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Ed., J. Wiley. & Sons, N.Y.; C. Marsden, "Solvents
Guide"; 2nd Ed., Interscience, N.Y. 1963; McCutcheon's
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) ) v B A #E (aziprotryn) g Z Z ( barban) . BAS

516 H (Bl > 5-% -2-FK F -4H-3,1-2K 16 g Mf -4-F ) © E [k

& ( benazolin ) £ B & ( benfluralin ) =5 O (
benfuresate ) 5 B B& & ( bensulfuron-methyl ) 3 &
8 ( bensulide ) : P EH # ( bentazone ) . H F (
benzofenap ) & E = ( benzofluor ) I #F*& T (
benzoylprop-ethyl) ; X [ ( benzthiazuron) . ## N &
( bialaphos ) ; H # [ & Bt ( bifenox ) . B #E T (
bromacil ) s ] T B B ( bromobutide ) yo\] B (
bromofenoxim ) ; & ZX ( bromoxynil ) ; bromuron

buminafos ; ¥ E i ( busoxinone) . T E & ( butachlor)
& # ( butamifos ) T 4% E B¢ ( butenachlor) ; T
e BK & fd ( buthidazole ) 5 tb ZE % ( butralin) . F # &
K

( butylate ) ; ™ & % ( cafenstrole) ( CH-900) ; E

W ( carbetamide )  cafentrazone ; CDAA ( BI » 2-%& -
N.N-Z-2-WEZ®B%) - CDEC (Bl » Z 2 ¥ — W & &

B 2-2 % WE) 0B FEE#EAB (chlomethoxyfen) : 37 f#
A ( chloramben ) ; chlorazifop-butyl ; & #® [E (

chlorbromuron ) & # #Z ( chlorbufam ) . £ BE 7 (
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chlorfenac ) & H ( chlorflurecol-methyl ) & E £
( chloridazon) ; &M EE ( chlorimuron ethyl) z
¥ ( chlornitrofen) ; # Z & ( chlorotoluron) ; H & &
( chloroxuron ) ; 3% & %% ( chlorpropham ) . & W & (
chlorsulfuron) : & B B — BH B ( chlorthal-dimethyl)
B ow % (chlorthiamid) I BE B Bt ( cinmethylin) : B
& fE ( cinosulfuron) 4% 8 ] ( clethodim ) ; H E & (
clodinafop) Kk HE BE W 4% (W MK ZEBE (clodinafop-
propargyl )  H2 32 E E ( clomazone ) . & ¥ E (
clomeprop)  cloproxydim:; — & Mo B ( clopyralid)
F*EE (cumyluron) (JC 940) : & E # ( cyanazine)
y B R (cycloate) s BB E ( cyclosulfamuron) ( AC
104)  BFZE (cycloxydim) ; BFHBE ( cycluron) 5 &
# E B (cyhalofop) RHE¥EM4EYW (Fl @ THE > DEH-
112) 3 EHNAXN (cyperquat) ; B R BE (cyprazine) ; =
IREE (cyprazole) 5 #%# % B ( daimuron) ; 2,4-DB -
¥ Bt ( dalapon)  FH & 2 ( desmedipham) ; B E & (
desmetryn ) e Z @ ( di-allate) ; K EH B ( dicamba)
— & X HBF ( dichlobenil) ; 2,4-7 W B ( dichlorprop)
» ARE R (diclofop) Kk HEM¥H (#l > diclofop-H % )

s LW B E K (B ) (diethatyl) . K % P& ( difenoxuron

) 5 difenzoquat ; & E % ( diflufenican ) ; EE M [ (
dimefuron ) ; — H FE % ( dimethachlor) ; B2 X Z2 & (

dimethametryn ) : kK B2 J ( dimethenamid) ( SAN-582H
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) » B E EF ( dimethazone) ; H FE BE ) ( clomazon)

P

# £ 8 ( dimethipin) ; dimetrasulfuron ; $ /5 & (
dinitramine ) ; ¥ 5 #% ( dinoseb) ; % #2£ E ( dinoterb)
K% W ( diphenamid) ; B K B (dipropetryn) : = )|

( diquat) K B B ( dithiopyr) % H %8 ( diuron)
DNOC ; H B # ( eglinazine-ethyl) ; EL 77 ( Bl » 5-4&
Z-1-(LI-ZHEZE) -N-F K -1H-IE "™ -4-% & % )
K % B ( endothal) ; EPTC; KE B (esprocarb) : 24 7T
% % | ( ethalfluralin)  f& X f# & ( ethametsulfuron-
methyl ) B [E ( ethidimuron)  Z E fi ( ethiozin)
tx & W ( ethofumesate)  F5231 ( Bl » N-[2-& -4-& -5-[4
(3-mWHE) -45-Z & -5-FF-1H-9 & -1-F |- KK ]2 #
Bi iz ) > @& A =B (ethoxyfen) I HEHE (fl4 > Z B

» HN252 ) | Z & & & & ( etobenzanid) ( HW 52)

2,4,5- % W B ( fenoprop ) ; fenoxan ;: M K #H &]E (
fenoxaprop) M ¥ & M R B & ( fenoxaprop-P ) FI1 H E ¥

Bl a0 F5 wE MR 2 B ( fenoxaprop-P-ethyl) Fl B M R &
8 ( fenoxaprop-ethyl) : fenoxydim: FJEFE & ( fenuron)

2 B O B E ( flamprop-methyl ) &£ #H B (
flazasulfuron) : fR&F & ( fluazifop) FI fluazifop-P FI1 H
Be 82 » #l W1 > fluazifop-butyl FI fluazifop-P-butyl : H %
g ( fluchloralin) ; H B E E ( flucarbazone ) -~ & E X
( flufenacet) ; MR H i ( flumetsulam ) ; flumeturon

% 4% = B ( flumiclorac) 1 H B %8 ( 1 20 & B - S-
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23031) » AR &HF E K ( flumioxazin) ( S-482) . H % %
( flumipropyn) ; & % B ¥ ( flupoxam) ( KNW-739)
= # 8 E Bt ( fluorodifen ) VSRR~ S . S ¢
fluoroglycofen-ethyl ) ; flupropacil ( UBIC-4243) ; &
E B g ( fluridone) & & B FJ ( flurochloridone) ; &
& b (fluroxypyr) B Fj ( flurtamone) ; % 5 & & B (
fomesafen )  H & B [ ( foramsulfuron ) . & K B (
fosamine ) ;o & B B ( furyloxyfen ) ; FOE (
glufosinate ) 3 i & ( glyphosate ) . halosafen : & 1
Ba 2 ( halosulfuron) 1 H B 8 (4 » F EE - NC-319)
HEGR A (haloxyfop) MM HEH @ A EKRE (

haloxyfop-R ) ( =R-haloxyfop ) F1 H B & : 3 £ & (

hexazinone ) K W E ( imazapyr ) . Bk B B H EE (
imazamethabenz-methyl ) ; BK M B W B ( imazaquin ) I

BE ¥H a0 $% B& . W X ( ioxynil) ; imazethamethapyr ; Bf &
% ( imazethapyr ) ; WOt 8 B & ( imazosulfuron) =8|
FEmhE E SWEE (iodosulfuron-methyl-sodium) ; Z B & (
isocarbamid ) : E F % #® ( isopropalin) ; E FH B (
isoproturon) ; E E & ( isouron) ; H B E & ( isoxaben
) B EERE (isoxapyrifop) K EZEE ( karbutilate)
LA KR EE (lactofen) B E F (lenacil) ; H H # (
linuron ) . MCPA ! MCPB ; mecoprop ;5 W % EH (
mefenacet) | H E B E ¥ ( mefluidid) . BH &H — FH E (

mesosulfuron ) M % E ( mesotrione ) ; X E [ (
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metamitron) ; Y B & ( metazachlor) . Hf % # ( metham
) + B E X E ( methabenzthiazuron ) . J§ & M (
methazole ) | XK E Fd ( methoxyphenone ) ; B H £ = [&
( methyldymron) ; metabenzuron ; methobenzuron ;: ¥ %
B ( metobromuron) ; B % B ( metolachlor) ; Ff & W j%
( metosulam ) ( XRD 511) ; H & E ( metoxuron) . I
o ¥ ( metribuzin) B B E ( metsulfuron-methyl )

MH : >k B2 it ( molinate) ; BE E & ( monalide) ; # & &
( monolinuron )  J% E# [ ( monuron) ; monocarbamide
dihydrogensulfate : MT 128 ( Bl » 6-% -N- ( 3-& -2-A &
) -5-H B -N-K B -3-BF 0 & ) © MT 5950 ( Bl » N-[3-%& -
4- (1-FEZHE ) -FE]-2-BH & LEKR) ' ERF K (
naproanilide ) : # & % ( napropamide ) . ZE E J# (
naptalam ) ; NC 310 ( Bl » 4- (2,4-— & X H F £ ) -1-H
HE-S-FHESEW®) ; B RE (neburon)  [E &

( nicosulfuron) ; Mf & E & ( nipyraclofen) . g & & (

nitralin )  F % B ( nitrofen ) . = & B = Bt (
nitrofluorfen ) ; # E J ( norflurazon ) . I = (
orbencarb ) & B | ( oryzalin )  H B E EH E (

oxadiargyl ) ( RP-020630) : % 3 # ( oxadiazon) : {8

ik 2> ( oxyfluorfen ) : B Hf M ( paraquat) : 3 B @ (

pebulate ) : Ha 5 ( pendimethalin ) = #H EH & (
perfluidone ) : #% f# % ( phenisopham ) . & Z& #=| (
phenmedipham ) | H & #f ( picloram ) . M Iff B E (
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pinoxaden ) ; UR B # ( piperophos ) : piributicarb
pirifenop-butyl | & h; B ( pretilachlor ) . & B mE B (

primisulfuron-methyl) ; I /W F ¥ ( procyazine) ; £ &

& & ( prodiamine ) IR N & #Z ( profluralin )
proglinazine-ethyl ; # B # ( prometon ) . ¥ #EH & (

prometryn) ; # B f& ( propachlor) ; R 5 %8 ( propanil

)+ ¥ L E ( propaquizafop ) FI H B #H : T R (
propazine ) v X B # ( propham ) s B2 R OE OB O(

propisochlor) W X & % ( propoxycarbazone) ; J§ Jt &
f# ( propyzamide) ; H B i &2 & ( prosulfalin) ; *F & 7}
( prosulfocarb) ; # f# & ( prosulfuron) ( CGA-152005
)+ W R E & ( prynachlor) ; pyrazolinate ; % B ff (
pyrazon) ; pyrasulfotole : H 3 [ ( pyrazosulfuron-ethyl
) B M (pyrazoxyfen) ; M IKE ( pyridate) ; W B
Bk ( pyrithiobac) ( KIH-2031) ; pyroxofop F1 E EE % (
Bl an R W B ) - R E ( quinclorac) 5 & B OB W B (
quinmerac ) : quinofop 1 H EE H 1 £ ¥ ; K* 8 (
quizalofop) F1# KR B ( quizalofop-P) M HEE T &£ W
Bl kK B ( quizalofop-ethyl) K # B ( quizalofop-P-
tefuryl ) I K B ( quizalofop-ethyl) : renriduron ; %
W f% & ( rimsulfuron) ( DPX-E 9636) : S 275 ( Hl » 2-
[4- R -2-F-5- (2-WHRBESE) XE1-4,5,6,7-IU & -2H- 5
M) o B E E (secbumeton) ; P§ % E ( sethoxydim)

IR 5 B ( siduron) 7§ ¥ & ( simazine) ; 7§ B & (
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simetryn) SN 106279 ( Bl » 2-[[7-[2-& -4- ( = & H X
) FEE]2-ZFEISEE]-FEBEMNHEFE) @ BEM (
sulcotrione ) ; H g B B ( sulfentrazone) ( FMC-97285,
F-6285 ) : sulfazuron ; B B B [ ( sulfometuron-methyl
) 5 E Wi B ( sulfosate) (ICI-A0224)  TCA : ¥ E B (
tebutam ) ( GCP-5544 ) ; T B & ( tebuthiuron )
tembotrione ; £ B %FE ( terbacil) ; % B & ( terbucarb)
sy B T =2 BE (terbuchlor) ¥ 7 3@ ( terbumeton) : H &
# (terbuthylazine) . % T ¥ ( terbutryn) ; TFH 450 (
Bl » N,.N-Z Z & -3-[ (2-Z & -6-F K FX & ) BB E]-1H-
1,2,4-= W -1-¥% B & ) 5 X % B ( thenylchlor) ( NSK-
850)  ME & [E ( thiazafluron)  thiencarbazone : BE EH 5F
( thiazopyr) ( Mon-13200) ; M — M ¥ & ( thidiazimin
>y ( SN-24085) . %% ( thiobencarb ) . B Iy @ E (
thifensulfuron-methyl) ; {f & f ( tiocarbazil) ; = B ¥
B fi ( tralkoxydim) B #f& B ( tri-allate) . Ef X E (
triasulfuron ) ; triazofenamide ; ZX B [ ( tribenuron-
methyl) = & b (triclopyr) ¥ B B ( tridiphane)
B2 OE B ( trietazine ) i = & # ( trifluralin )

triflusulfuron FIEEE (HlW - HE > DPX-66037) . = H
2 ( trimeturon ) . tsitodef ; J& & # ( vernolate ) : WL
110547 (Bl » S-F&HE-1-[3- (=Z=&m#F HE) - X E]-1H- M
W)  UBH-509 ; D-489 ; LS 82-556 ; KPP-300; NC-324

» NC-330 ; KH218 ; DPX-N8189 ; SC-0774 ; DOWCO-535
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; DK-8910 ; V-53482 : PP-600 : MBH-001 ; KIH-9201 ;
ET-751; KIH-6127 fl KIH-2023 -

HRER LTSRS IRAFEENREY » & B
g O ORUEHAATFTLURHRRE >l NRTEHERMSRERS
KA BEBRR > WA EEY > 2 BBEMKT S BB
A - ARESHANTEZCARLESE - L|EN - H
MEPACEBEERLNBEERAE S HEIMESEYDE
T LR -

X (1) EWAFTENORHBERBENEGES - 6 M
B E - BE - FEANRERAESSE MR #E - A
EREEREBEANE > flW - N 0.001 F1 1.0kg/ha & %
MEETE > H®mE AR 0.005F 750g/ha -

[ & i 5 X ]
THEHEMSRBWEAFEH -
A L2 HH

1-Z & -4- (3 -ZEBEBE-2C-FE-4- (ZF5 8 &)
=W OER R -S5-FE A MRy e

TR I13-F-2-FE4-=ZFFEFXFFR

25.0 g (120.1 mmol) M 3-F -4-=Z=FA F EXF B KB
27X 250 ml By THF & » FIE-40C F @M A 100.9 ml (
2.5M A H L - 2523 mmol) WIET X8 - EEWER
3.5 N ZBREFMHEIMA 51.2 g (360.4 mmol) HY Btk H
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By 50 ml §2 B THF W - BEWE#E 16 INEF > 4 /B
%o O HEZBWEMEZER (RT) - AFEMA 150 ml & 1
MHCIEBHBERAKE  BEEWH - ZBEN - BE#MBZ
%A 1M NaOH ER - KHEBEBRACZEH _Z2BREN - HF
WMHEBAKEBERE ZBUBRER ZBEUYHEERE®EZE
HEEAEHBEWHENLE - 28O 3.5 MBEY -

TR2 3-ZERME2FEA-ZFHREFXRHE

— BB AE 3.00 g (13.5 mmol) K 3-& -2-H H -4-= &,
FEFHFBEEN S0ml 9 NN-Z_HEHERKF - 5 — X
— EE M INA 1.68 g (M E 60 | E %> 41.9 mmol) HY
NaH - EREWHEEEER > ZHEMA 1.77 ¢ (HE 95
EE % 27.0 mmol) WZWE - E&%WHE RT ##H 2 /i
LRI BOCEHAR 10 /K - RIEBEGWH S A - & A
K-KUBHEHGERAKE CRAREBRBRL - EYH AR
HARKR BB B EM D BEOHK - 28 3.7 MBPEY -

TR 3 1I-Z K4 (3-ZERE-2-FHE -4-=ZFF ) %
i E-S-REM®Y & K

— Bl A ¥ 300 mg (1.14 mmol) B 3-Z E i & -2-H
HEA4-ZFFEFHREEN 20 ml ®WezH CH,Cla 0 A
288 mg (2.27 mmol) WERE - EGWEHRZH 15 5 &
KX EBEWVEZRIILIARERE  AAEYWHSBAE RT f1E
fiE - M A A BIHNEEREBEHER 20 ml &%
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CH,Cl, > W HMAZE 140 mg ( 1.25 mmol) # 1-Z & -5-
REM WM EALEN 4-NN-ZHFEBEEHRIEHES YT
- ZBREBEMMA 230 mg (2.27 mmol) M =2 & » K
FERESGWE RTHEA 16 /NI - B 7T BEHERLKE > WA 3
ml#) 1 MHCI> BB C®  AHRRMEEBERER - D
FRAABIMWBEERBHEAER 20 ml 2 > WA 230
mg (2.27 mmol) W=Z K ZHMA 8 MW KMEEM—
BiEL ) KCN - B YA RT 8% 16 N HZRHBE -
B 20 ml By CH,Cl, f1 3 mlA) 1 M HCIRF M AZRBEY
hoe HOoB®R > BAEEBER - BEVYRKHBRWG T UHMA
> HBEF 182 mgWWMBEY -

SR 4 1-2FK-4(3-2EBEBE-2-FE-4-Z5 F &)
AR E-S- R EM B E K

182 mg ( 0.51 mmol) B 1-Z H -4 (3°-Z E i & -2°-
HE-4©-ZgHE) FHEBEE-S-REHYWHEHEN 20 ml
) CH,Cly, » Z #% 0 A 376 mg ( #i & 70 & 8 % > 1.52
mmol) WH -BBXHK - BEEWZIHRE RT #E#H 16 /B
- BT ERASERKE BAEYWH CH.CL HREHAHA 10%#%
ERMEBMAKERER - BEE®WA I M HCLE & - 45 B H
MaomEERBEL R AHREREZERELBREH -
BEYWHBMMA  HETF 888 mgWHIBEY -

Bt
»
|1

S-FME-1,3-Z R E -4 (20-F E-3°-F K
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AR ) K B OERE M a9 B
BR1:2-FE 3-HEREA-ZFFELXTRBY S K

#

\ﬁt%

— BB A& 300 mg ( 1.35 mmol) Y 3-%F -2-5 % -4-=
APAEAXHFREN S ml B NNN-Z B EHFEKF > mA 59
mg (M E 60E & %> 1.49 mmol) A NaH- E&WHEH 10
o8 ZBMA 199 mg (FME 95 EE %> 2.70 mmol) K
FHBEWH BEBEWERTERE 1S /) NEHZHBE 80T 7 &
16 NI - RIEESEYH A  BTEEKEEAKE % 4E
A-ZKMHZB&ZEBEZEN > BAKMEZ®ZHBE HCI B - B
GYMHAS =T EFREBMEN 2 X  ZBRODEE  HHET
301l mg W E Y -

SRR 2 2-FE-3Z-HEBRE-4-ZFHF E

m*}i
‘E

o

St

i

— B A 1.50 ¢ ( 5.99 mmol) fy 2-H
A-ZFPEFHFBEBEN 20 ml D KBEBERF - WA 59 mg (
0.18 mmol) BB (VD) A Z“K&EYW > BEEMWZ®’#E
50-60C % 8 - EHBEBE » MOHEBEHMA 2.45 ml (30%
58 0 23.98 mmol) B A NKEKBK - BEAYWHILEE B
R /NNE > EE HPLC iR A B ERBAYWE N EMR -
KERGEYWIBEHSAN B TEHEERAKE > WHEA
K- BEVWHIBIEBEEN 3R SN E#HMEHBEON
THBREMKBERBEEN oW HEEEBE LD ELE R
BEEYH I MHCI B  FH8MEEZERIBEREE - 5 8
H1.67 g MiFEY -
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B O3 5-RE-1,3-T H E-4- (20-F K -30-H B BE g E -
- ZHFFE) AFBEULRNE K

— BB K 200 mg (0.71 mmol) Ky 2-F K -3-H XK 5 &
EA-ZFFEXHFRKE 87 mg (0.78 mmol) B 5-5& K -
13- " R EW MM EMLMEN 4-NN-“HEREREMRKE —-EE
A 20 ml A9 85 # CH,;Cl,d » 0 A 163 mg ( 0.85 mmol) £
1-(3- " HERERNE) 3-Z2EBR _EBuKEBE - BE&
A RT##H 3 /0K 2% MA 3 ml#y 1 M HCI- 5 & 14
#% » KAHHMA CH:Cl, ZW - ARMERZCBRURE - BEY
WEHER 20 ml B9 Z A 143 mg (1.42 mmol) By = Z % -
MmA 8 WA NE&EM—BER KCN- EG¥WIE RT & #
16 /NEFROME I H - B 15 ml A CH.Cl, A1 2ml1 8 1 M HCI
mEMAZREY S - HoB®  KIEMA CH,Cl, % 5L -
BEWABRMERERNBE BEYHEBEWML - 58D
112.7 mg (Y ML 1@ E ¥ -

TERPMETHENRUNEMN Lt 5% F UMK > =K
AHLEULERFESE - EELLEYVWHRERRINEDN -

At (5 A B9 fE B &R R

Bu=T % Et=7 % Me=H % Pr=7 &

i=H s=5 — t=2 — Ph=k &

> =<
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A AKZFEHN (D) EYW HPF RISHEFHE > B R Y

% H B &
0 R*
so R’
N\/ ]
N
/ OH CFy
H,C
| R R* n YIEBGR
'H-NMR: § [CDCl,]

1-1 Me Me 0 |7.68(d, 1H), 7.45 (d, 1H), 7.30 (s, 1H), 3.71 (s, 3H), 2.68

(s, 3H), 2.31 (s, 3H)
1-2 Et Me 0 |7.69(d, 1H), 7.44 (d, 1H), 7.31 (s, 1H), 3.72 (s, 3H), 2.77

(9, 2H), 2.66 (s, 3H), 1.22 (t, 3H)
1-3 n-Pr Me 0
1-4 i-Pr Me 0
1-5 n-Bu Me 0
1-6 i-Bu Me 0
1-7 s-Bu Me 0
1-8 t-Bu Me 0
1-9 Me Me 1 7.71(d, 1H), 7.56 (d, 1H), 7.28 (s, 1H), 3.72 (s, 3H), 3.03

(s, 3H), 2.90 (s, 3H)
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e R? R* n YIS
'H-NMR: & [CDCl3]

1-10 Et Me T |7.71(d, 1H), 7.56 (d, 1H), 7.26 (s, 1H), 3.72 (s, 3H), 3.47
(dg, 1H), 2.96 (dg, 1H), 2.85 (s, 3H), 1.43 (t, 3H)

1-11 n-Pr Me 1

1-12 i-Pr Me 1

1-13 n-Bu Me 1

1-14 i-Bu Me 1

1-15 s-Bu Me 1

1-16 t-Bu Me 1

117 Me Me 2 |7.91(d, 1H), 7.67 (d, 1H), 7.27 (s, 1H), 3.72 (s, 3H), 3.27
(s, 3H), 2.76 (s, 3H)

1-18 Et Me 2

1-19 n-Pr Me 2

1-20 i-Pr Me 2

1-21 n-Bu Me 2

1-22 i-Bu Me 2

1-23 s-Bu Me 2

1-24 t-Bu Me 2

1-25 Me Et 0 |7.68(d, 1H), 7.42(d, 1H), 7.30 (s, 1H), 3.71 (s, 3H), 3.16
(9, 2H), 2.36 (s, 3H), 1.19 (t, 3H)

1-26 Et Et 0

1-27 n-Pr Et 0

1-28 i-Pr Et 0

1-29 n-Bu Et 0

1-30 i-Bu Et 0

1-31 s-Bu Et 0

1-32 t-Bu Et 0

1-33 Me Et 1

1-34 Et Et 1

1-35 n-Pr Et 1

1-36 i-Pr Et 1

1-37 n-Bu Et 1

1-38 i-Bu Et 1

1-39 s-Bu Et 1

1-40 t-Bu Et 1

-35.-




200901883

No. | R® R¢ n YIS -
'"H-NMR: § [CDCl3]

1-41 Me Et 2

1-42 Et Et 2

1-43 n-Pr Et 2

1-44 i-Pr Et 2

1-45 n-Bu Et 2

1-46 i-Bu Et 2

1-47 s-Bu Et 2

1-48 t-Bu Et 2

£ B: AFHAX (1) keéw HF R BZE A RMY

&% H B S
0 R*
y so R’
N\ /
N OH CF,
H,C
HREE R® R n YIEBER
'H-NMR: § [CDCl5]
2-1 Me Me 0 |7.69(d, 1H), 7.47 (d, 1H), 7.31 (s, 1H), 4.08 (q, 2H), 2.69
(s, 3H), 2.31 (s, 3H), 1.46 (t, 3H)
2-2 Et Me 0 |7.68(d, 1H), 7.46 (d, 1H), 7.31 (s, 1H), 4.07 (q, 2H), 2.76
(g, 2H), 2.66 (s, 3H), 1.45 (t, 3H), 1.22 (1, 3H)
2-3 n-Pr Me 0
2-4 i-Pr Me 0
2-5 n-Bu Me 0
2-6 i-Bu Me 0
2-7 s-Bu Me 0
2-8 t-Bu Me 0
2-9 Me Me 1 |7.71(d, 1H), 7.57 (d, 1H), 7.29 (s, 1H), 4.09 (q, 2H), 3.03
(s, 3H), 2.90 (s, 3H), 1.46 (t, 3H)
2-10 Et Me 1 |7.72(d, 1H), 7.57 (d, 1H), 7.27 (s, 1H), 4.08 (q, 2H), 3.47
(dq, 1H), 2.96 (dq, 1H), 2.87 (s, 3H), 1.49 — 1.41 (m, 6H)
2-11 n-Pr Me 1

- 36 -



200901883

w R’ R | n YRR -
'H-NMR: § [CDCl3)

2-12 i-Pr Me 1

2-13 n-Bu Me 1

2-14 i-Bu Me 1

2-15 s-Bu Me 1

2-16 t-Bu Me 1

2-17 Me Me 2 7.91(d, 1H), 7.67 (d, 1H), 7.28 (s, 1H), 4.08 (q, 2H), 3.27
(s, 3H), 2.78 (s, 3H), 1.46 (t, 3H)

2-18 Et Me 2 |7.91(d, 1H), 7.65 (d, 1H), 7.27 (s, 1H), 4.10 (q, 2H), 3.36
(9, 2H), 2.77 (s, 3H), 1.51 - 1.42 (m, 6H)

2-19 n-Pr Me 2

2-20 i-Pr Me 2

2-21 n-Bu Me 2

2-22 i-Bu Me 2

2-23 s-Bu Me 2

2-24 t-Bu Me 2

2-25 Me Et 0 17.69(d, 1H), 7.45 (d, 1H), 7.30 (s, 1H), 4.08 (q, 2H), 3.16
(g, 2H), 2.36 (s, 3H), 1.46 (t, 3H), 1.20 {t, 3H)

2-26 Et Et 0

2-27 n-Pr Et 0

2-28 i-Pr Et 0

2-29 n-Bu Et 0

2-30 i-Bu Et 0

2-31 s-Bu Et 0

2-32| tBu Et 0

2-33 Me Et 1

2-34 Et Et 1

2-35 n-Pr Et 1

2-36 i-Pr Et 1

2-37 n-Bu Et 1

2-38 i-Bu Et 1

2-39 s-Bu Et 1

2-40 t-Bu Et 1

2-41 Me Et 2 17.90(d, 1H), 7.65(d, 1H), 7.28 (s, 1H), 4.10 (g, 2H), 3.32
(9, 2H), 3.29 (s, 3H), 1.46 (t, 3H), 1.23 (t, 3H)
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'H-NMR: & [CDCly]
2-42 Et Et 2
2-43 n-Pr Et 2
2-44 | i-Pr Et 2
2-45| n-Bu Et 2
2-46 | i-Bu Et 2
2-47 | s-Bu Et 2
2-48| tBu Et 2

& C:AFHA (I kEéEW - Heb R RPEHBHE

B Y B &
H,C O R*
Y so R’
N\ /
/N OH CFy
H,C
5% R® R* n VIR -
'H-NMR: § [CDCl,]
3-1 Me Me 0 |7.69(d, 1H), 7.29(d, 1H), 3.62 (s, 3H), 2.60 (s, 3H), 2.29
(s, 3H), 1.62 (s, 3H)
3-2 Et Me 0 [7.72(d, 1H), 7.30 (d, 1H), 3.66 (s, 3H), 2.78 (q, 2H), 2.50
(s, 3H), 1.66 (s, 3H), 1.26 (t, 3H)
3-3 n-Pr Me 0
3-4 i-Pr Me 0
3-5 n-Bu Me 0
3-6 i-Bu Me 0
3-7 s-Bu Me 0
3-8 t-Bu Me 0
3-9 Me Me 1 7.72(d, 1H), 7.42 (d, 1H), 3.66 (s, 3H), 3.01 (s, 3H), 2.82
(s, 3H), 1.69 (s, 3H)
3-10 Et Me 1 7.72(d, 1H), 7.42 (d, 1H), 3.65 (s, 3H), 3.44 (dq, 1H), 2.93
(dq, 1H), 2.78 (s, 3H), 1.67 (s, 3H), 1.42 (1, 3H)
3-11 n-Pr Me 1
3-12 i-Pr Me 1
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3-13 n-Bu Me 1

3-14 i-Bu Me 1

3-15 s-Bu Me 1

3-16 t-Bu Me 1

3-17 Me Me 2 17.91(d, 1H), 7.53 (d, 1H), 3.65 (s, 3H), 3.23 (s, 3H), 2.71

(s, 3H), 1.68 (s, 3H)

3-18 Et Me 2

3-19 n-Pr Me 2

3-20 i-Pr Me 2

3-21 n-Bu Me 2

3-22. i-Bu Me 2

3-23 s-Bu Me 2

3-24 t-Bu Me 2

3-25 Me Et 0 |7.70(d, 1H), 7.28 (d, 1H), 3.63 (s, 3H), 3.42 (q, 2H), 2.32

(s, 3H), 1.63 (s, 3H), 1.18 (t, 3H)

3-26 Et Et 0

3-27 n-Pr Et 0

3-28 i-Pr Et 0

3-29 n-Bu Et 0

3-30 i-Bu Et 0

3-31 s-Bu Et 0

3-32 t-Bu Et 0

3-33 Me Et 1

3-34 Et Et 1

3-35 n-Pr Et 1

3-36 i-Pr Et 1

3-37 n-Bu Et 1

3-38 i-Bu Et 1

3-39 s-Bu Et 1

3-40 t-Bu Et 1

3-41 Me Et 2

3-42 Et Et 2

3-43 n-Pr Et 2

3-44 i-Pr Et 2
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'H-NMR: & [CDCl,]

3-45 n-Bu Et 2

3-46 i-Bu Et 2

3-47 s-Bu Et 2

3-48 t-Bu Et 2
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R} R
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1 / P CF,
Y
mat | R R? R? R* |n Y YEER
'H-NMR: 8 [CDCly]
4-1 Me H Me Me 0 - SO,-n-Pr
4-2 | Me H Et Me 0 - SO,-n-Pr
4-3 Me H n-Pr Me 0 - SO,-n-Pr
4-4 Me H Me Me 1 - SO-n-Pr 7.68 (d, 1H), 7.49 (4,
1H), 7.41 (s, 1H), 3.90
(s, 3H), 3.71 (m, 2H),
3.00 (s, 3H), 2.83 (s,
3H), 2.12 (m, 2H), 1.18
(t, 3H)
4-5 Me H Et Me 1 - SO,-n-Pr
4-6 Me H n-Pr Me 1 - SO-n-Pr
4-7 Me H Me Me |2 - SO,n-Pr 7.90 (d, 1H), 7.62 (d,
1H), 7.43 (s, 1H), 3.91
(s, 3H), 3.67 (m, 2H),
3.26 (s, 3H), 2.71 (s,
3H), 2.11 (m, 2H), 1.18
(t, 3H)
4-8 Me H Et Me 2 - SO,-n-Pr
4-9 Me H n-Pr Me 2 - SO.-n-Pr
4-10 | Me H Me Me [0 - SO,-(CH,),OMe
4-11 | Me H Et Me | O - SO,~(CH,),0OMe
4-12 | Me H n-Pr Me | 0| -S0,(CH,),0OMe
4-13 | Me H Me Me 1 - SO~(CH;),OMe | 7.68 (d, 1H), 7.48 (d,
1H), 7.41 (s, 1H), 4.04
(m, 4H), 3.91 (s, 3H),
3.46 (s, 3H) 3.01 (s,
3H), 2.83 (s, 3H)
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'H-NMR: § [CDCl,]

4-14 | Me H Et Me 1 - SO,-(CH,),OMe

4-15 | Me H n-Pr Me 1 - SO,-(CH,),OMe

4-16 | Me H Me Me |2 - SO2-(CH;),OMe | 7.89 (d, 1H), 7.61 (d,
1H), 7.41 (s, 1H), 4.02
(m, 4H), 3.91 (s, 3H),
3.45 (s, 3H) 3.25 (s,
3H), 2.71 (s, 3H)

4-17 | Me H Et Me 2 - SO,-(CH;),OMe

4-18 | Me H n-Pr Me |2 - SO,-(CH,),0OMe

4-19 | Me H Me Me 0 - SO,-Ph

4-20 | Me H Et Me |0 - SO,-Ph

4-21 | Me H n-Pr Me [0 - SO,-Ph

4-22 | Me H Me Me | 1 - SO,-Ph 7.98 (d, 2H), 7.77 (t,
1H), 7.62 (m, 3H), 7.52
(s, 1H), 7.37 (d, 1H),
3.78 (s, 3H), 2.98 (s,
3H), 2.77 (s, 3H)

4-23 | Me H Et Me 1 - SO,-Ph

4-24 | Me H n-Pr Me 1 - SO,-Ph

4-25 | Me H Me Me 2 - SO,-Ph 7.95 (d, 2H), 7.83 ~
7.74 (m, 2H), 7.62 (m,
2H), 7.57 (s, 1H), 7.48
(d, 1H), 3.76 (s, 3H),
3.23 (s, 3H), 2.66 (s,
3H)

4-26 | Me H Et Me |2 - SO,-Ph

4-27 | Me H n-Pr Me 2 - SO,-Ph

4-28 | Me H Me Me |0 - SO,-(4-Me-Ph)

4-29 | Me H Et Me |0 - SO,-(4-Me-Ph)

4-30 | Me H n-Pr Me |0 - SO,-(4-Me-Ph)

4-31 | Me H Me Me 1 - SO-(4-Me-Ph)  [7.83(d, 2H), 7.61 (d,
1H), 7.54 (s, 1H), 7.42
—7.36 (m, 3H), 3.74 (s,
3H), 2.98 (s, 3H), 2.78
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'H-NMR: & [CDCl3]

(s, 3H), 2.47 (s, 3H)

4-32 | Me H Et Me 1 - SO,-(4-Me-Ph)

4-33 | Me H n-Pr Me 1 - SO,-(4-Me-Ph)

4-34 | Me H Me Me | 2 - SOx-(4-Me-Ph) | 7.80 (m, 3H), 7.61 (s,
1H), 7.49 (m, 1H), 7.41
(d, 2H), 3.73 (s, 3H),
3.22 (s, 3H), 2.67 (s,
3H), 2.47 (s, 3H)

4-35 | Me H Et Me |2 - SO,-(4-Me-Ph)

4-36 | Me H n-Pr Me 2 - SO,-(4-Me-Ph)

4-37 | Me H Me Me 0 - SO,-(thien-2-yl)

4-38 | Me H Et Me |0 - SO,-(thien-2-yl)

4-39 | Me H n-Pr Me 0 - SO,-(thien-2-yi)

4-40 { Me H Me Me 1 - SOq-(thien-2-yl) |7.86 (m, 2H), 7.62 (d,
1H), 7.53 (s, 1H), 7.39
(d, 1H), 7.22 (dd, 1H),
3.79 (s, 3H), 2.98 (s,
3H), 2.78 (s, 3H)

4-41 | Me H Et Me 1 - SO,~(Thien-2-yl)

4-42 | Me H n-Pr Me 1 - SO2-(Thien-2-yi)

4-43 | Me H Me Me | 2 | -SO(Thien-2-yl) |7.88(d, 1H), 7.86 -
7.82 (m, 2H), 7.58 (s,
1H), 7.52 (m, 1H), 7.22
(m, 1H), 3.77 (s, 3H),
3.22 (s, 3H), 2.67 (s,
3H)

4-44 | Me H Et Me 2 - SO,~(Thien-2-yi)

4-45 | Me H n-Pr Me 2 - SO,-(Thien-2-yl)

4-46 | Me H Me Me |0 - CO-Ph

4-47 | Me H Et Me |0 - CO-Ph

4-48 | Me H n-Pr Me 0 - CO-Ph

4-49 | Me H Me Me 1 - CO-Ph 7.93 - 7.87 (m, 3H),
7.68 (t, 1H), 7.52 - 7.36
(m, 4H), 3.73 (s, 3H),
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W | R R? R® R* |n Y YIEEE
'H-NMR: & [CDCl3]

2.87 (s, 3H), 2.81 (s,
3H)

4-50 | Me H Et Me 1 - CO-Ph

4-51 | Me H n-Pr Me 1 - CO-Ph

4-52 | Me H Me Me |2 - CO-Ph 7.93 (s, 1H), 7.85 (d,
2H), 7.68 (i, 1H), 7.62
(d, 1H), 7.52 — 7.46 (m,
3H), 3.74 (s, 3H), 3.10
(s, 3H), 2.68 (s, 3H)

4-53 | Me H Et Me |2 - CO-Ph

4-54 | Me H n-Pr Me 2 - CO-Ph

4-55 | Me H Me Me 0 - CO-SEt

4-56 | Me H Et Me |0 - CO-SEt

4-57 | Me H n-Pr Me 0 - CO-SEt

4-58 | Me H Me Me |1 - CO-SEt 7.72 (s, 1H), 7.67 (d
1H), 7.42 (d, 1H), 3.72
(s, 3H), 2.99 (s, 3H),
2.92(q, 2H), 2.81 (s,
3H), 1.32 (t, 3H)

4-59 | Me H Et Me 1 - CO-SEt

4-60 | Me H n-Pr Me 1 - CO-SEt

4-61 | Me H Me Me |2 - CO-SEt 7.87 (d, 1H), 7.78 (s,
1H), 7.53 (d, 1H), 3.72
(s, 3H), 3.22 (s, 3H),
2.89 (q, 2H), 2.68 (s,
3H), 1.32 (t, 3H)

4-62 | Me H Et Me |2 - CO-SEt

4-63 | Me H n-Pr Me |2 - CO-SEt

4-64 | Me H Me Me | 0 | - CH,-CO-(4-Me-Ph)

4-65 | Me H Et Me | 0 | - CH,-CO-(4-Me-Ph)

4-66 | Me H n-Pr Me | 0 | - CH,-CO-{4-Me-Ph)

4-67 | Me H Me Me 1 | - CH,-CO-(4-Me-Ph) |7.82 (d, 2H), 7.62 (d,
1H), 7.39 (d, 1H), 7.29
(d, 2H), 7.13 (s, 1H),
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6.22 (d, 1H), 6.12 (4,
1H), 3.89 (s, 3H), 2.96
(s, 3H), 2.72 (s, 3H),
2.41 (s, 3H)

4-68 | Me H Et Me 1_| - CH,-CO-(4-Me-Ph)

4-69 | Me H n-Pr Me 1_| - CH,-CO-(4-Me-Ph)

4-70 | Me H Me Me |2]- CH,-CO-(4-Me-Ph) {7.82 (m, 3H), 7.52 (d,
1H), 7.30 (d, 2H), 7.12
(s, 1H), 6.16 (s, 2H),
3.90 (s, 3H), 3.21 (s,
3H), 2.58 (s, 3H), 2.42
(s, 3H)

4-71 | Me H Et Me | 2 | - CH,-CO~(4-Me-Ph)

4-72 | Me H n-Pr Me | 2 | - CH,-CO-(4-Me-Ph)

4-73 Et H Me Me |0 - SO,-n-Pr

4-74 | Et H Et Me |0 - SO,-n-Pr

4-75 Et H n-Pr Me 0 - SO,-n-Pr

4-76 Et H Me Me 1 - SO,-n-Pr

4-77 | Et H Et Me 1 - SO,-n-Pr

4-78 Et H n-Pr Me 1 - SO,-n-Pr

4-79 Et H Me Me 2 - SO,-n-Pr

4-80 Et H Et Me | 2 - SO.-n-Pr

4-81 Et H n-Pr Me 2 - SO,-n-Pr

4-82 Et H Me Me 0 - SO,-(CH,),0Me

4-83 Et H Et Me 0 - SO,-(CH,),OMe

4-84 | Et H n-Pr Me 0 - SO,~(CH,),OMe

4-85 Et H Me Me 1 - SO,-(CH,),0Me

4-86 Et H Et Me 1 - SO,-(CH,),OMe

4-87 Et H n-Pr Me 1 - SO,~(CH,),.OMe

4-88 Et H Me Me 2 - SO.-(CH,),OMe

4-89 Et H Et Me 2 - SO,~(CH,),OMe

4-90 Et H n-Pr Me |2 - SO,-(CH,),OMe

4-91 Et H Me Me 0 - SO,-Ph

4-92 Et H Et Me 0 - SO,-Ph
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'"H-NMR: & [CDCly]
4-93 Et H n-Pr Me |0 - SO,-Ph
4-94 | Et H Me Me 1 - SO,-Ph
4-95 | Et H Et Me 1 - SO.-Ph
4-96 Et H n-Pr Me 1 - SO,-Ph
4-97 Et H Me Me |2 - SO,-Ph
4-98 Et H Et Me |2 - SO,-Ph
4-99 Et H n-Pr Me |2 - SO,-Ph
4-100 | Et H Me Me |0 - SO,-(4-Me-Ph)
4-101| Et H Et Me |0 - SO,-(4-Me-Ph)
4-102| Et H n-Pr Me |0 - SO,(4-Me-Ph)
4-103 | Et H Me Me 1 - SO,-(4-Me-Ph)
4-104 | Et H Et Me 1 - SO,-(4-Me-Ph)
4-105 | Et H n-Pr Me 1 - SO,-(4-Me-Ph)
4-106 | Et H Me Me |2 - SO,~(4-Me-Ph)
4-107 | Et H Et Me |2 - SO,-(4-Me-Ph)
4-108 | Et H n-Pr Me |2 - SO,~(4-Me-Ph)
4-109 | Et H Me Me 0 - SO,-(thien-2-yl1)
4-110| Et H Et Me |0 - SO,-(thien-2-yl)
4-111 | Et H n-Pr Me |O - SO,~(thien-2-yl)
4-112 | Et H Me Me 1 - SO, ~(thien-2-yi)
4-113 | Et H Et Me 1 - SO,-(thien-2-yl)
4-114 | Et H n-Pr Me 1 -~ SO, ~(thien-2-yl)
4-115| Et H Me Me |2 - SO.-(thien-2-yl)
4-116 | Et H Et Me |2 - SO,-(thien-2-yl)
4-117 | Et H n-Pr Me 2 - SO,~(thien-2-yl)
4-118 | Et H Me Me |0 - CO-Ph
4-119| Et H Et Me |0 - CO-Ph
4-120 | Et H n-Pr Me |0 - CO-Ph
4-121 | Et H Me Me 1 - CO-Ph
4-122 | Et H Et Me 1 - CO-Ph
4-123| Et H n-Pr Me 1 - CO-Ph
4-124 | Et H Me Me |2 - CO-Ph
4-125 | Et H Et Me |2 - CO-Ph
4-126 | Et H n-Pr Me |2 - CO-Ph
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4-127 | Et H Me Me | O - CO-SEt
4-128 | Et H Et Me |0 - CO-SEt
4-129 | Et H n-Pr Me |0 - CO-SEt
4-130 | Et H Me Me 1 - CO-SEt
4-131 | Et H Et Me 1 - CO-SEt
4-132 | Et H n-Pr Me 1 - CO-SEt
4-133 | Et H Me Me |2 - CO-SEt
4-134 | Et H Et Me |2 - CO-SEt
4-135| Et H n-Pr Me |2 - CO-SEt
4-136 | Et H Me Me | 0 | - CH,-CO-(4-Me-Ph)
4-137 | Et H Et Me | 0 | - CH,-CO-(4-Me-Ph)
4-138 | Et H n-Pr Me | O | - CH,-CO-(4-Me-Ph)
4-139| Et H Me Me 1_| - CH,-CO-(4-Me-Ph)
4-140 | Et H Et Me 1 | - CH,-CO-(4-Me-Ph)
4-141 | Et H n-Pr Me 1 | - CH,-CO-(4-Me-Ph)
4-142 | Et H Me Me | 2 | - CH,-CO-(4-Me-Ph)
4-143 | Et H Et Me | 2 | - CH,-CO-(4-Me-Ph)
4-144 | Et H n-Pr Me | 2 | - CH,-CO-(4-Me-Ph)
4-145| Me Me Me Me 0 - SO.-n-Pr
4-146 | Me Me Et Me |0 - SO,-n-Pr
4-147 | Me Me n-Pr Me 0 - SO,-n-Pr
4-148 | Me Me Me Me 1 - SOp,-n-Pr
4-149 | Me Me Et Me 1 - SO,-n-Pr
4-150 | Me Me n-Pr Me 1 - SO,-n-Pr
4-151 | Me Me Me Me 2 - SO,-n-Pr
4-152 | Me Me Et Me 2 - SO,-n-Pr
4-153 | Me Me n-Pr Me |2 - SO,-n-Pr
4-154 | Me Me Me Me |0 - SO2-(CH,),OMe
4-155 | Me Me Et Me |0 - SO,~(CH,),OMe
4-156 | Me Me n-Pr Me 0 - SO,~(CH,),OMe
4-157 | Me Me Me Me 1 - 8O,-(CH,),OMe
4-158 | Me Me Et Me 1 - SO~(CH,),OMe
4-159 | Me Me n-Pr Me 1 - SO~(CH,),OMe
4-160 | Me Me Me Me 2 - SO,-(CH,),0Me
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4-161 | Me Me Et Me |2 - SO,-(CH,),O0Me
4-162 | Me Me n-Pr Me |2 - SO,(CH,),OMe
4-163 | Me Me Me Me 0 - SO,-Ph
4-164 | Me Me Et Me 0 - SO»-Ph
4-165 | Me Me n-Pr Me | O - SO,-Ph
4-166 | Me Me Me Me 1 - SO,-Ph
4-167 | Me Me Et Me 1 - SO,-Ph
4-168 | Me Me n-Pr Me 1 - SO,-Ph
4-169 | Me Me Me Me |2 - SO,-Ph
4-170 | Me Me Et Me |2 - SO,-Ph
4-171 | Me Me n-Pr Me |2 - SO,-Ph
4-172 | Me Me Me Me 0 - SO,-(4-Me-Ph)
4-173 | Me Me Et Me 0 - SO,-(4-Me-Ph)
4-174 | Me Me n-Pr Me 0 - SO2-(4-Me-Ph)
4-175| Me Me Me Me 1 - SO,-(4-Me-Ph)
4-176 | Me Me Et Me 1 -~ SO,~(4-Me-Ph)
4-177 | Me Me n-Pr Me 1 - SO,-(4-Me-Ph)
4-178 | Me Me Me Me 2 - SO,-(4-Me-Ph)
41791 Me Me Et Me |2 - SO,-(4-Me-Ph)
4-180 | Me Me n-Pr Me |2 - SO,-(4-Me-Ph)
4-181| Me Me Me Me 0 - SO,~(thien-2-yl)
4-182 | Me Me Et Me [0 - SO,-(thien-2-yl)
4-183 | Me Me n-Pr Me 0 - SO,~(thien-2-yl)
4-184 | Me Me Me Me 1 - SO,-(thien-2-yl)
4-185| Me Me Et Me 1 - SO,~(thien-2-y1)
4-186 | Me Me n-Pr Me 1 - SO,-(thien-2-yl)
4-187 | Me Me Me Me |2 - SO,-(thien-2-yl)
4-188 | Me Me Et Me 2 - SO.-(thien-2-yl)
4-189 | Me Me n-Pr Me 2 - SO,-(thien-2-yl)
4-190 | Me Me Me Me 0 - CO-Ph
4-1911 Me Me Et Me | O ~- CO-Ph
4-192 | Me Me n-Pr Me |0 - CO-Ph
4-193 | Me Me Me Me 1 - CO-Ph
4-194 | Me Me Et Me 1 - CO-Ph
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4-195 | Me Me n-Pr Me - CO-Ph
4-196 | Me Me Me Me - CO-Ph
4-197 | Me Me Et Me - CO-Ph
4-198 | Me Me n-Pr Me - CO-Ph
4-199 | Me Me Me Me - CO-SEt
4-200 | Me Me Et Me - CO-SEt
4-201 | Me Me n-Pr Me - CO-SEt
4-202 | Me Me Me Me - CO-SEt
4-203 | Me Me Et Me - CO-SEt
4-204 | Me Me n-Pr Me - CO-SEt
4-205 | Me Me Me Me - CO-SEt
4-206 | Me Me Et Me - CO-SEt
4-207 | Me Me n-Pr Me - CO-SEt

4-208 | Me Me Me Me
4-209 | Me Me Et Me
4-210 | Me Me n-Pr Me
4-211| Me Me Me Me
4-212 | Me Me Et Me
4-213 | Me Me n-Pr Me
4-214 | Me Me Me Me
4-215| Me Me Et Me
4-216 | Me Me n-Pr Me

- CH,-CO-(4-Me-Ph)
- CH-CO-(4-Me-Ph)
- CH,-CO-(4-Me-Ph)
- CH,-CO-(4-Me-Ph)
- CH,-CO-(4-Me-Ph)
- CH,-CO-(4-Me-Ph)
- CH»-CO-(4-Me-Ph)
- CH,-CO-(4-Me-Ph)
- CH,-CO-(4-Me-Ph)

NININ 2= = OO0 NININV|alajlaloolod N N |-

& E: AZFHARX (IIIb) EY

0 R*
so,R’
HO

CF,
b R? R* n YRR

'H-NMR: & [CDCly]
5-1 Me Me 0 |7.98(d, 1H), 7.66 (d, 1H), 2.92 (s, 3H), 2.28 (s, 3H)
5-2 Et Me 0 [7.98(d, 1H), 7.67 (d, 1H), 2.91 (s, 3H), 2.75 (g, 2H), 1.22 (t, 3H)
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5-3 n-Pr Me 0

5-4 i-Pr Me 0

5-5 n-Bu Me 0

5-6 i-Bu Me 0

5-7 s-Bu Me 0

5-8 t-Bu Me 0

5-9 Me Me 1 (DMSO-dg): 7.92 (d, 1H), 7.81 (d, 1H), 3.04 (s, 3H), 2.91 (s, 3H)
5-10 Et Me 1 [(DMSO-de): 7.92 (d, 1H), 7.82 (d, 1H), 3.46 (dq, 1H), 3.02 (dq,

1H), 2.88 (s, 3H), 1.27 (t, 3H)

5-11 n-Pr Me 1

5-12 i-Pr Me 1

5-13| n-Bu Me 1

5-14| i-Bu Me 1

5-15| s-Bu Me 1

5-16 | t-Bu Me 1
5-17 Me Me 2 8.11 (d, 1H), 7.87 (d, 1H), 3.30 (s, 3H), 2.96 (s, 3H)
5-18 Et Me 2
519! n-Pr Me 2

5-20 i-Pr Me 2

5-21 | n-Bu Me 2

5-22 | i-Bu Me 2

5-23 | s-Bu Me 2

5-24 | t-Bu Me 2

5-25 Me Et 0

5-26 Et Et 0

5-27 | n-Pr Et 0

5-28 i-Pr Et 0

5-29 | n-Bu Et 0

5-30 | i-Bu Et 0

5-31] s-Bu Et 0

5-32 | t-Bu Et 0

5-33 Me Et 1

5-34 Et Et 1

5-35| n-Pr Et 1
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bl R? R* n YRS ¢
'H-NMR: § [CDCl.]

5-36 | i-Pr Et

5-37 | n-Bu Et

5-38 | i-Bu Et

5-39 | s-Bu Et

5-40 | t-Bu Et

5-41 Me Et 8.07 (d, 1H), 7.87 (d, 1H), 3.50 (g, 2H), 3.29 (s, 3H), 1.36 (t, 3H)

5-42 Et Et

5-43 | n-Pr Et

5-44 | i-Pr Et

5-45| n-Bu Et

5-46 | i-Bu Et

5-47 | s-Bu Et

NN NIV ININ NN [ e [a o (o

5-48 | t-Bu Et

(I11) k&%

(&
A

* F ! K& 83
0 R*

o]

wm¥ | R R* n VIR
"H-NMR: & [CDCly]

6-1 Me Me

6-3 n-Pr Me

64 | i-Pr | Me

6-5 | n-Bu Me

6-6 i-Bu Me

6-7 s-Bu Me

6-8 t-Bu Me

6-9 Me Me

6-10 Et Me

6-11 n-Pr Me

=== O |0 |0 |0 |0 |0 |olo

6-12 i-Pr Me
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mat | R R* | n VB
'H-NMR: § [CDCly]

6-13 | n-Bu Me

6-14 | i-Bu Me

6-15 | s-Bu Me

6-16 t-Bu Me

6-17 Me Me

6-18 Et Me

6-19 n-Pr Me

6-20 i-Pr Me

6-21 n-Bu Me

6-22 i-Bu Me

6-23 s-Bu Me

6-24 | t-Bu Me

6-25 Me Et

6-26 Et Et

6-27 | n-Pr Et

6-28 i-Pr Et

6-29 n-Bu Et

6-30 { i-Bu Et

6-31 s-Bu Et

6-32 | tBu Et

6-33 Me Et

6-34 Et Et

6-35 n-Pr Et

6-36 i-Pr Et

6-37 | n-Bu Et

6-38 | i-Bu Et

6-39 | s-Bu Et

6-40 | t-Bu Et

6-41 Me Et

6-42 Et Et

6-43 n-Pr Et

6-44 | i-Pr Et

6-45| n-Bu Et

NNNMNl\)—\-\—-\—i—l—K—K—AOOOOOOOOI\)NNI\)NNNN—\—A—‘—\

6-46 | i-Bu Et
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eIt | R R* n YRR
"H-NMR: § [CDCl,]

6-47 | s-Bu Et 2
6-48 t-Bu Et 2

mERFEEREME 10 EEDHERX (1) e 90 &
EnHEAL (FEREEWE) EEENRREBTHERS
¥ om e E e
2. H 2 BB R
WEHPHEKRKPHWTREMRAFEHRE 25 EEMHH
BN (D) G664 EEODHNEESELIZIARE (FB
BEMWE) 10 EEDHWAREBERKRAM 1 & & 8 0
EFEFTERBRM (FREEBAM> &R ) BEG 5N 8B EH®%
THERSYNE BN -
3. ST HMUEREY
BHIHEKRKFTHNOBEERBEYRESRME 20 ZE K
mEX (1) KkEYWE 6 EEMHNEEBRRZ - BER (
®Triton X 207) ~3 EEMME T+ =ZHEBERZI BB (8
EO) M 7l EEM N OEBEYH (HEHE - 4 &8
255 2/ K 277C) > HRNEEREBTHERES Y E /)
RS BABNMMBETSE B -
4. WA EWED

AW BREDRRIE 15 EEnwERX (1) LEaY -
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TS EEMHWERCOCH (FREK) M 10 EEMW L& LT
EZm (FRIALAE) MHBIH -
5. KA 4> BLHY R KL
KASTHHERNRFHES
sEEERX (1) LEDW -
10 2 B 0 19 K 'E 8 Bk 85
SEEMH A & EWEH -
3EEMDWRZEREM
TEEMHNEEL
- BAERFTHABERESY  MERBAK LLEHRE
ZEK (FRENEBE) LEBRENATS W -
KASTHWBERNAEDEBBAER TS EALRNEYR
[ N A
s EEMOMMERX (1) kEaw
SEEMH 2,2°-2 F E P 5E-6,67- T B
PEEDHEEE P EFEEKHR
1 EEBEMHRZERE
17 B & {7 Y ¢ B 65 0
50 E B {0 By K
CEBEERERLIWAEBERESY  HBHEHEZEHETEH 1-UHE
" 1% (one-substance nozzle) BH MG B HE I M K P K -

m=E e -

C. &% E&EH
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1. MEEEYHNHFIBRENEH
H-METEFREEYNETFTRAREHREBENER 9
E I3em ZPMYPRELIANEALIEESE - EHFANLRK T
KRB L ANBRERHYRULSABE Z K% 58
RMEBEFPRIAIABREAEEELENET > BRAEE 300
£ 8001 K/ha (EHB) - RE-FTREEY - &2 %M
ERBRELEREENKET BHEZ® 3-4 EH > BB
FTHEEEYNRSE WELIEBRETNERFT T FTE
AR AZALNEGYWHEEIRTA B RO LAY Y L E & E
MEBEEENE - NMEFEFETEVEEEFOBREE B

2. NAEFHEYHBEFHRREEM

H-NETEFETREYNETFEERNEREZ Ty
Bt ALEBEZLLERERENALAEGHE TEE - B
BB LEIEY  FABEVE=ZEHBEBEGEE - %5
T REMDARNABBEY ZIAZTHLEDUE | £ 5
TREZCHEBHREECKROCEYESONETE > BHEEX
600 % 800l /k/ha (E##) - ABEYHENE X LR
B ENERGHY 3E 4 EW % HER KK BT
L EWHLE  FLEABHALCEYHER - 0E & L&
HWERAR > MEBANEAZH LG LN BEHTABRY
CTEVHAEHREKLESCEENE - N ETFTEFEEY A
HEFHRESENE -

THLEBEETHERANES £ -
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ABUTH

AMARE

AVEFA

DIGSA

ECHCG

GALAP

LOLMU

MATIN

POLCO

SETVI

STEME

VERPE

VIOTR

XANST

==

& i ( Abutilon theophrasti)

=

==

= ( Amaranthus retroflexus)

ol

i

AL,
{3

¥ # 28 ( Avena fatua)
B B ( Digitaria sanguinalis)
Bl E ( Echinochloa crus galli)

¥ Mt % ( Galium aparine )

#ARNFBEEE (Lolium multiflorum)

Matricaria inodora

H & ZE ( Polygonum convolvulus)

=

Yy BB & ( Setaria viridis)
#2 52 BB ( Stellaria media)
¥ B4 ( Veronica persica)
=t % ( Viola tricolor)

Z H ( Xanthium strumarium )
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LEERSR 1 © BEEFAT

A 2] =, N
Q=R Hl& EHEEREYRERE
[g a.i./ha]
. . ECHCG LOLMU ABUTH
3
SO,CH
/ 2 3
N\ /
] C_/N o CF, 80 100% 70% 100%
3
AEHNEY
O  CH,
y F
N\ /
C_/N oH cF, 80 30% 0% 0%
H3
SRR M2k &Y
Fbigesk 2 - H5EFRT
EVIRR Bl BRAEEYNENE
[g a.i./ha]
. - AMARE STEME VERPE
3
SO,CH
/ 2 3
) JN o CF, 80 90% 90% 90%
,C
AR EY
O  CcH,
F
2
_/N o CF, 80 0% 40% 0%
H,C
SeEE M E sk S
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bhgsk 8 ¢ %%

feERs:

BiE
[g a.i/ha]

ECHCG

LOLMU

Bia SIS

SETVI

(o] H,
SO,CH
/ 2 3
N\ ]
N
HCJ OH CF,
3

ABEILEY

QO  CH,
/ F
N\N /
OH CF.
H,C 3

eI M At &Y

80

80

90%

0%

60%

0%

100%

0%

gk 4« %%

QA=K =

Bl&
[g a.i./ha]

EIEEEYREE

ABUTH

AMARE

MATIN

o CH,
SO,CH
74 2 3
N
N
He—/ on s
3

AERLED

o} H,
i F
N
\N
OH CF,
H,C

SERIERME AL EY)

80

80

90%

80%

100%

0%

90%

0%
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LR 5 - BiEF R

&R e EHAESHEYEYE
[g a.i./ha]

POLCO | STEME | VERPE VIOTR

0 H,
y SO,CH,
N\ /
_/N oH CF, 80 100% 90% 90% 80%
H,C

FERPLEY

0 H,
F
" cF, 80 60% 0% 0% 0%
H,C

SR EIMLEY

LEER 6 © BEEFAT

EYIHRT il BHAEEEYEYE
[g a.i/ha]

AVESA | LOLMU | SETVI | AMARE

0 H,
SO,CH
N 320 90% 90% 100% 100%
" C/ OH CF,
3

FBRPEY

O  CH,
//IU\CKQ
N\ I
N Non cF, 320 20% 20% 20% 50%
H,C

ERIEMNEAEY
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LEgsR 7 1 R

eI & EHASEYIETE
[g a.i./ha]
AVESA | ECHCG | LOLMU | SETVI
80 70% 90% 80% 90%
B EY
0 CH,
Cl
N\/ /
N Non oF 320 20% 0% 20% 30%
H,C )
SERIEME S &Y
Lb#Z 8 : BHEFRT
SRS Pl & EBIEEEYrESE
[g a.i./ha]
LOLMU GALAP POLCO
80 70% 80% 50%
B ED
o] CH,
SO,CH,
N\/ ]
—/N on so,cH, 80 0% 60% 30%
H,C
SERTEMEREE Y
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LLERER 9 - HAERT

& YEEE by B EEYEY
[g a.i./ha)
5 = VERPE VIOTR XANST
3
SO.CH
N\/ / 2 3
N _ 80 909 9
o) om cF, 0% 90% 100%
ABELEY
0 CH,
SO, CH
N\/ / 2 3
. CJN on SO,CH, 80 80% 20% 40%
3
ViR IEs &l my I =Y )
Fh#EsR 10 @ BEH S
ERSE Bl WA SIS
[g a.i./ha]
DIGSA ECHCG LOLMU SETVI
o) CH,
SO,CH
_/4 OH CF, 80 100% 90% 60% 100%
H,C
REBIEY
SO,CH,
SO,CH, 80 80% 80% 20% 80%
ST eSS
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Ehegks 11 : %%

P o] = 3
&Y il BIEEHEYERE
[g a.i./ha]
. o MATIN VERPE VIOTR XANST
SO.CH
/ 2 3
N\ /
] c_/N oH CF, 80 90% 90% 80% 100%
3
AFA ST
0 CH,
SO,CH
N 7 / )
\
. C_/N OH SO,CH, 80 40% 80% 50% 70%
3
SRR E L&Y
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AP XBEARE
HHZAMW  4- (4-ZFFE-3-MEFXHFHEE)
AL HEBRER AR
AEFRBLREBEN (1) 2 4-(4-ZFFE-3-HEXH
ME) HWBREBEBREFRBEERZHZE -

R? 0 R*
/ SO,R®
N | ),
" /N ? CF,
Y

REEER () 7> R'-RRE R BHWMEZHE
Pl M B EHBER - Y SN GEEE S GO F KR
B & -

NCERXEHAHZ
#EYZ AW 4-(4-trifluoromethyl-3-thiobenzoyl)pyrazoles

and their use as herbicides

What is described are 4-(4-trifluoromethyl-3-thiobenzoyl)pyrazoles of the general

formula (1) and their use as herbicides.

(D,

In this formula (1), R", R?, R® and R*are radicals such as hydrogen and organic
radicals, such as alkyl. Y is hydrogen or a protective group, such as tosyl.
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- FPHEANER

L= (1) 2 4-(4-ZFFE 3-FEXPEE)
nt e - B K O

(0,

H
R'E (Cy1-Cyq) -fE 3 -
R\ E W (C-Cy) -5 &
R*E (Cy1-Cy) -f & >
R*B (Ci-Cy) - & >
Y B8~ (Ci-Co) i EBWEBE - (Ci1-Cy) - & & -
(Ci-Ce) - IEEHHEE B FXEHEBE  ®myE -2-#%
H X PEE  FHERBE- (C-C) -FERERE &
—EHE m EHERTARNARENRNAR IR EEERE
(Ci-Cua) - EF (Ci1-Cy) - & 5 >
mB 0128 3
n B 018 2-
QM HFFEMEES 1 B2R (1) 2 4-(4-= & |
E-3-MEXFBE) bW K&
R'BEHEERZE
RPBE - FERZE
R £ B 52 &
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R'BHERZ E

Y &~ (Ci-Cy) I EBMEE - (C-C) -8 H -
(Ci-Co) - EHWEME  UABEEREE BB E 2B
B FAHEE  FHEEE- (C-C) WHEXEFE &4
— EHK m EHERR

m£ 0 1

n B 0 13 2o

S HEEMNBEESE 1| HxR (1) 2 4- (4-= % =@
B -3-0h B X R E D) M . Hop

R'BHERZ &

RPBE - FHERZE

RPERERZ &

R'BRERZ %

Y B &

n B 0~ 13 2-

CCERERMERY  HABEREEXREZEL &
MEBFHMNBEESE 1B (1) ey -

SIMHAFENEES 4+ BXHREVNERY  HIESHE
MEMBECREY -

6O~ BB AR EYW L E HEOEHRAENE Y B
SoRBUHRHFREMNEES | Bz (1) L&Yk me
HABEE A AL RERERVEEY R AR BY £ £ =
i B -

T.— & 3

=3
[E]

il

EM#EESE 1 B2 (1) k& =m

'EI lll
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REENEEE A HIRERARD AR HEHARE
wmAKEYD -

S FHEMNEESE 7 HZHR
MERARBEEEREY ST RRED -
CHPEZERHEY B

c Hp R (D) kA

SWMHFHEMNGEE ¢ HZ AR

ENWESHEY -
10.— =0 (1) k&Y >

Cl
(my

Hb RP-R' A n B HFEFGES 1E R TR

1. — &z (IIIb) b & ¥ >

o} R*
SOR®

n

HO

CF,

HP R -RAnBNHFEIANBES  BhFEREE -
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TR
~ o~ &
PHPr A
X W B
%“.3*“:..
B A&
N ZF
e
FE
R P
‘s_lg..
=
s

&

B

)

AEEACERS, HBARBE AR DS R LB
N

R? o) R*
Y so R’
N (1)
" /N (I) CF,
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