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[0037]  7ES(=0)  (=NRY) FEAEI T, BRIV ST IR0, 182, BT FR R ufly 2 Rl
01882 3 HAT#E 2 % & A H T LA F R &9, % 1HQ 2 Ph(3-CF,) :Q*&Ph
(2-F) sRUEH; REH; Y205 A -CH,CH, - s T2 -CR'R®- 5 R™ZH; ROEH; 3 HRTZH.

[0038] B A&, A B8 K — Ml a4k &4 (BL4E B SLAK S A 440 L FHEN- S84k M)
#h o A K IR K — TR A G %R A S YA S A KA E 2 (BRI DARR HA X&)
AN H N ARy A DL 5% ALK - 38 i A 7R ]S R R AT A R
7o AR B IE VS Fe— Fobt FH T 42 AN A SRR WA 9 A A 10 7 v S 1225V L A2 A L PR
SEREARBER ARG B0, AR SO RR I H &) Fcfi .

[0039] S BiEQAE— MERFIR G, ZBRFIR EMA S (a) 18 A 1 HEN-E e
HIALEY), BL S (b) 2/ —Fhik 5 W T Arid ) (b1) 2 (b16) (LA J (bl) £ (b16) L&Y
0 O B 0 P

B AT

[0040]  nA ST it FH, RiE “fL % (comprise)”  “B &% (comprising)” . “G 4
(include)” . “A#5% (including)” . “H A (has)” . “AH%E (having)”.“& A (contain)” .
“U % (containing)” \ “RRAEAE T BRHARATT HAR AR B 5 7278 o AR ARt M B FE , DAAT AR
B B4 BH 0 R 5 R 2% A D, B — RV R IWAH Y R ED T 2807 EA AR T
HRELTE 2, M2 AT PLALHE A R B S K o R, BUGRH &Y R G T 2807 A
ibrve

[0041]  JEREFEIE “H . . AR HEBRARAT R IR H I o 3R P IR B Sy i AR ZE K
VI g A 8 o A SRR SRk Sy P = A AN 5 B IS L U i kL B A B A4 R (HE T 5
AR A= FABR Ah o R E “H . . B S IEAUR SR AR A, TR BB R
I, HANPR FIEZ 7 A h 3R 2B T 3R s Hoft oo R AE R BEAR MAZ AR EE R rh 3 HERR

[0042]  EgREIE “FEA B . AT HTRRERR 1 R B L DL A S A A R
PRV VA 5y VB BRI A W E T BT 2 IR S B i A Rl P IR CRRAE VAL o VBT R
AN 22 S BT SE AT SR ORI R BH B A HN BT BURFAE o ARAE “Fe A bl L VR R T RS M
“H .. R A A

[0043] M HiEANC & HIFBEUARE W “BE A" & LT AR B —E i, WS 5 134
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fifE (BRAR MBI, BB B SRR IE A8 AR TE “Se A By, A7 B . LR EE
AR

(00441 g4k, R AR AT A S T A A U B 75 D0 87 2 i L 5 R AR B, T AN S 4R HEA A 1
BN, 2 AFABBH R SR I AL < A (BAEAE) ANBAR R (BUANEAE) , AR (A
1710E) R (BA74E) , MARB B #2 H  (SAFEAD) .

[0045] [ 4, EA S WA 1K) 70 3R B 23 BT (AN € T 3R] AN/ —F (a/an) " KT Ie s 8417y
(R0 (B, B0 BO%0H B 7R ARBR IR o B L, AN/ — B0 SRR A BT — A/ — Pk
E A/ R IF e R B 1 SO T AUOE S B4 R ARZE T W B B AL
[0046]  BA ST B F) » BB AR PR 28 45 A5 FH R AR “&I i 4R i A T IR 28 R
AT

(00471 BA ST B FR) 5 SRBHASE Y S A % o - 2% B 6 ) 9 FH 0 A3 i - S i XL
T BRI, T A DL A A R 2 R — S TR R 1

[0048]  BA ST S AT e A 7R 52 i JH v 55 e ik A 3o e i1 5 1) 12 5 B L
) BSCRES TR 6 £ A 5 0 5 12228 25 2 T e e 53 A 1 5 o S e o 4 5 T A0 B 4 o AR A 7
SR, 75 M ARAE “BE B0 A A3 PR 1 A e 3 < e A0 ) 1 A B3 0 1 R
FIR') 6 5 1 4% PR £ 1 B B B ) R LB eI R 4 VB Bl B 5 1
[0049]  FELA_ERUAR A, AT “Bedk” , B Al DL 53]t “re it 2™ i g AbeRE” A A
LA LR S R e A 1 Q0 S | L VIR R TS B RV T L I L B A A
PR o Ik AL 3 BB B BRI 0, VU0 MR 2 L 1 - DU 2 2- R 2 DL S AN B T4 22
PRFERCL I A i o L™ L BRI 1 I, 2- T IR AN2, 4- O T HRdE . I
T BB BN R 1 N e 1 - DR L 2- TR MR L DL AR [ A T i | b A L b
SE SRR L PRI I AT B A = B B A W N2, 5- O bRk

[0050] e S L F 5 491t P 4Rk L 2 S0 L IE TRV SR e TR R0 AR T 11 T 4 TR e
LS e MY A o g Sk e 7 SRR e B K e A R AR o e R e A ) S 481
CH,0CH,,~ CH,0CH, CH, ~ CH,CH,OCH,  CH,,CH,CH,CH,OCH, 1 CH,CH,0CH,CH, » “J¢. 58 B e S8 5™ R o
I b S U “he SRk e S A e A RS A b S e ik B (R e SR R AR . i A
B B0 HE TR B S B I A S 4 o U SR 1 SE 49 A 4 H,C = CHCH, 0 (CH,) ,C=CHCH, 0
(CH,) CH=CHCH,0-, (CH,) CH=C (CH,) CH,0/RICH, =CHCH,CH,0. “HR48 " {045 B i ok S B AR
HEHR Gy o “HRARIE” ) 52 AL FEHC =CCH,0 . CH,C=CCH,0#1 CH,C=CCH,CH,0. “bifii 3" [ %52
B BRI BFE T0) , VAN L SR L DL R R IR TR | I R L
SRR o “Joe ik S AT R 097 Joe 5 IV A O 2 ) 98 Al o kS A4 £ o e SRR T ™ £ S 451
FCH,S (0) -+ CH,CH,S (0) - .CH,CH,CH,S (0) - (CH,) ,CHS (0) - LA S AN[R] ) T 25k V. gk P  phe ik
SN, i P ik AR 2 e . i 6 e ) A o ot R A I R Y S 1 AW FE CHL,S (0) -+ CHLCHLS (0) ,-
CH,CH,CH,S (0) -« (CH,) ,CHS (0) , -~ A KA [ AT LRI i | 732 2 ik 9t it AN 0 S b I ik 57 A
o “BebidEpi e FoR bk b e SR . “Ben A e AL ) 5948, 55 CH, SCH,, - CH,SCH,CH, «
CH,CH,SCH,~ CH,CH,CH,CH,SCH, FICH,CH,SCH,CH, . “F Ikt 3" Fm s — A FUIRHUR A ot 3 o “3
HeJor B () 512491 £ FENCCH,, \NCCH,LCH, FICH,CH (CN) CH, o “Be FERIE”  “ T he SR L 52K T |
R SIHEAT TE S0 RTE “Bei I L” | ek flior 5L 25" | e SL AT R AU | “pe R
BRE” | ot BERH I e G L | “Be AR B R be R | U B N A B B | e SR SR b R L
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e R AL e AL R FEHEEAT E Lo

[0051]  “PAKedE” COfE BIUnIA P2 AT 2 IR B AN CL B R ek I e Rom ke
FE o R GeRE, HF B ARG O EA NI R A T3 3 SR IR AN - F 3
O3k o R ek o dh” RO fre ik 70 ORIt 3 B o AR “PRJoe S s ™ 2 I 2 7 7>
E IR B o AR T PR R BRI TR BRI A 3 B A e SR B “FR e S e 2 () S 491
BLIE I HE 2 PRI 23 DL R LAt B 5 B LB SO BE e IR e B A ) o AR “H
fe A" Rl I R AR AP e A , T PRI AR O A PR e A e AT R
Aok P 2 2 e B A 1) SR T R R R e e i o PR b i A SR I S ) B D i A
e 2 A DL R LA B 1 B ELBE B SCRE e SRR A IR B B 0y o IR IR AL AR
WA ORI UL B A 2T — AU R R ], 401, 3- A1, 4- 3 2 @ 5 o R
PR BERE IR BT S TR IR B A 0 R e B AR RIS “FR e SR A | e S I e A e
HE IR RS L FRBEIRIE” | PR R AR | PR e R AT L S [ A g AT
o

[0052] AR “Ba E” , HAIH B A B 5] G g AURE AR T L B R A G R e R AU
BEFE” A I, AR5 g8 S TR B A, = IR B i g AUGE R Fh i IR B30 = P
Al o FR O e ™ rp 8 I, i e 22 P DA A 3R L1 CRLmT DA A IR A A [
FRY) 748 7 o e e 3t BROAR D o ARUJe 2™ B A 3 U e 2™ f) S 51l B 46 F, C L C1CH,
CF,CH, FICF,CC1, o AT “p ARABEIE"  “p AR e8I s AR AL | “p AU R G R
P AUKE R IE” | R AU A e AU L L AU A e A | g AU A R A R
FRBERRIE” B AU SE R 2™ o AR 2™ B AUBREE™ | “p AU S FR I L™ | B 4K
Jre TR AL | AR SERALT ARAE i AR HEAT € o “pa AUBE AL 1 S 471
AL$GCF,0-.CC1,CH,0- HCF,CH,CH,0- FICF,CH,0- o “Bx AR AT 587 ) S 9 4045 CCL,S - \CF,S-
CC1,CH,S - AC1CH,CH,CH,S - o “p At 2 I AL I FY) S 45 R 5 CF,S (0) -+ CC1,S (0) -\ CF,CH,S
(0) - MICF,CF,S (0) - “pa AUEIEREI L™ (1 L9 €445 CF,S (0),-CC1,S (0) ,- \CF,CH,S (0) ,- M1
CF,CF,S (0) - “pi A" 1 sl EL %G (C1) ,C=CHCH, - FICF,CH,CH=CHCH, - . “p fRHRIE" (1)
S5 FEHC=CCHCL - . CF,C=C-.CC1,C=C- MIFCH,C=CCH, - . “&i R} S e ot S L 1y 5 451
fL#% CF,0CH,0-C1CH,CH,0CH,CH,0- .C1,CCH,0CH,0- LA J SCHE Kt HEAT A4 . o AR AL 11
Sl EL4% (C1) ,C=CHCH,0- FICF,CH,CH= CHCH, 0~ » “pxi {5 Sk Jor 3L 14 SE 49140 45 CF,0CH, -
CC1,CH,0CH, - \HCF,,CH,CH,0CH, - #ICF,,CH,0CH, - &

[0053]  “edEdt” ot & 2IC (=0) H7r L i) BRI B GE 5L A8 73 o “be iR IE” S
151645 CH,C (=0) - .CH,CH,CH,C (=0) -1 (CH,) ,CHC (=0) -, “Jr S K B 5L 14 549 A4, 45 CH,0C
(=0) - CH,CH,0C (=0) - \CH,CH,CH,0C (=0) -, (CH,) ,CHOC (=0) - FIA[&] ffy T 45k - Bl 4R
FEFREE A s ARTE S BRI LT | RIS | e R IR e AT | B R B L
BRI R L | o IR | T SRR S L | PR SR | PR b SR b
I RGBSR PRI S A L TR R A A AL | IR e AR IR AL
AR AL R AU SR AR IRAE” (R R AT 58 S ARTE “Fake k™ R 4 S Sk I R N
He  ORTE “HUIR B AR S bR I R 0 U R R b AU R AR S e I R U
ARTE B be R SR 5 or FE PR 1) A 5 R TE B R MR 5L R R 1 A B IR T i 2

[0054] Al “=Jou B FFRE e ™ 2 A = M e AR R 66 o AR © = P Ak e ik
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fe " B R e S B 5 (0 = ek R (B2 - CH,TMS) o AR T = e ik Y fe e it 4
B R R R IR U A 1 = e B F R e (9] - OTMS) o

[0055]  7EHUARKE i B 10 BB “C-C RT3, Jhrh 0 G AN L ZR 121 8. o1
C,~C e L Bl Tt s P BT 2 28 T LT3 C B M B be B R CH,OCH,,- 5 C, B8 s e
3R 514N CH,CH (OCH,) - \CH,0CH,CH, -5k CH,CH,0CH, - ; 3 FL.C b A 3k Jor 3 /R A 5 i 3L Y
AN ) A ot R R B AR e 2 1) 2% oS R 4, 552 49106 475 CHL,CHL CH,OCH, - AICH, CH,0CH,CH, - »
[0056] ik Gt A b GRS Pk BURSE (¥ K Bl 1) i) ORGSR B, Brid
HUARES CI eI L) ST sk 15 B s SR HURIE RO AL, il S (=0) | (=NRY) |, uffiv i
SEHBAR01802) o B S A A HUREE, Bt ROBRRY) I, T AR IR AU L A A
33656 [7] T Tk J5 A A AR« 24 ] 25 3 P e AT e e 43 31— AL B AR RIR
Horn AT LAAEO , I R ] AR HE [ 5 SCrp AT BEAT U , S AT LLAE PR B E o AL [ E 1
— AN A B R A B SRR I, B U 5 UL R AT B B A
(00571 BRAR SH4MEN 75 WA AL AL A R 5P R (B, BUAREEQ FIQ™ R 23R
) o AR PR R R PN 2B 3 o AR SRR 27 A B & B XU A 27 R
F PN B PR AL 3 2%, b B Al S5 MR B 75 WX AN B ep A — Sl L2 AN
) B0 ANV AN B 58 42 AN o R TE B 15 (10 Z XOAMA R Fon o 20— NIRRT A
FE TR £ (R XU A 28 o AR “PR AR 5™ A 4R Y A B A 28 0 2R i1 s A 8 2 (191
n,C(=0).C(=9) SO 5 S0),) .

[0058]  ARifE “Z<Ef (heterocyclic ring)” -« “Z%¥E (heterocycle) ” BY “FZuIffhk 7 FK o~ H
D AT BRI ST AR B (B, 0 SR IO PR B A 2R S, AR S A
I AN B AN I 24 E AN 2B B AR 53 AR T 75 U 23R FT LU MR | B 7 AN
AR B8 A AR PA o 2 58 2 ANV AT 28 A0 A2 R 50 ZK RN , DU B ik A i kA 2%
7 IR BT IRAIAT o AR T3 AR L 15 U A MR R R AT ] P 1 2 e
HAE P R B BRI R 2

[0059]  “TF R Fon BN IR I 73 A _EAEAR R AP If0 b HR A 1 B T2 Pl p- L
i, H (4n+2) Dol 3 QL@ IR 523 AR AT & K 58 ZR BRI o ARAF 5 R34k
R RIRIAEAIAE R, H Az IR R I 2D IR IT IR AR I RAIME R RN
e IR R0 2 D — NI IT R 2R R AR “E 5T R R 227 R T BLR 58 A i A
R DL R #8734 AN AR BRI BSR4 2R 5 T 3R A AR R P IR SR AN A2 57 RN

[0060] 55 2% 347 SR AR “AE U™ R AR XA 2L ], HOWRBURI BLR A 20—
ANAN TR R AR BB A i 411 F) A 3 P P Al SR o A SO S BRAIE 73 4068
73 TR BT 3158 S AR “ARIE U™ 55 4 v B EOR BRI 305 A © OR) BUR
R R LA P o Bl 5 A B, 5 T BB 10 8 P T 2 DA PR A T B oz AR B
AL, IF HAEA BRI AT

[0061] 4 E T A i, QAT LA U3 ARt — 4 5 2 AN BURIE IR I 2 3, 1% — A sl
2N HURIE I 7R B 2 T SR BARIE A 2 A o A et i — 5 o A BRI AR
RSB SR A E R 1L o (U~ LR 2R, B iR e R P 2 hont FQ' T SUIIRY, 9F
LR ANTER B Py 283 F QB E LR, ELr 2 A0 S5 R HE4L

[0062] L Frd i, Q' Al LA (JE3) 5- 806 - 76 58 4 AN A 2% PR CHL T LU 4 A ) sl R
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B B

9/81 T

TFNED) A Mg — AN B2 AN B AN AE & B P 258 i e SR AR (1) 45 v ) AR AR
F 1 M A — AN B AN B L BRI 5 - 36 - TG AN RH Y 5 1 23 A8 1Y) SE A9 458 7~ 491 1 o i s 1
FRU-228U-61, HrhR' 2 407 2 B P9 28 vhond T-Q B i SCAIAEAT B3 (BIRY) L I Hr A O %5
(PR 2 PR TR AN USR] BT AL B % H - 1 TU-29.U-30,U-36.U-37.U-38.U-39.U-
40.U-41.U-42F81U-434X A — A AL &, Br DO T X e UFE 4], v R T 8500801, 7 Hr2 0=

FRZUSE B2 R BURH , IF HEAFAE T RY) B fL &AL .

[0063]

[0064]

it

(RY),
,/’,/l
™
U-1
(RY),
~th’§§
U-6
4 (R ")r

)

3RY),

U-2

(RY),

\@
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(RY) (RY) (RY) A 4 ) /( ¥
r r T 3 = 5 6
\(Q/\(N //\N HNA/% I ﬂN
L—Ij N—I{{ }\I=N Ny 6 N 2
U-46 U-47 U-48 U-49 U-50
6 (RY), (RY), (RY), (RY), 6 (RY),
5//|N //| = |r|\ N% 5 //lN
[ N N [ Sl
N g q A b,
[0065] U-51 U-52 U-53 U-54 U-55
N RO N RO R L (R");
v X L 1
N \N 6 \N,N \NJ /]\\ N AR
4
U-56 U-57 U-58 U-59 U-60
4 RY), o
N¢7|N
/J\-N) 6
U-61
[0066] &4 3% H i is A0 57 i = 12X RS T Fl i e 18 4N T B3R Rl 2 3 L

08 A B S5 I B3 b A A iy 1R 51 1 B T 1 AU 5 - B6 - JT U AT ERAR D7 IR A AT 2% 34
R SE B B4 U= 4912 7h Bl s I 3AG - 123G - 35 MVE R 21, 24GHE ] _E B 2 mizs NP 3, 6
Sk [ ) 308 o G A A1 80 A A R P 0 g i e o A i S i PR 432 8 K R AR B o X L TR
P A 26 FRUAR 2 T DS 3o 5 9 S B 2 B AT ] A B BB o X TR 2GR, r S At Oy
MOZESHI R, 2 BEANGHE ] b T AL & A2 H BR il o

VR, Q' BRQE Btk G- 28 G- 35 BRI, GHi%k [ 0 SEIN . B F 2, 2MGE &N,

SURT AT LRI A BT 30 7E 5 B P9 2% ot T Q ERQHIT SR T BUAR S HUAR T 48 34

[0067]
A 5EHE
[0068]  JR12
SO @)@y
N
G-1
[0069]
b /\O(R")r
N/
G-6

{k A®RY, O

/

0

<L LrY, SN A-RY), SN A-RY),
N AR N N,
G-3 G-4 G-5
(h} % (RY)
(RY), ok
+J A L /j
O
G-8 G-9 G-10
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RY), RY), - . N 3 %
O / Ny (RY) ~SL 2-(RY), [ 2(RY),
r r 5 * 2
I _O\J N Ks) 2 K
O
G-11 G-12 G-13 G-14 G-15
: : N i
L dw), L ey, - @y~ ew, Ak
K /h A K /h ™ ZK ) Al h\ ) ~ H
S O N N T
2N
G-16 G-17 G-18 G-19 G-20
(RY), (RY), v v
y y (RY) (RY) (R)
/‘\ q‘ T O" T N‘ r
7 N 7 v/ o
N < + + 4
[0070] 2\g 20
G-21 G-22 G-23 G-24 G-25

=z - ®Y), 0 RY), O AR N/
194 M e £
/\ 2 17V, S
G-31 G 32 G-33 G-34 G-35
[0071]  #p EPrd&th, Q AT LR O ) 8-.9-8010- 70 24 75 B e UMMk R AT ikl — 8%
AN 1 BNAE B P9 25 v T E SR AR 35 0 4 b U R (BIRPAIRYY) B AT e g — AN B
ZA BRI 8- . 9- B 10- Ju A= 05 B I ACAMA F 1) SEAI AL FE 7= 41 3+ s R 3AU-81 22U~
123, H RV 0 E S B 9 2 06 QB s SUIIAE AT BUARIE (BIR®) , 3 HLr S 78 3t 2 MO ZE 51K

%ﬁ()
[0072] 74513
S
2 IS N2
(R B ®Y), (R )t N YR,
U-81 152 U83 U-84
N
oy UL L 31 ,@3
N (Rv]r ~ \(R ) ~ \ ~ \(R\;)r ~
U-85 U-86 U- 88

N
U-87
= Z N4 i
SK | K(R\:]r | m(k"}r ~ m(l{ e >(R 0, "
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U-89 U-90 U-91 U-92
Z 5NN 2NN Z NN Z NN\
@:31 o s R CJ:-\}- ; O:,\
/‘ S, Ry » 4 0’ [R\ ) N ~ N! (R /\ 7 (Rv)r
U-93 U-94 U-95 U-96
Z Z 0 Z 8 Z N
| /Y.~ S I “‘>—- \ T | ‘>~ Y O[}'} T
~ r /\ Ry % Ry /._ Ry
U-97 U-98 U-99 U-100
v O Ol CD
%N \(R")r v N ® * S o ®Y); pLd \(Rv)r \
U-101 U-102 U-103 U-104
= | X v — ‘ zZ | v Z | A
——(R") —®Y R") —(R")
LI § RNV LYY WA
U-105 U-106 U-107 U-108
=
[0074] mmvh é | _I—(Rv)l‘ @—.(R\!h 7@6_)(]1\;)1
SN LAY AT K ‘
U-109 U-110 U-111 uU-112
0 0
7 7 7 7 _
X v IR 0 AN R .
U-113 U-114 U-115 U-116
N N N
Z | i[l{")r Z | \—N(Rv), = | \\I_(R")] &= | \i(R")r
~ = . ~ S N 7\ =N N )4- N/ .
u-117 U-118 U-119 U-120
N ,
~ ~ : 1 T (R
8 = DS AN - yZ 8
U-121 U-122 U-123

[0075]  ERARFELEMU-1Z2U- 1239 7R HR L[], (HE Ry 2 2, BN EA R ATIE 1) B,
Fir CLBEATIAS D07 AE o LR B R, MRV GHES , P 42 25+ R, 3 anfm] prid J5 1~ AR AR
[ —FF o 75 ZERUR LA 78 HAL A 1 U T HER B . Sy 3, 24 RY) S USR] Z A
Bt 422 s5s HE R B, (RY) T B 42 U [T (0 AT o] PR B B ZRUJ o Sy i 3], Uk
P P B 22 57 O 7 SR, USRS [ R 36 e U3 ] 4 ) m) R sk B 2 i 8 o S 1 A
BB AL R  NE = 2], —LeUEL B Re gl D T4 R B J R (B 4nu-220-5.0-7
#£U-48.LL & U-528U-61) .

[0076]  ARANE H O A1 2 Fh -G BT VA B8 il 45 77 IR AN IR 05 R B Z8 IR FI A 22 500 T2 1)
e, 2 L)\ EHE K Comprehensive Heterocyclic Chemistry[ZE& 2 L] ,A.R.
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KatritzkyfIC.W.Rees T4 ,Pergamon Press,Oxford [$54% = Hfft , 243, 1984 F0+ — 3%
ffJComprehensive Heterocyclic Chemistry IT[ZE& 234024 11],A.R. Katritzky,
C.W.ReesHFIE.F.V.Scriven: 4, itk 2 AL, 4+, 1996
[0077] A A E W) AT ARy — el 22 AL A S M AR AT AE o 22 b SLAA 7 ) 44060 55 50 B 5
g Aol e S KA AR B2 S R AR R0 T LAT S R A o SEAAR S K 4k Dy g SR ] L AT T Dl A
() e B HEZUAN R B S 4, 5 L3 0] Tl S A 4% L AR e e A 4 - Bz e kg ik GRERR D T LART
SR A) FNBH % S AL A o B e S A AR IR - Bl e B B 1) e 2 32 B A, D o i 35 22 2 0 v DA
FOVEIA) 70 A WD AP ) 73 5 o AR QU RN GOR B, — A A e A A AR T — el %
Ao FAth S A S A A BRI, B2 5 — el 2 b A ST AR SR K A 03 BEIRS , TT RE SE A T PR AT/ B
AR R A I ROR 5340, AAERHIHOR N SR8 ] 73 85 e AR AT/ Bk 3 428 3 okl 45
IR SEAR T KA o A IR W) AT AR 9 SEAR S K AR (R TR 6 20 BRI R SZAR S K B0 o
ST AR AE
[0078]  THR A AA R AR, — PRt BRAR DAL 55— M BRI 2 A7 AE , 7F BB AR L AT LA
I E SO (2x-1) = 100% (R x] Bk e A i £ (Cee”) M RIARE S, Hh oI G & AR
354 IR R S B3 43 (11T, 20 % g ookt Tt SROAEI60: 40LL26) .
[0079]  fLidedts, A WO 20 & W) AT 58 RS PR e A AR 28 /250 96 B 0 i S fg fA e & B
M 22275 96 (1) 6T Bl e A ek B 5 3 B R 326 % 20290 %6 1 oo Bk e A A ek 5 9 HL e pide &2 /b
94 94 [ Xof Bl e Ry A ok B o e LA 2 ) A B RV e ) S A A P ot ok 4 S i A1)
[00801 = 1FRIAL A 40 AT AL 25 B Iy T2 bt o 45 4, BOARRE AN A 43 - B 20 RPN RO A £
AT RAE A T 0 o A W L35 1T @ VR S P LA B AE I LS Iy - o o Ak ' AR AR A
A ST AR
[0081]  py TRl 421 b M figehe (filam, C (V)N Q%) RY)) iRtk 32 R, A< S W I AL & 4 8]
AN — el 2 B G R MR AR AE AR W B AE M R ARETR SH)  BeAh , AR W45 AH
X T AN R AR B AL — A R AR R S
[oo82]  XIMEY AL 2 T — e A7, I BRI B35 e TR L&)
i 2 i AN AR 2 it T8 2K A 2t T AL g [ A 1) St 9] 8 G s AR JG 5 DA R R A 1)
SE it 91 D VA TR AR ) o &5 T8 XL AR R A L B I SR TR ) S 4 AN AR 3R 2 )
(RIANTR) 28 & 2R 7)) FROVR-B WD S Tt ] o R 1“2 B )™ 248 P LA RAAS [R] & B &6 A& )
) H A Y, X 26 A A B AN E I 7 T HEFIAT, B R AR 2 A ) m] B
7] PR 4K 2 2H B, AR B AT T AT DAAE A R b bl T 3k 45 & /K s Atk 23 -7 1 A7 A B A AE T A
7], 1% 3 46 i /K B AR 3 1 ] 5545 6 B 45 S 7R A A% N o 2 di B AT DLAE I R4k 2 VB
AR T7 TSR] S 18 G0 b AR TR 3 BE VR B2 e, AN 2 A e M L R TR 1 | AT
P I AR R A AE R P o A SRR RN B LA, A T 201 ) A [E) AL & P o — b
mn ) E 2 SR S SN S Y ) 22 A TR JR I H AT 2 ROR (B e il £
A S 5 A RE) o 2ULHIAG S ) FAk 22 5 B ) 2% 050 B8 PTI e AS Sel 57
AN 53R 792 S, /B0, 365 451 G SR FH e ke 325 790 R 32 PR 485 o o 00 T 2 A R I R ) 275 1
1,2 WR.HilfikergwiJPolymorphism in the Pharmaceutical Industry [#illZ§ TH)
IR ], Wi ley-VCH, B e (Weinheim) , 2006,
[0083]  A&FIH BN FOHG B , A2 BT A B & B AR W] LA N - A0, RN B
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Ba] AR 7540 LA R A s AR T B AR N T H AT TR BN - S A0 A A T 8 5 2
HRI o AR AR N TR IR BB B8 8 T BN - S8 A« F T 1 28 2 20 AU AN - S804k
WG BT V2 AR B RN D1 AE 2 A3 A A ik S8 R v i 4 4 R A ) - &0
AR H R (MCPBA) i AL & e 2 S0 A A i anaisl T B S S8 Ak ) ik R A FH — B4 48
LB a0 R B IR L b R A AR AU o B T AN - S A X e T VR A T
R FZER T kA, Z 0540 T.L. Gilchrist,Comprehensive Organic Synthesis[ZEi&
HHLERK], 55745, 585748-750 T1,S.V.LeyZme, 5% 5 st ;M. Tisler f1B. Stanovnik,
Comprehensive Heterocyclic Chemistry[Zi& 24 {b ], 534%,518-2071,
A.J.BoultonflA. McKillopZm#e , 554% 2 At ;M. R.Grimmet t fIB.R. T.Keene,Advances
in Heterocyclic Chemistry[Z«¥MbFidtE], 55434, 55149-161 10 ,A.R.Katritzkydmte,
Academic Press[Z# A Hfitt] ;M. TislerfIB.Stanovnik,Advances in Heterocyclic
Chemistry [ 2+ b2t ], 5594 , 55285-291 1, A.R.Katritzky fIA. J.Boulton%i , %%
A H AL s ARG . W.H. Cheeseman fIE. S.G. Werstiuk, 243 (L2430, 55224 , 55390~ 39211,
A.R.Katritzky 1A, J.Boul ton%f , A H iRkt o

[0084] AR HEAR N SN RS, (i TAEIR I AR AR B 26 TS I 3 5 e AT B
(AR R T8 AL T 117, PRt SR L == AR SRR SN A W - (R, 2 Rk XL i Ak & i 5T
TEHIA AR RD, 240k &A1) . R &9 381 5 TTHLER 80E HLER T
R - I3k , TR FR v WA IR IR  Eh 1R IH IR VIR IR VIR IR L1 . T IR & SR LR . SRR
PR LR L TN BR S K IR B A PR 4 - R R B IR 4 L A 0 5 IR M 8 43 1
RIR BRI, I 4 5 HPIEETCALIIY B AR L, Br iR B v anmtb e , — 2 B el a , 5%
BB RE R L BEEEL BRI L S A SR R IR o PRl , AR BR A FE i B 2L N
AAemAntaol EAER SRR A Y.

[0085]  4n7E A BH PN 25 H P ik 1 4 i B 1 i i ) B il (RLrb DA s v B A =KL
FEHN-E A AnER) DL I

[o086]  sjstidsll . an=X LR A& (CBLEE Pl SLAR S A 4) (N - AR, (5 EA
AN ZHE YD, UL LA TR ABR BRI 0 A& a0 BH N S b il

[0087] S 52 . 4 St 51 1 TSk O Ak &5, o Q' 2 S L Bl S SR B ZE I & L F PR K
R A Z4 A2 A A5t ek 5/ ST b gk 1 R P AR SR B 5 B 5 - 56~ TT 58 4 AN AN ) 443F
BN PR ERIMA 2256 18 B A IR A0 L 24 R S5-I PR R 0, I 8 g J5 1S b ik H A e
20 A 2 SR i iR 4N 7, Hod d siak 3 MRS R A A 57 b 3% H C (=0) FIC (=
S) , I HIXEefi J5 IR ALk B S (=0) (=NR®) o B PR B A B AT 1% AR e 1y
SANBUARFE AR, 7R85 JEL T BR B 52 b T R B 3 37 i 2k 19 RY 9 EL7E RURL 73R B2 b T i
BRI ST s R

[0088] St {53 . WSt 2Tk AL &4, He QAT M i A S M ik B RO
HUAREERUARI 2R IR B2 5 - 26 - U8 EAMAIR 4434, AR S A 1 3 ki T A1 24 2%
JR IR 0, 3% e % iR A7 e B B s B 20 B ik 2N S Al R iR AN iR T, Hee
5 IR 3N i A R 3T H 3%k 5 C (=0) FIC (=) , H HIXEehi i 1A s R sk 5 S (=
0), (=NR%) o B BCIAA F AT 1% A5 dt 1y 3B 5N AR BUAR, 220 ST PR B BB BT ik AR
HOp ST L 1 R HAE SRR TR R A B S sk R
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[0089]  Sjififsil4 . WSt I3 Tk A AL &4, He QAT e i s s M ik B RO
HAREE R HI 2RI

[0090] S {55 . AN S HIAFTA AL &4, e rp QR A1 28 3k 7 2 1 R AR S AR,
2R IR

[00911  SEzjitid516 . fn st 4515 i ik A Ak &, Horh Q' 4 1 28 2 7 e 1 RV F) O L AR
fRI2RIR

[0092] Szt 517 . B S i 4916 BTk 4 Ak &1, b QR B 70 (4-) i Ak gk 1 RY B AR 2
(FVE i b AR ERARIE) 192K 38 .

[0093]  szjitifsl8 . Hn sz tidsl 7 ik B Ak &, Hovh 24Q 2l 2 A A 18 1 RY AR B R B A
HRIRIS, W —ANEARIETE CRIRHD) X (4-) frkk , 7 B2 b — AN AR B REE AR A7 4

(00941 sEzjitifsl9 . St i1 28 3 AR — TR AL &4, Horh QU2 5- 26 - Tt 52 AN AN
FIR BN A I E A B 7 AN 234 44 i 7 B PR IR, IR S 2 SR - b bk B s s 1A
O~ B R IE LA S Al i B 2N T, F b i R i 24 B R B 57 b ik 5 € (= 0) FIC (=9) , I
LI ST B R R BT MR S (= 0)  (=NR®) |, BNt il 5t e 3k 5 AN AR BE AR
FEBR R TR 0 iR SRS Sh S o B R ELE SR T FR R 53 b R BOAR I b 7 b i
QRIOO

[0095] S fsil 10 . St IO B ik 1 Ak &4, Herp QPR SR IR B ZE A R, AN IR B FR A R
E e Bt s ik 5N ST gk R O B IE BUAR s B2 5- 26 TT 58 AN AN 2438 , S R
EAIEE R T AL AN 24 1 TR 0, 1% 46 2% i 7k 7 bk B B s I8 1AN0 L e sl 14
SAH B iR ik 2N, Ho b e = I8 24 il PR R 3 A7 H 1k F C (=0) FIC (=) , I HaX B Ji7
THRE AL S (=0)  (=NR) , FEAFREIR R R AT e ik Bt 1A 5 BURIE U, 78
B ST AR 63 S B S 1 328 1 R ELAE UL 3R B Tk A 3 g 57 b 2k 1
R,

[0096]  SEzjitisl 11 . an St 5 1 0 Ffr idk A4k & » H v Q7 A8 M A A% A 5N S ST s %6 A R
T HARSE BRI IR

[0097]  sEzjitidsl 12, an St 51 1 idk A AL &4, He b Q7R A8 A At i 34N S ST e %k R
I EUAR BRI IR

[0098] szt f5il 13 . B s i 51 1 2 Bk f Ak &, Herh QPR A6 3 - R b 1AM B ST s B R
HAREE R HIZRIA

[0099] S fsil 14 . 40 St ] 1Ok (AL A4, H P Q™ 5- 26~ 658 A AN 2438, FE4
WEAEEH R TR LA 2R R T PR R, 16 e 4 IR ST i B B iB 10 B ik
ANSF e ik 2N 7 5 e H B vy 2l B i ot Sz ik H € (=0) FIC (=) 5 H HIX e
JR T IR BT IR S (=0)  (=NRY) |, AR A 5 A 3t ol 55t 7o 36 5 AN B SE AR
FERRIE THR 50 R BRI S S e B R 9 ELE S F 3R 01 b BT R B S 37 b ik
QRIZO

[0100] S fil15. an St 1 28 1 4P AR — SRR AL &, H R IR % [ i o7 2 1 i
ZokC,-C bidk,

[0101] Sty 16. WSt 15 TR (116 &4, FerpRUFIR® 8 (5 S EH L C 1L B CH o
[0102]  SEjitifsl 17 . ISz itfsl 16 Bk A AL &, Horh R IR % (5 ik 37 R HERC 1
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[0103]  Sjitifsil 18 . St 5l 1 7R A Ak &4, FLrh R FIR 4% 11 A2 H.

[0104] Syl 19. sk jti 1 216 - AR — IR AL &40, Y2 0BLS .
[0105]  sEjitif5120 . skl 19Fik A AL 54, Horh V0.

[0106]  sEjitiffl2l . sl 19FmIR AL &4, b VS .

[0107] st fsil22 . s i1 22 21 AR — UFT IR AL S 40, JL b AR & A 2 A I T (K 1
AU 823 AR B 58 A AN AT B, 1X 86573k B B sk 3Bk B s ik 10 e il 1
ANSANER B TN, Horp el 2 Ml AR ik B C (=0) MC (=9) JF Hiz b i 1
PGS (=0) | (=NR®) | BT B AT 6 4 4 ot S 3 A HUAREE U, FE BRI 7 B BTk B AR 3
ARSI FIR I HLAEEUR T F TR BURE T ik R

[0108]  sijitiffl23 . 4n st 22 fir ik )AL S 1 » Forb A 35 A 2 28 40 J 7 A M A 1 s 0 A
VORI B, X 26 Ji 7 i B e ik 2B A B IS LANNJEL T, FE Pl ik 1 MR B SR T 1 i
[HC (=0) FIC (=S) ; Fridk B A2k A foe ik 2 UARIE AR, 2R B I 7B i BOPCEE A ST 3
% F R HAERUR T L TR BB AST i% FR

[01091  sijitiffl24 . 4n st 23 Fir ik AL S » Ferb A 35 2 28 34 J 1 A M A 1 s 2 A
VORI BE X 26 Ji 7 i B e ik 2 B A B s LANNJE T, FE Pl ik 1 MR B SR 1 i
FC(=0) « TR HEAT e 55 i LA HURES BUR, FEBR 5 - _E BT B RS T h  F R° 5
AAERUE T EFTREARE O % F R

(01101 st {5125 . dn skt 24 ik i 4 &4, Horh A& -CH,CH,CH, - . -NCH,- .- C (=0) CH,-
B -CH=CH- , H v fia) 230 A 1 F B e 4 1092 -N- T - B O ﬁamawwaﬁ& Tﬁuit
1A% -N=C- (8(-N-CH-) ¥R/ %

(01111 Syl 26 . ansk it 25 Bk i) A6 54, HoHh A% - CHLCHLCH, -

(01121 St 1127 . St 5125 F i ) A6 &40, e v A -NCH, -, e ) 2 3 A ) B 4%
iUiZ—N—J-%Bﬁ\E@ﬁ,#Er@ﬁﬂzﬁ%ﬂE@%@ﬁz%iuiﬁla@iZ—N:c—%Bﬁ\a@ﬁo

(01131 sEjitif5128 . dn st 25 Tk AL &4, Horh AJE -C (=0) CH, -, Herbr[a) 230 4 £
EERERNZ-N-T-H#70 R I HLIa A 0 i i B e 21 Q1% -N=C- # 7- O &

(01141 sEjitif5129 . st 25 ik i) AL 54, Horh A -CH=CH-

[0115] St fs30 . s it 9] 1 28 29 - A — AR (A &0, o rp RO 5 3 3R
B FRHk-COHLC -C Bidk . C -C M ARKE 5L\ C, - C e A2k . C, - C JEi 2 . C, - C HR bt R 5C, - C
NSRS e

[0116] S fI31 . NS MBS0 FTIA AL A4, Je b AR ST 2 F3E L -COH. € -C b
H£.C,-C, B AU Ak . C, -C bedm R 5iC, -C M bRk fe

[0117] St fs]32. ﬁn%ﬁwmﬁﬁ R A, FP AR AR MR RS L -COHL € -C b
Bl -C, btk

[0118]  SIZfifF33 . Uiz I B2 BTk i k£ 40 , 3L Ap AR Hb 2 UK L -CO, Mk € -C b
3,

(01191 s34 . 5 i (1 Bk i1k A5, SR AR 5 B ATAT A A 1 — A sl 2 A B A
T RC b FE L .

[0120] S35 . st fai 1 234 Fp AT — AR A6 &4, e ARSI C - C b
B C,-C AUbE R BC, -C 3P e d

= = = =

6
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[0121]  SEHtifI36. WSEHI35 TR 116 &4, Ferp ARSI L C -C fi gt

[0122] Sl fI37 . e i G136 AT IR Ktk &4, Hrh BARZCH, o

[0123]  SZHEfI38 . st 1 237 sp AR —THATR 1k A4, 3L rh T2 -CRR"-

(01241 Sjlifs139. 45 i ()1 237 P AT — WUHTR (AL &4, o TR -CRPR-CR7R™ - M
1%-CR'R"- #5493 ELEE B BN,

[0125] St 140 . AN s fti 38 Tk i Ak 54, FLrp T2 - CH, -

[0126]  SCitifsl4l . WSt 39T I AL &4, Forb T2 - CH,CH, -«

[0127]  Sjtifsl42 . 40 i )1 239 - AE— THTIR 0 46 &0, HerpRORIR® 3 15 A0S 32 H L B
R RHLECH, .

[0128]  SIfif5il43 . NS i GIA2 TR (K404, FE-PRORIRC$% ) S ST b HEl X 2%

[0129]  sEfifi44 . NS i GIABFTR ML &4, FPRORIR % E 21,

[0130] St f5145 . 4052 i ()1 239 P T —UHTIR (K AL &40, P ROAIR® 5 8 A1 45 45 F Bk
JR TR C IR BE LR

(01317 St 5146 . 4 s At 9] 1 5239 H AT — TR (¥ 4L &4, He PR RIR®™ % 15 47t 2 HE
C,-C Jikk.

[0132] Sl 47 . dnsi i fol 1 A6 -h AR —TAT R F L &4, P RTRH Fo 0 V& L C - Ol
3 C-C AR SE \C, - C I B L C, - C 3 . C, - C e SR AR ot 2 L C, - C b AR SR it 5 . C, - C
TR EEREHE | C, - Clot I MU RIS ik e ik  C, - C ot LT ik be i  C, - C e BB L C,, - b AR BE F
3.C,-C FBE I \C, - C e R BB . C,-Cypd ARBE R B . C,-C FRBE U R AL L C, - C
FeR R AR AE C,-C IR R IR BRIE BLC, -C, PR pe SR A R R

[0133]  SIZfifi48 . NS BIATHA Mtk A4, L RTR IR JE VEUJE L C - Ok 2 . C-Copa AR
FedE C,- C M dE C, - CoRIE (C,- Cbe R e 5 L C, - C i ARE AU R e L B, - C e i B e 2
[0134] S {149 . S i1 48 BTk 1k A0, FEHRTRHLC - Cle gt . C, - C M dE . C,-C bk
HEEC, - Cohe Ik itk .

[0135] Sl (150 . 4N i I49RT IR H k&4, HerhRTZHERC - C hidk .

[0136] St 5151 . 4 s i 9] 1 250 AT — TFTAR (K 4 & 4, Horp ARV MR H R B
Cy-C L R F R AL o

[0137]  SEfI52 . NS5 1k 4 &4, b AR M =

[0138]  Sjtifs53 . sk bt 9] 1 28 52 - AT — IUFTIR (A &40, 3 rp ARV 5 3 L3R
B il C -Cobedk .C -C R ft ik (C -C, BRI A, (C - Copd AUl 2 . C, -C i be ik L C,-C
Wi F: ., Co b AR I L C, - C M L C, - C IR C, - Copa AR EE (C,-C, PR pe ke .C,-C
b ARIRBE e dE (C-C R IR B be R . C,-C |, Fbe BRI L C- € FR e Bt L C, - C A e
3 C,-Cyba ARt L C, - C, e SR ot 3 L C, - C IR BEHE IR B 3 . C, - CR M 05 . C - C T AR IR A
3 C,-C ot SRSt L C, - Cyt ARt SR ot 2 L C, - C it A Roe SR ot 48 R . C - C e 86 . C, - C FF
FeR ik pidk (C,-C bem A pi A i bt (C, - CohihiiZk e i (C, - Cole S W R I S e 2k . C,-C e
SEREIL AL fEdk | C, - Chi sk R AR Hi sk \C, - Copd AUl R A bedk L C, -C, Mbe i R B bedk . C,-C
T BRI L -CHO L C, - Cobe HE 3 BE L C, - Cod ARBEHEFREE L, - C, FRFE FEHREE . -C (=0) OH.,
C,~ C R A IREE (C, - i AR AR AL \C, - C FABEREIREE (C,-C A be e S ik | -
C(=0)NH,C,-Cledk A HRIL . C,-C, FIeIk A IIRIE .C,-C,  hedE B I BRI .C, -C e

= =
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3 C-Ci ARBEAREE L C,-Clt Ak ot S 3k . C, - C s AL L C, - C i AR AL L C, - C 14 AR ot 4
e ARPE AL L C, - CR AL L C, - Ol AL L C, - C PRt 4R L - o ARFF e 4L L C - C FF
FedE B EE (C,-C ek B I bt S L C, - C be R BRI AU L C, - C o AR B R BB S AL BC, -C
Phpe kB S A

(01391 SIfifFl54 . s iS5 3 ATk (f) 40 &4, Forh B AR AT 2 5 3 USRS LC -
Fedk C,-C, AT \C -C FIE St \C -Cy AT . C, - C il R St 5 . C, - C M 25 . C, - C 1
M2k C, - CHEE ML L, - C R AL L C, - C i AR S . C, - C PRk et (C,-C, s A fe B b
B C,-C BRI B 5E L C-C IR BE IR R L C, - C  FR e B L C, - C IR Be J: .y - C i AR FE
BedE C,-C Wi HEFABEHE .Co- C IABEHEIRFEIE | C, - C R AE L C, - Cbd FRINMR 4L L C, - C e AL Bk
Bk L C, - Co AUl A FE B L C, - Copa AU S Je 4L L C - C Fa b L C, - C IR B A R e 2
Cy~C Wria B bt S Rt JE L C, - Cbe Bt H e 2 L C, - C byt 22 SV T gk Joe % €, - C b o Tl g 2 o
3 C,-Cobe R B A et . C,-Copq AU BB A B b 2 L C,-C A BE S B B S B C, - € —hi kA
HLpe it

[0140] S5 . Ansi 554 FTd (F) 40 &4, FErh R ANR AT 3R 5 3 U S LC -
FEdk C,-C, AT \C -C FIE St I \C -Cy AT . C, - C il R St 5 . C, - C M 25 L C, - C 1
M2k C, - C ML LC, - C R I L C, - Cop AR S . C, - C Rk it (C,-C, A f B b
B C,-C BRI BT 5L \C-C A BE IR R L C-C  FR e B L C, - C IR Be J: .y - C i AR FE
BekE (C,-C  FedE L IEC, - C L IR b dt o

(01411 SEHI56 . dns i 5155 FTid (F) 40 &4 , Forh B AR AT 3R 5 3 U RS LC -
ek (C -C, BIE R . -C Mk S FE B C, - Cpa AU 2

[0142] SIS . S I56 BT K4k &4 , Forh RO M R g 32 BRC, -Cgpa ARkE 3 -
[0143] St f5158 . 4N Mifsil5T Frdk A6 &4 , 2o b ARV BT P CLBRCE, .

[0144]  SIZfif5159 . 402 i IS8T (K 4k &40, Forp 4RO My 2 F Bk CF,

[0145]  SEZEfI60 . 52 i 411 E59H AT — TR ATR (4L &4, 3 Ap AR ST b2 5 5 LR
B il C -Cobedk .C -C R ft ik (C -C, BRI A, (C - Copd AUl 2 . C, -C i be ik L C,-C
Wi FE L C, - Copd A3 L C, - CoRH R MR JE L C, - C L (C, - Cubd AR LC-C (FR ek . C,-C
AR ot bt = L C-C e S IR e b k. C,-C IR B 0 L C, - C IR B Bt L C, - C H bt
3 C,-Cybd Rt L C, - C, e SR ot 3 L C, - C IR BEHE IR B 3 . C, - C R 0 . Cy - C T AR IR A
3 C,-C ot SR BE i L C, - Cyt ARt SR e 2 L C, - C it A Roe SR ot 48 R . C - C R e 86 . C, - C FF
FeR Ak pidk (C,-C bem A pe A i b, (C, - Cohehii ik e i (C, - Cole S W R I S e 2k . C,-C e
SEREIL L BEdk | C, - Chi sk R AR Hi sk \C, - Cobd AR A bedk L C, -C, Mbe i R B bedk . C,-C
T BRI | -CHO L C, - Cobe HE B BE L C, - Cd ARBEHEFREE L C, - C, FRFE SR EE L -C (=0) OH.,
C,  C R A IREE (C, - Cy AR AR AL \C, - C FABEREREE (C,-C A he e S ik | -
C(=0)NH,C,-Cledk @A HRIL . C,-C, FIeIb A IIRIE .C,-C, " hedE B IEBRIE .C, -C e
3 C-Ci ARBEAREE . C,-Cli Ak ot S 3k L C, - C s AL L C, - C i AR AR L C, - C b AR o 4
Hep ARBE AL L C, - CR A EE L C, - Ol AL L C, - C PRt 4R L - o ARFF e 4L L C - C | FF
FedEbe Ak .C,-C Bk B e S J . C, - C be R IR 8 0 ., - C b AR E R B IR S 3 . C, - C | FF
Je IR G L L C | - C ot FE TR Ak 4 ik | - Co bl ARe SRR 4 ik . € - C ek L C - C bl A
Beli ik C, - CR BBt 3 . C, - C b W A 5 . C - C b e S MR IR 36 L C - C e SRR 56 L C -
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Cabdl AR HERE I B  C, - C b S A IO R Bt < C, - C e B B AL S J: . C, - C i AU PR A
IR BIC, - Cohi M A I I

[0146]  SIZHEMI61 . 1S 5160 AT (1 1k £ 40 , Forb A ANRY AT M R i 2 L UBE VA EE L C -
Colt 5\ C,-C A dE . C -C, B AU . C, - C T AR J: . C - C i AR bi . C, - C M 8 . C, - C
b AL L, - Co RN 5 L C, - C bR IR L C, - Copd AUBRIE \C, - | FbedENe e (C, - C i AUFR e
Fedk C,-C s IR ek e 5 (C-C e BEM 2 L C,-C I Be S ek L C, - C 3R e 3t L C,-C o AR
Bk (C,-C I e B (Cy - C MR 5 C, - C I L L C, - C o AR 5 . C,-C he S
Fepedk (C,-Cobd USRIk be 3k L C, - Co b AUBE SR Ak it 8 A L -C Jae ik . C, - C A B S Sk e 2k
Cy~C, Wria B bt S Rt 25 L C, - Cbe Bt F 5 2 L C, - C byt 25 SV T gk Joe % €, - C b o Tl g 2 o
3\ C - Coht BRI I 42 ( C - o A Ube S AR 2 S I L C - C et 2 L C, - Cpa AUBE R 2 L C, - C
ettt \C | - Colt HE MR I 56 | C - C b AR 2 P B P L C | - C ot HE MR I  C | - i AR ot B it
Pt I BLC, - C P e RE T 2

[0147]  SEHEI62 . 405516 L AT (1 1 A0, Forp R ANRY T M R i 2 L RUBE VAEE L C -
Cylt 5\ C,-C A e dE .C -C, B AL . C, - C T AR JE . C - C i AR hi . C, - C M 8 . C, - C
b AL L C, - Co RN 5 L C, - C bR L C, - Copd AUBRIE \C, - | FbedENe e (C - C AUFR i
Fedk C,-C s IR ek e 5 \C-C e BEM 2 L C,-C I Be S eIk L C, -C 3R e 3t L C - C e d
L L C, - Copa AU BB I B B C, - C PR e S AT 2

[0148]  SIZifFI63 . s FI62HTIR AL &4, FoH AR T i 2 1 2 .C - Cbi gt . C, -
ESRAW e e AR O B ]

(01491 St 64 . sk i (163 FTdk 1k &4, 3o rh AR S b F L C1LCH,\ CF, 8-

S0,CF,
(01501 St 165 . 4 s i (16 4 Fdk 1k &4, 3o rh AR S b F L C1LCH, o CF, 8-
S0,CF, ¢

(01517 St f5166 . 4152 B 9] 1 2265 - AL —THAT IR I A6 A0 , Hep AR RIR 47 st 2. -
C,hidk C,-ChbedE \C,-C e M A e \C, - C e ik L C, - C e M A R I BC, - C i F 2 A
Ik,

[0152]  Stifsl67 . 0 B 166 BTk (K 4L &4, Horp AR ORIR I M R C - C ke dE ., - C
e R 8RC, - C e A B e
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A1 (AHAS) #1177, (b3) ZWAHEGAFR (LG (ACCase) HPHIF], (b4) K EBHUM, (b5) 5- 4
W5 - B IRFE IR - 3- WK B (EPSP) 5 B, (b6) St RGTTHL T HE 71, (b7) J b a4
1Ll (PPO) #51],  (b8) A Z Mtz & il (GS) #7 , (b9) AR ASBE NG TR (VLCFA) S A< i 411
3R, (b10) R Bz i, (b11) \NEFEALL R AN (PDS) k77, (b12) 4-FHkoR
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5 - TN ER R XN 4 (HPPD) #1155, (b13) JREEFR A JeF A28 (HST) 55, (b14) L4 R4
WG R AR, (b15) HARRR B35, FEA 2290 2T PR A VLS i &7 i R VT L
B PR B R R B R TR R ORERE L LR B VHEL T R B L R B - i
FHEVET (hydantocidin) < H m « FH B R B VIR PER B B AL £, - (b16)
BB 22455 B & (b1) 21 (b16) B &4 £ .

[0251]  “JeRGTITHMHIA (b1) 2 AEQ,- &5 & A B AL S5 & FID- 1HR B it b JF R AE i 2R 44
S FEAAR B rh BEL W H, 1 QA B QA S« 1 I ' R GE T TR BH W i . 138 — &R %1
3 7% LAY R AL G ), 1% S8 55 4 A0 G WD A D 240 5 5 s st 2R ARV I L BB T, HF e &
i AR Q- G S AL B R A = ARI S G0 5 856 A0 AZS & =R 55 R =5
P G AR ] DA B R P E N R 5 5E , S5 A6 8B g A R IEIR I # R R, IF Hel B AL S CEE &
IR FENIE I QK B i UnYR R DA S R 5 - R PR Q1A R o ol R G0 T T 371 1) S B 4 5%
KA o M L 55 S KR R E R A ROR G IR R R S A R R
RELRE B R LR BN S L O MR R SR G RO R | R AR R
PN TR ORI e TR\ SRR PR R AR I R e B | Y R AR o | R R AR
FEoL AR BE BEANRE | SUE B R B L GE A R EOHL L K L SR A
(pyridafol) WA EURE IR ERIE  PHIGHEE PRI e T MR IR KR8 VR T IE RET OAE R
IR AR R I 555 25 R i B3 e R S I A K I &4

[0252]  “AHASHPHF]” (b2) &M 2 BRI & 1 (AHAS) (AR L BEALER & 18 (ALS)) 14k
A1), DR b a0 1 B 5T A RORH A8 A AR K P R 1 SCRE IR TR R IR 1 ISR TR S S AR
H S8 2R 1) AR 77 R 27 SEAE A o AHAS 1) 771) £4) ST A51) 0, 355 P e i o /L) Al s o o2, = s i o2
R Tk Y ST il o i S T o St o T TS o A A Vs 2 OO0 SRl e i R T\ 24
S T B P i 2 O T 5 S, P i 2 - 0 ol s it i S P i e P T 2
FH I frac i e | SeCME Mo T 2 IOK R 1 R SR AR L R IR PR R R 2 R | 2 s | IO 5 0K | e
W f e | R L s % (45N EL) (TR f# % (iofensulfuron) (2-f-N-[[ (4-F 43 -6-F
Fe-1,3,5- =W -2-J) SR B 2L | ORI e G) | P g et s MR mLp e i P (3-0-4- (5,6~
S -5-F3E-1,4,2- —HEBE-3-55) -N-[[ (4,6- ~FIEIE-2- Mg Rt) &L HRILE]-1-F - 1H-
N A - 5 - Tt P fi) o P el f R AR s T 2 AN A il e | T it 5 fe et S e DR A i
B - R s it (2- G -N-[[ (4,6~ G2 - 2- s 2 (0 ] et ] -6 - PR 2k [1, 2-
b ] ik g - 3 - it S Jle) e T o b e i e s g e TR A S T R K R T - N s
i 628 Y s o o2 o P o o2 e A s o P oy s\ S B A A fie (N- [2- [ (4, 6- 42 - 1,3,
5- =M -2-F8) BRI -6-FARIE] -1, 1- 5 -N- F SR F BB i) T Rt o L o | — Jm e fitt
B CEOLFEANER) - FRUMEcitt e 0 — 550 FH RS o A1 75 2 TR s - M0 s o o2 S P g T o S e T o
BE A KA ED

[0253]  “ACCasefl 55" (b3) 24N £ BhAH MG AR AL B AL &4 4B 41 57 AL ) s
JoR A 97 PR R ) 0 B 25 B o T o A 40 S 1) 32 240 43, I HL I A G o, TUUAS e 77 A8 i 48
0 o T T AR AL T ) 41 01 R IS 60 T O 2 77 R R = 0 0 P B e B ke 2k, D R AR TS R
AKX I o AR 23 o B 2 4l v AR 22 A KA 1k, I L4 43 A2 2 SRR 25 2R F IR R AL
ACCas e 1] 751 Py S 457 F0, 478 AR B0 KT 20 el 7 e ) ke e P R L SR i L R B R (T
M IR R R L R B 2R, ML i SRR R, PR I 2 L PR O S ) W R i 1 OR R W R E V1R R
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ARG B, L FE 2 AT T X 1 GRS e R B R RS T SRR 5 R RS I 90 &R R ARG e R R
DA% BT 2R an b R i | R B R B R FRE M R L R, B 15V ) A2 L M b R s s R
RIBEWIA KA EY .

[0254] AEKFZ WV ZHEMAL R ERKPHEDEER . “ERKEZEUY” b4) ZEUEY
AKBRAEKZPNEY), B S ECR 28 6 FTC 71 A K, T30S B M /8 4 5t
T AR K Z LI I S5 ELHE PR U IE IR (6-Z(FE -5- G -2- AP 2 -4 - Mg FR R o L F
A HEE Je FLANER FNE 3 VUL IE IR B f R - Ll F KT SR 5 s B L g
M2 A H 5. 2,4-D.2,4-DB M R UL S £ 1R L UL BE I (halauxifen) (4- 2% -3-
F-6- (4-F-2-9-3- AR L) -2-MErE R IR) s EUIEIE FH s (halauxifen-methyl) (4-
A HE-3- -6 (4-5-2- - 3- AR IRTE) - 2-mLng B2 1R FH 15) \MCPAMCPB.2- Fi4- S A TR -
BEF50E L EUEMRER S IEMRER <2, 3,6- TBAL AR 5E UL 2 4- & FE-3-50-6- (4-5-2-%(-3-
HH AR E) -5- 9 -2- ML RE R IR Y i (R E B R 5 E SR A A K HPIML G -
[0255]  “EPSP& R HIiHI55)” (b5) & MM, 5 - i B - N AL ZF 1R - 3 - B IR e & Mg 1tk &
W LBV S 5 0 BRI T U R €0 R AN R T =R [ & B - EPSPAII i 1l Bk 71 &7 T3
Tk A A WS FEAE B B R B A 3 AR K A B B R T A I AR A a1 e S R
Ao BH B CLRE B AN £, v g Eh L N SR VB AR VaNER  (BAERE AR A= e AR
(B H YRR IR -

[0256]  “YE RGLTHL T H M 77 (b6) A& M RG TH B 7, HAEEURTE I 2 Ja =4 e dk
H H IR E Y X 88 AR L S B I 5 TSR AN AN G o7, 045 S 07 R At 4R 2%
TR VR B 5 e e, [ 15 A B AN AR B 2% VB TR , AT S B 7 AL R A T
BRI 256 YRGB A i) 751 PR S 4514 75 R R bR R S A

[0257]  “PPOFMHIFH" (b7) A2 i1 i S5 nb Wbk J57 S0 A0 G 1) Ak 5, FLad T b 3 BCPE AR P
PSR I 40 0 FBE 1 v S S PR A 4 DT 32 B0 4T PR 95 H - PPOFI I 771 1) SI2 4910 6 — 38R B
K - 450y A I e RS i R | R BRI TR e AT s R s O R L e B R R AR
Tk 1 e ) 5 S AT I 2 SR PR L L R TP B L DA B R I | R R TR | R
P ST BT L S e Z (halosafen) FLAUR B R | PR bR A ] | W ] | 2 S S Tk
B AL AL L S | U =N T 3 = 7 L - S T QA 7 S U L/
trifludimoxazin (& -1,5- “HIE-6-miFE-3-12,2,7-=%-3,4- “&(-3-&AH-4- (-
P-1-3%) -2H-1,4-FHMEBE-6-3£]-1,3,5-=B-2,4 (1H, 3H) - - E{) F15 [N W% 55 fig
(tiafenacil) (N-[2-[[2-&(-5- [3,6- “&-3-FH-2,6- & IH-4- (ZHF L) -1 (2H) -m5
WEFE] -4-FoR IR i ] - - AN L] -B- TN R H IR -

[0258]  “GSHNHIF" (b8) J& 4l 75 T e & s g 1A ¥t 1Ak R A5 0 LA A5 % g DAY 2 e
W B . R, 2 RARTFE B A 2 oK P R AiKo B T = S A H AR AR S R P R 2
FETR ) B = (P A RS, A 515 T BE HE B0 o GSHI 1) 55) 0 455 B e fole A LI AN 2, 1 4 5 e g
A HAth B LB AT AW B - P ((2S) -2- 2 k-4 - R LA B L) T 1R) A0 XN 2 Bk
(bilanaphos) »

[0259]  “VLCFASEK A" (b9) J& FA & Ak 7 45 44 1 b B 771) , LA i) S A I o ZE il
Fe L T GRAR b BB 1T B2 — , FEAEVLCRAR A=W & B 8590 M FERE Y A, B KB g
PR 2 i 7K 5B MR 32 R4y, FLT 1E I SR T A ) 4 S B A R W PR AR e 12 o I A o 5
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FLFE 20 F i R YA T B R A L R | TR Iy L OO T R S R
(fenoxasulfone) (3-[[(2,5- Z&(-4- LAKEREL) L L] -4,5- —&-5,5- —HE R
WAL | DU A P 2 2 SRUPERE e Y2 T A T e g WL P e g S DA P R Y L 258 TR G RO G
B -M ((2R) -N N- =20k - 2- (1-Z5508) INBE ) M Bl R il o H i B R i L 7
P D R BN (pyroxasul fone) FTFH 400 51 , A0 45 28 i pr T 2008 ks S5 T R o
IS LB NE AR L AR 1S B A 5 o IR A AR R B A& -

[0260]  “ERKFEALHAMET" (b10) ZIHIHEY) H KR LR EY 0, v st 54
K& - R E O P& A AR S 0 1 770 1 S5 4] 60 47 geUmb S i L 25 i (o FR AN - (1- 2%
5 AR B OR FE R N2 - [ (1-ZR AR AR S EE I R IR) o

[0261]  “PDSHMHIF] (b11) 7 AL\ AT AL 3= A ARG D R JHZR A% b AV S K
AT BB  PDSHI 7 9 S50 975 60T P e ML 980 FHE  RUME I e e ) K
LB (norf lurzon) FHILIEFLZ .

[0262]  “HPPDHIH| )" (b12) &4 - 2 3k - I - P 1R I XU 480l & B 1) 2B ) & ) A
220 5 o HPPDA i1l 770 110 SI2 457 A0, 18 XCPA it i ik ) SgUtt B (4-F2 k- 3-[[2- [ 2-H&
B IE) HHE] -6- (ZRUPIE) -3-MEnE ik ) e ) DGR [3.2. 1] -3- 4% -2- i) SFR W=
il (fenquinotrione) (2-[[8-5-3,4- “&-4- (4- FEAFERIEL) -3- 5 3k -2 - MR bR 32k ] B
Fe]-1,3-PRC ) S S B e P e ] P o e T B b ML AR o L B
T B ] Ak =R L AT B L tolpyralate (1-[[1-Z43E-4-[3- (2- HEIRELEIL) -2-F -
4- (FH R R 2) DR RS ] - TH- MGk -5- 3 | 4 ] £ 8 FE IR R 1) R bk M ] . 5 - (- 3-
[Q-FF-6-FE- - M- 1-58) AR -1- @-FEIERE) - 2 (AH) -EIEBRE . 4- (2,6-
T A-HIEIORIL) -5 ¥Rk -2,6- I3 (2H) -MEMRER (4 (4- BORER) -6-[ (2-F22E-6-
EHIE-1-AO M -1-38) FRFL]-2-F3E-1,2,4-=8:-3,5 (2H,4H) - . 5-[ (2-FF-6-4F
Fe-1-OM-1-38) edt] -2- B-FEERREL) -3- B-FHEAZENE) -4 (3H) -MERE i 2 - H 2 -
N- (4-F2E-1,2,5-FE e -3-38) -3- (SR ASE L) -4 - (S50 28) K FH It e fn2 - 2 - 3-
(FF LM e L) -N- (1-F S - 1H-PYME -5-3) -4- (=g 28) R B A 1SE R 2 5 s
Hifi s pyrasul fatolel &I A K P EY) .

[0263]  “HSTHPHIF” (b13) M IRMEA M4 PR SE R e Ak b2 - HH 2k - 6 -t Je 2 - 1, 4- R IR BRI e
71, TR IR A B N 2K AW & Js o HST 0 1] 5] %) S5 48] 0 955 9 e B L 055 a8 B4 B I 2R
(cyclopyrimorate) (6-5-3- (2-FRN 3k -6- FJEL IR AHIE) -4 -k e Fe4 - T IR TR TR) L3~ (2-
A-3,6- THORER) -4-F k- 1-H -1, 5-250E -2 (TH) - 7- (3,5- —&(-4-MtREHL) -5- (2,
2- "H L) -8-FR AL HE (2, 3-b] kR -6 (BH) -HH A4~ (2,6- — 4 FE-4-FRIRIL) - 5-F%
H-2,6- —HIEL-3 (2H) -MER AR

[0264]  HSTH#H 5L B35 NAMBIIL A
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[0266] AR JEH.CLEECE, s R ZH.C1EBr s R ZHERCL s R H Clak CFy s R ZCH,
CH,CH,BXCH,CHF 5 3% HR™/ZO0H. 8¢ -0C (=0) -i-Pr; 3£ HR*ZH.F.C1.CH,B{CH,CH, ; R** /& H5g
CF, s R** & H. CH,BCH,CH, : R™ /& H.FBKBr;R™J&C1CH,+CF,\0CF,8kCH,CH, ; R°*/&H. CH,CH,CHF,
8 C=CH;R*"Z0H.-0C (=0) Et.-0C (=0) -i-Pra-0C (=0) - t-Bu; 3 HA® &N CH.

[0267]  “ZF- 2 F AL A BRAM I (b14) 4 1) 5 L AE ) v (1) 41 4 22 1) AR 0 6 i o 0T S0
SR A K A A T G R B T S R I e AR B R o AR Y R A A
S 700 0 S A A 5 B 0 O L TR R U B L SRR B (N*- [ (IR, 29) -2,3- “&-2,6-
R -1H-Bfi-1-%5]-6- (1-8 O %5) -1,3,5- =M88-2,4- %) SRR AL i i — MR g B % o
[0268]  “ILAhRRFEFI” (b15) AHE8 ik 2 FhoAS [F) A RS AL 1 P 00 Bk 500, 1 i 22 7y 34
FHEF (a0, 272 B3 lg A2 ST AR A LS L &4 (B4, DSMAFIMSMA) (7,8 —
SR A BN 1) 751 I S A 24 S5 3 s A RS AT 1) 7100 R 200 L R £ 24 B AT 1) 771 o JF At o 7
A5 BB R AE R EARTEN (b1) 2 (b14) 1) i B4R ) bl i DL _E 51 3 i 4
1 2H A T 1 P 1D 308 2 e 7)o A o 0 7] 94 S 48] 6 8 K g L 8 o R L R R LR T
L2 TR ST R N S R TR L 2 SR AR BT R
VT - e AR R EERE SRR (1- (2,4 AURIE) -N-(2,4- HUERD -1,5- 4 -
N- (1- R 2 3E) -5-R-4H-1,2,4- =W -4- %) B 1 7« P 2 2R B e Jih e Tt 2
fil R R B ANS- [[(2,6- Z50RES) HIE R L] -4,5- Z&(-5-FBE-3- (3-FH AL-2-1
Wy ) SREnk .,

[0269]  “BREEFZ A7 (b16) A2 IR 5751 il 7 v DAV ok B o2 o 0 751 %o e A 4 ) A
W5 2R BN P T o X LA D R BP VE ) 52 o R 50403 T EL I AN e B b ok R 4
N AR o ok 1) 22 4 710 P SI 48] A0 68 (E AN PR A I 0 S R AR R R TR
R TR AR L AU A R FE TR (dicyclonon) I (dietholate) IR E F) R
W | A FELINE MR 22 AR R A ORI AR R | L e A FL S M 2E N (mephenate) 25
M 25 W BRI ARG WN- (FEERIE) -2 B SRR e e AN - (2P IE) - 2 - Sl R e I i
1-9R-4- [ (G2 mmE L] 2R .2- (&AL -2- B 2 -1, 3- 250U (MG19D) J4- (& 4
WERE) - 1- 4% -4- A48 [4.5] %%k MON 4660) 2,2- — 450 -1-(2,2,5- = FF 3L - 3-NEmL 5z
) - CHAAI2- B IE-N- [[4- [0 (FFERE L) Piat ] U8 R AL e 2 | - 2R HH Bk i

[0270] Q1AW AT LB A A ML =SS S RIE A S UL R ETR1LE 21
R IR 7 3 M LA R A A ket % . L R LB L7 &P IR RPR. RYR°.RO\R™,
R™.Q'QPRIY (Y 5 L Anbh &% W 2 vh BT s S Bk AR B4k . 3 1a . 2a. 4a . 6a.8a 10a il
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13aff b &5l 2 x01.2.4.8.10F113 A AF 74 .201b2b.8b. 10b A1 13b 1k
E 21,2810 A3 AEIIHIAE T4 . :Ulc 8¢ 10c F13ctb &5 2 2
1.8 10A1 13Kk S AR T4 . K 10d F10e [l 4 &2 10 AL S I A Rl T4 [ E
AN 75 T AN T4 R B FE froxd T I RE A BT . BRI e Q A
MNQ) R) FRrIR LS P B IE R B UM R L 78— Be 5000 R, T DA 3 NMR A 1
2| /b & 1 I R A AR AR AE

[0271] 475 E1h R, Rlaffb &9 RN PRYRH RYZH; 3 HYR0M = 1#tk-&4) wT
PLE T 28 B 7E & T 100 C IR R i ATIE R A FIAAE TR 2R 5 210031
FE 1) 5 SR 1) 4% o 5 B8 LA T V38 e B R S 48 1 Hb ) 25 BRE L Bl SIZ 451 2 R0 3 F 1 25 BRD AL il
S AR )0 BRASK UL o

[0272]  FHZE1

[0273]

REH A& 2058 A

[0274] 75 2w frow , DRI A (R L AJR & A BB AR T I8 RO 1y I ALY
ORI 1HIA &) W LS sC4 R4 S B IR ] 26 o IR AE 1 S A B R 1 25 AR T, A

HIE M) S B BAE Y, G E AR T2 H 4 i | s B s B W AN, 1247 FH T IR
PR 53 P PR B4 T LR N 2R R SRR AR IR , LA A HLIR I LR I =3 L 1R - Z AP 2 4%
() L R T OB, LA AN PR T-7K  FE R | G AN DY SRR IR o 12 IO AE M -20°C 23 77
W JF BRI AN0°C &2 10°CHYE N B IR B T #E4T . 7 SR 210 7 ikl i & e SE I 1) 28
BEDE RSEATI3 AP BRE | BCSE B4R A5 BRC R S 191 51 20 BRASR 1 B
[0275] &2

O !
x

127 NH,
5

[0276] >

- 1" 2C(R3),, CHR?, CHy, NH 3 NR?
XZ2OXKS 72 2CH %CR>
4 1b

[0277] 75 Z3th R, R 1cHIL &4 (BRI R EH RPEH; Y20, 3 HA /& -NHA®- =1
Hika ) oy LLIE I A “AE 4 FE 18 (coupling partner)” fIAEAE R 6IN- 203 P k1 1) 36
R 2% o T IO I AR S FEAR7 v DL E Bl 20 & M ik B (R mE G RS AR  J AL
YanaE AL ek F AL BB AL ITAT IR MO AR VE AL R A7 AR H S B 7 HA I A
AT « T R A & B E A B FEEAR T4 B & A i &AL B AR IR 40 . FR AN TN R o
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Z P 2 R LR S F T O, B EHAIR T 4R FF AR 2K L 2K R AR N N-
S FP I e R D SR 0 o 122 S5 S E M - 20°C Z2 I SR 36 55 I H 8L 28 L0 °C 22150 C (R YE R A
R E N AT - 77 S35 B B G SE B LIRS SR G .

[0278]  7%3

[0280] 47y S&4h o, s Taff 4k & Wt r DUIE i 58 1Y B 60 P9 B e ) AL R 1) 2% o 44K
A I ST A URE L S 2 AR R R B A7 AR T BEAT o F T SO 18 3 ) AT HLBE B A5 (EANER
T ORI B =R T 2R . 22 P 2 R LI A SO, AR EAN PR TR U DY A
B AU SR o 122 S5 MLAE M - 20°C 22 3 77 1 19 i I LS8 7 3 WO °C 22100 °C (15l A (¥ I
NHEAT o 7 SRAN T i SR 200 25 BRCTE A

[0281] %4

1
[0282] "

N=N'=N—A"
IFIFETEET
8

[0283] 477 Z59 Frow , 2ali &4 m] Ll i 2Nda il A0S WD AL R il 2% . I AT LA
Ve 5 A ERIR VR 25 A T A A & B & BAL S, B A B AR T 2 B i | 2 B 2 FE
AER I, BEAT o F T SONE B9 5 T TR B0, 4 (AN PR - R LR Gn 3R R L S IR PR ANBR IR , LA A A AL
B2 N QTR M =5 LT - 2 Fh 2 R LA 73 T OBE, B0 AE AN IR oK R L L1 A DY
R o 12 S NAE DN - 20 °C 2235 70K 3 i I ELIR AL i A0 °C 22 100 C 1) Y [ N IR FE T 18R4T
[0284] 5Z5

(')\ 1/‘II
27N,

5
—-

[0285]
1 > [‘% ‘R';'a '”R;s' "HA
RAEH SAR U & 12 . }__.‘(3 # CH,
X2O%S J % CH #CR
2a
4a
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[0286] #1175 Se6 o , A2bH AL & ] DL 28 a i) B BN I i A AR ) 2% o AL T
A8 T A BB | TR AR VA R A7 AR TR AT o T SRS s B A LB L4 = IR B e =
AE TR o 22 P 2 R LT G T SOBE, AR AEAN IR 28 L SR DY S A B AT SR g o 1%
SBELE M -20°C 2R b 5 I BT I A0 °C 22100°C H Sl Y il 52 R 47

[0287] 756

[0288]
N=N'=N—A’
A3 IR A S BB A
R,ZH AL BHE &
8a 2b
(02891 47y S 7 o, SbHIAL & T DL i 70O R P e fie 1) AR i) 4% o B HISE AL
B B B = e e H Ak o i B A ) L BT A S VR R A AE R BEAT o T T IR N ) 3
SR EFEAR T EHS R IS ZA P = et ik bt S 2 e in s &t =
Ak It o 22 0 22 1R 1 3V 7703 P T SOz, A0 45 {ELANBR 37N, N- - B P i N - Y - 2- i
N S ] . — FH AR I o 12 S S AE M - 20 °C A9 570 4 39 i« 9 HL B R b A0 °C 22100 °C (1)
VO B N IR R 3BT o 7 T IR A R 12 1920 BB
[0290] HZET

R

A 2-C(O)C(R),-, Q Oz k& FULY

CR*)C(0) % R =
[0291] CRY)HCRY),- i

RA2H A& 2% & 5
LG
9 8b

[0292] 475 =8 B, 8l b &4 ml LLid i O B i BUAIE I Y6 4E - (Mi tsunobu) HX
RIER ] £ o H R FH 2 WA B AR R R IR AL, AR SRV R A7 AE Tt AT - T B

A& 1 2 B AL AR (AN T 2R B 2 B B N B Uk = R . T ROV
EE B OFE AR T =R BB e = IR T 3B . T RN A 1E B B B R E AR TR
RIR = CERAR R R IR - T 8. 2 M 200 3535 7E T ROV, A3 HA R TN, N- =
P2 7 e AN Y SR IR o 1% s S AE M - 20°C Z V7510 b s L o HL B AR i L0 °C 2100 °C )3T
FEl A TR T AT o B an X A R R B 7 A 2 WOrg . Let t. DA MA@ 1] 2008, 10 (14)
2997-300041].0.C. A HLALZ=HTI] 1999, 64 (16) ,6049-6055.

[0293] 78

36



CN 107592862 B ﬁ'ﬁ HH :F; 33/81 It

[0294] N ﬁ‘%% AL H#fi
4 ETEER LY N
AL | 4
OH N=N =N—"A
RAH S A& 288 &
9 8¢

[0295] {7 9 FroR , s8b Ak &4 v LU A X101 &9 5 011 AL & 1) ) Bk
il 2% o AT et AE R A7 76 L B Hb 7R S AR A7 AE T 13047 o F T OB 1) 63 PR B B
{HAIR T E A i S A AL IS AL BT, B R SR B B A AR PR 81, DA I & A = &
fi JNON- S RN, 8- R ARXNOR[5.4. 0] — Bk -7- M5 . 2 PP 2 FE R LI 7S T R
ALFEAB AP T2 L F 28 N, N- — FF R P i N- FR R -2 WL el — Y RS SRR L 2T P R
MG DY SRR o 1% 5 B AE A - 20 °C Z2 9 770 0 9 A L I HL B AL A0 °C 22100 °C 13 BBl Y 1 iR
TR #E4T . 10896 &9 (b T & -CR'R®-) AT LA LA 2 5 2] % , WIPCT/US2014/068073
(WO 2015/084796) H ffidk - s 1OMI AL A4 (Herb T2 -CRPR®-CR™R™-) AT LA LA £ Ay i 4%
40 PCT/US2014/38473 (WO 2016/003997) 1 ik .

[0296] 729

\*”"T\l I—N\\l.—l,(j
~ 8b
[0297] LG I% A& X 5 Kk
B BE X m F
R2ZH ﬁilfﬁ.?&i}i -3

[0298] W77 =107 Frow , sR6 AL A4 mT LLE i 20 1O PN IR A& FON - U BE Ak R il 4 . IR AL
el FH 26 H S B A ) AT e ML ZE R A7 AE N I LS B b 78 SIS R A AE R 3T - &R oR
H AR FEE AR FN- 8% . 0- R SEME ML R 2 .0- 3838 (mesityl) BEMEIEF2 % |
0- PR 2 I . 0 - SRR FL R L FN0- 2, 4- AR B2 i o FH T IROBE 1) A 3 1) e A 8 (H AN PR T
AE MY NS E AR EE A, BE SR W 2 NN £ B B R AR QO AR R A AR R B, S AL
B, & SRR A — S I R R SRS R R U, DL R R A B N = 21 N ON- R
PIFEANL, 8- A XA[5.4.0] + 85 -7- K - 2 Fh 2 REM SLIEFIE F T SO, LG H AR
TR R R L K N N- 2 5 B R fle R DO SR R 12 s 8 AE ML - 20 °C 223 71 1) 1
AIF H B 0°C 22150 °C (1) 76 B P9 (R FE R iEAT .

[0299]  mI & AHh , N- 2 Ak v DUdE I P20 F2 7 SR S B, 2% 9 20 F2 i 3 =0 1 21 A ] 44N -
SVl 35 P T e ) 12 B AN i 30 S 34T o 201 20N - P 55 P B etk & T DL el 78 35 0 770
FEAE TR I H 37 b 78 SRR B A7 AE T 3E47 2 1 OFR A Tk e 5 338 224 1) S0 i 2240, 7] ) S N7 Sk 3
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13 o B3 3T 110 SV i e 255 7700, 455 R AN BR T I i 12 2 0 STV A T 60 R T i P 8 DA I A A T
SN A TE S VB AEE AR T 2 BR Eh 4 Z BREN AN R B, FRFR IN L BR AN R , LA B it
Sy iR in =& A4k (T1T) MPUEAES (IV) « 2 Fh 2 A L& T N, BFEHEANR T 4
FRIET DU S AL 35 A — G0 065 o 1% S5 B2 FE A - 20 °C ZE I8 750 5 L 3 HL B8 3 L0 C 2 100°CHY
YO N RS N 3T . N6 N-Z 2k &9 n] LLs i 347 125N - S0 AR 2 P e g 508 24 1)
SR BN B M AE LA A7 AE T SRR & E A B AR T8 8 - 2 Fh
Z R LS FE H T =, B EAIR T LB AR 2R o 1% B 7E M - 20 °C 22 45 77 16 36
LI H R - 20°C 22 100°C FVE R N 3R 31T ARK AR T2 W Synthesis [ & H]
2006,14,2371-2375MSynthetic Communications[& M TH]2009,39,604-612.310
&y (B TR -CROR®-) AT LA LA £ Fiy 2l %% , WIPCT/US2014/068073 (WO 2015/
084796) th i A% #% . ;N 10HIAL &4 (Ferp T/ -CRPR®-CR**R™-) AT LA LA %2 Ffi 7 b 4%, tnPCT/
US2014/38473 (WO 2016,/003997) H1 firik .

[0300] HZ10

HoN-LG

:
LG -OPO(# 2 )y, -OSOy 3 2),

-0SO;H, % -0CO(# 1),

RAAK LRI &

[0301]
10

[0302] W &AM, 405 E 119 Ao, 6alfb & mr Ls i 1 0alf &4 5 & 440
FIGN0- (2R AL F2 il AR B 2 - O - BB R S SR ] 2% o % T2 7 L S AR A1), 2 0L
Bioorg.&Med.Chem.Lett. [ZEWIA WA 5 246518 ] 2009,19, 5924-5926F1].0.C.
[ HALFHAF]]12002,67,6236-6239.

[0303] &1l

[0304]

10a 6a
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[0305] iy 129 B ow , s10b AL &4 m] LLod ish 201 0a iy 8 1 7K A K il 2% o 7K i F Bl 7K
VAL VIR B R 7K I VR S 2R b A SR SR R AR AE T AT o T SO B i R B A 5 (H AN PR T L
M= AN E A A, DL R R IR 35 4k R AN A B R 4 o FH T s B 1) 5 168 1 R 0 (EL A
PR T AR W IR SRR AR , L A WLER 40 S TR AN =3 LR - 22 Fh 2 R SR 713
F I, B FEAEANER T F S L 1 A S0 IR o 1% S5 S FE M - 20 °C ZE 57 b L o EL SR
MOC Z2100°C i 78 el N AL BE T 13847 o

[0306] 12

[0307]

10a

R’ Z 4K 48 8% 2%
[0308]  4n77 ZE 13 i, sS4 A o] DLd i 38 i =0 13 [0 4k & 4 5 ELBE J5 S5 A 3840 B
15 B i R 3R AR o FHT738 5 5K 131 Ak 4 wh 10 I 077 T i 255 11 2% b D v AE SR 2 2 50
() o SRS B 38 SR T VR R FE R SR B AL B R N P R BB el s B (B0, B,
Berichte der Deutschen Chemischen Gesellschaft 1904,37,3520- 3525) FIE Ak 55
IAEAE T B AL S A o 38 I v] LLAE 3 W H BE Y IR A7 AE R, L (TD) SRS2El (Z
WA, Tet . Lett. [PUME{AEIR]1991,32 (14) , 1699-1702) . AT AH, 7T LAl R4 4L
A A (TT) B EE (TT) /A 7E T R BE SN (Z W61, Tet . Lett . [PY il 4438 1 ]
1985,26 (52) ,6413-6416)  FEFALARE (IT) 7N /KEMIRAFAE T8 I E AN 7 120 J7 %
& L L 2P 38 CUERA o
[0309] 713

Q' COR 2 OR'

7N
[0310] i COYR' =

NO2  Rmkmr i

13 10a
[0311] 475 S 14vh iR, 31 3a A &4 (GHerp TR -CROR®- (3 1 3R AL &) 7T LA o i 5
141 g 520150 B 3 e 0 S 87 i TR 3 2R B ) 7776 R I i) 46 o T 1 B 0 1 45 368 110 ol L 9%
i 4 JR ALK R e 2o P 2+ 1 PR B 2 B ) BN o T R LATR 7 0 E B S 9 11 25 BB
PiBH o LA AL G A mT DS 5y b o AR ST AN TR 2 R0 O v il 2%, 48] dar e ot s R TR
T TS 4 5 I SC 99K SR 56 I S (B2 LBIING . Jones ,Organic Reactions [ HLR R 1415
B » LV A AT H R A, 1967) o
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[0312] 5 Z14

RRCNO,
(‘)' COLR’

Q' CO5R’ 15
— ———
[0313] < RS
CO,R' COR
= )

% R( NO»
R’ 2 4 5% A :
14 AR BIR, -

[0314] X 13a (BRI TR -CRR-H9 20 13) (i 4k &9 mr bl 18 30 1 6 0 3 4 e 5 1T
P RS AE R AR LE T BSR4, a5 15 BT o FH 1% SN (140 36 4 Bl A 35 (EL A B
T4 A e 2 G P T R B RN R L R 1) £ Y B 7 3 ) DY Sk g R
(ZH ERESL) R — (AR SN — S N S o R, 1% S A TE N - 78
CH23CHIE N AT - HT AT IZ I 2% F 2 0L Synthesis [&1]2005,2239-2245.
TEAAEAE AL TR T AE B K TR AT X P A 5t A AE & BE I (Synthetic
Communications) 2013,43,744- 748 #fi8 . 30 16 Al 3 I ks mT LA 2% 5 M Js ik 24 0 8 77 v |
TS Vi 25 PR o o 5

[0315] %15

CO,R’
Q4 <
I COHR'
[0316] —_—
NO, 17
16 &
R’ AARLBIE &

[0317]  z013bAH 134k & 4T LU i 76 T 1 4 A0 ) R A7 A T AT A% b 76 -5 18 R B ) A7
e N L6 SR 12 5 =R TR T R TG IR NSRRI B VE ) 2%, G0 16 R TR A
ERAEA AR EAR T B A AL Z RERCAARIINT (TD WX [ R,R) -N,N - =R HIR b -1,
2- TR EARER (TT) L (S,S) -N, N - IR e - 1,2- %] b (ID) s B F
PEL, 1 - (DU e mbh) B — R IR AR (TT) o FH 9% S B0 R 403 R A WL AL 4 1E AR T
WRFE MR L = 2 & 4 - FE RN IR BN, N- 35 P 35 0 i o 3 P A ] DA 4 b 7 3 77 2 DY &
kR  HH R Bl — G e Se Rl B B i I R AE A -T8°C 2 80 °C Y Bl N A HO 2 1 24 & 11
fEAFIFI0Z T M BT AT X P AL 25 A2 AET . Am. Chem. Soc . [ E b2z 4K
2005,9958-99598Eur. J.Org. Chem. [ERINA WAL 4212011, 5441 - 54464 5% T 2 A AT
1 o LG R SR I e AT DL ) Hbaed i AR SR AR N B3 O IR 77 92 F 1 AR 22 FR Jo 1) % o

[0318] 7‘;77%16
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CO,R' ] . : .
; Q CO,R Q! CO,R

Ld

Q -
| CO,HR' S R
[0319] : COR" 9T CO5R!
17 NO, NO,

NO,
FRAAH, o
16 R A% B 5%k 13b 13¢

[0320]  #J7 SR 17 o, 2 10b (B LA Y205 R 5 265 9F HRPZHK 10) Fl10c (B
V20 RYEH; I R K EM=10) B P0IR -S4 ) U3 2 10a i A &4 5 160 U5
TEA T AE 51 K I IAFAE BOAAFEAE S AT IO R i) £ o 75 12 SO H 72 A 1 X33 e A AR 1)
538 0] DL ik A v 7 v A i B a3 R 4 i R S I o P T RO IR A 3 ) T 2R YL VR S
N- AR B Vi N - YR AR TR B 9 SV e AN - AR G 30 i o« 9% S B2 (1 & 3 1 51 771
FE2, 27 -AA R T (AIBN) A S o8 B Bk o RS i, 12 S SR 57 a0 — & e 7
MO°C 235 5738 r (0 Y | N 1A T
[0321] 17

[0322]

10a 10b 10¢
R'2CLBrI R? £CLBr.1

[0323] 7 SR 187w , S 10d A10e 4k &4 (B R AR, 3 HLY 23 B0 (10d) BkS
(10e) PI=10H A ) v] LLIE A 201 0alfy A0 &4 5 28 A0 A 24 S (1 A Ak a7 491 23 £ X5
(Lawesson’ s reagent) Ak VU B EL T AR AL — B A5 V5 74 an DY S W g B FR 4R A R AT e 37 2R
il % o BB Hb 12 ) B AEVE FE N0 C B 115 CHIR B N AT  ASUIRE AN TR B, {1 >
T2 BRI AT LRt 55 10dAI10e (BPH Y43 B2 SER0) 46 &I P2 i TR
G, AT DOE I & R VR i i RN A Rk 2 B o 7 SR 18I 7 R A S5 11K 2 SR D
i .

[0324]

[0325]

10a
10d 10e
[0326] 75 Z19rh s, a4 (B HL b RURIR R H ; 3F BLY 2 0R92R1) 4k & vl LLE AT ik
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HULE B B AFAE N B0 1) e Ak 75 e R A 3 10a i AL & Wk 1l 4% o & 38 B e J AL 70 B 5 (E
ANBR T = S VY SR &« — 20 S 5084 DU SeUAIT IR 26 « R I L L 2 o« Y R e AR 6 R R
et 12 FF 5 o FH T e 2P 45 34 1) ol 58 (A IR T ok 2 2 e P 60 AR s P A6 L 5 2 5 6
SRR, 8- R IR [5.4.0] 8k -T- I . 2 B2 R R LA TG OB, B R EAS
PR T 25 N, N - 2 PR B e N DY SRR o 122 S AE M - 20 °C 22 35 77 149 99 e« 5 HL B RS 1l MO
‘CZ150°CHYER A B FE T 17547 . 77 R 198 7712 H & S0 1 () A5 SRF U6

[0327] %19

0, /93
Q' N
\ 7
R
[0328] ]
“N” OFt
H
10a 4

[0329] R4 A HARN SR 2], &M E e B o] B A sl At LR AN R ) XL &
Yo 0t LA B HL B 30 07 Ul B B e A A B e B IR 550K, 2 0L Larock,R.C.,
EEHF WAL B Re #4148 5] (Comprehensive Organic Transformations:A Guide
to Functional Group Preparations) ,s52Ji,Wiley-VCH, 4 Z],1999. %0, HT #1401
(R A A P v T A T 2 5 TR A s , 3K S 5 e il 25 ] s SR R R 3 I HLAR S 48 FH AR AT
FAFIE) S N (N SR A3 R e L) 2 48 | 4% P A6, NI LI AL &4  FEVF 2 185 DL
T, IR SR AT A LA RS B I AT

[0330]  RIATHE], bl s T 2% 0 LA A 40 i 0 1) S 3701 A e 7 2% A4 ] e AN 5
[ A AR ) TR e B e A A IR B 0L T IR/ E R P 5B Re B B A% ¥ 45 &
2GR B T3R5 B BRER I 724 o O 47 25 A 1 A P ARDIZe 308 T 40 28 A AT B2 AR N
OB R S WK (S0, B, Greene, T.W. ;Wuts,P.G.M. Protective Groups in
Organic Synthesis[HAHLE A RIIEA]], 52k Wiley: ALY, 1991) o ARGURHIEIARN
FORAIR B, B S5O0, FEAR IR AT 77 R rh 2 1 5 N5 58 R ), PT RE /s 22 kAT
WA FEANR R ) Ao 5 S P SR SE R TR S0 & B AR I B R N A
PR, e R 2 L5 H & A& 4 B B AR 52 3000 7 AS [R5 50>k 3t 47 L B RHoR
HEP RN A S .

[0331] AW B AR N GBI AR B, A ST 1) 21 B A PR o [R) A4 W] 2 52 & Fh o
BT SRR O S [ HH 358 s N A WL 4 B B AR A s 8 AT Tt e 12 DA s A 2 Bl i
A I BRI

[0332] TR E— B VIS UL B, 845 AN I EE AR N D28 AT I 15 B AT A O B R 22 3 f
KRIEFE o LN FERE i) 1 s 9] 2 A R B B 1 o UL RS2 20 BRoR 1 AR BAR & sl A h
AL RIFE T, I B T8 BRI G BT AN 20 AR 7 3 0A T oAt S 471 55 1%
W AR I A IR A% . B A bR IR E R B T B IE AR S ERR AR R AME 2 A
Wl S ANE B, 1 1 IR S RO BORN T 40 LR H AR AR o TH O NMREE DL DU SRk e
KA ppms Rk o “s” ARG “d” BIBNUE . ‘0" BAE 2 HIEH H “br 7 ETh T HIE.

42



CN 107592862 B ﬁ'ﬁ HH :F; 39/81 1t

[0333] &Rkl

[0334]  N- (2-%KHE) -6,7- & -6-[3- (= H ) R EE ] -bH-MEn& 9 [2,1-¢]-1,2,4- =
Me-7- R (ke E2) Bl

[0335]  DIRA.2-[[3- (L) R WH TN R, 3- — 4 B8 il &

[0336]  ¥43- (= H L) ZEHI S (7.55g,43.3mmol) JH R — £ & (6.6g,41.3 mmol) WK
WE (0.91g,10.7mmo1) FNZK (50mL) [PV A4 B 1 7/NE , o Hp 5 R duh 2 - ik v 40 7K s % 452
R 227K R4 FN T R SR G WD AE I k4, IR TR R IR B ETE s (S ke i
0% 230% LR L BEHEM) » AFR AR v i o e i iR Az AL 54 (10.9g) »

[0337] 'H NMR67.74 (m,1H) ,7.71 (m,1H) ,7.64 (m,2H) ,7.52 (m,1H) ,4.33 (m,4H) , 1.35
(m,3H) ,1.29 (m,3H) .

[0338] JPIRB.2-[2-fiHdk-1-[3- (30 R L] N R, 3- — AR 4%

[0339]  2- [[3- (& 2E) JREE] W H TN R 1,3- 41 (RIPIRA F=4,10.9 g,
34.5mmol) AH3E FF ¢ (18.5mL, 345mmol) AT H BEEN A FH v Wi (25wt %, 0.76g,3.45mmol)
1E L (150mL) FR TR A PIAE23°C R HE R 21 /NI o BR 5 W I TR A WO AE I T 3 4 DA 1t
MRS, ¥ H H O e 1925 % LR L Ba iR I Tl i Celite® ek 358 -+ Bk i 2o 8 DABR 25
ANTEPEIORE o P BRI e 4 LA A 52 38 (o PR I b ik 540 (11.0g)

[0340] 'H NMR67.57 (m,1H) ,7.51 (m,1H) ,7.47 (m,2H) ,4.97 (m,1H) ,4.89 (m,1H) , 4.32
(m,1H) ,4.23 (m,4H) ,3.82(d,J=9.0Hz,1H) ,1.27 (m,3H) ,1.07 (m,3H) .

[0341]  JPIRC.2- 54X -4- [3- (o 2%) R FE ] - 3- ML b SR IR £ s 1) il £

[0342]  g2-[2-fiFH2E-1-[3- (R H &) RE] 4N R, 3- LM BB EBI =4,
11.0g,29.0mmol) &L (IT) 77K &4 (13.8g,58.0mmol) AIZB% (250mL) HIHEHEIR &)
TEOKIE A N IE FHTEAS 3 BN LLO . e II A4 EN (6.6g,174 mmol) AbEE . K Fr 39k
EWAE23°C R HiFEA/NE R JE A B AT G AL A (500 mL) , KR A L2 /N o F 1R
T (3 200mL) ZEEUZIK JZ o 446 I BA WA U F R /KB, 1% (MgS0,) FFAEJE Tk
%7 NG TR ARMIE T LR 0 (100 mL) /1, FF 2 Br G F8 ( 50REVH 2% i) FH 1 A &4 B v Wi
(100mL) JE Z4458RE /NS o 73 B X e 2, IR A 1L /KBRS, 1% (MgS0,) I FEJE T k4 .
B AYIERER Eig 8 (FHE K 0% £100% L/ LERHEA) , AR BEE NS TG0
HARVI AR B &Y

[0343]  'H NMR&67.57 (m,1H) ,7.51 (m,1H) ,7.48 (m,2H) ,6.47 (br s,1H) ,4.26 (m,2H) ,
4.19 (m,1H) ,3.86 (m,1H) ,3.54 (d,J=9.5Hz, 1H) ,3.46 (m, 1H) ,1.29 (m,3H) .

[0344]  JPIRD. 2-fifX-4- [3- (o 2%) R FE ] - 3- ML b SR IR £ s 1) il £

[0345]  C¥g2-%HAR-4-[3- (Zm L) R EE ] -3- LG e sR IR 4 g (RIPBRCHI 724, 1. 0g,
3. 3mmol) A7 K77 (0.67g, 1. 7Tmmol) 7£H 2K (15mL) H VRS WILE BT R4/ NS o F44
HI SR A WAEIE N iR4e , FEk ik et i ka3 (AR 0% £100% 2
TR B GEm) » AR HEAE A3 PR AR @it &4 (0.60g) -

[0346] 'H NMR68.07 (br s,1H) ,7.57 (m,1H) ,7.49 (m,2H) ,7.44 (m,1H) ,4.28 (m,3H) ,
4.16 (m, 1H) ,3.90 (m, 1H) ,3.72 (m, 1H) ,1.31 (m,3H) .

[0347]  SIRE:N- Q- KK -2-%ifC-4- [3- (S FF ) AHE] -3- Mg ke B Bk i) o 4%
[0348]  #g2-fifX-4- [3- (U 28) KAL) - 3- Mk nk b AR R £ Wi (BP 2B EDIY 4,0 55¢,
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1.7mmo1) F2- 5 A% (2.0mL,20. 7Tmmol) FIVR A INIER A FINFE 120 CREEET /NG
REMAERER EOiES 5 (HO KT 0% -40% Z R ZBEFE ) » DAHRAEAE Ty K (3 6 [f 44 )
PRl =4 (0.49g) o

[0349] 'H NMR89.68 (br s,1H),8.21(m,1H) ,7.75 (br s,1H) ,7.57 (m,2H) ,7.52 (m,2H) ,
7.10 (m,3H) ,4.62 (m,1H) ,4.16 (m,1H) ,3.94(d,J=6.0Hz,1H) ,3.72 (m, 1H) .

[0350]  JPHRF:N- (2-9ARHE) -3,4- “5(5- k-3 [3- (AR R L] -2H- kg -4-H
P Jiz ) i) £

[0351]  MN- (2- R L) -2-BniAR-4- [3- (= FH ) R0k ] - 3-mb s e FH Bt fie (B A2 JRERY 7~
),0.49g,1.3mmol) JAFF &% (0.090mL, 1. 4mmol) FIEREREH (0.36g,2.6 mmol) 7F ZfiF (10mL)
H R G ITE23C T B FEA/INS CRR A YD AE IR N IRYR 7R RN AE B8 < B (20mL)
H13F K (2 X 10mh) B  FA LA T8 (MgS0,) FH AR T ik 4s LA S AR AR e iR
YIHIAR R4 (0.39g) -

[0352] 'H NMR68.29 (m,1H) ,7.60 (br s,1H),7.52 (m,1H) ,7.44 (m,3H) ,7.11 (m, 3H) ,
4.52 (m,1H) ,4.22 (m,1H) ,4.00 (m, 1H) ,3.77 (s, 11) ,2.57 (m, 3H) »

[0353]  JDHRG:N- (2-9ARHE) -6,7- = 5(-6-[3- CE9 L) R3] -5H-ME JF [2,1-¢]-1,
2,4- =W -7 - FE R R il 2%

[0354]  EN- (2- AL -3,4- —&5- L -3- [3- (= F 24E) 2R 28] - 2H-TEn% -4 - H ki
(BP0 BRFI 7= 4 ,0.13g,0.33mmo 1) F1H L (0.030g,0.50mmo1) 7EN, N- — F 3 7, i i
(0.4mL) IR EMAEL120°C T HiFE L5/ IR S WIEI R T R4 R i R F &
BB (O RI0% 2100% LR OBE VARG LR AR Y 0% 225 % FHEESEM) , LLAZ (it
VE R AR AR AL G, AR A& (0.0658)

[0355] 'H NMR69.17 (br s,1H),8.26(s,1H) ,8.15 (m,1H) ,7.62 (m,2H) ,7.56 (m,3H) ,
7.09 (m,3H) ,4.93 (m, 1H) ,4.61 (m,1H) ,4.36(d,J=7.4Hz,1H) ,4.14 (m, 1H) .

[0356] A ka2

[0357]  N- (2-%RAE) -2,3,6,7-PU&(-3-%4K-6- [3- (= FH4E) R AL ] -5H-MEng 3 [1,2-
a] KWL -7- H LI (A 403) 1) il 4

[0358] ZDHRA:1- (- LMEEE) -2- 284K -4- [3- (U AR) ZRIE ] - 3- Mg B SR IR £ BRI
%

[0359]  52-%AR-4-[3- (=& H ) K] -3- ML Mg e R IR £ T (BP sl 15 BRCI =4,
0.30g,1.0mmol) A5 £ ME5 (0.16mL,2.0mmol) 7E 24 (3mL) HH IR &W7E 75°C FHtEE167)
INF o W74 I S SR B PILE IO R I 4ig DL HEAE iR AR iR Y B Fr i Ak &4 (0. 37¢) -
[0360] 'H NMR67.61 (m,1H) ,7.53 (m,2H) ,7.46 (m,1H) ,4.73 (m,2H) ,4.42 (m,1H) , 4.27
(m,2H) ,4.10 (m,1H) ,3.82(d,J=10.7Hz,1H) ,3.78 (m, 1H) ,1.30 (m,3H) -

[0361]  ZPPEB:1- C-B R LMEIE) -2-f0-4-[3- (CmH J) A AL ] - 3-ME MG e R IR £ R 1)
il %

[0362]  #51- (2-FAMEHL) -2-5A0-4-[3- (ZFFIE) HIL] - 3- Mg e R R 2. Fig (BN 25 I8
P 41,0.37g,1.0mmol) F1ZEALEN (0.20g,3.0mmol) FEN,N- —HIELHEiZ  (3mL) T VR
EE23°C R FE6 /N O S BTR S Y R T (40mL) B R TR S IR FK (2 X
15mL) FIUFISAL AN (15mL) Peidk AP T MgS0,) FFAEE Tk as LA AR v 4t
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AR bR LS9 (0.37g) -

[0363]  'H NMR87.61 (m,1H) ,7.52 (m,2H) ,7.45 (m,1H) ,4.51 (s,2H) ,4.42 (m,1H) ,4.27

(m,2H) ,4.10 (m,1H) ,3.80(d,J=10.9Hz,1H) ,3.77 (m, 1H) ,1.29 (m,3H) .

[0364] 51%C:2,3,6,7-VUA-3-FAX-6-[3- (=& F L) ZKFL] -5H-MEm% 5 [1,2-a] BEME -

7- R L T8I il &

[03651 B1- Q-BE LW -2-8A0-4-[3- (ZHH L) ZKIE] -3-MES KR IR £ B (BP 25
B K17 40,0.37g,1.0mmol) AI=ZKFMRE (0.29g,1. 1mmol) ZE % (10mL) )R A W LE [H1 7%

T}ﬁﬂmld\ﬂf P TRAE23°C N B 207N, 75 B (] $3 1] 12 A [ 4k o 4 9 5 4 3 0 3 FH HE

R AR A N Tt R I bR AL A9 (0. 20g) K5 IEIRIK 4 o W 7R VR T H 4% (4mL)

H NG (0.30g) , KR AWIAE 65°C R HEHE LN IV ZNH S B VR A 3 6 o 5 3

TRAESE T < 4 LA LB hn & 1 4 S [ A4 R A AL &4 (0. 12¢) «

[0366] 'H NMR87.49 (m,2H) ,7.43 (n,2H) ,5.72 (br s,1H) ,4.67 (n, 1H) ,4.38 (m,2H) ,

4.15 (m,1H) ,4.02 (m,2H) ,3.59 (m, 1H) ,1.08 (br s,3H) .

[0367]  PERD:N- (-9 -2,3,6,7-WUE -3-FA0-6-[3- (o 2%) ZR I ] - 5H- Mg I

[1,2-a] ke -7 - F LR 1) %

[0368]  #£2,3,6,7-DUE-3-AX-6-[3- (=A%) I ] -5H-ME g FF (1, 2-a] mkme-7-H
s 2. 0E  (RpABERCHIF*4,0.10g,0.29mmol) F12- % K% (0.50mL,5. 2mmol) ZEF 2% (3mL)

(TR B W AE IO S B 2% Fh N 22 200 CRFSE 27NN o 44 FN ) S NV S ITERE IR b i85y 55

(FHCLEH 0% -100% LFE L ERBE ML) » LLSE HEAE 58 (iR B FR @8 7= 4 , A R B A&

) (0.027g) o 'H NMR7R H K202 LRI - Ik L2 SR AR K VR 45400 o

[0369]  'H NMROE ik B4R F 4944820 (m, 1H) ,7.58 (m,4H) ,7.07 (m,3H) ,6.37 (br s, 1H),

6.27 (br s,1H) ,4.56 (m,2H) ,4.51 (m,1H) ,4.02 (m, 1H) ,3.59 (u, LH) ; Bk B8 S 4449 49 (br

s,1H) ,8.20 (m,1H) ,7.58 (m,4H) ,7.07 (m,3H) ,4.77 (m,1H) ,4.41 (s,2H) , 4.28(m,1H) ,4.14

(m, 1H) ,3.59 (m, 1H) »

[0370] & Rl s 4413

[0371]  N- (2-FAHL) -6,7- & -H2E-6-[4- (25 K& ] -5H-mME g I [2,1-¢]-1,2,

4- =M-7- B Z (th 5 9024) 2%

[0372]  JDRA.2-[2-ffdd-1-[4- CCRUFE) K] LB fR1, 3- R 4%

[0373]  f44- (=& H L) KHEE (25.0g,112mmol) A R —HIBE (15.6g,118 mmol) JHWRIE

(2.39g,28.0mmo1) FIZ (75mL) FIVR AW B 2/N , o d g 22 2K (i %2 - Hiris 38 437K

) M LBR (3.47g,57. Tmmol) , FHH4 S SN T AN L 57N o 474 HIR) S B TR & i iR

ERER KV (IM, 2 X 40mL) FHHLRTBR R 2084 (2 X 40mL) Peisk KA HLZE T15 (Na,S0,) I 7EIE

g AR R (0.37g) K3 (iR YD 2L H BE (60.0mL, 1. 12mo1) T HH EE4H

[P FE B (25wt % ,2.42¢g, 11 . 2mmo1) 7E I (110mL) H VR S 7E23°C N HcdE: 17/

SRR S BEIR G WD D T e i LA AR AL AR PR il — A AR (IS e 150 % 4R

LRGN IR AR R LA SR (AR RS (R AR AL & (29.09) o

[0374] 'H NMR87.60 (m,2H) ,7.38 (m,2H) ,4.93 (m,2H) ,4.32 (m,1H) ,3.87 (d,]=8.8 Hz,

1H) ,3.78 (s, 3H) ,3.60 (s, 3H) »

[0375]  JDORB.2-%AR-4-[4- (U 5S) 2R AL ] - 3-IEmss ot - FR IR R g 1Y) il &%
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[0376]  f52- [2-FH3E-1-[4- (IS R ] O8] -TIN =R 1, 3- Wi (R BRAR =4,
29.0g,83.0mmol) JEALERE (I1) /S/KEW) (19.8g,83.0mmol) FIFHEE (275mL) HIHKHEIE S
TEVKHE H & 219F FHTE LN S LLO . 5g i M I BIEAL AN (9. 5,250 mmol) Ab3E 4 FT i &
YITEOC R HEL . 5/ HAR G 7E23°C N H 4117/ o 4R Ja I N AL AN AL B2 45 (300mL)
AR 2,15 (300mL) , ¥R -G W RIZIHEFE2 /N o 7 B vk W (VR A o FH LR £U T (2 X 100mL)
FWZK)E o 4G I A HLEE B P A0 A R (100mL) BE , )8 (MgS0,) I 1E U
NHRAE AR SR L -ET b (100mL) BB DA A TG0 (b AR A5 Ak &4 (12. 3g) -
[0377]  'H NMR&67.63 (m,2H) ,7.40 (m,2H) ,6.23 (br s,1H) ,4.21 (m,1H) ,3.86 (m, 1H) ,
3.80(s,3H) ,3.57(d,J=9.6Hz,1H) ,3.45 (m, 1H) .

[0378]  JPIRC:2-fifX-4- [4- (o 3h) Ik ] - 3- ML be 3R R s ) i) £

[0379]  f52-%AAR-4-[4- (o 3E) R AL ] - 3-nb s be $2 8 9 e (RP 22 3RBI) 724, 8 . 0g,
27.9mmo1) 157 [k (5.63g,13.9mmol) 7 FF 2K (70mL) H IR A AE R R k4 . 5/ o
2 ENH I BETRA PDAEOE S s, R R R R g s (kP No% 2
100% LR 2. Tg e i) » PSR A B A Ak & P AN 20 %6 1) A SR 4 o 4L ol ) 6 €0 [ A o Kf VR S 40
M TR 25 (100mL, #4) AT Fe (200mL, #) 45 & DA AEAE D9 v o8 [ R i A AL & 4
(5.0g) -

[0380] 'H NMR&68.20 (br s,1H),7.62 (m,2H) ,7.37 (m,2H) ,4.24 (m,1H) ,4.15 (m, 1H) ,
3.94(d,J—8 2Hz ,1H) ,3.82(s,3H) ,3.71 (m, 1H) .

[0381] IRD:N- (2- 9K 5E) -2-TnifR-4- [4- U 2R) 2RI ] - 3- Mk e Y I Jie 1) i) o8
[0382] 4@2 IA-4-[4- (R 3E) 2R AR ] - 3-mb g be AR IR H s (RN AP BRCH =40, 1. 00g
3.3mmol) F2-F AN (2.55mL, 26mmol) FIVR A MITE RS FIMAAE 130 CHEL22/N o R
AR R A DARR 25 K304 i ORI R R TR R L - &0T B g DAR IR
@ AR R bR A (1.18g) o

[0383]  'H NMR89.67 (br s,1H),8.21 (m,1H) ,7.73 (br s,1H),7.64 (m,2H) ,7.45 (m,2H) ,
7.10 (m,3H) ,4.62 (m,1H) ,4.16 (m,1H) ,3.93(d,J=5.8Hz,1H) ,3.71 (m, 1H) .

[0384]  JPPRE:N- (2-dE) -3,4- =5 -5- (P midE) -3-[4- IR -] - 2H- ML i -
4 - H R ) 1) %

[0385]  MN- (2- SRR ) -2-BniAR-4- [4- (T BE) Rk ] - 3-mbns e FH It i (B A2 ZRDY 7~
¥1,1.11g,2.9mmol) AFI %% (0.22mL, 3. 5mmol) FEKEREH (0.81g,5.8 mmol) 7E £ i (15mL)
HEFRAIAE23 C R HE 18/M I RGP K (100 mL) #oBEFE F 4R < Big (2} 100mL) %5
B K A WL B8 MgSO0,) FFAEIRUE T Aa LU HEAE Jo ks ([l A i bl 47 (0. 97g) «
[0386] 'H NMR68.29 (m,1H) ,7.60 (br s,1H),7.52 (m,1H) ,7.44 (m,3H) ,7.11 (m,3H) ,
4.52 (m,1H) ,4.22 (m,1H) ,4.00 (m, 1H) ,3.77 (s, 11) ,2.57 (s, 3H) »

[0387] SRR :N- Q- AI) -6,7- ~A-3-HI-6-[4- (ZFH L) KK -5H-mmg (2,
1-c]-1,2,4- =M-7- F R BGA l 4%

[0388]  JEN- (2-9RHE) -3,4- Z&-5- (FBRIE) -3- [4- (U ) 2R L] - 2H-nk g -4 -
M (BR2DBRERI F=4,0.100g,0.25mmo1) F1ZEERE (0.028g,0.38mmol) 7E LR (1.2mL) H
IR EYAELL0C R HHE T2 B K IR A Wik 4 2RI R AERE i Bl 5 (A ke i
10% 2 100% LR TG VIR JG TR ZTE T 0% 25 % FEE SR ), DASR A L Rp HoAth 24 Jsi ¥5
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Pl hR AL B KR A PTECIS-HE R L tail /05 (H/AKF10% 2100% 1: 1 L5/ H B
Geli) s AR AR i i R I bR REAL & 4, A BRI AL &40 (0. 021g) ©

[0389]  'H NMR (d,- A ) 89.65 (br s,1H) ,8.25(m,1H) ,7.76 (m,4H) ,7.15 (m,3H) ,7.09
(m,3H) ,4.92 (m,1H) ,4.63 (m,2H) ,4.17 (m, 1H) ,2.39 (s,3H) .

[0390] & sk 54

[0391]  N-(2,3- “HAKH) -3-24-6,7- =&E-6-[4- CHRPE) KR -5H-MEEIF[2,1-
c]-1,2,4- =M~ 7-HEEE th58) il &

[0392]  JPHRA:N- (2,3- — o oRIE) -2-BifR-4-[4- (o J8) 95k ] - 3- MR Jo HH 5k e 1) o)
%

[0393]  Hg2-BRAR-4-[4- (ZHH ) K] -3- ML e ;R IR H g (BP s 1320 BRCI =4,
1.00g,3.3mmol) A2, 3- & A% (3.4g,26mmol) VR AWIER S FIIIE 130°CHr4L22
/NI o o SO AE IR TR AR LA B 25 R 43 i B R R Ml K TR R I SR R W L - 0T e it S DA
AN TG A AR AR B &) (1.13g) -

[0394] 'H NMR89.84 (br s,1H) ,7.97 (m,1H) ,7.75 (br s,1H) ,7.64 (m,2H) ,7.45 (m,2H) ,
7.04 (m,1H) ,6.92 (m, 1H) ,4.60 (m, 1H) ,4.15 (m, 1H) ,3.94(d,J=6.3Hz,1H) ,3.72 (m, 1H) .
[0395]  JDPEB:N- (2,3- —HKIE) -3,4- & -5- (P -3-[4- &) K] -2H-1it
I - 4 - FH gk 1) o) %

[0396]  4N- (2,3- ZHoRSE) -2-iAR-4- [4- (Ca A J8) IR Ak ] - 3- Mt ng e I i e (B 2 BRA
HIr=40,1.16g,2.9mmol) Al F %% (0.22mL, 3. 5mmol) FIfkEZ 4 (0.81g,5.8 mmol) 7E 4
(15mL) H VR G AE23°C R FE 18/ KR AW FZK (100 mL) Rk 2R .1 (2 X
100mL) 2= B 45 A AL A B 45 MgSO,) FFAE IR H T e 4 LAS AR D9 s €0 [ 4% 1 s 7L 4
(1.10g) »

[0397]  'H NMR&8.06 (m,1H) ,7.60 (m,3H) ,7.33 (m,2H) ,7.07 (m,1H) ,6.94 (m,1H) , 4.51
(m,1H) ,4.22 (m,1H) ,4.01 (m, 1H) ,3.77 (s,1H) ,2.58 (s, 3H) .

[0398]  LIRC.N- (2,3- AR -3-29-6,7- —&A-6-[4- (ZH P ) #3E] -5H- g I
[2,1-¢c]-1,2,4- =W -7 - FF Ik B 1 1) 4%

[0399]  JEN- (2,3- 3R IE) -3,4- (-5 (FmiHE) -3-[4- (O JE) R3] - 2H- ML i -
4 - FR g iz (R BB P24 ,0.200g, 0. 48mmo1) Fl7K & ik (0.036mL,0.72mmol) 7E A 2
(2.4mL) HENR-SWILELLOC FHikE16. 5/ A4 IR A Mk 4 31 Celite®Fk 5 + B 77 FIF
EC18-Fk e Bt 4» 85 (/K 10% 22100% 1: 1 2.5/ FR BB i) , AR LA ok o [ 4
[RIFR AL S, AR BRI (0.037g) o

[0400] 'H NMR810.19 (br s,1H),7.82(m,1H) ,7.64 (m,2H) ,7.47 (m,2H) ,6.92 (m, 1H) ,
6.83 (m,1H) ,4.99 (m,1H) ,4.50 (m,2H) ,3.98 (m, 1H) ,2.81 (m,2H) ,1.37 (m,3H) -

[0401] & R SLA5

[0402]  N-(2,3- “HZKFHE) -6,7- “&-3- (= H L) -6-[4- (= L) ZLFE] -5H- Mg FF
[2,1-¢c]-1,2,4- =W-7- LR (L &9022) 1 &

[0403]  JPPRA:N- (2,3- 9 RS -6,7- — & -3- (AL -6-[4- U 3% k] -5H-
Mg I [2, 1-c]-1,2,4- =Mk -7- B B i) okl 4%

[0404]  JEN- (2,3- Z9RARIE) -3,4- (-5 (HiiHE) -3-[4- (U 2E) 3L ] - 2H- ML i -
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4- PRk e (B Sz 45l428 BEBHI 7240, 0. 220g,0. 53mmo1) « = Z e (0.076g,0.58 mmol) AT
IR (2.7g) WRAWIAEL30°C FHEFE907 Bh o ¥4 ZNTR &9 H £ B8 2. T8 (100mL) # B FF 4K
AR R L8 (50mL) 7K (50mL) AIHLAISEALAN  (50mL) Heidk KA HLE T4 (MgS0,) Ik
453 Celite® rE e T BhIEA) EIHAE C18-FEM B/ B (FH/KH10%3100%1: 14185/
H B M) 5 DASR A — e % 5y G (W hn AL & 9 K IR A D I L - &0 T et B8 AR VR A e
& [ AR P FR A S AR BRI S (0.029g) S

[0405] 'H NMR&9.25 (br s,1H),7.89 (m,1H) ,7.70 (m,2H) ,7.51 (m,2H) ,7.03 (m, 1H) ,
6.92 (m, 1H) ,5.04 (m, 1H) ,4.71 (m, 1H) ,4.46 (d,J=7.6Hz,1H) ,4.24 (m,1H) .

[0406] i I A ST AT IR (MR 7 5 AR U A1) 7 v — e, i DA R 1 2= 1409 1) R Hk &
ML FH ST FERF 1 -Pr|fe a2, Bus$s T 24, PR FE AR AL , OMe B4R H 482, Ot
AR ORI, SMe AR B ZE , \S (0) Me 48 HH R WAL 5L , DL Je S (0) Mexfig F TS

[0407] XK1
O,

al | N/Q
\
[0408] el
J
\N x

™
\—
[0409]  JA&-CH,-;Q%&Ph (2-F) ; 3f HQ' 2

2
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I I I
Q Q Q
Ph(3-Cl) Ph(4-CF3) 2-w iz f(5-Me)
Ph(3-F) Ph(4-OCF,) 2-9k5% Ik (4-F)
5}111((;_-32)) Ph(4-OCF,H) 2-wkwz S5 (4-CF))
Ph(3-Et) Ph(4-OMe) 2-uk %% & (4-Me)
PhG-CF,) PhGECEL ) 2 R G-F)
FH3-CILCF) Ph(4-(0-C1-:t-Cl-E)H) 2-beX £ (3-CF;)
Ph(3-OCF,) 272
Ph(3-OCF,H) » —

. Ph(2,4-=-F) .
Ph(3-O-i-Pr) 3ot5z 1(6-F)
Ph(3-OMe) Ph(2,5-=-F) B2

Ph(3-OCF,CF H) Ph(2,6-=-F) 3k R& (6-CF)

Ph(2-Cl) Ph(3,4- =-F) 3-wt7z J5(6-Me)

[0410] Ph(2-F) Ph(3.5- =-F) 3-skoz K (5-F)
[E)llll(zz-l\l?lr) Ph(3-Me,4-F) 3-9k"2 £(5-CF,)

Ph((Z:CFe)) Ph(3-F.4-Me) 3-atz A (5-Me)

Ph(Z-OCI—i) i 3-uk72 J(4-F)
Ph(2-OCF. H) BRE=RER) 3-sit5% 4h(4-CF)

Ph(2-OMe) BHEA-=8) 3tk K (4-Me)

Ph(2-OCF,CF_H) Ph(3,4,5-=-F) 3-az (2-F)

2-vkug Ak

Ph(2-CH,CF)
Ph(2-0-i-Pr)
Ph(4-Cl)
Ph(4-F)
Ph(4-Br)
Ph(4-Me)
Ph(4-Et)

2-wk vz JK(6-F)
2-#k7z J&(6-CF )
2-9t 7% J&(6-Me)

2-wk g JE(5-F)
2-wt A (5-CF,)

49

3-sk"2 £(2-CF,)
3-wit oz (2-Me)
4-wbe ik
4-wit vz K (6-F)
4-wit 7% J(6-CF )
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46/81 1L
QI Q 1 Ql
4-wit 7z J5(6-Me) g -5-0k Kk rig-2- %
4wt K (5-F) *%%2-5-%(2-CF,) R HEey-2-k
4-sit.7z K (5-CF,) 1,3,5-=4-2- % 1,3- 3 5fv@vdk-2- 4k
4-91t 7% J(5-Me) vk - gk 1,3- 3 jf vk ok -2- 4k
4-vik oz J(3-F) vk -2- 5 (5-CF,) T-vkuk &
4-vtwz J(3-CF,) ek o5k w1k
4-vk 72 J(3-Me) ok -5- %(2-CF,) Ffoked-1-k
4-vknz K (2-F) O Y ] wk-1-25
4-w.7z £ (2-CF,) *&o4d-2- & (5-CF,) ek 3E[2,3-c]he-1- 4
4-9it7% 3(2-Me) w5 gk Ph(3-OCH ,-c-Pr)
2-Kopy “&od-5- % (2-CF)) Ph(2-OCH,-c-Pr)
2-k %y K (4-CF) Ferkvk5- Ph(4-OCH,CH,CH,CH,-c-

2-7k % & (5-CF,)
3-wkoy Ik
3-7kwy J£(4-CF,)
3-%Kwy & (5-CF,)
2-vk i Ik
2-vk vl #(4-CF )
2-vk vl J(5-CF,)

Frokok-5- K (3-CF,)
Frok o3 0k
Frik vk -3- (5-CF,)
Folok-5- 0k
Fogk-5-4(3-CF,)
Frgek-3-5k
Fo&ok-3- J£(5-CF,)

hex)

Ph(CH -c-Pr)
Ph(4-CH,CH,CH,CH,-c-hex)
Ph(3-OCH,CF,)
Ph(2-(3,3- = &t i L R K))
Ph(2- ¥ R T A EL)
Ph(3-7 Ak L)

[0411] Ph(2-CH,CH,SCH,)
3-vk vl A& 1H-1,2,3,4-vg 2 -1- 2% Ph(2-CH,CH,SOCH,)
3-rk uh %.(4-(:1:3) 5-Me-111—1,2,3,4-119“£-1-£: Ph(Z-CHECHESOECHJ)
3-vk vl 2&(5-CF,) 1-Me-1H-1,2,3,4-v9 2 -5- % Ph(3-SMe)

| H-wkod-1- 1H-1,2,4- = #-1- 3 Ph(3-SCF,)
4-CF -1 H-vi ok -1-Jk 1,3,4-78 —wd-2-J% Ph(3-S-¢-Pr)

1 H-vk k-1 1,3,4-% —vk2- gk r]:t}:((g-ssggd;))
4-CF -1 H-ok -1- 3% 1,2,4-°8 —v-3- 34 Ph(3-S O-c-Pfr)
2-CF,-1H-vkvd-1- 3 1.24-% =k-3- X Ph(3-SO,Me)
1-Me-1F-wf ok -2- )k vy Aobnh-2- % Ph(3-SO,_CF3)
1-Me-1 H-ok ok -4- 3k vy S vkng-3- Ph(3-802:c-15r)
3-Me-1H-ok ok -4- )k vy ok h-2- Ph(3-k & J&)
1-Me- 1 H-vtt ok -4- 25 g ok -3- & Ph(3-(2- T 4 )

1-Me-1H-1,2,3- = =-4- 3% 1,3- = AUk 3F-4- 2 Ph(2-CH,CH,OCH,CH,)
2-Me-1H-1,2,3- = -4-J% 2,2- = fi-1,3- = FUK 3R-4- & Ph(2-C(=0)CH,)
4-Me-1H-1,2,3-=#2-3& 1,3- —# /%3 (Dithiolan) - Ph(2-OC(=O)CH3)
4-Me-1/H-1,2,3- = »k-1- & 4-)5 Ph(3-OC(=0)CH,)
ook-2- 1,4- = FOK3F-2- 25 Ph(2-OC(=0)CF,)
#7-2- 4 (5-CF)) 1,4- — AR X 3R-2- 25 Ph(3-OC(=0O)CF,)
e -2- 4k -2k
% v -2-25(5-CF) -7k
[0412]  FR2VUAHR 75 A , B T AT AR “T/ -CH,- sQ°fEPh (2-F) 5 3¢ HQ2" #e B ¥y

Sof T T 25 AT AR (B “TH2& -CH, - ;Q%&Ph (2,3-—-F) s 3F HQ'&”) R, F2rb 1y s —
% B RIS, Kb & -CH. - ;Q4EPh (2,3- = -F) ;3 H.QJ&Ph (3-C1) (BI3-4( ) .
R3IR 20U 1 .
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SN bR
2 JH-CH,-sQ"£Ph (2,3- =-F) ;3f HQ' 2
3 JH-CH,-sQ"APh (2,4- —-F) ;3f HQ' 2
1 JH-CH,-;Q"£Ph (2,3,4- =-F) ; Jf HQ'A&
5 JH-CH,- ;Q*f2Ph (2-CF,) ; 3f HQ' 2
6 JH-CH,- ;Q*f2Ph (2-Me) ; JF Q'
7 JH-CH,-;Q*#2Ph (2-N0,) ; 3 HQ' 2
8 J#&-CH,~:Q*f&Ph (2-C1) : £ HQ' /&
9 J#&-CH,-;Q°/2&Ph (2-S0,Me) ; - HQ' &
10 J#-CH,- ;Q"£Ph (2-F,3-C1) s 3f HQ' 2
11 JH-CH,CH, - ;Q"APh (2-F) s 3f HQ' 2
12 J#:-CH,CH,-;Q*Ph (2,3- —-F) ;3 HQ' &
13 J#:-CH,CH,-;Q*Ph (2,4- —-F) ;3 HQ' 2
14 J#:-CH,CH,-;Q*Ph (2,3,4-=-F) ; F HQ' 2
15 J#-CH,CH,- ;Q%2&Ph (2-CF,) ; JF HLQ' /&
16 J#&-CH,CH,- ; Q*ZPh (2-Me) ; JF HQ' &
17 J#-CH,CH,- ;Q2&Ph (2-N0,) ; 7 HLQ' /2
18 J#-CH,CH,- ;Q*&Ph (2-C1) : JF HQ' A&
19 J#-CH,CH, - ;Q*/Ph (2-SO0,Me) ; I HQ' /2
20 J#-CH,CH,- ;Q*/Ph (2-F,3-C1) s 3 HQ' 2
[0414]  FR21
[0415]  ZR21VL 5 ER VMR J7 MG BR T 45 B oM LR 4544 -
S 2
Q! N/Q
\
[0416] ’ A
SNy

\=y
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10505) Efﬁii HCN28 (T45) gg%-gg-z T3 pat (syn)
f:;fﬁm HON92 (Topas192) |85 |13 bar
lifﬁi"v‘ MONS8302 oo | T cp4 epsps (aroA:CP4)
ﬁfﬁﬁ% MPS961 : T4 phyA
f:;f‘ﬂx MPS962 - T4 phyA
lifﬁ% MPS963 - T4 phyA
iifﬁ% MPS964 . T4 phyA
1??%1% MPS965 . T4 phyA
ﬁfﬁisﬁ MS1 (B91-4) Nooiy | T bar
KIF#HE | MS8 ACS- T3 bar
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7% BNQ@?5-8
(L FN: &S ACS-
4o 0XY-235 oNalLs | bxn
f&. "ag.,
;_? & PHY 14 - T3 bar
j:jﬁi PHY23 . T3 bar
f::fﬂx PHY35 s T3 bar
j;fﬁiﬁ PHY36 . T3 bar
(S & ACS-
40 RF1 (B93-101) BNool4 | T3 bar
(LN & ACS-
o RF2 (B94-2) BN | T bar
(RN &S ACS-
o RF3 e bar
%8 EMBRAPA 5.1 ST T6 acl (EXA=R )

: PV051-1

e f # EE-1 - T7 crylAc

[0506] A 19-51a 3?9‘5] ag | TH S4-HrA
A 281-24-236 ?AS'24236' T3,T7  pat(syn); crylF

DAS- ‘

] 3006-210-23 21023-5 T3,T7  pat(syn); crylAc
A% 31707 - T5,T7 bxn; crylAc
A% 31803 - T5,T7 bxn; crylAc
% 31807 - T5,T7  bxn; crylAc
A% 31808 - T5,T7 | bxn; crylAc
A% 42317 - T5,T7  bxn; crylAc
% BNLA-601 - T7 crylAc
A BXN10211 EXNmz“' TS bxn; crylAc
# BXN10215 N2 s bxn; crylAc
#% BXN10222 ?XNIOZZZ- T5 bxn; crylAc
# BXN10224 024 s bxn; crylAc
% COT102 ?YN'IRIOZ' 17 vip3A(a)
# COT67B |17 cryl Ab
A COT202 - T7 vip3A
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A ¥4l - T7 crylAc
# GMF CrylA ELLF‘SI o |17 crylAb-Ac
H GHBI119 gEI{S)O sg | T7 cry2Ae
A GHB614 ?}E(S)E)Z-S T1 2mepsps
1 GKI12 . T7 cryl Ab-Ac
ACS-
A% LLCotton25 GH001-3 T3 bar
A MLS 9124 . T7 crylC
i MON1076 SMQQ;'Q T7 crylAc
# MON 1445 B’i%.z T cpd epsps (aroA:CP4)
H MON15985 ']‘/;(9);;_7 T7 crylAc; cry2Ab2
A% MON1698 gg?g-l T7 cp4 epsps (aroA:CP4)
% MON531 g%??l'_é T7 crylAc
# MON?757 3%?;.‘_7 7 arylAc
A% MONS8913 SMS(;?JB-S T1 cp4 epsps (aroA:CP4)
0507
[ ] % Ngwe Chi 6 Bt s T7 _
# SKG321 . T7 crylA; CpTl
% T303-3 23353-6 T3,T7 | crylAb; bar
% T304-40 EEI(S)IM-? T3,T7 | crylAb; bar
A% CE43-67B . T7 crylAb
;f%: CE46-02A . T7 cryl Ab
A% CE44-69D . T7 crylAb
1 1143-14A . T7 crylAb
% 1143-51B . T7 cryl Ab
A% T342-142 - T7 crylAb
% PV-GHGTO7 (1445) - T1 cp4 epsps (aroA:CP4)
A% EE-GH3 - T1 mepsps
A EE-GHS5 = T7 crylAb
4 MONS8701 Mo | I T2 | smasshe dmos bar
A% OsCrl1 ) T13 2154565 Cry j
T A FP967 1(31]?(;{:)_1-2 T11 als
B A RH44 - T16 als
EHF 3272 SYN- T17 amy797E

63




i

B B

ON 107592862 B 60/81 71
E3272-5
LHE |5307 ?YN'OSZ‘O?' 7 ecry3.1Ab
LHE 59122 ?AS'59122‘ T3,T7 | cry34Abl; cry35Abl; pat
EH R 676 EH_OOM%_ T3,T18 |pat; dam
L5% |678 gH'000678‘ T3T18 | pat; dam
EHRK | 680 gH'OO%SO' T3,T18 | pat; dam
ZHE | 98140 EP‘O%MO' TITIl | gat4621; zm-hra
EHR Bt10 - T3,T7 | crylAb; pat
. SYN- .
g Bt176 (176) EV176-9 T3,T7 crylAb; bar
%% | BVLA430101 - T4 phyA2
. ACS- _
£H% |CBH-351 IMooa.s | THTT | ery9C; bar
5% | DAS40278-9 EAS“O”S‘ TI9 | aad-l
5 = DKB- . T
E# % | DBT418 20614-9 T3,T7  crylAc; pinll; bar
%% |DLL25 (BI6) DEE- e bar
[0508] ﬁgi?'s
EHF | GA2l 00021-9 Tl mepsps
EHF | GG25 = Tl mepsps
EHE |Gl - Tl mepsps
IHE Fl117 s Tl mepsps
21854 |GAT-zMI - T3 pat
ZHA |LY038 ?EN'OOOE‘S' T20 | cordapA
E2H& | MIRI62 EYN‘IRIQ' 7 vip3Aa20
EHE MIR604 ?YN'IRﬁm' T7 mery3A
MONS01 crylAb; cp4 epsps
EX MONS01 | T1,T7
i % (MONS0100) (aroA:CP4) ; goxv247
. MON- crylAb; cp4 epsps
£H5% | MONSO2 T1,T
1% ONg 80200-7 T7 | (aroA:CP4) ; goxv247
, PH-MON- crylAb; cp4 epsps
EX MONS09 T1,T7
1% 809-2 (aroA:CP4) ; goxv247
" MON- crylAb; cp4 epsps
iE MONS10 TLT
1% ONg 00810-6 T7 | (aroA:CP4) ; goxv247
1B% MONS32 i T1 cp4 epsps (aroA:CP4) ;
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. MON-
E# & | MON863 008635 T7 cry3Bbl
. MON- ,
EHE MONS87427 874277 Tl cp4 epsps (aroA:CP4)
MON-
EHZ | MON87460 87460-4 T21 cspB
- MON- cry3Bbl; cp4 epsps
EX P
74 | MONS8017 880173 | TMT7 | (aroAscpa)
ZH% | MONS9034 MON- 7 cry2Ab2; crylA.105
89034-3 ’ '
. ACS- :
EHE MS3 7M001-9 T3,T18 | bar; barnase
EHHRE | MS6 AEs- T3,T18 | bar; barnase
’ ZMO005-4 ’ i
i MON- _
EHF | NK603 00603-6 Tl cp4 epsps (aroA:CP4)
y ACS-
EHZ |TI4 ZM002-1 T3 pat (syn)
- ACS-
EHAE | T25 ey T3 pat (syn)
EHZX | TC1507 ?AS‘OISO?' T3,T7 | crylFa2; pat
EHEF | TC6275 IS)AS'06275 | T3,T7 | mocrylF; bar
F %) 2 VIP1034 - T3, T ip3A; pat
[0509] S 03 o 3,T7 v1p1F pa34Abl
> DP-043A47- crylk; cry ;
EE 43A4 T3,T
& SHAT 3 Al d cry35Abl; pat
. DP-040416- crylF; cry34Abl;
J%& | 40416 g T3,T7 cry35Ab1; pat
" DP-032316- crylF; cry34Abl;
BN
5% 32316 8 13,17 cry35Abl; pat
. DP-004114- crylF; cry34Abl;
EXE B 4114 T3, T
5% 3 Aot cry35Abl; pat
N #HINA = T22 sam-k
N #N B : T22 sam-k
. CUH-
FAN | 55-1 CP551-8 T6 prsv cp
CUH-
FEAN | 63-1 CP631-7 T6 prsv cp
F AN Huanongl - T6 prsv rep
UFL-
FARKN | X17-2 X17CP-6 T6 prsv cp
p ARS-
FF C-5 PLMCS5-6 T6 ppv cp
KB F : :
‘f‘ B R ZSR500 ) 1 cp4 epsps (aroA:CP4) ;
Fyrx goxv247
& 7r8% % | ZSR502 . Tl cp4 epsps (aroA:CP4) ;
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FgH* goxv247
(LR T 7SR503 ) T cp4 epsps (aroA:CP4) ;
Aprx goxv247
£ TCrp#242-95-7 : T13 Terp
# 7Crp#10 - T13 Terp
# GM Shanyou 63 - T7 crylAb; crylAc
# Huahui-1/TT51-1 - T7 crylAb; crylAc
i LLRICE06 Ssonia | bar
% LLRICE601 gg303_7 T3 bar
# LLRICEG2 s B bar
# Tarom molaii + crylAb | - T7 crylAb (#4249)
# GAT-0S2 - T3 bar
# GAT-0S3 - T3 bar
£ PE-7 - T7 CrylAc
# 7Crp#10 ; T13 Terp
# KPD627-8 : T27 OASAID
# KPD722-4 : T27 OASAID
£ KA317 : T27 OASAID
[0510]  #3 HWS5 - T27 OASAID
# HWI . 27 OASAID
# B-4-1-18 . T28 A OsBRII
# G-3-3-22 - T29 0SGA20x1
# AD77 - T6 DEF
# AD51 - T6 DEF
# ADA48 - T6 DEF
# AD41 - T6 DEF
# 13pNasNa800725atAprt1 | - T30 RRNASL; EWINAAL-A
APRT
# 13pAprt : T30 APRT
# gHVNASI-gHVNAAT-1 | - T30 EIRNASIL; HVNANT-A
HvNAAT-B
# gHVIDS3-1 : T30 HvIDS3
# gHVNAATI - T30 HvNAAT-A; HyNAAT-B
# gHVNASI-1 : T30 HvNASI
# NIA-0S006-4 - T6 WRKY45
# NIA-0S005-3 : T6 WRKY45
# NIA-0S004-2 9 T6 WRKY45
# NIA-OS003-1 : T6 WRKY45
# NIA-0S002-9 - T6 WRKY45
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5 NIA-OS001-8 - T6 WRKY45
# OsCrl1 2 T13 Z454569 Cry j
#5 17053 - Tl cp4 epsps (aroA:CP4)
# 17314 - Tl cp4 epsps (aroA:CP4)
e WKS82 / 130-4-1 ;FD'SZ“O“ T9 SAT; bpd0 (£3'5'h)
B WKS92 / 130-9-1 19F0-52901- T9 SAT; bp40 (f3'5'h)
260-05 (G94-1, G94-
2 - -fad2-1 (G245 %,
X 19. G168) T9 gm-fad2-1 (T %AL,%)
8 ACS-
RE A2704-12 GMO005-3 T3 pat
= ACS-
X &. A2704-21 aviols | B pat
; ACS-
X & A5547-127 Gklondd | pat
8 ACS-
X & A5547-35 GMO08-6 T3 pat
; BPS-
A CVv127 CV127-9 T16 csrl-2
X 2 DAS68416-4 PASOSHO 3 pat
s - fad2-1 GRE45E) : em-
x5 DP305423 DP-305423 TILT31 gm-fad2-1 (FLZKAL L) ; gm
[0511] : -
- - fad2-1 GREALE) ;
%2 DP356043 DP-356043 TLT3] | &M fad2-1 GL %L L) ;
5 gat4601
X & FG72 M- T32,T1 | 2mepsps; hppdPF W336
FG072-3 . ’
- N ™ MON- _
XE GTS 40-3-2 (40-3-2) 04032-6 Tl cp4 epsps (aroA:CP4)
3 ACS-
P2 GU262 cnonsd | B pat
B MON-
X & MONS87701 et T7 crylAc
fatbl-A (E A=A 3L) ;
k& | MON87705 Moee | TLT3L | fad2-1A (RSB ; cpd
epsps (aroA:CP4)
X & MONS87708 M- T1,T12 | dmo; cp4 epsps (aroA:CP4)
87708-9 . . '
= MON- Pj.D6D; Nc.Fad3; cp4 epsps
X 8. MON87769 e TLT3L o ACPd)
X & MONS9788 B T1 cp4 epsps (aroA:CP4)
89788-1 '
; ACS-
X & W62 apng | B bar
3 ACS-
o A W8 GMO01-8 T3 bar
X & MONS87754 MON- T33 dgat2A
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87754-1
X & DAS21606 DAS-21606 | T34,T3 | #4445 &) aad-12; pat
T,
’ . 3 4 aad-12: o
xa DASA4406 6DAS 44406 T3, 4 :Mwﬁ aad-12; 2mepsps;
T34 pa
K- SYHTO04R o T35 2 144 49 avhppd
0004R-8 g
a2 9582.814.19.1 . T3,T7 | crylAc, crylF, PAT
SEM-
)N CZW3 GCZW3-2 T6 CMV cp, Zymv cp, wmv cp
SEM- _
)/ ZW20 0ZW20-7 T6 Zymv cp, wmv cp
2 SY- cp4 epsps (aroA:CP4) ;
TS GTSB77 (T9100152 Tl
osiz] X ) |GTsB77-8 20xv247
x KM- _
X H7-1 000714 Tl cp4 epsps (aroA:CP4)
” ACS-
#E T120-7 BV001-3 T3 pat
K T227-1 - Tl cp4 epsps (aroA:CP4)
H NXI-1T - T21 EcbetA
@ HE | X81359 . T16 als
AR PK-SP01 - T6 cmy cp
A C/F/93/08-02 = TS bxn
18 3 Vector 21-41 - T36 NtQPT1 (A L)
) B 3K X81359 - T16 als
A% MON71800 MOB- TI cp4 epsps (aroA:CP4)
71800-3
[0513] AR ZEyHE (CH SRR L+ = 2K GE# (B.rapa)) ,#55 /i T~ (Eggplant)

[0514]  E AR f SR , A B AL & 0 342 AN A B2 O AELAE, (ER A Ay B I A
Ak B B BT AE b o 5 AR R B A S P RT3 B0 O ER AR A ) S A% MR A R o B ] R
o2, A5 38 5 3 R 2 U ) NI o 5 B, e 1k 5 R 0 T e o AR aa /3R
PP L AT 52 A B A A 5 P T L A B A PR S A IR o B A B B K

[0515] AR WIAL & W03k vl 5 — T sl 22 P A 2B W 2 i EAL S 0 BGaGTR 5 DU 2
205 7% ER) DT 37 5 2 B e B A AR AR, X A ) 23 A 5 P k) A A o
7R R ) 22 4] S T 7P < of% B R 3% 2 R S SR TR A WP A U 7 R st
B AR AR RIBR A S A B A SR VIR GRS 1A RS AR R RG] AR
Vg grak A E) S A S DR SO SR T S R L A RIS AR R
BT A VDT RHRPUN 02 S A g PG L I B AT i A V) 2R T 48 5 . K]
b, AR R R A5 ST AL S 1 (b Bk AT R ANZ 2D — b B A= 03 1Ak 5 1 5
W QT AV ARCE) WS, I HAazdl e Yml it — D a8 2R 57« [ A4 F0RE 77
BB R 751 P 1) 22— oo Al 2 i A S i) T L ) 8 00, 5 2 T ) [
PR B AA R B 75 P 1) 22— R 2 W b 0 T AR BRI G ), P Ke — P 2 F H At A=
P A & W Bt 5 21 A D C 1) — i AR TR » B — el 2 R At A2 4
A S GRS A A S 0 T BC ) L I ELAE Tt P IR Sl 702 &k (1 s
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ZUE) , BAT B ARH, AR t H .

[0516] DL REBRELFH (1) —FPE 2 Bl 5 A K B S HRA 0 vl G T Ze 45 : £
B SR I R LN AL IR TR RIS (2 TRIRER) L H R R EK L5 K R R B
Pl P s g o B R I TR B EL T (1) PR 36 L 2 35E) AR (4 ey ) L SR E R L A O
RIEEIR L VORI IR R L35 2 DY M R L R TTR E  BERR R L ERR R BRI
f#% (bencarbazone) «# 5J4 « WE B3 L M A A | 50RO A S XU 5 ) b e
bE R ] B S22 o R T LT 2 M U ik 2 LA ER (PR R IR T L IR S IR R TG VIR
RN E RN T R A R R DB TR R T R T BORE R R B
Rl T LR 2R AR L BT VEURFE VR PR R L S P SRR SR
R VAGERE EBRER — g FE 5T 5|k i B P D I | Ttk e | ST R PR R R A
B B B | S R AR R A R . S R B ST L T B L
By PRECRE (PR LY B JBE L A DA I R A D B LU E L 2, 4-D A T AR S L TR o g
RIS TR BiE b He PR R G T R R = 2 B R AL L R L S R L SR RGN AR L 2,
4- DBJ¢ L T HI LR EL B ER AN SR B SR A VB R A e L 2 R AR R O
EhH AR RN R RO TR TR R R KU B Y MRS R R R T b R A SR
TR P B R BP0 M L | M R - PR T PR L R R R LA
ER EUR M R SR B RO T 5 fi s BRI U B LR RE JDNOC 52 2 R \EPTC R HL ST 4
TR R BERE | 2V R | 2R R SR L £ SR R R B L £ SRR i R B
R KEWEME R B R | SFRE IR L 25 B T i DY M o R L S B | R R - TCA L 22 H 3 IR
F2 B S TR TG 22 5 80 T W 1 R OUSRURE L e T R 5 R R IIE SR B R A
T S B i 2  RUMLE Bt SV S R L R R R s R el it e L R R TR
TR AR T L R R | TR SR | SR s e R FLAN R R T 2 T RO
P S ) SR B T P M R | i R | P T MmUY I - e L
YTl e Pl A R e S R R B L R e S A AR BB (LS A ) R =
i (AT B ARHOFR A TR ) S ST W T Je U e FE 7S St e s o | it 20 R R L UL B OR
R VIR R PFFE TG T K SRR L R SEUIBK AR L R R S R B | R B | R B R
JOR] DR R R i el o o il o2 ) P T f AR i R R A R IRG  RICR T
PR TG TR S Ay — PR P R 2 S PRI B S R | S P R i | S P R | S R LUK
R VIAELE (RIS FE CHIZEFE . MCPA e Lk (101, MCPA - — Y JE 452 \MCPA - £ FIMCPA - 44 il
(i, MCPA-2- K& G MCPA- T %8 £ 1) AR S (51 40, MCPA- Z it fi) \MCPB &t H:2h
(154 , MCPB-4%) g (5 lnMCPB- 2, i) \2-F -4- S A R A5 2- F -4- SR R R e B 11 | Rl
T g T g i A Y R A L Y TR T i | R R | b e g | VR L R
B R LA IR | P IR S LA 2 | L 2 L PR SR R AR R R R A R LR VIR
B 5 VA PR R NG S A P R i A fl L R SRR TR B RO L R OK VR E VR
Jie TR Y | R e - M 28 T AN R I R A T AR T 0 T i | R R R
A ke VR ] | L A S s o IR S L 2 A TR R L R A TR LR
R R T g hi e 2 | PGB 2 Jhe s A I e ) SR Bt I L I B JfE (pe thoxamid) « FHRRIX
(pethoxyamid)  ZREE B 55 18 « 55 75 5 B 0L DR 50 e el b 520 s WK 708 A 50 e 0 i
B S S TR R PR R B 1 KO8  F B B R RO R L K R R R B
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JFz PR Rt TR e MR T o T R 0 g = B P SRR o XA R G b R i R I XU
G (pyrazogyl) MHEPARE 5 Bk | ik pes gk [ | DR itk e | B B LIk AR L BT R | e
EEIE A E IR 3 (pyrimisul fan) | P B Ik | WA B KA L B o o AN B AR B fi . S
PR TR S FF PR RR TR K B P R TR G R R W IR MR I L s bk o M I f B I L s R o 24
SR | G F I | U I PP P R IR PSRRI 2,3, 6-TBALTCA TCA- 4 44
BN R T MERLRE VRER R AR AR R VR EOE VR TR R S A
Y |G B IVE IR R | TR Wy R L R P L SR N R R P RS FEURFLE (tolpyralate) VA
I PR R ] s o S 2 e 05 T i [ M S O i L R B L SR L L SR 4k
FLE O KR VELR A R E RS L 5% (trifludimoxazin) UK R UL
B L = PR KRR 3- (2-50-3,6- THURHE) -4- 32 -1-FI - 1,5-250E -2 (1H) - . 5-
F-3-[Q-Fadk-6-EE-1- IO M- 1-5) BRFE]-1- (- REZEIRIE) -2 (1H) - MR bk 2-
FN- (1-H - 1H-PUMe-5-38) -6- (%0 2E) -3-Mbme BBk % 7- (3,5- & -4-MErg k) -5-
(2,2- 29 O FE) -8-FR ML BEFE [2,3-b] Mk -6 (5H) - Bi) \4- (2,6- =43k -4-FHEIRIL) -
5-F2HL-2,6- “FH -3 (2H) -MAMEER) 5-[[(2,6- g R3:) FEIE]H ] -4,5- & -5-F
He-3- (3-FFE-2-MEmy BE) BIEmE (AR Amethioxolin) 4- (4-FZEEL) -6-[ (2-F%E-6-4
Fe-1-FROU-1-58) FkAk] -2-FJE-1,2,4- = -3,5 (2H,4H) - ZJH . 4- 2 -3-50-6- (4-5-
2- 5 -3~ F AL IR JE) -5 - 98- 2- M FFY R P G L 2- PR - 3 (PR Tk %) -N- (1- FF 3 - 1H- Y
Mg -5-JL) -4- (SR HE) R BEAL DL K 2- F 2k -N- (4-FIJE-1,2,5- 8 — M -3-0k) -3- (A3
VR P ) -4 - (=3 ) 2R R Bk g o JHL At [ 20 7)o 60, 955 A2 0 o 5 711 148 1 0 ¢ A A 78
(Alternaria destruens Simmons)  JllFfERIEE (Colletotrichum gloeosporiodes
(Penz.) Penz.&Sacc.) N B IE I H (Drechsiera monoceras) (MTB-951) JEf BT #
(Myrothecium verrucaria (Albertini & Schweinitz)Ditmar:Fries) kEHEIE %
(Phytophthora palmivora (Butl.)Butl.) F#7 #4545 # (Puccinia thlaspeos Schub) .
[0517] A% B I A 4003 o] S5 A A VR 1 7)o an 34k i8s WN- ORJEFEER) - TH-FEENS -
6- 1% B2 & R NBE R EIR IR B KA A, B B I RES A IARRES SRR 1 7y 299
AT - 2, DL AR P A K O AR i IR 2R AT 1 (Bacillus cereus) Bk
BPO14% 4 Hhff o

[0518] & AR 771 (BP B 577 B 701 2 4551 s A% B HOR) S 2% TR 771 A 4 H G AR g 771) L
YR F) B — S % LR The Pesticide Manual [ 25 1,313 hK,
C.D.S.Tomlin%w%4,British Crop Protection Council [JEEEMW IR T RL],
Farnham,Surrey,U.K.,2003f1The BioPesticide Manual [ZEWA&KRZGTF M1, 5E2h%,
L.G.CoppingZmis , ZEAEY R P72 i<, Farnham, Surrey,U.K. ,2001,

(05191 Sof - H A X 6 AN [RIVR A 2H 40 o () — il 22 o ) St 491, 3 69 5 2H 23 3 i LA
AT B RV S W 2H 40 I () AR ) 250 FH o B FLAAH, 7EVR S, W MR R 38 DA
TE 77 b R 2S48 BH 59 T SR s FHE 4 B 20 ) e FH 236 1) 0 22— 2 3 it FH 238 2 () ) i FH
TR H o 1X b &5 HI|7E 5% k& WNThe Pesticide Manual fiThe BioPesticide Manual
H XA FTR A4 5 (B 8) SR G E & L@ 21 1:30005 293000 12 ] A
HER M RIELL:300525300: 1 M EELL (BIWNFEL1:3052930: 12 AL %) A
AR N 53] DL ik 17 5 (1Y) S 56 25 By 0 5 P A SR 1) AR 03 14 S0 TR i o 5 B9 1R R
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(A= 0 50 W BH SR TR 5 /B 3 X S 2Ly T A 2 g s Y L el B g s L
&Y FT iR I TE T .

[0520]  FERELLAELL T, ARG D5 HAEYEYE (REHRRE) (b &P EEtm (S
PR3 (R 4H -6 AT T B0 28 B KT B0 (B W []) B89 2808 0 / 8ROt P sl G Ay S B AR P )
ANT B (B 22 2 A0) BT R0 o o RORE TSR B 458 v 1RVt A ol 2 ) B[] B i R 001 = BTy
18— H RN A B0 A BOR S E PE 870 DA At 58 A 80 2 B dss il T e 6 il FE AR A
135 B RE 72 I EE I o A BR BE MR A DUSRAS AR 20 4 N ) e s 1 7K1 ) it FH 22
X A B AR [ AR S 22 A m] A R Bl T B ARAE ) 26 7= B A I B /D 3R 5 47 fef o 24
W B 20 ) 2 A R A TR I I SR 2H 6 W R P T 3 e 9 2 e 5 4 17 165
TEMIERT o

[0521] (EASVE SRR EY S 2D — P HANRR FIE S A& R EASE R
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(MS) LL=£0.5 Da P f ki THHG B 438 Dy i iod A AU € 5 o A 46 15 (LCMS) A RS,
FeAeZE L B (AP+) WLER 2R3 1A 5 N (93§88 D) I S e (R A 2 =F B B
T O B T HURHT (T 2N D TR -1 #7078, Ho “amu” ARG — [ 7 i &
AT,

[0539] Z5|FEA

QI
[0540]
—~

Q 2
N
N
\
H
L

Z

1 2

(05411 Cmpd.No. Q Q M.S.(AP+)
1 Ph(3-CF,) Ph(2-F) 406.4
[0542] 2 5|3KB
Q 2
Q
Q! N/
\
H
[0543]
N7 N
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Cmpd.No. Q' Q R’ g (mp.) (°C)
2 (%4 1) Ph(3-CF,) Ph(2-F) H o
5 Ph(4-Cl) Ph(2,3-=-F) CH, 389.5 (M+1)
6 Ph(4-CF,) Ph(2-CF,) CH, 455.5(M+1)
7 Ph(4-Cl) Ph(2,3-=-F) H 375.4 (M+1)
8 (%41 4) Ph(4-CF,) Ph(2,3-=-F) CH,CH, 437.5 (M+1)
9 Ph(4-CH,CH,) Ph(3-F,2-CH,) CH, 379.6(M+1)
10 Ph(3,4-=-CH,) Ph(3-F,2-CH,) CH, 379.6(M+1)
11 Ph(4-CH,CH,) Ph(2,3-=-F) H 369.5(M+1)
12 Ph(4-CF,) Ph(2,3-=-F) H 409.5(M+1)
13 Ph(4-CH,) Ph(2-F) H 337.2(M+1)
14 Ph(3,4-=-CH,) Ph(2-SCH,) CH, 393.6(M+1)
[0544] 15 Ph(4-CH,CH,) Ph(2-SCH.) CH, 393.6(M+1)
16 Ph(3,4-=-CH,) Ph(2,3-=-F) H 369.5(M+1)
17 Ph(4-CF ) Ph(2,3-=-F) n-Pr 451.6(M+1)
18 Ph(3,4-=-CH,) Ph(2-SCH,) H 379.6(M+1)
19 Ph(3,4-=-CH,) Ph(2,3-=-F) CH, 383.5(M+1)
20 Ph(4-Cl) Ph(6-F) H 357.4 (M+1)
21 Ph(4-Cl) Ph(2-F) CH, 371.5(M+1)
22 (54 5) Ph(4-CF,) Ph(2,3-=-F) CF, 477.5(M+1)
23 Ph(4-CH,CH,) Ph(2,3-=-F) CH, 383.5(M+1)
24 (4] 3) Ph(4-CF,) Ph(2-F) CH, 405.5(M+1)
25 Ph(4-CH,CH,) Ph(2-SCH,) H 379.5(M+1)
26 Ph(3,4-=-CH,) Ph(3-F,2-CH,) H 365.6(M+1)
27 Ph(4-CH,) Ph(2-F) CH, 351.5(M+1)
28 Ph(4-CH,CH,) Ph(3-F,2-CH,) H 365.6(M+1)
[0545] 5T~ 'HNMREHE 2 WL & s 491«
[0546] & 5|FKC
0,
0!
[0547]
N SN
d§
0548] Cmpd.No. Q' Q 5. (°C)
3 (%=4]2) Ph(3-CF,) Ph(2-F) =
[05491 ™5 T~ 'HNMREHE 2 WL & B S 491«
[0550] &5|%D
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O, 2
Q! N/Q
\
[0551] H
N7 N
\—/
(0552] Cmpd.No. Q1 Q2 M.S.(AP+)
4 Ph(3-CF,) Ph(2-F) 390

[0553] A% BH I AR 42 S 4

[0554] 1A

[0555] ¥k H LB (barnyardgrass) (BiEL (Echinochloa crus-galli)) .k
(kochia) (347 3¢ (Kochia scoparia)) &KX (ragweed) JEEL, ZK KL (common ragweed,
Ambrosia elatior)) B KF|EEFE (ryegrass,talian) (B KF|EFEE, Z{L B
(Ttalian ryegrass,Lolium multiflorum)) « KJEE (foxtail, giant) CKINEREL, fiH
¥ (large crabgrass,Setaria faberii)) fI¥F Wiz (pigweed) (4705 (Amaranthus
retroflexus)) FIAEYIY) P F -7 Fp kg 2132 - F0wD 19 SLIR Y A I8 HK H 58 In) 4 388w 55 i
FHTC 176 B, B 2 T35 1 7 ) e AL A B R VR 5 b () A 2 o i A T HH VR A 2
[0556]  [FJ I} , K5 ik B XL R P DL R H B E (RFEEFE LW (Alopecurus
myosuroides)) JEB (galium) (J\ALEL, 77k (catchweed bedstraw,Galium
aparine)) ./NZ (wheat) (/N3 (Triticum aestivum))  FflE K (corn) (L& ZR (Zea mays)
()R A PR 6 75 A (] 7 438 AR H i VR A b, S EL R CA AR [R] 77 =0 ) ) il A
mh SR HEAT H Y 5 e AL B K B VE R AE M 2emE 1 0em It HLAE— M 2 I B AR ) F T
H T R AR O 2 AL BRI A R B AL B R IR B AR LI10KR, 2 T A &4k
Y5 AR 2 AR BT R EE BT BN VPR 45477 45 T R A (R AR R i B P12 2 10
210065 FE, Hr 0y BRI B 1008588 i 5 (<) w3 s F8 L A4S
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£ A a4 KA (A

500 g ai/ha 1 2 3 4 125 g ai/ha 1 2 3 4

& e G s

K2 60 80 30 60 FEA 0 60 0 20

2 0 70 0 40 v 0 40 0 20

ik 20 40 0 0 EX3 0 20 0 0

R¥RF 40 9 50 70 X¥RE 0 50 20 20

PR 0 5 0 0 32323 0 50 0 0

Wik 0 30 0 0 Wk 0 0 0 0

g 0 10 0 0 3% 0 0 0 0

153 0 10 0 0 B3 0 0 0 0

TXHZAE 0 50 10 0 EXAZEE 0 0 0 0

P 0 50 0 20 & 0 0 0 0

& A QAR

500 g ai/ha 5 6 7 8 9 10 11 12 13 14 15

WG

Fo 248 80 40 70 50 70 90 80 90 90 20 0

2 20 20 0 0 70 70 20 60 40 20 0

k3 30 0 30 0 0 40 30 60 20 0 0

[0557] K R 80 30 70 60 S0 8 70 90 80 20 0

P 70 30 50 50 20 50 50 70 40 0 0

Hufi 30 0 40 40 0 30 50 60 30 0 0

LS 20 0 50 60 0 0 0 70 0 0 0

- 20 0 60 20 0 20 30 50 30 0 0

HERAMZEE 20 20 20 0 20 30 50 60 0 0

Nk 20 0 20 0 0 30 20 40 0 0
& A 4
500 g ai/ha 16 17 18 19 20 21 22 23 24 25 26 27 28
W JE
TEM 80 30 30 9 60 40 0 9 8 30 80 90 80
2% 60 20 0 70 0 20 0 20 50 0 50 20 40
IR 70 0 0 30 80 0 0 20 40 0 0 0 0
KR 80 30 20 80 70 70 0 70 8 30 80 90 60
1 P 50 50 20 50 50 50 0 30 60 0 0 40 30
Ho ik 30 50 20 20 40 0 0 30 0 30 0 0 50
S 040 0 O O 0 O 0 20 0 0 0 0
;8 50 0 0 20 20 0 0 0 0 0 0 0 0
HFhAEZEE 50 0 0 20 0 20 0 0 20 0 20 30 50
hE 50 0 0 30 20 0 0 0 30 0 0 0 0
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kA 44
125 g ai/ha 5 6 7 8 9 10 11 12 13 14 15
6
KA 20 0 20 20 30 50 70 30 50 0 0
f 0 0 0 0 20 0 0 0 20 0 0
X 3 20 0 20 0 0 20 0 0 0 0 0
K ¥ R 30 0 20 20 0 30 40 30 60 0 0
R 40 0 40 30 0 0 20 30 40 0 0
Wik 0 0 0 0 0 0 40 20 0 0 0
5% 0 0 0 20 0 0 0 0 0 0 0
153 0 0 0 0 0 0 0 0 0 0 0
ERAELE 0 0 0 0 0 0 0 0 0 0 0
o 3¢ 0 0 0 0 0 30 0 0 0 0 0

[0558]
* A fe
125 g ai/ha 16 17 18 19 20 21 22 23 24 25 26 27 28
%
T 60 0 0 60 20 0 0 50 30 20 50 40 50
78 00 00 0O O 0 0 0 0 020
Ik 00 0 020 0 0 0 0 02 0 0
XK R 60 0 0 30 20 0 0 30 40 0 50 30 40
He R 40 40 20 0 30 0 0 0 0 0 30 0 20
Wk 302020 0 0 0 030 030 0 0 20
K 00 00 0OOO 0 0 0 0 0 0
M 00 00 0OOO 0 0 0 0 0 0
HkMEEEL O 0 0O 0 0O O 0 0 0 0 0 0 O
in e 00 00 0O 0O 0O 0 0 03 0 0
% A o k) A (A
500 g ai/ha 1 2 3 4 125 g ai/ha 1 2 3 4
W AT ¥ Ay
R 70 90 60 90 REM 0 60 0 20
XHRE 60 90 80 90 KB RFE 0 90 0 60
Ho ik 0 0 0 0 Mok 0 00 0

[0559] gy % 0 0 0 O R E 0 00 O
/A 0 0 0 O W3 0 00 O
ERAEELE O 0 0 O ERAMEELFE 0O 00 0
& A -4
500 g ai/ha 5 6 7 8 9 10 11 12 13 14 15
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AT
T4 8 40 70 70 70 90 90 8 70 30 O
K¥JRE 90 90 80 90 90 90 90 90 90 60 0
Wi 50 0 40 - 0 50 70 8 70 0 0
R E 0 40 20 50 0 20 30 80 0 0 0
R 40 0 50 0 0 0 40 50 80 0 0
FhkAMZESE 30 60 0 0 0 70 30 60 0 0 0
[0560] & A 1 a4
500 g ai/ha 16 17 18 19 20 21 22 23 24 25 26 27 28
AT
T T4 90 50 60 90 70 40 20 90 40 40 90 90 90
X% R¥E 90 90 80 90 90 70 30 90 90 40 90 90 90
Wi 80 30 0 30 90 40 0 40 60 20 30 0 60
R E 0 20 0 0 0 0 0 20 20 O 0 0 0
5 E 50 0 30 0 5 0o O 0 30 0 0 0 30
EXMLEE 60 0 20 20 0 40 0 O 30 0 50 20 30
* A A
125 g ai/ha 5 6 7 8 9 10 11 12 13 14 15
AT
£ EM 30 0 30 30 40 50 70 20 60 0 0
¥ RE 50 0 40 30 60 80 80 90 70 0 0
HofiE 0 0 0 0 0 0 60 30 70 0 0
S O 0 0 20 0 0 30 30 0 0 0
A 0 0 0 0 0 0 0 0 0 0 0
HExMZEE 20 40 0 0 0O O 0 40 0 0 0
[0561]
# A a4
125 g ai/ha 16 17 18 19 20 21 22 23 24 25 26 27 28
REM 70 0 20 50 20 0 0 60 0 0 60 0 60
KA RFE 90 30 O 70 30 O 0 70 30 0 80 &80 70
W fiE 70 0 0 0 30 0 0 20 0 0 20 0 60
53 % o 0 0 0 0 0 O 0 0 0 0 0 0
BRE 0 0 0 0 0 0 0 0 0 0 0 0 0
HExkAZEE 0 O O O O 40 0 0O O 0O 0 20 0

[0562]  JlikB
[0563]  fE /K FE H WA A ik 5§ #5 (rice) OKAE (Oryza sativa)) «/NMEFRARE (sedge,
umbrella) UN{EAE3bd , 2RI JFE (small-flower umbrella sedge,Cyperus

difformis)) VB4 & (ducksalad) (Heteranthera limosa) - AITCT-F (FREL) [ RE DY)
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PR AR 20 B BUA I o AE AL PRIN , R Uil G /K 2 AE 3R i _E 7 Sem, 383 17 K EL
Pt I AL S PR AR B, IF ELAR 5 A2 Y Ta) DR 15 12 KR - K e A B R AL 5 5 R A
IS P ORFF I3 15K, Z Jak Firf i 550 B EE B0 HARGE PPt o 045 T 3B A B AEL Ak i
PP HE T 02 1008 45 2, He P09 e AR I H 1002y 58 4% 1 i35 (<) Wi 2 4 o Ik
R

# B A4 B A4

500 g ai/ha 2 4 250 g ai/ha 1

% voptd

L= 0 0 = 0

BAEFEI 0 0 BEFER 70

# 0 0 #5 0

NERSE 00 RS 50

#B A4

250 g ai/ha 56 7 8 9 10 11 12 13 14 15 16 17
&%

[0564] JLEM 40 0 O 0 20 20 O O 40 20 0 50 O
BAERER 20 0 50 40 75 45 95 75 45 60 50 75 30
#5 0015 015 0 0 0 20 0 20 15 O
AP oS- oo o o0 o o077 0 O 0 0 O0 O
# B o4
250 gai/ha 18 19 20 21 22 23 24 25 26 27 28
gt
TEM 0 3040 0 0 0 O O O O 40
BAEFEE 40 20 70 40 30 8 O 65 8 70 90
#5 o 0 0 0 0 O O 0 20 0 20
N4~ 0 0 0 0 0 0 0 o0 0 o0 75
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