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4. BMER 1-3 AF— I 7732, He i Bk 20U 1 62 Wi J8 Sh B+ 5 g £
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H 4- & -2, 5- —_HFEEIEFE 2- 58 -5, 8- —_HEE
[1,2, 4] =me3 [1, 5-c] BIERY 5%

HREAR

[0001]  AHITERRME T H 4- & -2, 5— = RS m e i & 2- &4 -5, 8- HAHE (1, 2, 4]
=R [1, 5-c] MEIE R Tk

[0002] & LH] 6, 005, 108 #iid 7 HELEUA K 2- &AL -5, 8- hes A [1, 2, 4] - =M Jf
[1, 5] BEmgEfb &4 DA K AT AR il & R S B i AR i oo 2- &8k -5, 8— %
(1, 2,4] =M [1, 5-c] Mng 2 il % H B % (penoxsulam) [ H H[A]44  Monatsh.
Chem. 1983, 114, 789 Fid T il % 3t (25 ) BRAFRIE L FIRES, R el 5 R x
N, AR E AL [1, 2, 4] =W [1, 5-a] BEE -2- ik, WO 2009/047514 Al #5iR 7 %
HEdl (FAE ) AR E S RS, RSN SRR, ARG [1, 2, 4] =5
[1, 5-a] MEmEFH [1, 2, 4] =HEIFE [1, 5-c] BEBEAH. US 6,559, 101 B2 FIR 1 i & 4Ltk
(&) AR R R RN, S e SRR A, 285 P b o ng — By [1, 2, 4]
—JF [1, b-a] BELE —2- %,

[0003] [ LF 6,362,335 B2 ik T 4E 2 L WITL i 2, 4- -5 F AR E B
4- & -2, b— S IEmEE A P 2- Bk -5, 8- A [1, 2, 4]- =MIF (1, 5—c] MERE, BT
ARITIEAFE IR TR o AR R E S, JF H R n] AT RN
JRIZ B o K I SONE0EY, HAE S SR AR EIRE (TLV) 24 0. 1ppm. AL FUE &1
B R I ELEEME AR Ko T A R 0 5 3 G PR 1 A S0 a2 T VR R RN DA R
Ml & 2- 0 -5, 8~ hEsA A [1, 2, 4] =MEIf [1, 5-c] WEIE,

EZRARE

[0004] A& H 4R L T OH 4- & -2, 5 T A R g ) A 2- E AR 5, 8- ke A A
[1,2,4]- =M Jf [1, 5-c] ME0E [ 7775, T 4R A ML, A g $2 40 1 i & 30 (D 1 2- &
B -5, 8- TR 1, 2,4]- =MRIF [1, 5-c] MERERTTIE,

[0005]

[o006]  Hin

[0007] R R C,-C Lk

[0008]  Jirik 77 AL -

[00091 i) A UMY 4- & -2, 5— ke e 5 2UIE I Sh7Ae il MR HE BT 3 77 d2 ik
[0010]
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[0011] M1 R AT E X
[0012]  f3EI N 2, 5- hefa Ik -4 FUEE L
[0013]

[0014]  HA R WHTE X ;

[0015] i) {12, 5~ hed At —4— FUR R AL e S5 VR N iF B0 52 i B S 2 i SR AR T A7
TE e, 52 N R 2, 5- AL —4- AR MR
[0016]
OR
Oy
‘\fJ\NJ\NH;2
or

[0017]  Hiob R 40gTE X A0
[0018]  iii) JEIT A& MR e Rl AL TR A8 2, 5 kS —4- B R mE g A4k, 15 3
2- @ Hk 5, 8— kAL [1,2,4] =MEIF [1, 5-c]-mEng (1),
[0019]  FEAR KB 5 —Fh el 77 s, nf DLl i 20 3% i) fiii) AAEm LR S
2, 5~ hEAIE 4 FRILNIE MBI 2, 5- kTS —4- FULE LM AL AR RN 2- &
B -5, 8- AL [1,2,4]- eI [1, 5-c]— BRI,
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[0025] M R IR C,—C b dk.
[0026]  #5 AT LAE A — X JUAT Sk (B A1 Z) L DA S 245 b AR SR I RAFAE

BTSN

[0027]  ZR HIIE A FH I ARGE ot 2 B LR AR ARE 5] i o S 2 A H R LR B R R S ] . LYY
ek L, O3, TR, 1- 3k - 238, T8, 1, 1- —HEZEM 1- FREFRE, EEmE
FRILRI 2,3,

[0028]  AKIAPS JLHH 4- & -2, 5~ hE A FEMEE ] & 2- F k-5, 8- AL [1, 2,4]- =
eI [1, b—c] BEIE,

[0029]
NaHNCN 0
NS NS H,NOH, % N|)§N N|,0H
O O . UK
OR or M OR
1 2 3
(b+0)" ] H,NOH, ¥4 ¢ | ROC(O)CI,
OR OR
A OH | RoOCO)C, AN
NSN N R
LA A A ) NH,
N" NH, (b +c)’ N
OR OR
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[0030]  FF-—PUR (a) Wk 4- & -2, 5- hUEmEnE (1) (HA R FRIR C-Clidk ) 1k
N 2,5- TR —4- FULE AW (2) . X D — M B E SR SR AR
FIER PN, £ aRd, [ 1 24 2.5 BE/RUEMNEAR K. ERsiE )y
A, USSR 48 S e £ B £, B 4R S Bk R e A £ . A — LESLiE Ty
A, SR ENEEE . N AR PR R Y ) R 2 S RIS R G N- FR B —2— L g e
(NMP) o tH 7] BALE 575 A1 50 R 7097 4 el Tk R — BTk ) A7 AE S BEAT SR, 251 A2 TR LB 7 AN
ST NI B N . 4- & -2, - kA E G L 0CE
29 60°C B R R o I8 o I A 4, 491 G 8 K DT e B R R A Bt R 4 S
[0031]  7E—Lesiji 77 P, M EIEE M IEAE WP F1, R GG M &R 4- & -2,5- —F
ASLMENE AL TR . AR NI T, K R R AV VI B R, A 2, 5- AL —4-
SRS NE LT, g HoE i U, I TR
[0032] 55 DR (b) ¥ AH 2,5 hE AR —4- FURE LM IE (2) ikl 2,5 kR
B 4= AR E (3) . XA Z /D — Y EME AR EEEH 2D — Y8R
Jie R ANBRAE AR A 95 70) 0 58 1, P B G Ak R B BB R A AL S A A B L AL R B =
el AE— LSy S, = e e = 2 RS BB . A — S siE r R, 2 M E K
PRI TR L. AE—Le St 77 N, AT R R & T IR IV 75, K TR G E 4 0°C
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2] 80°C KR SEMFE o ARPEVE T LA B BRI 1 o 7581 P ) o1 AR T 3 ) 0. i e
5 0 FR B, 7318 P ) A BT Al PR ) S R BRI 9 A R L BRER O - KR AR D,
FEHZK AR TR, 5 2, 5— hesa ik —4- Bl UL s g e ik o e Ao (il e e e 4 )
T8 VAT AERN B/Z ARG / B SR AR S T AFAE

[0033]  7E—UEsLiif 77 I, K 2, 5 T HR AL —4— A G S e IR i A AR MR YA R v £
Ko NIN= Mo W RBLREYIEL A5 CHiFE L NS, FIKALER, #% 2, 5 4k —4- 2 0k
TS e g e ot 3ot S I 0

[0034]  FE=IPIR (c) ¥ RHE 2, 5 esa Ak —4- PR L mE g (3) B bl 2- &2k -5, 8-
BeA At (1,2, 4] =M9F [1, 5-c] mgmg (1), XMFHED—UEMEAFI]R C,-C LS HE A
FEAR M AE BT 35 77 AT, BT IR B9 a0 A ok B A B B A S SE A B B A A B B = e A
fiit o AE—LLsi 77 A, ek R = 2 e RS BB . A8 —Le sy U, A P IR
g, £ smjErr U4, 2 YENEF IR AT T 1Z R M. /£ 77 s, 1§
RN B TR AE VA R W72 45° C R L) 100°CRRERCR:. A~ 1 i)
PEAESR i AR ESTRIE, B0 .88 CEE T 2 - K= iR A WK AL, 4 2- &
H -5, 8- TR (1, 2, 4] =R [1, 5-c] mEmE (1) JlitHME AR S (st gk
8 T

[0035] 7R —usifiti 77, B 2, 5— R AR AL —4— SRS IR e g A R 1R R S A Al MR VA 5
S, BN = . B ONTR S IAEL) 80 CHERE L/, F K AL FE , % 2- & 3% -5, 8- —H
AL 1, 2,41 =M5f [1, 5—c] msmg st i pEUcEE 3 115

[0036]  FE—S8sZifi 77 A, Kb R b Fl ¢ 45, HAVBET 2, 5- 3t —4- AL AL s
WER 7S (bte) "o AP b Ml ¢ G, SRR EEAEAR AR BT 718 7 i 218 L BR B
AT

[0037]  fE—LeSLifE 77 A, 4 2, 5 AL —4- FUR UL e F R i A S e
k3, IR = 2. 4G R BB S IAE L) A5 CHidE LN, A B4 5°C. 2E48 FH A&
RHT, IR —U9EN =08 ARG RINE R RPN /R G, RN
IR AR BEE, B35S, 285 Kb, @it s L A 4k 2- & Hk -5, 8- ~H &
[1,2,4]- =MeJf [1, 5-c] BENE, JF T 1.

[0038]  J@ 7 DA S ds] i B AR R B

[0039]  SLjiEfs

[0040]  Frik s 77 =R DA s 46 T 0 B B 149, B AS 2= 1 PR il e B SO 22 3K i e
FEAE B P 2R AR ) 3 B A AR PRGBS 00 R, ARG R T AE R e
QA EBE N AR D B N R 5 Y NS ART =P = TATTRZ BN i O

[0041]  sEjfsl 1. il 4g 2, 5— — U, —4- FULEUIEMLE (2)

[0042] FHi%a.

[0043]
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OCHj,

N™ SN

w
/ N

OCH,
2

[0044]  [A] 100 Z&F+ (ml) =300 [& )i e i A 2 e — IR n 7. 8 i (g) (121. 53 Z£ JBE /R
(mmol)) Z NG E BN AN 34. 2g ) N- FF 2 —2— LI BE i (NMP) , 45 0 TR A W0 A8 1 B I 1
KA FNZIRAE Y — R PEAR TN 10. 0g (54. 99mmol) ) 96 % 4- & -2, 5b— A
BEIE (1 ;CDMP) o KHIR-SWAEFREEIEE (K20°C ) $Hitdl. 78 65 /NI (h) ZJa, — PR In
3.55g(59. 11mmol) VKEEIR, NS IRAE M 18 CH 2 23°Co FF xR MNIRK IR 2 87. 1g
PEVK b, UKL . FNZIR BRI IN 10. 3g EAbi. R G E, HAIMIKTE B
— ELISAL, JgEA IR I8 D — 10 10mL BI7K 3%, S8 5 I 20-mL 7K Pk 3
JEME, DL 76 % i 2248 BIVE Ak i A A AR Y 9. 39g (80. 2% 42, i NMR R I&H A 2, i 5t
BEINAS ) 1) 2, 5~ A 4- FIEAAEEE (2), mp164-171°C ;'H NMR (DMSO-dg, 400MHz)
63.72(s,3H),3.94(s,3H),7.46 (s, 1H) ,12. 48 (br s, ~ 1H) ;'°C NMR(DMSO, 100MHz)
8 55. 21,56.60,116. 20,121. 8 (br s),138.9,153.9,162.6 (br s).
[0045]  sEjafhl 2. 4% 2, 5— — P4k —4- SULGURBE (2)
[0046] 1% a .
[0047]

[0048]  JA] 100mL = F R EENE o0 f5 — R MEAIN 7. 8g (121. 53mmo1) ) ZIEEENAN 34. 2¢
) N— FR & —2— MERgBE R (NMP) 5 K0 IR S 7R R R IR S KB e H) . iz e —
RPEAR N 10. 0g (54. 99mmol) ) 96% 4- & -2, 5— ~H S HLMENE (1 ;CDMP) o FHIRGWIFERS
BRI (<20°C) $ikk. 78 48 /B (h) ZJ&, —RPEERIN 3. 78g(62. 95mmol) VKL, P13
BRI 19°CH & 23°C o Rz PR R BIFE 858 TEUK b, ATUKIEAL . MZIRAYH N
10g EALEN. [IRAMHFE 16 980 (nin) o — Bk, HIDEA AR, 1508 P T 4 20-mL [
IKBEE B L 10mL 7K BE% o AFIBIE L RS BT 2, AT HL 2 S )8 48h, DL 68 % U158
F 6. 78g(98. 8% 4L ST, i NVR i 38 1] £ PR R AL ER IR ) 1 ik sa Aulil ik 2, 5- —H4
Bt —4- EUREIEBEE (2) . 'HAPC NMR Pt 5 S ) 1 AR 5 BOAE R

[00491  sEjafsl 3. 4% 2, 5— — P4k —4- SULGURBE (2)

[0050] 1% a .

[0051]
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OCHj

N™>N

I
AN

OCHj, !
2

[0052]  7E NG IR T 4- & -2, 5- ~H E AL M nE (CDMP 515g,0. 086mol) ¥4 it T- N- H
-2 ML LElER (NMP 562, 5g) o —IRMESE T INEIE S (12. 1g,2. 2eq) , FHR G In#
% 50°C, [FIMHERE 2. 5ho KPS IR A HV A 25°C, %N 150mL KK . ZBFHRINK LR, 5

B pHIEE] 5. 5. K IRARIA L DE, IE T 10mL KBTI B RIVE N A B AR 2, 5- —H%
54— FUEEAL - e (2) (11.83g, T6%UNE ) .

[0053]  SEjEH 4. Hilge 2- G -5, 8— “FHEHE (1,2, 4] =mMIf [1, 5-c] Mg (1)

[0054] A ILE (b+c)’ :

[0055]

OCH;
N= N-N
\>_NH2

OCH;
I

[0056]  [A] 25mL =3 [ B PN 1. 11g (5. 55mmol) ) 90wt % 2, 5— — A & —4- &
FEFSEWENE (2) \463mg (6. 66mmo 1) FRFEH AN AN 9. 8g LBiE . NI EYH — IR IEARTIN
681mg (6. 72mmo1) = Z.F%. & K MIRA PN EIR (~ 45°C ) HARFF 2h MR
EUAEVIKIB A A B L) 5. 8°C, ixX I — IR AN 554 716mg (7. 08mmol) =% . A1 IR
G — R PEA N 662mg (7. 01mmo1) SUH IR FF I , IX IR P 38 I MR FE A 5. 8'CHE & 12. 1°C
B vk, B IR S IE PR B R L HEFE 1h, SRETERIE (~ 76°C ) #it#k%) 3he KR BIRA
WV AV R IR E, BN 40 100 w L = 21, I B pH i35 24 7-8. ARG+
AN 11 3g K SKHIRA R A2 100mL [BEGE /F 60mm Hg M1 30 CEHTRELNE. ARG
TEFR ST RE E R 5K IR, F ~ 2g /KGR i R BB . 1R 8 U IEAE 2 )5, 1
FiA 1g B#GEEoK T IEYE . M UETHh T A TE 3omin 2 )5, AR AWM RS EE LT
PRI o X ] NASUG T 2, 5 —FRA AL —4- FUEE M IE (2) DL 52. 8% I #45 F| 588mg ( ~
97 % 4R 5T, 3l VA il (LO) A M4 ) 1F vk o ([ 44 1 2- 2 2k -5, 8- — 4 A&
[1,2,4]- =MeJE [1,5-c] BE0E (1), 'H NMR (DMSO-dg, 400MHz) 6 3. 90 (s, 3H) , 4. 06 (s, 3H) ,
6. 28 (br s,2H),7.48(s,1H) ;"°C NMR (DMSO—d,, 100MHz) & 55. 37,57. 04, 123. 07, 138. 60,
143.73,148. 50, 166. 02.

[0057]  SEJEH 5. fil£& 2, 5— AL —4- FRILTRL R e (3)

[0058] L% b .
[0059]
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OCHs
NSy N

'\,/'\)'\

N7 “NH,
OCHsH
3
[0060] i 2, 5— — F4JE —4- FAEE LB IE (CDMP 52 510g,0. 055mol) Al ¥4 i E &AW
(5.09g, 1. 33eq) A HU/EFEE (60ml) F1o WSIN=Z 0% (7.59g, 1. 36eq) , fEHLHE KU K N
W 45°C. fE A5 CHEFE 3h Z )5, B A A 2 =, YN 60omL 7K, 2R G 7HAL 20min. HE
L uE, W EAE TR R e, 3 EE R AR 2, 5- AL —4- BRI s g
(3) (8.70g,74% ). mpl159-168°C (dec) ;'H NMR(DMSO-d,, 400MHz) & 3. 78 (s, 3H) , 3. 82 (br
s,3H),6.58(br s,2H),7.85(s,1H),8.66 (br s,2H) ;"*C NMR(DMSO-d,, 100MHz) & 54. 01,
56.78,136.51 (br s),138. 20, 150. 50 (br s),153.42(br s),157. 69,
[0061]  SEjEH] 6. Hil2e 2- I -5, 8— “FHEHE [1,2, 4] =MJf [1, 5-c] Mg (1)
[0062] FIEc .
[0063]

OCHs
4 ~N
NN \>_NH2

OCHj
I

[0064] % 2, 5— AL -4 FRILITFLmEE 3 (6g,0. 028mol) 4 HIAE 2. FR 2. B8 (24g) .
W EFIR BE (3.7g,0. 034mol) FRINBHIK F, S8 5 SLRIAIN = 2 % (3. 4g,0. 034mol) o
KIBEF 2 A8°C, A iGNt — 0 T 2 78°C o WK IR FE A/, i AT,
B4k A EASAF A B 18 T FEALENE, RBEAE 3h FRICEINK (20g) « ERIIKALIR
RN EE, AE SR AE Oh Z 5, WAL S 84, A% MU T, 35T LC A Hr IS . RS H
2 22°C, 1398, 7K (15g) VR IEDE. THRME R 2- & HE -5, 8- HAHE [1, 2, 4] =MJf
[1,5-c] msmg (1), HoAFLAMEE (3.57¢) , J8id LC HA 1 2 b A B4l 4 91. 9% . &
T 3 Ul 60% .
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