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IR(KBr)em™' :

()4 5 BB 1 A7 B 45 2 2-[4-[2-(K #F =k o -2-
#-1-4]-N-[2,4-% (F & % )-6-F % -3-
BE B KA W(1.96 kg)B ENKMAOL)Y » AL B RS
EBBRAOTHEZAEABQOLABYE - £4 %945
Bk RDBERKEL BRSO EE > B KK KIENZCH
BREBRAERRBEHRZIZZRALESMW(1.70 kg > 84.2%) -
¥ 2 © 194-196°C -

X BT K]k
XL EBEKRE B
g{,

PEE

3431 ~ 1674 ~ 1625 ~ 1564 ~ 1520 -

'"H-NMR(400MHz, DMSO-d¢) & :2.32(3H, s) ~ 2.40(3H, s) »
2.45(3H, s)~2.75-3.75(14H, m)~ 6.92(1H, m)~ 7.08-7.20(2H,
m) ~ 7.42-7.53(2H, m) ~ 9.38(1H, br s) -
C,3H30NgOS,-HC1-0.9H,O(4& » # & K 4 E R A7 B T 2
B)Z L E MM

tEE : C,49.74; H, 5.95; N, 15.13; C1, 6.38; S, 17.32

2.84% 7K &

% 8 © C,49.97; H, 6.00; N, 15.24; C1, 6.48; S, 17.26

1
2-[4-[2-(K ok -2- K )T A Jok 9 -1-& ]-N-[2,4-4%
(FAA)6-FA-3-ww A MBAkwBEEEB2-Kwdh
z ®H
#2-[4-[2-(K ok ok -2- K 5)T Kok "#-1-4]-N-[2,4-%
(F B A )-6-F A -3-wtsx £]1T 8 % 2 % 8 & (134.31 g

0.267 mol)ix A& » F 8 (500 mL) ¥ » #& @ » 0°C % # K &

F@&I55 8% B & M T EE(607.6 g 1.666 mol) ¥+ 2
10%(W/v) e B 8 - & hv = 2 & (700 mL) > 3 4 3% R & 4 8
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¥ 2t 193-196°C -

IR(KBr)em™ : 3405+ 2922~ 1699 ~ 1614 ~ 1564 ~ 1516 °
'H-NMR(400MHz, DMSO-dg) & : 2.42(3H, s) ~ 2.43(3H, s) ~
2.46(3H, s) ~ 3.66-3.84(10H, m) ~ 3.91(2H, t, J=7.3 Hz) ~
4.09(2H, br s)~ 6.95(1H, s)~ 7.33-7.43(2H, m)~ 7.63-7.69(2H,
m) ~ 10.16(1H, br s) °

C,3H30NOS,-4HC1-2H, 0z w5 % # B

it E@E T C, 40.35; H, 5.59; N, 12.28; C1, 20.71; S, 14.05

o

%14 : C, 40.12; H, 5.83; N, 12.13; C1, 20.59; S, 14.27
% g 52

2-[4-[2-(RK Hok ok -2- KA Bm)T K]k -1-K]-N-[2,4-8 (7
BA)6-FA-3-nwRRAICHEBE _HBEBRLIS- Kb BT
X

AA(l.5S mL)R# BB (L E : 96% ° 799.9 mg > 7.83
mmol) o 4§ 2-[4-[2-( X # =k & -2- K & )T &K 1% *# -1-
B ]-N-[2,4-% (F A A)-6-F A -3-wbow KT 8 B 2 #F 8
(1.94g>3.86mmo)fFmEZRLEMHBEHNZE Y B HEL£F
BT AR - HmLBEMASmL) B EHR BRI E R
Mo BARNWEBTHHEIONGE - @m it —F H 8O
mL) PBHKERKKAHZRA Y HRbBERKER

91591-990723.doc -18-



1355384
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K 2 A2 I AW (2.64 g0 94.3%) -

Y5 2 204-208°C -

IR(KBr)em™ : 3403 ~ 1700 ~ 1617 ~ 1567 ~ 1521 -
'"H-NMR(400MHz, DMSO-ds, 120°C) & : 2.44(3H, s) -
2.46(3H, s) ~ 2.48(3H, s) ~ 3.05-3.14(4H, m) ~ 3.26-3.53(8H,
m) ~ 3.60(2H, m) ~ 6.92(1H, m) -~ 7.16-7.19(2H, m) -
7.48-7.52(2H, m) ~ 9.18(1H, br s)
Cy3H30NgOS;-2H,804-1.5H,0% 5t & » # °

3t M@ C,38.06; H,5.14; N, 11.58; S, 22.09

T e ¢ C,37.99; H, 5.20; N, 11.39; S, 22.27

D

2-[4-[2-(R ok ok -2-K B)T X Jvk % -1-2% ]-N-[2,4-4

(PR A)O-FRA-3- b g RO HBBRERBEBEI- Kb

z H %

1 2-[4-[2-(R #F ok o2 -2- K 5)T K 1ok " -1-4 ]-N-[2,4- %
(F &L A )-6-F 5 -3-wb 9 K12 8 Bz 2 7% 8 8 (2.95g > 5.86
mmol) # 80°C % 2% 3 /& A » 1 mol/L & s # (6 mL > 6.00
mmol) VP 2448 - FHERNEBRF EIR 3| 4 & 82 4k, o
R ZR > HpK(ISmL) HEBERKE L - 84
UAK(IS mL)#L E B EE(IOmL + SmL)R&# > AR ETEBR
BRBATEEAHBRAK T HE(E TR T £%E)24/ 8%
AAERBEHEGERZIZZBAILESHB.71 g0 94.1%) -

WE D RKFE -

91591-990723.doc -19-
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IR(KBr)em™' : 3431 1674 ~ 1625 ~ 1564 ~ 1520 -
'H-NMR (400MHz, DMSO-d¢) 8 : 2.40(6H, s) ~ 2.45(3H, s) »
2.80-3.72(14H, m) - 6.92(1H, m) + 7.11-7.18(2H, m) °
7.43-7.53(2H, m) ~ 9.38(1H, br s) °
C,3H30NgOS3-H,S04-4H,02 7T % o #7
3+ H 4 C,41.06; H, 5.99; N, 12.49; S, 19.06
ey C,40.92; H, 5.85; N, 12.35; S, 19.07
% & K 4

2-[4-[2-(K # ok ok -2- A )T A 1okt -1-&]-N-[2,4-%2 (7
BA)6-FAI- U RA|ICEBEREFRRBZRAB
%@ﬁ?m&&ﬁ% %3?%%%22MD(X#%%
2-A )G KRR -1-A]-N-[2,4-4 (F H&)-6-F & -3-9L %
Al S E B B4-KiwbdH(3.25 g 4.83 mmol)it & K
BN IT.5%LE(120 mL)Y - #ERFENRERTIRAR
R BB  BEBERKEZR > BRNE0CHEE
REJBIBE UL R B O @RI RBEALLSHQR.T0 g
93.0%) -

¥ 2 : 170-171°C

IR(KBr)em™' : 3431~ 1674 ~ 1625 ~ 1564 ~ 1520 -
'H-NMR(400MHz, DMSO-d¢) & : 2.40(6H, s) ~ 2.45(3H, s) »
2.80-3.72(14H, m) - 6.92(1H, m) * 7.11-7.18(2H, m) -~
7.43-7.53(2H, m) ~ 9.38(1H, br s) *
C,3H30NgOS3H,SOZ T % 4 #7

t+ &4 : C,45.98; H,5.37; N, 13.99; S, 21.35

91591-990723.doc -20-
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EEME : C,45.73; H, 5.40; N, 13.75; S, 21.38

[4-[2-(K Hokot-2- K B)T A ]k -1-K ]-N-[2,4-4 (¥
Bik)-6-FA-3-hRA|CHBE-_SRBEE 2 HH
2-[4-[2-(R Ak 2 -2-K )T Aok #-1-%]-N-[2,4-4
(F B 2)-6-F K -3-abox £ 12 8 Bk 2 35 8 8 (23.75 g 47.2
mmol) % A # Z 8 (200 mL)¥ - # fv & & & (11.4 g 98.2
mol) ¥ mBEEERAELELET AR - RBRBAERERAL
B LE-LHRLILETLELEREY LB ERKE S
BERECSBKZTAZHALSHB0.95g 89.1%)
Y5 g 1 127-130°C o |
IR(KBr)em™ : 3424 ~ 1687 ~ 1624 ~ 1576 ~ 1492 o
'"H-NMR(400MHz, DMSO0-d4)8 : 2.43(3H, s) ~ 2.45(3H, s) -
2.47(3H, s) ~ 2.93-3.00(4H, m) ~ 3.08-3.17(4H, m) ~ 3.25(2H,
t, J=6.8Hz) ~ 3.37(2H, br s)~ 3.55(2H, t, J=6.8 Hz) - 6.14(4H,
s) ~ 6.91(1H, s) ~ 7.13-7.16(2H, m) ~ 7.44-7.50(2H, m) -
9.04(1H, brs) -
C23H3oNgOS32CHO4(% & 8)2 70 & 4 4
i+ E 44 C,50.67; H, 5.21; N, 11.44; S, 13.09
K8 @ : C,50.49; H, 5.37; N, 11.20; S, 13.36

L3 B 2-[4-[2-( K # =k = -2- K s )T A ]k * -1-
A]-N-[24-#(FHA)6-FRAI-wRR|LHBERESBHR S
09-kimahzH XAX- AL 4B E BE2B T~ HETG(H M
FEESM)DSC(ETHH A EREZ)ERLE R - sk >

91591-990723.doc -21-
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WA 2-[4-[2-(%
(F s %)-6-F % K he &t Z
WAX- AL B E LBEIBTFATG-DSCERER - BS

ook ok -2- K BT A ]k v -1-

Z X B W

]-N-[2)4"%

- % B B2

39,0 2-[4-[2-(3 # ok ok -2- % )T A 1ok o4 -1- % ]-N-[2,4-4
(FHA)6-FA3-wRA|CHBE_HBEBLS-Kkndbhz
WARX- AL HBE ABETFTHETG-DSCERER - B7
WA 2-[4-[2-(HR ok -2- K H)T Aok -1-K]-N-[2,4-%
(FHRA)6-FAI-URAICERENRKBI- KNS Z

WAX- kL s B FE AESHATATG-DSCERER - B9

ROA2-[4-[2-(R ok -2- K )T Aok #-1-K]-N-[2,4-%
(FHA)6-FA3 R A CBBEEARBIHAX- A4
4 EE > LB 107 XTGDSCE M & £ - B 1179
2-[4-[2-(F # ok -2-R8)T Kok -1-K]-N-[2,4-% (F 5

B)-6-F A -3-abg R - BRBKEBE 2 KX-K& 4% 45 B

£ 2B 12887 &

TG-DSCE # & % -

& #% 1
%9 L8R 17
[ g ] BEE FRELE BRELES
ﬁﬁéﬁﬁ ;HLQ&E o
v9 EB AL BAD- BriE B4 |
® 0.9-7K Au A 1.5-%K pu s HEB | —ERsBD
AW\ maty | T ke | TR ARE
4 %
BALE 200 (4% & 85
g/l 0.5 >1000 >1000 5 5) 15
1%k 75
oszriz 52(0.05%)| 197 2.00 32(0.5%) | 3.2(0.5%) 2.62
wECC) | 194-196 | 193-196 | 204-208 7] % 170-171 127-130
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HAE 99.2% 98.5% 99.6% 99.4% CRE3) 93.1%
REE - 10% 10% £ 15% 2%
BERX-% & BELM | mEHM g8 mE S | RELHM

o |EEABE|ksHCIZ az%ﬁ&fg?;fé-ﬁi\ﬁm 4aBEA
% gt S ;
21t EFBR %1t &7 10% 21t EPe TS
£194°CE 1 | £ 188°CA 1 4{1068001 432_950c . :68 £172°CA1 4;1017oC&
DSC P Bk 210°CK 248 | °C&210°C Rt 137°C &.248
e R3MEx % £
(£ #)
#oAE E M
® HBOCHE 10K 2 5 70 i b A 4 69 & 76 8 o L B 2 & &
TEGBHNEAMEA NS EXHPLCE R R A & £ 0

i -
80°CH2 210Kk Z 77 » #

B &K

1o % =

STl ]

7J(7§U/\#JBL"3’—-.%§7‘\@XM

4 A FEEE Ao R B A 25°C R 83% 48 ¥ A B

RZ 1%
TG: M £ 8
DSC: 2 7 # F
BR&ITHBES
AH)L K

Rl g pr £ 88

ZAEATIR G B

T 15 2
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2-[4-[2-(5,6- = f X #F =k o -2- X )T X ]% 4 -1-
A]-N-[2,4-#(2,22-Z A CAEHX)6-FTA-3- g X]T &
B BB WA
() 1-F=TAHKEA-4[2-C5,6-= R EHFok2-2-KAR)T & ]
ok ot 2 H
ERAKAHBEEHT OL-FZTARAEL-4-QC-BETE)
ok % (7.40 g 32.13 mmol)z THF(100 mL)i% /& 48 #& & Ao =
Z Bz (4.36 g> 43.09 mmol)~ 4-= F & Bz & = o€ (200 mg > 1.64
mmol) & ¥ 2 %% & £ (7.40 g 38.76 mmol) - fL#F % R E R
LMz BEFEER ALBETHZRERSHRIFS0
o s&s/,isz&}@&/\%i,a&/a HHESBY - EEXEM
75 #% % DMF (200 mL)¥ - £& T T AR MR w5,6-2 f-2-%
A % ok £ (5.00 g 26.86 mmol) - 5 B 47 (8.64 g 62.51
mmol) & 18- -6(500 mg > 1.92 mmol) » % M # 80°CF 3% #
WON 4 - REBEBZIRBRAY LB (B 200g;
BBEH R AE=1I>1DE BT RGILZEY
e AIA- LR -CHREATELIALAREE LSRRI ARA
iAW (7T.26g & % : 68%)-
et 192.3-193.0°C
IR(KBr)em™ @ 3061 ~ 2976 ~ 2836 ~ 1672 ~ 1475 ~ 1427 »
'H-NMR(400MHz, CDCls;) & : 1.50(9H, s) ~ 2.51-2.68(4H,
m) - 2.94(2H, t, J=5.4Hz) - 3.28(2H, t, J=5.4Hz) -
3.45-3.65(4H, m) ~ 6.85-7.62(2H, m) °

(2) 1-[2-(5,6-— fL X #H okt 2-AB)L AR == AT &

91591-990723.doc } -24-
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& (tritrifluoroacetate)z # #
HI1I-F =T & # K -4-[2-(56-= frvl‘* ok -2- K BT K]
koH(7.26 g> 1822 mmol) & 154 48 K /w £ = R T 8 (50 mL)
TooRKAGPERF AL L ER - EURARAF FTHHLIOS
B2Zh o AURBERAMS = 8100 mL)& & £ (100
mL) P HHBERKELHE - BLEHE-— LR TFTHEL LS
¥FRBUAREFTEN KK ZZBEAILLSHO.58 g &
£ 1 82%) o
Y 25 - 141.2-142.9°C
IR(KBr)em™ : 3417 ~ 3026 ~ 2749 ~ 2483 ~ 1671 ~ 1484 o
'"H-NMR(400MHz, DMSO-d¢) :2.78-3.26(10H, m)- 3.49(2H,
t, J=7.2Hz) - 7.51(2H, t, J=9.0Hz) » 8.76(2H, m) «

(3) 2,4-%(222- =R TCAK)6-FAI-B A gz #H
#2,4-= F.-6-F A -3-%5 & b oz (30 g+ 144.9 mmol):& A& »
2,2,2-=Z LB (250 mL)¥ - 4 @ 7 Ao sk 8% 49 (50 g 361.8
mmol) e U A AYWNE AT LHA2I % «- UARF-KRE
RIZRBERGHW- UNAILMN(B KA KERREBRZE #
B BB KBBMELKE  ERABEEREREFTES K
Z AR A AL & (45.40 g 0 94%) -

Y5 Bk - 72.8-73.2°C

IR(KBr) cm™': 3432~ 3111 ~ 2975 ~ 1610 ~ 1585 ~ 1535 «
'"H-NMR(400MHz, CDCl3) & : 2.50(3H, s) ~ 4.49(2H, q, J =
7.7Hz) ~ 4.85(2H, q, J = 8.3Hz) » 6.53(1H, s) -

CioHsFeN204z 7T % o #F -

91591-990723.doc -25-
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AN ETBAE ARABTZREBEASM P W28%A K

HHEME C,3594; H, 2.41; N, 8.38

F 1 ' C, 35.94; H, 2.45; N, 8.49

(4) 3B £ 2,44 (2,2,2-Z R T RA)-6-F ook 2 84

18 2,4-% (2,2,2-Z A L 8 3 )-6-F K -3-m5 F ab =z (45.00 g
134.7 mmol);& A2 #» & ® 8 (300 mL) ¥ - & M 80°CH# # % &
R A v = % B % BE 49 (sodium dithionite)(78.00 g 448.0
mmol)Z K (300 mL)&E &k » # M3 15548 - & ho = 2 & 57
B 459 (16.50 g 94.8 mmol)x K (51 mL)E & » L HF ZE R
10448 - s o > Fmw— B mE4M(11.10 g 63.8 mmol)x
AK(SImL)ZE &R » B mEH 1044 - 7 hvd mol/Lay 57 # (201
mL)7K & & > 175"90 CT#H##ZER3054E - RELS W
(310 mL) > # M {#H3004 - UAPBRERZRZLES Y - K
BARKEKZAAEMRE BB KBEBRMNELBELERBRE - BT
REBELBYGD A ERE T EHRZIZAZAIL S H(32.9]
g 80%) -

Y5 2 : 53.5-53.8°C

IR(KBr)em™ : 3453 ~ 3314~ 2968 ~ 1603 ~ 1505 ~ 1456 -
'"H-NMR(400MHz, CDCl3) & : 2.34(3H, s) ~ 3.66(2H, br s) -
4.39(2H, q, J = 8.0Hz)~4.79(2H, q, J =8.6Hz)~ 6.35(1H, s) °
CioHoFsN,0,-0.55H,0x% 7t & &% # :

3+ E 44 * C, 38.24; H, 3.56; N, 8.92

E & ' C,37.96; H,3.19; N, 8.94

(5) 2-3% -N-[2,4-# (2,2,2-Z A C A& % )-6-F A -3-swg K]T

91591-990723.doc ~26-
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Bz M
3-8 A& -2,4-%(2,2,2-Z R T A A )6-F & -3-75 A o ww
(42.29 g 139.0 mmol)E @ » = & F £ (600 mL) ¥+ » 4% @ &
AN,N-= F & X B (20.46 g+ 16.8 mmol) - & & k5 b 38
ML A M B E R iR Z;@ﬂ‘%_ﬁa‘}% (28.73 g 142.3 mmol)
ZZRFR(00 mL)ER  EHFTEHEBIRERLAHI0
S URAW-KRERZRERLAY - LB KL BKZAEE
R 8&E(REKFBEMNLELERRERE A -CHhBELE AR
BHUAERBEHKRZIZZALSH(50.25g 85%) -
Y5 2k - 152.8-154.0°C -
IR(KBr)cm'1 : 3250 ~ 3053~ 1677 ~ 1597 ~ 1541 ~ 1456 -
'"H-NMR(400MHz, CDCls) & : 2.43(3H, s) » 4.02(2H, s) -
4.42(2H, q, J=7.9Hz) - 4.78(2H, q, ] = 8.5Hz)~ 6.47(1H, s) ~
7.49(1H, br s) °
C12H | BrF¢N,Os2 7T & 4 #
It HEME C,33.90; H, 2.61; N, 6.59
T8 C,34.13; H, 2.66; N, 6.65
(6) 2-[4-[2-(5.> 6- = & X #H =k £ -2- K # )T & Ik " -1-
A]-N-[2,4-%(222-Z RTCAK)6-F A -3-stex k]
BB 2 B
B1-[2-(5 6-— R X H okt 2-AB)VZA]|RH == 828
B (4.00 g 6.25 mmol) & #% & 47 (4.32 g 31.26 mmol) & ¢
B5 (100 mL)&R K (30 mL)¥ 2 i A&k > 4 A KA % 3 544
T 155 48 % B R M 2-78-N-[2,4-4 (2,2,2-Z R ¢ & £ )-6-

91591-990723.doc -27-
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¥R -3-abox AT B (2.20 g 5.22 mmol) - R E R T EH
ZRERLASWMISIHZ > RAH-KHLETER - RE K
EHAMBRRE BEKFBEMNLBERBAE  HaTHEE
WiE(B 150 g BE A AR AERA=4:1->2:1>1:1)R
GILR R G ARV -CRATBLEERELRFTED K
oz AL SH(3.04g0 91%) -

¥ B : 191-192°C -

IR(KBr)em™':3275 ~ 1686 ~ 1604 ~ 1591 ~ 1509 -
'H-NMR(400MHz, DMSO-d¢) 8:2.38 (3H, s)~2.42-2.62 (8H,

m) ~ 2.67 (2H, t, J=6.7Hz) » 3.30 (2H, s) ~ 3.40 (2H, t,

J=6.7Hz) ~ 4.82 (2H, q, J=8.8Hz) + 4.90 (2H, gq, J= 88Hz)

691(1H s)~747(2H m)‘ 877(1H s)\ 12.82 (1H, br s) »

C,sHy6FsNgO3SZ 7% o M -

B fE C, 46.73; H, 4.08; N, 13.08

£ 84 C, 46.55; H, 4.12; N, 12.94

(7) 2-[4-[2-(5,6- — # % #F =k & -2- K B )T & ]9k * -1-
A1-N-[2,4-#2222-Z R TCAKX)6-FA-3-nwwX]T
R x B EL B x W4

B 2-[4-[2-(5,6- = F. % # vk ok -2- A B )T K Jvk H -1-

B ]-N-[2,4-% (2,2,2-Z R A #&)-6-F % -3-wox AT 8 &

(1.00 g 1.56 mmol)/AM W LB (20 mL)¥ % » & /v B B b

% (360 mg 3.12 mmol) s BB RERLAL Y » L B LER

HEaEHUYHUEALABELE SR RKZTZBZERLL S M (787

mg 78% ; #.35 # & '"H-NMRR £ 2 40% & E &) T 8E) -

91591-990723.doc v -28 -
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B)EFSBEB(MAEEZE & H KGO mg)k % #» 4 (3 mL)
Fo#MAEBRTLAINE - FRARBLAMANEE
% BB BERKERE > AKQmLx2)k#E 0 3 #MN50°C
R fo BB OB IR T B u\iﬁkﬁté%%%iﬂkéﬁucﬁ%é
BMEHFEZZZELS Y (144 mg > 48%) -
1388 77 2-[4-[2-(5,6- = & R H =k ok -2- K )T & [k °#
-B]-N-[2,4-% (2,2,2-Z AL A& #)-6-F A -3-swbox & ]2 &
A EEBRB2TG(AMREET»H)DTA(E 7T # 5 #)8
® B &R o
Y5 8 : 186-187°C
IR(KBr)em™ @ 3389~ 32631686~ 1592~ 1514~ 1479~ 1274 -
'H-NMR (400MHz, DMSO-dg) & : 2.41(3H, s) ~ 2.80-3.74
(14H, m) ~ 4.87 (2H, q, J=8.8Hz) - 4.94 (2H, q, J=9.0Hz)
6.96 (1H, s)~ 7.50 (2H, t, J=9.0Hz) ~ 9.11 (1H, br) o
C,sH27C1FgNgO;3S-1.6H,02 7T & 4 #F °
it B M ¢ C,42.42; H, 4.30; N, 11.87; C1, 5.01
E B8 M ' C,42.72; H, 4.62; N, 11.23; C1, 4.98
' 53
2-[4-[2-(X ok ok -2- K 5 ) T A 1ok " -1- % ]-N-[2,4-4%
(2,2,2-Z 4, A)-6-F A 3-wx R g — B Ak 8B 2
2
(1) 2-[4-[2-(R H ok -2- A 5 )T K vk 4 -1- & ]-N-[2,4-4
(2,22-ZRCEAR)6-FH-3- g R BB EH
R THERBI-2-(X#Hk-2- K B)C Rkt = 8 6k 8 R

91591-990723.doc -29.
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RABL-[2-(5,6-— A X Hokt2-KAB)C AR == AT &

Bz UBEMNER2ZFTHRO)AFXTHESF & EL &H
XK ZZAZAELEASMOILI%) -
Y5 B : 152-153°C o
'H-NMR(400MHz, CDCl;) & : 2.43(3H, s) -~ 2.65-2.97(8H,
m) ~ 3.01(2H, t, J=5.0Hz) ~ 3.23(2H, t, J=5.0Hz) ~ 3.31(2H,
s) ~ 4.42(2H, q, J=8.0Hz) - 4.75(2H, q, J=8.5Hz) ~ 6.48(1H,
s) ~ 7.60-7.24(2H, m) ~ 7.41-7.65(2H, m) ~ 8.26(1H, s) °
(2) 2-[4-[2-(K # ok ok -2- K 5)T A ]k -1-K]-N-[2,4-%

(222-Z R C A £)-6-F A -3-wx AT BB — BB

Z B

(B 2-[4-[2-(% ok % -2- R #) T A Tok o -1- K ]-N-[2,4-4
(2,2,2-Z R T & £ )-6-F A -3-obox A 1T 8 A% 2 ¥ 8 8 (1.00
g 1.65 mmol)ix A% ¢ 8 (20 mL) ¥ 4 » & Ju B B ot € (381
mg® 3.30 mmol) e EEZRBRAY > EEOKEYW T K
ZEBOSmL)RKGmL) #dBERKEALKRD AL RE
B SRR Z2-[4-[2-(K H ok ek -2-K8)T Kok v -1-
A ]-N-[2,4-%(2,22-Z R T AX)-6-F A -3-wgK]T 8 A&
— BB Bt B8 (545 mg 0 52%) o 4£ 3% — BB EE BB (250 mg) M F N K
(2.5mL)% > @M B ESOCCRERLEZHA -ERERES M A
MEERSL OBHBERKESEE > LKl mLx2)%k#K >
NS0OCREMBREBTIH UL RLEERE EH KR KZE
2RIt A M (183 mg» 73%) -

14 88 7= 2-[4-[2-( K # =k o -2- K A )T & 17k 4 -1-

91591-990723.doc -30-
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A ]-N-[2,4-2(2,22-Z R T A HX)-6-F A -3-abox A2 8 &
RARE-_#8B2TG-DTAE 8 & £ -
B 1 153-154°C
IR(KBr)em™ : 3407 ~ 1691~ 1592~ 1513 ~ 1274 ~ 1168 «
'"H-NMR(400MHz, CD3;CN)$ : 2.40(3H, s) ~ 2.90-3.19(4H,
m) ~ 3.26(2H, s) ~ 3.27-3.42(4H, m) ~ 3.46(2H, t, J=7.1Hz) -
3.81(2H, t, J=7.1Hz) ~ 4.57(2H, q, J=8.3Hz) » 4.83(2H, q,
J=8.8Hz)~ 6.71(1H, s)~ 7.34(2H, dd, J=3.2, 6.1Hz)~ 7.64(2H,
dd, J=3.2, 6.1Hz) ~ 8.31(1H, br) -
C,sH30Cl,F¢NgO3S-1.3H,0 2 7t % 4 # °
3t E @ 1 C,42.72; H, 4.67; N, 11.96; Cl, 10.09
K% 1 C,42.73; H, 4.88; N, 11.86; Cl, 10.01
T ] 4
2-[4-[2-(X #H 5ok -2- K )T KXok o -1- % ]-N-[2,4-%
(222-ZRZCAA)6-FHA3- g L) BB EBBK B 2
%

(1) 2-[4-[2-(K #H# 52 -2- R )T Aok -1-4 ]-N-[2,4-4

(2,22-Z R A A)6-FHA3-wwg Ao BEBRZER
R T AI[2-(RHAFTA-2-R ) ARk == R T8
BARRAI-R(XHAF A 2- A B ) Akt = Bt B 2
S w FHIZZX ST BB ITRERRE T 4§ X2 HEI S
-

YA B 1 141-142°C

'"H-NMR(400MHz, CDC13) 8 : 2.42(3H, s) - 2.54-2.76(8H,
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m) ~ 2.84(2H, t, J=6.9Hz) ~ 3.15(2H, s) ~ 3.49(2H, t, J=6.9
Hz) - 4.41(2H, q, J=8.0Hz) ~ 4.75(2H, q, J=8.5Hz) ~ 6.46(1H,
s) ~ 7.25-7.35(2H, m) -~ 7.43(1H, d, J=7.8Hz) ~ 7.59(1H, d,
J=7.8Hz) - 8.38(1H, s) °
(2) 2-[4-[2-(E # 5ok -2- K #)T K 1ok -1-K]-N-[2,4-%

(222-Z R A A)6-FRAI-wx A HBKREDHD

z Rt

B 2-[4-[2-(K #H-Fok-2- R BT K]k #-1-K]-N-[2,4-%
(2,2,2-Z R T & % )-6-F £ -3-weox A 1T 8 ¥ (1.00 g 1.65
mmol)/& & » ¢ 8 (20 mL) ¥ 4% > # Ao % 8 ot % (380 mg> 3.29
mmol) - BB HKERA M QR EGH ¥ % /vl & (0.5mL)
B 7k (5 ij°* “/ﬁ*&%/ﬁ’uﬂxﬁfhuiﬁkﬁt@%aﬁa%*
B2 2-[4-[2-(R # 5o -2-RH)T K]k "#-1-K]-N-[2,4-%
(2,2,2-Z # £)-6-F Rk -3-abow X)L BERE ¥ BB 8L B (786
mg - 74%) e £ % E B 8% B (300 mg)B F A K(1L.5mL)F - 4
M Z280°CREREM BERERLESMWAEHEEZE
%o B hBERKESE LKO.5mLx2)%k# > E2HN50°C
BREMKRREBRTIINER AR EEEE B KRR ZZFZAML
4 4 (84 mg » 28%) °

15 88 5+ 2-[4-[2-( K # *5 o& -2- K i) T & ]9k " -1-
B ]-N-[2,4-% (2,2,2-Z R C A A)-6-F &% -3-ob g K]0 88 A&
R EBEHEgS2TG-DTAE R & £ -
Y52 1 174-176°C

IR(KBr)cm™ : 3431~ 1690~ 1591~ 1508~ 1454~ 1274~ 1169
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1139 -
'"H-NMR(400MHz, DMSO-d¢)5 : 2.39(3H, s)~ 2.66-3.82(14H,
m) ~ 4.87(2H, q, J=8.5Hz) ~ 4.94(2H, q, J=9.0Hz) * 6.96(1H,
s)~ 7.33(2H, t, J=3.4Hz) ~ 7.60-7.69(2H, m) ~ 8.17(1H, br) -
CysH,3CIF¢N50,4S-0.4H,02 7T & & #
3t E M ¢ C,46.11; H, 4.46; N, 10.75; Cl, 5.44 -
T e © C,46.17; H, 4.44; N, 10.74; Cl1, 5.30 »
R

2-[4-[2-(K #H & e 2- K B )T K]k o#-1- 4 ]-N-[2,4- 4

(2,2,2-= & B)-6-F A 3-ubox R0 MMk — B B B 2
24
(1) 2,6-=—F K-4-Z f F A oboxg-3-% 8 Fasx @ #

£ 1,1,1-= f.-2,4-/% = 87 (25.01 g 135.3 mmol)x " ¢
B (230 mL) ¥ - # @ & 3-8 XA & 3 & F &5 (Methyl
3-aminocrotonate)(15.57 g > 135.2 mmol) - & R A N E
MTRB200E - EZRERECMAHNETER » L REE
W - BB EREEBNH EMBBE 400 g; BB HE I BB
BF=10: )RGILZ RGO AN ELFE BRI ZZEILL Y
(22.30 g » 71%) °
(2) 2,6-—FHRA4-Zf FRAbz-3- % B o E g

#£2,6-— FA-4-Z fLF Aroxg-3-#% 8 F 8 (23.30g° 99.9
mmol)/E % C 8 (S0 mL) ¥ » 4 fm 7 s 5 mol/L & & 1t 49 (50
mL > 250 mmol)’KER - X R AN ERTLH2K - 48
ZRBEReMANEER  EHmBEH B KOS mL)HE &K
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Bk RNILBRTAHZEHE B AB=R - RZIRY
MBEN ARG IET BABREZHK RERERELEY
N RXHBEGHE R A
BREARAKEZREEM A A RE LN KRR ZRALS
#1(25.24 g 99%) -

Rk BAAR B 2% >

B)3-ZF=ZTAXBEBRA26-—FRA4-ZAFERHREX

5

$2,6-—F R-4-Z f FHhabog-3-% 8 B8 8 (23.17 g
90.6 mmo) B ¥ N # = T & (175 mL)¥ » B £ & v = X £ 5
& & % (DPPA)(35.25 g 128.1 mmol) & = T B (31.36 g
309.9 mmol )2 7% BB ERNBATLHINE - RER
S b A ek (100 mL) » 4 % B fi KR o 48 & K B 8k
ERA MR ERERS Bh B TR EE 400
g BEA LR AFASICDRALZZREHUERRE T E
bk 2 A2 M1t A H(18.01 g 68%) -

(4) 3-Be A 2,6-—FRAA-ZAFA R -_BHRBZHA
#B3-F=TAEBEABRA-26-—FHX-4-=Z A F X ub=®
(21.12g> 72.8 mmol)E A F B (7T0mL)¥ » B & H it ¥F
B2 (140 mL)¥ 2 10% &A1t &, 2 & » N 60°C#H % FE R # 12
i BREERBEIRERSY  LHREGDMBRIFNTHLT
BB L RZAAY T  HROBERKEREEY > HL XK
—LBAEKUAAEARBEEN KRAKZRBEILES M (15.64 g
82%) o

(5) 2-58 -N-(2,6-— F#-4-Z A FA3-wRA)CHBBEZEH

91591-990723.doc -34-
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H3-BA-2,6-— FRA-4-=Z 4 F A obog — B & 8 (15.60
g’ 5930 mmol)E M F B (100 mL)F - f£:4k5 F 5 m A&
f8 o ¥ 82 2 & (300 mL) » B 4% 3% R A 4 2 # (render)3y 4 -
BRN-KRERZRERLEW - UBEKREBRZAEKRE &
BRAKBBMNRLBZELRBREE BRYWEBRBN R TR
(200 mL)¥ » B & & A NN-= F & ¥ 5 (10.80 g - 89.12
mmol) 2 4% » & % & v i% T & 4 % 1t # (15.52 g» 76.90 mmol)
B R FRAOML)E R > B2 AKBFHBEZLLEY - N T
@ cuvuncmemIH. BAERG - BEYEEEA
MEEF B 400 g AP B LR BHEF=10:1—>4:1->3:1)%
HBILZ AR EY - BLBLUBROLRZIBEETAERSE & 4
KZAZRAAIEESH(17.68 g 96%) -
(6) 2-[4-[2-(R # ok -2- K B )T A ]ok "4 -1-£ |-N-[2,6-=
FRA-ZRA PR3-z hleE@mz 2@
B T A28 N-(2,6-2 F £-4-Z fF & 3-9 % £)2 &
AT A HK)6-F K -3-abog
RIT BB RAERI-[2-(KHE2-2-R )T £k — B &g
BARBERI2-(RAkL2- R BRI Ak~ =B 6 8 2
b BB RT L THIG T HR(DZIRBERRE  THHE LW
X RBALEY -
(7) 2-[4-[2-(K # E ok -2- K B )T A ]9k “ -1- % ]-N-[2,6- =
FRAA-ZRFA3I-w g R BB B s 2% g

2-[4-[2-( K H Bk -2-K )T % ok " -1-% ]-N-[2,6- =

B; ﬂi\ '1& % 2‘;§\ 'N'[274"§% (25292'-2- éT%L

FE-4-ZHF X-3-9bog X2 8 (500 mg» 0.98 mmol)x
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A B (10 mL)¥ - 4 M & v B 8 ot oF (227 mg > 1.96
mmol) s BB XRMBLSYH > £ H % EGHAH w8 (0.2 mL)
EAQ mL)- #8BBERKELBYALEREELE EH K
s 2 12 B AL A 4 (295 mg 0 55%) e
B 16 88 5~ 2-[4-[2-( R # & & -2- % 5 ) T & ]k " -1-

A]-N-[2,6-—FH-4-Zf F A 3-nwgh]|zEBaEBAL -8
B 8 2 TG-DTAE Bl & X -
¥t 221-212°C

@ IR(KBr)em™': 3427~ 1692~ 1430~ 1389~ 1240~ 1177~ 1154 -
'H-NMR(400MHz, CD;0D)5 : 2.68(3H, s) ~ 2.81(3H, s) °

3.32-3.45(4H, m) ~ 3.62-3.73(6H, m)~ 3.82(2H, t, J= 6.6 Hz) ~

4.89(2H, s) ~ 7.37(1H, dt, J=1.0, 8.1Hz) ~ 7.47(1H, dt, J=1.0,

8.1Hz) ~ 7.85-7.93(2H, m) ~ 8.26(1H, s) °

C,3H,3C1,F3Ns08,-0.6H,02 7t % #» #

s+ B4 ¢ C,46.56; H, 4.96; N, 11.80; CI, 11.95

% 8@ : C, 46.46; H, 5.07; N, 11.66; Cl, 12.04

& 6
2-[4-[2-(5-Z R F A X # "5 o2 -2- K H )T & J% 5 -1-
A]-N-[2,4-% (FaHA)6-FR-3-wx ALK E B K
Bz HH

(D 2-BA-S-ZRAFEARXHFTLZHRHE
BTRAAGZATAEBDRARB2-ZATAEDNZ I B

B AT 4o WO 98/541532 F #5185 th R /

it a4 e

a
R
o
"
i
3
e
&
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(2) I-[2-5-ZRFERXHAFTR2-AB)CAIRF =45 T
£ # (ditrifluoroacetate)z %
MTHER2-GEA-S-ZRFERXHATARRF2-80 4 X #
"Sok 2 sh o B MAToWO98/54153 2 FEH 22V R ERE
BEFRALED -
'"H-NMR (400MHz, DMSO-dg)8:2.60-3.20(10H, m)~3, 57(2H,
t, J=6.7Hz) » 7.61(1H, d, J=8.6Hz) ~ 7.89(1H, d, J=8.6 Hz) -
8.04(1H, s) - 8.66(2H, s) °
® (3) 2-[4-[2-(5-Z AL F A £ # T ok 2- K )T & [k "#-1-
E]-N-[2,4-8(FrA)6-FRA3-wx A oz &%
mRTHERLI2-G-Z R P EARXRHFFTo2-2-K )T & ok
ARCHBRREI-2-(X#HF2-2-A5)T X%k =
ZRCEHB 24 B dH AT WO 98/54153 2B H|24F 4 R
REEFREEENDRRKZEZHALAY -
Y5 2 : 103-104°C
'"H-NMR(400MHz, CDCl;) & : 2.42(3H, s) ~ 2.49(3H, s) ~
2.52(3H, s) >~ 2.60-2.82(8H, m) - 2.86(2H, t, J=6.8 Hz) -
3.21(2H, s)~3.51(2H, t, J=6.8Hz)~ 6.67(1H, s)~7.51-7.53(2H,
m) ~ 7.85(1H, s) ~ 8.55(1H, s) -
(4) 2-[4-[2-5-Z A F A X AT -2- KL 5 )T K okt -1-
AT-N-[2,4-#(FHHE)-6-F A -3-whog AT 8% £ B &%

Bz N
B2-[4-[2-5-Z AR FEXHF4-2-KA5)T A ]k H-1-
A]-N-[2,4-% (F s & )-6- -t v B 1T B B (200 mg o

91591-990723.doc .37-
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0.35 mmol);ZE N T B (4 mL)+® - 4 M & fv B B b 9 (82
mg> 0.70 mmol) - BHE SR ERAH QR EH T H o
B (0.5mL)RK(SmL)- # dBRRKELBRY AL & Z
geg b RKZAEAILS (180 mg 85%) °
1788 = 2-[4-[2-(5-Z A F A R H-F2-2-A )T X%k
o 1-% ]-N-[2,4-% (Fm £)-6-F A-3- g A]JCEHEKAE
¥ #as 82 TG-DTAE Rl & R -
¥ B :195-196°C
o IR(KBr)em™' : 3427~ 1685~ 1501~ 1437~ 1327~ 1143~1123 -
'H-NMR(400MHz, DMSO-d¢)s : 2.42(3H, s) ~ 2.43(3H, s) ~
2.46(3H, s) ~ 2.70-3, 84(14H m) ~ 6. 94(1H s) ~ 7.72(1H, d,
J=8.3 Hz) ~ 7.91(1H, d, J=8.3Hz) ~ 8. 06(1H s)
C,4H,9C1F3N50,S3-0.5H,02 7t & & 47 °
st E @ ¢ C,46.71; H, 4.90; N, 11.35

= C,46.67; H, 4.89; N, 11.33

= 57
® i
2-[4-[2-(K #7592 -2- A )T & 1%k o -1- £ ]-N-[2-(2- F &
AR A)4-Q22-Z AR T A A)6-F A-3-wg X)L &
R BEEy B

(1) 2-[4-[2-(K # -5 o4-2- KX BH)T K]k *#-1-5%K]-N-[2-(2-F
AR CTCER)I-Q22-Z AT AK)6-FA-3-wwgK]T

B R 2 3
BT 4 R2-8-N-[2-(2-F AKX T & %)-6-F %-4-(2,2,2-
ZRTARX)I- g H]T BB AR R H2-78-N-[2,4-%(2,2,2-

91591-990723.doc -38-
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~
(@)
1
-8
W
)

z bR AT 8 AR 1-[2-(R %
H-2-BB)C K]k BB R A RI[2-(CR ok ok -2-4
FARTEHIGSTHR(ZR

N
o
s
%
—‘-\:t-
It
B
B
HE
A
Y

(2) 2-[4-[2-(K H-F ok -2- K )T Aok "4 -1-£ ]-N-[2-(2- F
AKX AA)4Q222-Z ARTEAHR)6-FHA-3- ez ]2
BMumEBgExYs

2-[4-[2-(KH 52 -2-BB)T Aok #-1-£]-N-[2-(2-¥F

AXTAK)4-222-Z R TCAHA)6-F A 3-abx £]2 %

B (500 mg > 0.86 mmol); A MW L B (10mL)¥ - % M F o &

BE b€ (198 mg > 1.71 mmol) - EE B R B R AW » & & 5

BT AT EO2mL)RK(Q2mL) # & 8% & k& kB

MUAERBLELEEH KK ZZBAILSH (134 mg > 25.2%) o

Bl 18 88 57 2-[4-[2-( R # =5 o 2- KX B )T £ 7% 4 -1-

BI-N-[2-2-F A &2 A £)4-(222-Z T A 4)-6-F £

3-br R1ZE R AR B B8 2 TG-DTAS 8] & £ -

Y5 2 : 181-182°C

IR(KBr)em™' : 3432+ 1686~ 1593~ 1507 14541170~ 1137 -

'H-NMR(400MHz, CD;CN) & : 2.38(3H, s) ~ 2.92-3.26(8H,

m)~ 3.31(3H, s) ~ 3.42-3.59(4H, m) » 3.62(2H, t, J=4.9 Hz) -

3.72-3.84(2H, m) ~ 4.38(2H, t, J=4.9Hz) - 4.54(2H, q, J=8.3

Hz) ~ 6.61(1H, s)~ 7.28-7.36(2H, m) - 7.54(2H, dd, J=2.2,

5.6Hz) ~ 8.19(1H, br) -

C26H33C1F3N5O5S'0.4H202 7t ? 57\ *ﬁ' :
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Ll N-[24- (P R A)6-F A 3w Al B B

3t B {4 ¢ C, 49.78; H, 5.43; N, 11.16; Cl, 5.65
£ 814 C, 49.76; H, 5.31; N, 11.25; C1, 5.78
(B X\ ERA]

B 154 2-[4-[2-(K #okok-2-K )T A ]ok#-1-%&]-N-[2,4-
B(FHRA)6-FTAIURRA|CHBREBHRBOI-Kiwd
ZHAX-EGL B E -  B2B2-[4-[2-(KHAsk2-2-KH)T
Akt -1-A]-N-[2,4-48 (FrAk)6-FA-3-wwox £ 8 A&
BB B00- Kb HWXTG-DSCERLERZETE - B3
B 2-[4-[2-(K ok -2- A H)T K ]ko#-1-K]-N-[2,4-8(F
B A)6-FRA 3w A CHEEOBRB2- KwaHIH R
X-ZG S BE - B4B2-[4-[2-(KH kb -2-% )T K]k #

B8 2.k Au A 4 2 TG-DSC & 0 4 £ =2 8 o 5 B
2-[4-[2-(R #Hokek -2-BA )T K]k H-1-K]-N-[2,4-%2 (F

£)6-FA3- R A|CEBBE _HBEBELIS- Kb HIH K
X- %4 B E - B6K2-[4-[2-(CRHAkek-2-KFH)T A k%
1- & ]-N-[2,4-4 (F s A )-6-F A -3-wex K ]T 86 % = AL B&

;'ﬁi1.5-7J<ﬁa/a\#hzTG-DSCi?iﬁdéé%zéﬁfﬁ - B 7A
2-[4-[2-(E H kot -2- £ 5)T K]kt -1-K]-N-[2,4-% (F 5
$)6-FA3-wxR]|CHBBEEHRKBI-Kwbs P ZH KX-
g B R B8AE2-[4-[2-(KHokek-2-K )T Ak -1-
A]-N-[2,4-8(Famt)6-FAI-wg AT BEKEHRBKBA4L-
KmAW2zTG-DSCER L R 2B 7-H -BIB2-[4-[2-(R#
ok ok -2- A B) T & Ik h -1-K]-N-[2,4-4 (F 2 %)-6-F % -3-
o R BBEEHREE LI HAX- AL HBE - BIORK
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2-[4-[2-(R fFor o -2- R )T Kok -1- £ ]-N-[2,4-4 (¥
A)-6-F A 3-nwRRA|CHEMREFHBK S 2TGDSCE A& 2
BB c BI1AB2-[4-[2-(KHokod-2-RAH)T £ ]k #-1-
A]-N-[2,4- % (FAHAE)6-FR3- w2 BB -5 L8
B2 RX- RSB E - BI1282-[4-[2-(FR Hokok-2-% 21)
AR H-1-K]-N-[2,4- 8 (P A)-6-F £ -3-nwox A2 %
B&:-.é'%ﬂ’caﬁ;@ZTG-DSC%;ﬁd%%zéﬁfn ° 13 &
2-[4-[2-(5,6- = & X # =k = -2- K H )T &£ ]k # -1-
A]-N-[2,4-% (2,22-Z R A #£)-6-F A 3-wex X2 8 ®
B HEBEBBB2TGDTAZ A& R 2B T8 - B 14 5
2-[4-[2-( X #F ok =2 -2- KA B )T A 19k "# -1- £ ]-N-[2,4- 2
(222-ZRTLEAHK)6-FA3- xR KRR L - 85 6 5
ZTG-DTAZ R & R BA~E - B 155 2-[4-[2-(% 4 »Z ok -2-

EAH)T Ak H-1-K]-N-[2,4-%(2,2,2-Z f.z A #)-6-F &
3-mw R AN HEKRREEBE B2 TG-DTAZ 8l 4 £ 2 887
© B 16 B 2-[4-[2-( R 4 & o -2- K 5 )T A vk 4 -1-
AIN-[2,6-—= FH-4-Z A FHA3- v R|ZBBAL -8
B2TG-DTAZ B & R 288 - B 1752-[4-[2-(5-= &
FTRERRA TR -2-KB)L Aok o -1-% ]-N-[2,4-4 (F %
A)-6-FA-3-wg R @m AL EBR B 2TG-DTAE 3
2-[4-[2-(KH#H 5ok -2- K 5)T & k4
A A)4-(2,2,2-Z R T A £ )-6-F
A-3-bg R BB AAEEH B 2TG-DTAE 2 & £ 2 &

%ﬂ
Z
E‘
’S
_8
pul
wsm

H
E
o
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2~ FEAFL
ABHLHN —BEBEAEAE BN R (S E)ER M (basic
site)#) 4 LRI AW LB R BRARKNEMZ T E < %A
EOAs RS ABRILAYAEURIBEXNBRE -
BPHBEALRA  BABETEEIARLCLEHZIEIAER
v PR AMZIBEHONEIHRELBEANZ S ARLE M ZTHK
ﬁo

o AXBABE
L

This invention relates to a method for preparing an
acid addition salt of a polyacidic basic compound, or a
water adduct having basic site(s) stronger than pyridine.
The method comprises reacting the polyacidic basic
compound with an acid salt of pyridine.

By the present invention, the number of moles of an
added acid in the acid addition salt of the polyacidic

" basic compound can be readily changed to a number suited

for the polyacidic basic compound as needed.
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% 093105174 S EH P F L
PXPHEAERAALKA00 459 A)

1. —#HEHAFMTADIBORBERXRE A RS HZFH &
ABBANR BB R R A TAED AR TIHKAXBERE U
EHAMANZZBEZEZTH  EPSZRATEDE E
FR(DEF

1
A By /N (] Hj%f‘/“s
YII?‘S“%"\.@&")*L” Wi
R

EFPXKA-NH- - AR FRHERTF Y Y RY %4 & 183 @
AR Ak 8RB FRF R B A AR BB K
RICRAR S BB R A A RE FR F A% HK
A AR E - BREERAE - BRRBEIRAE R
BEEKAARAE (REABIE2Z ¥ H mKKB2E
4z B H > AnR A BIE3Z ¥ ¥ -

2. Wwe HEABBEIEZI L L PR HAA LD B U
FRQ&F ¢

SOy

Y2
HPXKE-NH-- B FRAEF Y RY % & 85 &
ERAAFRTR-ATA RARSAMBAHRKKT
£ ZHTE FHA - CRLAAKTRAZEL -

3 R ARE B IR SR R HkA A AM A
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2-[4-[2- (X #H ok -2-2 )T £ ]ok"#-1-%]-N-[2,4- % (¥F
R )-6-F A -3-wox A2 8B - 2-[4-[2-(5,6-= & R H =k
ok 2- K )T K vk H-1- % ]-N-[2,4-% (2,2,2-= £ T &
B£)-6-F R -3-wbg AL B8R ~ 2-[4-[2-(KRH =k 4-2-K5)
Aok -1-A]-N-[2,4-% (2,2,2-Z R T & % )-6-F £ -3-
wox AT 8K ~ 2-[4-[2- (R H-F42-2-K5)T X%k #-1-

ATN-[2,4-%(222-Z R ZA£)6-F A3 AT ®@
B~ 2-[4-[2-(% # &k -2-% 3) T A 1% # -1-% ]-N-[2,6-
—FRA-ZRAFEA3-wg AT E@BE -~ 2-[4-[2-(5-=Z R F

A X H 5 ok -2- m)C 19k »# -1- % ]-N-[2,4- % (7 A
£)-6-F K -3-abox A1 8 B K 2-[4-[2-(X#HFok-2-%K
BT K]k H-1-K]-N-[2-(2-F & £ ¢ & %£)-4-(2,2,2-=
R AK)6-FA-3-wgA]T 8K -

W EABEBAEIRZI TR AP Uk RAITALED B

2-[4-[2-(E =kt -2-X )T Ak -1-K]-N-[2,4-8 (7

5k )-6-F A -3-ubox 12 8K K 2-[4-[2-(5,6-= £ X H
okok -2-A )T AR H-1-%5]-N-[2,4-%(2,2,2-Z AT &
%)-6-F A -3-sboz X]T &

W FEARBFIEIHFE AP I g2 BB T

B EAB U TARZAH: B8 - BB B BB
LR - DB BREE - BB LB TE -~ RBA
B~ B - BERE T B - - H® - EFAE®R - LK
BEE -~ BARE - BAE - kKB E - ERFH - 2B
BB LB KRBT ARE - FRERER

[]
N
D
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BB ARPIAME - ZRACERYEE -
WP FEHNEBEIRZIFE B P gz B BB
o BB EL B8 o

Ww R FEHEBAEIRZI X APk HITE Y B
2-[4-[2-(% # ok ok -2- £ $) T & Jok % -1- £ ]-N-[2,4-% (7
oA )-6-F K -3-mbeg )T B RE - 2-[4-[2-(5,6-= & K =k
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