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Disclosed is a compound of Formula I, including N-oxides, and salts thereof,
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wherein R!, R? and R3 are defined as set forth in the disclosure. Also disclosed is a process for preparing a
compound of Formula I. A compound of Formula I can also be used as a synthetic intermediate to prepare

pyridazinone-based herbicides.
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Disclosed is a compound of Formula I, including N-oxides, and salts thereof,
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wherein R!, R? and R? are defined as set forth in the disclosure. Also disclosed is a
process for preparing a compound of Formula I. A compound of Formula I can also

be used as a synthetic intermediate to prepare pyridazinone-based herbicides.

(fEEEKE] i
CRESEPESL TR

F2H 2 HEVRER

108134813 FEHESE A0202 1123103002-0



1842743 1124204 H21 H FifEIE

[0 E ]
G'C i) W T R PR

(EELLEEA Y INTERMEDIATES FOR PREPARING HERBICIDAL

PYRIDAZINONES

[seftremse ]
[0001]  AZ5BRRAN A R A A S TEV T 2 AP © 3% SET HEE o] A
TEBLA AR~ BRER 2 S pl RS -

[oeRidsdin ]

[0002]  AHEFEFRALOEIHEE & A SLEEVHE A2 - AP ATieRE 2
5% SE AT R o] F R LA R AR~ BREE 2 SR [ERE - WO 2015/168010 K
WO 2017/074988 557 bR ELIEM R K F LABLE PR VAU~ SR REIRg © A0
BUHRER ISV B ) AR K

[IANE]
[0003] fe—fEtxT » AfEERHE—EANEEY) K EN-S YL

B1H 23 HEERHAD
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Q
1 3
R R
Nao
Cl
R2
I

)
H

RYHC-Cfi B m{Cs-CF R A
R*{%CI=(NH, ;

R*{%CI=(OR* ; H

R*%C-Cofi s ~ SO.CF;E(SO2(4-Me-Ph) ©

[0004] fe5—REETd - AREEIRH AN AN LA LGV 2= -

(8]
1 4
R OR
N
L]
X Cl
NH5
I-A

Hr
RYAC-CalZ BB Cs-CalRlnEL - A
R*%C-Cal £

e rEaEAIEEY)

E2H H23 HEERHAD
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0
R cl
L]

N
cl
NH,
11

Bilf5e 6 LT
Hop

RYAC-CyfZ BB C5-CERITEL -

[0005] feos—REfT - AREEIRMt—TEANR R AI-B{LEY e

Cl

LA
RYHC-Cafie B lCa-Coltle A H.
RYAC1-Cafie
e FEaEAA e (MELEAHRE R ) fECuCIECuCLFAL | BloabH L

{525 (alkyl nitrite) 57 fE

GEENLEETEED
BIE 03 HETREE)
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[ &t 7=(]

[0006] AOASCHFR{EMR - FHEE " E& (comprises/comprising) ; ~ " HLFE
(includes/including) ; ~ " Ef(has/having) ; ~ <75 (contains/containing) | -

" FHEAL T (characterized by) |~ BUIH S 7 o] HAtN BAM AR AU R TRHF MHY
FE o Al HAZFHERT IR E Y Z PRAIPTRED - Pl - EEBHFHR IR ~ 5
FEANFERER I FE - ] DUEFE R & HAth B e PR ER AR R
YIRER? ~ BT AT & HAmEE - -

[0007)  ###EEE T .. 2Hpk(consisting of) | HEFRATEE ZAEMEM: ~ 25
B~ B0y - RAEH B ENEET - HEEDRRIEIRm S aIbet - PR T
JRARBIEARRAS: < R 8 - E3%an T . aHE ) WA A AR 2 E R T
AR R ERT S (R EES - R RMEZ ) AT 2 B AR A
TEEEAG HH EE HAHEHER -

[0008] F& T i FFrfernsg » EfEs " EA By, 4Hpk(consisting
essentially of) | (R AT EBFEMRE ~ 28R ~ B - oy ~ SCEFIVIERF R
& RSB EERIMAR P ER ~ FrE - O - A EEERELAIRERE
BRI - AsE T AR EdL 4 G Bt TEE ) BTl 2R
Ay fEs A -

[0009] ZEHIFEACHEARBEEHED "B & (comprising) | 2KFAEAE
B H Ry - AllEs Bisfes] (FRIESSTABRI ) sZ i e fesE K/ i HsE

"EOR BH.AHRG ) BC T LR SRR EE -

B4 423 HEHRIAD)
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[0010] 5% > BRIEBIRMERGGREE - ' Bd(or)  fRfEELFEMAY T 2, Ik
FRIERY T2, o Bl > TAIE—F B e kASB  ARE (BFE) HB
Folhy (BCATFIL) ~ ARME (BCRF(E) HBRE (BfFf) ~ RAKBHEE
RBE (BUFE) -

(0011] GH - fEAHREE 2 B saH s piE Ry Eidsd | —(a/an) | (RE
A Z P BRRMEZORGT (B 348 ) KBS BIFRSIMAY - FAE > " —
(a/an) | JEPHEE Ry ELRE—(l/fEE /D —(/AE - 1L HZE Al BRI
TR PRIER H B S fa R -

[0012]  SASCHRRR(ER > AR T Ci-ColiiAR(Ci-Co alkyl) , BIFEEA —
FE NIRRT B e - PISIRA ~ 28 ~ IENE ~ BENE - B0 [E
AT 5 ~ A ~ BCEREY) - St > FsE T Ci-Cabiid&(Ci-Cy alkyl) ; EIFE
B — 2 VU A B E s e e - BI0E ~ 45 ~ IR ~ B
A EIRY T EREY) - BFGE T Ci-CaliiZk(Ci-Cs alkyl) ) BIFERE: ~ 25 - IE
AR~ R FENER o SIASCTRTER > FFE T Co-CelRNe AR (Cs-Co cycloalkyl) | £l
FRERINE: ~ BT & - BUNERIRC A - WUASCTATER - AIRE TR
(halogen) ; Elffs, ~ 7 ~ AR -

[0013] ARG " SJE(reacting) | FRDRRE(AISAEME & R TR0 ~ #2
il ~ BORGWIEECE ZAEaH] - DLEAEFTTE R R /ERTIREY) - [EHERNE > &
A FTHE S R/ BRI R R R — TE ELREEE R a2 R R AR 4H
& IR AP ERES RSV RS E BT R/ BT

VIO » ROERTIOERFALEA AL T 3£ - SN ERBURIN ZRAYR
FERAE - ARG T RES

85 > 4523 HEHRIAE)
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[0014] EEREZEHHEEREBRERRBEIFTAENES - A58
" psig ) AR TN RER -

[0015)  smASCHRREER - FIRE T bEE B LE (alkoxylating agent) | {545
AL C-Cai fER I E SR EEEFE] - ASCFRER - FEE T Ci-CGy
JEEH(Ci-Cy alkoxy) | EFEHEE - 285 - FNEE - ENEEERENT
FAFEY) - BURHEIRR M S A LR B AR 8 R LEEE o [FIRRH - AL
PEEFZ AR T HEE B (methoxylating agent) | {RFEFLURFH &4 (Bl
OCH;) ANt eaIbEEERE] - AASCPRTER - FEE | aeiiiekhs
(alkyl nitrite) | {535 EAAR-ONOZ (L&) » HHRAZC-Coli & - Blni:IER
HME e B e e G ne i B = 4R T B ~ netdBe s - RustiBEIE T Bs - ERMA

"SO(4-Me-Ph) ; » PLBEIERER " SO.(HHAE) , -

[0016] HHEEYI—MRIIZ IR —EEREFE - Hit » ALEYE

R RRITRER BT A& R ERP A EEY) - JERP A EFE R

(FEAR BB ) BB RS (GEAERENERS ) IVED) - 4P =E
FEAFREA S SRR E P AL Z e (B> ARSI 2/
EYRVERER] - FsE ' 2P R&(polymorph) | {4fE A LA EGERE A ER (G
VIR ESERIT R - BEEAERET EAAE S TP /AR - #EA%
foRe i B HIERIEERAHEY, » B HFRA] N R L8 oK e At o TR
FAEMAEAER EARTAIE - g2 ka8 Foke At o7 n sl ggeiaass e e MR T -
A ] AE(EE ~ VI ~ RAYIME TEART-RE - SENSRIEIIR - #E
WERE - BHE - (LERRREME - JERE - WORME - FTRROEME - VAR - RAEYIRTHIA
P

86 423 HEHRIAE)
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[0017]  Fr@icfloeask BAEE AR EREENE - AVLeyi—E
LIREHNAMEE L&Y S —EZ RS PREREESY) - AERE AL
M (B WAREA AN - RULEYIRTR E L TR 2 B4 R o]
FErH AT B R il fH i R B AR R TRV AR ER B0 {sE FEE E /AR
FomBEREE T © B 211 (polymorphism) 2 2 /5 firsm 4l » 352 AR. Hilfiker,
Ed., Polymorphism in the Pharmaceutical Industry, Wiley-VCH, Weinheim, 2006

[0018]  FHIABUMAREIR K = 4R 2 N-SEA LIRS R T 2 R B fli 4Bk
B EE AERETAA - AIREEN-SmaIB e afEUaRR (3
1038 £ g K [l Zi 58 75 B R (m-chloroperbenzoic acid, MCPBA)) ~ & (L -
REEBEY) GEN=RTERANY) ~ BN SIRE b (G
HASIRA AT ) RE(CFIRR =40 - ANBEN- S AT R
5 Hh Ky [B1RE - 552 FBI40 © T. L. Gilchrist in Comprehensive Organic

Synthesis, vol. 7, pp 748-750, S. V. Ley, Ed., Pergamon Press ; M. Tisler and B.

Stanovnik in Comprehensive Heterocyclic Chemistry, vol. 3, pp 18-20, A. J. Boulton
and A. McKillop, Eds., Pergamon Press ; M. R. Grimmett and B. R. T. Keene in

Advances in Heterocyclic Chemistry, vol. 43, pp 149-161, A. R. Katritzky, Ed.,

Academic Press ; M. Tisler and B. Stanovnik in Advances in Heterocyclic Chemistry,

vol. 9, pp 285-291, A. R. Katritzky and A. J. Boulton, Eds., Academic Press ; DLk

G. W. H. Cheeseman and E. S. G. Werstiuk in Advances in Heterocyclic Chemistry,
vol. 22, pp 390-392, A. R. Katritzky and A. J. Boulton, Eds., Academic Press - &

fa - FiiERomTeiis T B A E i g AR - WIERTH & SRR & ATk

BTH HE23 HEERHAD
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N-E/6P) > RN EEFE AT OIS E T LA S EE Y © s i alsk
BAEE RS G E AP RN- S LR 2 2R -

[0019) FrEHdloedE S B EE ASE A e — 2 RE /AT > 1]
LIFRERER I A B (BB B EY) - NItL > STt Tis R < (b E YRy B Al (£
AR (R it - BURR R (b &Y. AT ATA Rl - B EHE
LTS B e A TeRE < BE IR - SE N SURRE - BBRE - RBE - BRRE
Bz~ 28~ T~ RTE_f - 3B~ BT - W_% - &8 - Wik -
IKiGHE ~ AR - 4-HERRERE © BUREL -

[0020] A3EEEZ EHEHIELE -
HEBIAL - —fEAISIH AN E P AT 2 AU EEY) R IHN- S B -
THEBIA2 - AWEFEHIALZAEEY) » HIPRYAC-Cabiik -
EHEBIAS - WEFHIALZAEEY) » HAPRUAC-CRliA -
HhtiIA4 - NEHEHAIZA2FE—BZ Z(EEY) - HPRYGHEASRZE -
EHEBIAS - WEHEHIA4Z(EEY) > HPRRHE -
THEFIAG - NEHEBIAIEASTE—F Z(LEY) - HPRMECT -
THEFIAT - NEHEFIAIZASTE—BZ ZEEY) - HPRMENH, -
THEFIAS - NEHEBIAIEATTE—F Z(EEY) - HPRMECT -
THERIA9 - WEFEHIAIZATFE—F Z(LEY)  HFRYAOR? -
THEBIAL0 - WEHEHIAIZAEEY) » HARMAC-Cafi B -
THEBIALL - NEHEFIAI0ZALEY) » HPRYAHA « 25 - IEWNEEEN

£ o

=
h”‘

JI

W} I W} L $} $} $} L W}
T =T

L

BhtfIA12 - NEHEHIAY 2 EEY) > HPRYASO.CFE{S0x(4-Me-Ph) ©
B8E 03 HEHTRHE)
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HHEBIALS - —fERHNEF ZANEEY) » HAI-ALEY)

O
1 4
R OR
N
||
N
Cl
NH,
I-A

Hrf
RYZC)-Cyfii BB Cs-CoFR I A
R}{%OR*; H
RYZC1-Cafii A -

HhtfIAL4 - —FEFIFNE P ZANEEY) - HAAI-BLa?)

Cl

=a

RYAC-CalZ BB Cs-CalRlnEL - A

\
/

RH%C-Caf L -

HHEBIALS - —fESRHANEF ZANEEY) » HAI-CEEY)

9 423 HEHRAD)
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Cl

Cl

Cl
I-C

=a

RYAC-CyfZ BB C5-CERITEL -

\
/

EE}

HhiIA16 - —HEEHEFIAL ~ A2 ~ AdEA6EAISTE—F (L) » HPRU(A
HHEL -

EE}

EhtiIALT - —TEEHEBIAI EASHA-6 Al {E—F Z(EEY) - HPFRYERCI
(R > JERI-BEAL-C{Lz?)) -
HHiGIA18 - —TEFEFIALZ(LEY) » HIER4,5,6- = F-2-FHE-32H)-IEV R

(CAS No. 37648-42-3) F; 6-e E-4,5- & -2-H E:-3(2H)-FEHE(CAS No.

EE}

25717-64-0) -
HHiIB1 - —FEANE A LEHNE T ATl 2 2 I-A L&Y ZReFF -
BHifIB2 - WE Bl A2 - HARAC-CR A -
BHifIB3 - WEHEHIB1. A2 - HARAC-Cafi A o
Bt fIB4 - AFHEHIBIEKB3 2 #2Fp - HARAHHE -
HHEPIBS - MEHEFIBIEBATHE—7& 2P - H P2 SUE S & A it

510 H - 3£ 23 HEHRASE)
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HHEBIBT -

IR HELT o

S -
"

HHEBIBLL -

ET

o — 7 FHY B R AL 32 I A = o BT
* WEHEFIC1 ZFEF?
* WEHEFIC1 ZFEF?

c WEHEFICI 2CSHE—F LR -

- WEHEBICO.LFE » HFZMEE R

BHEBICS - FFEHIC1 2CTHE—F I -
IR HELT o

HHEHIC - WEREHICIEZCTHE—FZIER

EE}

HELT -

MEHEFIB1EB6F{E—& ZEFF

- MEHEBFIB1 E£B6THE—F IR -

- MEHEBFIB1 B8 E—F L 57k -

» WEHEHICIECIFE—F ZIER
c WEHEFIC1 £CAFE—F LIRS -

1127F04H21 H Azt

H A2 SEARAL0°CEEF20°C

HAZ I REER0°CnE

LA RZ e S8 BRI B S 2

FIB10 - AEHEHIBI B3 EBIFE—& ZA2F » HARAHE -
MEHEFIBIEBIOTE—F LR » A aI-A(be)a gk -

it AI-B{LE¥) A2 -

» HHPRYACs-CHRITEL ©

’ /E:—‘:PRI%QQ-CJ%;_% °

HpRYARHE
HARYAHAB LB
H AP R L i VAR T 3

TR LAE -
H A7 S AT 0°CEE20°C

H AP AR 0°C 2R

BHEFIC10 - WEHEHICIZECITE—FZIER > HFZ oo bifa (At B =

ST hs -

511 H 323 FHEHRRASE)
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!

HHEFICI - EHEHIC1 ZCOEKCOECI0FE—F ZEFr » Ha% SEHA0°C
EL180°C Z FIH R H#ETT
HHEHIC12 - EHEFICILZ e » Hr e S (A AE0°CEAB0°C Z FRR R #E

EE}

1T -
THEBICI3 - WEHEHICL ~ C3 ~ CSECI2HE—F 2127 » HFRGZHE
hEIC14 - WEHHICI 2CI13P{E—F 2 > HPI-B{LaPaE it -
{HE D1 - —fEFA B E LSRN E T AT L A-C{EEY 22 -
THEHID2 - NEHEFIDLZFER - HARUARC-CRle A ©
HHiID3 - NFHEFID1ZFEF » HAPRUARC-Calii A -
HhifiID4 - N HEFIDIED3 2127 » HpRYAHHE -
EHifIDS - MEHEBID EDATE—F 2R - HoeZ SUE R (5 FUA R
{TEE 3 & AR T
EHifID6 - MEHEBIDS A2 - R E BRI -
Hht D7 - NEHEHIDS ZFeFr B2 S (A o8 R T
hEID8 - MEHEHID1EDTHE—F 2R - Hi R EH{E80°CHL150°C.Z

W} I

T

Eﬁ} Eﬁ} Eﬁ} L

EE}

EE}

Hrh
Hrh

L

A AT T
HHEHIDY - WEHEHIDSFE—F LR - HAsZ R EHIE100°CEE140°C 2]
HY O AT

EE}

E D10 - AEHEHID8 2R » HaZ S (R AE120°CEL140°C 2 R )R
1T -
BHEFID1L - NEHEBIDS LR » H R fE (A 1£100°CEL1 20°C 2 FEIHY mE #E

S—

1T
12 H 0 £ 23 HEHSHE)
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EE}

HH D12 - AEHEHID8 LIRS » PSR 120°CH YR EEHETT

HHiFID13 - B HEBID8 LIRS - HifE100°C ZZ B 1 £ %117 psig (807

HHiFID14 - NEHEFIDS LR » H A E120°C 2% B T1 £ %150 psig (1034

HHEFID1S - MEHEBID8 LIRS » Hf140°C 2 B )£ %223 psig (1538

kPa) o

EE}

EhifID16 - NEHEFIDI 2DIFE—F ZReF > H A% SEBAENN- HEH
BREFAET -
HHfID17 - AEHEHIDI0Z e - HoaZ R EAALT 110 mol%E2 100 mol% 2
[ ZNN-FHELHBRREFAE T -
HH D18 - AEHEHIDILZ R - HoaZ K E AL 1220 mol%EA30 mol%.Z
[ ZNN-FHELHBRREFAE T -
D19 - AEFEFIDI £DI12H{E—5 Zi2F - Hp=(I-C{L&¥)aE ok -
[0021] "MREERTTFAHEERBIAIZALS ~ BIZBI1 » CI1Z£CI4 ~ K
D1%D19 ~ FAS A 2 TR HA EHE B2 (H & -
[0022] HI-B{L&YrFEME-C = EPEVHIE b &8k S bavEL
BEEACSIAE AR (FEA014-ISEeslPUE kg ) HFr0°C k2 AR BRI 2 Of
FERLERIS EIM L - AT P ATHSE o BUEAI-CILEPI AL, Het.

Chem. 1972, vol. 9, p. 471 o

EE}

EE}

ES!

B 13 » 323 H(EHRASE)

108134813 FELRE A0202 1123103002-0



1842743 1124204 H21 H FifEIE

O O
1 4
1 R OR
R\N Cl NaOR*5{KOR* \T |
| —a R ™. "-
N | B A TIT AN
Cl
o Cl
1-C I-B

[0023] A ZE2F AR > AL-CIEEY B R mE A — 2SR
Hil (540POCL; ~ PCL; » PCLs e HAH ) (EA3EEY) (AFM{AH ~ Na » B(K)
AL - — IS > ZEEHRES0°CE150°C ~ ERERAEL)100°CLE R BA
PAEREREST > BHEE(EH 2 H G T -

JIER2
0
R cl
N .
| ‘ M=H, NagFK ; A
N R{EC -C i > IC
OR
0\
M
3

[0024] AUHZE3FTR > A3EEVRETAARER (FEOHEE - £
%~ EZAEE - SNSRI ) MR bEnEde s e T =4 b e P B -
—fRINE > HERRERIT - SEFRAE60°CE150°C ~ g 70°CE80°CHET © —
i S > AEFREEER] (AOVUSERE ) & - SZEEHRIE0°CE20°C ~ HERAE0C
E5°CHET o HEIZIAFINASHEPI3FERH -

for'rd
1263
14T £ 23 HEIRHS)
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0}
R cl \
T | NaOR*E;KOR*
- 3
N
p Cl
Ol M=H. NamK ;
R{%cl-céﬁ%
4

[0025)] HI-CIEEPIRE[ELIWO 8704321 A2 K JP47024029BH At 2
WP B HLA0 5 FRA AR PUS KB BFRL - 73R4 2 58 R e a v (AR RS
FEFEIR gL ~ AENN-ZHEHER AL T > (EA—2 M tH (0
POCI; ~ PCl; ~ PCls e HAHE ) © —fRIME > SUEHRE80°CE150°C ~ EEHFE
100°C £ 120°CAERIERAETT - N.N-FHEHERRZHYE %10 mol% £ 100
mol% > EX{E (%20 mol% £30 mol% o 5% [ n] A FUE R A HOA R (5840

LHE) LT o HFRAZE _RIEHNA G E HI4FERA -

GEL
0
1) SOCY, » MptrE AL
0 - 4 » I-C
2) R'NHNH,
0

[0026] AI-B{LEWIa{ER ST HmHE e Pl - 2I1-A 2k
IEWHE b &) RIAE0°C F 2 ARIELORE 2 R EEEN ~ fRE N L BRI
g~ DIneiifebils (SEAneodiE =8 T BeskuetfiBe 2 kls ) K CuClECuClazk
Pt o FULAEFF ATAEWO2010/009183 5582 FHRE] o 525 S R

515 H o 323 HEHRASE)
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EHEFRT-A (LS YPATRY Bt A ERRe (TS Z RS ATI D) &
fE - FE{REFEETAEWO02012/091 15655223 B R -

Vg
ES
0 rR* 0 4
RL (|) . R! {I)
T ‘ [HETE g N |
> I
N cl CuClECuCl, Na
e 2 cl
1B
N, Cl
I-A LB

[0027] BUFHEAT-ALEY a6 Fritisa TSk DA
(e B A S (L E VIR - AL HZEST - Aliphea(bin (LOE1LSEHEE
2) {EREREEFE 25 PRI RN EL &SI WSk 28K - BTS2
REVIAEEE10°C B EIER 2 [MUAURE LR E R o SRS {EEY Al
FAJ. Het. Chem. 1996, vol. 33, p. 1915 » JR2:R.J. Het. Chem. 1996, vol. 33, p.

1579 -

J1%E6
O O
RI\N | A or? R]\N ’ O pa
| — |
A Cl ST AN cl
N, NH,
5 I-A

16 H - 3£ 23 H(EHRASE)
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[0028]  fEFR#E— PRI - 155 FTE TR B B A& (L AT
AR IR S seln A FHATEEE - DU TN IRIRFIMEE BlsR AR ER o THIEHIFHY
BRI R B S R i BB ERAVEZ R - Al A I S0 B AR
WEFEDRT E R E LT (AR A E P ERT ) A -

[0029] A= AR - ZUI-A ~ HI-BRAL-CILaVIpTil s Z %
{LEY R o AR BERR EEVHE - B TR ERAUEEY

QO
1 3
R R
Nas
C1
R2
I

)
H

RYHC-Cafi BB Cs-CER T AL

R*%Cl ;

R*%CIZ(OR* ; H.

RHY%C-Cyl5i & ~ SO,CF;E(SO,(4-Me-Ph) ;

AN SIS e

517 H o 323 HEHRAS)
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/Br

111

Hr
R{%H - F ~ CI=kCH; ; H
RY%HE(CI ;

EEEGRAET > LIRHEAIVIESY)

)
H

RYHC-Cafi BB Cs-CER T AL
R*%Cl ;

R>%H ~ F ~ CI5kCH; ; H.
R&%HELCI -

[0030] FIVILe¥ al#E— b H S LRI EL R FHAVIEEY)
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RUYHC-Cafit B BCs-CtR e A

R*%Cl ;

R>{%H - F ~ CI={CH; ;

RO%HE(Cl ; H

A VILEY L H AL (SEa0EE) RIEL BEHAVILEY)

Hr
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R*%C1 ;

R{%H -~ F ~ CIZ{CH; ; H

RO%HE(CI -

[0031]  gEEAERT ~ UV ~ VEAVHEEY)F | RURHE - EifE
HEAERIV ~ VEAVHEEY)T § REH © BEMZAEZIV ~ A VEFAVIZ
{E&EYIF  R(HCH; « EMZEERIV ~ VEAVIEEYF  R%%H - 2 VI
{EEPIHRE WO 2015/168010ER1 K A FREIENE -

[0032)  dedRife—20REAIC - RS FTE Rk rh B 40 R (5 A AL
AERRRI AT e e M AEEE o LT IERAIMEE PRI AREER - THIERITHY
BRI N B S s b 2 2P BRVAR - I A R &P B etk
EREDRTE R ELT (AR A E G ER T ) KB - HootbfA
LIEER - BT EiaRIRGYECTHTEN < BITEEIE &) B ortE
HLAREMERT © FRIESSATED - 'H NMReE A DAREECDCL, Ay H EAY e (K5

ppmAGLAL - FRIESSAFE ¢ s, ES5ERE > iy Tbrs, EfETHILE

ERRE R
B O- i -5 T -4-H S - 2- FHEG-3 (2 H)-WE M H
[0033]  FHHEEEARS RS 2JFKR (4.8 mLAY4.4 MVAR > 21.0 mmol )
PAKK 72 BN 2 6- Bl Bs-4,5- G- 2- FHEE-3(2H)-TEMHER(3.70 g, 19.1 mmol) i
CIEEE (95 mL - K) REIRT o KPS RRR IR RS h - fEE A
ABRE(E#KIER(150 mL)H - Wi ATSHE &P LS H 2 (150 mL)ZE
0 - PR /K LS e 25 2K - HLRR & & 2 A IREEEUY) A K B #:42

520 H - 323 H(EHRASE)
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K o AL EGLIAS HI3.45 g 2 LIS HEEE (49 « 'H NMR (500 MHz)

5 4.34 (br s, 2H), 4.29 (s, 3H), 3.60 (s, 3H)

EEEHI2

BUMHES,6- T -4-H - 2- FH EL-3 (2 H)-TE H

[0034]  ¥6-iks-5-F-4-HEA-2-HE-3CH)-EVHE (RIEEE G+
FITERSEY) 529 mg > 2.8 mmol ) ~ F{LHII) (618 mg, 4.6 mmol) K2 LJiF (8
mL > fi/K) ZIER - PLIOKE 28R IIEE B =4 T Hs (048 mL > 90 &
% > 3.6mmol) ° KFTFEGYHEERFIRERFEL h - BRI L L BEEe
FEAL#E AR - AT BRI S b KOs IReis - R KB #k42
fE o EIENDRGELIS4E 051 g B m BRI ZAEE(EE) -

''H NMR (500 MHz) 6 4.33 (s, 3H), 3.74 (s, 3H) -

EEE B3

BUFE2-H EE-4,5,6- = F-3(2H)-TEHTH

[0035) 14.,5-—&-1,2-_F-1-HE:-3,6-FAMEER(10 g, 51 mmol) ~ BEEEE
(8.4 g, 55 mmol) + K N,N-HIEFHEERZ(0.37 g, 5.1 mmo)REEYIFEHYEETIR
fEas T ~ INEE120°C - RS EYRE)6 h - (LR ERAME - SHEBETIHE 150 psig
(1034 kPa) - S fEV) S8l 2 %00 - #7K(100 mLANIIA ZFTSEEYIF ~ [RE)

MY ~ FHZK(20 mL)SEHE ~ MAEEZE FHakR » AE5°CiF Cle(30 mL)iA I 48

e 2 ERG  RHAIEIHAER - LI4EH8.7 e B KRB RS ZAREEEY) -

'H NMR (500 MHz) 3 3.86 (s) °

B 21 H o 323 H(EHRASE)
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EEE G4

BUHES,6-F-4-FH E - 2-HUA-32H)-TE Y

[0036]  #f2-HHE-4,5,6-=F-3QH)-IEVHE (Bl EFIB3FATERE
P> 12 g > 56 mmol ) FAPUGERKIEE(96 mL)FHYAR » £ 1°C&EIERIIHEZ R

(25% 5 HEES > 12.7 g > 59 mmol) - FERF30 min « ’EFETIFHYE VIR 30

min[E 2 300 © AINZK(100 mL) o AT B IRGE LIGS H21 g P REE]
A% o RFEIRS (L HH %/ 7K (60 mL/60 mL) &k LA tH8.25 g B2 R ERGHIIRE (L&
Y o

[0037] 'HNMR (500 MHz) & 4.33 (s, 3H), 3.74 (s, 3H) » o] A SRR

DAV < SRk R AR B B oAk L -

[Z=1)
Q
1 3
R R
\ITI |
N
X Cl
R2
R! R? R3
CHj3 NH> OCHj3
CH; Cl OCH;
CH; Cl Cl

[0038]  AZCHFTSIHZFTA SR R AFREZCEE2UFIAGTAGFA
AL -

22 o 323 H(EHRASE)
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Lo
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R' (% C-Cof A B Co-Co IR EL A
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[F47H] WEEKIA3Z R EEY) R HEN-F/EY) /B L ERSR
RUGHAE H
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[£57H] MEEKIALZ R HEEY) R HEN-F/EY) R /B RS

Cl

R {% C-Ca e BBl C-Co BN ¢ B

R* (% Ci-Cafii -

(35676 ] WE5°KIHS 2 AN EEY) R HN-E L) B/ s L EAA
R'{% Ci-Cafiis 5 H

RHRHEL ~ 24 - IENEAEENE -

[35776] WE5°KIH6 2 AN b &Y R HN-E L) B/ B B

F2H > H A4 HEEHIHEHERE)
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Z EEEHEX I EEY)
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R Cl
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RN Cl
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BfE S A IS E |
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[E103H] —ERAREERI-BLEYIZ A
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SRR LA RS
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|
AR Cl
NH,
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