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BREFMFERARBERD, EEF. FEAFKGE, ARRARAEFKR
B —FAEH T HRE,

LR TFLEAHESHRE L EFRLN, KLAAGX () E9E
ABASEABREES, EAEEE K2 TEINAENFHN
R F R, CMNEEFRBEMBES LT HHEB IR T EHF
3Tt Frr X,

AR R ERAA T, KRAWAHERASHETARARES S
Tl @mBABR. EMNETUERAESRLECEBHNEY
& P 18 AR Fe AT AR

BERALE, RLEFALSEDAREYHEIS. ki, K
WAL FHED DS, 2EZARIEEZNF LR IS (L
HERGHES) . fHTAZELFTRERT AR T ERA BT LB
RFbeiB A TR FHFREFBTXE FENKLS KT, CHEEXEEY
FOIETRAREHEDIET FEBRPGAB B, HPhE
HHEBABRBG A TG AR THELIRAAHEE, 5. °F. &
Fofk, HPTUARBGEH AT, 4ot £, FZF. £, FEK X
THeA FIABRMR. REZFRE, KPR ECIHFKKRGHES R K
FAEBMEAGHK, blio, Y. E. RE, HEHNT.

BRBAKX\RAERAS YR F i SN0 L R, BRT
M7k, BE#T, LB IHEA THLIRE, HERFRAR B LG
A7, Blde, B, RE. KA. B, KB AR, FxTEEMA,
¥AESTFHF, BRALI—EMREELRE.

K EMASHTARTAFAHN, k. LR, TEER
. mE&. BR. L. . TERHR. B, RER-JLRKRSE
. SHERLSHERRFSRAOBE, ARERGHTHMESC
3,

Aot 5 XA & 4l A), Hld, SdHILFTHALSHER
FHRA, HH B ATIE 6 AR A/ R B AR BAR, ik A R\ E S
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F, B ATIB 4G LA R Ao/ R 5T Fo / R TEF
o RAE A GEAZK, BETUM, #lde, FIERNEAHB S
A, KR EZETHOBRREMNA: FHRERN, #2FR., FERIRAR,
ERFAFRRIEAE, wREX. —ALEF A TR, BER, ¥
5 Rk, wodiBa, Féaitdhih, B2, TR 8,
BABAB, B, wEAF. PAZAR. PRAFTARKRKILE, &
MPEER, w_FETBER ZFABRfK,
EEHEREARY: Hlde, EFRXRFTHH, pGHb L. L.
o, A, Rk, B4t ERoREREL, UBRLSBRTHH, b
10 SHao#e g/, R faBREN, ST BERIBARA: 4
o, HBRANBEEIREL, Wi, KBE. $&. BHE. &
ZEFRNEE B O ESRBE, ABRAVMREER. ET. 2
At fo et Z6Hk;, ERHARF/REAHH: Flde, FETFH
M&EFIAR, wBATHBEHREE. RALKHB R, 64, i
15 RAFARC_EE. RABBRE. RARARE. FAHARBEAT O K
B, ETHAIRMNY: e, KAEHBRERAFTRAEL.
X R FT A RBHRA, EFTEAE L, R, FEX
AT X RRASRIKLSY, pHEMEK. RUHEBERRIH TR
Be, AR RKRKRGBEIE, BB IEENE, ARASRGBE. LeT
20 REWR AR KA ik A g i
TR £ ER, AR, A, B4k, L& 2,
BAEMEH, wHEEHA. BARERHALERT LN, ARMITHE
FA, sk, . WM. B, 4. AR,
KEHH—KASAH 0.1 £ ISHhEFZHFRAESH, KL 0.5 £ 90%.
ATEHNLE, ALPHERLEHERATRELFN T, LT
A5l REN o/ AR ESEHMERGHR (BFH ) GREY
XA, TARRLAFANREHERSGHAOH X, F—HTH
BEAH MRS IR ERNMGI A GREN G RESD.
T FRXERSMESGE LRI, 4k
30 CER, RAEM. ¥, FER. #3%. X%,
Amicarbazone. A FTE K. MAETKE. IR, TEX. FxF. =
TR . wgek ¥ . BAS-662H. Beflubutamid. %R . k¥ F. ¥

[§]
(L
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10

[§]
(n

30

vk . K ¥ A4, Benzfendizone. Benzobicyclon., sbE AR . #f%& R .
RARBLRE, SEB, RERXTRM., BTHRER, FF4. 22X
T B, Butafenacil (-allyl). THEAEN. ixA KX, Cafenstrole.
AT, KFAE, RWRAE, fAs. XEF. JEHK REHE.
FAEE. RAE%E. RAM. Cinidon (-ethyl). BREERE. BH%.
Clefoxydim. 3B, BIFEE., FLIR. AF k. —F A LK.
Clopyrasulfuron (-methyl). == ak 3. Cumyluron. F 4 &,
Cybutryne. ¥ K4F. IR AHE. 3 MF. FUAFEB. 2,4-D. 2,4-DB.
FREE, BEK. £¥FE. H 2,4-BA8. RERX, wEail. &
B, A, bR, —Awbi. TOUE. REF. AER. RIEE.
oy F B, Dimexyflam. ARk, &, &F k. fRAZEZ. &F
M. &3¢, Epropodan. EPTC. REE. TRHERE., BEBKE. L%k
¥ ¥ . Bthoxyfen. Z @ &K% . Btobenzanid. F Ik K% R |
Fentrazamide. MERZ (FARX. FHAA-L. FABE). WEHE. A
A R. # @M KRFER ., Fluazolate. Flucarbazone (-sodium) .
Flufenacet . M ™" ¥ L BIEIBKEXA B AE. A54%8.
Flumipropyn. ™ E ., RE%., ARER. LEAAESE. i,
Flupropacil. R R&EE. #ET. AER. AELEBTAAAE. AR
MeeZ . PEEE. R¥EM., XFF. Fluthiamide. A ¥ 8.
Foramsulfuron. ¥ 4. T HBE (AL . AR, HARK
R(CABATE. -p-FE8). x&F.KEBR(FAE ). Imazamethapyr.
K E v B . Imazapic. RE M. RESH, kK F W, Wk HKE.
lodosulfuron (-FX. -44). XK. F5FX. +AF. #L%.
AL ¥ M, Isoxachlortole. F#EAFE., T¥E. JLARER., ¥
. FoM. 2 F 4R, 2 F 4888, XEF B, Mesosulfuron.
Mesotrione. FK&F ., ¥k, EuKg. . 5%, FATFE
M. ERE., TAE. RTF. % (FH8) . FX X, 45%.
AAk. $8kK. EX%. MEsE. 23R, BER. FHFEH. &
AEwE EHI FARAE. AEE2E. CARER. 5 E4L.
TR . BeAY¥ . Pendralin. Pentoxazone. # ¥ 7. Picolinafen.
ThEERE. RER. B (YE) . Profluazol. 4MEH. FFE k.
BA%, B¥ B, FAX M., Procarbazone(-sodium)., £3FE 4. ¥
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. REEE. RSB A, Pyrazogyl. vtheddd, wbuEsgg. FH ek,
wRER, MBE K. KB, Pyridatol. Pyriftalid. B5o2# . =&
A TR, — RS okE. £EER. RER. oKX LRI, H4
AR EMAE) . BEHAE. WRR. BBF. HF4. HEM. &
Bedek, PoEsg., SHAK. CEHE. AXRER. THE.
Tepraloxydim. ¥ T#. 34, X8 ¥ k. Thiafluamide. EEZ
¥R e, KBS, XAEFS. TER. HER. FEAR. BXH
. AR (F¥E) . 23, REXR, #£F XK. Trifloxysulfuron.
ARk . Tritosulfuron.

ETHRASHEECCoFRALSHORESY, LECEHALSG BT
AR, FREAM. FBH. FLRA. BEA. HPERANUAAK
ELBEEMGALDY,

ERASHTARLRY . A4 Mg B XA, 4 o R B IHH
HEHERATXEEA, b, ERER. RER. L&, BR. B
Bk, CAAFHS XA, Hlde, BTEBR. FF. FHRHE.

AEPEHASH T LAY ERTREEA . LI EEF T
BALHEF.

FHASMOTTAEMETHTRAN R4, XK RS TA
EHERGAR. —FkH, AEH1 g £ 10 kg FHAESHEITL
BARE, KikS g iS5 kg AR,

ALK P EMAS Y0 5] & A= F) &8 i A F 64 2450,

| & 55 3641 -
E#ap] 1

(F ik (a))
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¥ 0.3g(2.7 mmol) 1-Z X -5-Fxx-wkwt. 0.8 g (8.0 mmol) =
Lhefa—ili N N-— R -FBLEigR A A ® 1.1g (2.7 mmol) 3-[2-
(3, 4-—FR-1,2,4-1H-=vdok-5-B-1"-K)- T A RE]-2-F % -
5 A-FRABBE-FEFTERAY 200l —RFEERY. KBRS HTER
(#5 20°C) $23F 24 1 BE, A 1IN 3B Ao b fo RALAA B BRAR K SRR
mk, FHRARETIR, HAZAKRREZEN. FELsHhEBT 300l
LR, A, SHRAF 0.28 g (3.3 mmol) 2-FX-2-FE-AM
Ao 1l.4g (14 mmol) Z THRA. TR TH RS HFHHF 24 I8, A
10 AEKREREXFSERN, HERERDEBR T R Tf IN 8
B, S BANAM, ARl mqMER RS, AARBRETIRELE.
BUETF S s KK 3 bR R P A B A
XAHFE 1.1 g (GE#RdEe 88% 4-(3-[2-(3,4-=—9F K-
1,2, 4~ 1H-=vopk-5'-FA-1"- ) -Z R ABX]-2-F R -4-F A H K-
15 KPBLE)-1-THA-5-2X-1H-wted, HihKELD.

Log P: 1.23.
=34 2
2H5 H3
e
\W >r;o
N—N
Q o]
0
Ci o
o)
20
(F ik (a))

¥1.95 g (5,4 mmol) 3-(3-TAA-4-FH-1,2,4-1H-=n

S -B-1-R)-FRA-2,4-—R-KXTREMT 75 ol 2HIHF5
0.61 g 1,3-3RS =& (5.4 mmol) #= 1. 33 g — RS 38K T K (DCC,

25 1.2 3F)RE. KUREHAETET (4 200) 84 15 S8, KE
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A 1.5ml =2k 2 %334 0.29 nl =FRE P X R4 (0.4
%), TRT 200G, AAZKERLRESMRE, FTHRLARS
5 10%% B4 RKER —FPEIFHTE. ZERE LB —RIESHHFA N
BRI, A-RFRRAEFERILIEG T4, FABRBMATIR
5 AFeaA AR, RS,
XAEAFE) 1.3 g CGE#HIEE 53% 2-[3-(3-TRE-4-FHi-
1,2, 4-1H- = sk ok -5'-F-1-K)-F AKX -2, 4-—R-KXFaA]-
1,3-3R T8, AR
LogP = 2.512.
10 AT E#hH 102, FHBRALAHFH G HG —HBRHE, L6
#&H TR 1 FHFIHARX (1) 4GS,
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£ 1+ X (1) 18-ty 46
id WE) |UxE) |(OAR‘® | mmss
7oA R' R? ®n |EE)
R4
3 CH, V) 4 (3) logP =2.04 %
Cl Cl Oﬁij
OH ANA
4 CH,CH, ) () (3) logP =1.92?
cl cl i‘a
‘4 /CHS
or 10
/o
5 CH,CH, r\(/ ) (2) ) 3) logP = 1.52
N cl Cl jfs
Hsc/ OH r\{/ ~CH,
-
/ (@]
6 CH,CH, 2) 4) 3) logP = 193"
CHs cl rv
“ /CH3
or 0
/" "o
7 CH,CH, N\/ ) (2) (4) 3) logP =168
H
N CH Cl 3
Hsc,/ OH ’ r\{j\ ~CH,
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% 4641 WE) |WE) [(0AR‘H | ywsy
w5 A R! R? (R |EE)

i R4
8 CH,CH, ) 4) (3) logP =194 ¥
Cl SCH, ra
,\{/ n—CHs
OH \
/ ‘\ko
9 CH,CH, N ) (2) ) 3) logP =1.58"
N ci SCH; jja
H,C} OH N/ _cH,
i
/o
10 |CH,CH, ) (4) (3) logP=191%
CH; SCH;, THs
7 N’CH3
/" o
11 CH,CH, () (4) (3) logP =1.65%
Cl SO,CH; i“ﬁ
2N\ —CH;
/"o
12 |CH,CH, «I ) (@) (3) N logP =2.07%
N 3
CH Cl
wel P ’ ,\{)\ ~CH,
o
/o
Br
13 |CH, Q @) @) ® logP = 2.44 "
Cl cl j‘\c 3
N/ N/CHJ
OH N
/Yo
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3% 3645 1E) |UzE) |(OAR*# W 3E A s
BT A R! R ®)n  |[EE)

| R4
14 CH,CH, N7 ) (2) ) (3) logP =2.05 %
N Cl SCH O,
Hef o ’ )\ ~CH,
o
N
/o
Br
15 CH,CH, '\/ ) (2) 4) (3) logP = 1.69 %
N OCH,
y, Cl Cl *
H,C} OH N /_{I ~CH,
N
/o
16 CH,CH, N ) ) (4) (3) logP =1.92%
N Cl I e
Hc{  OH - A _on
(.
N
/" o
17 CH,CH, N7 (2) (4) (3) logP = 1.93
N / . OCH,
HsC7 OH N
\
/N&o
18 CH,CH, N7 ) (2) (4) (3) logP = 1.62%
N CH,OCH,
/ Cl Cl )\
H5C2 OH N/ N/CHQ
N
/o
19 |CHCH,| § 2) 4) 3) logP = 2.06 *
Cl Cl ﬁ?ocm
N/ N/CH3
\
OH /N—Qo
20 CH, N” ) (2) 4) 3) (S—=tm4k)
wo/ Non |G SCH;
e N logP = 1.60 ¥
H o
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% .41 UxE) |WEE) [(OAR'® | mmin
RPN R’ R R (B
R4
21 CH,CH, () (4) (3) logP =2.39 %
Cl Cl j\CHa
’d /CHG
OH | NN_C
/ (o]
22 |CH,CH, @) @) ®_ logP =2.16 ¥
Cl Ci j’\ :
NZ SN—CHs
OH p=
0
23 |CHCH, | () @ @) G |logp=240 »
cl Cl |
OH /\N_&
(0]
24 |CH, f @) @) 3) (S~ B %)
Cl SCH;
logP = 1.98 ¥
OH H o
25 |CHCH,| %) Q) 4) e logP = 1.88 %
N 3
Hc/  OH CH, ¢l N&kN/Csz
\
N
/ _QO
26 |CHCH,| § ) @) ® logP = 2.15 ¥
CH; Cl /k :
NP \~Cats
OH /‘N
o}
27 CH,CH, N (2) (4) (3) " logP=2.11"
N CHs cl i 3
HC{  OH \ ~CH,
/N'—<o
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5% 3645 LE) |UzE) |(OAR'# |y sm
BE A R' R’ ®n  (EE)

R4
28 |CHCH;| | ) (4) 3) logP = 2.38 ¥
CH; Cl iCHa
o h{:&N’CHs
H
N
/o
29 CH,CH, N” ) (2) 4) (3) logP =2.12%
N CH; Cl j’\”“
/
HC/  OH ~ —CH
/N_£0
30 CH,CH, N7 ) ) (4) (3) logP =178 %
N cn el CH,OCH,
3
HC{  OH \ //kN/CHs
N
/o
31 |cH,CH, | § ) (4) 3) logP = 2.38 *
N7 N Cats
\
OH
/N—<\o |
32 |cHCH,| § 2) (@) 3) logP = 2.04 ¥
CH, Cl )C:eoc“a
' e
OH
/N‘<O
33 |CH,CH,| N7 ) 4) 3) logP = 1.97%
hL Cl SCHy T
/
Hc!  OH \ )\N’CHa
N
/ _§O
34 |CH,CH,| § @) 4) 3) logP =2.36 ¥
cl SCH, Hy
v N/CHS
OH \
7/ Yo
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5 741 #E) (2E) [(OAR'® | gy s
%5 (A R! R? {(RMn 15 %)
| R
35 |cH, »{Q/ ® @& |0 (S -5 Ak)
N CH; |Cl \Q
H,C; OH 20
N laln =+23
logP = 1.67
36 |CH, 0 ) @) (3) (S -3t B 4K)
@\/ CH; Cl \Q
logP =1.94°
o N ogP =1.94
0]
37  |CH, »{Q/ Q) 4) 3) (S -2t B 4K )
wo! on O cl
o N logP = 1.85*
| HCS 0
38 |CH, 0 @ (4) (3) (S - Be4k)
é( CH; cl
N logP=2.10"
OH ne o
39 |CH, 0 @) @) 3) (S -5 e 4k)
ﬁ Cl Cl
N logP =2.12%
OH HG O
40 |cH, N‘:l/ (2) 4) (3) (S -3t Be4R)
/ Cl Cl
HC{  ©OH
N logP=1.67%
He 0
41 CH, 0 @) . ) logP =2.42%
l SCH,
\
OH /N_&O
42 |CH; N 4) . @) logP = 1.65
N cl CH,
nc{  OH N )\N/CHo
\
M=
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9;%@1 WE) |(LE) (9AR“6‘J 03 & S
¥ A R! R ®RHn  [EE)
R4
43 CH,CH;, N ) 4) (3)C
N H,0CH,
we/! on |C SCH; S
i N N“Y3
N
/o
4 |CH.CH, @) @) 3) logP = 2.05 ¥
Cl SCH; i”’ocm
NZ N—CH,
OH \
/N_'\<O
45 |CH; »Kz/ @ @ 3 (S—xtmedk)
’H C/N C] SCH3
S logP = 1.68
N gP= L.
HC 0
46 |CH, i @) 4 3) (S5 k)
L P
N logP =2.13?
OH /
H,C 0
a7 |on, i @) © 3) (S-} k)
sl R
logP =1.95"
OH N S o8
48 |CH, n(z/ @) @) 3) (S5 Be4h)
A Cl Cl
H{  ©OH N
Y logP = 1.51
%
19 |CH, f ) : ) logP = 1.92 ¥
cl ™
'\{/ N/CH:*
OH /N—QO
50 | CH,CH; ) ) 3) np = 1.5970
e}
Br Br
\N\)k/N’CHs
OH N=N
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P WE) |wE) [OAR'M | sy
2% |, R! R? (R¥n 15 %)
R_4

s1  |CH,CH,| § @) ) 3) ny = 1.5825
0
OH N=N
0 20
52 |CH,CH, Q) @) 3) noy = 1.5790
@ cl cl i
\N N/CH,
\ 7/
(0] N=N
53 |cHCH,| § @) @) 3) m.p.: 69°C
(o}
cl SO,CH;
on -
54  |CH,CH, 0 @) (4) (3) m.p.: 62°C
(o]
cl SO,CH;
\ 7
0 N=N
0
55 CH; 4) - (2)C
CF, /[5
OH _<

\
N
/o
56 |CHs o e | @ _
HC{  OH NP Sy~
N
/o
57 CH; 4) ' (2) son
CF, ’
N/ N/CH:’
OH N
/o
58 CH, N? @) - ()
/ SCH,
P e I
H,C/ OH NG N/CH3
N
/o

59



01803787.9 oM P ZE40/601

KF#&H) Uz ®) L E) (OAR*#4 4 3® A
%E A R! R? ®R)n 15 &) $
R4
59 CH, (2) C) (3) (St m4k)
Br Br
N
OH e o
60 CH, N7 (2) @) (3) (S —=f mR4k)
\N 1 Br Br
He/  OH \ logP = 1.56 *
H "o
61 CH, (2) 4) 3) (S —=f B4k)
Br Br \Q
N logP =2.02?
OM H Y

& 1 v logP {ii# B BEC Directive 79/831 Annex V. A8
#it HPLC (Fk4a &%) £RARA (C18) Loz, RAE: 43T,
5 a) Bl FTABRMEEARRGASA: 0. 1% KER, TH, &
HARE 10T E 90T AE, MMEMNKEBAEKR L PARiLH V.
b) A TAFTHEBRNERGGASHIA: 0. 0OIMBEER L F &, TH;
SHBE IONTHEZEINTHE, MENBELALR L PAREh".
Bl logP Gkt dE L 65— 2-A (EA 3£ 16 M8 AETF) 474
10 BRAERNESEGREFAIRGEEAHEXBITRG M EHLZ logP
14) .
A UV k3£ 200nn-400nm 56 B A R K &3842 5 2 0. 4.

A (D) WA 4e4h
15 Z#ap (11-1)
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o]
Hac\N
N
~ 7
H,C N 0] CH,
0O
Ci
0—CH,
i 1
HO  CH,
0
/
Cl
O—CH,

E4Z 6 IR, ¥43g (0.606mol) 4 RAEAZ] 100g (0. 6 mol)
-BA-I-FH-XFBRFEA 0. 40l —FAAKE 800ml 1,2-—R &
AR, AIE, SRKA 200ml 5% AR R 4440 A0 B AL
MR LR, ANAMARRETR, FRAZKRBREZERN. $fF

10 BiEHKRESHE 30nl LERS, HAHE0E4CTAHTLH.
BRGNS, RYyEA U8R, £ 30CTFRETIR.

XAEAFF] 46.6 g (AR Y 39%) 4-R-3-FRA-2-FH-X¥
BRF By .

Log P: 2. 14,

15 RABR ) TEERA 3-FA-2-FTR-XTHR-Tis, AdMF6F
E1FE 4-R 3B R -FR-K TR -LE.
b 51C

i. w2
Cl
N\ o

o)
cl
0—CH,
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10

15

%1 25¢ (0.125 mol) 4-R-3I-LA-2-FE-XFMFE 400ml
AR A M 34.2g (0.248 mol) R TR KR 29. 3¢
(0.125 mol) 2-R BT P R#EBE. £ T0C TR ZRL RS Y M
ey T, REAP, FAAZKRZRREXISEN. HhAED
BT 200l —R Frufe 300ml R¥. S BAMA, AKKE AR
B4 TR, BAT IO SHABIRZERTGEMN.

AR 32.5 g (EBIEN 99%) 4-R-3-Q-R-TAK)-2-
TE-FETRTE, AREHRS.

Log P = 3.52,

FHK 3
0
HBC\N/(N
)§N/ —\—o CH

@ 16.0g (60.8 mmol) 4-F-3-(Q2-R-ZHRA)-2-FEAXIRY
B54y 70 ml —FRIEREZRPERAIMA 18.4 g (0.133 mol) KT
BB 47 A= 6.9z (60.8 mmol) 3,4-—Fx-1,2,4-=vek-5-8., £
90C FH A RASHMm#MLYy 6 S0, REAY, FRAATKRRE
XA . BHBELDHERT 140nl R Frfe 60nl s§KF. o
EAMAR, AKkE, MARETRIAALZKERRE. HibibiRK
s 250 LB —REI. BdMESBARERLTY.

TAEITE) 18.5 g (GEHIKEY 80%) 4-R-3-[2-(3, 4-=—F %-
1,2, 4/-1H- = e ok-5-B-1"-3) - AKX -2-FR-KXT R V&,

Log P: 1.94,

F ] (11-2)
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KA I F, ¥ 3.3g(44. 5mmol) B FRAB A AZ 12.4 ¢
(36.5 mmol) 4-F~3-[2-(3,4'-—WH-1",2, 4'-1H- = e apk-5'—FF -
5 1-R)-TARA]-2-FE-XFEEFEH 10ml N,N-—FEX-FEAEE
Bl , BBRASMAETET (W 20C)5HY 6 1o, FAELTKER
FRXENER. BELHEMT 300nl LEEZE A 200ml KP, 4
BAMNA, AKKE, RARRBRETRFTR. BET I SHARMBIENL
WP )
10 EAAFE 5.4 g (EAKEL 42% 3-[2-03,4-=F K-
1,2, 4'-1H-Z ok ak-5"~F~-1"-R) - T RE]-2-FHR4-FAA-X T
¥ B
Log P = 1. 89,

15 FZ4(11-3)

0
HSC\N

N

>~ 7/
H,C N _\‘"O CH,
3 0
/S\\
HC O o—\

# 10mg 94084 KA A 17. 3g (178mmol) & 35%iT AL & K

B ImAE 12.3g (33.7 mmol) 3-[2-(3,4'-—9F}-1",2,4-10-=

20 eok-5-BR-1-RX)-ZRA]-2-FEA-FRAA-KFTE LB 40ml
BRART. ES50E 60C TFTHAE AL 6 I od, A RFLN
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20

RALBTEFER., SBAMM, AR, KBRAMHER., ARAERMHE
A AKAR K i, RARBAETRIFTE. BAET D SRABIFIER
T ag A

XHAFE 12.3 g (ERKFH 92%) 3-[2-0,4-=F 4~
1,2, 4'-1H-Zoopk—-5'-BA-1- &) - TR X -2-F R -4-FEBBA-X
Gl

Log P = 1.76,

%264 (11-4)

¥ 1.2g (30mmol) H AA4H) 20m] Kk MAZF] 6. 5g (19. 0 mmol)
4-R-3-[2-(3,4'-—F R -1, 2, 4-1H-= = sk-5-F-1-%)- T &
K] -2-FH-KPBEFTEN 40n]l ZEERT.HIRERATET (420
C) i 4 24 o, FAAZKEFREZRFSEN. KR sHER
FARFAUEBRBI. WAFRAFRANCRIEBRER, 49 E5A448, A
oA RALABE R K, AARBRETRIFLE. BET NSRBI
RRT G IEAN .

EKAEAFH 5.9z (GERILEE 95%) 4-R-3-[2-(3,4-— 9 -
1,2, 4'-1H- = ghk—5"-FA-1"-R) - B A -2-F X -XF&R,

LogP = 1. 37,

%2641 (11-5)
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¥ 10 ol BABEATH 2.3g (6.65 mmol) 2,4-—F-3-[2-
(3, 4-—FR-1,2, 4-1H- =k ok-5-FA-1"-K)-TAE]-2-X T &
A TOC Tty 1.5 00, LR HERAFFREREZTEH LR
Bt A

HAEAFE] 2. 4g (EHMERE 100%) 2,4-—R-3-[2-03,4-=F
E-1,2, 4—1H-=edak—5-F-1-%) - THK] -2-K FBLA.

LogP = 1. 24,

N

10
4] (11-6)

W CH,
0 N/
A
N—N
LO Cl
{54
Ci
o\
CH,

# 5g (21.3 mmol) 2,4-—R-3-FA-FXFRLEEMT 200 ol

15 W&, F5 3.68g (21.3 mmol) 1-FRAFR-3-TAK4-FE
-1, 2, 4- = v ok—5—BRRA. A 5.58g (21.3 mmol) = HKME, JF

£ OCTFidi/m4. 4g 9 85% 18R — WAk — LB, B ATfFamstHid &,
AESAKZRRGHABLERTE (TBRUE/OER). FRERREFS
LERA ., BB GEKR, FHRET SRS ILIER T BN,

20 X HAFE 6.8 (R EH 82% -G -TAREA-4-F K-
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10

20

1,2, 4/~1H- =k gk—5"-FA-1"- X)) -FRA-2, 4——R-XFE LB, #
K5 A8 5 R 4
LogP = 2.77.

FE#aE (11-7)

7\
N
o \—O Cl
L3¢
Ci
M
CH

¥ 2g (8.5 mmol) 2,4-—R-3-FEX-FFBRLEEMT 30 ml
LH, H4REK 5 0.86g (8.5 mmol) = L AeA= 1.2g (8.5 mmol) N-H&
FR-LRFRES, BARRESHAE 60CTHIE T I8, HRRA
FHRCEBRTEER, &AM, Rt R Eand, KB4
TRHFELE. BAET S ABIRERN.

XAEAFE] 2.4 (EHICEREY 82%) 2,4-—H-3- (1H-vk=2-2-F-
I-R) -FARARX TR TE.

x &% (11-8)

W Ik
O\r\}(\NfO
o .

EET (29 20C), £ 0.91g ¥ RAAAFHHELET, ¥ 6.4¢
(16.3 mmol) 3-(3-ZRK-4-FHA-1,2,4~11- = e o5~ -1~
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A)-FEAEE-2 4A-—F-KFTBRIEA 2500l FThiAe 250l LB —
WA R T B 15 . A ARRELRSHITA IN RREL.
IS B B4R,

X HAZE 4,05 (R ER 69%) 3-C-TARA-4-FA-

s 1,2, 4/-1H-=veak-5-F-1-R) -FAK-2,4-—R-F TR,

logP: 1.74.

EMF bl (11-1) £ (11-8), FeF&HI4 TR 27 HGEX
(11) th4bad, REREMWATAEH, FRLX (I14),

10

3oF
REAH FATLSHGELZ—.
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v B ZE48/605T

F 2: K (I1) 3 (1TA) #94b4-4h &4 5 2641

764 4L %) 4L %) (S)AR”"J 32 K
BE A R? ®R), |EE) R
R4
0-9 CH,CH, |(2) @) (3) C;Hs |logP=225%
CH, ci i‘a
o\, .-CH
e
/N
(o]
I-10 |CH,CH, {(2) (4) (3) C,Hs |[logP=2.16"
CH, SCH; /‘Cs
7\, ,--CH
N_@ ?
/N
(@]
IO-11 |CH,CH, |(2) 4) (3) CH; |logP=148?
CH; SO,CH; )C\”ﬂ
/N—QO
I-12 |CH,CH; {(2) 4) 3) H logP = 1.33%
CH; SCH; j\”a
N\/ ~CH,
/N—Q
(o]
-13 |CH,CH; | (2) 4) (3) H logP =0.92*
CH, SO,CH; j\”
N/ N/CH:’
/‘N
(o]
I-14 |CH,CH; |(2) (4) (3) C.Hs |logP=208"
cl cl M
N
/Yo
0-15 |CH,CH, |(2) (@) (3) H logP = 123"
Cl Cl j\”a
N/ N/CH:,
\
/‘N_<\o
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% 5 4 UrE) |ULE) |(OAR*# B R
w5 A R? R>), AL %) R

R4
I-16 |CH,CH: |(2) @) 3) C,Hs |logP=2.13%
SCH; |SCHs j\“s
r\{/ N—‘CHa
N
/ *O
I-17 |CH,CH, |(2) 4) (3) C,Hs |logP=2.09"
Cl SCH; j\“s
N
/ —&O
I-18 |CH,CH, |[(2) 4) (3) H logP =1.27%
cl SCH;, rs
N
/ ‘QO
I-19 |CH,CH; | (2) ) (3) H logP =0.59 ¥
cl SOCH; :LHS
N_{ ?
N
/Yo
0-20 |CH,CH: [(2) 4) (3) . C,Hs |logP=172"
Cl SO,CH; )\°
N/ N/CH:’
N
/Yo
I-21 |CH,CH; |(2) (4) (3) H logP = 0.77 2
cl SO,CH, Hy
N
/ "\<o
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X #2E) |(4zE) [|(OAR'# 32 K
%5 A R? (R3)n 12 E) R

R4
022 |CH,CH; |(2) @) 3) H logP = 0.46 ¥
SO,CH; |SO,CH; )C\”a
72 N,CH3
"{N_.\(
/" o
-23 |CH,CH: |(2) () (3) C,Hs |[logP=149?
al SOCH,; )C\Hs
7 N,-CH3
3
/0
1-24 |CH,CH, |(2) @) 3) ] H logP =095
CH; SO,CH; ia (XHCI)
o\, ,~CH
N_{ :
N
/o
-25 |CH,CH; |(2) (4) 3) o H logP =0.83 ¥
Cl SO,CH; *3 (XHCI)
r\{/ ~CH;,
A
/ (0]
0-26 |CH,CH; [(2) 4) (3) ] H logP = 1.34
CH; SCH;3 3 (xHCD
N
/ _§O
127 |CH,CH; |(2) @) 3) ] H logP = 127"
cl SCH, ia (xHCI)
{\{Q’CHS
N
/o
028 |CH,CH; |(2) @) (3) ) H logP = 137"
CH, cl ia (xHCI)
N\/ /CHa
-,
/o
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% 3% 41 E) |4zE) |(OAR'# A
R4
029 |CH, 2) (4) (3) C,Hs |[logP=2.69?
Cl Cl ic”ﬂ
N™ N
N
/o
0-30 |CH, ) 4) (3) CH; |logP=2.13Y
CH; Cl O
N
/Yo
031 |CH, 2) 4) (3) <o H logP = 1.68%
Cl Cl )\ 3
‘\{/ N/CHa
N
/ _\<O
I-32 {CH, (2) (4) ?3) H 'H-NMR
cl Cl ofx X (DMSO-D6).
5): 5.89 ppm
N~
d (s, CHy)
-33 |CH,CH, |(2) (4) () oo C-Hs |logP=2.40?
Cl Ci )\ 3
N\/ n—CHa
N
/o
[I-34 |[CH,CH, |(2) 4) (3) o H logP = 1.52
Cl Cl /k 3
N
/ _40 |
[I-35 |CH,CH, |(2) 4) (3) o C,Hs; |logP=2.66"
cl l i 3
NQ/CH:!
N
/o
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% 341 WE) |(zE) [(OAR'# -
N R? ®Y, |EE) R
R
I-36 |CH.CH; [(2) @) 3) H logP = 1.72 ¥
cl Cl iC”ﬂ
74 N’CHG
'\{N
/o
I-37 |CH,CH; [(2) (4) (3) C,Hs |logP=2.68%
OCH,

Cl Cl * :
-

I-38 |CH,CH; [(2) @) 3) H logP = 1.73 ¥
Cl cl QCH,
N/ N/CQH5
N
/o
-39 |CH,CH; |(2) 4) (3) C,H; |logP=2.28"
cl al CH,OCH,
N 2 \n—CH;
N
/Yo
0-40 |CH,CH, [(2) (4) 3) H logP =1.45Y
cl i CH,OCH,
N 2 \n—-CH,
N
/o
O0-41 |CH,CH, |{(2) 4) (3) CH; |logP=2.17"
CH; Cl /OCHs
d 2 —CHs
N
/
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% b @E) |wE |OaR'# WEAE
%% |a R’ ®), |BD R
R4
0-42 {CH.CH; |(2) 4) 3) ocn H logP =178 ¥
CH; Ci * 3
N 2 Np—CHs
o
/0
- - a)
0-43 CH,CH; {(2) 4) 3) <cn CH; logP =2.44
CH; Cl )\ 3
2\ ~CH,
)
N
/o
- a)
1-44 CH,CH; {(2) @) 3) o H logP = 1.75
CH; Cl i 2
v _.CH,
-
/o
- a)
11-45 CH,CH; |(2) 4) (3) ocH CH; logP = 2.46
CH; Cl )\ 4
N\/ N/C2H5
N
/o
—- a)
1-46 CH,CH; {(2) 4) (3) ocH H logP = 1.79
CH3 Cl /k 8
N 2 Np—CoH
N
/" Yo
- a)
o-47 CH,CH; {(2) 4) 3) ook CH; logP =2.06
CH; Cl 2 3
N\/ N/CHS
N
/o
1409
11-48 CH,CH; | (2) 4) (3) CHOCH H logP = 1.49
CH; Cl )\2 3
NS CHs
\
N
/ -&0
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%364 “zE) |UxE) |(OAR'# My 38 K M
25 A R &N |EE R
R4
I-49 |CH;CH; {(2) 4) ) o C,H; |[logP=259%
al SCH; j\ 3
-CH
N ?
N
/" o
I-50 |CH,CH; [(2) 4) A3) - H logP = 1.64
cl SCH; i 2
N\/ N,'CHS
N
/o
I-51 |CH,CH; |(2) (4) (3) o 0oH C,Hs |logP=222"
Cl SCH; )\z 3
'\{/ N/CH:’
,N
/ o
- a)
.52 |CH,CH: |(2) (4) (3) . H logP = 1.37
Cl SCH; )\2 3
N/ N/CH3
\
N
/ &O
[I-53 |CH, (2) @) 3) CoHs  |(S—smi4k)
Cl SCH;
\@ logP =2.17%
H 0]
0-54 |CH; (2) 4) A3) H (S—xfmi4k)
Cl SCH
3 \Q logP = 1317
N gP=1
H Y
I-55 |CH, 2) (4) (3) C,Hs |(S—-x+metk)
Cl SCH,
N logP =2.35"
H,C o]
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|
5 3.4 E) |UrE) [(OAR'# A
5 A R*? (RB)n 'fli) R
R
0-56 |CH, |2 @) ) H o |s-sfaesh)
Cl SCH; | ,‘
N logP = 1.44" |
H,C 0
I-57 |CH, @) (4) 3) CHs  [(S-3medk)
CH; Cl
; N— logP = 1.95
H "o
I-58 |CH, () 4 3) H (S—2fm4k) |
CH; Cl
N logP =139
H 0]
159 |CH; 2) ) 3) CoHs  |(S-sfmedk) |
CH; Cl |
N logP=2.18"
H,C 0
060 |CH, |2 @) @) H o [(S-2tmik) |
CH; cl |
N logP = 1.55
H,C 0 |
O-61 |CH, Q) ) 3) CaHs  |(S—3FRRAK)
Cl Cl i
\f\z logP =215 |
HoON |
o |
m-62 |CH, [(2) 4) (3) H (S-x}medk) |
cl Cl |
\Q logP = 128" |
: H N\ :
0 ,
165 |CH, (2 i) {3) Clls s oxrmdk)
Cl Cl
By
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oM P ZE56/601

& 34 4:E) |UzE) |(OAR'#Y w18 A MK
LN R R®RY, |ED R
RA
I-64 |CH; () 4) (3) CH; |[(S-ztmeik)
1 ~
Cl C .,
N— np =-20.4
HsC/ 0 logP =2.01
0-65 |CH, 2) 4) (3) H (S—xfme4k)
Cl Cl
N— logP =1.42?
H,C o}
0-66 |CH, (4) - (2) o CH; |logP=233"
Cl 3
\
N
/} —£o
—- )
I-67 |CH, 4) - (2) o H logP=1.81"°
Cl 3
\
N
/’ ’<O
0-68 |CH, ) - (2) ] CH; |logP=223"
cl j\s
’\{/ /CHG
-,
/"o
- a)
1-69 |CH, @) - () oo CH; |logP =207
Cl 3
oo
N
/ —QO
— a)
I-70 |CH, (4) Q2 o H logP = 1.36
Cl 3
./N—'\(O
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* 74 rE) |(aE) |(OAR'H 32 53
%5 A R? ®), 45 B) R
R4
0-71 |CH; (4) - 2) ) CH;
CF 3
N
/o
N-72 |CH, (4) - 2) ] H
CF 3
z Lo
-,
/" o
0-73 |CH, (4) - 2) o CH;
CF; 3
N/__g/CHa
\
N
/" o
I-74 |CH, (4) - (2) o H
CF, j\ 3
N/ N’CHS
LN
0-75 |CH, 2) 4) (3) C,Hs | (S—xFme4k)
Br Br
\Q logP =2.20"
H "o
1-76 |CHa (2) 4) (3) CoHs  |[(S—xtmtk)

Br Br
\g\ logP =2.46 ¥
HC O
0-77 |CH, (2) (4) (3) H (S—xmedk)
Br Br ‘
N logP = 134"
H "o
0-78 |CH, () 4) (3) H (S -3 k)
Br Br
N logP = 1.49 ¥
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& 2 PAEAH ERA (11-35) 5] i 894059 7T vA ] dodie o F 4] &

k&4 (11-35)

5 F%A

OC,H, Cl
0]
0 \/\Br

Ci

% 15g (68 mmol) 2,4-—R-3-F X -KFE LB 80 ml N N-
—WA-FEEERIERTIRAIMA 19g (137 nmol) BRER4F (B K) . 38. 6g
10 (205 mmol) 1,2-—3& kA= 0. 4g #fb4h. 7 80°C T4 biRA 4 in ik
2.0, RELERAHEFTER, 5 350l TR —KESH., AK. 10%
KA KERA KA ANAR, REMABRMTIRFTE, RE
TSR AR R P M IER) .
KAHEIFE] 22,28 CGEHMKER 95U 2,4-—R-3-Q2-8-Z &KL -
1S RPBRLA, AHmKEEY (logP = 3.98").

HIR 2
OC,H, Cl /jp
O
O \//\f‘(' N—CH,
a N
SCH,
20 % 18g (93 mmol) 2, 4-—H-3-(2-2~-ZAR)- A FTB LB 100

ml N,N-—FR-FBAEER FIREAMA 14. 6g (106 mmol) X ER 47 (I
R).19.3g (133 mmol) 3-FAAE-4-FH-1,2, 4-=wdek-5-FA= 0. 5¢g
L4y, BRASMAE S0C Tk 4 JBf, RELAHNETER, H5
400ml —R Fle—R&3), AR ANAAAK, REM 10%AE/4HMHK
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BRI RER 10%E B ek, BARBRATRALE. RAETHORA
A4 SRR T BB

XAHAFE) 17.7g CGEMEL 82% 2,4-—F-3-[2-G-Frmit-
A-FR-5-AAR-1, 2, 4-=oaf-1-3) - Z AR - R TR TE, HidK
#A% (logP= 2.66"),

% 2 FAEAH R (11-61) 5 644646 5T 24 6] dode T 41 &

%k A&H] (I11-61)

H

OC,H, Cl \):\
=0
o /
goes

Cl

¥ 2.0g (8. 5mmol) 2,4-—R-3-BEX-KXFBRTBE. 3.6g (12.75
mmol) (8)—(+)—-5—(*F P RABEBK AL FH) ek iz-2-8. 2. 3g (17
mmol) AR 4 A= 30 ml THWRAS WA T6CTHIE 13 b0, AHEZ
B, ARFBBEEHEEARN 4, FE5E_R¥VE—RREH. Al
FAAREREFRANA, ARABRMNTRFTE, RETIURA
1337 b B R P AR .

XHAFE 2. 68 (GERUE 92% (S)-2,4-—R-3-[ Q-AK -
bt -5-K) -FERK]-KFEBECEE (logP = 2.14"),

B 3% 5% 768

E ] A

¥

¥ AR E
B SEEHHAR
AR 1 TEHHARAT AR B8t
ATHEERASHGETGHA, ¥ 1 ETHNERLEID S
Frid TR RA, REMAFAEZHIN, HFREHH Kk

7/
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10

30

BEMENRE.

GG F TR/ EEFHIE PR, 24 S B, AERLS
B FI R X LR PR F, B RAARRAENKFZTHTEFMHL
A, mBRFRART ERAS Y RESFNRAER FLET 1000 H
Ky W ATE &S,

3EE, 5hESAEYBAE, HEHADRFGELE. XK
;% &

0%=& A 4F K (F) R4 2 62t B —4F)

100%=43F 3 3}

TP, Hlde, H&FZHH 1. 2. 3. 4. 5. 6. 7. 8. 9.
100 L1 940 Bat 2 E A E TERES, BAFPXERE# D
K AT At %

%74 B

FEEE

B 5 EEH e A

LA 1 EEMHRAF AR B8

AT HEERLSHHETHHA, ¥ 1 TEHNEFHRALEDS
BTk & R A RA, RIEMAFTEEHIA, FH35 bR % %A K
BEEARA.

J)E ML A SR R S5 B 5-15cn 69 Y, 25 F 45 HBR
AR T EHEERNS Y. BT FRARTEMALS B R
B FLET 1000 K F TG EEHALSY.

3ARE, SABZAEYBA K, AHBRRGTLHE,

FAH AT

0%=3& A M (F) R4 2 4 32 ¢y 3t B 40 —4%)

100%=4 32K 3K

ARERF, Hld, $1&THH4] 1. 2, 3. 4. 5. 6. 7. 8. 9.
1040 11 89482t e AR B ToREN, AR F R EHBHMEH T
KARIF Mo it %,
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