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(R*) =, -N(-R?) -S0,—C (R") (R®) -, —0-N(-R*) -C(R") (R®) =, —0-N(-R?) -C(=0) —. -N(-R”)
-S—C(R") (R®) =, =N (-R?) =S0-C (R") (R®) -, -N(-R") =S0,-C (R") (R*) -, =S-N(-R") -C(R")
(R®) . =S-N(-R?) —C(=0) . -S-S-C(R") (R®) - =S0-0-C (R") (R*) -, =S0,~N(-R") -C (R") (R®) -
PL F -S0,-0-C(R) (R -. Tk, A -v-Y-Y'- Hik H -S-S-CR") (R®) -, -0-N(-R’
)—C(=0) —. —C(=0) -N(-R") -0—, —C(R") (R®) -N(-R?) -0-. -C(R") (R®) =S-S—. ~0-N(-R*) —C(R")
(R®) -, N(-R)-0-C(R") (R®)-. -S0-0-C(R") (R®)— Kz —C(R") (R®) N(-R")-0-. FAL1EHh, 4
A -Y°-Y*-Y*- Ak EH -S-S-C(R") R®) -.-0-N(-R°) —C (=0) —.—C (=0) N (-R?) —0—, -S0-0—C (R")
R - BA L ~CR") (R®) -N(-R°) —0—. AL, 4 -Y-Y*-Y*~ }y -0-N (-R’) —C (=0) - B, ~S0-0-
CR) R -,

[0052]  FE—NSEE T & H, YE Y BN C=0. RAEXASLHE T &, A7 -Y -y Al
% % B ~C(=0) -N(-R") -N(-R’) =, ~C(=0) -N(-R”) -0~ —C(=0) -N(-R’) =S—. ~C (=0) ~0-N (-R’)
—, ~C(=0) =S-N(-R?) =, -N(-R?) -N(-R") =C(=0) =, -N(-R") -0-C (=0) -, ~0-N(-R”)~C(=0)~ LA
Je =S-N(-R°) —C(=0) . ARk, 4 F -Y*-Y°-Y*'~ Ak [ -0-N(-R’) -C (=0) — 2 -C (=0) -N(-R%)
-0—

[0053]  FE—ANSRHETTE T, YELY S8 CRR. ARAE XA S 77 %, 4L -Y*-Y°-Y*- ik
#ikH -CR) R®) -N(R)-NCR) - -CR") R*) -N(-R*) -0-, -C(R") (R®) -N(-R")-S—. ~C(R)
(R®) -N(-R%) =S0,—. —C(R") (R®) -0-N(-R*) -, -C(R") (R®)-0-S0-. —C(R") (R®)-0-S0,—. —C (R")
(R®) =S-N(-R?) -, —C(R") (R®) -S-S—. —C(R") (R®) -S0-0—. —C (R") (R®)-S0,~N (-R%) -, —C(R")
(R*) =S0,~0— -N(-R?) =N (-R*) =C (R") (R®) = -N(-R*) =0-C (R") (R®) -, -N(-R") =S—C(R")
(R®) = =N (-R?) =S0,-C(R") (R®) =, —0-N(-R?) -C(R") (R®*) =, =N (-R*) -S—-C(R")
(R®) -, -N(-R*) -S0-C(R") (R®) -, -N(-R?) -S0,~C R") (R®)-. -S-N(-R") -CR") (R®) . -S-S—C(R")
(R*) -, =S0-0-C(R") (R®)—-. =SO,-N(-R*)-C(R") (R®) - F -S0,-0-C(R") (R -, F 1t
WM, 4O OH -Y-Y-Y- A % B -S-SCRD R -, -CR) R -N(-R)-0-. -C(R"
(R®) =S=S—. =0-N(-R?) -C(R") (R®) =. -N(-R*)-0-C(R") (R®)~. -SO-0-C(R") (R®)~ & —C(R")
(R -N(-R")-0-., SR, ZHFH Y-V’ -Y*- Nk H -S-S-CR) (R®) -, -S0-0-C(R") (R®) - Lk
J ~CR") (R®) -N(-R?) -0-.

[0054]  ZE—ASEHETT RS, Y Y SRS N-R L 04 S, SO 8K S0,0 MRAFIXA LT X,
FEF -V -Y*-Y'- Mgk 8 -N(-R%) -S0-N (-R”) -, -N (-R”) =S0,-N (-R") . -N (-R*) -S0,-0-. -0
-N(-R”) =S0-. =0-N (-R”) =S0,— -N(-R?) =SO-N (-R”) -, =N (-R”) =S0-0-. -N (-R?) =S0,-N (-R?) -,
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-N (-R%) =S0,-0—.—SO-N (-R”) N (-R?) =.=S0,~N (-R*) -N (-R") = % —=S0,~N (-R°) 0. {3 b, 41
7 Y-Y*-Y*- Nk H -N(-R’)-S0,-0-. —-0-S0,~0—. -N(-R") =S0,~N (-R?) -, —0-S0,~N(-R%) - A
J2 -N(-R%) -S0,-0-. SEALIEHs, A H -Y*-Y*-Y*- Hik H -N(-R%) -S0,-0-.-0-S0,~0—-N (-R’) -
S0,~N (-R*) -, 2 =0-S0,~N (-R°) -

[0055]  7E— NSy T, Yo CRTRPER C=0 ;Y *FI1 Y *J& 0574 CR "R®, =0, N-R°. 0. S. SO
3% S0,;Y “l CR 'R®. C=0. S0 5L SO,. fiHh, Y2 2 Y *Phar A N-R . 0.S.S0. S0,. ik, Y
Jo YRS N-R®, 0B S fLidedth, YR 0 8k S. SRk, YN 0. ik, Y2 N-RY,
Pidetts, YR C=0. HLikHh, Y 7 N-R°Y*H C=0. fLikh, Y 24 0.Y *9 N-R°FFH Y A =0,
PeadeHh, Y CRREL Y2 R 0. Y A N-R 7K Y ©h C=0.

[0056]  fE—ANSEhET R, Yo CRTRE, YA Y 2 a7 N-R 9, 0. S, SO B S0,3F H Y * Ny
CR'R®. C=0. SO ¥ SO, .

[0057] fE—ASLiET T, Yo CRRE. Y2 N-R 7, 0. S, SO BE SO,. YA N-RP I H YNy
CR'R®. C=0. SO B, SO,, fiLiHh, Y' 2 CRRE. Y2 0 B S. Y 9 N-R . Jf H YRy C=0. {1k, Y
9 CRRA. YN 0.Y P N-R°. 3 H Y C=0.

[0058]  fE—ANSEhE T RS, YA CR RS Y29 N-R %, 04 S, SO B S0,. Y*A 0 5L S.Y *y €=0.
SO, B S0,.

[0059] FE— ST ERT, YN C=0.Y > A N-R°ER 0. Y > N-R°. Yy C=0. SO. Bk SO ,.
[0060] ZE—SEHETTERT, YA CR R C=0.Y*y CR R, C=0. Yy N-R°. 08K S IFH Y' Ay
SUNE RN

[0061]  fiRi% M, Y'h CR 'R°EE C=0, 4 L Ny —AEERF 1 0 2 F -Y *-Y°-Y*- 2 -S-S-C(R)
(R -, -S0-0-C(R") (R - 8L -O0-N(-R)-C(=0)-. ¥ L & H N -S0-0-C(R")
(R®) - B —0-N(-R%) —C (=0) —

[0062]  fRidedth, 29 YOR—AN SR, LA C —C K.

[0063]  flideth, 24 Y NR®, L N C,—C, Pk dk, ZE AR T, Y Ui NR °.0.S.S0 8% S0,.
[0064]  HEi%Hh, 24 Y4 0, L2~ C,—C,MF 4, ZE IS LR, Y 200k NR °,

[0065]  FEFTA LT, 7EE Y Y2 YR Y “FE I O BF 28 2 ANFHAR IR - A 2% ST
PRttt B Y'S YA YR Y SRR A S T AR SRR o AR SR, Y YR YOR
YRR RAETH DU LERERE T B4EY LYY YERSEET Rl 5685 A
AN A G LR RLVRLV R ROV ROV R R ROFI R I AR AT A o

[0066]  fLiedth, FEAS RTEMSTONE T C \-Colii ik, Lkt NA .

[0067]  fLidedth, FEAS REEISTONE T C \-Colii ik, ikt N A .

[0068]  flidith, R R *E A&

[0069]  fLiedth, FEAS ROZISTONE s HHE —C ~Clit it €, —Celit it sC,-CHRkEdE C,-CHRkE
B, Horp B Ge A () — AN IR 45 0,55 (0) Bl SO, B #t ;8 C ,—C i bk —C |\ —Cybi i C ,—Cq
pe gk —C -Cgln ik, Ho A PR L e A (1 — M JE 4% 0. S.S(0) B SO B #r 8L C —Coxibn it
C,—CeFp F b Bt sC | —Cof Hh e At 5C ,—Colii ik 5C ,—Colf it s OR L —C  —C b R BOR KL —C —C b
B, K iz R 04— E =4 RUBUR 156 S5 5 —C —C e 3k ml 5-6 5 4475 % —C ,—C,
Fe s, HoA iz e 05 B 4 — 2 = ROBUR s FEARIE L, B4 RO STONE sF UL -C -Gkt
H = 5C-Cehtdit sC ;- CMM e de C ,—CoPRbedd, Hp IR e — ANk I 74 04 S S(0) B S0, &
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e B C-Coxbidt sC —CofR At bt ;C ,—Colidt . C,—Cohld 2R3 —C —C e AL BUR AL —C —C,
Ptk iz R B & — E = A RUBUE 15-6 B 4 95 5L —C,—C b R B 5-6 Fi Z8 75 4L —C,—C,
e, oAz e 05 B 4 — 2 = RUBUR )OI b, B4 RV STOAA sE5 U -C -G,
Fidk | C-Coliedt :C ,—CH etk ;C ,—CHRpedk, Hor BRbe ik ip— AN IR 4% 0. S. S(0) Bk SO,
BB C-Coxi kit sC —CoR At fe it ;C —Cobi i3t —C | —Celii it C ,—Coliidit 5C ,—Copledit ;2%
HE —CH,~ FEd BRIt —CH,—, A iZ 28 304 — 2 = A ROBUR kg dtsi e — &2 =4 R Y
BRI L s =R BT i — 2 = ROBUCHY =Mk Y ity 44 R S phor

A C-Clidt C~CHR gt ;C —Ci et ;C —CFadt it ;C ~C et —C —CHidd oK

Bt ~CH,~ f bt — BOR L —CH,—, i iZ R 48— 2 = A RUBUR s RIS s a — 2 =4

RUEBUAR R 2 AR 2% BR T ek (thietany 1) B 2430 | Btk Coxetany 1 ) EJE - R AR T

P B AR - BRI T AL SCEARIE R, RS RO SRST O R L AT A R T S

AR TR IR T it =R A R AR AT PR F L P N 4
FE=A RUBR K 3L ok g - L - IRE — 2 = R BRI - B3 - dRRifiik

RNEFEU S =R H, o gy, Z 0 B A8 (1) 2 M P S ik e ek | v s | Wb g | b e | g
e ORI A | VR L | e A L R AR T 0t Ok e | bt AR R | TR s | R e R
S, Bt At e 2

[0070]  fRi%EHE, A ROEMAT AR VRFE. C —Coribidk. C,-Coi I C —CH b

5, O R SR SR SRR A U B R A

[0071]1  fE—DNEAR D WEMRISELHETT T, A A% A K A SR S C-H, C-R °,
B 5

[0072]  GUAZBUAR ;

[0073] L A—AHBEEK C,-CollbedE ;

[0074]  RURE. C,—Clitdk. C—Colit AR AL — B € —Cobnm A et —

[0075] REZAE.BL C,—Colidt ;

[0076] R*J C,—Coikndt ;

[0077]  RNFHFIH.ZL—F=A REBUNKI T B R AR BE — FE =4 ROEUCHI 2%

A

[0078] AN REIH TR E VEIE ISR, C —Cbr g, C,—CIRkR L, €, —Copi kit C,—Cy
Wi CoCoxi Mt | C ,—CobRdt | C ,—Coxi Bt C | —Colit 4L C —Co I AL L C —Colit AL R

B~ BAEAHARRR R ) A R— S i ~CH=CH-CH=CH~ #f ;

[0079] AN ROSEMT A B2 BUL L . C —Cbm Bt C —C B 3t . C —C oA B C ,—C
ySEze

[0080]  Y'Ay CR 'R’k C=0 ;

[0081]  Y*J% Y *J2%0i57 A CR 'R, C=0. N-R’. 0. S. SO Bk SO,:

[0082] Yy CR'R®. C=0. SO BY SO,;

[0083] LA EH V'L YA YORL Y ST PR P ) & 2D ANFHAR R R R R R T

[0084]  FFAN R REEMSINEA K C —Cobedt 8K C —Coi st

[0085]  REAN REHSTONE s FIE s T —C —Cbidk € —Cobidt sC —Coxi Fit 2 5C ,~CHR KT

5 G C et , Hod — NS4 045, S(0) B SO, B #r 5C ;- CFR btk —C —Cliedt C 5—Cq
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e —C—Cobe i, Ho A PRESE I — MR IR 4% 0.S.S(0) B SO, B # 5C ;- CHR ke —C —Cy
KBTI 5C—Cofp Bk ln it 5C,—Colie a2k —C \—Cobt it ;C,—Colfii At C,—Copi M2 ;C,—Cobidt ;C,—Cy
JRE ORI —C-Clot it ORI —C —C bk, P iZ K i 48— 2 = A RBUR ;B A R
JEMSTN 56 GiJR A5 KL —C-C e 56 A JF L —C —C ik, iz g —=
=N RUEUAR

[0086] BN RIS KK HUIE HHE C —Cle k. C —Coiiedt . C —Colie AL B C —Cy
I e SR B R B N- SE AR

[0087]  7EBLSZE 7 &R, B4 ROOC % s Al or oA & J3E -C —CHR B dk . € ,-Ch ke

H —C—Cgledk . C —Comibidt . C ,—CIRFpEdE . C —CohrBILIIE . C,—Colfidh . C,—Coldt 7K
B —C-C e AR BRI, —C —C b, HiZoR B3 & — & = A R BUR B R 2ol
B 75 A —C-C et B R 5 3 —C —C i dt, iz e B B 48— 2 =4 R "B B2 AL

bl A ROEIST A EUIE —C it . C —Cla it . C —C I . C —Co it . C —Cy ki

AT C-Clfi 2 . C ,—Cob it DR S —C —C ek — BORSE —C —C ek, iz R i &

— B = RO EREEA R RN JR 5 R —C —C e R B R 5 -C —C e, iz ey
B — 2 =AY ROBUR AL, B4 RPEMSTONE L P 258 IR IR T 2L

AR T B s AR T bt SR R A R TR A S R R R g
F = A RUBURIAR 2L BUREAS R V&S L e — F 2 - B — 2 = A R BRIk ne -

- ST ET, VY Y YL G RV RLV RSV RSV R VRO R RO R AL AR 2 i bA B

g X

[0088]  —/MEIERISEHETT RIRML T HA R (Ta. A) FILAY, Hd AT C-R°. A% AR A
HNC-H.RUA 3, 5- & - K3 L AN HFH G RV RVRL Y YA YR Y R s R

(D AW HTE B ER B N- )

[0089] L fhsLie 7y 23R4t 7 B R (Ta. B) I4L&4), Hidh Ay C-Mey AL A’ 2 A* Ny

C-H RN 3,5- & - ZFEH . LA DMEIFH G RVRVR YL YL Y R Y SR xR (DD 1k

AT E S B ER B N- E AW

[0090]  —AMRIE Bt 77 4R (Ta. O LAY

[0091]
ey
Y]
_N — v
s 7S ; \L}/ (1a.C)
R N 7N 2 '
aat o R

[0092]
[0093]  RZNEDK C,~Chid ;
[0094]  R°H C,—C, it
[0095]  RUAZEHL.BL—F = ROFURHIZESE
[0096]  RAIXiZ AHIE. C,—Cbidk. C ,~CIRKESE ., C,—C ML C \—C, i bi st ;
[0097]  A°Ke A RSN C-HER N ;
[0098] L N— BB FJE ;
[0099] R RS.Y'L YA Y A YRR (D BTE X ;
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[0100]  Hidvp Y. Y2, YPRIL Y R AR R 520 AN FHAR IR IR T A 2R R F B 3 B N- 4
. EIER Y YO Y ASCAN RO RSVRTO RS RO R MBI T T E o

[0101]  — MR sLhE 7 et 7 BHA R (Ta. D) &4

[0102]

[0103]

[0104] R\ YL YA\ YL YR R AR AR R sk (1D s

[0105]  HArE V'L YA YR Y TR RRGER A 2 20 “ANHHAR IR R A R BT 5 B Eh B N- 4
1.

[0106]  —ANE— DAL St T 4R T BEA R (Ta. B K&

[0107]
3
N R
,J\\Tr, (la.E)

A:§_\A

[0108]  Hirn
[0109]  A'L A%, AL AL RS RO R PR AR (B 2 st s CD AL A e X st #hmk N- 44
. HEe e ] =) S B I A M e T A R B S — T T .
[0110]  — Ak PARIE R SLiE 7 RIBUE A A R (Ta. ) L5
[0111]

Rsxoj\r
[0112]  Hir
[0113] A" A AP AN RPAI R A1 HALIR (R 2 s 28 COAL-S T 8 X B H Eh Bl N- E 4k
[0114]  JELL B F= 4 R B A G A i Y AR R BH 55— 7 T — s () =4 v 2 A R

(Int=D) LG
[0115]

J:Jso
iﬁf (1a.F)
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X A1 1 /Y\Y3
A Ry( | (Int-1)

[0116]  Hrip AT A AP VA G LR RV Y YA YO Y SR B 2 (D A ST E U X PN
—ANE LI, R IR, 3R EIE L FFBESL  CH=N-0H B £ B A 5Bl Eh B N- AL
PRI AT AV AV A G L R RV YL YA YR Y SR SR (D S 2 A N B IR A
WRAEAER] . BT, Py AL AP AP AT G LR R Y YA YR Y TP 53R (Ta. A). (Ta. B).
(Ia.C)\ (Ia. D). (Ia.E) B¢ (Ia. F) AH[ .
[0117]  S—4F B E A EA R (Int-1D K&
[0118]

0

Xc)‘H//Ai Al R’ YT/Y%‘\I’S
A 4H;~l¢\ A/Y4 (Int-11)

A L7,

G’ R

[0119]  FHirr AT AL AL A'LGLL L RS RA YN YA YRR Y SR s = (DD BT E XX OR
CH,~ 1 3%, Ho P i 3 A Bl ¥ B CH=C (R?) R'B} CH,C (OH) (RY) R, Hrr RPATR *f& e 3R (DD
AT E X BRI ER B N- Ak, PR AL A% A A G L R R YL YA Y Y e
D LAY Z AR BRI R EAR . B, PR3 AT AL AP VAT G LR RV Y
Y Y Y ‘Al 5 R (Ta. A). (Ta. B). (Ta. 0. (Ia. D). (Ta. E) B (Ta. F) #H[A .
[0120] DAF3R 1 2R 2 WEWER T AKRALEY)
[0121] i_l:

[0122] % 1 #24t 7 EARTa) MaY, o A RAF I, Y /Y R CH,. f R
YA Y B N RAIF R IME

[0123]
(la)
[0124]
WEHS R? Y Y°
1.01 H S S
1. 02 H S(0) S
[0125] X 2.
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[0126] & 2424t 7 HAR(Ib) W&, Hd 6O, JF H R A RPAEA T RITFIHE
(IR
[0127]
[0128]
WED G R° R’
2.01 R LH -
2. 02 Sk T -
2.03 R T2 A
2.04 R 3R - AR
2.05 L 2,2,2- =5 - LH-
2. 06 FR 3,3, 3~ = - AR -
2.07 GiE 2- WA - o -
2. 08 F gk 1- AR - T —2- Ak -
2.09 FP 4 T H -
2. 10 R 2- WA - -1- £ -
2. 11 F Ak - A
2. 12 A 1=K -2 -1 B -
2.13 R 2- KB -2 -1 -
2. 14 SiE (3- & - K - W& -
2. 15 SiE (2- 5 — R - WA -
2. 16 SiE (4= WAL - ZRak) - W -
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2. 17 FP (2- =Rk - 0 - FE -
2.18 F ik (2~ = A - KA - A -
2.19 GiE (EnE -2- ) - FAk -
2. 20 R (HLmE —3- H) - % -
2.21 R (2- G - Mhmg —5- ) - HE -
2. 22 R (1- FEE —1H- wRmE —4- ) - HiJk -
2.23 R (kMR —2— B8 — FEE -
2.24 L 2- (WEWy 2" - -4 -1-H -
2.25 A 2- (Bl -3" —H) -2 -1-H -
2. 26 R C1H- ZRIFFmRmE 2 ) — I
2.27 R R T b —2- £ - A& -
2. 28 R (DU —2— ) — AL -
2.29 Sie- 2= ([17 3" ] 28 2" A -2 -1- 4 -
2. 30 Rk 2— (B —4" - ) - 2 -1k -
[0129]
WEY S R’ R’
2.31 A 2= GRIF 17 ,3" ] ZRIA -5 - ) -4 -1- -
2. 32 P2 (2,3~ 25 - %3 [1,4] ZFEHE 6 £ - Hi -
2. 33 GiE 2- W - A -
2.34 GiE- 3 T~ KA -
2.35 A 2- WIE - SR -
2. 36 GiE- 2- F 6 FIHE - KA -
2.37 GiE 2- =P - R -
2. 38 GiE 2, 4= IR - IRk -
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2.39 FR 3 Wk - MEnE -2- % -
2.40 R 1,3~ “HIHE —1H- npbme -5 5k -
2. 41 GiE-" 4- VPR - EmE -2 2 -
2. 42 Rk B HIJE — e mh —2— Jk -
2.43 GiE WERpK —2— Jk -
2. 44 GiE WK —5— Jk —
2.45 R ARIFIEME: —6- JE -
2. 46 CiE- 4- WAL - RJFmEmE -2 HL -
2. 47 R B3 T e —3- & -
2. 48 GiE 1= 5 - B3 T e —3- & -
2.49 GiE- 11— 5 - 43R T ke -3 2 -
2. 50 GiE- 3— W - Ba3h T ke —3- & -
2.51 GiE- AT e -3 A
2.52 FP ik DUt —4-
2.53 F 2
2. 54 GiE-" FH 2
2.55 GiE-" =2
2. 56 A 2,2- " - LFE-
2. 57 R 2- 9 - -
[0130]  HARK I K& as £ 0~ F oIt BRMELAEY) Tx B G ) Tk f77E

AR FAR TR T L B AR ZE AL A, AL S T Jo Tsek R MR 44
[0131]
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2

| /AE\A1 $1 Y1/Y\\l{3

As\\\\A‘lH/N\L%YA

G’ R
() ()

[0132] SRS, HARK Do (AW EA K I G E BAEYEM .. AR HAEEAT
FLER AL A T 5 T BIRAMD, BIRILA 1:99 2 99: 1.4140 10:1 & 1:10 (REE/R ELEK, §
WLASE T | 50:50 BE/RLLER . fE & &0 ik g (BZE A g il e R G, b &
W) T AHER T b0 i S A A 1) S 2 BB IR BB A 461 50 KT 50%, 491 B 28 2D 55%..60%. 65%-
70%. 75%-+80%. 85%- 90%. 95%- 96%- 97%. 98% EL /D> 99%. [RIFEM, 785 25 % b R i 44 (B 1]
SO ARG, A S Tx AHECT R0 B e 4 16 5 & 2 BE R Bl i an KT

50%, 191 1 F2 2L 55% 60%- 65%- 70%- 75%- 80%- 85%- 90%. 95%. 96%- 97%. 98%. B 2= 7> 99%., VAEE
PR AL A (B R) b AAD 1I 3K Dk YR G LIE -
[0133]  ARKMMAAEYI I INTTE 1 J 2 Frosi 2 MorizineAfi] 4 .

[0134] FHHE1
[0135]
2
Y\ 1 /Y\YS
, O\N R Y1/ Y“’s IR Y" ‘}Y4 O
R | ) Y4 HN\L 3 \|N
4 AZ
R Ay 2 (i) (1 RMAi R
A R
(an \\\A4J\[( co A%:\\A‘;H\ 5B
G A V)

Rs N
LA 5

[0136] 1) R (DD L&Y, Hrh GUA%A, Tﬁﬂﬁ% | iR& B (D a8, P 6 'R
S H R OH, C,~CArtag Cl, Fat Br, 5R (11D Bk Simiahl 4. 24 Ry OH i, It
I R — MR AEAB ISR (50 N, N7 — 3R OV B BRI i (“DCC™), 1= 2,3 -3-(3- —F A
AL - AR ) TR BRI R R £h (“EDCTOEON (2- AL -3 BEMeLE L ) RIS (“BoP-C1 ™)
FFIEZ T, VA RBRAFAE T 5 LA AT 3% M 7E S A% P A7) (81 S 3 5 2R = ek (“HOBT ™) f7-7E
TREAT. M RACLE, B ON — BB AEB A AE N, S AT e A S i M AL A7 A T
17 AENERTTER, 7T UL ARG A LA (PN B8 2B SR P 71 (B35 i R S B
VD B RGBT IR AN . 24 R 2y C-Coloe B, A I ] PAa I 78 FA 77 v — sk in
PR SSAN R T 6 28 L e ORI o A @ BRI e, = 2%, 4- (R R L ) — it
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g (“DMAP”) B — 55 P 4 £, 5% (Hunig B0 ALIERIVE I N, N- F 2 2, Bk, PO &0k ,
THESE, 1, 2- ZHEEEKE, AR OERRIR IR RBETE 0° C & 100° CVRIEH 15° C
F30° CAFHRAARERIE FHAT. BT MR N Sk B > 5, 5 ] ff
AT A TN L & o — S ST VE AR T A SERE B

[01371  2) R (1D MER i1k, Hrh GUA% H R N CLLF B Br, Al 7EARAE S AF T il % T 5K
(1D R, Ho GUA% E R 2 OH 1Y, 491 a0 /E W009080250 HFTIA .

[0138]  3) K (1D FIRIE, Hrh 6N H R 4 OH, ATl % T3 (1D B EE, b 6 DA% HE R
N C—Cle S BE 1, B I 7E W009080250 H ATk 1) .

[0139]  4) R (DALAEY AL GUAED TR FIFI I ZBRAT (TT) B ( =R ) 40
(1) &AL, AT 3% M e A7 A4 5] T = 22 L [ R Ao i e R A L i . = 2% 4-(
B G J ) — ML iE (“DMAP ™) BR — R A Fk 2 (Hunig B8 #2746 F, TV 715 k. N, N- —F
S P R S P AR L (2 (T LA Gl XPA— AN LR, Sl 2, i), 5—
AAL A (T MR Bim il & SRR M ZFEH 50° C % 200° C,fRIEH 100° C&
150° C#4T. MLRMNIETE 50 £ 200 B, fR1EH 100 £ 150 EFE 2 THET,

[0140]  5) F(IV) b A1) i XPA—ANES L, 40 pi 2, v 00, P % Fi 7y
25 4%, 51 0 7E W009080250 H1ETIAR [ 6

[0141]1  6) X (DD Kb &9 AL GURER ATl & T a1 % me X (D AL &2 8 GfE 1)
Frid 69D 1 AR - A6 sy ARl s B R (T D (LA L GOREHE R N
OH, C,~Cehe | ILTL C1, F 3K Br).,

[0142] T2

[0143]

) G’
[0144]  7) fEABARTTERN, (D Mt &4 Gl GUNED nERE SRl kS % 3 7 & 2
BRI (ORI =) (e GONEIE B X PA— AN L3, B s 25, 1 A, B X PR AL
R B 2L ) , MR R ST W009080250 w1 iTid J5idk. 2R (V) o ja) == 4wl i) 4 F 451 A
FHFI 225 SCoRk P BT 5K (VDD R =4
[0145] 7% 3
[0146]
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3] G’
[0147]  8) fEA—NERTR, R(DWEY AL GUNED ALE SR ik & BT &
3 By (VID B a4 CHer 69 % B X ©4 CH=C (R *) R'EK CH ,C (OH) (R)R* (Hrfr R?
AT RGE AR 2 (D AL AT SO, RAE LT W009080250 H FTid 77ik .
[0148]  9) R (VID) Mtk &4 (e 6URE IR H X A CH=C (R ®) R'BX CH ,C (OH) (R®) R*) 7] il
#%H IR Va)th &4 G 6UAED Bl B R (VID AL &Y (b 6 "SI H X S8 CH -
70, [ AT W009080250 H firik 77 1%
[0149]  10) A C(VID KL G Gl 6% IFH X " CH - B3R, 4 iR B RO m] it A 50
(Va) B FF 2R (P GUNED H—Rixi 7] (iR s &) TER (Bl BFH 0° ¢
£ 50° CUEENREEES 40° C R N ATl % o
[0150]  11) I (IID) LGN ORGP ECE Al i A s 1 i R = EL AN
TTEINCAR 2% o BRI TTIER S AT A8 DL 2 SEE o] 4R 2
[01511 (D FIALAW AT A kX Fof HAs ] A = A6 ik B (Lepidoptera) i
W H (Diptera). 2 H (Hemiptera).Z:# H (Thysanoptera). EH 3 H (Orthoptera). % i
H (Dictyoptera). ¥§#l H (Coleoptera). & H (Siphonaptera). fii## H (Hymenoptera) Fl
S H (Isoptera) WfZ Gy L EGEA HA () o6 & A F AN, B0, 28 2 AR 54
HEAY . B & RMBARSIAE T SO SPRON A EAY) . X n] 0 A A & B
AN B BiEHIA EEEHES R GZARE &Y A 4= R AEY A&
KO [ ZIMBYIAR S T IR g S K SR, SRR = i i 47 A XA
TN B 5 NiE S50 140 S AN R BmAE H RIA FEY DT IRIE F
A (BN .
[0152] AR EHEAL AP PT A T an s 3 W AR QAL T HEAR, FE A R B S- A8 4
MRS, BL AR N, s U2 28 R R
[0153] W% (1) {4k W4 il 1 A 3 AL P b 28 1 SE 6 A0 K5 < Bk iF (Myzus persicae)
(gf HO. # #F (Aphis gossypii) (8 H). & #F (Aphis fabae) (iF H). H & J& (Lygus
spp. ) (B 5. 4L #% J& (Dysdercus spp. ) (B #5). #5 & @il (Nilaparvata lugens) (K
@) (planthopper). J& M 1 (Nephotettixc incticeps) (Hf §#) (leafhopper). &g
¥ J& (Nezara spp. ) (BF % (stinkbugs)). ¥ #% J& (Buschistus spp. ) U %) % 5 &
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(Leptocorisa spp. ) (bF %) P47 168 & (Frankliniella occidentalis) (Hi ). #i 5
J& (Thrips spp. ) (#] &), &% % B i (Leptinotarsa decemlineata) (Bl% $i £ 5%
HH f1) (Colorado potato beetle). #f % H (Anthonomus grandis) (Ff42 % & (boll
weevil ) HJE (Aonidiella spp. ) UrFmHD) K EVE (Trialeurodes spp. ) (F#y il
(white flies))HHE ¥y E (Bemisia tabaci)(FIAFED . BKM T KER (Ostrinia nubilalis)
(ER PN T K R | g K 38 7% ik (Spodoptera littoralis) (B Hi(cotton leafworm)). fH
B d (Heliothis virescens) (MR & ik (tobacco budworm)). & K f# &1 (Helicoverpa
armigera) (g % M. & 52 & M (Helicoverpa zea) (K % ). #F & M IE (Sylepta
derogata) (Kp % M ). K 3E ¥ W (Pieris brassicae) (¥ ). /N 3Z g (Plutella
xylostella) (ffi#2 ™ (diamond back moth)).Hi=Z & & (Agrotis spp. ) (FJHR 4. 4k
#E M1 (Chilo suppressalis) (FEfhC> HD. K2 (Locusta migratoria) (B o). B HbE
(Chortiocetes terminifera) (MEH).4&MFJ& (Diabrotica spp. ) G 4. 3F R4 N
(Panonychus ulmi) (BRIMNZLES) A A% 4 INEE (Panonychus  citri) CRHAS ) . — & -
(Tetranychus urticae) (- S (two—spotted spider mite)) . AhbM-i# (Tetranychus
cinnabarinus) (4L W #k 4% (carmine spider mite)). ¥ F& %5 ¥ (Phyllocoptruta
oleivora) (F #5 4% BE Hl (citrus rust mite)). ] 2 & ¥ £k 1 (polyphagotarsonemus
latus) (ZHEH . 5200 JE (Brevipalpus spp. ) CEWf(flat mites)). ZEEH (Boophilus
microplus)(4-3F) JEER (Dermacentor variabilis)(GEPNINFT) . JHEK (Ctenocephalides
felis) OUff ). ¥ #& M J& (Liriomyza spp.) (& M i (leafminer)). ZX Wi (Musca
domestica) (GRUE) 1% Pl (Aedes aegypti) (I H) JELJE (Anopheles Spp. ) UrH),
FIJE (Culex Spp. ) (). 4¢3k @@ (Lucillia spp. ) (IR (blowflies)). f [ f#
I (Blattella germanica) (HEUH),3E YIRS (Periplaneta americana) (EEEER) . %R J7 b ik
(Blatta orientalis)CEEME) 8 (I R} (Mastotermitidae Y| fiiMastotermes spp. ) 3F A
IEF (Kalotermitidae) (B 40ET HJE (Neotermes spp. D) JB HMEF (Rhinotermitidae)
& 7S 22 A (Coptotermes formosanus). 25 W HEL AW (Reticulitermes flavipes).
R. speratu. R. virginicus. PG 77 B (M (R. hesperus) F1Z&4EL A I (R. santonensis)) Fl
H BB (Termitidae) (408 Bk £ 9 (Globitermes sulphureus)) [ A B, FHE koY
(Solenopsis geminata) CKBO. /N2 K B (Monomorium pharaonis) (JEE BO. £ Al JE
(Damalinia spp. JMES@EJE (Linognathus spp. ) CH#E(biting lice)FIIMLE (sucking
lice)), RIFLLH (Meloidogyne spp. ) (HRIEZE HD HF L & (Globodera spp. ) {052k
M (Heterodera spp. ) (FEMuZE o) MR JEZ )& (Pratylenchus spp. ) GREHZ S (lesion
nematodes)). ZF fL £k & (Rhodopholus spp) (FE FFL4Z d). FZF #l|d J& (Tylenchulus
spp. ) O A% 28 51D, 35 %6 1l F 248 & (Haemonchus Contorlus) (32 % B & (barber pole
worm)). i (Gl B (Caenorhabditis elegans ) (FE/h2k i (vinegar eelworm)).B[# 2k &
J& (trichostrongylus spp. ) (JHALIEZ ) M S B difdgr (Deroceras reticulatum) (liF
LTS

[0154] [, AR BSR4t 1 — Pt Bl / Bd= 6l sh A 5 £ Y (Gl B MDA F 4
YD W51 TR AR R BEA R ERN R (D WA 2 %6 EEY . HEEY e
R 5 EXAFEEMBEREEY) Eo Bl &, RRRML 7 —MxSHia / s 2R
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05 3 2k BB S (0 77 15, T RS R B RIS R R R BUR AR B A K
EMR (D AMBE SR (D WAYMRAEWERH 28 FEEY A EEWTER RN
YD 58 2 A EAEMBER Y B o R OOA Ik T ek b i 2k g2k,
[0155]  ANAR SCHTAE I “AEA)” AREEFEF T EARFIM
[0156]  {E4) R A Syt A0 KE FH T S0 A R TR (30 00 60 7 92 T %o o 60 71 8 o B 57510 288 )
(f5l 0 ALS—+ GS—+ EPSPS—, PPO- i1 HPPD— 1|55 7= A i 52 ME (I AEY) DA SN ) B0 J7 V%
T X5 PR M BRI (£37] 2 B S20K B ARD 7= A= i 52 PEFIAE D B F NC le ar fiel d ® IR IT ERSEHT .
DA TR TR Y 1 oF ok 590 7= AR it 52 Pk A E P (K 91+ B G LA ArRoundupRead y ®F1
LibertyLink®pk 13 FH s HBE LA BT B0 R K S
[0157] {43 B3 i Sy S 2 30 e 5k TR R O 9 % A 8 T AR R MR AR, 191 4 Bt
FK GEPFLRRM EKEE (European corn borer)). Bt #84E FEPFIHER % & H (cotton boll
weevil )P Bt B E GEPLRHY £ £ B &1 (Colorado beetle)). Bt T AKIIHFANK ®
(1) Bt—176 T K Ze P (B IE 1L PP/ ) (Syngenta Seeds)). FE—FEiZfh T oA H
PG AL J R Ik — PP 2 P EE 2 1 IR I 28 R B TE A 0 () ) F A K no ek O ut ® (KD,
YieldCard® (K NuCOTIN33B@UR{L . Bollgard® (fif) . NewLeaf® (S
22 NatureGard®MProtexcta®.
[0158]  FEYIVEMAIARATT B R0 4 J52 ] 0 S B 70 5 H RISt 5 e 8% £ (“HEAR (stacked)”
FEREEFEID . a0, P n] B RE R BE I Cry3 8 31 5 3 H RIS i B H B 58
[0159]  “AE¥” 38 RLFR A NAHE T BB R TR A ST ik a2 ey, e ed
g = f R Coutput traits) (B0 KGR T E 72 5 = LR
[0160] A 1A A4 ) i) R 2 A BCR BAR SR R (OS24 F
EV)HEEY AR BUR 5 S A FAEMICEREY), A E SR (D AR E RS
Y, 557 D WEWZ A AV G A S PR R B A S AT Hb 0,35 3R T i 7
FCSFAY o SFA SAREMS U [ TR 1 (B Ak / A A / 2 S Biis / AR S D Il 4k
2 IR I I PR ST 5K 77 9 HL IR G B AR R P 1 2 AR (8 a3 LA AR D -
T, 13 B A 2 A4 (oA BT R A 55 0..0001 2 95 H & % i (D 1fbG
W, ARG 1% & 85%, BilTn 5% % 60%. LG E T =i #EY, EE A (DS
BEAUT M 0. 1g 2 10kg [ A, LIRS A I 1g & 6kg, BALIERGFA LI 1g
£ 1kg.
[0161]  HAERIR B AT A, W AR Frfi+-11 0. 0001g % 10g(f 41 0. 001g BL 0. 05¢)
b AT A 20 (D A9, fiiz 0. 005g 2 10g, BALIE 0. 005g & 4g.
[0162]  7E5—J7H, AR R T —MEREAFEFAEN R (OEWILAEY, Fr il 2
— PR AR BRI R RECR ARSI A B E R (D ARG P OE A I AR B B
FIRI A B R 28 R R ARSI AL 58 . A AW A B R Ak m
BORPARBIIR A G .
[0163]  IXELZ -G Wn] LAk B 2 MR E M2 B 5 TR Ak 71 (DP) . Al A 71 (SPO
KV R TR CSGD < 7K 20 B FZ 751 (WG ) ATV PR 77) (WP LR 7 (GR) (2 B A Bl B AR L ]
VT ARG (SLD I PR COLD SRR RRAR (UL AT LA IR 464 (ECO ] 43 BOKR 464
(DO FLIE GKAIMZL (EWD FIhAL K 2 (0D A LR (MED B IR (SCO BT 2557
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FAT / MHZS BT B ZR B (CS) B P Ab BRI o AEATART S P B ade R (0 T 1
T FOGAHT BT 5 B B4R R B ISR (D B4 S I ER Ak 25 B A Wk

[0164]  FRMEKE TR (DP) [l 24 AL IE DG 30 (1D B A5 — Bhak 2 P E A5 57 (9 o
FARFE Lm0 A B AR M RS L S TR R TR IR
B RIR R R T A K TR VB S HA A DA e LI A 344 TR A 5 H LANURT B5 VR &
Y, T AR K

[0165]  A[FEPER 77 (SP) [ 46 ml I 3 (1D Mtk 54905 — Fh e Fhok 7 T HL S
CRIRRBR VAN B PR BN SR FR B B — Fh B 2 Rl VA A HLIE A (2 M35 S AT 5 —Ff
B2 PR I R — B P ORI B S VR S R & AR K v / VAR . B2
EG IR A IS A R o P AL 2 A D REAL T BRI PERLTR (SGD .

[0166] W[V IER 7 (WP [ 4 ml DK 3 (1D Ik 5405 — Fh a2 B [ A5 5B 77 B3
M —Fh B 2 PR IR ) S e H 5 — PhER 2 Bl ORI S ATk Hh 5 — P E 2 B B IE AR A
DARIEAER AR B BB 1 2R S B AR A o B DS 4 B R AL TE Bl K
IR (WG o

[0167] P71 (GR) I R AT LB 3 (1D Ak 595 — Fhak 22 Fiofy AR [ 25 58 77 33
WRVR A YRR, BLE TR BRI 25 A SURLIE R, Ho il i g 20 (D (b A9 (AR E A 1
A VA D WRAE 2 FLBRE i o A A R £ E K (Fuller” s) 4 hk
i R B I ) R KA D B R (D AL A @ ILAEE A 3R] o R V80D TR B A A
O CUORD EFR 25 T DR R 8 IR IR SR B IR 6D S B R . 8 T AR B
AL B BT P 7, 25V ) (A g I T R 5 A s 791 B 28V TRESS L R R NNBR 2D SR 26 711
AN SR BE TR T 3R R B WIS BRI DD o — Fh B P AR AR ) (o f LAk 5710
PRI B BGRD AT LS AR .

[0168] A4 EK 4 (DC) PIHEHE R (1) A &5 AT K BUE LA Gl | B2 5k 2
TR H T A o X YA VR T DAL SR PR AR (B S T e A S5 A ) KR R TR
BiiésdD.

[0169] A ALK 4590 (BEC) B K Ay 284 L VR CEW) F 1] 2% ] @ o8 X (D tb B 75
T2 LT A O 2 A, 5 — P B 22 R 3 551 — b Bk 22 b L Ak 570 B3R 38 3K 7 (VR &
Yo &G AE EC HRASE A HLIE R & 05 & R e 2 (e B oR Blke 26 %%, BA SOLVESS0100,
SOLVESSO0150 I SOLVESSO 200 A5 ;SOLVESSO A MK T FR) « B2 (i FF O f 5 B 2L 2R
CURD B2 (2K FEE B O T B N- S AR ML e R 2% (G N- FF L g e B B N- 27 Lk
W& GEERD B 7 R ) — BB L 38 ( C—C TR — R Bt DL SRS, mldg EC
PRI K B R M FLAL, 72 A A 78 3 A e T B L YRMTT o V28 HH I 24 1) 15 2% 18 55 it
F o EW B2 85 B RAS BOSCARAR (DRI &9 R E 7R IR T A A, (H2E P 7R
AIEIRE TG, BT /NT 700 O BIEBEIR T R (D BL&9 GEid i A /e s
R O I L TR AR BOA A S U1 A T FLARAE S — PhEZ B SFA Z K, DA
FEAE PR &S EW AT A LS R A L SRS (s L 5 BRI ) (e
FEORBURIEZR) T AR /K A BAT A A ) LAt Jd M A AL )

[0170]  FFLYR (MED F il 28 Pl I /K5 — R B2 FHIE RIS — PP B2 Fh SFA 1IILIRY)IR
A LB R M AR5 ERR s B4 1 R BURTBC i o 2R COWAYPERAE T BUKEUE
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) /SFA FIRPIH . EATEME 3 A 9 A & DA BT (B EE A T BC B EW A A7
VE A Bk A B A /K B R G (BT AZAE R RG] 3 I & P ), JEr] UE A 7EAH
[ (A TC 1) T S5 K T T R VA PE R VR A o ME & A7 7K TR R RE , B4 5 i AL B A%
P 87K L T B L

[0171]  EFIRAEYD (SCO AT LA B kS 4l 73 5 ) AN v PE [ AR+ 19 =X (D B4 &9 1) K 14
AR K BRI . SC Il % B I 20 (OB WTEE A A BT P Tk S — Fhiak 2 Fh oy
BGRI CABRER BRI , L= AL A4k B E . — FhEZ BRI LES L 59
i, IR DL & B, LR F DT R E . MENBAT &, W R (D A& T B 5t
I BRI K, DU 4 By BB 1 e 7 o

[0172] WS ECH] SRS (D LA LA LGE A I HERR (B IE T 5D . Wl (D
(AL A 7 AR B A3 BTE 38 A B A R (9 G K BRK B VA PRV, T IE TR B D, AR (IEAE R
Jit R B F 3 B 5 = A A

[0173] AP (D MAAED LTRSS E WK RA IR G, T ROE & 7R B 2
i) FR = A S AL SRS A

[0174] KRR EIF (CSD il #& nl it AL T il 4% EW Fe il i i 77 20, B2 DUAA M R &
B B A5 ARSI/ (R 7K PR 4 BB, e Ao B — il i LR G e B 2R, & R T
VE RS A B AT A & HaR AR SR R 7] . 586 7o B DA JRTHD SRk 46 S B2 B LABE 5D IR i . 1%
HAE AT ARt f R R COMAED, T TR 4. Bl (OREY
e B AE AW AT B ) S A i o, DR LS H 2= IR AL &) o

[0175]  —FpZHAW AT DAL — BB s ingml, DACSs 2664 () AR 4 1 e (491 et 2
BHEE R A VEBER T B AT /e R R T E B P B (D & 1 R ER
FEBNPED o AX LR N R0, P 2 T % P2 791 6 T e ) W5 35 0 I 5910, 4] G s 8 (R A 7 el B R SR
Wi CAn K & A SRR D) B e b5 FA pe A A3 s e 77 Ol DA B Bk R 2K (D (A 1E
IR RIFLRY .

[0176] AR (DA WECE T P02, § o S A4 (85 T TR F4b
(DS [P ) KA MR 77 (SSO B T 2R Hb R 1) 7K 43 B 771 (WS BSR4 &4
CEL & AT B 49 (FS) VAR (LS) B FE=F M (CS))s DS, SS. WSL FS J LS A4l
BAEA BIHEE 22T IR DPL SPLWP. SC & DC H - TR e il %3k . T A3 AT 140
G LS A BT A A5 R 1060 GG 403 SR BB D .

[0177] V7 2 BGR B FAL AT B & 7 B S P M B R B 7 1R T SFA.

[0178]  &A IPH S 2 SPA A3 & He b A1) (a0 R A il J2 = FR S0 ) IR b A% fi
%

[0179]  EAKIBI BT SFA A5 g 15 R Bk & 8 #5285 L B R 10 i T e 2R R 10 2R 25 (il A
TR TR BB IR PR A 5 B IR A VDB #5268 (B0 1 e ORI R L T e B ORI RS . T
FEZEWRIR L e — - R - 5= - R - FERIIE A YD BEIT IR £ | BT R £k (1
WA R A LT -3 R R IR () 0 A HEES & 0GB —3- FREREN) IR FR S
Cle [ — Pk 22 b i 0 B S5 R (LA SR B8 O 5D B L AU i (L BB 05D 22 1) S S 1 7240
ol an 45 H A B DO B2 22 1) (4 S RE, IE A RDREIX 28 72 40) 2 S A TR R R F B e R 45
U B T R 2 AR MR R 3k R T T e
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[0180]  EAMIFEIERL SPA L& B30 AR & L H &R £ .

[0181] EAMEHER F AL SFA S ISR IR 208 AT e IR T Se s LR 59D
58 B (o B B i ) B be )y (0 ) F BRI 48 67 TR A K
B IR T TR TR B M e T )50 9 B2 0 0 BB 28 5 B 2 0 IR A 7 ) i B IR B (HLA,
I TR A TR e B W S L RS 2 (9 IR T 1 5K 0 R D S A (i H
e R AL S BN AR .

[0182]  J& & B F I FEE AR ME R A (2 M 218 L 56 200 St neg Joe B B R R 4 2 2D
SRR £ Qi £ s D -

[0183] TR (1D WAL A4 LU C i A 2% RALA 77 s o 491 T, ]l 22 e
BUR A C T A A1) B 2 5 AR EOCR 5AER X8 (B anA E AR, 8L %
HEEDZ G A LAY B0 H 2 Y) BITATER 4 CEFEr A B 3 B BUR ERD 78 A
2T R At a8 R A7 A K BSORIOAEL A R (O ] G AR 0 1 33, 3 o 33 L R K Bk
I E ARG, HAEEH B L BUI S 7E LI P BOK RS b, 8 K DOIR L E AT L BASL
B BOMPRHEC il it A DAZE AU B B TR B N LA (ks R 20 A P s B 38 1 K
VEPESSF R A AP i A I P BUK IR T .

[0184] AL (D ALE W NAEY) Th BAE H HLB)h 77 22858 55 5 R B AR IR B E 5T 5
A KA b, B DA HO T 302 A E I &R St A

[0185]  FHAEAKMEIFRI A 2540 GRIEHEC A BOBD 185 DL A & Eu ) i 38 PR Rl 4 ik 4
YT AR, IR A e A Z BTN K o 3X S8 m] AALHE DC. SC, EC. EWL ME. SG. SP. WP,
WG & CS MR Ga s 75 i A KRN AT, FAEIX RN AZ Z ), Bt JL AN K FR IR K P
il 711, FL AR5 5 1 — B e A B A e AT RE 0 DAB A I 35 W A8 i FH o 3 7K PR it 77 T DA
G ARKR (D LAY E @G0 0.0001 £ 10 EE %), X &M T e415 B 1.
[0186] (DD 4k & Hm] LAFAE 5 RERE (9 & 5 — 80 - B0 - O IERD FR G . &
A B A AR AR R R . IR SIS IA 25 HE % iR (D LG,

[0187] AR FA DR MR Rt 17 & BERI A & (D AR IEEHE 54

[0188] AR FHRIA G W] AL & HoAh B A AT A &9 (B & 72 20, Bl A &
B ME B A A K PR B R R S AL A

[01891 I (D ALAYI A A G4 E— (38 VR 73 BT 5 — Fh B B A BE R o 45
Ay WAEIE 15 B0 IR HUR L R BB R BORR R  P [R 50 RELA AE R R RSk e TR
J 53 AT DL R AR B A B B () G T N P B IR B A M R R S R A I T (D Ak
AN E PESCR 78 LT PR (9 ASE N4 A SR B IR R R 1D s BOE BT v R B0 A R
Py AT FEBRBIE BTG T R B T Fr A R A DRI R A o & Y BRER r 4+
BFETF

[0190] &) fIBR HAGEEE, BN & G HE . SUF G FURS B R FU S BE IR F U . =&
BASES Rl A - ZERAHEE L v - Z&FEF D IR P FE EE mAR
ST GRS T e AL B T (I AR A ) ok %G 6 B 28 B AR VD TR 36 T8 55 R
F) AR A HE P BR A BR B 5 R R —-3— BRI L - (B) - (IR, 3S) -2, 2— —H & -3- (2- i A%
R IR AR IR ) -3- W 3L ) BRTA e fR RIS

[0191]  b) A ALBERR 535, 440, PO VR B P B o 2 I FR Ml Tl R B o s 1l 75 o e L P
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P PR R R A T R L R L 23 KNS DR R Tl A S0 TRV Tl — IR L R e L O SR L TR
LR i SR T AR A T T R b R PR R SR R R T | g
Tl A LR Tl | VDA il R, R T

[0192]  ¢) Ak EREES (AR 20 S R O 8D , 491 Ao ey a8 PR c Jag 1 H gl vt 71 Jl s R 2%
Ja s A HUPE 3 RO R SO T v R B R AT R R R L R 2 B K
[0193]  d) ZRFEFEESE, H a0k IR 2R R 7S IRFE VR IR L R R IR BOE RFE

[0194] o) BAHLEIEY, W35 454% (cyhexatin) 2K T 4% (fenbutatin oxide) B =Mk
B

[0195] ) WM, {5i] dart mp i e R PR A 5

[0196] @) RIFPAERSS, 4 k] ML= R BOK DU R, BanbT 2397 VKT (emamectin
benzoate) HFYEHE & (ivermectin) K/REE R . ZREH R HFEHAEZ REH R |
[0197]  h) BIRFEFIESF,

[0198] i) HHLEAEDE WS GEH & o —ImFHDNEAL IR DDT & ST F R R
(dieldrin) ;

[0199]  J) BRS, Bl il o8 FF PR BN JBK Cami traz)

[0200] k) M, W an& by . SR bE IR R BB

[0201] 1) SUHABEEEAL -S4 otk dibk Cimidacloprid). E dumbk L g He bk 475 i He i ik
iz | BB Ry IR | TEE o i | i o P PR RO FRBER

[0202]  m) RIS, 18] 0 SRR PR RS I R A R A

[0203]  n) ZIRMESE, 6] 402 s R B EE TR

[0204] o) EfiHUE ;

[0205]  p) JRHUSE ;

[0206]  q) WEFAWE ;

[0207]  r) 48 H 2L R G TS B W R s

[0208] ) —BbRE, 0140 S R BEIG  EREZ( Rynaxypyr® ol BB ;

[0209]  t) FNE HLNE $BL

[0210]  u) FFRENE ;

[0211]  v) WG KL L HE

[0212]  w) JR#FS# (Pyrifluginazon) ;

[0213]  x) MEEWEH ;5L

[0214]  y)4-[(6- & —HEmE —3- ZFHE) - (2, 2- F - &) - &3 1-5H- kI —2- i (DB
102006015467 LA BB H BRI 2 3 B2 200 2 41, HoAth BA R B /12 BT
EHTHAEY S, WX T SR A AP R S Y 591G . 80, v H TR e fE ik
PRI H & B, 405G O B (stemborer) FERR A BRI (B 0 RGP B A TR B9 7% mVRR B
o HF) (5 VR R D o B0 6T R LIRS/ B B R PR 9 2R B BRI A T L AR
HAWH IR EEE — 24 HFR), 4 0, 461 0 PO s L JROK (flubenzimine ) ME AR B = &
TN (tetradifon) s Wiz 3155 Cacaricidal motilicide), 5l fHF s BEE 7o i 45 2% 0
70, 48] R T B e SR s B A TR R, G SR PR TR S R M U L R R AR R
R R o
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[0215] AL HEAEA R WAL G A HBE 658 (B)-N- 3k —2-[2-(2, 5- HI A&
ORI ) RO ]2 AR - W AR (SSF-129) (4- IR AL —2- F(& N, N- =
B -6 = IR IF KM -1 - . a —[N-(3- & -2, 6— I ORE ) —2- HA IR B
B 1-y - T AR A & -2 JUE N N- SRR -5 6 - FEORJER e — 1 - T I ik (TKF-916.
R i TR )35 @ N-(3- &l -1 43k -1 SR -2 i O T ) -4- FR O O R
Jii (RH-7281 R B B8 i)« N= # TR 5 —4, 5, — 2 F ik —2— = R O R e o S MR Wy —3— JR Ik Jik
(MON65500) N-(1- flHE -1, 2- BT ) -2- (2, 4- &R L ) TR R% (AC382042),
N-(2- FI%HE —5- MEWESE ) - FRTALE AR % L B 47 FR U (acibenzolar) (CGA245704) (4]
WK F7 R OR —S— D FRE B 4- T ek -2, 6— - F SNk BB R BT L RE e | s
BEORAE R AT R RBETA IZ 7B R (biloxazol ) 28 = Mg XU 75 (bixafen). 5T
TR S (blasticidin S). W B & i HR T8 e L 216 By B R I8 U0 S0 F Ccaptafol ). bi T
FHZ2HER.ZHR ASMNHME Z (chlorhydrate). 245 R (carboxin) ¥ R BLHE % & T
B\ CGA41396. CGA41397 . KIgidh \ B BIE - LB F). siHi FE (clozylacon). & 4k & 4151 4
SEALAR L F2 AL IRER Ccopper oxyquinolate) BREREH W IEEE4M (copper tallate) FIy
/R % (Bordeaux) V& 5W). M B I% (cyclufenamid). 58 JR F P05 M B L 1% BF A B L 10K B 2
T2 MEREE TR L 17 - R R R i WA TR R K v L LB L R TR PR
HF MRS AR BRACIE IR 0, 0- — - 5 - Ak -S- R HER M SC AR I (dimefluazole).
38 BRI (dimetconazole ) Jis Bt HEh bk . AR G S o A MR B L 00 7 (dinocap) R, T —
B TR EA AR T ik, 2 58 2 AL (doguadine ) b HL RS E AR R 5L 4
He—(Z)-N- KRR -N(RE (FE-RME AR AR ) /4 ] Mt )-B-NILR 4
B A A5 ) A TR ] L 2 2 T (RPAA0T7213) S 73 1 gt T | it o e | R TR 5 O g S 1k T e
(KBR2738) - Ffiig SR e, T IRk, = 2R 5L 2 8 ¥ . = 2K 28 (fentin hydroxide). &
JRFR (ferbarn ) 5 B %« F0E f 0% B T S HE (£ lume tover ) F L T D9k g - o 1 T 5 e
g BL ., S (fluquinconazole) . SUEEME AR 2 75 K MBS . FUUR1S (fluxapyroxad). K
FF (folpet). F L F* (fuberidazole) FEFE R R FLEL WU EE (guazatine ), COMEEE . F2 5
FriEme ERE R (hymexazole ) fI AR P fiie i  XUNTSE B SUNE S e = L FR #6 P B Me L S A
I B R AR EE (SZX0722) SN A T AR L IR IR FE R R | isopyrazam. FHE % .
BETA BS . LYI86054. LY211795, LY248908 . AAR f £ . XU Bt 121 e AUAR B K6 T AR R L AR
RVBEE G KB P RE R B AR AR - 88 R A E IR IE M H 2, A
TIRAR U IR AR B TR B SR M NE B R L A NLRA A ERE R IR A R P | B
ZANER B A v B Coxpoconazole) A ZESS R AR BE DG M | LB B2 AR L T8 i MLt 8
BB ALV phosety 1-AT i R R BK . BE A B IR (ZA1963) . 2315 2= D B BB R
AR VI KT Fa 8 B TR PR | B SRR B AR TR BT At | o T ke W 6 M s 8 g e
BRI R P B UL AR R TRE | L JE B L 2R A A4 K W0 28 0 i 55 (quinooxyfen). 7o
S HE 7K. sedaxane. P 50 JBE (sipconazole) (F-155). FL & Mr4M . B2 A 1 % (spiroxamine ).
R & (streptomycin) AR G EEE (tebuconazole ) HALELK (tecloftalam) . PUE g 3E 7
A A | VIR RS A | R PR TR i 2 (I U FR A ) R R R R LD B KRR
W (timibenconazole ) 3 37 Al Tl o B R G Tl g . — PR . — MR EE . T WAL IDR AR IR | = IR
- = IR 5 B B (CGA279202) 848 7 (triforine) . FUEEMe KM G B 2 AV
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T~ SR E A AR AR EE 1, 3 FF B —1H- mpme —4- R PR (47 - FAEmame At - BX
IR —2- ) - BEREL 1, 3- R - 1H- e —4- R IR (2- SO AL -3- 2 -1- L - A
B —4— HE ) - BE M. DA% 1, 3— HR R —4H- ME e —4- R [2- (2, 4- & - BRI ) -2- T4
FE-1- B - 20 - B

[0216] (D KL EYIR 5 H T ORI AFURI 4 L 2 A B B TR e 1 338 L e R B
HAh AR PR A

[0217] X UEH] T 240490 (38 2 3 200 B9 ) 7 G HE T A Ak B AR L 1 4505 38 AUHORT
| RS R

[0218]  ALHE T A5 (1A 1 bk S AR A7) A= K 18 5 5504 B e T Be T 55000 B 59 BA R By
BRI

[0219] AT E0HE BUFEKIZE P I B B B S 8 . TR AR BOAELA) 2B R 1R 7 7 () 5
4 PIX™,

[0220] —ERAY AT DS HA HEA R AEBAE R 2 E S (152
IS G AE e AT AT AH TR A A TC 1 B 7R 0 AR IR B 1 R, AT DA s 4% HoAth o ToE A1) A 7R
40, 75— Pl PR B 3 ANV T 7K B ] A4 B HA 9 AN T /K B VR4, ) BT Sk A mT R {4
— T T A3 B T 2 PR TR 7R A P 3 30 o [ A i A e 9 43 B 2 VR Cf3F FH 2%
BT SC I 8532, AR SRR T VE R 73 2 BB FLVR (S SR AL T EW [ 92D . PS4 G
V)R 3L CSED Tl o

[0221] ARGV H T shi) & B, 4t ml 1T X buar £ T8 HEsh A F £,
SALE T X PUESI P EEh Y 5 OB MES A AN . A E AR S 5 FE
2 R W H L 2% R T O R BE L (tricks) BT B & B L. SRR AR ARSI, B
W5 LA IR B, BIAnAE 6 48 2E 103 BB, BUE B A B .

[0222]  fE5%— 77, &K SR HEH T B 51697 LA &4.

[0223] 75 —TJ71H, AKX T2 8sh i B & A oG M A EEM 1)
78 I RS TR RA RMEN AR AN EY . %4 Wm0 RS T AL s T
BUANEE T, I R B B AR R - AE 5 — 7, AR &—MH TG+ sEii b
(M54 TF A BRI RAE . 155 — T, AR A &R KRSV
Tl & H T35 s BB LS R TTE S A AR IR R AL &) .
[0224]  {E 55— 5, AR AP o — Flds il 75 4 TC T MES W) A 56 LRI T7 1%, 1207 1A H
Y5k A E A K WAL S E s BT FE AR PR

[0225]  {E55—TJ7 T, AR RHW K—MRI S %0 T 2o £ LT HEIMA FEEMZ ER T
15, G T EERS TR R ME MR RG89 — 75, RRHW ZHTRP3)
M2 FE B M A FEMZ FERRRUNEY . £ —T7 0, KK LARK AL
G UNAEH T 4 F TR S 0 52 2 AR TT B MES A E AR 2 FE A 4

[0226] 75 —TJ71H, AR IR T —FiGIT 2 3 E B HESA EAEMZ ERNSN 7
15 G TN TR R ME MR KA. 165 — 77, RRHW AR ALE
VTR ZF £ BB MIA FEVZF AR E. 65— 7, XKW LARK
IS AES & T IRIT 23 R TR B M A F R F s 258 i H 1% .

[0227]  FE5—T5 1, AR ARG T — PR GHEY, ZHEWOFER K ANEY KIED
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A1 H IR 25
[0228]  AKRIANAY) A AT B 5 —FE 2 PO A IR TR S H A .
[0229]  AKEH—TFEARME T —MAE™ Y, OFEF R ARENA S A DLERBEALER
5 B, e 5 A AR R IE YT HALEY) B ML T ik 2 A6 &4
[0230] AKHAMEVFTHTSMBAHEGMA . KRR RZGAHERILEYE B RIF
PESSRAL A, B AN 4R T 22 B0 ML R 2 BT LS8V T K S 5 T OSr s v T 2 hi v VT )
Py T S T BT ROK B ZRZATEY, AR EP-357460. EP-444964 K EP-594291
HRT IR . A4 0 R B2 AL HE A R AR A BT N 2 T /oK DL R IRAT AR, A
US-5015630.W0-9415944 Jz W0-9522552 FRRTIA . HAth X SIS 45 2R RIS, 135 i) R0k
e | R IR TR I | 25 TR I | B R TR M | B R I | B STTA A | BRI M R TA e K HoAth 1% Rl
FR o H AR I I, 5 DR R A 24 R T S0 W S, T 0 T VDR A | 7 T IR Al | W M 1 M 5
BE By R IR B KR o oA K o)A HE SR W I AR 7R (Flukicide), i A0 = SORIAME J &
EFIE B R4 F) (cestocide), 18 Tk MR f2 4K 78 A IR o
[0231]  ARKWMNAEYIFT SR EKEIART BB / B ri4E T (marcfortine) JE4K
N Z AT B A VL K B A AR B e bk G 41 US-5478855., US—4639771 Iz DE-19520936
H T4 7~ BT A A RN nR ZHAF A
[0232] A& BHEIL AT 5 1 WOo-9615121 = B iR I — fe Fh 26 — 80 s bk g 27 AR dL 7
(K 6T A2 40 B 2R A0l 4 DA % B e v P 3 4 B G B WO-9611945., W0-9319053. W0-9325543,
EP-626375.EP-382173.W0-9419334 .EP-382173 J EP-503538 H T ik fit) Bk Hu i PEER 4 ik ) 40
HAEH
[0233]  AKRHBIMLA YT S HAR R M2 4 A Cectoparasiticide) s Wigm HAF L%
HAGHES A HLUEERES | s A KR ) Gt EUSE R It B A ) Gt H ik S 2
Y HMHBSSAAY) Gt bk A SR HA A .
[0234] A& B AL G YD FT 5 ik A 28 AR V) Bd A & AT, 41 40 [ B & R RS A TSR
W095/19363 5 BLEE W004,/72086 ‘5 HH BT Id 1)t s 1 AL el , I H: He o BT 4 7= AL S 40
[0235] A5 K BHAL A WAl A1 0% SR AE S PEAL S B H A SE B RS EASER T
PLF -
[0236] A HLEEIRES : 2B B R, P SE ML RE R, 2 A Bk (azinphos—ethyl), A
T % (azinphos—methy 1), JR IR, £ 3% IR IR 1, T 2k 1%, PO & 2. % (chlorethoxyphos), &
WA, AT, SRR, OV, PO W S HR 3L, PR -S— B EAN, U RL AR E, E
A, TS, IR, SRR, CFETE, QB KT, L Wi, oK, R 2k, W iE i 5
(fenitriothion), &KW, fEHRME, Mt R GTHE. Mo R, 20 Rk, WE RN, BRAR TR, UL, S
FER, S, B b TR, SRR, R R, SR N, XSO, O KW, AR, IR, A
SRR, DR T, o SeUR LGP B T, FR e o A, A = H DR R, BRI, T oo, G hRE ,
Jiig, FVRER L SF TR, e B, AR B NE T, PUIREE, T R, I 485 B B (proetamphos), P
T, S8 DA, AR TR, PRI RE, R DA R, B SR, A TOWE, T EERMENE B, W) BB, IR
(thimeton ). =R, #OE B, KOFIR T .
[0237] LR IRER «HR B8 B IR KB 2— PP T R AR R FR R I L TR e 1 s R 2R
YO B TR e RS R R PR IR ORI B (Fenthiocarb)  BRER A HON-801. 5
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PR B U K U K 22 Y 5— IR — [A] - SR o Tt (AR ) B R RER e
PO 3 F A B TR U A R iR e UC-51717 6

[0238] LB AR (pyrethroids) <IN EE M A2 BE . o — LMK (alphametrin) 56— %
F -3 RIRg FR L (B) — (1R) - Wik -2, 2— ~H 3k —3- (2- W ERAR g —3- 2L B 3L ) IRTA e AR IR B
BRORZ G B - AT M A F e a— SHEEER. B - SSRGS B )G
P e C(S) — PR HE Se A 4) L 5 B 2l IR OR A I WNCT 85193, LA e « — S A Sl 28
PHZEMK Ceythithrin) ORBEFUAGER . 6 — BLFUSIEE A B HL 5 5 v 5008 56 1 T 2 156 55 98
AR RS BE TR B U S B S OR S R S UGS R (D A Bk s R =
ARMAEE. A - =R E R SR R RS TR G BE TR RS B LR ZE AR (pyfethrins)
CRER=D RS T 2 s DU s e e 0 - SR mUHE2E e . t— FUEE S NE . L%
Big TUyR 56 EG . € - A E 2.

[0239] W EEEI A KNI :a) B35 2 (chitin) A RdMEl#) R R EBLRSE 2 mifE R h
HR « Ve B AR TR RUR SRR IR« IR L DU IR Ok IR L % HRUIR L ERR B | A R A L IEE
WERR . 250 5450 (clofentazin) sh) Wi 7RIS DU « S B . FF S HLie it el it
o) TR R ALY (juvenoid) <ML TATE. 4% HLlE (methoprene) (LG S— J& HLEE) R EH AL
& JE AN AN Z=E S .

[0240]  HifthHiar 4 du 7] o KMg R« X Pk . AKD-1022. ANS-118. ENBR . 75 == & 2 HUAT
B (Bacillus thuringiensis berliner). s BB BCOR HENE . SR 5% 0 L IR0 BE . BTG-504.
BTG-505 B AR 55 « AME S L FE SR A% UK VR HURE 20 HE e L 8 R e VPR TR ) 25 MR PRI %
R . DBI-3204. —y5 TR 25« ek Y 2 8 Bk ms e | e 3 | RO AR ST £ U SRS
T P T SR R MTT—800 A 56 15 | ek 55 | 1k NA G | 48 AT 3§ 7 (£ lubrocythrinate). 9
PRV | = FU TR 2 T L R TR L TR | RSB L TKT-220 K EESN AT« NC-196 Bl & {1 B (neem
guard). Je A FFIRIE (nidinorterfuran) JilE HUi% . SD-35651, WL-108477 g LA ik, ve
W4 I % S5 A (protrifenbute ) N BF i Wk 05 R | W% 055 % . NC-1111. R-195. RH-0345.
RH-2485.RYT-210.S-1283.S-1833.S1-8601 . fAEZ BE P FLYT (silomadine)  Z R E & .
ML i iz « = S I DO 0 1 2% B AR 3% FRUPAS | VR R IR | A R i PR B = 2 B SRR R
47T (trinactin)JEAE = (verbutin) JFESE 77 (vertalec). YI-5301,

[0241]  REEN ME MR 4- |+ kg -2,6- TR0, Z LT R, v £
(andoprim). Ff FL B ME ., 2 B g, 7K 75 R (benalaxyl ). 7K i R (benomyl ). XX A & . 25 55
R & S IR 2 W (Bordeaux mixture). fi B M, 2% Moy fiod 152 B . 34 79 I 8 e« D &0t
SO FE 2 T R R ST (chlorfenazole) M B &AL BTG LA & ALH T
VA B % 75 IR A (cymoxani 1) PRI R 8 B B0 12 R B % . RH-7281 WA R E L. K
SR ES Ik T R L SRS i 2R Tk B BRI . RP—40721 3 47 Bk N Wk . Bk T % (domoxystrobin).
A5 Ve T A VA ML 22 SR S R R TR P TR e T R A AR T SR R L I R 5
K IK (fencaramid). FEFng  ZREE I T KRGk, = 2K 2R %% (fentin acetate). FIE %
W& B RS . Ok % (flumetover). S MR (flum orf/flum orlin). = 7K ¥ 4 (fentin
hydroxide). # % T 5 « M JUAEME 2 T (Flutolani 1)Ky MEEE K FF 48 2815 IR
iR ABPLLE (furametapyr). CUHEEE  Fh M, FREEE . R R FEER EHE R . BE
Be AR AR RS T A R K g R R T M R % B X (metominostrobin/
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fenominostrobin). 7K T8 B\ JIF TA ME. H 2. U Bk B8 f Ao K A i B 7R R T M K
M. BE B R A& R, 7 & B (propamocarb). A ¥f M (propioconazole). A %A, M Ik
(proquinazid). AHR E M BEBE AT (pyrifenox ). M TE RS | W% B3 i | SR P ] | e a0 R MR IR T
i R G TEE | TR | W DR A WA | VIR R TR i o PP L T R ZE 0 | VR T i\ — AR ] — AR
I S B KR M A A0 R (validamycin) CMBE A

[0242]1 AW = AT E WIS Fh (Bacillus thuringiensis ssp aizawai) Jrz
ST P BB e AR (kurstakid) =S 6 WEZR PR BR R E RS E
[

[0243]  RAEN - &HFR . LER HEER.

[0244]  HAth A 4 77 : B & ¥ B (enrofloxacin). JE BE K /R (febantel ). Wi ¥ 78 Ak
(penethamate). ¥ & B (moloxicam). 3k fl & & (cefalexin). & # & & (kanamycin).
IG 5 K (pimobendan). ¥& £ %F % (clenbuterol). B 3 i M (omeprazole). i & #K
(tiamulin). DI B 3 K| (benazepril). ¥ 3% 3 (pyriprole). 3k #i 1% 5 (cefquinome).
& JE FE (florfenicol ). 4 4 ¥ M (buserelin). 3k i 4 £ (cefovecin). F£ $i
% (tulathromycin). 3k fU W& Ik (ceftiour). K #& 2% (carprofen). & # & fE. Mt & [
(praziquarantel ), =& RIAME,

[0245] 4.5 H At PR A S, KR EYILLES S5 TIEERTHEHH
Mt gk R A D B L Ra R | R I R R R (pyrantel embonate) AEBER/R BTV PIAR 3R
EE R CRKHE T RINER LR O R AR YR R SR e AR, DU
WK DR AR R I (pyriprole)  JRFSHER . Sk AT . oA B % .
i B AR Sk AI4E B (cefovecin) FERI T 21 L AUMERL  ml fuvd T« RI& 5 SRR IR =
5T M LS CELRE S— 4 HUlE)D L EUAT FE L MEMEIRE OO PR L = SR IA M BT 4 TR 2R B ELSE T
I SVA" N BN 2 vl B A N BN (PSR 6 S L LNBA P SvN A -
DTS P | FR ORI A | BRSSO O A | T R TS A | T DR A | 7 T DK A | R M I PR R I L B v
IR B KR = SRR e AR T R S 9 HRUIE VI R it B B s B R B s AR S DA
TR H AR RS E LR R | R e R IR  AEBE KR VD PE AR SRS R
SRR RIRE R VUSROS B SRR e R AR AR DU ) Ry 3 | Sk Fnge 5 L o
RJETHE AT IR R AL E FER B R R AUERR R R e T RS S VR T VA UET R
N VA INE 72 A BN E A N S N N B Se L e NS o N Sy
WAt | R RS A | BRLZS TR A | BRLORC TR WA | i R T A R | [T DR e | 7 TR DR e | s e 1 S R 1 B K
IR A IR &R AR PR /R B R Bl f B s s B Lk 5 LR i A A
R - R YD 2 L P B | VR g 22 TR IS L AR PERUR BV PO AR RVE 1 RE SRR LRI
B VLSOR O D B R R ARAR S DU R Rz 3 7 | Sk fHR A | SRR e 75 AT A B
RGRAYE B FERLEE R R AR ) R e T RS S T SET PR B NE

[0246]  —FP2H G4 HIME AR &, H P Z HARE e BA 530 T & WA R B9 1E B8
fro FERLAELLT , 5 20— R B D7 iR 16 FE B A A R A ) HoAth %5 A2 A #E
HEEMPINETETER D Z AR ICHAN T HMEE . ik, R RH S w8 5k
TAMER T HEW IR A RER 2D — P HARL & TG A FEYBTE SR
ZA E B HEA FEYBTG TSR HA RAURTaE BEHH A AR &AL .

30



CN 102639529 B w Bf B 28/86 T

[0247]  ARGUREEEEA N G 7 E T AR o LAEEFE XM MMeSY R 5 HAH N AE
AT PRI, MERF B A X A2 . Rk, ARANE (K5 XK
BH BRIV PR Bl o 2640 P IOV PR R ) 1 22 B 3 m] BT BIive o M S5 A a3 A
hAHE S DT AL BRECE AR T R B 0 il £, v AN R R SRR A TR R IR VIR IR TR
THRVE SR VILIR 5ok IR TN IR R AR KR A TR V4 FORTIREUR R . &K
B AL S W) TR LG N- SE A48 R, AR BRAL & A R B AL G4 CELHE HE N- AR DL A ED
5 HAhyE M B (B AR H N- FA DA D A S

[0248]  FH T34 Be () 4069 T8 FT 25 A A8 SIS0 S B AR N 53 2 R0 A 9 B 1 B 500 ) i
il 78 77 S s IR GH A — e AT J Ay 5 70 >4 [ A4 R 7 VB4R R B R B TS R RD . IX
6 R 1) b 78 75 A K s 0 770 T pH B (22 155D i T TR () Ak v (o 5 A L7k 2 4 1)
TH LT I TR A B TR R GO RD S B R Gk AR 38 AR R L 28 28 WA AR M A K (Ui A
FD 7 i R CHLER D B (Ge B/ BURE 73 B | Bk M 11 R JBE ) BB & 7D L 28 R (%
RIEIBFD S HA BC ] e e OB B 0 a0 3R O 1R LI R O TR O ER AL R .
R OIHWELEER — 208 OB IL TR TR CIETE TR O TEIL TR S FE kb 78 75 &%
a5 N 55 Y <2 41 49, 45 McCutcheon’ s Division, The Manufacturing Confectioner Hi it
AW H AR McCutcheon” s 55 245 « DhRe#f B, 4 B E Br BL 2 J6 3% iR & (Functional
Materials, annual International and North American)ii ;% PCT AFH47 WO 03/024222
Hr 2 TG b 78 57 S AR ) .

[02491 K B B S AT AEAS B Fpth A7 700 AR 15 00 D I FH » EURS 5 T FH A 35— Rl 22 v
T TR Ay S B I I B A4  ARRE 51 A T T i 2 ) X B 1) ot L 2T 1 ot P R A A B 2% FH 1T
ESEWHE . — M IR K85 H G i 7K 5 BUE BOR Ria . BA w5l
W5 25 AR 4840 B R 7 (spreader  sticker ) W77 HAh VA 71 S 314 2457 Gt BHARCEE T 4804k
YD AW TS DR IR 55 ] 55 28 4% G a0 e R B H fh 25 2% 1l
i AR B 00 H 2 A (0 He <55 50 S5 ORISRt o JH R BE 35 2S5 ) T R 22 Bl
e BIINmE 5 R R I B S o IR 35 20 A M DRI B AR 5l s mT i — P A
TS A — M EH S YMERE R, ZH A R RARENARKHILEY
FAE . 5 A G — K77 R R B AE AR KNG Bt . ARV
AR (EARRT) BEE. A8 b T 8 7 T Fe T M b ke B abe I < &
A ERIRA) . R FIAYIRRE Y. — P EY) MR H AR S
BT ZZHEMRN TR HRFEE, EH TG 20— Pk 8 H U A EF 4
(W2 AR AT HEA AN I REE L JBE 20 | R D 0 | TG /N B R T e | ke
WM S H 2R, 255 F B M F A ) AR s LA SR .

[0250]  ivashnar & RAFERIG & A T FEsWiER Fl)s iR s IS R A ED 1
AT R A AT A AR (B0 B B E K R R DRSO s AR, AR
AR AL R A AR (D TR R EL I AR I DL Bk . AR A RAAEE
Kol 22 1B i R . AR AL S AT U & T sl & G 4. R
GEYRE TSN/ BEAEe S E A R AR F IR G

[0251] A KB HIE Y A& T 042 F 3 ME R Z AR T8 MEA AN, IXEFYAE
BFEE RN K B AN SRS R Eh Mk . K& VT (R D RO R
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BT 7 B s 4E s il T H 55 3 i A B s K R s IARE 58 & 1 L4
(GRS SN E SN TESNEUNY N AN Y A S S RS 19 D @ N LS X € TS TR IR 7N =
B EAECHEMN / BEER IR . i uar A B, Bt G T GRRLHL . FE 6.
B EESFRI ED FEAK, PR A A% % B B4k G 045 49 1l 5l B 22 57 LT 52

[0252] AR EHEIAG VIR T 5 S de F AR sh A S 4 (ol tnd fi e 1 SO B £ |
B 50 S SEBR AN (9 06 BRI SR R BRA/NBOD SR T/ FESh I B A AT SR/ B 3k A
TRV BN 0 F5 A T B A E AN

[0253]  FEAR KB ) — AN SEHt 7 S T, S a HEsh W B SE Ok i e A3 526
B B FRE ST R, s 2l A FLEh A (AR RS, 1 A9 . HAthi 2L,
AT ARE R KIS Ao AR B an 2R Bl A RN 9 i R B  E R (1
pINTESEFCESSNCETY SN IE DNy 2 XC/1LE TN FERC I P& DN E T AN = A B - S )
Je i A B A A BR A BR S ORBR DN BRP BR B BRD . SR FEMF] (Anatidae) CRES.
B e #8) IS EEEL (Columbidae) (TN & fS—+)  HERL (Phasianidae) (| QIESES \FAXS A2 K
3 E EFL (Thesienidae) (BN FFNE)  BERGF} (Psittacines) (BT REERG | 5 M2
FUYE STEINY - N O e G LD

[0254]  HAKRHBMAYIFTIGSTBURS I S 0] 50 BRI S 857 00 1X L
19 5 Hoth 2z 45 Sy S W) i S BB 1T 3 SR W R S R, 1 R 38 L 38 S0 WS a5 R}, i
W e 5 s HERL, o BEGEG RAXS Sk 3G e SR, W KRG SRR K R SRS &
RIEST PN T

[0255] 7 ARK B B 1), RE “ 7 BE AR CART) Ha s, JREpaafn,
H (4G EEFL (Salmonidae)) e lrjE H (4% BUE fi Bl (Centrarchidae)) ¥ & T H & M
o A0 2R B S bR HAth 2 MR FEEE R fiE R (Serranidae) B} (Sparidae) Tl
fafl (Cichlidae) KR R}

[0256]  IATRHAHAR B2 25 T A K 7775, AFEE S50 GF 4% 5O CAT 304 GE
FRH ) AN EEAETFIMERN R &, N TIX S 5, AR ATk 4 e A R0A
JTYELTRPS T 3 A4 AR B8R 55 .

[0257] I AR ORI B4, T o4 A & AR R AL G P BB G 1 27 A S F MEA 55
AV S FEAR S B AL B B 5D S A A R O o, g 4 e I L S e LR
SKHES,

[0258] 6 A 9l B I s B A IR T3 35 AR Gk o i R 2 AR e R
IR BAEARRZ R R R S Ok B R R A S T R SR GE IS VAR SR
IIESNY )& & DE:IE-S M= W GHELS TP

[0259] i H kR Sy 2k oK) IR R 2R R AE 2 R s M b b s Rl iR H A I T E
M2 gk TIHH AR AL EMIIEITMNERAFE@AER T LTS RE - MELH)E
(Acanthocheilonema). 4§ & £ H J& (Aelurostrongylus). ) [1 Z& 1 J& (Ancylostoma).
& A 2 B J& (Angiostrongylus). & M H J& (Ascaridia). #i H J& (Ascaris). fi &
¥ 42 B J& (Bugia). /0 1 £k & J& (Bunostomum). & 4l £ 1 J& (Capillaria). B 1 £
o J& (Chabertia). ™ #4 £k &1 J& (Cooperia). ¥ £ 2k o J& (Crenosoma). M B £ & J&
(Dictyocaulus). [ 45 # &1 J& (Dioctophyme). XX #k 2k & J& (Dipetalonema). 24 3L % b
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J& (Diphyllobothrium). " 22 & J& (Dirofilaria). & £ & J& (Dracunculus). &% & &
(Enterobius). 22z HiJ& (Filaroides). Ifil 77 £¢ # J& (Haemonchus). 5 #| J& (Heterakis).
% JZ Wi J& (Lagochilascaris). % [ 22 o J& (Loa). & £ £ & J& (Mansonella). 1 #)
2 & (Muellerius). # 1 28 B J& (Necator). 4f $l £k & J& (Nematodirus). &5 I £
i J& (Oesophagostomum). B %% M J& (Ostertagia). 2R B £ & J& (Oxyuris). B #£
0 J& (Parafilaria). B @i & J& (Parascaris). 8 # & di J§ (Physaloptera). J&
J& (Protostrongylus). #i B & J& (Setaria). Jit & &k B J& (Spirocerca). 7w 2 H J§
(Stephanofilaria). 2K [® £k 1 J& (Strongyloides). [H £ B J& (Strongylus). Wk M £k i J&
(Thelazia). 5 Wil £k &1 J& (Toxascaris). 5 Wil fi J& (Toxocara). g & H J& (Trichinella).
FEHRELL B JE (Trichonema). B[R 2k B JE (Trichostrongylus) Hi L J& (Trichuris) & R )8
(Uncinaria) M RFLIJE (Wuchereria).

[0260] DL ERTiA, (25 L ERrR A E I el WA R E vy b g ER& HE . B
g g R E . A RE R R R E SRR E B MR E R
HZ g B RE BB E. BB E. mlE. DR jE, & d g REL R
JE 2R R B R 2k R AR R . R ISR A B GE A A g L A
gHjE kTR FERZRE, mHARL R g GE iy kR E A B LR £ EF
B G , 11 H A 2 HUE G Y R e B D LT b o R Hoqt =7 AR BT A T HAR A 2R A,
WO IE A8 B2 Stk LA 23 e HSR DA 21

[0261]  FRIHHH AKX HAK AT EBIT B B EFEAR T LT &E 2R
W H JE (Alaria). Fr W B J& (Fasciola). fk 2 M H J& (Nanophyetus). J& 22 W H &
(Opisthorchis). 35 )& (Paragonimus) M MM 1 J& (Schistosoma).

[0262]  FHUMH HHAS & BH S A R B 5 1E06 7 B 4 AL CNIRTD DU &8 2k &R
HILE (Diplydium) i% = J& (Spirometra) ;%M JE (Taenia),

[0263] A Wi B W ar A8 HUJE 8 O 28 i g b 10 28 U Jg il o 8 L SR (Rl 28 g
FEEHUE BN HUE HE U Mt R o AR B WiE LA 2 At AR AR R I
ZHARER Y FEENFAERE AL R, W R KA R E ez R L RE A 2 ®
J& » AR 2k HUJE S R i SR R 45 g e e B 2 BT A B

[0264] V2 At G dJ& S P Dy A SIS0 P 0, HLJR FIUMH B K B 5940 & W B i
J7. HAR AN 28 T S B Im IR 37 A = #0ORHS (Textbook of Veterinary Clinical
Parasitology), 28 1 # , Helminths, E. J. L. Soulsby, F. A. Davis A&l , EEEA LM
SRR E W TR S AR A 04 (Helminths, Arthropods and Protozoa), [ ]JE#& K 2 E
T E R (Monnig’ s Veterinary Helminthology and Entomology 2 6 fii0) , E.
J. L. Soulsby,Williams and Wilkins A#] , Baltimore, Md %1,

[0265] AR EHEIALGW AT A BHRIUIT 2 sh W 157 A By (o0 FLEh ) A 2 2R 15 I 8h
AhEF A HD.

[0266]  H J2 WAy 55 AL A7)0 55 461) 20 MEL Ig H (o 0 4 e A =) « o L L ik s R B AR
e 2 H A

[0267] B0 A0 5 1) 20 A 08 Chorn fly BY Haematobia irritans). D i (horse fly BY
Tabanus spp. ). JEWE (stable flyB{ Stomoxys calcitrans).if (black flyB Simulium

33



CN 102639529 B w Bf B 31/86 T

spp. )~ iR (deer fly B Chrysops spp. ). B\IE (louse fly B¢ Melophagus ovinus) &
g (tsetse fly B Glossina spp. Do 2945 WRIH AL 54 20 B b (CE & 1% (Oestrus ovis)
J% B 0E J& (Cuterebra spp. D). 451 (blow fly BY Phaenicia spp. ). 2 g (screwworm
ok Cochliomyia hominivorax). 4+ J% Wfi(cattle grub B¢ Hypoderma spp.). 2 Uf fH
(fleeceworm) 2t B Uf (Gastrophilus). I8 546 a0 PRI & 2 IR AP & (Aedes
spp. Do

[0268]  WHALFE S E (Mesostigmata spp. ), Bl 40 BRI (mesostigmatids), 1% 1015%
I (chicken mite). XS 37 )i (Dermanyssus gallinae) s i, i 20T 4% J& (Sarcoptidae
spp. ), B 40 A 7 U (Sarcoptes scabiei) ; & 7 Ui, % 40 ¥ 1% J& (Psoroptidae spp. ),
5 4 2 0§ (Chorioptes bovis) & 2E ¥ 4§ (Psoroptes ovis) ; & W, % 1 £ 0 B
(Trombiculidae spp. ), #a1d63E & (Trombicula alfreddugesid.

[0269]  WE0 K5 an K (A i, A0 G KW IR (Argasidae spp. ), Il I8 4 & (Argas spp. )
J Bt 2 W8 J& (Ornithodoros spp. ) sl {2, A0 K5 i i J& (Ixodidae spp. ), 1] 400 IfiL £1 5
S W (Rhipicephalphalus sanguineus). 3& ¥ K 4 (Dermacentor variabilis). ZZ [
18 (Dermacentor andersoni). & ¥ 1£ ¥ (Amblyomma americanum). J8 ¢ i 2 (Ixodes
scapularis) M HAth fF LW & (Rhipicephalus spp. ) (LFESEHTZ- (Boophilus) JB).
[0270]  E\ELFEH] ik &L, 41 %S 2B 5B (Menopon  spp. ) M2 EJE (Bovicola spp. ) s
e &, ) I El & (Haematopinus spp. ). K il B\ J& (Linognathus spp. ) MK & @l J&
(Solenopotes spp. Do

[02711 Bk & 19 +% % 10 #5 3k % J& (Ctenocephalides spp. ), i W K F R Fi 3k &
(Ctenocephalides canis)) A Jfi & G i 3k & (Ctenocephalides felis)); & &% &
(Xenopsylla spp. ), IEMIEI R % % (Xenopsylla cheopis) ; & JE (Pulex spp. ), iETIA
% (Pulex irritans).

[0272] &R EFEHI IR AR (Cimicidae) BUH A B PR EL (Cimex lectularius);HESE
J& (Triatominae spp. ), FLFEHEWS, IR NIEEE (kissing bugs) ;W4T HE S (Rhodnius
prolixus) MR (Triatoma spp. Do

[0273] I8, AW Bk S\ ELASCT I I L W A R X oK R AR B S B R R R
T B A A RIR N NS A T HATE N B AR B £ sk .

[0274] ¥ 2 HARZF A TR HEA F AWM NI I E AR+ O 50, HI7RUH A & B 146 &0 B
VEIT o HAEE VEgH 7 28 T IE A E B i %% (Medical and Veterinary Entomology), D.
S.Kettle, John Wiley AND Sons,New York and Toronto; X B HI T N s W H E W
¥ ] (Control of Arthropod Pests of Livestock) :A Review of Technology, R.
0. Drummand, J. E. George /% S. E. Kunz, CRC Press, Boca Raton, Fla 7.

[0275] AR KB ALEGW IR A] H P03 4 B, A HE A5 08, 1 W M 0% (Lyperosia
irritans) (ff 8. WY J& (Simulium spp. ) (P& W), K K 0f (Glossina spp. ) (G ).
(Hydrotaea irritans) 3k Wf Chead fly). #K Z& i (Musca autumnalis) FK ZX Hf (face
fly). X1 (Musca domestica) C(house fly). & %0E (Morellia simplex) (sweat fly).
I 0f (Tabanus spp. Chorse fly)). 2F & W (Hypoderma bovis). 4 % W& (Hypoderma
lineatum). £z Y45 % (Lucilia sericata).ffZgif (Lucilia cuprina/green blowfly).
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fI§ 0§ (Calliphora spp. /blowfly). Jil fk I J& (Protophormia spp. ). % & 0fi (Oestrus
ovis/nasal botfly).JE¥ (Culicoides spp. /midges). @A (Hippobosca equine).Hy
B 0f (Gastrophilus intestinalis). 7k & B 18 (Gastrophilus haemorrhoidalis) & &
B I (Gastrophilus nasalis) ; Hl, i W4 & &l (Bovicola bovis) / 4+ E Hl (Damalinia
bovis). & F @\ (Bovicola equi). I Ifi. f\ (Haematopinus asini). 7 3] @\ (Felicola
subrostratus). fi] &l (Heterodoxus spiniger). Bt %l il (Lignonathus setosus) Az KMk
FE #l (Trichodectes canis) ; WU, % 0 = W 0 (Melophagus ovinus) ; Az W, 1 Q0 95 0
J& (Psoroptes spp. )« A7 Wi (Sarcoptes scabei). 24F & i (Chorioptes bovis). & JIg Wi
(Demodex equi). i &1 J& (Cheyletiella spp. )« 38 & AL (Notoedres cati). &1 &
(Trombicula spp. ) M HJELE (Otodectes cyanotis/ear mite).

[0276] A & BH 6 9T il ot 2 s 77 2 v e o DA a0 ) B 2 AR I T 5
(drenching preparation). $5Ri . #1575, K F 2 (boli). T ZF #H 45 72 ¢ (feed—through
procedures) BURFIE R AN 4 T s BUEEHEL I 7, v Wid L vEST (BRI TR,
FEIK T BERE ) BUBLN Bl 48 8245 T,

[0277] ARG5S HAD A 36 1 o 4 A e P IS, 8 mT 4 an DA 1 S0
UGS T o AEICIEOCT , X LA W2 iE Ve 43 vl RN Bk 25 T o AR EATT SR, Xt
YEeis T o Al o — A S o

[0278] AR BHEIAL AW RT AR HOE 304 7, B0 DA R B B 11457 I S B Bo i i T
FAR4C o I

[0279]  IRIEAKR RIS T £ RA S MBS AR HK A EY, (kS HAR A ) 2
TR A BCHE N= A B L — PR PR 245 BB RS BRI A A G, IX LR
AE R T IS 25188 (B4 N BEAEZR A 25, W e S HAR PR AR R RS B i 25 A0 T
TER Bl Hah, Giaig e T SHEYH—MELZ PG M o I FH B ERE R, O
WWAENT pHAE K & SRR E B . I, (R BN 952 B A TF A MR E
AR FHAL G MBS B S R 3 A MEZ ARG, ATk S HAh A Y2
PRy Je 22D — Pk 5 .

[0280] X TEUFEFAK A LA S B N iES AEL 45 251 5, 2 K LG 58 LB
TR B FL RO S Ty MEBUK Mz Bk A, BLRT 30 18 s i 0 FRoE RN/ B4 L
FIEIAE ] o

[0281] AR B4 G078 Pl 2 Be i A T POk 3 Bod ae%E « H TSR ZGH A E
FEKVE T SIS R (B S R SR D BKER, L T & F WAk AR +F 2
A HARBUR R BB B A A FHAREMR T b, WAL A I S ] 7EoE IR
RBP4 o WA SR TR PR EE TR T i G 0 22 RV & B IR 7 B B (i v R 2 B
DL H i =R BR) B R GE g g .

[0282]  JKPEVEST &R AT & A ISR E B Y, & R AR A 420 1L AL B
BT SRME . FH TS BT mT LA ANV (i an T B 2 I E A AT 2. 1EABR
J7 %, TR T 2 AT R A5 A G B0 () e B e R Bk A B AR B .

[0283]  BRAETAEC G &z 4b, AR B A E A 75 AT TG i) s i A 50 o S i 2B il vt T
T (a0 RN BUVLAD B UL B MRS 4 T .
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[0284] AR EHIILEWIR] 5 G 1E R A B K PEY o (6 a0 DLEAT 25388 2% bRl 3252 (1)
TRFLBIE O 5 B S B i, BRI AT AR G i ANBRT) SatE R & i
T s 251

[0285]  XF TR AN Z5TMF , A% K B4 A W0 m] {8 A I Hs 60, 266 B AN s B 3 k3 571, 491
WONRT) & m A b =& m P br. SR O e = s ki, bLAZE 7w 5 8 4%
o fEMMESRFANEN T, FIEpAnld i it 1 AL art & Esk it HT WA
AR BN A T I EH 81 G B PR A s PO R T e R T R TRE A DA B ) 5 B Sk 7R 32 77 G
WMFEBIERD B ARIR S

[0286] AR EHIIMA Y™ BAHRMZIE) 775 K28 PR, HE 45T DA KB R
fea g nl F . BRI, 7EAORIP s LG » 2k B RIAL G4 AE LI 1) o5 2 A U 20k
FE AR BTG YT BB 9 32 WAL A GE ik & i DA K BV 1R 3. A, L& D4 T
R ORI R ZFERARENARRANED A, BHF—MHEMEAF A LETE
125 T (3R 7875 DL B R AR TR AR K 34O (R 20 50 52 25 AR TR A EEMIR EMNA S
YMEASEE

[0287] X T VAW (e 5 T R A 7T I 20O FLIR BV 00 70 Bk L R 228 L 5 7). K
)BT R g8 B T B (rumen—retention) MUK} / K / BRHIERTIAL DA, A KM
AL AT SR AR P EAE T4 DA FHAMNE G/ B — B, w9 Wk &
FEATAED) (B 2008 T B B L 1L AR D) e K (9 20 TR TE R /N TR K TE R L
ASEVEND YRR LATEY (I PR 25 R PG R LRI A2 BT
VB TKE A VB KA R AT (BIER CIREE R SRS el . i SR BB
s AT N 7R Ca) A T R B 9 A ) (48] T A2 B 5R M L s e L BT R IR S G
BEEIURL o A9 751 S BB TIN5 2 A B A 70) A S e oA e o R R ] AR 3R S D B L R
IREEBREEED LA B AW 5 DR R AN AR S Wi

[0288]  7E— NSt 77 & T, AR R B I 4 A 9 28 T il i T MELVESRH /BT B R P (4
U] MR YE T B AT R D . % SR AR B AR AR B sh A I 5 1 1 R M
(texture) fl / BLEW, ME S T4 N4 TAKHBIML G

[0289]  #iZsRarAE A AW 2R GE T RHE 3, M B0k R % 5 & e Rk Ak 25
VIR RS . IR & A R 4 TR AL A4 mT B 2R B A8 UV ME O 2 40, TREL S (R 3B
MR B A K o T B s s L H A 5 OE A T & ol 2 i B RS i = 3 imsfl. X
S AN ] ELRE ] 4 A 2R PUAE F AT R A T R 0 T R Rk R R R
[0290] 7% W B4k & 4 78 mT A FE A9 B >0 e ke 750 3 7] Gt ml ] g B L A b B D B 1 ok
B A G ke RIS R B R 7D .

[0291] AT A KA T7 VA il i Pl AR B A AR, 1 0 BHT CT B . i
AEFREF LA 0. 1-5 FH 4 b (wt/vol) SR AFAE. — SSERil ih 75 G VA 57 G Wy BR D LAVA R
TEHEER A e S B2 RE RN . T IX R ECH] § (pour—on formulation) H &
D R ARG+ PO b R S TR B A R S P S TR €, —C ol T B 1 22 1R / ZE RS T PR « Vil
BB R L BG H i = RS kv e T R ERE. T AR BT IE R IRIR EC B SRR
P CHREOR G o QIR OAVE RN, R F A ) /o RS SR B NR A, 2
Ip e N S Bk o BhFRI B L A e 43 T RN 22 v MR R AR 2 IR A, BT S S A
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REBE G A INER AR . [ H SR ARSI %4 2 IR BE FRIE IR EL 6] i .

[0292] WIS FH AH O i K 14 IR 254k &40 i P B HoAth A% 8 R e o IR o A4 S ALV K PE 25 4)
JIr FH BRI A 328 S0 0 BSCA AR P S8 RN S48 o 3 A, 2 e 2, U] Sl i o — AR AR AT LTS 1)
[0293] A RABTIG A AT A F A BT R A 2 (i« R A AE B LR
RIZR M T AKBITI6 I 35 A TeAT HEA 5 AR b A 55 AR A A i LR AR B B R/ 5
7 291 (time of year) & FAEMIEENY R BAT N AT N AT IR T VIR S LA
2 o ARYURE AR N R TR 7 ot e BT ETTEMA EEYDRREET TN ARA
=

[0294]  — X T IRZEHIEM S AR HBL AP UL A S 4 TARY T %52 %4
TR FAEMZF R Z), B 28 iR 34 .

[0295] % HLA A& Ak B mDWLINFE B2 R 9RAIR B (25 A2 e B A 55 AR ) IR BOE TR 1
YER T FIETE R 2 & o ARSUHE EHEOR A SR 1 ik A & AT 0 T AR R B 77 V0 FH I
Z LB A A 5 B EAE SRR SRR R) L B AR B AR TT B M R R AR 16
B it A X S AT A2 AL, LI R i 45 R i 7 2 5 ] 448 1M TR B3 S0 SR i -
[0296] X T & LBAEL % T3 5, LA & (7] AR 25 T 2 A K A -G 2 57 = it
RIMAERE A T AR E 2 0. 01mg 47 100mg HALIEZ) 0. 01mg E 4 30mg 2 3 H A

[0297]  AKRIAU AV T2 A G 7)) B yE A 208 H — IR B L R4F— K. JEHA
LIRpJE — IR B L) 6 AN H —IRZ G2 R RREARE S . B H — IRz 45 25 m) (8] 8] g (TR Ep
B H B THEY— 00 Rl EARE .

[0298] DA S24 i B (HASFR D A% B

[0299] AW EHLLTEEE 5= HI§ ;hs= Tolg ;d= ~HEUE ;dd= X HEHIE ;dt= N =H I ;
t= ZHIE stt= == HIE ;= [UEE ;sept= LHEIE ;m= 2 HI§ ;Me= F L ;Et= 23 ;Pr=TA
B Bu= T M. p. = M5 RT= FEREIE)  (M+H] = HFRHE TS FE M-H = 59 FHE
&=,

[0300]  fdFHLATR LC-MS Fisk XL &4

[0301]  T5ikA

[0302]
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MS | 5k & Waters 9 ZQ JR AL ( BARWMAL R AL ) , B-Fibik: S Rim, Mk
BB, £mE (kV) 3.00, 468 (cone) (V) 3000, Bi&A (°C ) 100,
BAEHCRZ (desolvation temperature ) 250 (°C) , #HA4EAIRA
i# (L/Hr) 50, B¥4F#0RE (desolvation gas flow ) (L/Hr) 400, J
5 HE: 150 £ 1000 Da.

LC | & £ Agilent 49 HP 1100 HPLC: BHMAEE, WAR, mAEFHTALS
AT 5.

% 4%: Phenomenex Gemini C18, /& (mm) 30, A& (nm) 3, #E (um)
3, E (°C) 60, DAD &K HE (nm) : 200 £ 500, 27 4E: A=0.05%
vivEE (FRF) AB=004%viv PR ( T/ FEE (4: 1) F) .

B (44F) A% B% ik (EH40)
0.0 95 5.0 1.7
2.0 0.0 100 1.7
2.8 0.0 100 1.7
2.9 95 5.0 1.7
[0303]  J5VAB

[0304]

MS | £ f Waters # ZMD il ( BAAWBAAREN) , B-F4Ek: 488, %
M EEF4L, £48% (kV) 3.00, 48 (V) 3000, FRE (V) 3.00,
BIBJE (°C ) 150, BEEHGRE (°C) 320, #A4MER4RAR (L/H) 50,
EALERCRE (L/Hr) 400, A0 HE: 150 £ 800 Da,

LC | & B Waters 49 Alliance 2795 LC HPLC: WK, In#E 2 E B A % %5
A 5.

& AE: Waters Atlantis dc18, K& (mm) 20, A2 (mm) 3, #/& (um) 3,
BE (°C ) 40, DAD AKTEHE (nm) : 200 £ 500, BEHHE: A=0.1%v/v
WER (FAKRF) AB=01%v/v¥8 (TTH+) .

B (54F) A% B% ik (B4
0.0 80 20 1.7
5.0 0.0 100 1.7
5.6 0.0 100 1.7
6.0 80 20 1.7
[0305] 5vkC

[0306]
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MS | & f Waters 49 ZQ 54 ( BARWMAETT AL ) , BTk wrRidm, Mk
EBT, £mE (kV) 3.00, 44 (V) 3000, ERE (V) 3.00, A
B (°C) 100, BEEERKEE (°C ) 200, #HAERAKRE (L/MHr) 200, &
WER R (L/Mr) 250, AE5EE: 150 £ 800 Da.

LC | % A Agilent 7 1100er Series HPLC: W&, MAETHRT R -ME %74
DU

% #: Waters Atlantis dc18, K& (mm) 20, A4 (mm) 3, A (um) 3,
BE (°C )40, DAD R KEHE (nm) : 200 £ 500, EFHBE: A=01%vv
W (FARKT) AB=01%vivFE (TTH+T) .

BE I (94T ) A% B% Ak (ZH/247)
0.0 90 10 1.7
5.5 0.0 100 1.7
5.8 0.0 100 1.7
5.9 90 10 1.7
[0307] 754D

[0308]

MS | &k B Waters 85 ZMD SR80 ( £ARWRBAF ) . &-Fudk: i@, %
M BB, 2w (kV) 3.00, 44 (V) 3000, FRE (V) 3.00,
BimA (°C) 150, BEHEHEE (°C) 320, #HEMEAMARE (L/H) 50,
BAEAEHORE (L/Hr) 400, A28 150 £ 800 Da.

LC | sk & Waters 49 Alliance 2795 LC HPLC: WAR, A ET R XML H 7]
g,

EAE: Waters Atlantis dc18, K& (mm) 20, A2 (mm) 3, #2E (um) 3,
BE (°C )40, DAD #KEHE (nm) : 200 £ 500, EH4HE: A=0.1%viv
WEg (FARY) AB=01%viv F8 (FTHE¥) .

[0309]
atral (44F) A% B% Ak (ZH/547)
0.0 80 20 1.7
5.5 0.0 100 1.7
2.8 0.0 100 1.7
2.9 80 20 1.7
[0310] J7VEE
[0311]
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MS | & § Waters ¢9 ZQ R ( £AWMAE R ) , BTk B5d, Bk
EBEF, £8E (kV) 3.00, 44 (V) 3000, FRE (V) 3.00, AR
B (°C) 100, BmEEREE (°C ) 200, dAAEAMRRE (L/Hr) 200, &
WAERARE (L/MHr) 250, RZEE: 150 £ 800 Da.

LC | %k & Agilent 2 1100er Series HPLC‘ WAK, WMRERERLMEETE
25

FAE: Waters Atlantis dc18, K& (mm) 20, /42 (mm) 3, #2/& (um) 3,
%E (°C) 40, DAD AR KT H (am) : 200 £ 500, BAHE: A=01%v/v
WE (FAKF) AB=01%viv ¥8 (TTHF) .

BFIE (94T ) A% B% wak (EHI4)
0.0 80 20 1.7
25 0.0 100 1.7
28 0.0 100 17
29 80 20 1.7
[0312]  5VEF

[0313]

MS | 5k Waters 49 ZQ 184X ( SAIAMAL T 4L ) . B-Fikik: woii@m, M.
fBTh, £@mE (kV) 3.00, cone (V) 4500, BEBE (°C) 100, #H
IR E (°C ) 250, #AERMRAZR (L/Hr) 50, B H0Az (L/Hr) 400,
JEELHE: 150 £ 1000 Da.

Le a’@\é} Ag11ent<HP 1100 HPLC: BHMAKE, AR, I#MERZA M

BT A 55

%#i: PhenomenexGeminiClS, K& (mm) 30, /4% (mm) 3, #2E (pm)
3, |®E (°C) 60, DAD & KJLE (nm) : 200 £ 500, BAMHE: A=0.05%
viv B (FARY) AB=004%v/v T8 (TLH/FEE (4: 1) +) .

B 1A (54 ) A% B% ik (ZH/0er)
0.0 95 5.0 1.7
2.0 0.0 100 1.7
2.8 0.0 100 1.7
2.9 95 5.0 1.7
3.1 95 5 1.7
[0314]  THiLG

[0315]

MS | Thermo Finnigan Surveyor MSQ PLUS (A WIMAL R #E4L) , & -FIbik: 46
ZETA, B E5ARNB T, £4% (kV) 400, cone (V) 50.00,

[0316]
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BiEE (°C) 350, MEeHE: 110 £ 800 Da.

LC | Thermo Finnigan Surveyor LC; BIEMAEE, WAK, mAERTE LR
B RS B

& At: XTerraRP18, K& (mm) 50, W42 (mm) 4.6, & (pm) 3.5, &
B (°C) 30, DAD %%k E (nm) : 200 £ 400, EAHE: A=005%v/v
WEg (FARKY) AB=005%viv Vi (FTiE+d) .

BF i) (94F) A% B% ik (ZA/04)
0.0 90.0 10.0 1.7
3.2 10.0 90.0 1.7
5.0 10.0 90.0 1.7
5.2 90.0 10.0 1.7
6.0 90.0 10.0 1.7
[0317]  J5ikH

[0318]

F M| R f Waters #9 Alliance 2695 HPLC: B MAEE, — AR, h#FHT
HPLC | B =% 5 4m 25,

% 4%: Chiralpak IC , K& (mm) 250, #1& (mm) 4.6, #E (p) 5. &
¥ (nm): 220nm, BE (°C) 30, BA: HEFEFRE: BlX 20:80,
EHAA S0ul. Ak (2R L.

[0319]  T5¥k T

MS | sk f Waters 49 Waters ACQUITY SQD Ji 84 ( 3BA8v9 A i 84X )
BT eFmiE: BB

M EBT

2m%E (kV) 3.00. 4 (V) 20.00. FRE (V) 3.00, BREE (°C)
150, 23808 A (°C) 400, #AFMEAKRAE (L/Hr) 60, BIEEHK
Aak (L/Hr) 700, FE50E: 210 £ 400 Da.

LC | BA vA F 4 E &1 Waters ACQUITY UPLC
(A A: K/FEE 9:1, 0.1%FBRAEN B: TH,01%¥YR )

[0320]
‘.;Fs ;“E; /\_
BE (44F) A (%) B (%) ”“ﬁ@;fﬁ/”
0 100 0 0.75
25 0 100 0.75
2.8 0 100 0.75
3.0 100 0 0.75
EAEALA: Waters ACQUITY UPLC HSS T3; £AKE: 30mm; %4
42 2. 1mm; #4218 MK
BE: 60°C.
[0321]
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[0322]  J7i%K
[0323]

FH | kG Waters 3 Alliance2695 HPLC: & HAaEE, —AR, WAETHET
HPLC | & =485 47|40 55

& 4: Chiralpak IC , K& (mm) 250, W42 (mm) 4.6, #& (p) 5, &
¥ (nm): 220nm, BE (°C) 30, BEH: BEEERAE. B —C
Fe30:70:0.1, EARELS0ul. Fik (ZH/94F) 1.

[0324] 52 #] 1:4-[5-(3,5—- — & -k H)-5-— &F HF L 45- - HF -7 I
W —3— it T-N=[1, 2] “WEZe3R R —4- Jt —2- B - KRR dLa AD

[0325]

[0326] IR A TR AFR S—(3— L BEFERERESE —2— U T FHIE LA IE - HiE )
[0327]

St

®]

[0328] % N LT hE BR 2- AL T A AR R AR R L -3- P b T MR R AL - AR
(Synthesis(1998), (8), 1113-1118) (T —H R BE ik (5 Z b ) K im £ B4 (685 =&
) (T ZHERB (5 =) P fEEIR T HHZ RS, 28 55 = B E K
Tt PEVTUE I A O AR I B K P se 433 220 Z2abrB= Y. B = ZBEREBUKH, AL
FHEATR RN T8, 72 B2 7 DL R I B R mAS 2 55401 110 225 AR &4 'H-NMR
(CDC1,, 400MHz) :4. 80 (m, 1H),3.90 (m, 1H),3.10 (m, 4H),2.40 (s, 6H),1.40 (s, 9H).
[0329] DUEB :[1,2] “WRAIIL —4- FL — FIALFHFSR T I

[0330]

[0331] FEEI T, M AER S-(3- BN —2- FUT A AL RIL I - AL ) BB (330 =&
) T (5 ZFD) FRIEREA 2.5 Z2F0) INE AL IE 1 /M. 28 A E R AR R SE%
o RRBRAEYE ZF T bt (25 ZF) ke, AR 0. IM BUKER (10 2. IR
F}’#ﬁ:)imm Yy 1 /N R @ AN IR BR AN TR IRYS o AL, DK B,

CRTR B AN T8, 7 3525 TP 28 RV 70 T 43 B0 A A 4 (170 Z£ 50D 'H-NMR (CDCl,, 400MHz)
5.00 (br s, 1H),4.90 (m, 1H),3. 15 (d, 2H),3.05 (d, 2H),1.40 (s, 9H).
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[0332] ZDERC:[1,2] “HRZ%¥R% —4- ALk
[0333]

S
HZN"--C‘S

.CF;COOH
[0334]  fnskfs 3 20 4R B Bk R 25 BOC (R 3 1S 2R AL A4 (M IR #h), H 4zt
IR
[0335] 2 BB D.4-[56-(3,5— — G - K Ft)-5- = F H H 45- — FH -2- 7 I¥
M -3 1-N-[1, 2] “HRZRIA R —4- Fk —2- L — ORI i
[0336]

[0337] sk g 3 20 48 C By ik HE AT B A8 & in 42 4k Sy ] A4 1) B B AL & 4 (40 22 5D
M. p. 73° C;LOMS (J5¥% F) 2,20 43%f, M-H 519/521, 'H-NMR (CDCl,, 400MHz) :7. 50-7. 30
(m, 6H),6. 20 (m, 1H),5. 35 (m, 1H),4. 00 (d, 1H),3.60 (d, 1H),3.30 (m, 2H), 3. 20 (m, 2H),
2.40 (s, 3H),
[0338]  SEffi[2 :4-[5-(3,5- ~ G - ZEH)S5-—FPH 4, 5- S - FrEm3-F1-2-H
J -N=((R) —3— & JE — Flmely —4- 3 ) - SRHREIE (LB B1D
[0339]

cl 1) (COCI), DMF

oH 2)D-HL58
Et;N

[0340]  HFEEEE (0. 122 TN 4-[5-(3, 5- & - F ) 5- =B A4, 5- —H -7
W —3— Jt ]-2- FJL - SRR (0.5 3D CHR4E WO 2009/080250 ik iy i &) T & H kit
(3 =) PHER FEAIN 3 N, N- ZH 8 B Z (“DMF™) Z )5, FEFR IR B T 4 & B
TG 18 /NI o AT S SETR AP 4 11149 21y 2 [ 4 X e e S, FLAE R — D IR AT A
FAhAAL.

[0341] % D- BRZ2 %R (21 25D AW AL S (45 20D k=% (0. 1 Z2F) THR (2 2
FO AR . £E50° CHtFE NI A 16 /N [RNIR ALK I R L EEF R,
HAH ANUHEKIPEE IR, KRBT It B4, v Tk E& Erikaife Gk
MR &R/ LB 5%) M3 BT (S AR AR B A4 (28 Z£ 38D, 'H-NMR (CDCl,,
400MHz) :8.60 (s, br., 1H),7.60-7.45 (m, 6H),6.40 (s, 1H),5.05 (m, 1H),4.85 (m, 1H),
4.20 (t, 1H),4.05 (d, 1H),3.70 (d, 1H),2.50 (s, 3H) ppme

[0342]  SEf5[3 :4-[5-(3,5- ~ S - EH)5-—FPH 4, 5- S - FrEmk3-F1-2-H
HE -N-((R) —2— FJE -3 S0 — Slgmediy —4- B ) - SRR G G54 B2)

[0343]  ZDORA : ((R)—2— FRJL —3- 5L — Sl —4- Jt ) — SL R T Iig

[0344]
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H Q
Nuw N\
o=
7&0 )

[0345] % (3— % J — i@ M kg —4- ) - & L R BT B (1. 01 5, W Chem. Pharm.
Bull. 2002,50 (4) 554557 fAlriddl4T (D) - SRR T ~HEFB L (5 270, B
WAEE0° CIFHMA 616 Zrd BUT AW, 72 0° CHEFERBIREY) | /N, SRJE AN
710 278 R LT, 78 RIRBERE SN IR A4 3 /NI o B SONIR A BN K T L BT
PAZEER o SR K5 A MR UK, 8T BB )5 DL R AE 3523 FR B 25350 . 45 2108 1 44
(AR ((R)—2— FRAE -3 S0 — Spi@mble —4- 2 ) - FAEFIRBUT 5 (140 258D . LS
AL 1L A8 M 217 'H-NMR (CDCl,, 400MHz):5. 20 (m, 1H),4. 70 (m, 1H),4.55 (m, L1,
4.00 (dd, 1H),3.20 (s, 3H),1.40 (s, 9H),

[0346] DR B : (R)—4- &Gt —2- L — Ik —3- fil

[0347]
Q
H2N|““§N\
CF,COOH
o

[0348]  AGAIRA B ((R)—2— FHE: —3— S0 — pl@mbd —4- Jt ) - ZLHERAUT 5 (108 2
O T EF (5 2D WA =R 0.2 Z2F) TR, ARIE TR B IEA
¥y 1 ANE DL R AE B PR AR SR (R)-4- &k —2- 3L - Rk -3- i (=% 2
M), HEZMET — B BREH.

[0349] DR C .4-[5-(3,5- — & - )5 =FHFH -4, 5- 5 - FlEmk3-F1-2-H
A -N-((R) —2— B -3 S0k — R g —4- 3 ) - KRG

[0350]

[0351] X 4-[5-(3,5- & - RE: ) -5 =F P 4, 5- & - FlEMe -3- B |- X
(175 2, 40 WO 2009/080250 Jiridk in LA 26 £ — & 4t (5 71 F1 BB A B BE
(0. 05 ZF), ARG IN— 1 B P B . /£ =0 TR BREG 2 /M 30 44, DL
FER ST 28 RIS AF Bk 20 (0 [ 44 (B R, 170 2250 . Bt ir 3 B A s0a T & H
fe (2 291, IF HAE S T RIS BIREBOR I = 2 8% (0. 35 271 J (R)—4- =
Hk -2- R - gk -3 i GP 3R B TR R T & ke (3 27D P RAR. £EE
E SN SRR, KRR LA S SR R ZE B . KPS LA — Ik, & oK iR AN T
W, A E AR E A AR T E A GEIRTR R Tk / LR S ER 43 BN EAR I BR
AL G (T0 Z 7). M.p.87° C;LCMS (J7ik AD 1.99 434%f, MH'516/518, 'H-NMR (CDCI,,
400MHz) :7. 60-7. 40 (m, 6H),6.45 (m, 1H),5.00 (t, 1H),4.87 (m, 1H),4. 10 (m, 2H), 3. 70
(d, 11),3. 25 (s, 3H),2.50 (s, 3H),

[0352]  ARHERALSER] 3 Frid 77 A M 2% LA ML &) :4-[5-(3, 5- & - 3k ) -5- =aH
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-4, 5- & - FelEek -3- B ] -2- L -N-((R) —2— B pi 2 -3 S — el —4- 0t ) - R
H W i (A 5 10 B3 (I ) ok 7R 2 IR AR Dy 20 B A B e B AL D 14-[5-(3,5- Z & - &
) -b- =R A 4, 5- & - FlEM -3- g ]-2- I N-((R) -2- R AL -3 AU - g
Mg —4- J ) - DRI E (k&4 B4 (i F AR IR IRAE D 3R A e b D 14— [6- (3, 5- —
- R ) 5 =R -4, 5- A - FRERE -3- 3 ]-2- FEE -N-((R)-2-(2, 2, 2- =F 4
HE -3- AL - R —4- 5L ) - KB LA B5) (A 2, 2, 2- =R L= HF ke
TETREEAE R B8 A (R AR 34-[5- (3, 5— & - I ) -5- =P 4, 5- —4 - 7IE
M —3— gk 12— L -N-((S) —2— H AL —3— S0 - mlEme s —4- 3 ) - SRR BZ Gb 5 ED
(M (S) - R RFFUR) -

[0353]  SEffi[4 :4-[5-(3,5- ~ S - EHE)-5-—FPH 4 5- 5 - FBlEmE3-F1-2-H
H -N-((R)—2- 2.0t —3— Sk - FlEmed —4- 3 ) - SRRRERE G54 B6)

[0354]  ZDBRA : ((R)—2- £k —3— AL — St —4- Jt ) — S L R g

[0355]
Q
N""‘
N
O=< §/ ~

o ©

.7§

[0356] A& (3— %0 — S W@ Mg —4- L ) - & L H R BT 85 (0. 2 5, W Chem. Pharm.
Bul. 2002, 50 (4) 554-557 fFrik il s H (D) - L2 QWD T L5 (20 ZF0) 1, SR FF IR
H1C0. 69 T3, BALERN (0. 175 55) IR Z6e (0. 13 58D 7E 140°  CAH e NAIAE R BB & R
L R BIREYT O OB FOKZ I8 73 2 o FK B ER K BEA HLZ, SR G AR
BT AERS TN EREVEN, MG - A S EITE A GRRE Okt / R B TS
B AR ((R)-2- L0k -3- %k - ikl —4- 5 ) - 2P IRAUT B Lous (07
A 129 438, M (-BOC) 131 ;'H-NMR (CDCl,, 400MHz):5. 10 (m, 1H),4. 75 (m, 1H), 4. 55
(m, 1H),3.95 (m, 1H),3.60 (m, 2H),1.50 (s, 9H),1.20 (m, 3H).

[0357] DR B . (R)-4- &k —2— 2.0 — FIsmpbk —3— fifi

[0358]
Q
HZN IlmgN\/
CF,CO0H 3

[0359]  fun s s 3 20 4% B Bk Bk 2 BOC fR $7 2L iy 42 it (R) —4- & Bk —2- £ 0 — e I e
Wk —-3— B ( =M OEEEh ), HERAE N — DR A,

[0360] BHRC:4-[5-(3,5- ~E - KE)-5- =@ 4,5- 5 - FlEme-3-FL]-2-H
5 N=((R) —2— 2.0 -3 Sk — Sl —4- B ) — R A%

[0361]

H
Nlm

Q
U
o O

[0362]  fu s 3 20 Bk C Fiv 38 BEAT B I A8 & i 42 £ 0y [ 44 (9 b AL &5 4 (160 & 30D
45
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M. p. 140° C;LCMS (73 A) 2. 05 434, M-H 528/530. 'H-NMR (CDC1,, 400MHz) :7. 60-7. 40
(m, 6H),6.45 (br s, 1H),5.00 (t, 1H),4.85 (dt, 1H),4.10 (d, 1H),4.00 (dd, 1H),3.70
(d, 1H),3.60 (m, 2H),2.50 (s, 3H),1.25 (m, 3H),

[0363]  AKHESSALLSL] 1| BT ik 77 il 4 DL R AL &4 4-[5- (3, 5— =& — k0L ) -5- =5 H
B 4,5 A - i@ -3- J ]-2- HE -N-((R) —2- (2 HA L 2 0k ) -3 UL - R lEmk
B —4- 5L ) - KR LAY B TOUEA 2- 17 —1- B - Z5E AP R A Bk,
4-[5-(3,5- & - KM ) 5- =H M 4, 5- —&5 - FhEm -3- FL ]-2- FEE-N-(R)-2- T
HE -3- L - M —4-J ) - RHE I (LA B8) (i F T L IRAE N B A B kT
AL 34-[6-(3,4,5- & KA )-5- ZH P A 4,5~ & - FhEM -3- & ]-2- F
5 -N=((R) —2- 2,2 —3- S AL — Fphgmb i —4- ) - KB b &4 €1, 4-[5-(3,5- —
A AR - KAL) 5 =R 4, 5 A - iEm -3-JE ]-2- AR -N-((R) -2- 2 -3- 4K
B - FIEmEE —4- 3 ) - ZEREBLG AW €2):4-[5-(3, 5— & —4- L — FHE ) 5 =F| A
S -4, 5 T - e -3- B ]-2- B -N-((R) -2 2 -3 AL - Rl —4- ) - R
FEL AL A1 C3) 54-[5-(3, 5= =& —4- & - #3) -5- = HFE -4, 5- 5 - 718
e —3— S 1-2- HJE -N-((R) —2- £.0% -3- Sk - U@t —4- 5 ) - R BLE L &4 C4);
4-[5-(3-E -b-F— KAL) -5- =FPF K -4, - & - M -3- F ]-2- I -N-((R) -2- &
B -3  - FEME —4- ) - R B (L& €5)54-[5- (3, 5- & - ) -5- =H A
K -4, 5 T - e -3- g ]-2- B -N-((S) -2 £ -3 AL - gy —4- ) - R
B LA E2) (A (S) - ML AR IR

[0364]  Y43HATIZ LAFESS 4-[5- (3,4, 5- =& - &) -5- =B 4, 5- —H - #E
M -3 Jk ]-2— FIE -N-((R) —2— &2 —3- A - elEmbbe -4 B ) - KA Sz (54 CORYE,
A ] BEAE LI E 56 B 5 I UTVE 2 FEIX P Rh X i A A o Rz HIR A S Ll
$E I BLEAA M Z R AT . R FPE HPLC (59 KD A FmiZ ik Ca & — /N HEXT w4 .
9. 72 43 (93. 8%), 16. 6 434f (06. 17%). FIHFM HPLC Uik KD Wizl (8 & 5 —1
AEXFIRAA) 9. 99 43 F (11.53%), 16. 6 4344 (85. 16%).

[0365] AL, M AT IZ R M LIRIG 4-[5-,- &4 - K )5 =HHF
S -4, 5- & - M -3 0 ]-2- L N-((R) -2- 23 -3- AR - i 4 gL ) - R
FBEf% (LA 4 C3OBT, A Al B 7E Z 4R AE 56 U 5 I Pl 2 FH IR AN AN B i A, 51
IR G5 Ol i I B A N ZE R i . R T HPLC 5k KD 3 HriZlEl g
CE A — A EER A 8. 88 404 (88. 87%), 15. 98 434 (05. 95% ). FIHFM HPLC (F7i%: KD
A HTZIER (B2 A — AN HERTILA) 8. 61 404 (24, 10%), 12. 25 4344f (74. 49%).

[0366]  SEfi5 :4-[5-(3,5- G - EF)H5-—FPH 4, 5- S - FrEm3-F1-2-H
I N-((R) -2- (2 $20E — £t ) -3 Sk — M r —4- it ) - IR FFREERE Gk 54 BY)
[0367]  BEEA : ((R)-2-(JFHE — 7,0 ) -3 &L — mliimdels —4- F ) - SR | IS

[0368]
Q
Nm.

o ©
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[0369]  H¢ (3— % AL - S W@ M b —4- L ) - & & R AT BE (0. 2 3¢, W Chem. Pharm.
Bull. 2002, 50 (4) 554-557 fridil & H (D) - LR T 25 (20 ZF1), SR G I NBR I
B 0. 69 75 ALER (0. 175 70D J% 2- JRZEF (0. 137 50D 7ESIE RPN 1 /o T
MR EYIT LR B8 KoK Z 843 2 K Sk AN, S8 5 i BN T8, 78
AR BREVEN, MG S L aii GEIRIA Ot / AR QBB TRt A 2l
I ((R)—2- (2- 2L 2.0 ) -3 Ak — gt —4- 3L ) - A FBRAUT B5. LCOMS (J7ik
A)1.05 4%, MH'259 ;'"H-NMR (CDC1,, 400MHz):5. 55 (brs, 1H),4.65 (m, 2H),4. 10 (t, 11D,
3.80 (m, 1H),3.20 (br s, 1H),1.50 (s, 9H),1.20 (m, 3H).

[0370] BEEB . (R) —4- Sk —2- (2— Ak 7,08 ) — SR —3— fif

[0371]
?
H Nllm
CE CCXjH N\\//A\Cmi
P 3 o

[0372]  fwsfs] 3 203K B Bk B 2s BOC (R EE MR HE (R) -4- & A —2-(2- Rt ot ) - 7
EREE -3- FF ( =@ OMh ), HEBRMIIT —PBRMAH.

[0373] DHRC :4-[5-(3,5- “G - ML) -5 —FHHFH -4 5- "5 - FlEgme3-F1-2-H
H -N-((R)—2-(2- ¥ Ht 7 Ft ) -3 Sk — Sl —4- 5t ) — K F R

[0374]

[0375] G s 3 20 3R C Fiv ik AT Bk i A8 A T 4 £ D [T 44 () 45 AL & ) (24 Z 50D
M. p. 78° C;LCMS (7% A) 1. 94 43%f, M-H 544/550.

[0376]  SEf6 :4-[5-(3,5- & - KAt )-5- =M 4, 5- — 5 - FiEme—3- L ]-2- H
2 -N=((R) —2— (B AR PR | He -3 Jk ) —3— S0k — e —4- L ) - IR EERE (&4 B10)D
[0377]  DERA : ((R) -2 (HRARPL T % —3- Jt ) -3 Sk — Flmel —4- L ) - 5 F AL
JHs

[0378]

H e
ngfh
;g Ty
[0379] R4S TG =28 (0. 79 7)) T THF (22 Z2F) HHERAHE -10° C. N
T T RBRER (DEAD, 1. 57 58, SRS IMABR AR T ke —3- B (0. 4 7D Jr (3- Ak - 7
WM T —4- L) — FE FERUT B8 (0. 27 58, 404E Chem. Pharm. Bull. 2002, 50 (4) 554557 7
Fridiil& 8 O)- LR . fEEE TP RNMIEGY) 24 /NS, R 576 525 T B 257
R =455 K JE Wik adidl (Be iR bt / 1R B8 iR 48 1t A i bR @4 (51
Z ). 'H-NMR (CDCl,,400MHz) :5. 45 (g, 1H),5.05 (m, 1H),4.90 (m, 1H),4.50 (t, 11,
4.10 (dd, 1H),3.55 (m, 2H),3.40 (m, 2H),1.50 (s, 9H),
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[0380] ZDIEB : (R)—4— Gk —2- (FRAIF T 45 —3— L ) — SFisendentk —3— i
[0381]

§Q

H. N s

2 N
CF,co0H U

[0382] [ CHR A BRSP4 (43 2 50), sk 3 DR B Bk 2 BOC R4 i $2 44
FRiir=yy, LB T — BB ] . LOMS (J7id: A 0. 17 23 %h, M-H 175,

[0383] BB C .4-[5-(3,5- & - ML) 5 =@ AH 4,5- ~ 5 - FlEmk-3-F1-2-H
H N-((R) —2- (FRZ4IF T b —3— FL ) —3- Sk — Sk —4- b ) — SR ER%

[0384]

[0385] 01 A SE/p 3 A8 C o A AT I R 4 T (600 38 € B RO BRAAL £ (10 58
) sLOMS (F7i2: A) 2. 13 43%T, M-H 573/574,

[0386] 2 56 B 6 FF I 77 145 ) 6 DA R AL 1 1[5 (3, 5 - 0 ) =5 =
L2 4, 5- A - FRUEME -3- 2 J-2- M N- (R -2-(FR T £ ) -3~ 2 - FRIE M
e ~4- 3) ~ TR (HAIBLY 4-[5-(3, 5- 4 - 260) -5~ ZHMHE 4,5~ =4 - 7
I —3- B ]-2- AR N ((R)-2- CUARER T —3- 2 ) -3 UK — SO —1- 38 ) - %

btz k&40 B12)
[0387] s8] 7 . DAIFAT 7 sk e A BH AL B ) 1) 0 FH 77 v
[0388]
O—IRI O~N
Ci Cl
o]
F NH F
O
[0389] 5(3“4 [5-(3,5- & - K} )5 = —-4,5- & - ﬂﬁﬂi -3- ﬁ] —-9— H

e N-((R)-3- & 3t - SFrg@mk b —4- 3 ) - 7% EF' @?ﬁﬂﬁ(BO TCEE JRD T N, N= P B B i
(“DME™) (0.5 ZEF) FHIEMBINA T R-X B Fe 5 pi 04 (32 BBR JRD T+ N, N— — FR B FR Bt i
(“DMF™) (0. 3 ZF0) HBIVE I, 85 NI B 8 (80 B /KD« TEMRIRIRJE T PiH: I BT &
) 16 /. SR, I HPLC B R BV A W7k T IRAT 7 W & 2 P b 64
(K B &4 5 B3 %2 B29).

[0390]  SEf5I8 .4-[5-(3,5— ~ & - AF )5 —FHIHE 4, 5- F - FmEEmk -3 1-2- H
H N-(2— S -2 Akax—T1, 2] SHIR AR IR —4- Fo ) - KRR LAY A 2)

[0391]  DIEA : (R) -2 3L -2 M skdk—[1, 2] SHIRAIF IR —4- L — i 2. 1R

[0392]

Be
S
H,N 0
CF,CO,H
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[0393] & (2— %2 -2 Mds—[1, 2] MR 20 B0 K —4- 2 — Z L IR AUT fiE GRYE J. Org.
Chem. 1981, 46, 5408-5413 #i| % H L- WAZERIK 3 18 (345 ZvDIET & H K (7. 8 &)
K =R 0. 36 ZF) T LLALER, f%'iﬂ%'lﬁ‘r”fﬂé)imwm%b’ﬁﬁ&fﬁlw‘hﬁfﬁ
MR (R)—2— %L -2 M xdx—[1, 2] AP L -4- Hfie ( /AR Eh ) , HEEZET
BAF . LCMS (J5E£B) 0. 20 43%f, M+H 122,

[0394] BHEB :4-[5-(3,5- & - AHL)-5- = @I 4, 5- ~F - FlER -3 FL1-2- H
H N- (2 AL -2 A 41, 2] SR AP0 I8 —4- 3 ) - SR A%

[0395]

[0396] IGELEEST (0. 027 Z2FHINMA 4-[5-(3,5- “& - KR b5- =FmPH 4, 5- —4H -7
e —3- B ]-2- AL - R IR (100 Z 500 CRAE W02009/080250 fip LA &) T & H e
(1.2 ZF0) THVER . R33N, N- R EBER B (“DMF”) 2 )5, fEFR IR N ik x
REVREY) 18 /NI o A S REVR A DI A T AT 21 A 2 €6 [T 44 (1 I 8 S, AL T — 25 BRAT A i 3%
H Rtk

[0397]  XJEEAEA T & PP BB B MA = 4% 0. 074 ZF0), &5 MAN (R) —2- %
HE -2 Mwdx—[1, 2] AN —4- % (=AM ) (59 25D R E = T Hide RN
TRAY) 24 /N o W AINKAE S SLIRYA, H G BR CBEREBUR A . A I RIANLEZ E K
Be, THE: (Na,S0,) S A& K o A8 FHISAH EATEREAT AL TR AL 16 2258 il 1 2 P ik S dd)
I IRAYD, 5 N 21 Z 5 il E 2 Fh At {E X Bl A 44 1) 58 IR A 43 1 :LCMS
(G715 F) 2. 04 43%F . M-H 519/521. "H-NMR (CDCl,, 400MHz) :7. 56-7. 47 (m, 4H),7. 46-7. 42
(m, 1H),7.41-7.34 (m, 1H),6.24-6.04 (m, 1H),5.23-5.12 (m, 1H),4.99 (d d, 1H),4.75
(dd, 1H),4. 08 (d, 1H),3. 70 (d, 1H),3. 34 (d, 1H),3.09 (d, 1H, J=6. 6Hz), 2. 50 (s, 3H). 1%
43 2 :LCMS 7)) 438, M-H 519/521. '"H-NMR (CDC1,, 400MHz ):7. 58—7. 39 (m, 6H), 5. 48-5. 37
(m, 1H),4. 88 (d, 1H),4.62 (d, 1H),4.08 (d, 1H),3.70 (d, 1H),3.63-3.54 (m, 1H),3. 31
(d, 1H),2. 46 (s, 30,

[0398] s fi] 9 .4-[5-(3,5— — S - K Ft)-5-— F P 45— H-F IE
I —3— J 1-N-(2— 20 1, 1- A0k —1 M k6%~ FRIgEIE e —4— JE AL ) —0— FE AL — SR FF R
G EW DD

[0399]  ZDIR A N-(3— RHLEUJE —2- B — TIOE ) -N- 20 — FR et ie

[0400]
[l
—S—N

H

[0401] 5 = Z % (0. 043 ZF,0. 1 &) A N- 23 B LE i Bt i (413 20,1, 1 ¥ &)
JARYE (J. Am. Chem. Soc. , 1996, 118, 7094-7100) il £ 1) 2— AL E L LIRS 288 (500 2
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58, 3. 04 ZEIR) AETC/K ZHESE (1 2T FRNRAY. A5 RAIREYMMRE 50° CFF
Wo BIRNRMATEA, G H S AMNIE 100° € FirEE 5 /N GRIE TLC RBE5E4). SRG
R NEEEHERY . FRHPEZIEUIR OS5 / LR B (6/4 58 )5 1/1) Bl mi4& (it
836 Z& 7L (2. 91 ZZFE/R,96%). LOMS (J5¥5E) 1. 44 43%h, M+H 288. '"H-NMR (CDCl,, 400MHz) :
7.43-7.27 (m, 5H), 4. 57 (s, 2H), 4. 11-3. 90 (m, 1H), 3. 62-3. 44 (m, 2H), 3. 43-3. 20 (m, 4H),
2.90 (s, 30, 1. 14-1. 33 (m, 3H).

[0402] DR B .4- FIHLAESLHIL o 2 - FEERE 1 1- EHAY)

[0403]
-

o

[0404] MG ORMEBESA (0. 41 Z£FF, 1. 1 &) I N-(3- RIS —2- B - ) -N- 4
S - PEEIEE (836 258, 2. 91 22 E/R) THENE (5. 8 Z&FH) HHIVER T . ARG IR MR
AWE 50° CHrEE 24 /NI o NN PR Z BRI Y BTE (HEe SR #h iR 5D . Haa iyl HAR
YIS O R CBEFRRE . ARG A HIAEE IM HCL KB 7K« CuSOZKIE TR K NaHCO 51 Rl 7K 5 ¥
M. ARE AN T (NayS0,) S K

[0405]  7E -78° C & LiRR B (2. 61 EE /R 78 To /K PU A W IR o (7 N\ n—BuLi
(5.4 %F+,2.5 {8, REIERMBAMFEIRE 0° C LAEMEE NHEE 2 /N #ain
YA ME NH,CL AT HIBRYS o ARG R A BRAEBUR RLIR G4 M3 F ShKim e IR & B A L
FH 3 H I (Na,S0,) & K o A PGE E L LA Ot / R 288 (7/3) el #2141k 274
270 (1. 017 ZEE/R,40%) . LCMS (J5¥% ED 1. 59 434f, M+H 270, 'H-NMR (CDC1,, 400MHz) :
7.40-7. 27 (m, 5H), 4. 60—4. 45 (m, 2H), 3. 54 (dd, 2H), 3. 37-3. 20 (m, 2H), 3. 17-2. 85 (m, 5H),
1. 22 (t, 31,

[0406] BHRC.(2- 2.0 1, 1- — %% —1 A kok— FEIEmkeE —4— 5t ) - FEE

[0407]

OH

O=3-N_

0
[0408]  4— RS FR L —2- £ - FEMREE 1, 1- A4 (254 20D M AE R EE I Pd/C
(108 2738, 0. 1 HEORITR SN H AT AL H, SR T HiH: 24 /Nik o PR LOMS 52755
Fe4T, 1k MRSV E i HIT I8 (42 MeOH 830D« {EIEMRZ K HAF BT 162 Z5ikE . H
o o DM DUEREAIE R — 2P BB A . LCMS (J7% 0. 25 43 %f, M+H 170, "H-NMR (CDCl,,
400MHz ):3. 8-3. 70 (m, 2H), 3. 39-3. 25 (m, 2H), 3. 20-3. 01 (m, 4H), 2. 94-2. 78 (m, 1H), 1. 24
(t, 3H),
[0409]  DERD :2-(2- 23k -1, 1— A3 —1 A w6 FRigEmpdss —4— FL A I - SR -1, 3— —
i
[0410]
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(
o, N
(558‘»::k\\//N

(8]

[0411]  AROK HEEWIZ (133 258, 1 M EDTEPUER (4. 5 ZFH) F VAR T HidE 4%
N ZERLE (237 275, 1 Y48 (2- 23 -1, 1- Z4800E -1 ) #6%— SFEMEMLE —4- Ik ) - g
(0. 905 2R, MGHVERA A 0° CHHFE R A R IRES (0. 18 ZF+,1 4
) o EEIR NI SR G K IR E R4 o AE — e e d 5 /N . fEE A
o g 45 R W) o AT RS Z TV LR Cbe / R 86 (7/3) e 15 21 261 2= 7% (0. 85 228
JR,94%). LOMS (G5 ED1. 40 4%, M+H 309, 'H-NMR (CDC1,,400MHz):7. 93-7. 84 (m, 2H),
7.83-7.72 (m, 2H),3.89 (d d, 2H),3.41-3.23 (m, 2H), 3. 17-2. 98 (m, 5H), 1. 22 (t, 3H).
[0412]  SDERE .C-(2— 2.3 -1, 1- AL —1 A %6%— FEm gz —4— 3t ) - B

[0413]

(2¢ }Q

048\;:L\V/NH2
[0414] X} 2-(2— &0 -1, 1— 400k —1 A *6%— SBEMREE —4- FEHIEL ) - ek -1, 3— i
(261 25, 0. 85 ZE/R) T EtOH (4 ZFP) FREBIN AP K E) (0. 165 ZF,4 52D,
SR 5 A I S VR B 1B I B AR T T 1 B 1 o B ROBEVR &) (BA ECOH PR EIO AR AR
JEM MR AL 81 22 e U4 10%2, 3— & —BkME -1, 4- Vs B iz, HERME N —2 5%
{fF . 'H-NMR (MeOD, 400MHz) :3. 52-3. 36 (m, 2H), 3. 20-2. 97 (m, 4H), 2. 92-2. 83 (m, 2H),
2.83-2.69 (m, 1H),1.26 (t,3H),

[0415] U B F.4-[5-(3,5- — & - 7K J)-5- = H{ H JH 45- - H -7 M
e —3—FL 1-N-(2— 20k -1, 1— —5(J& —1 A *6%— FpigEm e —4— JLF AL ) —2— FE AL — IR FE

[0416]

[0417]  CEHEEFEE 0. 027 ZFPOINA 4-[5-(3, 5- :%u R -5 =R A4, - A -
W —3— Bk ]-2— AL - DR FF R (100 2 5O GRYE WO 2009/080250 il #6) T & F 4 (1. 2
T FEIER . RN W N, N- B R B (COMF™) Z 5, 7ER BRI N A HE B TR
G 18 /NI o AT R NV A DR AR AT B A o [ AR B R &, B — DR A A
K& a4t

[0418] P AE & T & e N N = 4 (0. 037 =P, & A (C-(2- &
A -1, 1- AL -1 A k6k— SMERRLE —4- B ) - IR (45 250 . ARJEE =R N IR RN TR

ol
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G 24 /B TEIEESINKATE R BRIV BT 2R CBRFEEUR A . A KR A A
RIANLZ, &8 (NayS0) S 28 Kk 8 AT AR Z AT AT aifb T 42t 18 225 oy iy — ik
XTI SR AR RS . LCMS (F73: D) 2. 21 430%f, M+H 578/580. 'H-NMR (CDCl,, 400MHz ) :
7.56-7.49 (m, 4H), 7. 47-7. 40 (m, 2H), 6. 23-6. 32 (m, 1H),4. 09 (d, 1H), 3. 74-3. 53 (m, 3H),
3.46-3. 27 (m, 2H),3.17-3.00 (m, 5H),2.47 (s, 3H),1.23 (t, 3H).

[0419] 52 f 10:4-[5-(3,5- — & - K F)-5- — G/ H J 45- = H F W
M —3— JL 1-N-(2— Z 0t — Fpmmede —4- k) —o— AL - IR FER I QL&) A3

[0420]  DUE A :2-[4- (2 Bl — FREMPE L EIE ) - FIEmkr —o- BRIL |- JK R F S
[0421]

[0422] = (0. 11 ZF4,0. 1 28D AN N- B AL A0 R I E W iz (1. 13 52, 6.9 %=
JEIRD) Je 2- JR B —1-(2- A - R WAL 1) - WA e (7.6 ZEEUR, L1 M8 R
Or. Biomole. Chem. 2008, 6, 1902-1904 1yl &) T Jo/K ke (4. 5 Z2F) FRIREY. R
IR SR A A 50° CEANER. RIEMAFEE (2.5 2O K=& (1.1 25,1 15
PAJAEBO° C SN RUVRA Y 4 /N o SR G AR B R BR E4E KA o AT TR 2 AfriZ: BA
WOkE/ LR RN (1/1 985 3/t 2. 46 yabrfifk &4 (5. 67 2R, 74% )« LOMS
(J7E E) 1.55 43%F, M+l 435, 'H-NMR (CDCl,,400MHz) :8. 21-8. 11 (m, 1H),8.00 (d, 1H),
7.90-7. 67 (m, 3H),7. 63-7. 56 (m, 1H), 7. 55-7. 46 (m, 1H),7. 41 (d, 1H),6. 87-6. 73 (m, 1H),
4.77-4.67 (m, 1H), 4. 22-3.95 (m, 5H), 3.93-3.75 (m, 2H).

[0423]  ZDIR B :2- (4— (I — FREMest —2— Hr it ) — JK HI R FH i

[0424]

NH,

N—O

0

@]
0

[0425]  FEZE G N K,C0, (95 &5, 1.5 e 2-[4- (2- fig - R AL A
) — MM —2— Rt 1- K HES FPES (200 20, 0. 46 22E/R) M PhSH (0. 035 27+, 1. 1
MR TOME (2.3 2D FIEN. REMIBAY AR ARE G, FRBHERAE. X4 TLC
BN ARIEM BT AT FER £ S IR EERY . AT PR E R E TR S R b B
9/ ¥ 2k 85 2 e A A% (0. 34 Z£BE/R, 74%). LOMS (J7¥% ED0. 55 J¢ 1. 41 4%,
M+H 251, 'H-NMR (CDCI,,400MHz) :7. 95 (d, 1H),7.63-7.52 (m, 1H),7.51-7.36 (m, 2H),
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4.17-3.92 (m, 3H),3.87 (s, 3H),3.80-3.55 (m, 2H), 2. 04-1.75 (m, 2H),

[0426] 0 B C.2-(4-{4-[5-(3,5- ~ W - B )5-—=FH F B 4,5- ~F -7 &
I —3— Jt 1-2— FE L - R RL UL | - Rl —2— FiRAL ) — K FE R B i

[0427]

—Q
[0428] CHBEEEEE (0. 037 ZFPOIMAN 4-[5-(3,5- “& - ) 5-=FFH 4, 5- A -7
W —3— B 1-2- H AL - ORHR (135 2500 GRAE WO 2009/080250 N PAfil &) T — & F4e
(1.6 ZF) THAER . RN 5 N, N- R BER B (“DMF”) 2 )5, fEFR IR N hikk iz
RLVRGH) 18 /NI o 8 e REVRA W0k 4 1 45 1) o o €6 [ 4 ) I e &, FLpE N — B R AT i ¢
A S hhaith.
[0429]  XfEEEE AT S bE (3.2 250 FRIEBRINA = 22 (0. 090 Z71), #4E A
2-(4- AL - RUEME —2- BRAL ) - DRI PG (85 230D RJGIEEE T HiH: R B A
24 /NI o JEIT K AT [ B BRYA, 8 2 BR B AR BUR A . AEH SR KR A A IR HL
JZ 5 AP (Na, SO0 S 78R o AT PO JE M AFR Cfe /Et0Ac(1/1) Beliifidet 187
£ 50 U B R HE X e e A A VR A4 (AT 23 BS D (i (0. 29 Z2EIR, 90%) . LCMS (J7¥4 F)
2.11 % 2.15 438, M-H 648/650, 'H-NMR (CDCL,, 400MHz):7. 96 (d, 1H),7. 81-7. 68 (m, 11,
7.68-7.60 (m, 1H),7.60-7.42 (m, 8H),5.39-5.42 (m, 1H),4.57-4. 43 (m, 1H),4. 31-4. 24
(m, 1H),4.08 (d, 1H),4.01-3.88 (m, 1H),3.87-3.78 (m, 1H),3.72 (d, 1H),3.62 (s, 3H),
2.52 (s, 3H).
[0430]  DIED :4- (2 fifdk — IR AL ) - RIEME —0- FRERL T B
[0431]

[0432] % 2-[4-(2- hg A - DRBAIE AL E 0L ) - FREmble —2- FR2E |- R F S (2. 67 52,
6. 14 /R BT 20 27+ 2M /K% HCL o, fEVR-GIR1R 48 /NeF o SR8 a4 Had 9k B A K
MBEEAE . SRS IER AR U AR B . SR ZE i-ProH B, TR E A AR 2K
RUEW . ERAE IR (177 250 A Hoh 4. LAMS (J77% ED 0. 87 J2 0. 95 734,

53



CN 102639529 B w Bf B 51/86 T

V+H274

[0433]  EIAR%REEPIAE MeCN (30 ZFH) HFIEEFRE Et,N (3.62 2£FF,4. 2 4 8) A H
RN IRAY A BTG . SRIG NN Boc,0 (2.01 35, 1. 5 248 HAFRMNIBEAMER I TAER
T T HiE 36 /N o I AN KA AR DL RS A EtOAe 22 85 FFI-AMLAS B T4
(Na,S0,) R 2K o [l FH PR EHTE IR Ot / 4R CBR (6/ DB M43 1. 69 v (4. 52 ZE
IR, T4%) LCMS (J7¥2: D)1. 66 43%F, M+Na396, 'H-NMR (CDCl,,400MHz):8. 18-8. 13 (m, 1H),
7.95-7.88 (m, 1H),8.85-7. 74 (m, 2H),5.78 (d, L1H),4.54-4.42 (m, 1H),3.95 (dd, 1H),
3.91-3.80 (m, 2H),3.49 (dd, 1H),1.49 (s, 9H).

[0434] DR E .4- FUL — UMby —2- MR T I

[0435]

NH,

[0436]  7E = M ES N K,Co, (386 270, 1.5 &) AbH 4-(2- gt - R A
- FIEM L 20— BT S (694 277, 1. 86 ZZEE/R) )2 PhSH (0. 142 ZFF, 1.1 48T
MeCN (10 ZFDO P HER . KSR EWZ RN . R N FERRR . 2 TLC Bk
MBS HFE BT PR EERY . HPOEE R Z AL s P e B EE (10/0 R )5
9/1) Pei mi it 336 =i bR AL (1. 8 Z£EE/R, 96%) s 'H-NMR (CDCI,, 400MHz) :4. 03-3. 92
(m, 3H), 3. 89-3.76 (m, 1H),3.70 (dd, 1H),3.37 (dd, 1H),1.51 (s, 9H),

[0437] 2 MR F:4-{4-[6-(3.5— — @ - K )5 — F B Ht 4.5~ — H -7 IE
e —3— 3k 12— L - IREEEIL UL | - el 0 FREOAN T

[0438]

[0439]  AFEEEE 0. 20 ZFHINAN 4-[5-(3,5- ~& - AL ) 55— =F P 4, 5- “H - 7
W —3— i 1-2- FJE - JREER (749 &30 GRYE W02009/080250 Jin LA &) T & F 42 (9
ST P RN 0 N, N- R B (COMP™D 2 5, TEPRBEE T b S B TR
EW 18 /NI o AT R NLVR A I AR T AF By B U AR R RS A, BT — DR S 5
Ahatift.

[0440]  XIEEEESET & F Lt (18 ZF) FRITERIMA = 2.1 (0. 30 Z£F1), BE WM 4- &
Bt - FUEMEE —2- RIRAUT B (336 270D, ARG IR N RN IR A 24 /N, @I
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IS INIKAT [ NLIRYS , UL RAT FH 1R L ER A BUR G T H K& &ALz, T8
(Na,S0,) 7&K o PO E M ETE U O /EtOAc (1/D) ¥Eltimigft 197 2w 4k
X B A A VR A P I TR

[0441]  'H-NMR (CDC1,, 400MHz):7. 60-7. 48 (m, 4H), 7. 47-7. 36 (m, 2H), 6. 23-6. 15 (m, 11),
5.08-4. 98 (m, 1H),4. 20-3. 94 (m, 4H), 3. 70 (d, 11), 3. 66-3. 58 (m, 111), 2. 48 (s, 3H), 1. 50
(s, 9D,

[0442] DR G :4-[5-(3,5- ~ & - RIE)5- —FFI -4, 5- 5 - BIEME-3-FI-N-7
ey —4- i —o— FE - ORI IE = J LR

[0443]

[0444]  Xf 4-{4-[5-(3, 5— & - FHL ) -5- =FH KL -4, 5- ~H - FMEM -3- 5 ]-2- |
HE - R B | - RN -2 RGBT R (198 251, 0. 34 ZEE/ROT & F (1.7 %=
FOFRIVEBINA =R LR (0. 15 ZFF, 5 8D REIRA LRI R A, R MNES
Wit 6 /NF o SRISFE R TR EIERY) . AT PR EZE I L R CER / FEE(10/0
£ 9/1) Belimi it 92 5 AAER M SRR ST &) . LOMS (77£ ED) 1,93 7
Bh, M+H 488/490.

[0445] 2 PR H:4-[6-(3,5- — @ - K Bt )-5- = H HF 45~ = FH - 7 IE
M —3— L 1-N-(2— £ 0t — FRmedse —4— ik ) —o— FOEL — X R
[0446]

N

bt

N~Q

cl cl -/
[0447]  HAHA 4-[5-(3, 5 & - k) -5 =P & 4, 5- —H - RIEME -3- L ]-N- =
MR A5 —4— JE —2- FA L — R B = £ R £ (0. 16 Z BE/R) ¥ T MeOH (0. 8 ZF) 1,
SRIGAE0° C G NI ZBE (0,090 ZFF,10 K8, f£0° CHLE 1 /I Z 5, A
NaBH,CN(20 2758, 2 &), fFRMIBAVFEEN AR, ReMHA K. FHREEHEZ
PELL IR CBis / FEE (10/0 22 9/ DBl Mt 7. 5 2 v yAE T i me b 4R TR &4 1 Pl i1k
SW. LOMS (F7VEED 2. 02 40%f, M+H516/518. 'H-NMR (MeOD, 400MHz):7. 70-7. 53 (m, 5H),
7.52-7. 37 (m, 1H), 4. 92-4. 85 (m, 1H), 4. 40-4. 22 (m, 2H), 4. 00 (d, 1H), 3. 83-3. 62 (m, 1H),
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3.29-2.52 (m, 4H),2.43 (s, 3H),1. 16 (t, 3H),

[0448] s 11 :4-[5-(3,5- " KRFE)S5-( = F F I )4H- HmEmk —3- F 1-2- H
At -N-[ (2- P4 Coxidod—1, 3, 2— S ZRImZR IR 0T —2— 84 —4— Jk ) FRAL | ORI (L&
Y F5)

[0449] ZDURA :4-[5-(3,5- B - KL )5 L 4 5- 5 - FoEMK -3- F 1-N-(2,
3— ¥Rk — P ) —2— RO PR K i

[0450]

[0451]  £E 70° C X} 10% BREE (0. 1 ZFP) K 4-[5-(3,5- & — kL )-5- KL -4, 5- —
A - lEmE -3- B J-N-(2, 2- THEE -1, 3] AR G —4- AR R ) —2— F O i
(13,19 /R T HEE (50 ) F AR 4 /Do AR BN B H % CER (100 2
O FBER IR S0, R BR S AN AT DL e (20 22 FF X 2) 285 7K (50 250 i
Bio A HRA NI BRAN 1158 DL S AE 3125 T k4 43 20 [ AR Bk &4 (0. 7
F)e M. p.98-98° C. LCMS (F7V G)3. 65 43%f, MH'491., 'HNMR (CDCl,, 400MHz):7. 37-7. 49
(m, 6H),6.59 (t, LH),4. 12 (d, 1H),3.88 (m, 1H),3.67 (d, 1H),3.60 (m, 4H),2. 41 (s, 3H),
[0452] 20 BE B :4-[5-(3,5- " G KAL) -S5-(=F HF HH)-4H- F M -3 1-2- H

At N[ (2- B4 -1, 3, 2— SR ZR IR e —2— 84 —4— it ) FIE 1 O FE g i (1) ol 88

[0453]

D‘\‘S*" Q_

4
cl H}O
N

[0454] 4% 4-[5-(3,5— & — KM ) -5- L -4, 5- =5 - FhEm -3- &£ J-N-(2,3- =%
B - AL ) -2 AR HELRG (100 233, 0. 2 ZBEROF A F 5 (10 2FO P RERA HE
0° C,fFHZENMENE (0. 08 Z&FF, 1. 0 ZZBE/R) L AREE = (0. 03,0. 4 22 BE/RO ALEE DL S dii bt
6 /NI . JRAWIE A& B (50 ZFP) Fikk, 48 N SRR AP A1 L 4K (50 ZFP) k. A
NUZ , LB ER A T3 SRk i A3 B A AR B AR S bR AL 54 (65 250D il &
PE HPLC 2k i3 B AER me Sk d | (28 Z255) AR memdgthk 2 (18 Z35)

[0455]  FEXf i FERAA 1 LOMS(FTVZ: G)4. 07 434, MH 536 . 'HNMR(CDC1,, 400MHz )+ 7. 37-7. 50
(m, 6H),6. 26 (m, 1H),5. 16 (m, 1H),4.79 (m, 1H),4. 32 (m, 1H),4. 10 (m, 2H),3. 71 (m, 2H),
2.45 (s, 3H).

[0456] AR ML SRR 2 (LCMS(F7¥2: G4, 17 43, MH'536 . "HNMR(CDC1,, 400MHz ) 7. 47-7. 52
(m, 5H), 7. 42 (s, 1H),6.58 (m, 1H),4.88 (m, 1H),4.59 (m, 1H),4. 47 (m, 1H),4. 10 (m, 2H),
3.75 (m, 2H),2.45 (s, 3H),
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[0457]  SEf5] 12 N-(2— AL — FRmaEmrge —5— FEERL ) —4-[5-(3,5- & - Ik ) -5- =&
PRI —4,5- &5 — Fimme -3 Jt 1-2- AL - R LEY FD
[0458] LI A . (2— N3 — SFlimed —5- SLREHE ) - FUE ISR T S

[0459]
®
; >—N”\C_
o N

[0460] 44 Tetrahedron 55, 1999, 4685-4698 F ik FL % , ¥ N-BOC— 47 A JE % (2 TaOVE T
B 130 Z2F1) M LB (45 ZF1) o, ARG NN R S 52 B i Eh R £ (3. 05 7)), % (3. 16
O M EORE (1,93 38D fF R MR SIS R TR 24 /N, ARG R B A A RSN BT
BRI IR OB UL IERR = ORI ERIR £h o B S IRGEIE TR UL SR B A E
PEAi (LR Gl / PR Tke 10D A e ol bR BG4 (4. 37 3. LOMS (74
F) 1. 53 43%f, M+ 293,

[0461] ZBIE B .C—(2— CHE — FImkpk —5- L ) — F LY

[0462]

H,N

O\
N
CF3COOH 2

[0463]  H = AER (1. 95 5D AbER (2 55k — e —5- JEFFJE ) — R F IR AL T g CF
BRA0.5 50 T EFE (10 ZF) FRIER . IR THRFEER 4 /N, ARG 76 B2 ik
MR G bR ), H BN — PR . LIS 7 F) 0. 20 438F, M+H 194,
[0464]  DUE C N-(2- FHk — FlEmge 5 LS ) -4-[5-(3,5- & - ZKHL)-5- —FHH
B —4,5- —H - FiEmk -3- B 1-2- I - SRR

[0465]

[0466]  FEH AR T, W 4-[5-(3,5- “& - I )-H- ZHF A 4,5- K - FIE
M —3— g ]-2— FJL - ORER (1. 75 30O GRE W02009,/080250 Jin LA &) T 2.0 (35 ZF) K
= (2,04 ZFD MR THEHE T TBTU (1. 61 ¥0) AZA. HOBT (0. 68 %) J C—(2— %
He - SRR —5- ) - BILRZ CEIE B, 1. 61 75D, fEFIE NHCEEFTS VAR 4 /NI, SR #S
TSI AN S A K S BT LIRS . RS 28 B R BUR A0, IR RN T-18, 1T €, 44
JEAEE A IR . FREMAERENEAL (LR 28 / ROk 1 DRy A G E R
FREAL A (60 70, AENT IR R RAKIR 59D, LOMS (774 F) 2. 20 23%f, M+H 636/638.

[0467] AR BB SSALSLAH] 12 Frik 77 ik 46 DL AL &4 N-(2- FEJE - i@ e —5- BE
) -4-[5-(3,5- & - HHE ) H5- =FPH 4,5- A - FMEME -3- 5 ]-2- FIE - JEH
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Ml L& F2).

[0468]  SEff 13 :4-[5-(3, 56— G — otk ) -5 I 4, 5- - mlEm 3-F1-2-H
JE -N-[3- S0k 20— 20 — ety -5 JERE - SRHREIE (LB F3)

[0469]1  DURA - (3R -4, 5~ 5 — Fhgmk —5- SR ) - FL R T IS

[0470]

Br

@) Q O\é
X

[0471]  fKHE Tetrahedron 46, 1990, 1975-1986 FFiAFEFE , ¥ N-BOC— }H TR JE Mk (1. 8 Ti)VE
T 2 LB, UL fE FRR IR AN (4. 38 38D S IR FFIENG (2.55 ) FUAE., E=ET
ik R RVE A 4 /N ARG RINOK S, H R OB ZERL AHUE MR TR BAES R
bRV a0 AT 2 A oo o AR BEURRL 1 7 4 (3. 16 3iD. LOMS (U794 F) 1. 48 438, M+H
179/181 (M-BOC).
[0472] DR B . (3— S JE — FiEmkdy —5- SLHL ) — S H AT I
[0473]

0

HN
\

T
1

[0474]  #HE Tetrahedron 46, 1990, 1975-1986 FridFLfE, £ 01 A IS RIRLHI~4) (1. 5
S0 T THE DA SAEDY T R MR (0. 54 7)) /77 F A IN K PEESE AL BN (150 ZF1) 4bHE.
PR TR 24 /N Z S5, BRI KPR AL AN CIN, 50 Z£F4) BALKAE 60° C Sy ot
RILVREH) 48 /INBF o SRIEHE R RLIR AV M R =00, F — R ZE R DA SRS AR N 2N HCL %
IKIZ pHIEEE R 1. SR JE H AR CERARUK)Z , & IFA L, KT TR A BT TR
EiEH. BERENE (GRS / ROEE 11D FRAA A AR bR B4 (220 Z 50D,
LCMS (J7 ¥ F) 1. 06 43 Bh, M+H 217, 'HNMR (CDCl,, 400MHz) :4. 90 (m, 1H),4. 70 (m, 111,
3.40 (m, 2H),2.75 (dd, 1H),2.60 (dd, 1H),1.50 (s, 9H),
[0475]  DER C . (2- L —3— 4k — RUEmklr -5 BEFAL ) — SULHIIRRUT B

[0476]
A( ] \\( ]
(. Af«f :

9
H
gy o
IO —— O + _
N / N
N K,COs, KI N

o}

=

1

pot

(]
~

\/
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[0477]  tnsE ] 4 BER A Bk, FVR 68 2 38 B i 4374 (0. 1 v ke Ak m#2ft 0- %t
FAL =) (18 2 70, "HNMR (CDCl,, 400MHz ) :4. 90 (m, 1H),4. 70 (m, 1H),4.2 (q, 2H), 3. 35
(m, 2H),3.00 (dd, 1H),2.75 (d d, 1H),1.50 (s, 9H), 1.35 (t, 3H) ; S bREE N- B4k =4
(63 275, "HNMR (CDC1,, 400MHz):4. 85 (m, 1H), 4. 55 (m, 1H),3. 60 (m, 2H),3. 40 (m, 2H),
2.80 (dd, 1H),2.60 (dd, 1H),1.50 (s, 9H),1.20 (t, 3H).
[0478]  DUE D :5— G AL -2 £ 5 — SFUEmeupk -3 f

[0479]
N
.CF3COOH

[0480]  JD4R C HREFF IR M/E & F I (2 Z2F) P RIEREA = A1 (0. 15 3D AbEE
FEZ R TR I 4 /NI, SR 5 A8 1 23 N ik g i b (R bR R 4, R E RN — 2P
BE . LOMS (F¥EF) 0. 18 4%, M+H 145,

[0481] DIRE 4-[5-(3.5- A - EH)-5-—FHPH 4, 5- S - FrEm3-H1-2-H
A N-[3- Ak -2 20 — ik -5 FLR L |- R Ak

[0482]

[0483]  fwseds) 12 AB4% C flik, 1 4-[5-(3,5- & - FH)-5- =FHFHE 4,5- “H -7
MEme —3- & ]-2- HIE - ZRFIR (0. 3 36D (R W02009,/080250 N LAl 46 5248 D FrfR ik
(0. 12 BOOBEAT AR G i H (A A e 4 £ [ 4 PR A R ) (62 2 30, AE XS Bk S A A VR 540D« LCMS
(G775 F) 2. 02 43%f, M+H 542/544,

[0484]  AKAESSALLH 13 Frid T7 ik & LA A& :4-15-(3, 56— & - 780 ) -5- =3
FOE —4,5- & - FplEme -3- At 1-2- B N-[3- 5008 -2-(1, 1, 1- =34 ) - gk
St —5— L 1- SRHI B G b5 F4D.

[o485] =i fhi 14 :4-[5-(3,56— — S - Kk Jt)-5- = F{ B F 4,5- =~ H -7 IE
M —3— 3t 1-N-[2-(4- B0k — ZE0E ) -1, 1— A0k —1 M x6x— FRigEmpks 5 FLHIL 12—
5 - KRB LA F6)D

[0486] DU A :2- 5L - A BehlIR (4- HAEJE - JR3E ) - W%

[0487]

[0488] 7 15° C JG/SF, X T & (1. 95 50) T 25 (25 ZFF) o VA i i AL g
(1. 25 50, ARG NN FUE FF FeBt AL & (2 70D, DLRAE IR N MR A 1 /N .
REREYEIN 50 ZF+ 7K, LA I IN K PEE AL AN R 4 pH 9Bt . H 4R L BRZE AT
KIZ, BIRE A NZE LB T8, SRS E S hlk4s . WS ZEIE (CRR OB / 3T
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Ok L2 1) 3RS €0 [ 44 bR B P 4 (590 Z£30) . "HNMR (CDC1,, 400MHz) :7. 30 (d, 21D,
6.95 (d, 2H),6.70 (m, 1H),3.95 (s, 21),3.85 (s, 3H).
[0489]  JDUEB :2-(4- HAEJE — ORI ) -1, 1- S —1 N xGok— SpIBEMeIpR —5— FJE

[0490]
\EJ 0. ,0
\Q\Nfs” /}N

[0491] XS HE T AR A K4LE4 (0. 59 55D T — F LR BiA% (40 =0 F AU\ B BR
BICL L 50D SRJF,7E55° CHvN 1, 2- iR %8 (0. 59 5i) T — FFBE H W i (25 & F)
TR SRIGAE 55° C BRI BIIEA Y 2 /N, A EE =R, BN 15 ZF K3, LA
IKPE ON SRR A B R pHe R HI AR BUKZE, H 2% KIS st & 5 A TLE
Z GBI TR AR T N IR . T EENTE (LR CER / STk 7:3) Rk
T AR AR R =4 (310 Z275). 'HNMR (CDCl,, 400MHz):7. 30 (d, 2H),6.90 (d, 2H), 4. 25
(m, 11D, (m, 1H), 3. 70-3. 90 (m, 51, 2. 95 (m, 1H),2.80 (m, 1H).

[0492]  ZBHRC.[2-(4- FEARHL — JRFE) -1, 1— 500 —1 A *6%— FRIBEMEE —5- JERIHE 1- 41
ﬁ 4:/\ =

[0493]

\
o 04 40 N/go

[0494]  7E0° C {58 B o S 724 (500 22 ) 7E R (15 ZFH) d AR I U T
B TRRIRER (807 2D KFEAMAR (I1) 7N/KEH (90 2w . WA (490 Z 0. 7
BT HRE IR AW 24 /N o HRIN T 23 = [ (190 50D, £E IR Btk N IR A4 30
BT ARG TE A IR EVER . RAE AR B RRET L8R LB, AR5 LK PR RIRR R
A, MR OEEETUKZ, &6 IFANZ LM BN T U LA E B 2 ik ds .
Combi Flash200 AT 44k M $RAL A A Al (il (AR R4 (80 = 7)), Ht N —TE D IR E %
fF A

[0495] U BE D.4-[5-(3,5- — & - K J)-5-= & B H 45— K -7 I
e —3— J 1-N-[2-(4- &L - R0 ) -1, 1— = &JE —1 A 6% SplgEmsgs —5- JEH L 1-2-
H: — R

[0496]

[0497]  WsEB 4, B IR B K C T Prik, B IR C PS4 &4 (94 Z 50 4 4-[5-(3,5- —
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AR ) 5 =R 4, 5- & - RiEM -3- JE 1-2- B3 - SRER (0. 125 35D (R#E
WO 2009/080250 Jn LA 28 Bt AR 57 B AR G i F £ s B A4 i bs AL 54 (65 Z£ 3. LOMS
(G775 F) 2. 02 43%F, M-H 654/655,

[0498]  {KHESEALLA] 14 Frid 77 im0 & UL G4 :4-[5- (3, 5— & - R JE ) -5- =FH
B -4,5- A - SR -3- JE ]-N-[2-(2, 2, 2- =) -1, 1- R -1 N 6% SRR
it —b— FEHIAL J-2- HE - DR BEG UL S FTD,

[0499]  SEf5 15 :4-[5-(3,5- ~ S —ZIH)-5- =P 4. 5- S - FMEW 3-H]1-2-H
JE N-(2- 2 -3 S — FlEmbE 4 S ) — SR HR O fla ) ot e e ) i P S A A 1Y) o] 2%
[0500]  4-[5-(3, 5~ & — KK ) -5 =P K 4, 5- & - FhEme -3- 2 ]-2- A - KX
& (71 W02009,/080250 FIrad fin LA ) /& £ T M AH I 4 7 HPLC (B4 :CHIRALPAK®
AD-H5 wm s JRBNAH :80/20 —EALER / ZBE +1% — 2 s 120 2T/ AR oA < 270nm
BAE:25° CHHIE ST 150 EDInLAA Bt 4-[5- (3, 5- & - 7KHE ) -5-(5) - =/
H—4,5- " - FlEmE -3- B ]-2- B - ORI (a (+51.43° ) K 4-[5-(3,5- & - K
F)5-R) - =FFH —4,5- & - FUEME -3- FL 12— B - JKHEZ (a ,-51.90° ),
[0501]  fifi A SE 5] 12 0 3% C Fr ol B e A (R)—4- 2 B —2- & Bk — e U ek —3— i J¢
(S)—4— & Hk —2— £ — g bk —3— B 125 4T Bt e A8 A 3R R 4-[5-(3,5- & - K
H) -5 ZHEFH 4,5 A - FhEmMe -3- gt ]-2- AL N-(2- £ -3- A - RiEm
fit —4- ) - KRB 4 4 Ak

[0502]  4-[5-(3,5— & - 7KL )-5-(S)- =& F I —4,5- & - FhEme -3- 3 ]-2- H
e -N-((R)-2- £k -3 S0 — Rl —4- B ) - R Bl (b5 61D F% HPLC (U7
H) RT21. 30 4%k, 44 97%,

[0503]  4-[5-(3,5- & — K& )-H5-(R) - = AL 4, 5- =& - FhEme -3- L ]-2- H
B -N=((R) —2— 20k —3— 0k — Fl@mhe —4- 58 ) - KRB (L& 6 2) «FPEHPLC O
D RT 19. 79, 26 82%,

[0504]  4-[5-(3,5- & - KJk ) —5-(S) - = HHF 4 4, 5- & - FEmM —3- 3 J-2- F
5 -N=((S) —2— 2.0k —3- 2k - hEmhe —4- 58 ) - KR I (LA 63):F M HPLC (U7
H) RT21. 11, 4% 91%.

[0505] 4-[5-(3,5— & - K% )-5-R)- =& F I —4,5- & - FUEME -3- 3 ]-2- H
H -N-((S)—2- 4.0 -3 S0k - RlEme e —4- B - KB WEW 6 O FHHPLC OF
P H) RT 17. 07, 4l F 95%,

[0506]  2& 5] 16 :4-[(S)-5-(3,56— ~ G - K HL)-b5- — g H L -4,5- ~ H -5 @
e —3— L 1-N-[(R)-2-(2,2- % — £ At ) —3- Sk - FUEmMEE —4- Jt 10— FJE - SR
& 451 66)

[0507]

N F

[

cl
H
) Cheh
OOJ\/\fO
S N

F
[0508] PR A :[(R)-2-(2, 2= " — £k ) -3~ Sk — SRl —4- k- SR FRIRAC]
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Bs
[0509]

el A
e N
o=( § F

o ©O
[0510]  fnsEf] 4 4R A ik, (3— 2k - melEmMle —4- 5 ) - (2 FEAUT Bi5 (0. 30 7D
JEA 2,2- TR CHEE TR P SEEIR R (0. 35 38 KrAR Ak FR AL S 6 AR AR AL 4 (138
Z75) s'H-NMR (CDC1,,400MHz) :6. 05 (tt, 1H),5. 10 (m, 1H),4.90 (m, 1H),4. 35 (dt, 2H),
4.20 (d d, 1H),1.50 (s, 9H) ;fERAE 0- HEEALF=4) (179 Z£50) :'H-NMR (CDCI,, 400MHz) :
5.95 (tt, 1H),4.80 (m, 1H),4.60 (m, 1H),3.80-4. 10 (m, 3H),1.50, (s, 9H),
[0511] BEEB . (R)-4- 2k —2-(2,2- | LA ) — TRk —3—
[0512]

(? F
HQN""<;;;N\\//L\F
.CF,COOH

[0513] st 4 IR B Fridlg 2 BOC R MRAE (R) -4- E I -2-(2, 2- ML) -7
bk -3 B ( = AEREL ), BT — D BT A .

[0514] 0 BB C.4-[5-(3,5- —~ H -K H)-5-)- = HF B H 45- ~ F -7 &
e —3— JE 12— AL N-(R)—2-(2,2- ~F AL )3 Ik — Flamehr —4- Ft ) - IKPEL
[0515]

O F

Cl
$ LA }
steesets
o ©
Cl FTE

[0516]  HRHESLH 12 BB CHk, ] 4-[5-(3, 5- “H - HH) -5-(S) - =FFH 4,5-
S - FEIEM -3 5L 12— FFOE - ZEFER (0. 27 5, MRAESZH 15 00 LA &) AT G A
BEIH A A E AR IR B S Y (158 Z5). M. p. 77-78° C;LOMS (F73% F) 2. 09 43-%f, M+H
564,566

[0517]  ARAE AN 16 Frid 77 im0 & LA ML &4 :4-[5- (3, 5— & - KM ) -5-(S)- =
FF L 4,5 A - FREm -3 S ]-2- BUE N-((R)-2-(2, 2- L) -3- Hik - g
Mg —4— J ) - DR BRI (L& G5

[0518] S5 17 :6-[5—(3,5—- ~ & —ZIE) -5 —FPH 4, 5- "S- FEEW 3-H1-4-H
He N-T(R) =3~ 5k —2-(2, 2, 2- —3f — 2.5 ) — kb —4- Jt - MABERG (L A4 C6)
[0519] DR A .5 J& —2— it —4— FJL — nfme

[0520]

N
\
/
Br

[0521]  FE= ST R AT 2, 65— R —4- FURIERE (2 50) T 405 (40 ZF0) P RIEBUINA
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WAL AN (4. 8 70, ARG N S (0. 94 7). fEZE I\ FHiH: 3 /N2 5, BERRIE B At
[ 445, FH B B S AN P A 7KV VR P A . A WUH I BR AN T8 LA AE LS ki . R A
SR ENTEAA (LR CBG / P O50 MR R Gl 7R O FR 84 (2. 04 38D "H-NMR
(CDC1,, 400MHz) 8. 40 (s, 1H),7.60 (s, 1H),2.30 (s, 3H),

[0522] ZDHE B .5- y7 —4- FEJL — g —2- HIfEE

[0523]

0
H l hL\
= Br
[0524] FEAMFE TERIFEETEEE T 2] A LAY (4. 67 38D AT VI AWK (22 2
FOo BIERAEE -15° C, A0 MRFFHEEAE -15° CE -10° C Z [AHE 5 m s
PR EE (17, 2 ZFF, 15% VAT THE o). fEULIREHEFE N4 | /INE, SR J5 DAAR R P9 56
BT 0° CHERFINAT K BRI (1. 8 ZF) . LM RN 1 /N, 58
JEBINKA LS — 2 TEFE R . A HLE SRR T8 A0 B S ik 4a . BT FAR il b
=4 (2. 4 33, KRt it N — DA A .

[0525] PR C .5— 1 —4— HHL — kg —2- FHEEHS
[0526]

HOL

l N
H | =
7 Br

[0527] XS HE T AR B AL &4 (3. 1 50) 76 EtOH (47. 5 ZFH) MoK (23 =) FHIER
IMNFR IR R PR 5 (1.4 38D K LFRAN (1.9 3D fEZ I TP R B 15 408 ek A®
[ 42 DA B A 35 2% R A8 A R VA A48 T B AHREL A s A P ) (2. 2 3, B A4, LB N — D3R
. LOMS (F7VEF) 2. 09 43, M+H 564/566.

[0528] & B D:5-JR —2-[5-(3,5- ~ G - K FL)-5- = FH S 4,5~ ~ H - F IE
Mk —3— S 14— R — ifhie

[0529]

[0530] FEEELES T, XNEATLECIMLAET (2.2 3 T —F B F Mk (24 27D

F VAT = YOI N- &R B % (1. 4 78D ik RNIR A WAL= R HEFERR R, NN

1, 3- —& -5 (1- =P - 2H0H ) - K (2.7 7, 148 W02009,/080250 Btk in LAl &) T

DMF (6 ZZF1) T HIVEW, B IMAN =20 (1. 43 2T F DMF (14 7D T RIE®R. R

ARSI T IR 1 /N BRI N KK o S8 A AR GTE , BAK e BA A L2

TR T3 B AR P24 (4.1 50). 'H-NMR (CDCl,,400MHz) :8. 60 (s, 1H),7.90 (s, 1H),7. 50
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(s, 2H),7.40 (s, 1H),4.20 (d, 1H),3.85 (d, 1H),2.45 (s, 3H),
[0531] DIRE :6-[5-(3,5- ~ & - ZFH)-5- =FFH 4,5- 5 - FMEm-3-H]-4-HF

F: — IR
[0532]
F ~N N OH
L 97N

Cl Cl
[0533]  £F 300 ZFHEIEFIIANIE - T EE (90 ZF4) . Z 4R (38 Z i) M IF — T 4 - — 4N
Pk (184 Z70). SRJG, INNTUE B 2 —f% (1. 93 ZFH A S 5- 1R —2-[5-(3, 5- & - &K
HE) -5 ZHFFHE 4, 5- T - FREM -3 14 FIE - e (7.5 5, Wb SR D Bl .
[0534] R RiAEfEZE 15 E—5F Az AT 20 o8t ARG R MRS T B R
B, DL BIRRAE Celite gy L F F 2R, FEIE FERZIEF MG B il 5%
BV R 2 i ik (28R UG, 3R OB 1015 B AR B bR B = M) T G (3. 45 58
"H-NMR (CDC1,, 400MHz):9. 03 (s, 1H), 7. 90 (s, 1H),7. 50 (s, 2H), 7. 40 (s, 1H), 4. 35 (t, 2H),
4. 25 (d, 1H),3.90 (d, 1H),2.55 (s, 3H),1.80 (g, 2H9,1.50 (g, 2H),1.00 (t, 3H). ¥ IHEE
AT VO PRIR (8 27, VLRI FEE (8 27 Sk (16 ZFF) IS AL (0. 58 7).
EE T HHE R SR G 3 /N, DL ZTR BRI DL IN R IR L . H R R A EUK
J2 VA AT A FF R HUE LR T8, SR G R S Rk 4. FREE YT BEke &t il DA & £
I PE A3 B AR (O AR PR ™ (2 50D LOMS (7% F) 2. 22 73%f, M+H 419/421,
[0535]  JDURF :6-[5-(3,5- &~ Kt )-5- =PI 4,5~ 5 - M 3-JE 14§
JEN-T(R)—3— 480k —2-(2,2,2- = — 2.0 ) — Seummede —4- It 1 MAFER
[0536]

[0537]  BrAltb 510245 B TGP IR E I RIR (0. 15 5705 (R)-4- & -2-(2,2,2-=
R~ L) - SRR -3- Ed 0. 10 7, WA TG B 5 fsep 3 Bridin LAHI4R), W
KB 12 IR C ik o P bR Mo 1 ff i (48 2Z50). M.p. 53° C-55° C. LCMS (U7
W F) 2.13 3%, M+H 583/585.

[0538]  MKHESALT Skl 17 Pk 7T ikl s L ML &4 :6-[5-(3, 5- & - IR ) -5- =@
HHE -4, 5 T - B -3- S J-4- B N-[(R)-3- Sk -2-(2,2, 2- =3 - 4 ) - ¢
W —4- 2 |- B L& €.

[0539]  Jefbldth, = BEAT i S B2 BL3RAG 2- 2 -N-[(R)-3- H AN -2-(2,2,2- =/ - &
B ) - RUEMEGE —4 J ]-4-[5-(3,4, 5- =& - IRE ) -5 R A 4, 5 S - R -3
A - IR BRE AL & C8) B, A R REAE R AR 2 M 4l Ak 22 J 3 S T 3 I PR AR X
WA A o DRI B SR A 5 3R AT B2 10 5 T — e Bt He o HLE AR MOz & e it e A
FAFTE HPLC. 7&K iz [l 4 G 5% — AR XTBRAAD 8. 90 238 (91. 02%), 1. 97 3%
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A1
|:|

(08.98%) o FIFHFPE HPLCTT V% KO M Ie i (& & 73— N HEXT LD :8. 66 4381 (17. 50%),
11. 02 72%f (69. 38%).

[0540]  ZE{DLHb, 4 BE 4T % OB LIRS 4-[6-(3,5- &l —4- - A 4 )-5- =/ F
B -4, 5- - e -3 JE ]-2- FEE -N-[(R) -3- AR 2-(2, 2, 2 =R - R ) - RRE
b -4 B 1- R F Bl (&4 COOMY, A AT BeAER A JZ A i Ak 2 il i e 3 FRIX A
AEXT IR AR . FHZFR RS SR R IE B AR MR A . B TR % HPLC OF
K ATz E CE A — AN EER A 8. 31 434F (87. 79%) . FIH T HPLC (7% KD A #7
IR (& & N ERT ) <8, 28 234 (18. 15%), 10. 75 438 (81. 85%)0

[0541] sk 18 - AIFAT 77 3Cib 2 A e A AN -S4 ()30 DT VK
[0542]

2 R
4 S o BOP-CI |
HLN s 2
" sl i * 7= ;I\’l =t AK\N
A 4¢k‘(OH \R‘3 Hunig"ﬁ@ 3| H e}

A N
o X_9
R

{ith) {iih) (th)

[0543] 34X (TTh) ZRHER (20 i BE/R) T N, N- R 2 BEfZ (“DMA™) (0.4 ZF) &
EI’J BTN (TTTh) % (26 FUBE/RD T N, N- L 2 Bef% (“DMA™) (0. 4 Z£F) H TS

SR (Hunig' s B (0. 03 ZF) DA (2- 4 JE —3— WEm L ) [ it L (“BOP-C1 ™)
(10. 2 250 T N, N- “H 3 Z B (“DMA™) (0.2 ZF4) FIER. 75 90° C Hiidk M iR
G 16 /N o S NIR A A UL SRR TR S IS T g /N, N- R OBz (4: 1)
(0. 8 Z&F+) LA HE HPLC 2tk . Bb77i248 T 3047 77 sl & 2 ML 64 GR H LG9 5
H1 22 H26). H Tl #K HAL SRR IR 213 B st 19 & 31 frid K.
[0544]  SEf 19 :2- FHE —4-[5-(3- =G FF AL - R0 ) 5 =L 4, 5- — 5 - Bl
e —3— L 1- KR
[0545]

L
[0546]  ULALAVIRARRESSAISLA] 24 Fridasiein LA & .

[0547]  SEH20 :6-[5-(3,5- ~ & - %) -5- =@ 4, 5- 5 - FhEmW-3-F1-2-H
At — JHER

[0548]
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[0549]  HAL-S) BB L) 17 58 A-F Prifi@ e f 2, 5— IR —6— B — mengin A
il £ o

[0550]  =Ef5 21 :8-[5—(3,5— & - ZKJE)-5- —FHFH —4,5- 5 - FMEm -3-H 1-1%
nﬂs —5— ﬁ‘,\g?

[0551]

Cl
[0552]  UbFRAE™ W) fd 5 Sef) 17 0 5R C-E FridtH FA i 3 65— B — Mk —8— g
pi DGR

[0553]  5- R — W&k —8- FIEE M &

[0554] DU A .5 yR —8— FHJL — Wik

[0555]

Br

[0556]  5- R —2- HFEIRRL (7. 44 5D H M (7. 4 578D VREFE IR (4.9 50) T 75% AR (20 &
FO FERAE 150° C #INH 3 /NIF o HFIEBA AN Z 00 C, AR5/ Ot F /K M A AL A
Rl R AWAL R BRI, GoKFRE M IR CBR R =R« &6 A NLZE
VAN SR K I, SR AR RN T8, LA RAE B R B Va5 MG a8 R Z ik et
(&R B R LA B B PR A4 (6 78). 'H-NMR (CDCl,, 400MHz)8. 91 (m, 1H),8. 51
(m, 1H),7.7 (m, 1H),7.50 (m, 1H),7.4 (m, 1H),2.72 (s, 3H),

[0557] DR B :5- J7 —8— yRFIE — ik

[0558]

N
\ 4 Br

Br
Br

[0559]1 AT A HH AL Ak, M FARHETT 5T R g A e (245 250 AT, 15
AT A LS (4. 4 75 ZETIE FF 48 (200 T HH N- 1 — BEFAEE V% (8. 9 1) 1]
W12/ o FERREZT , JERRBRIAME I, /£ -2 T EREEA, G BT — 8
B, "H-NMR (CDC1,,400MHz) 8. 90 (m, 1H),8.45 (dd, 1H),8. 15 (d, 1H),8. 10 (s, 1H),
7.80 (d, 1H),7.45 (m, 1H),

[0560] BIE C :5— J7 — MENfk —8— %

[0561]
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Br
O

[0562] A1 D3R B Bk 77 VA I fS R4 G4 (9 3D (R 7K /27 PR RS S8 T T A ER 4R (9. 7
T AFAE N T AR (138 ZF) oK (23 ZF4) AT 5 /M. Z8H Celite HJEFRIREL. JE
WA R W (150 ZF0) Fike, 588 2 i 2, 2R J5 AR K PR B BR AU BN (100 2P WK
(3x50 ZEFH) JhK (50 ZEF0) N7 . ANLZLRER N T 15, i 38 LA RAEDRE T 28 K If
SRRy L I FR B ) (4. 70 7). 'H-NMR (CDCl,, 400MHz) 11.4 (s, 1H, CHO) 9. 05 (m,
1H),8.61 (dd, 1H),8.15 (d, 1H),8.0 (d, 1H),7.60 (m, IH)

[0563] S5 22 :4-[5-(3,5— — & - KFL)-5- = FHFIH -4, 5- 5 - FhEmw -3 H -k
ui: —9— ﬁ‘/\@%

[0564]

[0565]  ULALAHZMEH WO 2009/080250 BTk bt & e H 65— FBESE — HEne —2- FRER
BN LA 2% . 5— FREEAL — kg —2— PR R FHES S2 18 ] Angewandte Chemie, International
Edition(2006),45 (1), 154-158 Frik s&F 1T 5- ¥R — MEE —2- BRI B EE v )5 FF AL n
PLA ko

[0566]  SZf5] 23 :2- FRTAHE —4-[5-(3,5- @ — I )5 = FHFH 4.5- “H - FIE
M —3- S - KRR

[0567]

[0568]  BLFR &% H 2- 1R —4-[6-(3,5- & - K )-5- =R 14,5~ 5 - FE
M —3- B ] DR R RS (524 27D, t N FTIA

[0569] 4K FHG PR TR SN ER (0. 67 3D MIVAR . 2- ¥R —4-[5-(3, 5 & - ¥t ) -5- =HF
HE -4, 5- " - mIEME -3 0 ]- R HER S (3 5D AW (ORI ) SUBEER (TT) (210
250 MR R R (38 =) . AEER MR BIEEY) 30 280, 2R E IS 2N
TR B K VA TR DA SR BT SR B 7E 110° CINRBRR . 1 MR A4 Hy flo i3 PL I
{5 B A VA RAE L2 TN IR G T AT 21 28 A, AR B LR S8R « FIZKIM A WA, 2B ER
TR RAEE SRR REN . BT B0, sy 17 BIRE ik, J2 46
TR R AL A (2.5 75). LOMS (J5¥E F) 2. 15 434, M-H 442/444.

[0570]  SEf5i 24 .2- 3L —4-[5-(4-FIE -3,5- ~E - EH)-5-=FHHE 4,5- " H-5F
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W —3— L 1- RIS
[0571]

[0572] SBIRA-C:2,6- & -4-(1- ZHFFHE - 2% - KRB
[0573]

Ne T (If(COD)(OMey),), Ng 1.Nal,, HC Ng
Q\/Ej B,Pin, c;I j\B,o 2. Frafefenk,CO, ci
dtbbpy 5 7&4 Br FF
F
)<
g F

[0574] LIEA
[0575] RS RAGEAL (1, 5- BRE 4 ) &S 4K (35 Z 5D T Okt (10 Z ) A
W 4,47 — ZRUTH 2,2 — —ibmE (110 2270, % IRt B I B A SR 2, 5
it (pinacol diborane) (2.23 5&) DA fHiAMAE IR 5 208, XTILIERMA 2, 6- —
A - RHFNE L 3D BLAAE 50° C N &) 22 /bf o SRIGMEVR T Celite # FidyE
DA SR AR VEI . SRS (AR BT 1R SR DA S A S AR A B . FK P se A Lz, &
TR T8 S ik 4 . FREB VI ELZHE N —TBE R BATH
[0576] LIEB
[0577] A 2, 6— & —4-(4, 4,5, 5- PUHFEE -1, 3, 2] 400 —2- 28 ) - 2R H
(2,32 7)TF THE/H,0 4:1 JREW) (63 ZF0) FRIEBUINN T EEREN (5. 01 7). FFEER
30 8. fEFIE T KMEERER (IN, 5.5 ZF) INANBERT . £ A IR 6 /N,
SRIGTIMANIK Je = VA S Ay B A0 o LK BE A HLZ , IR AN T Sk 4 . SR B W) B 4%
PN —iE R RAEH
[0578] I C
[0579]  XPHHAI 2, 6- & —4- (AR ) - K HIF (1. 2 3T THF/H,02: 1RG4 (27 Z2FHH (K]
VRV 2- =3, 3, 3— =3/ — M (1. 2 2T, BRERHP (1. 54 5O VARG 1, 3- X (2, 6- —
FETA R ) - R —2- WP (1, 4- 28R ) 40 (438 0. fF 60° C HEFE MRS 3 /)
o LLVARA A2 =R VLSRG Celite # LIt I8 . 78 25 IR 48 BE MR L — 2k 7%
BV iR, FKZERL, RS 115 ks . s Tk FaEnsdiiimnig s 2, 6- —
-4 (- =FFH - 2 - 2B (1,37 3. "F-NMR (CDC1,, 75MHz) :—64. 65ppm.
[0580]  DAZRALTT =, 45 1- & -3- =@ FHE -5-(1- =HF £ - 48 )- 7K. "F-NMR
(CDCl,, 75MHz) :—63. 00 A2 —65. 04ppms,
[0581]  DASSALLTT SR, 19 1- 98 —3- & -5 (1- =& A - 20444 ) - K. "F-NMR (CDC1,,
75MHz ) :—64. 95ppm.
[0582]  ZLURD :1- =SS -3- (- =P A - ZMHE ) - ZERIH] &
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[0583]
IPp At K,CO,
N O\ F
o g-OH Br 70
FF F

[0584] X 3— =F I - ZEHIER (2.5 50) T THE/H,0 [ 2: 1 B &4 (36 ZT1) T VER
AN 2-¥1 =3, 3, 3- =5 - M (3. 1 ZF0), BRIRHH (3. 35 3D, SR G A ( =2RERE ) — &k
FEO(IT) (169 25D {E60° CHH:RBIRAM 7 /Do iEERAE R =, A5 T Celite
By 7R R WRATIE UL LR RIS fRSR B, FHKZEEL, R IR 85 15 Sk 4
WEM TR F&ENEAmF 2] 1- =R P AR -3-(1- =R PR - oMt ) - 28 (1. 23
7)o F-NMR (CDCl,, 75MHz) :=57. 87ppm j —64. 94ppm.

[os85] V4R E :4-[56-(3,5- — S A-F A -k L) b5 — P 4 5- — 5 - 5 IE
e —3— gt 1-2- HHE — ORI T BRI I &

[0586]
Cl
HO\N 1. NCS
| —— N=
H 7 2. Na af
07( h H 07(
p
al H
o . ol

g F

[0587]  Sf 4-( Felkiv et — H 0L ) —2— FJE: — R AR ER BT B8 (1. 47 50 T N, N- ZH B
BEfZ (13 ZF0) F E B N- SIS Z (“NCS™) (832 7). [EMERIRE THit:x
RIVREY) 2 /N INNTE 2 N- EBRIIEE % (“NCS™) (850 & 7) LA R ARG FE T i
RNIRE) 1 /N XF 2,6— & —4-(1- =5 - 2065 ) - KF G (1. 37 D = 2%
(0. 72 ZF) T N, N- “HEBEHR B (13 2T SRS BRTEINRNIR S . (EREEE ST
FERBIREW) 17 /NS o INAIK S B8 CBR VA S S & . KT a HLZ , LI BN 115
Jk4d . FREM T RER L& ENTEAL SR 4-[5- (3, 5— & —4- JAE - R ) -5- =&
HJE 4, 5- & - FlERe -3- 5 ]-2- HOE - SR RAUT EE (0. 902 7). F-NMR (CDCI,,
75MHz) :=78. 93ppm.

[0588]  DARWITTR, MMH T 1- VR —3- & —5—(1- =& H I - 285 ) — Z4E R0,
B 4-[6-(3- VR -h- & - FH ) b- =FH I —4,5- ~H - FMEM -3 5 ]-2- FIE - ZEH
BEAL T BE. ""F-NMR (CDCl,, 75MHz) :=79. 49ppm.

[0589]  DASSALTTZ, A 1- &0 -3— =m AL —5-(1- =5 - 2558 ) - RAE AT
I, #1143 4-[6-(3- -5 =P A - R dL ) -5- =/ P H 4, 5- “& - RlgM-3-F]-2-H
B - EHEREUT B, “F-NMR (CDCl,, 75MHz) :—62. 83 2 —79. 59ppm.

[0590]  DASSALTT R, S 1- =F P A -3- (- =F: P - 2053 - =0 R, i
13 2- FA —4-[5- =P E 5-(3- =Fm Pl E: - ORdk )4, 5- =& - mIlEM -3- & ]- %
IR T BE. F-NMR (CDCl,, 75MHz) :=57. 87ppm & —79. 85ppm.

[0591] L BB F .4-[5-(3,56- — G —4- F A - WAL )-5- —H P AL —4,5- —F - 7 IE
e —3- 3 1-2- HIE - ORIl &
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[0592]

[0593] X} 4-[5-(3,5- = @ —4-F/l F - K )5 = | B £ 45- - H -7 &
M —3— J ]-2- HIE: - DR T B (763 25 T & LT (9 Z2F) FIEBRIIMA =/
B CTFA”(0. 9 2T FEFEIR T e NIRA Y 20 /NS o I L B UL KA
KPR AV, KRN T8 SRk 4i A3 2 4-[5- (3, 5- & —4- JAk - k) -5- =/ HF
k-4, 5- & - SRR -3- 5k ]-2- FUEE - JRFIR . PF-NMR (CDCly, 75MHz) :=78. 91ppm,
[0594]  DASSABITT 3, B A 4-[5-(3- IR —5— & - ORJE ) -5- =H P& 4,5- & - »IE
W =3 -2- FI - DR IR T BRAE VB IaM BT, 545 4-[5- (3-1R —5- & - KH: ) -5-=
TR 4, 5- A& - FiEM -3- 5L 12— FE - RHER . F-NMR(CDCI,;, 75MHz ):=79. 46ppm.
[0595]  DAZRAATT 30, HEHH 4-[5-(3- & -5- =F W & - Ok & ) 5- =/ P4 4,5- =
S - i -3- Ak ]-2- AL - SRR T ERVE AR LA A BT, 45 4-[5- (3- & -5- =F A
B - ORI ) 5 ZHEFH 4, 5- A - SR -3- gk ]-2- HE - KRR, F-NMR (CDCL,,
75MHz) :—62. 84 }% —79. 56ppm.

[0596]  DASRAIT R, 4fH ] 2- B dk —4-[5- =H/ P -5-3- =P AL - ZFH ) 4,5- =
- R -3 A ] DR R BT BR AR R 4G M R, 4T 2- R 4-[- =/
B 5 P A - KR )4, 5- A - RrEm -3 5 ]- KR, F-NVR (CDCl,
75MHz) :=57. 87ppm X —79. 83ppm.

[0597] S5 25 :1-[5-(3,5— ~& - AH)-5- =FHH 4,5- ~F - K -3-HL]-F
Ik —4- SRR

[0598]

[0599] ARl =4 e K HESAL T 5245 21 Frid s 5 4- IR —1- B 2E — SrEmioin PA] & o
[0600]  S2f5] 26 :4-[5-(3,5— & — FHE) 56— =F P -4, 5- — 5 - FEm —3- 3 1- %
R

[0601]
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[0602]  IKALA 5% 0 W02005/085216 B in LA 4% o

[0603]  5E fi] 27 :2- YR —4-[5-(3,5—- ~ H - K )5 — F F| H 4 5- ~H - F I
I —3- L - IR

[0604]

[0605]  BLALA Y2 Tl W02009/080250 BT ik in LA 4 .

[0606] 5L f5] 28 :4-[5-(3,5- = & — K Ft)-5- = H HF H -45- - H -7 &
M —3- L - 28 -1 RIR

[0607]

Cl

[0608]  IHALA M2 Tl W02010/025998 FT ik i LA 4 .

[0609] =24 29 .2- FEHE —4-[5-(3-& —5- —F I - RH)5- —FHHPH 4 5- H-57
IEme —3- it 1- REHER

[0610]

[0611]  BEALA Y RARIESSALT 21 24 Frk i 42 im BA] 2%

[0612] =26 30 :2- L —4-[6-(3-F 5 - K I )-5- =PI 4 5- ~F - FME
M -3 |- KR

[0613]
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[0614]  BbAL AWM SSALT 5241 24 Brid i jJHU\?F[J%

[0615] S| 31 :2- B3 —4-[5-(3,5- & - z;x;i) S-S @R 4,5- H - B
I —3- JE 1- KR
[0616]

[0617] L B8 A:4-[6-( & - — & - B HL)-5-(36- = & - H I )-45- — F - F U
g -3 Bk 1-2- HIIL - SRR ] BS I il 2

[0618]
1 /l< Ci F ELN
O + £ Ci 2 . ¢
ANy CH,CL,
HO L ¢
[0619] X K R A-[ & (B2 A W& A ) A& J-2-( =& B 2 ) BT B GR 48 wo

2009/080250 Fr 1A in LAl £ (1. 25 ﬁ) K1,3- —&-5-[1-(A-—m-FH)- 2%
B - R (119 3D GR4E W02005/085216 i LA %) T & H b8 (30 Z ) F1 HE BRI
(L9 B . REIREWEE R IE R4 MAFE] (1,95 7D 4-[6- (& - =/ - F
H)-5-(3,5- F - M) 4, 5- & - ek -3 i ]-2- B - R ERUT BR (1. 69 v,
FLAES — D RS i TR ATAR S5 A Ak

[0620] D UEB:A-[6-( & - ~F - HF I )-5-(3,5- “H -FKH)-4,5- “H - 7FIE
e -3 Jt 1-2- FHL - KPR

[0622] Xf4-[5-( & - ~ & - F #)-5-3,5- ~ & - K £ )-4,5- - A -7 IE
M —3— i ]-2— I - DR FIIRARUT BE (1. 95 b)) T & b (20 Z2F) FREBRIMA =/
MR (CTFA”) (3 2. EMERIE TR MR GV 16 /M. #EAMRE S H k.
FEREIR AR BB GRRIR « LTR CBR / B, BRREH 101 2 1:00 433 4-[6- (& - =
- L) -5-(3, 5- & - AL ) -4, 5- A - mlEmM -3 ] -2- HE - ORHIER (1. 37 wD.
'H-NMR (CDCl,,400MHz):8. 10 (d, 1H),7.65-7.45 (m, 5H),4. 15 (m, 1H),3.75 (d, 1H),2.70
(s, 3.

[0623]  SE 5] 32 :(5{4-[5-(3,5— — & - 2K J:)-5- = | H H -4.5- — H -
W pe —3— BE 12— B L - O R R L S L} - H L o A L -[1,2, 3] WE ME W

&#m
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(oxathiazolidine) —3- RIS EAIL P IS HU | s Y. &Y F8) il %

[0624] 20 U A .(3{4-[5-(3,5- — S — K F)-5- = H B & 4,5- ~ H -7 &
e —3— Jk 1-2- L - SRR GE | 20— B0 - PRI — S FR RO T IR I i 2%

[0625]

[0626] JFELEEE (0.9 ZFHOW A 4-[5- (3,5~ & — &Ht ) -5~ HIHE 4,5~ 5 - 0
M —3— JE ]-2- FIEEOR AR (0.9 5D T & ke (20 270 M 1 N, N- = R F i P )
WA A =T B AN 6 /0 o IRAWAWR s B TR EWE T 4 E (50 20, B
(3- & FE —2- B - ) EEEF BT BE (0. 8 5) (J. Med. Chem. 1998,41,236-246), &
=R 0.9 ZF) T 4 (50 ZF1) FRE AL FR DL AR B AR M HHE 16 /M. ROV
REMEkss B TR B4 ZEirikaith Gl Ol / 4R B8 50: 50143 b5 L &4
(0.51 30)o LCMS (J7¥2 G) 4. 00 43%F, MH'590., 'HNMR (CDC1,, 400MHz) :7. 42-7. 51 (m, 6H),
6.77 (m, 1H),5. 11 (t, 1H),4.09 (d, 1H),3.86 (m, 1H),3.80 (m, 11),3.72 (d, 1H),3.67
(m, 1H),3. 48 (m, 1H),3.26 (m, 2H),2.47 (s, 3H), 1.42 (s, 9,

[0627] 20 BRB:(5{4-[5-(3,5— — & - K J)-5- — F HF F-45- ~ H -7 IE
Mg —3— ik 1-2- L — IR P EE LG | - FEOR -2 SO0 (1, 2, 3] MEmEmrbk —3— SRR S L

L
3k =Seiq e

[0628]

[0629] % (3{4-[5-(3,5- & - K} )5 =F FH -4, 5- & - FrEmM —3- Jt ]-2- H
HE - RFER R RS | -2- RO - TR ) - AR EGRUT IR (150 )T &R S (10 Z2FOF )
WA A Z 00 C, FHIERE (0. 16 2P JOmBE A (0. 04 =) A L3t 2 /). BE

22 AT (50 ZF) FRE, 28 2N R TP A A Z8K (B0 D) Wik, B A NUE, AR RN
TSk 4i . THERR EEAT EATEAAL R O R / 418 ZBR 40:60) 143 2IbR L 54
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(50 Z£7). LCMS (734 G) 4. 29 4%, MH'636, 'HNMR (CDCl,, 400MHz) :7. 13-7.59 (m, 6H),
5.15 (m, 1H),5.45 (m, 1H),3. 94-4. 23 (m, 3H),3.72 (m, 2H),3.40 (m, 11),2.45 (s, 3H),
1.51 (s, 9H),

[0630]  SE5133 :4-[5-(3,5- ~ & —Z&IL)-5- = F I -4, 5- 5 - FMEW —3-J1-2-H
HE -N-(2- S -1, 2, 3] WEMEmMrIbk —5— JERF L ) - SRR (b 54 F9) [l &

[0631] 2 B A N-(3— Z( Jt —2- ¥2 BL - P B )4-[5-(3,56- ~ @ - K KL )-5- — F H
gt -4, 56— A - M -3 12— B - ORI R R i £

[0632]

NH,
OH

[0633] 4% (3{4-[56-(3,5— & - KK )-5- =FHEM 4, 5- 5 - FrEm: -3- 5 ]-2- H
S - RFBR AR RS | -2- RO - TR ) - E AT EGRUT IR (0. 2 3T & F S (10 Z2FHOF )
ERA AR 0° C, H =AM (0. 5 ZFHOAER DL it 10 /N o 7EE 25 kY R NIR A
PA R &R 58 (50 ZEFHOMRE , FH AR FR SN /K L (20 S ) L B 7K (2x20
2T k. AEANIR, LTRERA TR KRGS B PR EAL S (0. 13 7D, LS 7%
G) 2. 84 43%h, MH490, 'HNMR (CDCl,, 400MHz):8. 05 (t, 1H),7.81 (m, 1H),7.80 (brs, 2H),
7.59 (m, 4H),7.48 (d, 1H),4.36 (d d, 2H),3.85 (m, 2H),3. 28 (m, 2H),2.50 (m, 1H),2. 37
(s, 30,

[0634]  DUEB :4-[5-(3,5- & - Z8HL)-5- =PI 4, 5- 5 - PIEK-3-JL]-2-HF
HE -N-(2- Ak —[1, 2, 3] WEMEmMrIbk —5— Jb B L ) — O BRI e 1) il %

[0635]

[0636] K N-(3- 24k —2- Fok - AL ) -4-[5-(3,5- & - Ak ) -5- =@ & 4,5- =
2 - g -3 gt ]-2- B - ORI (0. 2 ) T & AR (10 =) FRERA A 2
0° C, FINEIE (0. 32 ZF4) R HIEE & (0. 06 ZF4) A3, UL R dEE 4 /haF. I & F 5
(50 ZF) W BIR &4, H 2N SRR R AR G H LA S A K (50 2P ik, A EA VL, Al
FREN T8 Sk s . THEIR B AT Rkt R Okt / 4R CBis 40:60) 13 2145 &4k
AW (20 255, LOMS (J71k G) 3. 88 438, (M-HD 534. 'HNMR (CDC1,, 400MHz) :7. 45-7. 52
(m, 6H), 6. 50 (m, 1H),4.05 (d, 1H),3.98 (m, 11),3.72 (d, 1H),3.62 (m, 11),3.51 (m, 31,
2.46, (s, 3H),

[0637]  5£45] 34 :4-[5—(3, 65— — G — IRHk ) -5 FIHL -4, 5- 5 — FlEME -3 F [-N-(1- H
ik -3 SR — b —4- B ) - RFREE IR LAY AD 2 i %
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[0638]  JDIEA .4- S0 —1- L — WA (pyrazolodin) —3— F [ il £
[0639]

[0640]  FH 10%Pd/C (24 Z£ ) AbER 4— R IEAA B R 20 Bk —1- AP R — bk —3- f (240
2L, | Z£EE/R) (Tetrahedron 1998,44 (1),3231-3240) T HEE (50 ZF+) T HIAETR AL
76 3 R T R A 3/ BIER A H Celite I8 HLAE T N4 B8 MK 4E 13 3 b5 Bk &
¥p(110 255, LOMS (J5¥EG) 0. 42 %8, (M-H) 116, 'HNM R (M e 0 D,400M H z):2. 96
(t, 1H),3.00 (s, 3H),3.55 (m, 1H),3.72 (t, 1H),3.85 (b s, 2H),

[0641] D4R B :4-[5-(3,5- —& — RHL)-5-HAt 4,5- "5 - BiEmW -3- F I-N-(1-H
Ft 3 AL — bk —4- FE ) — % I 1) 1 A%

[0642]

[0643] A EEEE (0. 18 ZFOMIIA 4-[5-(3, 5— & - 4L ) —5- HHk —4,5- 5 - g
M —3— 2 ]-2- AR IR (0. 398 b)) T & e (10 ZF4) S 1 N, N- — FBE H ik S
o PRV DA AE SR8 R U R HEEE 6 /N . TR Ak 4E HOG R E ST & ke (30
T, F A- Ik —1- B — mbmek -3 B 0. 11 T RITETR, = 2.0 (0. 5 ZFH) T TU A kiR
(20 ZFPOHIVETRAN TR, LA AE RS TR 16 /N o A3 5 SRS 4 LA S AETES b3k AT
JEMTIRAAL (BRI C ke / LR L8R 60:40) WS 2 N E R4 &) 4-[5-(3, 5- & - &K
) -5 BHE -4, 5- & - T -3- B 1-N-(1- FUE —3- A - mbmkek —4- - JE P L
fi2 , Rt AR IR A (5 Z 7D, "THN M R (C D C 1 ,):2.42 (s, 3H),3.01 (s, 3H),
3.55 (t, 1H),3. 71 (d d, 2H),3.86 (m, 1H),4.08 (d d, 1H),5. 13 (m, 1H),6.29 (b r.d, 1H),
7.4-7.6 (m, 6H).

[0644] S5 35 : AFRAT 77 Uil 2 A A BHAL 54

[0645]

O~

R* | I Ay + HzN_CZ,; sop-c RMA&N
AN /)\‘rOH Humg@ﬁ?, Agl\ A(?‘\”/“ W"ng

o O
[0646]  FRIFSLMH] 18 ik iE AR F?, LLAHAT 7 Rl s 2 Pl (D D AW GR T 1k
G T1-732) 0 BEMIE DL 73 B RN B A AR, A A4 AR T ) A J B.
[0647]  SEf 36 :4-[3-(3,5- — &~ AH) 4.4, 4- =5 ~ | -2- M I-N-(R-2- 2
At -3 L — IR EE —4- Jt ) 2 AL — OR B ) i A
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[0648] DI A 4 L -N-((R)—2— £ HE 3 40 — el —4- Jt ) o HJL - R H
Bif%

[0649]

H O
O N]n '!J
o o0

[0650] FERALFE T, X 4- A8 —2- AL - ZKHFER (1 52, 01 W02009001942 Fridk fin
DA £%) T & BE (200 2270 f ZHBE B (0. 2 ZF) HH S0 NS B4 (0. 53
TP, NG E TR IR SR ZE NI | /N BB AR 1. £ B2 TR LTSRS
FHBI ) 4- B —2- L - RPBREAMAY . AFET, N R -4- &5 -2- 2.5 - Frgme
Wbk —3— fid (1. 64 52, 26 4, D B) T/K & F (10 Z2F) FRBERFIN=4% (6 2
o AEZET, WMBEERT S 6 Z2FHOF AR IEIMMB 2R ST =il T hite
4 /NI, R JE KRV o FIN SRER KA A WA . A ALZ LB T8 B AL T BR
FIEFNMAF BIGR BE ), Wit 0 = O WE S A 43 2 4 A lE 44 (1 58D . LOMS(7iZ: AD1. 23
S %, (MHHD) 4291, F M HPLC (J7 3 HD 30. 18 4341 (98. 99%), 33. 62 3 8h (1. 01%). 1HNMR
(CDC13,400MHz):1. 20 (t, 3H),2.50 (s, 3H),2.60 (s, 3H),3.65 (m, 2H),4. 05 (m, 1H), 4. 85
(m, 1H),5.0 (t, 1H),6.45 (bs, 11),7.50 (d, 11),7.70-7.90 (m, 2H),

[0651] D UEB:4-[3-(3,5- & - FF)-4,4.4- = - T 2- 4B I-N-(R-2- &
-3 S - e —4- S ) -0 B - ORI ERY

[0652]
H
FF Fo Ned §
) M

[0653] X} 4- Z.Widk -N-((R)-2— £ J& —3- S0k - Fmimel —4- Jt ) —2- FJE - DRt f%
(13T 1, 2- &k (5 ZFOFHEBMA 3,5 & 2, 2, 2 =& AR LA (0. 92 7)), TRIER
B (0. 48 78D, M= % (35 2 50). 76 100° CINVE MR, A HE =R, R T R4
s oK Z 85y 2 o F CBR CBRAERUKE IR S IR E AR TR BAE R =T
BRI FREEWIFEE FEENTIAAME (LR L85 / FR b 13 28 3 (G SR bR L 59
(135, LCMS (G A) 2.02 43 h, (M+D '515/517, 'HNMR (CDC1,, 400MHz ) :83 :17 [ %] it
SRR CEY R (2 REY. TESMME 125 (t,3H),2.50 (s, 3H),3.70 (m, 2H),4. 05
(m, 1H),4. 85 (m, 1H),5.0 (t, 1H),6.35 (b d, 1H),7.15-7. 65 (m, 61D, > & F# ik 1. 25
(t, 3H),2.55 (s, 3H),3.70 (m, 2H),4. 05 (m, 1H),4.85 (m, 1H),5.0 (t, 1H),6.40 (bd, 1H),
7.15-7.65 (m, 6H).

[0654] 525137 :4-[5-(3,5- ~ & — 73 ) -5- =F P I 4, 5- ~H - FMEW 3-F 1-2-H
H N-((R) =2 20 —3— S — umedse —4— 3t ) — IR B E I 2 A Rl 2%

[0655]  ZGOE A AEFIHIE 22,3, 4,5, 6- LEARKE - B4 i85k
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[0656]

[0657]1  7E 80° Cn# 1- I -2,3,4,5,6— FLHEA (0.52 75) AZET(0.5 ) THIE
(9 ZFP) FRATRIE 18 /Mo B R MR- GWIEIN = LB LA AR G s m 4 ik o (A i 44
BRSP4 (0. 90 58D o M. p. 162-165° C (). LCMS (U732 G) 1. 08 43-%F, M'505 ;'H NMR
(400MHz , CDC1,)8. 78 (d, 1H), 8. 05 (d, 1H),7.78 (d, 1H),7.39 (d d, 1H),7. 18 (d, 1H),6. 73
(m, 1H),6. 41 (d, 1H),6.09 (d, 1H),5.50 (m, 1H),5.04 (d, 11),4.98 (d, 11, 4. 70 (m, 11D,
4.63 (d, 11),3.98 (s, 30),3.97 (m, 1H),3.74 (m, 2H),3. 10 (m, 1H),2.81 (m, 1H),2. 30
(m, 2M),2.05 (m, 2[),1.41 (m, 1D, "F NMR (376MHz, CDC1,) —132. 67 (s, 1F), —146. 60
(s, 2F), —158. 28 (s, 2F),

[0658]  DAZEADTT b4 P AL 3, 4, 5— = AR A IR L B - Ak
AETHELY.

[0659]  DUEB :4-[5-(3,5- & - At )-5- =PI 4,5~ 5 - FhEM -3-FE -2
B N-(2— 2 -3 5 - BREmEE —4- 5t ) - SR

[0660]

[0661]  7E5° C (UK¥) ¥ T4 [ 5M S A AL BN T (0. 09 ZFP) N N 72 42k i v Wl (50%
FEKH1,0.024 ZF) . fE5° CHEFEIEW 16 78, RGN 4-[3-(3,5- Z& - 7K
F)-4,4,4- =8 - T 2- B E I-N-(R) -2- 23 -3- S & - RUEmgs —4- 3 ) -2- |
S - R H WA (100 208D K - S FIRAY (20 270 CPER D T 8okl 2
FO FT0K - TRERG F A H ISR . 72 00 C PUEIHHR G 4 /M. =
SRR NIREY, Bt 4 5 5 (isolute phase separating cartridge) H7E
B NG N gk, SREM T RERS L3S LA (el < BEET / .88 2.1 5% )1
BRNFRBALAY (9 Z50). FYFHET P HPLC 481 O7 % HD :18. 7 43-%8F (42. 5%), 19. 6 434
(24.2%),21. 4 5351 (8. 5%), 22. 8 43t (24. 8%).

[0662]  DASALTT =, [ A 3, 4, 5 = FAR LR A4 T SR VR AL A E e AR, 43 21 DL LA
() S i A4 (38 Z£ 70D :18. 5 40 4f (14. 9%), 19. 5 43 (35. 9%), 21. 2 434 (12. 5%), 22. 7 434
(36. 7%

[0663]  DASALTT 3, [ 2, 3, 4, 5, 6— TR HE — 4 S5 IRAME 407, 15 21 DA
N EGA Y SR AR (23 2230 <18, 6 40 (16. 8%),19. 6 43T (38. 0%), 21. 3 434 (9. 2%), 22. 7
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% (36, 0%) o
[0664] FA.XTDWEY) -

[0665]

(la)
[0666]
e | R Yt o[¥? % Y* R* |LCMS # |RT (4 | &t
% s )
J,;.
Al Me CH, | S S CH, |H [F 220 519/521
[0667]
e | R Y [Y? Y’ Y? R° |LCMS # |RT (4 | fig
9 % * A% )
%
A2 Me CH; |S(0O)|O CH, |H |F 2.04 519/521
A3 Me CH; |O N-Et |[CcH, |H |E 2.02 516/518
A4 Me CH; [N-Me [N-H |c(o)|H NMR A JLEH] 34

[0668] £ B .U HEY:
[0669]

Cl

(Ib)

78



M

CN 102639529 B 76/86 T
fets | R G' |R’ LCMS |[RT (4 | mi#
% 7 ik 4 )

_%.

Bl Me 0O |H F 1.99 500/502

B2 Me O | CH; A 1.99 516/518

B3 Me 0 A A A 2.06 538/540

B4 Me 0O |¥x F 2.17 590/592

B5 Me |O |222-ZRTH F 2.11 582/584

B6 Me 0O | CH,CH;, F 2.05 528/530

B7 Me 0O |2-F&ACTA F 2.02 558/560

B8 Me 0 |&TH F 2.14 556/558

B9 Me |[O |2-ATH F 1.94 544/546

[0670] BI0 |[Me |O |BZEHRTI-3-% |F 2.13 572/574

Bll | Me 0O |HTA F 2.16 554/556

BI2 |Me |0 |&&%TH3-4 |F 2.06 556/558

B13 | Me 0 3-FA-T2HK |] 2.04 570.29

Bl4 | Me O |4-mR-FHR J 1.90 637.28

B15 Me ¢] LLI-Z R/ Ak-3- |J 1.96 598.24
F 3

Bl6 |[Me |O |4-#-F4 J 2.04 610.27

B17 |Me |0 |LLI-ZATk-4 |] 2.01 612.27
&

BI8 | Me 0 |2-fizH J 1.80 555.24

B19 | Me 0 |26-—f-Fh J 2.04 628.29

B20 [Me |O |HAAFL ] 1.95 556.3

s | R G' |R LCMS | RT (% | it

Wy % Fk %)

,%.

B21 | Me 0 |2 [13]=WEkmo- 2 | 1.88 616.3
LA

B22 | Me 0 5-Za Wik | ] 2.07 650.24
2Tk

B23 | Me 0 |[25-=—Wi J 1.85 611.32
2H-[1,2,3]=v4-4-

[0671] A E

B24 |Me |0 |®TAFA I 2.05 570.29

B25 | Me 0 3-F AL AL J 1.82 569.27

B26 | Me 0 |m&avrd2-£9 |J 1.96 600.33
-3

B27 | Me R EEE ST J 2.14 620.33

B28 | Me 6) T-2-0k K J 1.92 554.25

B29 | Me 0 |xreAFR J 2.18 598.34

B30 | Me 0 ( #k-2-BR i} 1.93 587.26
O-WHh-15) -1-%
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[0672] FEC. XU WEY):

[0673]
lc
o, (Ic)
- %NHRQ
0
[0674]
fea | R A IR LCMS i [RT (& |
% 4)
%
Cl [345-Z8-F% CH |zx |F 2.09 562/564/566
C2 |35-—f-42-%% |CH |z# |F 2.09 605/607/609
C3 |35-=—a4-A-R& |CH |2k |F 2.04 546/548
C4 |35-ZAFH4%- |CH |zh |F 2.15 630/632
3
C5 | 3-F-5-#-F%k CH |z#k F 1.99 512/514
[0675]
feds | R AY | R LCMS % |RT (4 | A
W1 % )
_t%_
C6 |35-—FFL N 222- |F 2.13 583/585
ZAL
*
C7 |35-—&a%4 N zE |F 2.03 529/531
C8 |[345-ZF&F KL CH |222- |F 2.18 616/618/620
2R
E
C9 |[35-—f4-8-KX% |CH |222- |F 2.13 600/602
ZAL
E-S
[0676] XD .:;UD WEY:
[0677]
O\
4 N
| QL )
F.C S,
3 H\LN“"R
N
o)



CN 102639529 B w Bf B 78/86 Tl

[0678]
s | R R’ LCMS 7 ik RT (4| Jiit
% )
i
D1 35-Z#-RHKk zik |D 2.21 578/580
[0679] K E .U EY:
[0680]
(le)
1ee RT (4 | ik
4% )
[0681] £
El Me [O |[CH; F 1.98 514/516
E2 Me |O |CH,CHj F 2.06 528/530
[0682] FEF .U WEY:
[0683]

Cl
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A | R Y'Y Y’ Y’ RT (4 | iz
H Y 47 )
_132.
F1 Me CH, |CH; |N-CH,P |O 2.20 590/591
h
F2 Me CH, | CH» | N-CH; 0 1.80 514/516
F3 Me CH; |C(O) | N-CH.C | O 2.02 542/544
Hj
F4 Me CH; |C(Q)|N-CH:C | O 2.11 596/598
F;
[0684] [ F5 Me CH: | O S(o) |O 4.07 536
Fé6 Me CH; |CH:y |N-(4-% | SO, 2.02 654/655
ALK
3K)
F7 Me CH; |CHy |N-(2.2.]S0; 2.41 630/632
2-Z f
LE)
F8 Me CH, |N-CO |S(0O) |O 429 636
OtBu
F9 Me CH, | NH S(0) |O 3.88 534
[0685] £ G .U UEWY:
[0686]
cl
o<\
5 | (g)
cl F,C
H
N
0
e | ECS58aik | EC4 ik R RT TRt
Wk | 4eF A (4
[0687] | . b))
Gl (S) (R) -3 213 -
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b | ECSeyatk | EC4 sk R HPLC [RT [/f#
Wt | 1F 1.5 7 ik (4
3. #)
G2 (R) (R) ok | H 198 |-
G3 (S) (S) zE  |H 21.1 |-
[0688] | G4 (R) (S) ok | H 171 |-
G5 (S) (R) 222- |F 225 | 582/584
ZRT
E-q
Geé (s) (R) 22-= |F 2.09 | 564/566
AT R
[0689]1 FE H .U EY:
[0690]
3
R o\N
o (lh)
A\ JWN! Q
1A :
2 f SaAl i 3 9 LCMS RT (% i
%f’ A R R R P N MH
K
o 1.78 | 54631
HI Cr @ CF; | CHCHy | J
N [ J 1.85 | 530.64
H2 g8 /@ CF; | CH,CH;
¢
N o J 1.92 567.25
H3 © CF; | CH,CH;
ol
L0691] oy 7 J 1.85 517.24
H4 “ | /@ CF4 CH3»CHs
¢i
i f J 1.94 | 556.27
H5 <j/A © CF; | CH,CH;
o -
‘ Ne | J 1.75 555.26
H6 Cr | K| cr | cmach
o J 2 567.25
H7 = i /@ CF» CH»CH;
Ny~ ¢i
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A
g%% R R R? Re | VOMS \RT (4|
2 AR ik A )
7 J 1. 82 | 51626
HS L © CF; | CH:CH:
¢l i
Ci
o 7 19 | 594.14
HO " @ CF; | CH,CH;
) ci
g J 197 | 56627
H10 @ CF; | CH.CH;
cl
2 ] 189 | 56428
mir | LI @ CF; | CH,CH;
¢i
Br
7 189 | 574.19
Hiz | O @ CF; | CH:CH;
s
i
7 19 | 54623
His | © CCIF, | CH,CH;
el
o™ J 1.95 | 677.26
H14 ©/ @ CF; | CHyCFs
[0692] g : ] 188 | 60028
H15 9 CF; | CH,CF;
i
2 ' J 195 | 58524
H16 CF; | CH,CF;
ci
g @ J 202 | 62125
H17 g /@ CF; | CH.CF;
el
\ 7 ] 195 | 57122
HI8 @A @ CF; | CH,CF;
Tl Cl a,
N T J 203 | 61025
wo | I Dﬁ} CF; | CH,CFs
g J 185 | 60921
H20 Y © CF; | CH,CF;
N 5 ci
T J 193 | 569.83
mot | L © CF: | CH:CF,
¢l
§
T J 199 | 648.15
w2 | 1 )gj CF; | CH.CF;
ci
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xS P
< N ; o
i | L] Rl R | or [P IRLTT e
)
o J 205 | 62025
H23 @ CF; | CH,CF,
¢l
o J 198 | 618.26
06931 | prog | T @ CFs | CH,CF;
cl
Br
J 1.98 628.2
Hes | C @ CFs | CH,CFs
¢
7 J 2 600.22
H26 ©/ @ CCIF, | CH:CF;
¢l
[0694] £ J.:NA D WEY:
[0695]
3
2 }
R4 /‘A\A1 O'\ + -
) HWL/S“O
0
s -
e A P 5 Jextuk | LCMS | RT (4
A RO R | o | o4y | ME
7 J 1.82 537.23
i Cr @ CCIF; | A
¢
7 J 188 | 537.14
2 cr © CCIF, | B
o
_ . 1 J 1.9 555.13
[0696] | I3 @ mﬁjx CF; A
.7 J 195 | 555.15
¥4 r C;@.‘_ CF, B
I J 1.82 | 555.22
I5 Cr © CF: | A
¢l
CF.
; J 1.86 | 55522
16 r @ CF: | B
o
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ta R -
%,;7 A FMR | Fk Ab) MH"
o ¢ J 1.91 599.13
17 Cr | | e | a
. ¢ J 1.95 599.17
8 Cr | L | ce | B
| ¢ J 1.9 647.07
i Cr | Kl |ca| a
| ¢ J 1.95 647.09
nmo | T C‘Kj\ CF; | B
Br
J 1.82 565.14
i I @ CFy | A
fol
Br J 1.86 565.14
[0697] J12 ©/ /@ CF; B
[} o
] b J 1.82 539.19
J13 ©/ mj@"‘ CF; A
) ¢ J 1.86 539.16
na | 0 g:©~~~ CFy | B
o it J 1.75 | 522.19
J15 v @ CF; A
) cl
.y { ] 1.78 | 522.19
J16 v I )ij CF; B
- cf
[&]
Br J 1.82 585.12
| T @ CE: | A
al
Gl
Br J 1.87 585.09
ns | I @ CFs | B
¢t
& J 1.9 557.15
J19 @ CF; A
ci
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e | S BHk | FE | )
¢ J 1.94 557.2
J20 @ CF; B
¢l
‘ i J 1.86 | 547.21
121 @A © CFs A
cl
_ { J 1.92 5472
122 Q/A © CF; B
¢
N T J 1.68 | 546.18
123 Cr | | e A
N | J 1.72 | 546.18
e | C1 | K| cer | B
it J 1.77 507.16
J25 @ Q CF3 A
[0698] ¢l
7 J 1.81 507.15
J26 @ © CF; B
al
] 1.66 | 521.26
e | T AL e | A
J 1.71 520.72
s | TL || en | B
“ = J 185 | 589.24
o | T GF3J£ Lo crs | A
) I§ J 1.89 | 589.23
o | T . )ij CF; | B
cF, 7 J 1.86 575.16
131 @f © CF. A
) ¢l
cF, 7 J 1.91 575.15
| I © CF; B
) ci
[0699] a7 Sl
[0700]  UbSERIFZE UL (D AR / REMER . WI#ATT -
[0701]  #E IR (Spodoptera littoralis) (32 K&#EM o (cotton leafworm)) :
[0702]  HRAE A B ELAFE T 24 FUAE R E AT U BE B A& LA 200ppm F i H 2 1056
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BWE . fETRZ)E, MRl 5 R L1 Bigh iR gk, fELT AT (DAT)3 R Ja, Bkt
i FRAE T 28 MR AT AR KT

[0703]  "FHAL AW IR A MK = A %5 /D 80 %6 44l AL, A3. B1. B2, B3, B4, B5. B6. BT,
B8.B9.B10.B11.B12.C1.C2,C3.C4.C5.C6,C7.DI.E1.E2.F1.F2.F3.F4.F5.F6.G1.G3,
Gb.G6 H1.H2.H3.H5.H6.H7 . H8 . H9.H10.HI1.H12.H13.H14.H15.H16 H18.H19,H20,H21.
H22.H23.H24. H25 ;2 H26,

[0704] MAELFH H (Heliothis virescens) (AL (Tobacco budworm)) :

[0705]  H%BN (0 2 24 /N JOE TAENIER K 24 fLA &R 14 b R I DL
200ppm (FEF-H I N 18ppm) i A ZE A IR VAR AL B . /B35 F 4 RZJa, f B 1 op
PO Z YRR T AN A K T .

[0706] R HIMLEWIRTHET A 2/ 80% =i -

[0707] A1.A3.B1.B2.B3.B4.B5.B6.B7.B8.B9.B10.B12,C1.C2.C3.C4.C5.C6.C7.DI.
E1.E2.F1.F2,F3.F4.F5.F6.G1.G3.G5.G6, Hl.H2,H3.H5.H6,H7.H8.H9, HI0. H11.H12,
H13.H14.H15.H16. HI8.H19.H20. H21.H22. H23. H24. H25. H26. J10 /% J16,

[0708]  /3EHfk (Plutella xylostella) (ffi2zHi (Diamond back moth)) :

[0709] HA NEXKER 24 FLA =R e P48 (MTP) $ER2 S H DL 200ppm (FEH: A1
J& 2 18ppm) Jite FH ZE A I VA TRAL HE . 220 T2 Ja , MTP 28 L2 4 Gt 7 2 12 FD iR
Geo fERE 6 R, B2 4 B T3 M A KT

[0710]  "FAALEWIRE /N A 2 /D 80% Fxif

[0711]  A1.A3.B1.B2.B3.B4.B5.B6.B7.B8.B9.B10.B11.B12.C1.C2.C3.C4.C5.C6.C7.
DI.E1.E2.F1.F2.F3.F4.F5.F6.G1.G3.G5.G6.H1.H>.H6.H7.HS.H9.HIO0.H11.H12,H13\
H14.H15,H16. HI8, H19, H20, H21. H22, H23. H24. H25.H26. J1. J10 &z J13,

[0712] 44 H & (Diabrotica balteata) (T KMRHL) :

[0713]  HA NEXER 24 FLER & 48 (MTP) #E5F2 & # H DL 200ppm (FEH: A i
54 18ppm) Jits FH ZE IS VAR AL B . i IR 2 5, MTP 48 L2 BRI (R 6 &2 10 DR
ge. fE¥EE 5 RZ G, B2 4 IR T2 A KT

[0714]  TFHLEPxT &0 F g 7 A 2/ 80% 1l

[0715] A1.A3.B2.B3.B4.B5.B6.B7.B8.B9.B10.B11.B12,C1.C2.C3.C4.C5.C6.C7.DI+
E1.E2.F1.F2.F3.F4.F5.F6.G1.G3.G5.G6,H1.H5.H6 H7.H8 . H9.H10 . H11.H12,H13.H14.
H15. H16., H18. H19, H20. H21. H22., H23. H24, H25. 126 J4 }% J20. #kiF (Myzus persicae)
(2% kiF L (green peach aphid)), RGN 4R G F A M RFHZ G 8 & 1 AR
DL 12. 5ppm [E AR HEHCE T30 AW . BN 6 K2 Ja, B AR 138 T2 2 A 0 A W)
FIRF BRI o T FIAL B WX Bkl 7= A 22 /D 80% $54H -

[0716] A3.B2.B3.B5.B6.B7.B8.B11.B12.C1.C2.C3.C4.C5.C6.C7.D1.E1.E2.G1.G3.
G5.G6.H1.H5.H6.H9,HIO . HI1,HI12,H13,H14,H18.H19., H20. H24 ., H25 }% H26,

[0717]  JMHE] 5 (Thrips tabaci) CHH%]EZi#] (Onion thrips)) :

[0718]  [a] H 22 [ LA THCE T 24 FLAE T € AL I EUIE E AL L 200ppm 7t FH 22 1)k
RIS . R IE, B8 DR AT A R R S 38 7T R, teErE s i)
WT-Z,
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[0719] "R A4 G0 M ] Ey e A A /D 80% FaEHf

[0720] A1.A3.B2.B3.B4.B5.B6.B7.B8.B9.B10.B11.B12.C1.C2.C3.C4.C5.C6.C7.D1+
E1.E2.F1.F2.F3.F4.F5.G1.G3.G5.G6.Hl,H2,H3,H>.H6.H7.HS.H9.HIO0.H11.H12,H13\
H14.H15.H18., H19. H20, H21. H22., H23. H24 . H25. H26+ J3. J6. J8. J10. J19 & J20.

[0721] /iM% (Tetranychus urticae) (M- (two—spotted spider mite)) :
[0722]  EI8CE T 24 FUE R e P B LA & [E B4 DL 200ppm [t FH 22 1 56
TEWW5E . ETIRZ G, B8 DR A L MR R . /58 R, K& FE AL AT
Y RIC T RN IR T,

[0723]  FEMLAWINT -t A 2 2 80% 454 A3 B1. B2, B3, B4, B5. B6. B7.B8. B9,
B10.B11.B12.C1.C2.C3.C4.C5.C6.C7.D1.EL E2.F1.F2.F3.F4.F5.F6.G1.G3.G5.,G6.
H1.H2.H5.H6.H7.H8.H9.H10.H11.H12,H13.H14.H15,H18.H19,H20.H21.H22, H23. H24.

H25 J H26,
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