46 4, B2 (Q) &Ml 4 X (N 1k
G PG ATAE AT IRt A 77, 4 it AR ORI, BC— % o TR M AL 771, 491 4 = 3
Bt R AE (I11)  =F R Geif MR o (111D DU (11T BREA — /K &4 &AL BR (IV) &AL
(IT1) BREAER, PIIAAE—Fh & IEVE R IR FRE1E B 7], DAE e pr A RGR), 95 A
AR TR, GBS AN TFISCHR UL T — 22284807525, #l70 M. Curini;F. Epifano, S.
Genovese, Tetrahedron Lett. (2006 4 ), 47 #H , 4697-700 T ;A. Arcadi, G. Bianchi, S. Di
Giuseppe, F. Marinelli, Green Chemistry (2003 4 ), 5 #f ,64-7 7.

[0181]

Q)
[0182] B AXT VAL, 4iA SO ] FEAFAE A 18 8 A 7RI BEAT , 4l 2— A —1— PR 2RI g
BLE ). N, N — IR CERR W R%. 1, (3— HFREIETIEL ) -3- Z LB R N, N- $
B kR, DL AE A R 9 T — b = 2, B, E—RhAE AT, B DA
IR 2 B S BE , BRAFAE — M = 55 R Jjlk (49 n = 2R R Jjle) AN — b S a0 R — e ik
Fi CH e B Rk TR — QR BREUE Ak — IR — S AR JF HAL— R & @ i, 4l
N T PR RI B 1, 4— S8, WsCERPTid, 4120 0. Mi tsunobu, Synthesis (1981 4 ), 1
AH, 1-28 1,
[o183] AR L, ML (O EM SR DA EWRI RN, 7l il %30 PO &Y.
[0184]

32



CN 102471311 B 1«51'1 AA :F!' 29/117 I

R!Uﬂ

£
HO™ ™SR R
/K[\>/(R Rum
X
P g Z

L)

PEALH)

&=
Q) (P)

[0185]  FH B (N (L&, Horp RUE— Bl i Zx 75 3630 43, Be — Rt B M Sk ok

B, AT LA 30 (VD (B 5 A3 FAB A EC K SR 2%, 7230 D (AW A 2idE S

BT A AR A SR — AN R B ] (01, A G IR B, B —Fib i A e ST R B 451 G =

BB, IFH R £E6 (0 (WA E , I BLZ&AT IE @1 SCHk Suzuki-Miyaura, So

nogashira, Stille BTl fIG A ARG S ik

[0186]

Suzuki-Miyaura R

52
X
L p~w

R'um

N Stille %4

Sonogashira %4
RENE R

V) (N)
[o1871 ol fu1, 3R (V) AL AW ml LLFH 5 B - J% 75 Bk — Be ik — B0 3 — SO LB R R™-B
(OH) , B ER G R™B (OR” " " ) Ab3E, JLrp R”7” 4% € -Cobt B, B R BR”) ;RN UK
AT —Fh C,—Co FZ B PRI BR B CRe ) 15 306 1 22 R B T80 B 1) B R R D, BRAFAE —
BhA3E AR AR, 22— Fh & @ CRERI R 8D J5 2k — 05 ik - Fe ik — B o — bt
AR M [R'-BF,]-, 7F Suzuki-Miyaura 2k, 47 76 — Rl & 38 (75 IR, — Bl &
& AL AR R — R A& . G W, ] 41 K. Billingsley 1 S. Buchwald, J. Am. Chem.
Soc. (2007 4 ), 129, 3358-3366 ;H. Stefani, R. Cella FlI A.Vieira, Tetrahedron (2007
),63,3623-3658 ;N. Kudo, M. Perseghini 1 G. Fu, Angew. Chem. Int.
Ed. (2006), 45, 1282-1284 ;A. Roglans, A. Pla—Quintana #1 M. Meoreno-Mafias, Chen.
Rev. (2006 4 ), 106 #f , 4622-4643 1 ;J-H Li, @M Zhu Fl Y-X Xie, Tetrahedron (2006
4 ), 10888-10895 T ;S. Nolan Z& A\, J. Org. Chem. (2006 4 ), 71 #f , 685-692 T ;M. Lysén
K. Kéhler, Synthesis (2006 4F ), 4 3, 692-698 T ;K. Anderson 1 S. Buchwald, Angew.
Chem. Int. Ed. (2005),44 #§ ,6173-6177 T ;Y. Wang 1 D. Sauer, Org. Lett. (2004
),6(16) HH ,2793-2796 T ;1. Kondolff, H. Doucet FlI M, Santelli, Tetrahedron, (2004
4 ),60 HH | 3813-3818 T ;F.Bellina, A. Carpita fl R. Rossi, Synthesis (2004 4 ), 15
B 2419-2440 71 ;H. Stefani, G. Molander, C-S Yun, M. Ribagorda # B.Biolatto, J.
Org. Chem. (2003 #F ), 68 H#H ,5534-5539 T ;A. Suzuki, Journal of Organometallic
Chemistry (2002 4£ ), 653 #§ ,83 T ;G.Molander #1 C-S Yun, Tetrahedron (2002
33
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4 ),58 5, 1465-1470 T ;G. Zou, Y. K. Reddy # J.Falck, Tetrahedron Lett. (2001
),42 5, 4213-7215 T ;S. Darses, G. Michaud FlI J-P, Genét, Eur. J. Org. Chem. (1999
), 18771883 T ) .

[0188]
R™ R7-B(QH),, R™-B(OR"},
, BMYRI-BF, ]
0

BN . . B

(V) (N}
[0189] B J7 k&2, SRV M & IE i 5 A i e R™-H S e B, 7T BAH (D fb &
Pyl & O A& P, Fod i RO — BloaT i BRI e 47 75 — B 438 0 4T 48 1L
FINS, I B ] A7 A — Pl A 38 4 S (g A I, — PG od BB AT A4, — Fh A o B B A —
P A IE A 5R), JF B AE & F0 SE it Sonogashira 15 & N B4 1F . G = W, #a0 -
U. Sorenson flI E Pombo—Villar, Tetrahedron (2005 4 ), 2697-2703 T ;N. Leadbeater
F1 B. Tominack, Tetrahedron Lett. (2003 4 ), 44 HH , 8653-8656 T ;K. Sonogashira, J.
Organomet. Chem. (2002 4 ), 653 HH , 4649 T ),
[0190]  FE—FhH &7k, 48 Stille P& T, Bid 5 —F A& A LS 5T B,
A RLH 30 (V) AL APl 4 20 (D A A4, P i RU e i L ] e BRAR 1) 200 326 L T 3z B AR
() bk AT e BARG 1R 55 A B R e AR 2% 05 2 . (5 2 DL, 491 400 <R, Bedford, C. Cazin Al
S. Hazlewood (2002 4E ), 22 # | 2608-2609 11 ;S. Ley Z& A, Chem. Commun. (2002 4E ), 10
Ml 1134-1135 T ;G. Grasa #1 S.Nolan, Org. Lett. (2001 4F ),3(1) #H ,119-122 W ;
T. Weskamp, V. Boehm, J. Organomet. Chem. (1999 4 ),585(2) Hf , 348-352 ;A. Littke I
G. Fu, Angew. Chem. Int. Ed. (1999 4 ), 38(16) Hf ,2411-2413 T ;J.Stille % A, Org.
Synth. (1992 4F ), 71 #§, 97 1),
[o191] I8 AL T332, A FE Y B a6 Ak}, AT A 20 (D L&l & 20 (P) &4,
EX W AL EWHET AR R F55 (D AL EPH I E Lo
[0192]
Suzuki-Miysura
1Be
Stille 154 ]

Sonogashira 484

(W) (P}
[0193] LR E i B3 (O AL S Wi & X (D AL S WA, il X Q) L&)
RO SRR, 7] B3 Q) APl 28 (O AL a8, K RO A& L 2 —
AT A A B B P s B A e A BT B R R . B ATA A, R R T a0
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i B 38 Q) AL AP 2 20 (D AL &R, alid it X Q) (&5 X (AD (L EWI

B2 AR OO B,
[0194]
.
e
»
(£}
o BN
HO \l\z/>_/‘A
(AA)

AR, B

[0195]  JEILSREATan B Pk s 3 (O AL A X (DAL SRR, @ 58 (O L&)
53 AB) A AW SR, 7] 3 Q) A G 4% 50 0D (b 54, Hop s (AB) AL &I L 52
— AR R, B0 — Bl B PR BT R IR R . B ACTVA AL, RSB T4
EPrid e Q) AL A% 3K D AL S RE, Al 2 () 4 59 530 (ABD AL &1

N, il 2% D AL B .
[0196]
s
T
L/kg \>_~A
¢
(AB)
b |
R
N
HO/\E%A
X

A, R

35



CN 102471311 B 1«51'1 AA :F!' 32/117 L

[0197]  AE—FhEACHI TS, n] BUR A —Fb i AL 1AL 3 2 (Q) AL &4, Bl A Bl .
FACTE LR =R AL BB R B B, n] AL — B S I R R 9 AR R
P7 ZE B b, JF Bl /7 78 R B . JF B, 3845 20X (AD) 20 2= xife 1), Horb i
Hal #&&BR, i A 20 (T 8K (0D B (AAD B (AC) BB, Fe4b 43 515 31 20 (D
E AP G D SR WD G FTAFAE— PG RO, 1] AN
BT EEAA BT B ORT— B I VA ) B DY SR 1, 4- o be, H R R

[0198]

-
HO/L B
\“/ g R R
Z & e >
{ R L
R ’< \’7 3\
S S R
R, 4
Rl(l)l O
B (N
HO 7
% \>-,R SRV
B \\x //R..

R i R W e EH Ry P \[_
Rﬂi@ | =" ] 3 Rr’ﬂ N L
R /\‘ ®! ] \

R("" C}
o) (ADy A x ®
HO \}\/( Deef R
A '
z -
o BA rRG ﬁ,,x
(AR) 3 if
Ry t’\Z)\A
5
“R)lﬂ) O
bt :
x s N 20
(Ac) : e d T
R A\ L A
R |
0
(W)

[o190] (@ &M RIS, BUA] B SRS JE M BRI S %

[0200] AU L BARN R g2 A, 30 K el ad B — e R
(K128 55 2 78 73 5 £E SIS AF T 3K S BUACAE BE 08 A 6 A0 1 B AR AR, OF Hax sl A
B AE A& e O A mm k. B, Horb ROZREMIEEUMEE 1920 (WD L3R,
FECEISAT R, 7T AL S5k RO e 58 120 QD (54

[0201]
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Ha, A5
R ‘
B
My (M)
£ R AR £ R* 2R

[0202]  fE—FIETED, K AD AAYHE Het &3 (Het,) BI—DIEHE], X &M, Z 52
% AR (AW L2 — A& s 22, B —Phixd 22 80— Pk 2t — 3o AOe A
Ted 8 15, A LLAR 4R R 7775, U2 AE — P& 18 T (9 B = 2 I stk e ) ), 3 H aT ik 7
— P A& VR R (B K TR BB R A B, A (AR (WS T . GBS
W, % @ :E. Knott, J. Chem. Soc. (1945 4F ), 455 T ;H. Brederick, R. Gompper, Chem. Ber.
(1960 4F ), 93 5, 723 T ;B. Friedman, M. Sparks Fl1 R. Adams, J. Am. Chem. Soc. (1937 4 ), 59
#2262 7).

[0203]

{K)

%P GRK, FA

Het & Het, -

X A&, H#BZAER
[0204] B ARTTVEE, Ik TR 7792 GEZ W, B0 :V. Pshenichniya, 0. Gulyakevich I
V. Kripach, Chemistry of Heterocyclic Compounds (1990 4 ), 10 HH , 1409-1412 71 ), ¥
MR E 28 (AR (&), FF H, 18 21K (AG) 74, /£ 4835 /R (Sandmeyer ) RN 5
AR I AR R (AD i), B HE R K) (&9, XA H1 Hal 28R
o, JF HAF Suzuki-Miyaura. Sonogashira. Stille FIAG I M B EVHISAE N, B AR X
G RBL, X AD (b &GP K) A&, a0 Bk .
[0205]
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HNT TNH,
Sandmeyer
X , OH gt
X LB A }\
V4 j\
NT Hal
6.0 {AH)
¥ GAL, HH
Het Z Het2
X &8, 8B 7 &
£

[0206]  7E O &I &1 &, 7] H Q) A& il & N b & W. G W, 4 .
V.Pshenichniya, 0. Gulyakevich fl V.Kripach, Chemistry of Heterocyclic
Compounds (1990 4F ), 10 HH , 1409-1412 T ;V.Pshenichniya, 0. Gulyakevich #M
V. Kripach, Russian Journal of Organic Chemistry (19894F ), 25(9) H{, 1882-1888 1),
[0207] 30 (RD. 2 (S (T, =W, (2D, R (AA, R (AB) AT (AC (L AW & T %0
(1), BCR] R F SN 7V H SR AL Sl & 1. GBS WL, #1140 < T. T. Denton, X. Zhang, J.
R. Cashman, J. Med. Chem. (2005 4F ), 48 Hf |, 224-239 T ;J.Reinhard, W.E. Hull, C. -W.
von der Lieth, U.Eichhorn, H. —C. Kliem, J. Med. Chem. (2001 4 ), 44 Hi | 4050-4061 T4 ;
H. Kraus 1 H.Fiege, DE19547076 ;M. L. Boys, L. A. Schretzman, N. S. Chandrakumar, M.
B. Tollefson, S.B.Mohler, V. L. Downs, T. D. Penning, M. A. Russell, J. A. Wendt, B.
B. Chen, H. G. Stenmark, H. Wu, D. P. Spangler, M. Clare, B. N. Desai, I. K. Khanna, M.
N. Nguyen, T. Duffin, V. W. Engleman, M. B. Finn, S. K. Freeman, M. L. Hanneke, J. L. Keene, J.
A. Klover, G. A. Nickols, M. A. Nickols, C. N. Steininger, M. Westlin, W. Westlin, Y. X. Yu, Y.
Wang, C. R. Dalton, S. A. Norring, Bioorg. Med. Chem. Lett. (2006 4 ), 16 HH ,839-844 T ;
A. Silberg, A. Benko, G. Csavassy, Chem. Ber. (1964 4 ), 97 #§ |, 1684-1687 T ;K. Brown
A1 R.Newbury, Tetrahedron Lett. (1969), 2797 Ti ;A. Jansen A1 M. Szelke, J. Chem. Soc.
(1961 4 ), 405 T ;R.Diaz—Cortes, A. Silva I L.Maldonado, Tetrahedron Lett. (1997
), 38(13) H#H ,2007-2210 T4 ;M. Friedrich, A. Waechtler 1 A De Meijure, Synlett.
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(2002),4 # ,619-621 T ;F.Kerdesky Al L.Seif, Synth. Commun. (1995 4£ ), 25(17)
HH |, 2639-2645 T ;Z.Zhao, G. Scarlato #1 R. Armstrong., Tetrahedron Lett. (1991
H),32013) 1 ,1609-1612 T ;K-T.Kang F1 S. Jong, Synth. Commun. (1995 4 ), 25(17)
M | 2647-2653 T M. Al tamura A1 E. Perrotta, J. Org. Chem. (1993 4F ), 58(1) H# , 272-274
W)

[0208] AU LA, X (D) LAY I RN R T s, m] Bl i 51, Bk (A)
I Eh &R (DOHeEY . GEZS I, Bl Nagaoka, H. 28 A\, Tetrahedron Letters (1985
F),26(41) # ,5053-5056 T ;Nagaoka, H. 2 A, J. Am. Chem. Soc. (1986 4F ), 108(16)
1 ,5019-5021 W ;Zuki, M. %5 A, Bull. Chem. Soc. Japan (1988 4F ), 61 (4) ¥, 1299-1312
T ;Enholm, E. J. ZE A, J. Org. Chem. (1996 4F ), 61 (16) #f , 5384-5390 T ;Clive,D. L. J. &
A, Tetrahedron (2001 4F ), 57 (18) #f, 3845-3858 T ;Bartoli, G. Z& A, J. Org. Chem. (2002
),67(25) #,9111-9114 7T ;Jung, . E. % A, Chem. Comm. (2003 4F ), (2) #i, 196-197
T ;EP1433772; JP2004203844 ; IN194295),

[0209]

(Ad) {h

" R RUH AL SR
[0210]  ZERMES M, T3t CAKO AL B 2 (KO &4, 1 30 (AL A1) &G
AL 5 TR R G R e A U AR T B, 9 L% S B Y IR B ~80°C ~
30°C 2 [ g — it & & AP (B ZE PUSUNI) AT
[0211]

o
ﬁM RS
rRY R
(AK}
R° OH

[0212] = CAKD fb &2 CANIAA Y, BT H 277 vEH A B &P 2 5.

[0213] Y477 — PG i i 28 4 Ak 7RI (i 4, AT 20 CAL A6 54900 0. 001-50% £ R 4R

(I1) YAn—Fimig (5l 4, AT 20 AL A &), 1 3] 10 M8, 7 H g kFaE—fh o4&

BT AR (gt , AT 20 (AL (&40, 0. 001-50% (2—- BRI )27 6" - 4L —

IRHE), VAR AE— P A1 AR (i an, FRORER 1, 2- AR 250, B IEAE 25°C I 200°C

8], AR I A ER R 5 T 5 AT PSR S (AL &4 G 6 52 C-C be ki, 3 H Hal
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SRR, R R IREID, 5 3 (AMD 2205 LTI R Het—-B (OHD B 2% 75 HE 0 PR 16 AT I R,
Hill & 20D AW b G 52 C-Cledk). GEZ W, # :Song, Y. S. S. 28 A, Tetrahedron
Lett. (2005 4 ), 46 (46) 3#H,5987-5990 T ) »

[0214]

i (HO),B—Het

(AL} (AM) 0
[0215]  PEMIE ST & 255 2MMER, (P) B Py, Hr RO RLVR R RCRYUXOW,
WAW WO 7 R IR E X

[0216]
6 5 G 5 27\
RML WL . R R C NN
| 1 ]] >\ 7 | ’\> 7 /I% >\R
HO . j: B . 4R =R HO_ .
OH OH OH OH
(AM,) {AM,) (AM) (AMA}
R
R’ X R’ g
RY, N SN RNy
N 3 7 HO fee N R" 4& 1 - \NMR“
HO. A R ‘?)\( HO\? ‘."\N‘»‘N"R HO\B Rry?
l L R0 - |
OH ok OH OH
(AM;) (AMg) (AM;) {(AMz)

[0217] =X CAMD 2% 5 ZE B IR 2 L RN AL A4, BORT HH LRI 7 VA 2R AL & 2%
K. (& 2 W, B W :A. Voisin 25 A, Tetrahedron (2005 4F ), 1417-1421 7 ;A. Thompson
2 N, Tetrahedron (2005 4F ), 61 #i ,5131-5135 T ;K.Billingsley FlI S.Buchwald, J.
Am. Chem. Soc. (2007 4 ), 129 #f | 3358-3366 T ;N. Kudo, M. Pauro fll G. Fu, Angew. Chem. Int.
Ed. (2006 4F ), 45 HH , 1282-1284 T ;A. Ivachtchenko Z£ A, J.Heterocyclic Chem. (2004
), 41(6) #7,931-939 T ;H. Matondo ZF A, Synth. Commun. (2003 4F ), 33(5) #H,795-800
T ;A. Bouillon 28 A, Tetrahedron (2003 4 ), 59 5, 10043-10049 7 ;W.Li Z£ A, , J. Org.
Chem. (2002 4 ), 67 #f ,5394-5397 T ;C. Enguchard Z A, J. Org. Chem. (2000 £ ), 65
1 | 6572-6575 T ;H-N Nguyen, X. Huang flI S. Buchwald, J. Am. Chem. Soc. (2003 4 ), 125
H, 11818-11819 TT, LKA I Z25 30K «

[0218]  j&Id i fL I (AND AL A4, IR G AE R4 R, H C-Cln i i b e = € —C e it
JE R R ER , e A3 21 X (A0) ik, il #& X (ALY Ak &4, 49 fanddcd AR SCHR e I 502
Shepherd R. G. ZE A, J. Chem. Soc. Perkin Trans. 1 (19874 ), 2153-2155 71 PA & Lin Y. -L.
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&\, Bioorg. Med. Chem. (2002 4F ), 10 1, 685-690 W . AL 542, Wi RH— C, 5
RBEE—Fh = C1-4 Je k)5 FERER, Hedb bl (AN (L&, IF HAE A4 E N, )b 3 31K
2 CAP) I R, il & 2R AL (b &%) GEZ WL, Bl :Song, Y. S. 58 A, Tetrahedron Lett.
(2005 4F ), 46 (36) # , 5987-5990 T ;Kuethe, J. T. Z& A, J. Org. Chem. (2002 4F ), 67 (17)
# , 5993-6000 T ;Belmont, D. T. % A, J. Org. Chem. 1985 4,50 (21) #H,4102-4107 T,
[0219]

Hal

(AP)

[0220]  EISAEBLPESEAE TS, a0 (L) AL &P (AQ) &9, il %50 (AP (&4, 1
XD EYH L6 22— A3 22 A, 4 xR CE & e s0R ) 80—Fh s PR BT (i
e B R R R B R R R IRER) . S E MBS RN R s R N R RS AN BT
B, IF HZ OB IR 7R IEE -80°C ~ 30°C 2 B [H—Fh A& ¥ 77 b (9 an e TY SRR IRD
HAT. GEZ W, ¥ 10 :Gulias, M. %5 A, Org. Lett. (2003 4F ), 5(11) 3§, 1975-1977 1 ;
Altenbach,R. J. % A, J.Med. Chem. (2006 4F ), 49(23) 1 ,6869-6887 T ;Snowden, R.
L. Tetrahedron (1986 4F ),42(12) HH ,3277-90 T ;0ppolzer,W. Z A, Helv.Chim.
Acta (1980 4F ), 63 (4) #, 788-92 1 :Mellor, M. Z£ A, Synth. Commun. 1979 45,9 (1) #, 1-4
7o

[0221]
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QWLG
GO Y R®
RA_ /= L
R2 A TN N
4 0
]!
(AQ) (AP)

[0222] X CAQ) fL &2 CAIIALA YD, BUA] H 2 AN 777 AL &P 245 1
[0223] B AU VLS, RO R IR0 (AP) fLa, vl LSS E i ik B (AR) 1
EMiHl % . G52 I, T :Nagaoka, H. 28 A, Tetrahedron Letters (1985 4F ), 26 (41)
i ,5053-5056 7 ;Nagaoka, H. 2 A, J. Am. Chem. Soc. (1986 4F ), 108(16) HH , 5019-5021
W szuki, M. %25 A, Bull. Chem. Soc. Japan (1988 4F ), 61(4) #],1299-1312 T ;Enholm, E.
J. % A, J.Org. Chem. (1996 % ),61(16) #H ,5384-5390 W ;Clive,D.L.J. % A,
Tetrahedron (2001 4F ), 57 (18) #H , 3845-3858 T ;Bartoli, G. Z& A, J.Org. Chem. (2002
),67(25) #,9111-9114 7T ;Jung, M. E. Z& A, Chem. Comm. (2003 4 ), (2) # , 196-197
T ;EP1433772 ;JP2004203844 ;IN194295),

[0224]

(AR) (AP)
A R RIBAMLSS
[0225]  WLEIEAERRMESRAE T, FH 2R A AL AP B 20 (AQ) AL A4 L ) ROZ 20, il %
N ARWAEY) . A GRS 5 SR Z AL L 7S B2 Rkbe & 20 BT BEA, OF Haz
N IEAEILE —80°C ~ 30°C Z R —Fh-& 1 v 7 (B anse DY AR Rk 4T . GEZ L, 41
U :Aleman, J. %% A, Chem. Comm. (2007 4£ ), (38) 3, 3921-3923 T1).
[0226]

0
Qs
R

GO R" R

o i (AK)

RE
o
(AQ)
Y
£+ R RE

[0227]  mIEIEAKAE, 3 CAP) AL G 26 30 (AND AL W B S AE A7 AL — FRIR (AL IR,
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WL ER . I H A3k 2 Y7 AL — PP S 3E A A, 451 0 VU SR g SRR » V8 77 34 70 I
TNEL R FR S R AE 25°C ~ 150°C 2 [f],
[0228]

(AF) (AN)
[0220]  BACT VA, AR A C a7kt e & & X AN (&P, GES L, Bl -
Manukina, T. A. Z& A, Zhurnal Organicheskoi Khimii (1986 4F ), 22(4) HH,873-4 T
Mellor, M. Z£ A\, Synth. Commun. 1979 4£ ,9(1) #§, 1-4 1),
[0230] 7 -— PP BT iEH, YAFAE— PG I8 B 8 Ak R (F) i, A T4 A P (AND,
0.001-50% £ B4R (11) ) A1 — PR i GH XS T &9 (AND, 1 B 10 M2 MBI 4D, 3+ A
I AT AR — R0 A& S A AR B (9, AE N T AR A (AND, 0. 001-50% (2- 3R
We)-27,47,6" - =R TRED, B AR R G BRI (a0 1, 4- %k, HIkAE
25°C ~ 200°C 2 [a], Pl & ) 4 55 JE pi 4b ) (Het—Hal, Hrf Hal &, 921, — R ik et i ik
YD, 5 ANWEMIR RN, fill %2 () 1 &P RAARAR 5 OBSAE STk & 2. G52
2, 41 : J. M. Fox, X. Huang, A. Chieffi, M1 S.L.Buchwald, J. Am. Chem. Soc. (2000 4F ), 122
1, 1360-1370 7T ;B. Hong % A, WO 2005/000233).
[0231] B ARTT VA, HAFAE — Pl 38 10 48 6 771) (31 4, A 6T 46 A4 CAND, 0. 001-50%
WAL (1)), PA K — s, XS T4 &4 (AN), 1 31 10 248 BRI, 3F B & ik 4 /548 —
Fh A& AL AR (B 4, X TG A4) (AND, 0. 001-50%L— 2 12D, 3 HAE — P & 3E [0V
e (5 — B PR, IR AE 25°C ~ 200°C 2 J8), Bl A 38 Y 2% 75 3 ki 4k ) (Het-Hal, £
1 Hal &, 840, — R W sRAb ), 53K (AN AL S e, H1l 4628 (A) &g ikqe
25°C ~ 200°C 2 [a), Pl £ (1) 4 55 2 pi4b ) (Het—-Hal, Horp Hal &, 492, —Fh ik Mk 4k
¥, 53 AN AP IR, fill 25K (A) t &Y. FAAREA I BLAE F5 3 < A Sk 2
. GEZ L, 140 :Y. Jiang, N. Wu, H. Wu, FITM. He, Synlett (2005 4F ), 18 #1, 2731-2734
7o
[0232]

BEAA] . AR

+ Het-Hal

(AN} (A)
[0233] 7R ET7VEA, A5 SCHR TR BT IR 26 A1 T, it 5K CAND (&5 — Pl 5 2 = R R
WY RS, il 45 (A) 1 & W. GEZ%, 10 :J. T. Pinhey, B. A. Rowe, Aust. J. Chem. (1979
4),32 5, 1561-6 T ;J. Morgan, J. T. Pinhey, J. Chem. Soc. Perkin Trans. 1(1990 4E ), 3
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#§ ,715-20 T ;J. T. Pinhey, Roche, E. G. J. Chem. Soc. Perkin Trans. 1 (1988 4F ), 2415-21
TDo EIEMZTSH =R E R (AS) B = MM 75HERE, I+ H I NAEAFAE— PhA & T
PrARI BEAT (5l 4n, N, N— B LB R EIE L HERE L KIE , —HEBE AT 1, 10— FEZ MK, AT &
W (AND, B — 324 & N, N- S H B IE e, JF BLAE—Fh A3 593 77 (il o, S
TSR RO, IR S, I BRI AR AE — PR IE R, 49 R 2RO, £E 25°C B 100°C (H Ik
60-90°C) iy #E4T .

[0234]

?Ac BALAR, B
+  AcO—Pb—Het s .
OAc 25°CE 100°C

(AN} (AS8) (A)
[0235]  JHIHAE—FPEIE VAR TR BEA), /£ 25°C3 100°C (H ik 25-50°C), Al IE/EAF
FE— P EAL T, 41140 = 28 ok, HRAE STk ek 107725, FH DY 2 s ab 3 X (AMD tL &4,
A& AW EY) . G52 0L, H0 :K. Shimi, G. Boyer, J-P. Finet A1 J-P. Galy, Letters
in Organic Chemistry (2005 4 ), 2, 407-409 T ;J. Morgan Fll J. T. Pinhey, J. Chem. Soc.
Perkin Trans. 1(1990 4 ), 3 #§, 715-20 70).

[0236]
OAc
HO Ph(OAC),
B—Het | ACO—Pb—Het
HO Ho(OAC),, BH OAc
(AM) (AS)

[0237]  M4FAE— P& 3E B AL — PO BRRITAE — PP A& VA A A I, ] DU Hdr Ar
SR AR BRI A 0 (AT) My 552k Ciodonium ylide) 5 (AM) 75 L0 EL A S v
il & H e 1t () (a0,

[0238]
HO, ALK, A& |
+ /-B—‘Het ~~Het
HO -ﬁ)ff %‘} 3 Ig‘%’]
(AT) (AM) (A)

[0239] @ MA@ 24 (T1) B4R (0) 45549, Bandl (I 1 iy 48 (1)
MRV (1) BRERER Y. — (ZOREERE ) - 40 (1D =&, — IR IREERD 48 (1)
TEMAY . CEROE - B A (D Sy, S ORI R ERERD R0 B - (=
ORI AR 0D AT LA It R fIECA AR AT (T1) ZAE (0) Ab &P R A7 45 5, il &40
AT, B E AR 4 A AR (1) #h, Bansl (1) &4 (PdCL,) B (11) ZFR
(Pd (0AC),), 5B R FIFCALAA, 40 = 8 5L Bk (PPh,) 3R IRIERE . = Ok 2- — 3Rt
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B -27, 6" — RIS IE ORIEEL 2- IR CARRE 27,47, 67— = R Ak ORI AN IV A,
5Pl (AT A 2R (AD 5 BN A — Pl s & . Wi stodEs, mlanl, 17 - =
(ORI —RERER 1, 2- = (CREID Sk, i s B, Rk, C-C A& & N
TR (I1) BEWEEE (0) AEMAEIRAITE G S5 51 K C-CIRE KA.

[0240] & T z0CAD) fh &9 17 &, 48 4 1k 57 19 A & 72 0. 001 ~ 50mol%, & 1%k H &
0. 1-15mo 1%, 7] PAEAFAE & BRIy 24T I B2, 9 DY be s &8, 9l an DU T i e &
IEIHOLT , AL L FRAR, Tl S AL, VAR 1, 2- HEE 2 BeKIE .

[0241] I8k SR FH — i o 0 55 b 2, 48] 01— i OB 2 B8 ) IR, 38— ol I A /R
RN — P 451 2 ok B2 A A A B B S A N KT W A — R A R R, 5 K B — A K 2
B, 45140 B KV T HH 2R CAND Ak B % 20 (AT B il % 7700 T B STk BT A
Schank K. ZE A Synthesis (1983 4 ), 392 T ;Moriarty R.M. Z£ A, J. Am. Chem. Soc. (1985
), 107 #7, 1375 TUEL Yang Z. Z5 A Org. Lett. (2002 4F ), 4(19) #7, 3333 7.

[0242]

(AN) (AT)
[0243] £l %3 () (L EMRIFLETHE D, Ak AL — M E & AR, IF H
AT e AR AR S R, AT R K (AD AA R B, 1% 5 AD B, R
CHR™, JFH R”” A B AN, 20 (AU 2 6 A H Het 2 (Het,) (92K (D 54,
[0244]

(AV) (AL)
[0245] IR JEAE 120-300°C Z [A I, I 0 #4al (AT (A Wb AT 4, Al fE— P&
EIEF L BII0 1, 2- HARIE 2 e H T R R SR R DY 2 R R,
B =H2RBY Dowtherm ®,JF H I H A AE SOt T o
[0246]  RABUHE, A SRR 7 v, 7T R (AL B 4 X (AW 1. 24 R CHL,R™

R RARABFIR, 3 AW LAY 6 HEIFH Het 2y (Hety) KI5 (1D AL AW
[0247]
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:*Rixm
, a4
/ 2
R N el
| Ny
Q
\(\Am 1
R°R'
(AX) (AW)

[0248] Al (R EMEEALAL, Hal (AN A G & 20 AV (&9, X R &
P LA E GRS E LR, Gl Rhpd s B P be A BT SRR R . ] MefFAE— P
& B I H AT IEAE R SE A, IR0 iR () AR .

[0249]

RHH!
- B
2 Q
] 07N
S e
(AN) (AT)

[0250] KA, AESSBASRAE T, WAL CS) AL S kedt Ak, 7] B X CAND AL &4 il 2% 5K
O E, OHAEYITIY LA GIE 8 53 J, B —Fh s 2B Fibe 2R B 2

TR IS -
[0251]

(AN} {(AX)
[0252]  7E—Fh &R T7vEH, @it 5 (T BERMAE G R, 7] AN AP 48 50
(AVOALEY . AIIEAFAE— PG ad () TR 1 A1), 8] o AR ORI R B — B 2 & IRIR PB4 51,
B, =m MRS (1D =/ P e il (1D Y5 (11D B —/KEY. sk
BRIV &AL (TTD) B bdn. mldefE— P& Ia@ s m . 5 E a7, LAEH S BT
AR, JF BAEFER R, BB AN TR Ul B 1 — 222800073, 4 M. Curini;F.
Epifano, S. Genovese, Tetrahedron Lett. (2006 4F ), 47 Hf ,4697-700 T ;A. Arcadi, G.
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Bianchi, S.Di Giuseppe, F.Marinelli, Green Chemistry (2003 4F ), 5 Hi , 64-7 70
[0253]

Rﬂ”!
HO N T

)\E % R R
~Z
&) X

/ /)\RT
AL R Z
A
{AN) {(AV)

[0254] B T7VE 2, HEAT 46 6 I B ] AE A7 AE G & AR A I, 6 2- &AR -1- 2
mEme Ak, NN — IR W e 1, (3- RS ) -3- 2 AR A
N, N= B3 kI, HAEAFAE — P A 38 BB, 451 an—Fh = 2 f%, stk e . 3 HoAE —Fb
T PRI 5 A I 48] DU SRR 2 ITE B R e, AR AE P =0 A B (e = R I
%ﬂ*ﬁ' RETRE AR ELESRAE R T CERRS R E R AR
B8 FF HAE— P& 3E Va5 b, B 2K DY ARG BR 1, 4- 8% be . anSCik A Birad, 461
0. Mi tsunobu, Synthes1s(198lfﬁ) 1HH, 1-28 T,
[0255] i FHSSARLA LR , it X CAND A4 5 20 (U AL B Wi e iz, AT il 46 20 (AXO 1 &

YIp
[0256]
R""J
HO)\E ‘}-—RT

Ly

(U}

A

B

(AN) {(AX)

[0257] £ CHRk BT IR K Suzuki-Miyaura. Sonogashira. Stille Mg A8 ARG M
AT, H— R & & AR A BNV, ik =X AY) A5 1 s 7] il 2% 58 (GAV) (59, 5
AV A EWIHR I RUG— DI IRBIAR TS 35 4y, B —Mpedt  BEd e mbdt . R AV ks
MR A &G T AT 2 XS G O — P R B T (9180 A 2 & BB, B — P x4
FE LT R e 49 = R SE i R, H R”” fF6 30 (0) (L &I E

[0258]
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R‘um R"“:'
- Suzuki-Mivaura /B4 8
N X AL Stille 184-R &
g [ s
¢ Senogashira 1%& K
o X EAR
{AY} {AV)

[0259] 41, 7E Suzuki-Miyaura & N&AF R, 47— P& ik F 4R AR — P A& 1)
FC A A4 R0 —Fh A 38 BB, H A7 AL — Pl 538 FIE I, A DAfS A O5 2k - Z 5 2 — ek -
BEM RS - SORIETNER R™-B (OHD , BERES R™-B (OR” " " ), Hrp R IR —Fh C—~Colit
B, 8RB (OR” " 7 ), RANRE T —F €, —Co o EERIFRRTNBRER Cre sl oy 1% SR V5 T AR
IR LR , B —F0 48 CRr Al 280D BU75 4 - Je 05 AL et — MG 2L — Ao it = Sl iR &,
M'[R™-BF,] , &bFE S (AY ) fb &4 GEZS WL, 180 :K. Billingsley #1S. Buchwald, J. Am. Chem.
Soc. (2007 4 ), 129 HH, 3358-3366 T4 ;H. Stefani, R. Cella fl A. Vieira, Tetrahedron (2007
), 63 HH | 3623-3658 T ;N. Kudo, M. Perseghini fiI G. Fu, Angew. Chem. Int. Ed. (2006
fF),45 B, 1282-1284 T :A. Roglans, A. Pla—Quintana #1 M. Moreno-Mafias, Chen.
Rev. (2006 4 ), 106 # , 4622-4643 T ;J-H Li, @M Zhu Fl Y-X Xie, Tetrahedron (2006
4 ), 10888-10895 T ;S. Nolan Z& A\, J. Org. Chem. (2006 4F ), 71 #/ , 685-692 T ;M. Lysén
AiTK. Kéhler, Synthesis (2006 4F ), 4 #§, 692-698 7T ;K. Anderson 1 S. Buchwald, Angew.
Chem. Int. Ed. (2005 4F ), 44 Hf ,6173-6177 T ;Y.Wang Fl D. Sauer, Org. Lett. (2004
4 ),6(16) 5 ,2793-2796 T ;1. Kondolff, H. Doucet Fll M, Santelli, Tetrahedron, (2004
4 ),60 #H | 3813-3818 T ;F.Bellina, A. Carpita fl R. Rossi, Synthesis (2004 4 ), 15
M 2419-2440 T ;H. Stefani, G. Molander, C-S Yun, M. Ribagorda #1 B.Biolatto, J.
Org. Chem. (2003 4F ), 68 H#§ ,5534-5539 T ;A. Suzuki, Journal of Organometallic
Chemistry (2002 4 ), 653 #§ ,83 T ;G.Molander #1 C-S Yun, Tetrahedron (2002
4 ), 58 T, 1465-1470 T ;G. Zou, Y. K. Reddy A1 J.Falck, Tetrahedron Lett. (2001
0),42 5, 4213-7215 T ;S. Darses, G. Michaud FI J-P, Genét, Eur. J. Org. Chem. (1999
), 1877-1883 1),

[0260]
R

..R:tﬁll RY.,B{OH)Z‘ RT-B(OR”)Z

/ HMAR™-BF,}
L~
M, &, B

(AY) (AV)
[0261]  # AR 77 vk &, 78 3 41T Sonogashira 8 & & N B 22 4 T, A7/ — M5
& AR AL RIS, I B AT IR AFAE — P Al B AL — B A E A AR — M A
I B AN — Bl A B B A, 5 R R i R RTH RS R, TR 2R CAY) 4k A
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#% AV b A, AV AW P RYE — Bl 3 B B 2 6. GEZ W, Bl 4
U. Sorenson fll E Pombo—Villar, Tetrahedron (2005 4F ), 2697-2703 T ;N. Leadbeater
1 B. Tominack, Tetrahedron Lett. (2003 4 ), 44 HH , 8653-8656 T ;K. Sonogashira, J.
Organomet. Chem. (2002 4F ), 653 #H , 46-49 1),

[0262]  FAE— A EER, 7E Stille MARAFT, Wik H—F & & AN Bt B, H
A AW ] &R AV LS. AV LAY RT & ek nl R BRI 2 4 5L
A B £ 2 AT 3 BRI 5 R Bl T i A 22 05 o i 2 L, 401 <R, Bedford, C.
Cazin i1 S. Hazlewood (2002 4F ), 22 HH |, 2608-2609 T ;S. Ley Z& A, Chem. Commun. (2002
), 10 B5 ) 1134-1135 T ;G. Grasa A1 S. Nolan, Org. Lett. (2001 4 ), 3(1) #f, 119-122
7 ;T. Weskamp, V. Boehm, J. Organomet. Chem. (1999 4F ), 585(2) HH , 348-352 T ;A. Littke
A G. Fu, Angew. Chem. Int. Ed. (1999 4 ), 38(16) i , 2411-2413 7T ;J. Stille % A, Org.
Synth. (1992 4£ ), 71 #8, 97 10).

[0263] i A& IR L6 A4 KL, i SRR J7 %, AT 2 (AZ) A & P 26 20 (AXD (b &9
AL AR AR R Fi620 (AY) A I E Lo

[0264]
Suzuki-Mivaura 848K
Stille 1845 88

[0265]

Suzuki-Miyauraf§ £
Stille 18 =

Senogashira 154 B &
BE (G R L

(AX) {AX)

[0266]  JiH It HH =0 CAND A A4 & 20 CAV) AL A4, il AT B AT iR i 78, g 5l
(2 WA B, Al ] & AV E. XD AEWHR L E—AEEpE L5 H, 4]
Wi—Fh i R B Phbe AL B IR B . B AT A, I ST B AT U (AND 4k
E W& AV ERERE, Bl X AN S5 R AN AR BL, 7] il & 2 (AY)

wEY.
[0267]
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R, EH
[0268] LSBT w1 EFrid i Hr sk CAND AL 2% 3K CAV) AL S ded 2, dlid 55K
(AB) A RIS, T il 26 30 (AD A A1) AR LB L & — DA E 54,
Bl hn—Foft o1 2R B Al 2k BT SRR B o 5 AT T2 I LT B PR A L B 2K (ANDAE
A% AV E R R, 18 X AN EY 5 20 B E VIR OB, 7] il % 3 (AZ)

E.
[0269]
R
L/KF %A
=X
{(AB}
sk B i

AR, BN
[0270]  fE—FPEARIKI iAo, 30 CAND ARG m) A — b s AL 7 AL 2, 6] 4n T B S Lo
FALTE L TR T = SRR B B B o LI A — P EE VAT B A R R
Pi “E R B, Al kA7 AL AR B JF H, 183203 (BA) 2% 55 s 04, Hrh i) Hal
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e AENR . 50T B (U B (AL B (AC) BRI B, 799 B4 A 43 21 20 (AV)
WA XD B A A G (A G . R A7 AE— b -G 3d BB, 51 a0 &
A AT BEAN BT B LR Rl R ), B DY SR 1, 4- 8 pe, R
i -

[0271]

{u) B BH

' {AZ)
[0272]  JEIEAE A s A0, 1 Q0 I S A Tl L IR AT . = R LT L B A R R
A FRIRTE (BB), HIX (BB AL &I 47 Z WA — WM (Friedel—-Crafts) BIERMUAEH, il &
DB LAY ATELE— P A& AR, B an/E 2K &0 & P ke, i/ a A
Bl . F—Fh % o SR ab R I NVR A, B A ALCL,, IF HLBE 5 8 B — R i R 2K 9 9 41
QAT AR B N B VAT K VAV, AT AR HE R K VAR AL TR . G S UL, 40 :Y. Xu ZE N, J. Org.

Chem. 2009 4, DOI:10. 1021/ j0900696k) .
[0273]

(BB) (BA)

[0274] IS AEBIESRAT T, 55 2- SAR -3 B BefiT A 0 S Rz, AT EH 28 (BOO AL & P il £
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BB AW . SERIE S = (SRR BN, — SRR R T R, %
N B IELE —80°C ~ 30°CHLE T, /E—Fh A& 1¥E ) AN 3147 (I an PU SR B R 8% . GE S
U, Bl <Y, Xu 28 A, J. Org. Chem. 2009 4F, DOT:10. 1021/ j0900696k )

[0275]

. OH o\
\(\/(,m =2} o
et ©

(BC) (BB)

[0276] X (BO) &2 TR A Y, BT S LRI T7 15 H DAL A Y] &1

[0277]  FE—AMl4& 20 () (AP E vk, Hd Het & — Al (Het D], X & 0R,
HZ 2% AXBOEEWH L NEENE AR, —fhx =B P et - 8t
YL RIS . GAEAE — P S @& BN (5t = 2 BB IE ), 3 B AT 3 AE — R @ Va7 b (3]
WK AR BB R TR ED , #% B D 7775 b B X (BEY A, 531K (A) WE. GF
% I, W40 :E. Knott, J. Chem. Soc. (1945 4F ), 455 I ;H. Brederick, R. Gompper, Chem. Ber.
(1960 4F ), 93 #5, 723 T ;B. Friedman, M. Sparks F R. Adams, J. Am. Chem. Soc. (1937 4F ), 59
1, 2262 T,

[0278]
X
HNT TR’
(BE)
B EH
{K)
£2Y GRR, FA
Het 7-%_ Hetz
X A% FEZR

&
[0279] B AT 52, Pl dE o O A 5%, H BRIk & 3 R BD) &1, GEZ I, 4
1 :V. Pshenichniya, 0. Gulyakevich #1 V.Kripach, Chemistry of Heterocyclic
Compounds (1990 4F ), 10 # , 1409-1412 50D, Ff H., R K =0 (BF), 75 S8 /R R M
(Sandmeyer) 56T, I Fe A0 R (BO) B4k 4, Horpr Hal &S IR B, 644 Rl H 2 i) 20
(DA ED. 3 H., R BOALEEL TR ) E5 Suzuki-Miyaura.Sonogashira.Stille

AT R BLAEAT R, WA AR5 SR, Al A el (D AL 54
[0280]
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Sandmeyer

2

X &%, #8 Z

P2
[0281]1 W] HH (AN tb & ¥, 782 © %0 s fF T ] & NBD k& . GF = W, #
i1 :V. Pshenichniya, 0. Gulyakevich #1 V.Kripach, Chemistry of Heterocyclic
Compounds (1990 4 ), 10 #§ , 1409-1412 T ;V.Pshenichniya, 0. Gulyakevich
V. Kripach, Russian Journal of Organic Chemistry (1989 4F), 25(9) HH, 1882-1888 7).
[0282]  FERRVESEAF T, it =0 (BG) A AMER (B 4k &9 B4R i 25 4k, 7] i £ e 1
X W) WEM. NGB EMEKXBD AW+ R & C-C itk (IR 2R, (F
Z W, B :Eberhardt, U. Z& A, Chem. Ber. (1983 4F ), 116 (1) ¥, 119-35 T Al Wheeler, T.
N. US4283348),

[0283]
OGIHR™™ ),

T4

(BH) &) Ay
[0284]  AFAE— PRERAS (15 01 VY S AL BR BRI AL B8, m] IR 7E — PR A @A AP (& F 5o,
18 JEAE -80°C ~ 30°CH, A= (BL) 41L& ¥ ab 2 =8 (BK) fLA4, 7] il & X (BHD b &%) #
KRBD &M, GESFE, 0 :Li, W. -D. Z. I Zhang, X. -X. Org. Lett. (2002 4F ), 4 (20)
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BH | 3485-3488 T ;Shimada, J. 2 A, J. Am. Chem. Soc. (1984 4 ), 106 (6) HH , 1759-73
Bl sEberhardt, U. %% A, Chem. Ber. (1983 4F ), 116(1) 8 ,119-35 51 H1 Wheeler, T.
N. US4283348),

[0285]
OSi(R”'l")s
e (®H)
2 OSIR™), LA, b
R1 l +* O.\\Q:/Het R +
Qe osiR™),
R’ R’

(BL) (BK)

(BJ)
[0286] X (BKD fb &4 CANRIMLA Y, BT S A7 H S AL A 6] & 1
[0287] 43 FEAE 20°C~ 150°C Z [a], 7E—Fh& 1 B 57 (a0 B R B 26w, 477 AR
= = (C,=Cy) Kr ik AR fe He AT —Fp 4 J8 i e ) 1, A1) B = (BMD AL A4l 4 3K (BL) &
e KB LA R & —Fhkedt CGF I £F . GEZ W, #lf0 :Blanchard, A. N. I
Burnell, D. J. Tetrahedron Lett. (2001 4F ), 42(29) HH , 4779-4781 W Al Salaun, J. ZF A,
Tetrahedron (1989 4F ), 45 (10) #f, 3151-62 ),

[0288]

&)
R2 R \ OS! ( Ruuu )3

3 i OS i( R”””}3

{(BM) (BL)
[0289] = (BMD AL B WA T X (WD) AL A HAT R (GO A4, 91 B, mlaliad b Frd v, 28
LT3 (D LA AR (GO (A C R E# AT H & .
[0290] %8 C K i, W] 2 (BBND A Al e iR (D b A, Horp RUFI R Rk
—MEEEE, I H R C-Colie PR B (R 3 PR MR IBR ) BR C ,—Co A e LI R B (1 3% =3
R B —Fih 55 S PR G (3 16 B R REERES) o (Specklin 2% A, J. Org. Chem. 2008 4, 73 (19)
#H,7845-7848 1),
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[0291]

(BN) A

L R R EALER
[0292] A HHX (BOLEYD, FERR IS5 T BER TR 284 T il & 28 (BMML A7) . X 7 VA
B+, iEZ L :G. Quinkert 25 A, Helv. Chim. Acta, 1986 4F , 69 (3) HH , 469-537 I .
[0293]

0G
R3
R}ﬁ/k{et
RUR :
Q’>6m—\</ O
OH
{BO} (BN)
[0204]  4FAE— PR, ik AR BRI AR, 5 RS K) (&M,
A] il 26 28 (BO) (b &9
[0295]
8]
a
Jot C
R4 R-S
(BP)
B

[0296] =X (BP) (L& W& CANIAL &4, BB B0 77 75 B E AL &9 % 1

[0207] BT vEE, R O EA 7%, WTHR ADAEDH & NBNOLEY . G55
0, 40 :D. B. Dess 1 J. C. Martin J.Org. Chem. 1983 4F |, 48(22) Hf , 4155-4156 1),
[0298]
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Het

(Ad) {BN)

e RES
[0209] AR EHFTARI (1) tb & LA R R e e 8, e M E AR R . (|
JE 5 JHH A FH S P EC A 7R A B AR 0 A A AR SR T VE PR B, DA RO AR e AT R R
FHED R HEDH
[0300]  [AIL, A IR IR —FRBR B A4, H AR — RS A 20E 0 7R EUE (1)
X (D) WEW.
[0301]  FRHIF (HAYD 7T LRSS A ER T4, by 28 Bk nlVR PRk 71 B hr 3% F
BB R BRI L 7K 43 HICRURE 7K AT PEASORE ] LA URE 7K 4 B3R 57
VRIS R R A AT A T 2 L TR AL v S AL CBWD B K (WO) LR e 2R R,
Wiy /7K /K /A SRR BN KA B TR A Ui L & L TR BT KR
S K ) CRH 7K B Bl AR IS BA WL IR a8 1= o IR B B S A e =X, 4
11999 4E55 5 R CIEEr DR A AV 2H 23 (FAO) AEWAR- 47 7= SIS FF 2 AV FH R0 by
VO AR ] LA G B R A VBT R A AR Y R AT 4 BT R, I e A
YEBUIT BAR Y RZ) 0. 1 ~ 50 Sk, IF B TR EL 9 K2 10 ~ K2 1000.
[0302]  JRISTCHIFIRE AT LAE B A, 0 n] IERM R EA G B 205, i A& o i
B R 22 il FH 5 e B e e P 5 2% i P 461 6 R oA R R e BRI /YRR T 2K
[0303] W] LAl £ B (1) il 7] 4 {8 FH K U BEDR) L T 2R S AR ) Y BRI
[0304] 54, 3 3ok 48 2008 43 R Al 750 A B 7 VRS 5 T A 8 5515 DAL T R A Al 4 T A
SURL VAV A U BB R AW o 15 TR R 23 AT BAON HH S R 5 A 0 4 h e A8 B R Ak
R TEN . BRI EAREF N 0. 1 K E 500 k. Fr b Mo 20 N ik 28 & 1
25% ~ 95%. ¥ PE A FIAFAE T 20 AT DR AR AR} A 38 B8 VL (342 BB 73 B A o
(R A R B IA) S B B4 . T R AR, B R AR B A SIS A e = R ol /T
TR IO e AU B SRR R TR E I R R R KB KRR R
BEE L YR IR B AL 2 B e by, Je A IR ARSI Bk A BT B e R A
[0305] AT V2 2, M AR AT G Bl 7 kg, oA A AR 4 DA ] A4 R o )
T o BRI SAEAE , AH A, FETRFIE G0 T, T B AR Hi B B i 047 iids 57 s F e 2,
K o
[0306] Vi PE o ATWR B AE—Fh 2 fLER A b X AH S M 2y DL AZ 22 (K B B R TR B B 5
W (BN, 2R » HE T AR R )2 R B0k A, Ho P A R o R VA AR AE R A
V) BB o FE A GBS A R R RS b . A8 B SR AR BB IR O TR R
L RITIE R CIRBE T O HEME S e 5t Ak 5 20 BE L e B 58 20 B kg Ao B
%D%ﬂ%@aﬁﬁﬁﬁaﬂ#@a%;@é% BUb e A 4 2 B @Jﬁna&ﬁﬂﬁﬁé’%? AR
BRI R o AT SER R R A AR S I BRI, a0 52 HL, AR AT
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A% 5 450 a1 EL AR /) el e SR I SR A . R ) 1) LB il AR R TR A T
N

[0307]  JEHY, 3T ATl £ AR R BH Ik 40640 O TE A1) 70 e B 7 AR B LA o

[0308] W] DAFHAEVRAR AR ARG < 7K 55 25 1A 771, 49 4 FR 2 1) FR 2R 4R FR R 6
TR R ILRAY) s H IR S PR AR I DA FEAE 140 ~ 320°C 2 [H [0 5 IR A, B
Solvesso ®, Shellsol A & Caromax &, Hydrosol @ A7 i 25 1 S5 4 A etk 5 44 480 0 A ety
S, S B B R R 1 O A R E 50 ~ 320°C 2 T8 [ B 25 4 v 7], 9 701 Exxsol 8,7 5
2N Varsol @K B AN FLAE 100 ~ 320°C 2 1) 1 =E B 55 18 VA 7], 8 Folr s it 2 6 9 P A
100 ~ 320°C [ {1 A BEREIE 7], 480 Tsopar ®EL Shellsol ® SRIHI IR Chpe VU A 2R
(1,2,3,4- AN AT o - TRM. d- FEM . T/ b =36t B R IE A a2
MR 6 ZFRIE / 5 T BR ZERIRER . B8 K BR . 2- 28R 2.5 Ul s 1 A Exxate ®
1] B8 Co—Cog it ALl s AL LB FLER IS FLER T e K IR K G AL R S R A

B2 TR EEES BRHIR he SRR ORI & E IR A AR PEE ), a0 N- FR IR e R W N- 2
SEMEPEBERR  Co—Cog— KEIEMEIE TR v — T WER. A, N, N- I EZ N, N- =
L 2L N, N= LI R% . C,—C oo AR R — FF S WL A 2 FF R FR BE Ik e« 201 < TAT R

L 2L B 5 T S S R 2 PR PR LR R R R S B R T R Rl T
PRIBRD 2K 2B TR B 256 B T8 TS 0 T BRI T T I SIS0 7R RO AR R 9, 9 FR R L
Pl E / ST IR / Skl 2- 2R O E R DU SRR 2- L -2, 4- TR % 4- 2
HE—4- L 2 R A O R £ . 4T SRR £ R SRR, H . H
BT DMK, H Y R, CH R RRAL TR R T R T R A, A e
T B TR BT BRI AL 2 R 1) = H R 2 B (PEG 4000 5 F &
400-4000 [ EE Hil ZERH MR O BRI = B HMES . 1, 4- B
M —H R SR SR 2R IR T BRI 48 G o R R S L SRR IR S TR F R IR R il R R
B . Co=Co I 07 182 FP B (1098 & 0 SRk PP S AN 20 K S il P IR R 2 ALt T iy R 491

QUYHR SV Vi T3 I BRI 5 T 1 R [l P T 01 S Tl 12— LB C=C o= TR BE SR e ok 0
BRl. — - It - REERRER.

[0309]  JHH, KAZIEREH TR R B2 I3 A

[0310] {5190, A5 38 () [ A4 3R A S0 B« AR il o il b A AR ROV B DL
A, AT T RE AL B AL FE 1, 0 A A BT A AR FE D L TUT ARG R R R
I A I o g e w51/ 5 R N 11 NI R S o 1 I 3 S22 A N e I S
[E PSR4 R CFR 180. 1001 () Al (d) HHFTIR M2 ko Ky B3 URLIR 4 ARk . T
VBRI AR AT .

[0311] W] LAy (B M VT 22 3% 100 v 14 40 Jo I FH T [T 4 R R A i 1) 5] o 5 ) A TR e i FH 2
B AT FH SRR R R L b o RIS PR T DA B B 20 BH 2 B BH s 22
BT BERA YR, I B e AT AE NI TR A BGRI BRI ME A B T
Fig . R R VG PRV RS, Bl st R RS , a0 — . B e A BRSBTS ;s it
T BR AN, 1) e 36 77 LT R &, 48] Ju - o R R RS T 5 e Ry /I e S A A e
W, B0 S SR ST S BE /BT S AR IR A, 9 T = R AR 2 T S,
U G RN e FE ZE R IR SR 2, ) T SE 2SRRGB E BRI MR e LR 14 £h, 45 fun A
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PRIAMR — (2— LA O 4 s (AL REEE G, 46 oy 2 1L B B s 2= e S, - — e =
LA SHEMT RO £ R BRI, Bl an 2R 2 —FE i IR PRI 5 ATk 205 RISk TR 046 1) 1R
BTy s DA S SRR e B R IR 1 5 DA, B i 7E (McCutcheon’ s Detergents and
Emulsifiers Annual),MC Publishing Corp., Ridgewood, New Jersey, 1981 4= Brik [ H
BV

[0312]  JHH, 78 2 HU 770 A A 1 e Al ) A0 68 5 ot AT 7)o R 5 ) 2 A
RE BT KAL) IO TR A BRI IR 25 A 570 FR ORISR ER pH AR VR 5 4 50 R0 22 1R )
G ) 7 2 R S TR R A S R R T 2 S 3G SR R B R S VR R 43 O SRR
B35 7] % T 77 PSRRI ), DA B AN o 4 PR

[0313]  IX P il 55134 FT fe A4 H BV PRV, 491 40 H 8 B PR B 7 PR 2 0] A K
YA R SR A BN B

[0314]  [AIL, AR B FR A —FhBR BRI A4, Kb AR REA =R Frte X (1D
&Y, Ak EUE ) A4 —MEREHE N (D WAEPIRRE 78, Bk (H ) &
FE—Fhg AR, B

[0315]  [AIh, AR ISR A — P BR BRI A4, Hh AR = R Frte X (1D
B, CBFE—Pw AR, nl ik GO % BHE R —FEREFIENR (D (bR A
(=R

[0316] 1 [ 22 4 571 A2 il L R A B R L R BL R (cloquintocet-mexyl) « BF TA Fid B JiZ
(cyprosul famide ) MEPEAEELEE (mefenpyr diethyl) B N- (2- SR HEL ) -4-[ ( B2
AL ) HAE ] ORI RG .

[0317] 2R B ik (0 45 103 ] A48 — PP s 55 G FRONARBIRD, B & A0 i
TN EL S X Ly (R e BE T L BOX ey S HAT MR G o A B BTk 1A Hh i s
TINFR B A2 R 55 2 0. 01 ~ 10%. 1 201, Y8 Jin 5 ] 76 B 28 il 4 81 35 259 2 )
PLEER B PE MO\ BN Z0 VA v o 8 3 By s n 1) L 55 1 42 ek SSOREL A 3ol » 48] 0 S0 3l BORG
i B A FLARAE D, T AMIGO @ (Loveland Products Inc. ) AEAIH R bE R EE 2K,
6140 R AT AR, B, A0 an Ay B AR . 49, D AR IR A A DU R 4y
T, $ FE 8 80% MY i e I R 2K, DL R F4 E B 15% I B AL kTl DL K 4 9 8 5% 1 F AL
A AN pH AR 55 o R0 B I T A N ) B8 Co—Cop T I BR B e S B 2, 20 A2 C 1, Cosfli
D R FE) PR AT AR A o E L, 0 0 H IR AR R A R 1) PR R o IS R B Pk H TR TP
(CAS—111-82-0) AZ ka2 B G (CAS—112-39-0 )N AR B (CAS-112-62-9). L&) g iy iR
FRES T AN /2 AGNIQUE ME 18RD-F @ (i [ Bl 1 A PR A A o 8L Je Hoes i FIRTAEHD, e m] LA
M ZE [ B AR B M K27 2000 4F HE AR K) { Compendium of Herbicide Adjuvants) &5 iR
SN R

[0318]  JHd 5 R MIVEMEYI A S, 1S 24 L B 55 20 B BH B8 2R BOPR 43 10 it 551,
A DL — 5 D s 0 A S ATE o 7E W097/34485 #6455 7 TAIES 8 T F, B TR E
TR AR AL P A S MR T P S A SE ] I BRI PR TR T
i PRI 13 R 8 1 9 8 - 2R T Vs ) e ) LA B, DA TR I B R A AT R B R R
RUR VG Bl B2 TR ERE A 6 ~ 40 [ LA C,—Coo BT B . T
BRI PEF R S2H61 & Genapol Y (B3 B A7) (Clariant)). A4/bE &R e R myE M
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TR A WL 2R D i MR 7R, U HE A2 SR e S A A A e e 1 - R = R e 4 S lwe tL-77 ®,

PA KA A R 3R Vs P 7)o 0, SR T PR SR04 o R0 B S s IR B & ) 1 ~ 50%.  FH

T B0 v B AT AR ) K 3 TG i PR TR0 2E R D el S 0 R0 B S48, £ FE TURBOCHARGE @),

ADIGOR® %% IEIAEMF1 /A 7] (Syngenta Crop Protection AG),ACTIPRON® (J[H A7 A

A) ), AGRI-DEX ® (Helena fb T.8#]) .

[0319]  Fridk 3 [V P47 o ads ] 76 F5C it 551) SR oA Y 1 sl il AN I s n 741)

[0320]  Ub4h, 7RV AN / 3R 05GP FVE AP oI A VLA R T B b i e Ak
o AIERIVET, B, A Solvesso (SOLVESS0) @Al AROMATIC @A #4& e 48 A7) (Exxon

Corporation) . X L& 7 7 ¥ & B 7] v i B & 19 10-80 H & %. % 1, 78 3 [H & R US

4,834,908 1, IR T IX K EHIEFNE AW IR ALk 3 i — 0 5 9 MERGE ®

(BASFO [T B3 RN R o AR B BT IR I e vl N7, B e 42 SCORE @A ADTGOR @5 1E

IEVEYFH/A|] (Syngenta Crop Protection AG) .

[0321] B b an% s hads nsm 2 4t 17 5 m A R W BTk 4 A M S T, I8 AT LAFES

TRA Y P Es e 2 i P e B BC 1 77) (B ik B TSP AR AGRIMAX ®) o 38 1] ISR A Al L

FRZ AL 551, 4614, SR P BRI 5% A AL B MIEIUR —1- X iifer 4 (0 BOND ®  COURTER ®EK

EMERALD &)

[0322] AT LAASE FH Al B o Bk ()3 S48 B n et ot , B AR A PR A L s A LA B 70 B

FSCE PR B P B A0

[0323]  JEH, A% HUR) (A4, BRESRD S & 0. 1% ~ 99% (ZHEETH X (D) wEY,

THEHEEAH 0. 1%~ 95% GEEHR (D) EW s EHZSAH 1%~ 99. 9% GZEETHIAL

HlF B, I AR &4 0% ~ 25% (FZE ST KR EETEY . BORTTE g ki

il SR ARV, AR T, e 2 FH P A3 FHR R (RO T 71 7)o

[0324] =X (1) fLAWII I 25 & 7] Be A3 BV AR 4k, I HLA e T R 388 1 T L e 24 77 V4%

(AT G s PPV IR ZY s A2 55 55 R SR I EE R IR BLIS A e L, - 2L

(IR AGEAE S BB 24 77325 i 25 ) A B AR ARV v e R &= . 189, BL 1 3 20008/

AMEEH & AR TR (D AW, EiE 1 2] 1000g/ AW HE, H ks 1 3

5008/ AU, f H %72 10 B 2508/ AT Rl B 10,15,16,20,30.50,60.62. 5,100,125 BY

250g/ A,

[0325] kTR HA T AR A

[0326] (%= E=H2E0 :

[0327]
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[0328]

[0329]
[0330]

E R
REEER

1%-95%, Bi% 60%-90%
1%-30%, Hik 5%-20%

AV RARBARERA . 1%-80%, Bk 1%-35%

kA
MRS
B4R Ak
K

R ERA:
IR A
R EERA:
iR -
AR
P

B AR AR
ARaHok FoE A

&R
EEmERED
B AR AR

0.1%-10%, Hik 0.1%-5%
99.9%-90%, B ik 99.9%-99%

5%-75%, ik 10%-50%
94%:-24%, H ik 88%-30%
1%-40%, H %k 2%-30%

0.5%-90%, Bik 1%-80%
0.5%-20%, &Hik 1%-15%
505-95%,, Hik 15%-90%

0.1%-30%, Bk 0.1%-15%
99.5%-70%, &k 97%-85%

1%-90%, Hik 10%-80%
0.5%-80%, Bk 5%-30%
90%-10%, &k 70%-30%

RSB D B (HA R T A
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FLR % 2 a) b ¢ 4
e 3 5% 10% 25% 50 %
+ =
BB 6% 8% 6% 8%
EABRL BB 4% - 4% 4%
(36 mol FEA L)
FRRBR O B8 - 4% - 2%
(7-8mol SRE. L)
N- 5 otb ol b BR) « 10 % 20 %
FER 85 % 68 % 65% 16 %
B Co-Chy
[0331] R FH AR TR, 7T DA ) AT SRV P (I LYK o
[0332]
| R %73 a) b) Q)
EME RS 5% 10%  50% 90 %
-9 84 -3- (3-F A%
A EA)- AR 40 % 50 % -
RL_B (5F&400) 20% 10% - -
N-F £ vtk vt BF) . 50 % 10 %
FHE 35% 30% - .
Bt Co-Coa
[0333]  ZVATIOE A T ASHEBE S FH KB B 5 MG o
[0334]
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i)

[0335]

[0336]

[0337]
[0338]

o

[0339]

[0340]

[0341]
[0342]

[0343]

F3. 778 Medr 7 :

& PR A

AR E R

F AR AR B 4

SR T REBRBA

B

FEARBR O _BER
(7-8 mol SR E. Tk )

5%
4%
2%

1%
88 %

58/117 T

b) ¢) d)

25 % 50 % 80 %

& 3% -

3% - 4 %

6% 5% 6%

1% 2% -

3% 5% 10%

62 % 35 % -

PR 5 H AR R 5T, JF HATIR A Y76 E 4 R HL TP A B 4, 1532
A AR AR ) ] R PR 70, DA RIAEAT 5 B 237 711

F4. L& 9B a) b) ¢)

RS 0.1% 5% 15 %
BESHG_FALE  09% 2% 2 %

FALEAR 99.0% 93% 83 %
(A4 01~1 mm)

41 CaCO,B% Si0,

3 T A VA AAE S o HE VAR BB L SRR E B T R SR
F5. 6.8 #8] a) by o
R 01% 5% 15 %
RL-B (5T5200) 1.0% 2% 3%
SESRG-ELE 09% 1% 2%
FALEAR 98.0% 92%  80%

(A4 0.1~1 mm)
41 CaCO,B% Si0,

FEIR G AL, FEIEH TG TR 73 2 SO B AE 45 0 £ B R ik . DUXHE
(K75 sERAFAN S A2 B B RURL 5o
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Fo. ot FaH  a) by ¢
FEHARS 01% 3% 5% 15%
AR ERBRN 15% 2% 3% 4%
RPERSRE 14% 2% 2% 2%
e 97.0% 93% 9% 79 %
[0344] ¥ PERLA SEEBIFNE ST, IF H SRS, A5 A K IEEIR A . ARG, FE SR L
HiZIR AW, TSP TEZIB &Y.

[0345]

F7KSHEBER  a) b) ¢) d)
&P AR A 5 % 10% 40% 9%
R EREB 4R 0% 20% 15% 7%
Reteg — T 5 % 5 % 4 % 2%
BT 324G AR 2% 1% 1% 1%
BEL 20% 30 % 5 %
BRLERAH 4 % 59,
A 48%  30%  30%

[0346] & VR SHEBIFNRS), IF B ir B, AR5 FACIEIR S, RIE, FH AL

HIZIREY), SRR TEZIEEY .

[0347] F8. ¥57 : a) b) c)

[0348]  VEMERLS 0. 1% 1% 5%

[0349]
[0350]
[0351]
[0352]

NEPEY ) 39. 9% 49% 35%
=l g 60. 0% 50%  60%

IR AT R 5 AR, TSGR AL A W IR 54, 15 21 BT A 4251
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F9.&F R R a) b) ¢) d)
&R 3 % 10% 25% 50 %
A =B 5 % 5% 5% 5%
FEAXBR L B - 1% 2 % -
(1S mol 3RE.TH)
KRG EBRBRA 3 % 3% 7 % 6 %
FEHE (FRKR) 02% 02% 02% 02%
1L2-RHFkekob 3-8 01% 01% 01% 01%
b Lk 0.7% 07% 07% 07%
& 87% 9% 62% 38%

[0353]  HEEANEA RN S5 H B FIMIRIR S, 15 2B IF IR 46, I8t KRR e, I il &
FEART LSRR E ) =257 o

[0354]  ARLRFRAL—FIBTIEH HAEMIEY) h R ENZR BT, b A FE Az BUZ
BT, R BREE A ER . e (D a5, BB X S AR A A
[0355]  XFT AR TR G M / BURERZRE R B R J7%5, B F 094 A E e
WA R RN KF B BUE N s H /N BURZE, AKHE L BOoK (B R &2 il
SR H IR KSR ) H 2 IR B EY) . AR B A - EY AT DL e a2
(g, #e3E (Avena sativa), HIBKHEZ (oat)). 5 FAEYIMED S %259 o, Nz K
7 RE BRI OKFE TOKEUR T BUE ik )2 /N2 K3 KRS ToKEUR S 8,
H LR KFE .

[0356]  RiE" {E¥) (crops) " MERfF NG A4, Wil f 4 & o7k sod i g4t TREAR,
FAT AR 57 B B 7R B A% 2K B B3] (91 40 ALS GS. EPSPS. PPO A1 HPPD #1117 (O HRELEd) . @
T AL G T 13 & 1 T DK R R R S 01 R 4K A (imazamox) AT 52 P i —Fh /R4, 5K
%l & Clearfield @K E Z=iZE (Canola) Do R HIFE DR LR AR 7= 1 X B B 7= AR Tt 52 14
HIPER I SEA 045, 51 21 AT & 44 FX RoundupReady @A LibertyLink ®7E i3 45 & IR
FEH IR B B 3 K R

[0357]  HFEEFIVARIZRER] LA B K/ BN IR, B I ZE & (Stellaria)  F 4
M J& (Nasturtium). 89 f% #il (Agrostis). & J& (Digitaria) (#|, & FE4E (Digitaria
sanguinalis, DIGSA)). #e 2 J& (5] {1, #E 5 J& i Fh, {H 3 22 (Avena sativa) (1l # 5%
fRA0)) s H 1R B (Avena fatua, AVEFA), ZRFR % 18 B e 22 fi) 2 B J& (Setaria) (14
an, KA R 5 (Setaria faberi, SETFA)). 57 ¥ J& (Sinapis). H 22 BLJ& (Lolium) (441,
% 4 BB (Lolium perenne, LOLPE)). #ii J& (Solanum). #2 J& (Echinochloa) ( 4 41,
7 15 2 (Echinochloa crus—galli, ECHCG)). B B (Scirpus). M A 1t J& (Monochoria).
Z& U J& (Sagittaria), % %2 J& (Bromus). & 7 1R J& (Alopecurus) (4 w1, K B F % 48
(Alopecurus myosuroides, ALOMY)). &% )& (Sorghum). fa#i>F & (Rottboellia).PhEL|E
(Cyperus). AWLJE (Abutilon) . E LR )E (Sida). & H-J& Xanthium). & (Amaranthus),
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#i J& (Chenopodium). 3 2 J& (Ipomoea). 3§ J& (Chrysanthemum). J& F Bt J& (Galium). &
3 (Viola) J / BREEEYNJE (Veronica) o 1ENEAC, B BV R 22 1L 7] DL & 7Y &L
J& (Phalaris). Fi] # $i B (Apera). T 4 + J& (Leptochloa). K & 3% (Geranium). I I&
B (Beta). = & J& (Brassica). #i ik J& (Kochia). 5 # K J& (Poa). 7+ J& (Sinapis). Z &
(Polygonum). & 2 ¥ J& (Brachiaria). ¥} Z= J& (Eriochloa). &l ¥ J& (Bidens). K ik J&
(Euphorbia) A / B{ZRJ& (Panicum).

[0358] I 1L BRIk R B B UG (5 G, 2R BRI OR B 3 S ) S BY I B (Agrostis), i
72 J@ (N, B T #MeZZ (Avena sativa) (il FI#EZD)) Z APRIMESD) 1 1 BF 57 (Avena
fatua, AVEFA, 4 Bk Oy % 1 B € 220 ) 2 5 & (Setaria) (4 41, KA B B (Setaria
faberi, SETFA)). Rz BLJ& (Lolium) (41, Z4F4 5 (Lolium perenne, LOLPE)) 4
J& (Echinochloa) ( %@, ILT°#2 (Echinochloa crus—galli, ECHCG)).%4% J& (Bromus). &
FURJE (Alopecurus) (1, KEEE F U (Alopecurus myosuroides, ALOMY)) K / B =%
J& (Sorghum). 1ENEAL, W LEPIE I B RE, Frnl 2 2 f9 58 (Phalaris) . P # i &
(Apera).Ze )@ (Panicum). % F & (Digitaria). & JE & J& (Brachiaria). 5. # K J& (Poa).
W R JE (Eriochloa) . fa %> & (Rottboellia) ;& / BT 4T J& (Leptochloa); f / n] PA
A GEEWAD B K/ Ba A GAEEMAD oK. HBEH (D EMPE KBt
FRE T ettt I AT EE N BREFAE AR, B8 (D A A —PhE 2 Filr 555, BE
AJ DARUR A ] DA 43 B A S 52

[0359]  FEMpt0 L ER M A e TR AR DR TR a4 1 OO A 55 B HL ™ AR R PR [ R
YEYD, B tn Bt oK (REHRPU BRI £oKRIED L Bt FRAE (REFRPTARER G HO) DL A Bt B2 (R
TRE R Z B 0. Bt FAKMISER]Z NK @ GG IEILFF AR (Syngenta Seeds) ) Bt-176
FKIEZ R, Bt FREHI =& FAATE (Bacillus thuringiensis) TIEAHMER A
PR PR E A . B B, BUER G R SE R B ) A R RV (1) SE 4, G0 EP-A-451
878, EP-A-374 753, WO 93/07278. W095/34656., WO 03/052073 Fl1 EP-A-427 529 HfTik.
A0 25— PhEL 2 Ph L DR G B 5% B2 R AR PR 3R — PhE 2 P E R 10 e R R A4, L sE el
& KnockOut ® (FE KD+ Yield Gard ® (K. NuCOTIN33B ® (F 1)+ Bol lgard @® (FH1E).
NewLeaf @ (4% NatureGard &M Protexcta ® JEHYITEY) Sz oAb+ K1 BE BEiT 57 b B
A, [FIEF S REHCHT B R (BN (stacked) BREDIHAF) . Hlw, RERIE Cry3 R E
HEMEE A R, FIRHE RN 52 . AE" /B RN E L I E R 7k
B AL TRE g9 2 B3 Frig i PRI Coutput trait) (4008 @&k A7 Fa e T .
g BEM .

[0360]  IEAEAFRHI I, B g B SR O A K it BLACTHRIEE Pl L
YEVIRE ) 3

[0361]  AKHFAR (D) WEWER LS HERERGGMH. FEXERAYH,
(D tbEWEEETYR 1R 4 LK/ 8GR AL PAHEESEEZ —. 20 (1) EY
KR AR GV P Re 2L,

[0362] X (D) tEW + 45 X (D &Y + =FRERE X (D ALEY + =FR R
WL (D EY + RERE L (D s + sEE. X (D ay + FER. L O s
W+ RER K (D AEW + AR X (D a + 35 K320 (D EW + 2, =X
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() &Y + BrmrEkz. X (D) (&Y + fzZite iR, =8 (D) Eaw + K. X (D thd
W)+ AR 30 (D A + R N (D (e + mE R (D a9 + 35 50,
X (D) B+ FsepiE X (D A + DY memsfii e =8 (1) 159 +BCPC. 2R (1) (&
+HCT B N (D A + ERR R U (D AW + |ERE (D LAY + R 5
(D) A+ FmmglE, X (D A& + FembE R i 20 (D a1y + s =8 (D ik
AW+ KER R (D) LAY + RERB R 20 (D AW + 008 X (D a9+
MEELER . 20 (D &9 + BRBERE 20 (D (hEY + SRR 20 (D (B9 + X8 EL Rk
X (D) bW + R4 2 (D a9 + iR R (D e+ e R (D thaw +
RTBEER 2 (D AW+ BOEIE 2R(D A+ T ER . (D 1A + A s ELES
XD A+ &8 D EW+ T HER KX O AW+ T RER. L (D a9+
ISR (D) A + Rl EEER. X (D thad) + EIRES .20 (D) A + B R 8 (1D
EW + KAE A (D (LAY + R 20 (D) A9 + RS ES . 5K (D k5% +CDEA,
X (D) th & +CEPC. 2R (D) fb &9 + BIREE o (D b &9 + Emhifz . o8 () ha + &
WA 2 (D) AW + AR (D aw + a8 R (D (a + SRR
() th & + @hERE 8 (D A& + B R 8 (D b aW + B R 30 (D 1 &Y
+ IR ER 285 2 (D) A + RFRERR X (D (LAY + Bibe 20 (D LA + i 5z
X (D) WEY +IEHEE . X (D &Y + BB 8 (D &Y + BB R EE . X (D s
W)+ FOREER (D (&Y + ABERE R X (D b &9 + SRR R 2. X (D) b h
¥ +CMAL 3K (D) A +4-CPBL X (1) fhA 4 +CPMF. X (D) (A4 +4-CPP 3R (1) &
+CPPC. 20 (1) &Y + Bl 20 (D Ay + R (D &% + &0 .28 (D (&Y
+ JAEE K (D A + EREE R (D) AW + BReERE. X (D a9 + AR, 5
(1)t + g R B R 30 (D) (A9 + BEM R B R - T30 (D (&9 +2, 4-D. 2% (D
&) +3, 4-DAL X (D) &P + REFE (D A + 520 (D) a9 + fikE. 2R
() A +2, 4-DB. 3K (1) A4 +3.4-DB. 20 (1) tLA) +2,4-DEB. 20 (1) (LAY + i3
e 5 (D) (e + ZE L 0 (D) WA + 8ENE R (D e + 486 &R 0 (D b
A+ 2 E R R (D) A + AR (D AW + R P (D a9 + RE
R (D AW+ RER - FE. R (D) thEw + WA SR (D a9 + #3242
(D) &4 + B X (D A i, 8 (D Ay + mtE R X (D s
W+ BERERE L (D LAY+ IRESE (D LAY + il 28 (D (& + FIR 405 R
() EW+ BB X (D) WEY+ ik P8 (D a1 + B EL R (D
taw+ ZFWER. R (D) WA + BURE (D A& + 55588 (D) Way +5J)
M (D A + BB 28 (D A + B 8 (D (A + mim e . (D s
W+ BERE 5 (D A9 +DNOC 38 (1) 4 &4 +3, 4-DP. 20 (1) LA +DSMAL 3 (D) tb &
Y +EBEP. X (D) (&9 + 2% 30 () A +EPTC. 20 (1) a1 + RER.A (D 1k
AW+ CTIRER R (D) WA + FoRmifE. =8 (D) aw + FoRmpE + B =R (D b
A+ CWREEE (D AW+ ERERL N (D aW + 28R (D s+
CAEFFERG R (D B + IERE R Pl () (&Y + Bl RER -P- 236 (1)
&) + YB3 (D) b5 + R Wk 28 () (L&Y + FEFE M8 () ey
+ g R RE L S (D A& + AERERE X (D Ew + FoREE A (D 1L EY + JR
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FoE - TR (D e+ mREE Pl (D AEW + ®OREE -P- TR 0D s
Yo + st X (D A aW + mBEEE . 20 (D Aba9 + mutiaE . 8 (D 4S9+ m
HE (D AW+ FEER (D ALEY) + R (D (a9 + mskR FES . X
(D AW+ AEE 8D EY + JaE X (D AEW + JIGE + 2 X (D aw
+ R L X (D A aW + RERE X (D EY + ZR\ERE K (D EaY + 28K
BN - 23 (D EW + mAR. (D AW + el L (D (L&Y + FEh
fE - AN (D ALE + 5T 5K (D B + B X (D A& + B X
(D WEW + mEM . X (D AEY + B X (D A EY + BRERR . U (D) (bS5 + RE
i - B X (D AW + wl s R 28 (D sy + Bl RE . X (D (ea +
B 38 (D AeE W + B oX (D tea + B8t - 250 (D e+ =8B L (D i
w0+ utmgh i 3C (D) AL &9 + &emiafE - 2L 20D A+ sk R X (D i
AW+ MR ERR P20 (D) WA +HC-252. 10 (1) WA + FREER . 50 (1) (A +IRE
B3 (D L&Y + BREER - AL 50 (D G + FEBKE . 28 (D (a1 + F LK
ML 8D G+ KEIR (D LAY + KEE K (D s + s X (D s
Yy + wnp i (D) a9 + e sl 28 (D S + AAF e 38 (D (&1 + il
B (D Aaw + Rty o0 (D e + #RE . 50 (D & + 5k s (D
e+ ZikkE. 3 (D AEW + BER. K (D EY + AR ER . (D) ke +
B EEE (D e + FREC (D e + ARAER G (D ALEY + FEE .,
(D) AEW + PR DD (G MAA L (D) a4 MAMA. X (1) &4 +MCPAL X
(D WA MCPA- TRARZHE ZC (D) A& +MCPBL X (D) (&) + SRENIR. X (D 1k
wY+ EREAR P (D G+ 2R (D S + mbsEBiEE R 50 (D i
Py + FE R L SK (D AW + FE ERE - AL K (D LA + ki e e 5 (D 1L
a0+ (D EY + TEEB L 30 (D A E + R EER K (D) &8 + it
a0 (D aEw + BEEORMERE X (D (a9 + BER . X (D (eaW + BERERE.
(D Way + FrmaE R 8D taY + itmghe . 5L (D &% + AP E . (D)
WEY +S- PR ER. X (D ALEY + BEmefg. X (D a5 + FEkE. X D La?
+ 3 U (D taY + BkE . 8 (D EY + Bk - B2 50 (D (a9 +IK-616.
X (D A+ FEIRR (D AEY + s 20 (D a2 +isMA 3 (D a9+ FA
fie 38 (D ALEW + BEE R S (D e + 054 L D EW + EAE. (D e
+ ke X (D AEY + £8R 0 (D AEW + BEEAR 8 (D A& + iR GBI |
(D EW + HFEM 0D AEY + R dE . 8 (D aY + s=m5E. 58 (D E
Yy + OB EER . (D s + BER (D AEW + aEmtiE . oL (D et + %
BREER X (D AW + CHERPERE L (D A+ mEM X O Aaw + HEA
A D EW + 7 ER KD A+ R R (D S + LR
XD EY + BFOER (D EW + w5 K (D ALS + RAETEREE L 5K (D fb
aW + MR D AE -+ ah X O Ew + FEE L D) EY + RE - &
0D G+ w55 (D ALEY + L E R 2 (D s + e (D i
a9+ RERE (D AEW + WA X (D (5% + SR 0 (D a5+ AR
fie 3G (D A + stk 2 (D a1 + mfiogfg - P2 (D s+ @R S5
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R HeEW + Fralifi 28 (0D EY + SORBEERR . L (D aY + #hRka. X (D
AW + 55 (D eaY + J5E (D EaW + 5l X (D a8 + BEEE, X
(D wED+ 3 KE (D AW+ AR DD WEw+ RRERK. D) (&Y +
PR RE . (D AW + R RN R X (D (B + s e 58 (D) 1 a1 + R 5
FH (D A+ wmdERE U (D WA R 28 (D) Ay + iEmE =8 (D (s
Wy + M EEE - 20 50 (D b EY + SRR (D) A + ibmsifz ., X (D L Ey + it
BEtE e - 2385 (D AbAH + HereER . X (D (A + g 5 50k, X (D 1ba9 + B
.31 (D) 1B + BRI E R (pyridafol ) R (1) &) + meis: 2 (1) th &9 + 3
BREmE X (D (A + sk, X (D) A + BBk - AL =0 (D &9 + BB R
X (D) WEW +wEmEE. X (D LAY + BEmbeEh. 28 (D AEY + &g, X
(D) A+ 5. L (D AW + Kl 8 (D e+ kAR (D) e + &
AR PN (D) AW+ eEmERE. X (D AW+ MAe. a8 (D) EW + FEkE . =L (D
e EY + A (D EW + mEF X (D LAY +SMAL X (D) &Y + WAL
X (D WEW + S840 (D EW + KR 28 (D 1bEY + BEEE . X (D L&
+ s i (D Ey + ke, X (D Ea + whfz - P2 (D e + 5|
20 (D A + mEihEfz . X (D (eay + iR 28 (D EW + B X (D &Y
+2, 3, 6-TBA. I (I) LAH +TCA 2 (D) A& +TCA#H . 20 (D) b &9 + R TR E X (DD
EY + gl X (D EW +f5E. 28 (D tha + FEEEG . D hEm + 55
T (D AW+ T (D EY + REERZ . (D Ead) + EEng, X (D
&Y + ey il X (D A &9 + sEmy il B 0 (D A& + REFE R (D aEY +
P 0 (D LAY + R R R X (D B + =R REE L X (D EW + =85
.30 (D) tEY + B RE X (D A + =EmER . 8 (D Aea Y + KR = (D
tEW) + Rk - AL U (D A + RER (D am +a5E . a8 (D (hEaw + 5
SR (D EY + =FmetifE. 8 (D a1 + =mmeiiFEs . =8 (D hEaw + mUER .
X (D WAEY + mlamibE. 8 (D EaY + mllikilz - B X (D e + =R =0,
X (D B+ =mFRE X (D aY +3-[2- A -4- 7.8 5H5-(1- FRE -6- =HH
H-2,4- ZEAM L, 2,3, 4- PUSmENE -3- 5k ) DREE ]-2- ke A ] LBR 4 BE (CAS RN
353292-31-6) .1 (1) fb &) +4-[ (4, 5- =& -3- B4R —4- B -5-48)-1H-1, 2, 4- =
M S —1— O k(TG 15— FF AR ME Wy -3- R R (BAY636) . X (1) LA 4 +BAY747 (CAS
RN335104-84-2) .70 (1) fb&4) + ZENL £ ER (CAS RN 210631-68-8) .30 (1) (L &¥) 4- ¥4
F-3-[[2-[ - BEFALCEE) FH 1-6-( =F L) -3- mbmedE 1 ¥ 1- X048 [3. 2. 1]
3 =3 M5 —2— Bl (CAS RN 352010-68-5) . LA Szl (1) &) +4- F22E -3-[[2- (3- HEAEN
A ) —6- ( ZHRARH AL ) -3- MEme At 1 Ak 1- X6 [3. 2. 1] 3% -3- & —2- il

[0363] X (D BRI T A BB EMI P BEEH 2 (FEX R 5+, 0 (D tha a1k 2
LR 1 358 54 Je / Bi AL B IR S92 —) -

[0364] =X (I) A4 +W02010/059676 H % Fa BR B I A0 2 — (Dow, Bl 404 RAEY H
PR EFIA D, 1 a0 m] n AR

[0365] X (1) fLA4) +W02010/059680 H 48 i H B S AL & 402 — (Dow, Gl tn 4 S-AEW H
I EREFIA Y, B0 mT BUIN EBR TR R ER 2 AP — P2 450D LK
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[o366] =X (I) A4 +W02010/059671 H % F& BR B I A 2 — (Dow, Bl an K A& EY) H
IR EIL A4, B nm] Bon b —Fh 2 45D

[0367] X (1) AWHIRA FEB LR ABRBER I TE 2, W1 {Pesticide Manual) 25 12th
fiz (BCPC) 2000 H1 TR .

[0368]  AKEHFTIARI () WAEWIET LS 2 afdg e/ H. AXEREAYH, X (D
WBEME IR AT R | B3R 54 HI IR W2 — . BB RS H 2 ERIN TR
a5

[0369] X (I) AW + EERS. 2N (D (&Y + i s E iR L H . X (D 1AW + s
e — 20 50 (D) B + i i 8 5 (D A + ke fig s - — 28 (D ik
A+ ML R R 32U (D A + BORIEMERR — 285 3 (D) (&1 + RORTEME R |
X (D WEY + fEEngmk 2 (D WA+ EEIERE R ik 20 (D a1 N-(2- F
AT REE ) —4- [ ORI 1) &4t ] Rl . X (D e + mEE . o0 (D s
Y+ —E Rk (D EW +AD-67. 50 (D) (&) + EIE 20 (D (& + BRI
X (D) WA + BERSE 7- B0 (D) ay + e X (D 1hEY) + R R
X (D AW+ Z ZFRE. X (D &Y + 5. 28 (D 458 +CL304, 415,58 (D) 1k
) +dicyclonon R (I) (AW + wEA7. X (D &) +DKA-24. 50 (1) L&) +R-29148
AEC (D) AW +PP6-1292, XT3 (D fbE + RERE. A (D A +MCPA 2R (D) &
G+ FARAERBRA (D EY + SORER -P A DI R 200k

[0370]  iEZ L bkt 22 A R0 o B 50 A 140 B 5 49 2, 7 0% EE IR 37 22 o2 2000 4F HEAR
(Pesticide Manual) &+ iR . 4, % R-29148 [ BIi% 2 WL H P. B. Goldsbrough &
NZEIR) (Plant Physiology) (2002 4F) 5 130 £5:55 1497-1505 W M HS% k. H WO
09211761 7] T fift PPG-1292, H EP 365484 7] J fiff N- (2— FAARFL AR F L ) —4-[ ( LR AL
) &k ] ORI L .

[0371]  fiff L W&, fif 5 5. 20 79 Tl ALl ok MR AR B R - S Z AR R N-(2- A L R
B ) —4-[ (IR R AL ) 20k ] JREME ot HOR e 2 0. B s 2 5 0 210 JF
HgsEikn 24,

[0372]  [Atk, ANk ISR HE—Fh R EFIAH A4, H i BRER A BE N ILA Bt e 2 (D)
AW, ATk EUE ) A 7 —MEREHNE N (D WAEPRRA 78, Bk (F ) &
FE—Fh g A7), B

[0373]  [Atk, A9k BHICSe E—Fh R EFIAH A, Hh R REA BE N ILA B ate 2 (D
B, CBFE—Fwe AR, nl ik GEE %R BH RS —FEREFIENR (D thE MR A
(=R

[0374]  H: A 1) 22 4% ) 2 i B W i B e, fE B I (cloquintocet) . PR A T B fi%
(cyprosul famide ) MEPEAEELEE (mefenpyr—diethyl) B N- (2- FEFEIRHEL ) -4-[ ( B
AL ) B ] RIHEBL L

[0375]  AHXTFRREF (Ban, =X (D A58, L4 2 £ 2T M 7. 7231
WAL ERR

[0376]  a) MW, ZAHIHE 0.001 ~ 5. 0kg/ A, Hik 0.001 ~ 0. 5kg/ AW, HH LK
5 2 ~ 100g/ A CERR 2 22 45 77E 2. 5.5.7. 5.10.20 8% 50g/ AMFK &) 3 A
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[0377]1 b)) JEH, BREFAHE 0. 001 ~ 2kg/ AHL (H2HIEREAHE 0. 005 ~ 1kg/ A
107, B 15 18 I A2 BRI 5 ~ 5008/ A, B E ez 10 ~ 2508/ il CRe 7l A2 BR HLFRI7E 104 15,
16.20.30.50.60.62. 5,100,125 B, 2508/ A K& ;

[0378] i .

[0379]  4FET g/ AMFA AL I B R B 7R 24 7R i 25 B, 0 an, mT DASRA 16 21 ~ 1:1
R BT + 22 4 7] bUAGIASE FH 22 4 55 RN R 2 7) (A9 4, >4 98- A0 A1 5710 P (R A7 AE D, 54 82 1
4:1 8 2 :1 502 2 AR S M BRI .

[0380] AR BH BT IA I KR BRI A W0 IE A T B A A H i A S 77325, 490 o v e B2
1 a S AR o MR TR o, 224550 m] T TR B A E M AR} CRERRBICRR 8D L BUE FE
BTGB 23, SR R CR 22 AR 20 (D A 59, ATk 45 A 3L IR, JF
A, ek n] LRSS bR 5], FEREA 0 2R R0 T R o [RIIHG, R 22 4 SRR P BORE
(R AL TR, 76 JEU b 2h 37 T B 500 A R T IR 17) o 3855, 4 32 [0 I IS 64 B0 7510 R 222 4 7 L8 b 3
Y (50, AZGFEIR AT RO o AT BRE ), 22470 10 H & = 2R T R 77 2K
TEH, 78 H (A b ER I, 22 455 ()6 FH & A2 0. 001 ~ 5. Okg/ A, B 1% 0. 001 ~ 0. 5kg/ A fiil.
FEFERRI , 224718 5 i =42 0. 001 ~ 10g/kg Fi¥, B 1% 0. 05 ~ 2g/kg P+, H7EHE
FhZ BIAS A CLIBAR T QAR 3= P i A7 P 22 4 SRR, {8 5 A U8 % 1 ~ 10000ppm %2
AR B R], Bk 100 ~ 1000ppms

[o3g1]  FEN A (D EMHNREHER, Bk bRz ahe —— M.

[0382] T SEEfs] A& T3 — 20 Ut A & B, i R AR BR il A & B

[0383]  ffill 2 S A

[0384] ARSI M ELARN T e A, WS Ik e SV B - B - JdEE, 3F A
DAtk AT DAE R SRS AR S A B E 9 B — M B RO B8 e i AR IR A TS AFAE . 18
2 J. March fiT 3% {(Advanced Organic Chemistry)ss =Mz (John Wiley A Sons HR A ]
HEJUL . TR RAER AL R RIGA YD, #E DARE S 0 S o i T S fa ik i), (1
JE NAZARRE N, 1K e B AL i B AR I G A] 7 A ) R SO B AT Re M B . U E R
AL PRVE P W B — A B AR AR, BT R BUHE AR B R IE A R BdE . it
Hb, N T TR, T IR I — A A DA Dy B ) ) e S A Pz i, AL BR AR E A Sy ek
(R 50F B S FA) ) » 3K S 2 A N AZ R R AR R B R A TR B W 4k, — AT LAE A
AR W S A A AT AE S FF B RZER M B AT AT DAE N FEXT B A VR A A7 AE, BUE
NHTA AT e R B AR e A P AT A

[0385]  SEJEMH 1 :

[o3s6] il & 2-[3-(4- & 18 - 2% & )-5- B 2 —f mde —1- 2t J-4-[1-( U & -t
W —4- 2 ) - WA - (B) - % - ke -1, 3- —F

[0387]
NS N/\:,
0 A
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[0389] il #% 5— JRAY —4— AR - IR H IH

[0390]
Br\\v/Jl\\J/"\TT

[0391]  FEXIE R, 7E 10min W [A] P, 32 30mL = Eﬁ%%’ﬁih%iwﬁbﬁ(m 1) RO
TINE 3- A EETABES (3. 75g, 30. 5mmol) [ Z ISR (7omL) . ARG, SEEZIR A
LN . B B4 HI ) 0°C, 4E 20min I [E] P4, 222NN 10g 33% [ HBr ZIRVE WL, X
JEE R AR B =, I B BCRE 16 /AN 7R B A, AR B R AME T
Mg <5 (100mL) 5, A 50mL VR AN ik B8 SAMIE RS 5% 8 5 H 50mL #hK ¥ . A VLI
A B R A K FE SRR EER . ENET (~ 320, 150°C), ML 3RE 4
(kuglerhor) $4Aif3 RN AR =), 1931 5- 1R —4- FAL - LR R (Tg).

[0392] DEE2:

[0393]  ffil] & 5-[3— (4~ GAR — ZKIE ) -5 FFAE — mpmde —1- 3 J-4- %A% - IR F B

[0394]
K/Kr \)K/ \ﬂ/ ~

[0395]  #f1 3-(4- & AX - 2K 5k ) -5~ EF'% —1H- nH e (1. 84g,9. 6mmo 1) VA T — FF Rk Y I i
(20mL) 1, SR G NN EAL BN (60% A EAE M P, 384mg, 9. 6mmol ). 7E % IR Rk SN 15min,
SRIGINN 65— RS —4- 4% — [RIER TP R (2g, 9. 6mmol ). 7F =6 N E-HFE SN 30min, SR 5N
AIK (200mL) s RJE, F 28R B8 (2 X 150mL) R HUZIE R . FHRIREE T AN, fE B2
WAENY . F R TSR A=Y (120g il FE, DOM 2 90%DCM/Et0Ac, i [H] 50min),
33 5-[3-(4— A - ZKIL ) -5 FFFE - e —1- 3 1-4- 54 - IR EE (1. 84g),

[0396] i R

[0397]  ffil| % 2-[3- (4~ GAX — ZK3E ) -5 FFSE — mpmde —1- 3 1- PR ke -1, 3— i

[0398]

[0399] 7F — HF Ak H Bt fzCleml) o F fif 5-[3-(4- & AR - o8 JE ) -5 AR - it
e —1— it J-4- A AL - IREZ IS (1. 7g, 5. bmmo 1), H H AN A TC/K BRI (3g, 22mmol)« SR »
FER Y, FEIR-A IR 200°C, 435 10minUE 7 1IEH " WSO . 78BS ik YE [ S,
FEH A 2 52 (50mL) Al & HE (100mL) Z (81538, 2 BS54 E, HEAANRK)Z,
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TEPHEZER(100mL) . FEE AW, IR ETRA I, AT P ERZE . AR
TEVEFRACH P74 (A DOM :EtO0Ac :AcOH (9 :1:0.01%) % (3 :7 :0. 01%)), /53] 2-[3- (4- &
- 2R3 ) -5 FRAE — mbme —1- 2 ]- BRI -1, 3— [ (0. 8g)-

[0400] DR 4 .

[0401] il 2-[3- (4- &AX — 2R3 ) -5 FE L —mipm —1- 2 ]-3- FAHRE - 3R —2— Sl
[0402]

Cl

e

LS

o

™

7
\N_,N
OQ/J\\H/O

\\\_// LN
[0403]  7F = i &, 7£ A B (10mL) o o Z4 4 F 2-[3-(4- SR - 28 2 ) -5 H 5L — it
M —1- B ]- B ke -1, 3— i (374mg, 1. 3mmol) FIHREEH (180mg, 1. 3mmol) KR IFI, I
NG RER - ER (0. 12mL, 1. 3mmol ). SR 5 , AR &4t ¥, IR S InFAE] 60°C, £RiE 3 /N
SRIGVS A, FRAEE S PR V7. 18 218 2,056 (30mL) A1 IM A SE BN (20mL) 2 [8) 43 55
AR, B %R, H IR 205 (2 X 20mL) 3 — B ZEHUKA . H 27K (20mL)PEs 45 A A B
Y, TR ER B TR IR A AL - S8, F PO A 1S v 4ok =4 (i 20% ~ 100%EtO0Ac [
DCM ¥ 30 1331 2-[3— (4- &R — AL ) -5 F 2 — mpm —1- 2 1-3- 2 - K —2- I
B (253. 2mg) o
[0404] DIE5 .
[0405]  ffill & 2-[3-(4- & 1% - 2K ) -5 FF B —mf mde —1- 2 J-4-[1-( Y & -t
W —4— 2% ) - WL H —(B) - 2 ]- BR%ke -1, 3—
[0406]

[0407]  FER/AAGT, AE —78°C, #18 — P B el SR B VAV (1. 8M DY S ke / P / oK
VS, 0. 25mL, 0. 45mmo 1), i INEY 2—[3- (4 &AR — L ) —5— H AL — bk —1- J& ]-3- 4
B - B -2- MR (124mg, 0. 41mmol) (¥ FE/K DY R IEVATR (1mL) 1, 76 i JE S 30 43
Bh, WEINVYS ML 3L —4- BB (51. 5mg, 0. 45mmo 1), 7F —78°C H#tHE & B 30 434 . 1 /e b
WFHE B 218, )M 30min, SO IM #hES (5mL) B84, 3F H H & W 4s (3X 10mL) #EHL, 15
B 223. 5mg JE Kl HUAENA T RER (2mL) A, A0\ 2M SRER (2ml) o 7ERE HHAEIR A0 #4
B 120°C, RFF 1L /NEFCEA " IEH " YO . H SR B A BUVE TR (2 X 10mL), 755 BR 5
EFEEAV, AL B SR IRE . I AR A 2 AR ol (S /KRR )
A3 2-[3-(4- J AR - 2R 5L ) 5 Ak b -1 J-4-[1- (DY & - b —4- 2L ) -
- (B)- 4 ]- B 3ake -1, 3- —J (32. 2mg).
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[0408] il % 2-[3-(4— & — AFL ) 5 AL —mpme —1-FE J-4-( & - kg —4- FEH
) - LT -1, 3— fif

[0409]

Q

[0410] [ 2-[3—(4— GAX — ZK 3L ) 5 F 3 — b —1- O 14— [1- (VU - MkiRg —4- 2 ) - I
() - 2 - B bt -1, 3- il (9mg, 0. 02mmol) ) A B M (0. ImL) o, NV 4 7%
(Img) L1 5% 40, 7 1. 5 LIRS EL N, Bidt S B2 6 /N o i — Mk R H#UR (Celite)
T UEZVE TR, F P EE (10mL) Bk, 78 35 25 ik 4615 31 (1 (2 [ 44, SR J5 13 FH SR ] 2% 284 v v
MESE (H N/ Kbkt ) , £33 2-[3-(4- &A% - HE ) -5 F AL - mpme —1- & ]-4- (1Y
2 - ki —4- B ) - Bkt -1, 3- B (4mg) .

[o411]  ffl] & 2-[3-(4- & AX — 2% L ) -5 L — b e -1 5 14-[1-G- | AL - ik
WE —2- 4 ) — W —(Z2) - % - B ade -1, 3— B DA Je 2-[3- (4- & - JR5E ) —5- FR2E — it
e —1 - J-4-[1-(5- FAR - mbme —2- 2 ) - WH -E) - % 1- Bk -1, 3-

[0412]

i\
o%o
Feg N
Wf

[0413]  FERAAGA T, E -78°C, #8 — F PA SE AL V9 (1. 8M DU Wkieg / PR IsE / 2%
VS, 0. 25mL, 0. 45mmo 1), i AN A 2-[3- (4- SUAL - 2R3k ) —5— FR AL — mpmk —1- ik ]-3- HI44
HE - % -2 )7 (124mg, 0. 41mmo 1) 7K VU e R ¥ K (1mL) o, £E BEIE FE e FE 30 7
B, SRS, N 5 FAC — MERE —2— FIEE (56mg, 0. 45mmol), 7F —78°C 4k & B 30 405t . 4R
J& » 0 S FHE B 25, )M 30min, JON IM ER1EE (5mL) B84, IF H A —& 4 (3X10mL)
FKHY, 153 186mg JF k. HUHUENA T PER (2mL) o, 0N oM 358 (2mL) . 783 HRE &
Yin#E] 120°C, £R¥F L /NEF A T WO A =& bE (2X 10mL) ZEUIE R, 1F
IR EE T AN, JEAEAE B A TP IR Y . (BT SOf el 46 R s R € (21 / 7Kk
o) AR, 93] 2-[3-(4- &AC - R 3L ) -5 AL - b —1- JE ]-4-[1-(5- AT - it
g —2- 28 ) - W - () - 2 ]- ¥R b -1, 3- B (22mg) DA% 2-[3-(4- &R - 7kHE ) -5- HF
B - e —1- 3 1-4-[1-(5- FAR - emE —2- 2 ) - W - (B) - 2 1 FRkE -1, 3-
(5mg) o
[0414] il 4% 2-[3- (4- G - R3E ) -5 FJE — b —1- 2 14— (5- A% - mikmg —2- JEH
) - Bk -1, 3-
[0415]

73



CN 102471311 B 1«51'1 AA :F!' 70/117 L

’ N,

[o416] A 2-[3-(4- & A - 28 B )-5- HF gk —mb mk -1- B J-4-[1-G- /A - ik
g —2- 3L ) - W —(Z2)- & ]- B ke -1, 3- —fd (17mg, 0. 04mmol) ) B EE VAR (0. 4mlL)
W INTE R (2mg) 16 5% 41, 7E 1.5 ELEAS IR N, BEdk L 6 /Nef o SR, it —
AL R HAR (Celite) 1 JEZVAR, FH R EE (10mL) BE¥% , 78 H 25k 46453 B (1 i 4,
SR AT AR v (f# A DCM:EtOAC:AcOH (9:1:0. 01%) ~ 3:7:0. 01%) 24k [ £ [ 4, 15
B 2-[3-(4- &A% - JK3E ) -5 FFIE — mbmsk —1- & 14— (5- AR - mkme —2- EH ) - TR
¥ -1, 3— i (15. Tmg) -

[0417] ] & 2-(1,5— — FF J& —1H- W i —4— J ) —4- (DY & - mb g —4- 2L 08 ) - R Ik
bt -1, 3—

[0418]

[0419] I 1.
[0420]  ffill 2% 5[ Fodk — (VU — Wbis —4- 2 ) - HJE 1-3- AL - 3K —2- 44
[0421]

O
[0422]  FEEAAA N, 76 -7T8°C, 48 3— A 2 - B3 —2- Ml (18. 8g, 0. 17mo 1) K&
WK ARG YAV (200mL), 7E 30 A3 B 1A) (SE A — AN IR =1, SN 21 — e A AL 2 48 (1. sM IS
Wlgg / BT / ZORFEW, 103mL, 0. 18mo 1) [ VY W mE YA (150mL) 1, 78 SR JEHEFE 30 43
Bho WENUY S -4- S (21g,0. 18mol), SR )5, 7E —78 C HHt ik M 30 28, SR J5 1
ZFHRBIFRIR A8 /M) o ARG, kA IM ERER (500mL)IRA % A, F .18 2. B
(3X500mL) AHL. 4, HHSALBAR KA Z, HH AR 48 (2X250ml) 2. K4S
(I ALY, H P FE (R 40H 79 (EtOAc : 6%, 3 :7 31| 100%Et0Ac), 133 5-[ #dk - (Y
S - e —4- JE ) - 3 13- AR - IR -2- MR (20. 8g).

[0423] IR 2 .

[0424] il %% 3— H4AHE —5-[1-( DY - Mbipg —4- 5% ) - WA 2 - RIK -2 M

[0425]
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O
[0426]  7E— 2T [l AL vA HE 25 1Y 50mL B RS edi e, 40 5[ etk — (DU & - ki —4- 2 ) - H
B 13- A E - BRI -2- M (1. 1g, 5mmol) VAT &P ke (26mL) . SBiE N = 2%
(1. 4mL, 10mmo1 ), 4R J ¥ b B 4 6 42 (0. 8mL, 10mmo1 ), 3X:44 5| 8 i S FH I B [Hl . B
10 438h 2 g, N IM ERR (10mL) 25 RN 73 B9 2% 2, AR A AL, T AH 4 5 25 4
B AEETSHBREER . R E T R EE (25mL) B, N TS AKBRERA (1. 4g, 10mmol), 7E
i TR GV 72h. SRJ5, AEE TSR ZIEA, IR RVIEMAE LR B (25mL) H,
TR R BT A . 28 T08W, AR OB A IR AR R (CU5E /ELO0AC, 7 :3 Bl 100%Et0AC),
33 3- B -5-[1-(PYE - Mbmg —4- 2 ) - SR - 2% —2- JA&H (938mg) .
[0427] IR 3.
[0428]  ffil| % 3— FAEIE -5 (PUE - Mbmg —4- B 5L ) - B —2- M
[0429]

O

SR
O

[0430]  [A] 3— FE A 2 —5-[1-( P& — b mg —4- &) - W FF &L 1- ¥R % —2- /% B (938mg,
4. 5mmol) [ ZEEEW (45mL) H, TG PER (94mg) L1 6% 48, 76 3 LA IR T, it ft:
RNET.5 /NI o SR S T8 Ak 8 AR I D8 S ) FH B e, 7R S TRk i, 19 31 3-
A —5- (YA - MR —4- JEFF 2L ) - 2R -2 Ml (906mg)
[0431] LI 4 .
[0432]  ffil] % 2— VRAX —3- 4L -5 (VUS - MbiRg —4- JER AL ) - IR —2- JAi

[0433]
O/\Q(Br

O
[0434] £ 0°C, £ — BRI AL B R, 75 — /NI A, 38 N- R AR T Bt W Jig (890mg,
smmo 1), 43 HE AN BIAS W it £ 1) 3— 42 —5- (PUA - b —4- JEH 2L ) - 3R -2- AR
(906mg, 4. Tmmo1) Y 1, 2—- & 2%t (16mL) JEWH o 78 0°C, FEAHE AL 90 4%, S8 fr e ik
Ik PERE 22 BT A A AR A o 980 28 R DB TR 58, 4045 23 [R5 Al AL R 4 R 2R ep (B0mL),
B FF H KA 7K (2 X 20mLIRIEBEss . EMER S LT B VA, 3 AR SR RER . H
FE B SR AR R (40% ~ 80%E LOAC Y CLGEIA WD , 1531 2— 1A —3— AL —5- (U A - it
W —4— JE L ) - BRI -2 JA&ER (1. 18D,
[0435] JDIX5 .
[0436]  ffil] %% 2— (1,5~ — HF 2 —1H- M| M —4— 3 ) —4- ( PY & - ML iRy —4— 2 28 ) - 3R 1%
-1, 3- 1
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[0437]

s
[0438]  7EZ AT, 7E LKA B R (L. 5mL) o, AW $k B 2- 3R 4R -3- 4
e -5- (VYA - ME g —4- FE 5L ) - 3R IR —2- JA& i (150mg, 0. Smmol ). 1, 5= — 1 J& —1H- My
M —4— Bl EZ (148mg, 0. 78mmo 1 ) FUF¥Y T I8 IR =240 (221mg, 1mmo1) TR BRI, (A1 1%
IR PN B2 58 (6mg, 0. 03mmo 1 DN 2— IR UL -2, 6/ - —HISIE R (21mg,
0. 05mmol ) o ZEAI o, 48 S AR 140°C, 4345 30min (i 1 7 1% " WSO o 7K (10mL)
P SN, 35 2R B8 (3 X 16mL) AHL, k7K (10mL) Beik s & A MR B, 2650
BBk 08, I HUBUE 28 R T 158, 43 BIAR Ca R 5t o A8 A i V42 400 74 (30%E t0Ac/
CUEE] 100%Et0AC VEABEIFD, 193] 2- (1, 5— Rk —1H- Mg —4- 3L ) -3 B4 —5- (1
A - MR —4- FEFIER ) - BAK -2 MR (41mg) o FEIZAEHE T TAER (2mL) Hf, I 2M #h7R
(2mL)o FERLEH, FEMLIERMIRE] 120°C, (R EF 1th (A IEH " Wiflo. AR5, H & F
it (2 X 10mL) ZHUIE R, fERR IR EE B TIRa VI, AR B S ThIk e I SO il 28 2
R s (R / Kkst ) 3Raiik, 158 2- (1, 5- —F AL —1H- my|me —4- & ) —4- (1Y
2 - kg —4- R ) - BRI -1, 3- i (dmg) .
[0439]  SEEH 2
[0440]  ffi] % 2-[2- (4— GAR - R 0L ) -5 AL —mwg —4- gk ]—4-(PUS - mbmg —4- L
) - BT -1, 3— i
[0441]

[0442] IR .
[0443]  fill % 2- (4 UK — 2L ) -5 FJL —3H- W —4- I

[0444]
P o
o
/N\ i
M x
I

[0445] ZERASSHT, 104 BAN (276mg, 12mmo 1) AN BI 2.8 (15mL) H . 7EZ=IE T

S
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FEBA 30 5l ELE RSB ST ARG TN B4 4- SRR Tk AR £k ) (1. 41¢,
smmol), 7E I T, FEHEFEZ SN 60 43 o i, 0 2- B 3 -3 44X - TR IR 2185 (716mg,
5.5mmol ). 7EEIE T, R BINEFEIS R, S8 5 G2t 2M SRR 45 o Nz, L 28 S ) S B
Yy pHAE5ET pH 1o P8I HIRFAF BRI D0EY, 1331 2- (4- FAR - 258 ) —5- HI 3 —3H- %
g —4- R (1) S A (570mg, 2. 58mmol , 52% UL EE) .

[0446] LLIE 2

[0447] il 4% 6- &AL —2- (4 &R - 2% ) -5 HI&E -1, 6- & - mKig

[0448]

[0449] 4" 2— (4— &AL — ZE3L ) -5 FHIL —3H- Mg —4- fifl (570mg, 2. 58mmo 1) & Mk &
C2mL) B, ARG 2 ZNBF . W ENRADD, S8 a, R BAE BT 85 20~
TEARAE K (10mL) AT Z P8 2 ER (10mL) 1, 7 S AR G H GFE CEE (10mL) FRZEEUK
2, R G FITRBR BE T 45 A I A ML, a8 ok s, RS R T B8 6- &8 2- (- &
- 2R3 ) -5 HE -1, 6- & - BEHER) [ A B4 (567mg, 2. 38mmol, 92% UK Z) .

[0450] I3

[0451] |4 2-[2- (4- &A% — ZE0L ) -5— B — msng —4- L 1- Bk -1, 3—- —

[0452]

[0453] Al fyse BRI A, NN 1, 3— 3R R (0. 5g, 5. 1mmo1), 6— A —2-(4- &8 - 7%
Fe)-5- B -1, 6- & - BEIE (1. 04g,4. 3mmol). Z, B4R (58mg, 0. 26mmol ). 2— — FF ) J&
ﬂﬂi 2" 4" 6" - =R E T IRE (183mg, 0. 38mmo 1) B E =4 (2. 49¢, 11. Tmmo 1 )FI 1,
AT (1oml) . FAEFE 25 Beh 5, RS R, AT IR RS AR, 48 150°Cin#k 30 43
ﬁHZEaZEa(IOmD A 2M Eh 1R (10mL) #BEAS B (IR 3%, A8 e lad ik etk yk . H 5340 &
& <G (10mL) 1 2M #h1 (10mL) BEEIEDE. 7 BAF R KPAHR A, B 5148 L% B8
(2>< LomIDAEHL . S8, FITRIRBE TR 45 B A NI Z , i 38 VR FR 1515 2 0 ([l 44
I IE A AR A (BRI R G 100% SR KT 5% FEE : S F D, 1538 2-[2-(4- &
A — R ) -5 I EE — Mg —4- Bk ] BAkE -1, 3— R 14l 44 (348mg, 1. 16mmol, 22% Y
),
[0454] DR 4 .
[0455] il 2—-[2- (4— &AK — 2RHE ) —5— RO — wng —4- i ]-3- AL - 3R —2- JAii
[0456]
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[0457] 4t 2-[2- (4 &R - 2R3 ) -5 2 — mmg —4- & 1- 3R ke -1, 3— i (650mg,
2. 16mmo1 ) 7E PR (20mL) BRI 2 » FF HINABRERH (300mg, 2. 16mmol ). 7E=E FHiH: 5
AEh 2 G, INN—E8 4B 8 — PR S (0. 20mL, 2. 16mL), fE s S i =l . B 3 /N2 )G
SERR L, B JE R NV AV B = I, AR VRR TR HEAR BIRRE R EMA, EEVARAE TR
2T (20mL) F1IM A AL C20mL) o, S ETRAHTR G . H RSN 2B .16 (2 X 10mL) #E
HUKHZ, 85, fERIRE: IR A AN Z, 8 BIRHR, o3 A Ak . @il ik
A VAR AT (BR R R 4 100% & U Gt —5% Il : &R0, 7Bt 2-[2- (- &K -8
Bt ) -5 AR - mEnE —4- Bk ]-3- FUAEEE - PR -2 MR B 4K (526mg, 1. 67mmol, 77% Y
),

[0458] L5

[0459]  ffi] & 2-[2-(4- & AX - Ok )5 F R —mmg —4- & ]-5-[ 2 - (Y & - it
W —4— & ) — B0 1-3- A2, - 3 -2 Ml

[0460]

-0

[0461] 41 2-[2-(4- AR - R 5L ) -5 F AL — mwg —4- Bk ]-3- AL - 3R R —2- JA B
(69. 5mg, 0. 22mmo 1) (¥ 75 7K PU &L WK IR 7 ¥ (3mL), 78 AR R R E1 B -78°C, 7 ALt B
10 73t SR HIN " AR A AR (fE Dy 2. OM ke / DUSERIR / Z2RIGTE W0 (0. 14mL,
0. 28mmo1). 15 B FIKR VAT, 7£ —T8 C H i F: 46 43-%h, S8 )5, Wi N 4— FF B & Y Stk e
(34mg, 0. 30mmo 1) #R )&, M M AR BI = i, 7£ 2.5h Z )5, R YR I A Fa e R
Ao R, FIRRN G &AL (BmL) - 2.8 B8 (5mL) FlZK (lmL) B RN Y. 5 BEPIAR &
Yy, B 53N TR CBR (2Xbml) ZEBUKMZ . fERIREE BT IRE & a4, i 98 I3F H
AR TR B oy I I A A vk FR Al (100% SR kT 5% B EE : — S F b0, 15
B 2-[2-(4- &AC - K3 ) —5- 3L —mgng —4- FE J-5-[ 3 - (PUE - kg —4- 3L ) - H
B 13- HAEUE - B -2- MR AR B Al (50. 3mg, 0. 12mmol, 53% YLD,

[0462] I 6 .

[0463] il % 2-[2-(4- & AU - 2K J& ) -5- H Jb — mg wg —4- & J-4-[1-( P4 = -t
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Mg —4- 5L ) - W - (B) - 4 - PR 0kt -1, 3- i
[0464]

[0465] 411 2-[2-(4— & AX — O 2k ) —5— FF L — i mg —4- Bk 5[ & R - (Y & -t
IR —4— 3% ) — B L -3 B4 3 — BRI —2- % (50mg, 0. 12mmo 1 DVAFRAE 1, 4— %452 (2. OmL)
o, R (VAT . AR5, IINIRER R (20 1 L) BN —14, 3045 21 AR (v iU #4681 60°C o
FESGIE FEFEHE 6 /N, RIS IR ERER, 45 3 ZINBF (20 w LOFD 4 /N (20 w LD, SR Ja 7T BAE 2|
RMNEER o B NP B 200, SR VR T, 193] 2-[2- (4- SR - oAk ) -5 I — %
WE —4- 2 1-4-[1- (DY & - kg —4- 2 ) - WH - (B) - & - b -1, 3— E IR #E 3
(88mg, 0. 22mmo1, 185% UKLZE)

[0466] LR T7 .

[0467] il & 2—-[2- (4— AR - Ok ) —5— H Ok — g mg —4- Bk ]-4- (P& — mbigg —4- B H
B - Bkt -1, 3-

[0468]

[0469] 411 2-[2-(4- &AX - 2R 0L ) -5 F 2 — mng —4— At J-4-[1- (Y& - mtmg —4- 25 ) -
B —(B) - % - B kx -1, 3- — i (88mg, 0. 22mmo 1 DVAAARAE B (2. 5mL) . FEHE A 5% 3%
PR R4 (4. Amg, FHXT EAF KL 5% &), fEZIR T, 78 1.5 ERESEST, Stk R
14. 5 /pIf o HoHp7E 7.5 /NN 2 i, BRI 5% 3G PR IR IR (4. Amg, AHXT JEA R 5% 2.
SR, IR e S S, 2B (10mL) RIE AR « VRIR T-RAS BN VA VRIS B (i,
I H T s AH 1] 44 8 3 2OROA e B BR 4l (K, 208D, 1581 2-[2- (4- &AR - 5538 ) 5 H
HE - g —4- 3 14— (PUE - Mg —4- JE 2 ) - BRGE —1, 3— IR R B A (9. 8mg,
0. 025mmol, 11% Z)

[0470]  sZjEf] 3 -
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[0471] il % 2-[2-(4- &AX - IR Jk ) -5 HI Ak — Mg —4- Sk ]—4- (Y& - iy —4- L
B ) - R kE -1, 3-
[0472]

[0473] DIE 1.
[0474] il £% 2- (4— GAR — ZR5E ) — MEEME —5- IS

[0475]
o NGl
3.
H)L&

[0476]  [A] 4- SACRIERRACELRE (10g, 58. 2mmo 1 D[ 1, 2- — F4 2.4 (80mL) B IF Wi,
AN 2— SARTA % (11. 3g, 87. 3mmo 1), SR J I AR EREE 7S /K 5-44) (14. 12g, 30. 8mmo1 ), £E
BN, I HAE R B THER 60°C, AR5 3 /N i ik (50Dt ek I R VR A0
H 8 CBREEGS W IRGG 456 DR 43 31 2— (4- S - IRAE ) — M —5- FIEE (7. 66g).
[0477] BIR 2.

[0478]  ffil] & [2-(4— & - 0L ) — MEME —5- &k ]- I

[0479]
Nl
o~ ST

N
[0480]  7F 5 43 f i) 7], BN AL 4H (1. 04g, 27. 5Smmo 1), i I BI6: T 0°C (1) 2- (4- &
R - ZK 3L ) - BEIE —5- F % (5. 59g, 25mmol ) FF VA MR (65mL). AR o, 8 S MY FHE B =
B, FF HAE AR, HikE 3 ANk FARAD B &AL K R (100mL ) 388 e i, F Ho 3
PS5 8, SRR TR 2 FEE. R85, 4R 486 (2X 100mL) AXERAS B[ A SR A
Y, R RS BTG AN I BAE R T BREEM, 3] [2-(4- &0 - R ) - &
M —5- 3 1- BIEE (5. 27g),

[0481] LI 3 .

[0482]  ffil| £ 3-[2— (4 SAX — ZRAL ) — MMk —5- JLHRSE |- 3R/ —2- JAi

[0483]
O/\{Z{? c:;
7
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[0484]  FER AN, AEO0CTE, 4] [2-(4- &AC - IR B ) - e —5- JL ]- HI i (2g,
8. 8mmo1) [ FE7K VY R IE M (50mL) 9, IIAFA AT —1, 3— —ff (1. 12g, 11. 4mmo1), 2R &
TN Z 2R (2. 99g, 11, dmmo 1) o SR8J5, /EZIL N, 75 5 28R [a], WA A R 7 A
BE (2. 2mL, 11. 4mmo 1), ff ;R A7) FHE B 2= 35, FF B 2 /et 3045 20 R R E 9T
BAE T HEALRE b, IF HOR PR vk bR 2, 15 31 3-[2- (4 &R - IR0k ) — ek —5- B4R
e 1= BRI —2- i (2. 12g),

[0485] il X

[0486] il % 2-[2- (4- &AX — ZK3E ) -5~ FF L — gEme —4- 3 1 Rkt -1, 3— R

[0487]

e
[0488] ] 3—[2— (4~ GAR - ZK3L ) — MEME —5— L H 40 1 - PR —2- 4l (1. 29g, 4. 22mmo1)
(1) 2 % R R CLOmL) YAV, NN 1= T 2 -3 FF JE ke — (=0 R A e 2 M
fi (100 w L), FH Ao 5 50 S R 3B 230°C, AR 55 30 43 %f . 1045 3 (ML R R IR -5
THEAE A ARE I, JF B P s iR iR g, 9 8 2-[2- (4- EAR - 2K ) 5 F AL -
M —4- & - 3R -1, 3— i (1. 12¢),

[0489] L5

[0490]  i|£% 2-[2—- (4— EAR — I3 ) -5 HA 3 — mgemde —4- i 13- 4L - IR —2- Sl
[0491]

[0492]  JA] 2-[2- (4~ &AR — ZK3E ) -5~ FF L — e —4- J& T- 3R b -1, 3- B (1. 12g,
3.66mmol) [ AT B (20mL)> ¥& ¥, 0 A Bk R 8 (1. 04g, 7. 32mmo 1), 48 J5 i A\ WAX HF e
(455w L., 7. 32mmo 1), 8 S M I E] 40°C, LR FF 6 /NBF. SR J5, 78 5K T ML A e B2
RAYPBREER, EK (100mL) A1 Z B8 285 (100mL) Z [H 2 B RY. 2 8AVAHE,
THEAE EAEE I, JF H O s s v iR g, 5 3 2-[2- (4- EAR - 2R ) 5 FOE -
M —4— B ]-3- B - IR -2 MR (780mg).

[0493] I®6 .

[0494] ] % 2-[2— (4— &AX - PR 3L ) -5 FE L — e —4- &k |-3- AL —5-[1-(PUA - it
IR —4- 3% ) W - (B) - #& 1- 2% —2- JAf

[0495]
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[0496] 7R, E-T8°C, ] 2—[2- (4 SR — 2R3 ) -5 FE O — mgEmde —4- Jt ]-3- HH
Ak - BRI —2- SR (640mg, 2mmo 1) [ o 7K VY S (12mL) ¥ ¥, 78 5 43 %f i [a], % 0
SRR R (1. M, FEVU AR / BT / LORVE I, 1. 1mL, 2mmo 1), £E 78 C it S BL
Y130 43f. SRJS, 78 5 43 Ia], 0 VU & - ki —4- B (228mg, 2mmo 1) [ /K VU & 1k
WS (1mL) VAW 250 R B A B =0, JF H e 30 o %8h . ARG, —IRMEIABUT BE
B (337Tmg, 3mmo 1), FEFEFEIZ S S 90 43-8h . AN K] AL B2 /K VA R (50mL) 3RV 1% R
R, B8 <06 (50mL) ZEHL, FF HAH G 7388 AN, T8 bt b, B PRk i i
e, 538 2-[2- (4- & - 5L ) -5 HI R — e —4- 13- AL 5-[1- (Y& -
W] —4— 2% ) WEH - (B) - B ]- 37K —2- M4 ER (195mg ).

[0497] IR 7 .

[0498]  ffill % 2—-[2— (4— GAR — JRJE ) —5— R — WMk —4— 2 14— [1-( PY& - mbheg —4- &%)
WH - (E) -3 1- B -1, 3-

[0499]

O
[0500]  [A] 2-[2-(4— GAX — ZK3E ) -5 F AL — MM —4— 3 ]-3- 4 3E —5-[1-( U - ik
W —4— &) W —(B) - 31— ¥R 1R —2- 4% Bl (190mg, 0. 45mmo 1) [ P4 B (2mL) ¥& W 4, Jn
N 2N ER1R (2mL), 0 L R SR SO NI E 120°C, 4R FF 30 738F . H 4R 2.8 (25mL)
i T KL T 1 s M2, I L M R () G A e K R (25mL) R £ 7K (25mL) He ik, i 5 73 25
AHD, FEREREE LT, 7 00 T B 238 ), 5 8 2-[2- (4- S@AC - 2R 5L ) 5 0k — I
e —4— J T-4-[1- (DU - mbmg —4- 2% ) WH - (B) - & - B3kt -1, 3— i (168mg).
[0501] ZDIX S .

[0502]  ffill #& 2-[2-(4— GUAR — O 0k ) —5— RO — ek —4— gk -4 ( JY& - nbieg —4- 2 H
5 - RS -1, 3

[0503]
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[0504]  [] 2-[2- (4 &AX - 2R 0L ) -5 Rk — MEME —4- BE ]-4-[1- (DY - mbmg —4- J%)
W - (B) - % J- Rt 1, 3— i (130mg, 0. 32mmo1) [ 2 F% (2mL) W, I 5% 3%
Memx ERFE (13mg) . AEETUR T, E 2 BEAT, bt OB 4 AN o 85—k 8
MR (Celite) ot A il (1 5 B2 VR 5420, Je o o 4 20T & 28 v B0UAH £ 1, 433 2-[2- (4- &
- IR AR ) —5— L — R —4— L 14— (DYS - WEm —4- B R R ) - BR300t -1, 3— - (30mg).
[0505] il #& 2-[2- (4- GAX - R 3L ) -5 H Sk — e —4- 3 14— (5- FAC - mikng —2- AL H
B ) - ke -1, 3-

[0506]

[0507] BIE 1 .

[os08] il % 2-[2-(4- & X - 2K 5t )-5- H Jk — ME M —4- JEk ]-5-[(5- 3 0 - it
WE —2— Jik ) — FR0E - HOE 1-3- HAE L - K -2- TR

[0509]

g N\
[0510]  ZEZ/S/UR T, AE-T8C, A 2-[2- (4- &AL - HIE ) -5 AR — MEmg —4- JE ]-3-
AL - IR —2- SR (400mg, 1. 25mmo 1) [ FE/K TU W (10mL) ¥, 78 5 43 8h i 1), 375
TN TR R LA (1. SM, DYSIRIN / BEdE / ZRVEWR ;0. T6mL, 1. 37mmo 1), 78 78°C Ptk
N30 73%f . SRJE, AE 5 3B mS[E], 50 5— FAR - MERE —2- R (171mg, 1. 37mmo 1)L 7K Y
S ClmLD) WA e 8 OB FHR B =08, I HESERE 30 4080, A &K
VAR (50mL) BEAZ IR S, F 2.1 B8 (50mL) ZEEL, I BAY G 40 5 A ALY, 3878 — 4
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et b, PR g, 13 3 2- [2- (4- &AR - AL ) —5— F 2 — ek —4- &k 1-5-[ (5- %
£ - nikiE —2—- k) - $2dE - IO ]-3- AR - FRK -2- SR (400mg).
[0511] I 2.
[0512] il 4% 2-[2- (4— GAR - 253 ) -5 A O — ek —4— L 1-4-[1- (5 AR — ke —2-3%)
W - (B) - 2 1- 3k -1, 3-
[0513]

cl

[0514]  JA] 2-[2-(4- §AR - 2R3 ) —5— Rk — MM —4- Jt |-3- FA L —5-[1-( JUA - it
Mg —4— JE ) A —(B) - J& 1 ¥R 7R —2- 7 FF (190mg, 0. 45mmo 1) FI 78 BH (2mL) AW, InA
ON Eh PR (2mL) . 8 b fol i 8 B4 S N I #4 B1 130°C, FF HLARSF 90 8. SR, AL
RN T 2R A ARE b, P e iR iR A, 15 8 2-[2- (4- &R - 2R ) 5 FOE - 1
e —4- J 1-4-[1-(5- FAR - mbug —2- 5 ) WH - (B) - & ]- bt -1, 3- i (93mg).
[0515] ZDIX 3.

[0516]  ffil] & 2-[2— (4 &AX - JK 3L ) -5 FF 2L — MEME —4- JE 14— (5— HAX - nmigme —2- &
B - ke -1, 3-

[0517]

[0518]  [A] 2-[2-(4— GAR — 5k ) -5 FA2E — MMk —4- 3 1-4-[1-(5- |AC - nifme —2- 3E)
TR —(B)— 4 1- BRIk -1, 3— i (70mg, 0. 17mmol) f¥KES AR (2mL) VAR B, I NS
(10mg), I HAF [ M FHRE] 80°C, R4 17 /NI o SR, KL (1) S B TR A T3 78 484k
feE I, I HA U (gt ol 153 31 2- [2- (4 &AR - R0 ) -5 FR AL — e —4- 5 ] -4- G-
£ - kg —2- R ) - BRI -1, 3— - (55mg) .

[0519] il & 2-[2- (4- GAX - IR AL ) -5 20k — Bk —4- JE J-4-[1- (DU - mbmg -4- &)
TR - (B) - 2 ]- 3 abe -1, 3— i

[0520]
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[0521] DIE 1.
[0522] il 4% 2— (4— GAR — ZR5E ) — IR —5- HIEE
[0523]

N
[0524]  JA] 4- S REERRACELRE (10g, 58. 2mmo 1 DI 1, 2- — FA 2,45 (80mL) B 77 Wi,
AN 2— SARTH % (11. 3g,87. 3mmo 1), SR JG INABRIERBE 7S /K54 (14, 12¢g, 30. 8mmo1 ). £E
BN RN TR B 60°C, 1855 3 /N o B R B (501 AL I REVE &0
H B8 R EEGS SR IR A 456 DRV 43 21 2— (4- S - JRAE ) — B —5- FIEE (7. 66g).
[0525] DR 2.
[0526]  ffil] & 1-[2— (4 SR - ZRAL ) — e —5- Jt ]- 2%

[0527]
Cl
O)\/\\f

[0528]  7E 543 BEt ], 7E 0°CF, [A] 2— (4— SR - L ) — MEME —5- FE % (4. 95g, 22. 14mmo )
) VUSRI C65mL)YAVR Y, NG Ak B 88 (M, DY A RV W 58, 11mL, 24. 35mmol ). 4R
J& 8 S N TR B =I5, IF HLEEE 2 N o FTRURT 1 SR AR K VA VR (LOOmL) BB VA N4,
FEHGEFE 5 4%, SRIGENE FEREFEE. X5, H 48R L8R (2X100mL) ZEES 3] A
SNREW), FEER S LTRSS AN, 3+ HAEGUE TR 2ER 1528 1-[2- 4- &A% - 2%
) - MEME —5- L ]- 2B (4. T1g)o

[0529] ﬁg%% 3.

[0530]  ffill & 3—{1-[2-(4- §AQ - ZKHL ) - MEME —5- & ]- 250, | - IRIK —2- M

[0531]
s [ )©
{
: ‘ o
Oj\&/k \
N

y

o
[0532] FEZAAA T, EO0CT, 1 1-[2-(4- &A% - 2R3 ) - MEmk —5- JE |- 2 (4. 1g,
17. Immo1) W T 7K PUE I (100mL) YA, INNIR I AE —1, 3— i (2. 18g, 22. 23mmol ),
SRJG NN =253 B (5. 83g, 22. 23mmol ). SRS, 76 5 28R 0], M InH 8 —F R =B
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(4. 31mL, 22. 23mmo 1), ¥ Je N AR 2 2 30, HF HLdwt: 2 /Nik o JERE G S BLTR A4 T2 A
AR I, IF H B e s vR R A, 5 3 3- (1-[2- (4- EAR - AL ) - 5t T - 2
B - BRIK -2- MR (2. 29g)

[0533] DR 4

[0534]  ffil] & 2-[2- (4 GAR - ZK3E ) -5 2.2k — MEME —4- S 1 BRI —1, 3— i

[0535]
7 . |
S O
/ )

[0536] 4] 3—{1-[2-(4— &R - FR3L ) - mEME —5- 3 - 253 | - BR IR —2- 7 IR (2. 29¢,
7. 16mmol) {4 BE ZFRECLOmL) AR, IO 1- T Ak —3— HE R i (= R Y AR T
52 WP FZ (100 v L), Ao fs S R S m#a 2) 230°C, 4R %R 30 -8 . 00 il 1 e B2 R
B TAEAE A AE |, IF B PR (B kR 20, 1331 2-[2- (4- &K - R ) —5- &0k - 1
e —4- 3L - 3R 0% -1, 3— fH (681mg).

[0537] DEE5:

[0538]  ffill & 2-[2- (4~ &AX - ZKIE ) -5 Z3E — MEME —4- 3 1-3- AL - IR -2 i
[0539]

[0540]  [f] 2-[2-(4— & AR — 28k ) —5— 2 0k — e —4- 3L ]- BRI 4 -1, 3— — i (650mg,
2. 03mmo 1) W TAER (10mL) ¥, IIABREREH (553mg, 4mmo 1) R FE MM ABAL I 4E (248 1 L,
4mmol), FF HAE S MY FHIE R 40°C, ARFF 6 /NI SRJG, A5 TUE N VORI 1) S RV A4 vh 5
FVER, 757K (100mL) FT 2.8 .85 (100mL) & [B] 9 BAR R . B AN E, THAE - H ik
ik b, JF H A POE i v g all, 53 2-[2- (4- &R - Z83E ) -5- 2.3 — ek —4- 3 ]-3-
S - BRI -2 R (395mg)

[0541] IR 6 .

[0542] i % 2-[2-(4- G AC - PR 3L )5 24 FL — e —4- FL ]5-[ #2 3E —( /g & - 1t
I —4- 3% ) - B3 ]1-3- S - BRI -2 it

[0543]




CN 102471311 B 1«51'1 AA :F!' 83/117 I

[0544]  FEZAAG T, /L -T8°C, (] 2-[2- (4 SR — ML ) —5- 20k — e —4- L ]-3- H
AL - BRI -2 SR (175mg, 0. 52mmo 1) [ /K VU S (Bl ) YW, E 1 20 BRI ], 5
I AR R (1. M DY / PEE / 225 51, 1mL, 2mmo 1), JF HAE 78°C it [ B4
40 438t . SRJE, 7E 30 FPBRIA], W N PU S - e —4- FEE (228mg, 2mmo 1) 5 7K DY K e
(ImL) 8. B0 B AR B =00, HF BB 30 408 IR ) &AL B K ¥ T
(50mL) BRVAZ S N, FH 2.8 2,85 (50mL) ZEHL, 7f H o B AL, T28 78 At -, H
ﬁ%‘%émi%ﬁﬁ 133 2-[2- (4~ SR - FK AL ) -5 £ 5 — MM —4- L 1 -5-[ FR 0L - (PU& - ik
W —4- 2 ) — RO 13- FAEE - 3K —2- JAiH (86mg) .

[0545] HD%?.

[0546]  ffil| & 2-[2— (4 &R - PRHL ) -5 £ 0k — MEME —4- JE T-4-[1- (PYA - ntmg —4- &)
TR - (B) - 2 ]- 3R abe -1, 3— i

[0547]

[0548]  [m] A Wy i #E B9 2-[2-(4- & AR - 2R B ) -5- & Jk - R ok —4- JE ]-3- A
H-5-[1- (P& - e —4- 55 ) WA - (E) - & ]- 31 5% —2- JA&iili (85mg, 0. 19mmo 1)) 1,4- —
Tk (3mL) VAR, TN\ 12M #h 8 (32 1 L,0. 38mmol ), 3 HAB X S FHIER] 60°C, (R EF 12
AN o AE SRR TR R 2 VA R, T A ] A R SO (s R Al R, 15 3 2-[2- (4- |
- IRHE ) -5 2 Kk - e —4- B ]-4-[1- (YA - Wb —4- 55 ) W H -(B)- 4% 1- 3R IK
fe -1, 3— i (4mg).

[0549]  sLjiafsl 4 -

[0550] il % 2-[5-(4- GAR — Z% 3L ) —2— FF S — ey -3- O 14— (DY - nbmg —4- S H
5 - RS -1, 3- i

[0551]

[0552] IE 1 .

[0553]  ffill & [5—(4— G — R0 ) — MEWy —2- J& ]- FIfE
[0554]
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O/\(@ cl

[0555]  FEZAAAM T, E0C, [A] 5 (4- & AR - R 0L ) - MEWy —2- H % (5g, 22. 45mmol)
(1) B (250mL) Y5 ¥, 78 5 43 BRI E], 23 HE DB AL 8 (1. 02¢, 26. 94mmol1 ). SR )&, fif
SN IFHR BN ZR, FF HAEE 3 /N, AN B S A K VAR C100mL ) BV I N4, LI
P58, RGN E TR EFEE. SR, ] 4R ZBE (2X 100mL) AEL/S B (KR S 1R &
W, fERR R EE IR A RIA N, 3 BAE R SRR LB A 138 [5- (4- &A% - R 5L ) — e
Wy —2- & 1- FEE (4. 89g).,

[0556] IR 2.

[0557]  #E& 3-[5—(4— &A% - ZKHL ) — MEWy —2- FEH4E 1- 3R —2- JAs T

[0558]
N O
S
A~
¢

&
[0559]  FER M, /E 0 C T, A [2-(4- FAX - IR EE ) — e —5- B ]- HIEE (4. 89g,
21. 75mmo1) [JJE7K VY ZME (100mL) VA, IOANFR ke 1, 3— i (2. 78g, 28. 27mmo1 ),
RGN =R B I (7. 41g,28. 2Tmmo 1) SR Ji5, 75 5 43 Bh i [H) 5 A8 20 — F R — R TR 5
(5. 48mL, 28. 27Tmmo1 ). J1 e B B =0, FF H, I HAwde 2 /hik o kR R BNIR S 4
FAAE AR b, JF B A PR iR al, 43 31 3-[6- (4- SR - R ) — Ry —2- BRI
B - BN —2- AR (5. 1g).
[0560] DR 3 :
[0561] & 2-[5- (4 GAR — ZK3E ) —2- FROE - MEmy —3- 2 1- B b -1, 3—
[0562]

o
[0563] 4] 3-[5- (4— AN~ F5E ) — MMy —2— B F AU 1 31 —2- I (4. 89, 4. 22mmo 1)
1,2- RS 20658 (10mL) 3, NN 1- T 2 —3— FRR R — (=350 AR e ) 18t IV Ji
(100 L), JE IR 8 SN U B B 180°C , 1745 30 438 o FEFAH A S BLVR B4 T35 48 —
kit b, IF H A PSR A, 153 2-[5- (4- & - 3k ) —2- HI L - ey —3- £ - 3R
JpE -1, 3— —F (2. 21g).
[0564] BER 4 -
[0565] e 2-[6—(4— AR — JRL ) —2— FR L — MWy —3— Jk ]1-3- H4URE - 3R —2- AR
[0566]
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[0567] ] 2-[5—(4— GAX — ZR 3L ) —2- AR — ey —3- 3 1- 3R ke 1, 3— i (2. 21g,
7. 25mmo 1) ¥ T i (50mL) Y& ¥R P, NN Bk B B (1514, 10. 87Tmmo 1), & & in A WAL H &5t
(670 B L, 10. 87mmo 1) ANFA e M4 B 40°C, FRFF 6 /NI o SR 5, 78 7 K T MR il (14 S Bz TR
AW R VA, A6 7K (100mL) A Z, R 2, B8 (100mL) 22 (6] 2 Bk A ¥. B AN E,
TR A ARE b, HLA P itk v 4 A, 5 31 2-[5- (4- SAR - Z93E ) —2- FR L -
Wy —3- Jk 1-3- F4 5 - PR -2 JAEH (818mg).

[0568] DEE 5 :

[0569]  ffil] & 2[5~ (4~ GAR — K IE ) —2— L — EWy —3- 3 ]-5-[ F#05E - (UA - MLmg —4-
S ) - L 13- A - IR -2 i

[0570]

O
[0571]  FEZSAR T, /E-T8°C T, [A] 2-[5- (4- &K - 2R3k ) —2— L —my —3- 0 ] -3-
AL - BRI -2 MR (255mg, 0. 8mmol) AT K VYR (6mL) VAR, £E 5 438N [] , i
TSRS A (1. SM YRR / PEGE / ZREEW 50. 49mL, 0. 89mmo 1), 7 78°C Hit 1 R M A
30 438t e ARJE, AE B A BRmA], N PY A - MR —4- R (102mg, 0. 89mmo 1) e /K PU SR
Mg ClmL) YW . BB 10 SR B =, 5 HERE 30 %0 I AV AT i S K
(50mL) JR¥A1Z I B, I R .85 (50mL) #EHY, IF B )5 o & B a AL, T35 /8 A rE
B, PO B2, 153 2-[5- (4 SR - R ) —2- P JE — mgewy —3— Ak ]-5-[ & - (Y
2 - MR —4- B ) - R 13- HAEE - BRK -2- JAER (292mg) .

[0572] LI 6 .

[0573]  fill % 2—-[5— (4— &AR - JRJE ) —2— FEE — ey —3- 2 J-4-[1- (D& - mbieg —4- &%)
WH - (E) - 2 1- 3kt -1, 3-

[0574]

89



CN 102471311 B 86/117 T

[0575]  |A] 2[5 (4— §AR - 2R3 ) —2- FA 0L — mgewy —3- it J-5-[ ¥ — (PUS - mtmg —4-
) - B 13- B L - Bk —2— M (280mg, 0. 65mmo 1) PR C2mLDIE R, NN 2N £ 1%
(2mL), R AR S I B B 120°C, FRHF 60 434 H 2.8 288 (25mL )R RRA 1 1
N2, I H O AT S A B KA MR (25mL) ALK (25mL) Pk [EA, GV T2E7E A
et |, A PO BB EiR A, 15 3 2-[5- (4- SR - 2R AL ) —2- F L —mEmy —3- & 1-4-[1- (1Y
2 - e —4- g5 ) WH - (B) - B J- Bkt -1, 3— B (88mg).

[0576] DERT:

[0577] il & 2-[5—(4— & AR — K5 ) —2- F 2 — MEWy -3- & ]-4- (Y& - mbmg —4- L
) - Bk -1, 3-

[0578]

[0579]  [a] 2-[5— (4— GAX — R 3E ) —2— FIEE — MWy —3— 3L J-4-[1- (DY & — Mt —4- 2% )
EH - (B) - 4% ]- B 3kE -1, 3— i (88mg, 0. 22mmo 1) (¥ FIERA (2mL) ¥, A 5% fik -
IFE (Omg), I HAES UGN, 78 2 R TUR TN, S ON 4 /N o il — M £
JEMR (Celite) L UEAR M SRR &40 , 33 ) o 25t & 70 i RO (3, 1981 2-[5- (4- &
- ) —2— AR — Wy —3— 2k ]—4— (DUS - Wk —4- JE 2L ) - PR 0edke -1, 3— B (43mg).
[0580]  ffill #& 2-[5—(4— AN — ZR 3k ) —2— FAJL — e wy —3— 2k J-4- (Y& — Wk —3— &
B - M ke -1, 3-

[0581]

[0582] ﬁggl% 1.
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[0583]  ffill & 2-[5—(4— FAY - IR 3L ) 2 F S — MWy —3- 3 |-3- 43 —5-(I& - Ik
Mg —3— JEF I ) - IR K —2— Ml
[0584]

[0585]  FEZT/ R T, E —T8°C, ] 2—-[5- (4 SR — 4 ) —2— F Ak — mEwy —3- FL ]-3-
S - BRI —2- JA R (285mg, 0. 89mmo 1) 7K VY SRR (6mL) JEW T, 4E 5 43 B N [] ,
AR E L (1. M DYEWRIR / BEbE / L ZRVE W 50. 55mL, 1. Ommo 1), 7 ~78 C it #¥ )z
R 30 4r8he SRJE, A6 5 - BR s H), 5N 3- WA R 2 PY AWk iRg (212mg, Tmmo 1) HYTE /K P &
Wi (ImL) V3. B 10 R B FHE B = 35, JF B EBR: 30 2780, I N AT &b K
VAV (50mL) BEAZ N, FH 2.1 2.8 (50mL) ZEHL, 3F BG4 5 ALY, T34 A
fork b, PR LR 2, 15 81 2-[6- (4- &K - IR0 ) —2- FRE - ey -3- L ]-3- AR
H -5 (VUS - Wk —3— JEFEL ) - BRJK —2— #%BR (150mg)

[0586] LIE 2.

[0587]  ffil] #& 2—-[5—(4— S AR — AL ) —2— FAE —mEmy -3 Jk ]-4- (PUS - Wiy -3- L
) - Bk -1, 3— i

[0588]

[0589]  [A] 2-[5— (4~ & AX — 2L ) -2 Bk — mE Wy —3- & ]-3- A L 5-(TU & - ik
W] —3- JEF L ) - 2R —2— J4 B ( 150mg, 0. 37mmol>aﬁﬁiﬁﬂ(2mL>i§%TzEPJJu)\ 2N £h 12 (2mL),
I R ST I # s S B 120°C, £R%F 60 8. FH 4R LB (25ml) %%%X*E%UE’J&T“ m,
F H R AR ) S B /K VA TR (26mL) AR 7K (25mL) BRI . IR R 25 Va7, it fil & R &
T 5 RO B SR 4 R, 1931 2-[5- (4~ SR - 3k ) -2 HE - ﬂgu'\ —3- 3 J-4-( Y
2RI -3 FEF R ) - PR -1, 3- ZEH (15mg).

[0590]  >RHH i ROyBUAH i i (HPLC-MS) RAEIX L4654, 43 B I3 i 40 R Bk (1) =
TikEZ—

[0591]  J5VLA

[0592] % HH & ROBORE (i — Rt (HPLC-MS) AR X Lok &4, 4 B i 43 FH Waters 2795
T 5 OO BB A (HPLC), iZ BB AU RC A — > Waters Atlantis dC18 €A {4 (fa i 4t

91



CN 102471311 B

i

i)

88/117 I

K 20mm. g A N 42 Smm. R 3 WK, IR 40°C ). Waters G HL AR B AT Micromass
7Q2000, LT R =2 Bhis AT () R T A s R AT -

[0593]
BEE] (o) | 3R A (%) Hi7T B (%) E (ml/ 43
0.00 90.0 10.0 2.00
0.25 90.0 10. 0 2.00
2.00 10.0 90. 0 2.00
[0594]
IR (oreh ) | A %) VA7 B (%) M (nL/ 49
2.50 10.0 90.0 2.00
2.60 90.0 10.0 2.00
3.0 90. 0 10.0 2.00
[0595] VAR A &4 0. 1%HCOOH 1 H,0.
[0596] VA7 B & 0. 1%HCOOH [ CH,CN,
[0597]  J5i%B
[0598] K FH RO B — 5 392 (HPLC-MS) R AFIX B4k &4, Mt 1A Waters

2777 HEREER A 1525 TR T+ 25 i AU €434 (HPLO), % 834X A — A Waters Atlantis
dC18TS A A ki (il A K 20mm. Fi A P 42 3mmKLJE 3 KD L Waters 2996 5 i %
EHEF] Waters 2420 78K 6 HUR S 25 (ELSD) Al Micromass 7Q2000. BhaHr& XM =%
PG ATIN 18] RS T A B RERBEATHY

[0599]
i) (o) | WA (%) VA B (%) Tk (nl/ 59
0. 00 95.0 5 1. 300
2.50 0. 00 100 1. 300
2. 80 0. 00 100 1. 300
2.90 95.0 ) 1. 300
[0600] VA5 A &4 0. 05%TFA [ H,0.
[0601] V&7 B &4 0. 05%TFA [ CH,CN,
[0602] HiEC
[0603] % v A o — Ji i s (HPLC-MS) R AEIX 64k &4, 4 #ri} ] Finnigan

Surveyor MSQ Plus Y & 1%, 1% 1 {E AU L A — > Waters Xterra A 8 35 F (£ 48 4%

92



CN 102471311 B

i

i)

89/117 I

K 50mm. 3% £ 2 4. 6mm. KL 3.5 BOK, IR E 40 °CO. Watersfﬁ% e & B 31 A0

MicromassZQ2000. %71 &K 7S 7 8z AT ] AR 45 T i o R kAT 1
[0604]

WA (20 ) | ¥ A (%) W75 B (%) T (nl/ 4y

0. 00 90.0 10.0 1. 30

3. 80 0. 00 100 1. 30

4. 80 0. 00 100 1. 30

5.00 90.0 10.0 1. 30

6. 00 90.0 10.0 1. 30

[0605] V&7 A &4 0. 05%HCOOH 1) H,0.

[0606] YA B : &4 0. 05%HCOOH ] CH,CN.,
[0607]  J5VED
[0608] ¥ FH A = R VBME B3 — iR B8V (UPLC-MS) RAEIX L1k 590, 43 BT I A Waters

Acqui ty A & RO A A (UPLC), IZ BB AN A — A Waters Atlantis dC18 7 i
A 20mm. (8 FE N 4% 3mm. Rz 3 CK, 15 40°C). Waters;‘ﬁ% % 55 [525 %1)

Micromass ZQ2000,

R EE) |EA A (%) |EA B (%) )})“f { ol
[0609] 0.00 90.0 10.0 2.00
1.50 10.0 90.0 2.00
1.75 10.0 90.0 2.00
WG |80 A ) | BRI B |2 F L mid
[0610] B o
1.9 90.0 10.0 2.00
2.00 90.0 10.0 2.00
[0611] VA&7 A &4 0. 1%HCOOH [ H,0.
[0612] V&7 B : %4 0. 1%HCOOH ] CH,CN,
[0613] & Al

TR o BRI AT I 1) AR N IR R R
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[0614]

e
5%

CEER i

Al

LC/MS (F &
D): ES:
MH =410
ri= 1.43 4-4¢

A2

LC/MS (F &
D)y: ES:
MH" = 434,
436

A3

LC/MS (F ik
D): ES:
MH" = 432,
434

rt= 1.16 24F

A4

LC/MS (F ik
D)y: ES:
MH"™ = 447,
449

ri=1.12 54
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[0615]

AS

})) . Es+ .
MH" = 389,
391

rt= 0.94 54F

A6

LC/MS (F %
D): ES :
MH® = 403,
405

rt= 0.99 -4

A7

LC/MS (F i
MH" = 416,
418

rt= 1.35 9-4%

A8

D): ES':

MH'" = 399,
401

rt=1.00 5~4F

A9

LC/MS (F i
D): ES':
MH® = 397,
399

rt= 1.04 54

Alg

LO/MS (FiE
D): ES :
MH' = 401,
403

rt=1.01 5%+

All

LC/MS (7 i
D): ES":
MH" = 384,
386

rt=1.36 5°4F
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[0616]

Al2

LC/MS (%
D): ES:
,MH+ — 415,
417

rt=1.03 45-4F

Al3

LC/MS (7 i
D): ES":
MH® = 413,
415

Al4

LC/MS (7 &
MH' = 413,
415

rt= 1.41 4P

LC/MS (F &%
D): ES":
MH" = 395,
397

rt=1.24 5-4%F

Al6

LC/MS (7%
D)y: ES :
MH" = 397,
399

rt=0.79 24

Al7

LC/MS (7 %
D): ES :
MH" =370
ri= 1.02 45-4F

Al8

LO/MS (F %
D): ES
MH" = 404,
406

rt=1.12 44F

96



CN 102471311 B 1«51'1 AA :F!' 93/117 I

LC/MS (F %
A): ES:

MH" = 341,
342

Al9 rt=1.14 5~4F
LC/MS (F %
A): ES:

MH" = 398,
400

A20 e é}#
LC/MS (F %

o TN , N S A) :“ ES* :
F/l%/“ k<\ l\,/- . MH' = 39,
398
A21 o
A): ES":
MH" = 396,

| 398
A22 rt=1.59 54¢
LC/MS (F i
A): ES":
MH" = 385,
387
rt= 1.40 5-4F
LC/MS (F ik
D): ES:
MH* = 402,
| 404
A24 w o

p LC/MS (5 %
ﬁ/\ Q A): ES:
~ . MH" = 387,
389
A28 rt= 1.35 54
[0618] % 1 AL4E FHIZIK 08 FML A -
[0619]

[0617]
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[0620]

[0621]

X, G AEVIFH RO R R 1 ik -

44 | R° R’

%5

1001 | FE |4

1.002  FE | &

1003 FE &

1004 FA |2

1005 | FXE | #

1006 |FA | FA

1.007 |FE | TA

1008 | FA |EARK
1009 | FE |AAK
1010 | F& O ETE
1011 (¥R | RATE
1.012 (P& | RTE
1013 |FH& |FaRA
1014 |FA | ZEAE
1015 | FXA |ERLERE
1016 |FA | #FALKL
1.017 |F& | TRE
1.018 |F& |THE
1.019 | FE | XL

1020 | FE | 2-8KRFEE
1021 | FE | 28REE
1.022 | FE | 2-ZRTEXE
1.023 | FA | 2-AARE
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1.024 ¥R |2-FEXRE
1.025 | FHE | 2-FhAaABERA
Lo26 | FA | 2-8EARE
1.027 | FA [ RAREL
1.028 | FA |38RKREE
1029 | PR |3ZATFRER
1.030 | PR |-MEARE
1.031 | FE  |3FAXE
(1032 | ¥A  [3-WihRaBE AL
1.033 | FA  |3-FARE
1.034 | FH [4-AKRERE
1.035 | TR |4-8AKXE
1036 | & |4-BREA
1.037 | FE |[4—ARTAEAEE
1.038 | FE | 2-FA-RNEE
1039 | FE [3-FA4-BAREL
(1,040 | FTE | 2-F4-FARFEL
[0622] 1.041 | FA | 2-84- AAREL
1.042 | FE  [3-R4-BAEE
1.043 | FHA  |3-8-4- BRER
1.044 | PR |2-FHRA4-RKREE
1.045 (PR |4=ZRFEXR
1.0d6 | TR |4mARE
1.047 | FE |[4FEEXE
1.048 | PR |4-FrEmEEE
1.049 | FA [4-BAEEE
1.050 | TE | &
1051 |ZE &
1.052 | ZAE | &
1.053 | X |8
1.054 | LA |#
1055 |ZHE |F4
1.056 | A | THE
1.057 | TH#k | ER”RE
1.058 | THEA | FAE
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1059 | ZHE | ETHE
1.060 |(TE | BTHE
1061 (TR O |RTHE
1062 (Th | FEE
1063 (X | Z&AE
1064 | THh | EREEA
1.065 | TE | FAAE
1.066 | LE | THE

1.067 | A | THL
1.068 | A | XX
1.069 | ZE [ 2-AKREE
1.070 | X | 2-8AKEEK
1071 | TE | 2-ZRTEXE
1072 | L& | 2-mHEER

1073 | LE |2-FEXE
1074 (TR |2-PheEsEER

(1.075 | TXA | 2-RAXRE

[0623] 1.076 | X |3-AARER

1.077 | LA | 3-ZAREXKE
1.078 |24 |ZZATEER
1.079 | TR |3-AEAER
1.080 | A |3-FAERE
1.081 | A | 3-FhastiA Rl
1082 | A [3-fAERE
1.083 | ZHE  [4-BRELE
1.084 | THE |48 REE
1.085 | A |4 BREE
1086 |24 |[4—fARFELEE
1.087 | A |2-R-4-BREE
1.088 |24 |3-F4-R2AREE
1.089 | A | 2-FA4-RKEE
1.090 | ZE | 2-F-4- ARER
1.001 | ZH  |3-RA4-8KFE
1.092 | TE [3-8-4- AAER
1.093 | TA | 2-FHEA4RAKEE
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1.094 |ZE |48 FEAXAK
1095 | TH |4-AEEE

[0624] 1096 | ZE | 4FEERE

1.097 | A |4TiREBARE
1.098 | THE  |4FRARE

[0625] 3 2 WHE T HIEAN 98 Mk &4 -
[0626]

lo627] X, G R2& I H ROFI R "Gk 1 o pradk -
[0628] K 3 EHE T HILAUK) 98 Mk &4 -
[0629]

w
[o630] A, G /A IF H R R "% 1 th ik .
[0631] & 4 GFE T HIZEAIRT 98 Mk &)

[0632]

[0633] i, G AEA . IF H ROFIR "€ 1 ik -
[0634] K 5 EHE THILAK 98 Mtk &4 -
[0635]
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0636]  Ael, G L 3 EL ROFI R "B 1 b -
[0637] 3 6 TFE FF2EAUH) 98 Rl &4
[0638]

[0639]  :Xrf, G /2& JFH ROFI R "Tnsk 1 WA -
[0640] K 7 BHE T HILAK 98 Mtk AW -
[0641]

0
[o642] R, G /25 IF H R R "8 1 o ik .
[0643] K 8 WHE FFISEAUNT 98 Pl 5 W)

[0644]

[o645] i, G A& IF H ROFI R "€ 1 ik -
102
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[o646] K 8 WHE T FILAUKT 98 Mtk &4 -
[0647]

O,
®
[o648]  Xrh, G /&L JF H RFI R "fnsk 1 h ik -

[0649] K 9 BHETHIEAK 98 ML & W) -
[0650]

[0651] b, G /24 JF H ROFI R "B 1 ok .
[0652] 3K 10 FLHE T FSEAUR) 98 FilL 54 -
[0653]

O
—Q

[0654] X, G A& H ROFI R "Gk 1 ik -
[0655] K 11 @HE T HIEAE) 98 Mtk &4 -
[0656]
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[o657] X, G f2E I H RFI R "B 1 ik .
[0658] 3K 12 FHE T FSEAUR 98 FifL 5 W) -
[0659]

[o660] X, G A& I H ROFI R T | i prak -
[0661] & 13 AHE T FSEAYM) 98 AL &) -
[0662]

S
[0663] R, G /25 IF H R R "8 1 th ik .
[0664] K 14 G5 FFSEAUMNT 98 Pl 54
[0665]

104



CN 102471311 B 1«51'1 AA :F' 101/117 7T

[oee6] b, G A& I H ROFI R T 1 i prak -
[0667] & 15 FHE T FSEAYK) 98 AL &) -
[0668]

lo669] X, G A& I H RFI R "Bk 1 ik -
[0670] 3 16 G55 FF2EAYR) 98 Rl &4
[0671]

Sy
O.

[0672] R, G J2E . JF H ROMIR "Nk 1 th ik .

[0673] K 17 WHE T HI2EAUN 98 Fitb &4 -

[0674]

[:S
5"
[0675] =\, G A2 HFH ROFI R "k 1 R A -
[o676] K 18 AHE T HISEAE) 98 Mk &4 -
[0677]
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[0678]
[0679]
[0680]

[0681]
[0682]
[0683]

[0684]
[0685]
[0686]

fi=0
O
AP, 6 S I H RO R ng 1 ik
£ 19 FE T FI LA 98 L &4 -

A, 6 A H RO R g 1 PPk .
£ 20 BHE T HIEAUNE 98 ML &) -

X, 6 AL I H ROFTR "€ 1 ik .
F 21 BHEETHZEAR 98 Filb 54 -
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lo687] X, G A2E . JF H ROFI R "Bk 1 ik .
[0688] 3 22 FFE N FZEAUR) 98 Rl &4
[0689]

R

[o690] b, G /2E I H ROFI R T 1| pradk -
[0691] 3K 23 G5 FFSEAUHT 98 Rk 54 -
[0692]

S=0
4

O
[0693] R, G /25 IF H R R "8 1 o ik .
[0694] 3K 24 45 FFSEAUNT 98 il 59

[0695]
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[0696]
[0697]
[0698]

[0699]
[0700]
[0701]

[0702]
[0703]
[0704]

N

o 0
X, G S I H ROFI R "I 1 P -
x 25 BHETHISEAN 98 Ftb 59 -

R, G A H ROA R gk 1 thrA .
£ 26 A5 N FISEAL1 98 LA -

X, 6 AL I H ROFIR "€ 1 ik .
26 BT HISEAN 98 b 54 -
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[0705]
[0706]
[0707]

[0708]
[0709]
[0710]

[0711]
[0712]
[0713]

N

\G/
X, 6 REEL I H ROFTR "k 1 Tk -
F 28 BHETHISEAN 98 FitL &) -

A, 6 A H RO R 1 P prk .
£ 29 BHE T HIEAE 98 ML &) -

N
0

X, 6 AL I H ROFR "€ 1 ik .

30 BT HISRAN 98 Filb 54 -
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lo714] b, G 2SI H ROFI R "G | ok .
[0715] 3 31 G5 T F2EAH) 98 Rl &4
[0716]

lo717] X, G A IFH RO R "€ 1 Tk
[0718] 3 32 WHE T HI2EAUHT 98 Mtk &4 -
[0719]

[0720] R, G ZE - IFH R R "8 1 h ik .
[0721] 3K 33 B4 FFISEAURT 98 Pl 59
[0722]
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[0723] b, G R2E I H ROFI R "G | ok -
[0724] 3 34 G55 T FZEAH) 98 Rl &9
[0725]

0
[0726] X\, G 24 3F H ROFI R "B 1 ok .

[0727] 3 35 GHE R HI2EAUN 98 Ptk &) -
[0728]

O
[0729] R, G 25 IF H R R "8 1 b ik .
[0730] 3K 36 45 FFISAUMNT 98 Pl 54
[0731]
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[0732] X, G R2EHFH ROFI R "Gk 1 ik -
[0733] 3 37 G5 T F2EAUR) 98 Rl &4
[0734]

[0735] b, G 2L IF H ROFIR "Tnsg 1 ik .
[0736] 3 38 WHE T HIEAUN 98 Fib & W -
[0737]

[0738] A, G /25 JF H RO R "8 1 b ik .
[0739] 3 39 WHE T HI2EAUH) 98 Mk &4 -
[0740]
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NN
F F

[0741] 3\, G2EJEH RO R "0k 1 Tk -

[0742] 3K 40 HE T HISEAE 98 ML &4 -

[0743]

[0744] b, G R2&ALIF H RO R "Tnsg 1 ik .
[0745] K 41 GHE T FI2EAUN 98 Ftb &4 -
[0746]

[0747] R, G A IFH R R "8 1 dh ik .
[0748] 3K 42 G5 FHSEAUR 98 Pl 59
[0749]
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lo750]  =Xrfr, G AL I H RO R "INk 1 ik -
[0751] 5% 43 AL4E T HISEM 98 P &4 -
[0752]

[0753] I\, G /2 JF H ROFI R "B 1 ok .
[0754] 3 44 GFEFHSEALN 98 Pk &4
[0755]

[o756] R, G 25 IF H MR "fnsg 1 dh ik .
[0757] 3K 44 FE T AR 98 FilL 5 W) -
[0758]
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l0759] X, G A2E3F H ROFI R "Bk | ik -
[0760] 3 45 WHE T HIEAE) 98 Mk &9 -
[0761]

/O
[0762] X\, G /24 3F H ROFI R "B 1 ok .

[0763] 3 46 WHE R FI2EAUK) 98 Ptk &4 -
[0764]

[0765] 1, G A2 I H ROFI R "I | o ik .
[0766] K 47 B T FISAUN 98 il 54
[0767]
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ﬁ

lo768] X, G f2E 3 H ROFI R "B 1 ik .
[0769] 3 48 G5 T F2EAUH) 98 Rl &4
[0770]

lo771] X, G A IF H RO R "8 1 ik
[0772] 3 49 GHE T HI2EAE) 98 Mk &4 -
[0773]

-

[0774] R, G ZE . IFH R R "8 1 ok .
[0775] 3K 50 45 FFSAUMNT 98 Pl 59
[0776]
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0
lo777] b, G 2SI H ROFI R "G | ok -
[0778] & 51 G5 FFIZEAIH) 98 Rl &4
[0779]

A N
[o780]  :Xrf, G /2&LIFH ROFIR "5k 1 WA -
[0781] 3K 52 GHE T FI2EAUH) 98 Mtk &4 -

[0782]

[0783] 1, G2 I H ROFI R "Ik | o ik .

[0784] 3 54 WHE T HIEAE) 98 ML &4 -
[0785]
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N
lo786] X, G A2E JF H ROFI R "B 1 ik -
[0787] 3 55 5 T FZEAUH) 98 Rl &4

[0788]

N

F -~

[0789] =, G 24 HFH ROFI R "k 1| R -
[0790] A=W St f5
[0791]  SZjEfs) A -

[0792]  #18— R I8 AP (B F A E AL B P AR HE LI b . IR E 24T
(24/16°C, AR / B 514 /NEFERE, 65% M2 B, #ds 1 R (A RD Z 5 BEARSS 8 K GHAD
2 AR IR VR T A VAR T 2 0. 5% nhiE 20 CRAR 2 I AL AL B H AR TS, CAS
RN9005-64-5) [FITAEE / 7K (50:50) ) ¥, FL il p Wi 55 7K AR A AT B

[0793]  ZRJa, WIGHMZEIRE (FE 24/16°C (AR / R T 114 /NHEHE 165% 2%
TEZIRA AR, BAEHBKPIR. 1F 13 K2ZJa, Wi 5k 24T 30 (100= 4
W2 E, 0= THYZE).

[0794]  LIGAEY)

[0795] # HE(Lolium perenne(LOLPE)). K # #&H % 1 (Alopecurus
myosuroides (ALOMY) ) # i (Echinochloa crus—galli(ECHCG)) ¥ #E 35 (Avena
fatua (AVEFA) ),

[0796] Wi faVE Tk

[0797]
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e
%%

7 £ (g/ha)

LOLPE

ALOMY

ECHCG

AVEFA

Al

250

10

10

0

A2

250

10

10

20

0

A3

250

10

20

0

A4

250

20

70

0

AS

250

30

50

80

50

A6

250

50

60

0

A7

250

60

90

100

199

A8

250

50

50

90

50

A9

250

40

20

100

60

Al0

250

10

20

70

0

[0798]

All

250

|10

80

Al2

250

100

100

90

Al3

250

100
10

20

10

AlS

250

10

20

Al6

250

100

90

100

Al7

250

100

90

100

90

100

Al8

250

| 160

100

100

100

Al9

250

20

40

10

A20

250

90

80

100

90

A2l

250

60

70

90

30

A22

250

50

70

90

60

A23

250

100

90

100

100

A24

250

90

100

100

90

A25

250

100

100

100

100

[0799]
[0800]

T R TR
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REW | oo — |
el 5/ ¥(g/ha) |LOLPE |ALOMY |ECHCG |AVEFA
Al 10 10 50 0 Al
AT 80 70 100 70 A7
A8 80 50 100 60 A8
A9 |70 10 100 50 A9
A12 100 100 100 90 Al2
Al6 |90 90 100 80 Al6
A7 100 70 100 50 Al7
A18 100 80 100 90 |A18
A0 |70 40 100 20 A20
A2l |90 40 90 10 A21
A22 |60 40 70 20 A22
A23 100 90 100 90 A23
A24 100 60 100 60 A24
A25 |90 70 100 70 A25

[0801] st B:

[0802]  H% ‘Hereward’ ftFif4&/NEFhFFEFIEAL L TP ROARHE R . EIR = B2 5%
PER (24/16°C, AR / M 14 /NP YGRE, 65% M8 B T, 3k35 8 Rz Ja, 1R 257 e 4 v
fite T 5 0. 5% il 20 CGRA MK (L AU EE 50 H HEER R, CAS RN 9005-64-5) HIAIER /
7K (50:50) ) VAR, T il M5 55 7K IV, WA AT I o

[0803]  #EFPA/NEZ" Hereward” WP, 3 HAEFF 4RI 258 2 1, BL 0. bg/kg T-Fi+
(VI &, FA KRS 2 A0 GREERD MrHEMER e .. e H N2 5 2 /T 8 K,
PL—Fi%E 1.5 Fo~f BB 0G48R TR0 = b, PR BE Lem, JF HAE IR R0 32 8444 F (FE
24/16°C (H /8D F 514 /DM OERE 65% 2 B0 bei It A K. IR 253 sl g T 5 A
0. 5% il 20 CGRA 24 i 7K L AR B 55 H FERR TS, CAS RN9005-64-5) A ER / 7K (50:50) )
VTR R, T T 25 A VAT, oI e K AT S T

[0804]  ARJE, fEIERZE 24N (FE 24/16°C (AR / IR 514 /NI ERE 565% I8
AKRIGAEY, 3 HAF HPOKE IR 1E 13 KRG, W sl i i e 83k 47 95 (100= 435
Y2 E, 0= THEWZE).
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CN 102471311 B 1«51'1 AA :F' 117/117 1T

ek |k A F| DKL Ak

5 (g/ha) ( Hereward ) ( Hereward )
+AR B

Al 250 20 0

A6 250 10 0

05051 A7 250 90 40
A8 250 20 0
A9 250 50 0
Al2 250 70 80
AlS 250 10 0
Alb6 250 60 60
Al7 250 60 40
AlS8 250 80 90
A20 250 70 70
A21 250 20 10
[0806] A22 250 60 10
A23 250 80 60
A24 250 70 0
A25 250 80 40
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