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0COIA 0.17AI2F S0t WEHE =, -70C2 MAANZICH  2-0IZI2IE(3.379)2 0.08A2H0 2
Jbetn, +SE XAl WS —70CHAM 0.33A2F S DPE =, 70CHA 2% HEAGHIS2E
2H(50m)E 2-222-2', 4'-CZ2220MEH=(5.000)2 mErEl SN0 FUIIE Sof JHstCh.
SAUS -70CHA BAIASO WHIEE, MRS 18AISOH WEISICH  2(4nl)S Jtotn, BUES
SUARCH  AAE QUs 2(8m) L CIZRZHIEF(100m)ALOI SWARILH SIS =2eld
D O2(sm)E MEE =, oN 2a(2xBm)O= XE BELl gE M8 SESS N SUIUCH
SUoR pHi22 @IIASALID, US22UE(3x7m)o2 =580, 28 27153 (Nas ) 2
ZASID, SLASID, DAE AzHA0IA HEDPE]EHMEP W OMEIOIEES AE5H0]
SEADID Bos 2HS 28 L SAH DNSEE(2.25)2 A QUERN SS40, 0Xe

A O3 A AISEC

(ii) 2-(2, 4-LIZER22HE)-3-(Tl2lg-2-2)-1-(1H-1, 2, 4-Ec|0tE-1-)2E-2-2
NN-CIHEEZSOo0IE(15m)E 22(i)2 ME=(2.200)0 1H-1, 2, 4-Ecl0tZE UEEZ(1.539)2
Eg== FoH}iI BOCUIAM 18AIZISCOH JtZst =, SEARICH.  2(50ml)2 Jistn, Eg22 o
g HIE1|OIE(3><50mI)§ FESIC. g8 FE22 (NS0, 2) AXZAIZILD, SEAIINH, TAE &
EE Pa‘ S0lAM ZIAZO0tEcHIISCH. OIE OLNIBEIOIEE ALE0t EEAMII0, HYs =2EE &
2 SEAZIL, HHZZ2FH Z2F36t6, s8&0l 146 WAl 148Ce =X see, = 2SUH 014
2 H ’“ A(0.93g)E HXM =SB,

CiHigFoNOO CHEH RAZA (%) -

=X : C; 61.69, H; 4.73, N; 16.88

Ol2Xl : C; 61.81, H: 4.88, N: 16.96

&)l StE=ES HE OtMHIOIEE AtSot( XDPE EEANIIL, HYe 2EES &8 ¥ SEAIIIL,
GHZZ2FH Z2&356t, &0l 151 WX 152C2 HAM stgs, &5 F=22H Old2HM &

(0.63g)E =+=<S8&tLt.

A=X :C; 61.68, H: 4.79, N 17.01
OlZ2Xl : C; 61.81, H; 4.88, N ; 16.96
A A0 2]

[‘\)r—|
z—\

-(2, 4-LIE2RQ2HYE)-3-(Teld-4-2)-1-(1H-1, 2, 4-EC|0t&-1-L )R E&-2-2
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2 A
0 CHDCILNLL, - TUHF
2)

ci,

(i) N/\

N'Na", DMF

(i) 2-(2, 4-CIER2ZHYE)-2-(1-[Tl2lg-4-2]uE)S Al
S+ HEGIEZERH(50m) & CIOIAZZEO0LRI(3.18g) 2

ZA0 n-FEcISHA 1.6M oH
19.7m1)8 JE2=2ZM 2§ CI0IAZZZO0IESE M=EGtD, =S8 SHs 4-0=20ele(3.37) &
L= HECSIOIEZE(50m)E 2-222-2', 4'-UERLZOIMEH=(5.009)2 EHo=Z AAIN
(e ggol met HScHM XMelsttr.  AA0I(1)L 201 B8 S22 =X2lotol ZXM 32

(1.050)2 &M A2 N >S6tH, 0122 CHS A0 HE ALSE 0.

(ii) 2-(2, 4-CIERL2HYE)-3-(Ta2le-4-2)-1-(1H-1, 2, 4-E2|0tE-1-L )R E-2-

f22(i)2 MH=(1.029)2 N, N-CIHEZEO0IS(10mI)S 1H-1, 2

ALSSGHH AAIGI(H)S 2ol 2ot HMalstn, AHSM = MEssS SENEAM USZ2Z20E/0
E=2(97 @ 3)2 ALE6I0 AzIDIAAUAM ZAZOIEDHIIEZM, HYS 2Eg &8 2 ZLAII
1, Otz 286 Z2&sotd, 301 161 WAl 163C HM ==, & F=22HM 0&dEH &
A(0.229)E XM ==SEHCt.

CiHieFoN 00 CHEH RAZA (%) -

A=X :C; 61.87, H: 4.89, N; 16.96

OlZ2Xl : C; 61.81, H; 4.88, N ; 16.96

&0 Stet2s USZ2Z20E/0ES(97 @ 3)S AMSB6H =2 EEAII1, HLE 2Es 28 «
SLAIILD, HH=Z=22H ZHEotH &0l 156 WA 158TCQ HAM &=, & 2=2H 42H
% B(0.350)2 #+=SEtCt.

Cw7H15F2N400“ CHst ‘O.L-Iﬁ\_‘i_/if(%) .

=X : C; 61.79, H; 4.86, N ; 17.31
OlEXl : C; 61.81, H: 4.88, N: 16.96
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5e B
1 i\CH,"':CH:;;\'U. THF
CH;
2
N\ 0
7 v
\

N

Ny

Q/F
f

2-(2, 4-LIERQ20Y)-3-(T2lg-4-2)-1-(1H-1, 2, 4-E2|0tE-1-2)RE&-2-2
Cho

S HA Hotoll = HEcSH0IE=2F2H(800ml)E ClIOIAZ=E0tRI(40.49) ¥ n-REel&(H
A= 2.50 EH 160mI )22 RH AAMI(I)H JIE=E Hiet 20l G0 2§ LCIOIAZZEODIE SH
£ HMXZSCH. 0 SMul, -70CHAM 4-0Emele(42.8g)2 0.17A12H01 2 WEHGHOI R OFSHCE.
0l SHs -70COHAM 0.33A12F =t witst =, R HEUSHIEZ2F4(350m)E 1-(2, 4-CIER
REMHY)-2-(1H-1, 2, 4-EC/OtE-1-2)0E2(89.29)2 EUS 0.33A2t01 ZH™ Jtstct. Sds
-70COIA =012 0.75A12F St WBtst =, OtNIEA&H(40ml)S HOIEIC. SUE U222 S2A
a1, =22 AN, === NHZ=2Z2 33 ==otd, g8 FESE =22 MASU. =4 Al
HE2 0lEZ OMHOIEZ 18 F=6t1, |I F=EES EotH, (NaSo, 2) AX AIZID, SLAIR
Ct. &AIE HiScote CZZ=Z0IE0 Z2oiAIZI2, SLEH2 WHHEZE Jiet =, S8HS d2A2
Ct. Ed&E DHE st HE &L SH(17.50)2 a8 Hs SEAIILD, EAIE Al
b AO0MN ZZOtENIISICH. OIZ2 OHMIHIOIE /& AH(] 12 AE5to 1t ESAMFH HE Y
EE2S FIIE =S, 02 OtHHOIEE AMEol0 FIot2 EEAAH, HHM sg=s, & =LA
OlGZM & A(FINHZ HMelddXl AS)E gRote 28S S OI=0l, E0HE 0IE OLAIEIOI
E/HES(19 @ 1)E HRLD, EN s&s=s, LHMOIZEM & BE &Rots ==& =2&0 *=SZ

CIZZZ20E/NHZEZ

Ol I
nz
3
[=
£
e
iy

MOX EsAl2IC. 08 =282 gotd
&0l 155 WXl 157Cl HA &S, = 222HM O/4E M 2 B(20.59)8 =S8t
[N.M.R.[300MHz] AEIER S 2 A, 22(ii)0l JI£E Htet 20l M=ZE =M OZ=M & B

o
o
SHE0 ol === X SLotCH.

]
OINELIEZZ2H THZEsot0d &0l 165.5 WXl 166.5CQ CtE (polymorph) 2 S »S5HCt.

Il

x
—
53
N2

CHisFN OO CHE AR
/él

=X : C; 61.69, H; 4.85 N ; 16.85

EXl : C; 61.81, H; 4.88, N ; 16.96

X-& ZHES 2o, LMOILEM & Bo AMSEO0l (2R, 3S) ¥ (25, 3R) RELM oM
ctMIOIM E822AM LIEHE0l HMAIZIACH

[& A0 3]

o
rx
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2-(2, 4-CIER2ZHY)-3-(Ol2l0lg-4-

) [(CH,).CHLNLi. THF

”

&)-1-(1H-1,

Et-0-

==4
= =

2, 4-E2|0t&E-1-2)=

N
\:'\/ ;
72
NS
NCH,
3 !: ) —_—
.\§/.\
n-2EeS(sAES 250 2 4.0m)S 2z HA9 hJ|otdl -70CHAM L2 HECI0IE2ER
(SOml)s ClIOIAZZE0IBI(1.01g)2 wWBtEl 90| J}stCt. SHE SHZE -70COHA 0.17A12F,
Ol=0l, OCOHAM 0.17AI2t S¢ot nbtst =, -70C& XHL”D’AIBIEP 401|E'EIBIDIE|(1.089)% Jtot
1, 2HZ2 -78CUHM 0.75A12t SOt W BHEHCE, 24 HEclolol=E2ZeH(3m!)s 1-(2, 4-CIER
Q2MHY)-2-(1H-1, 2, 4-E2I0t=&- 1—%)01|E+8(2.23)°| SHZ2 017200 2™ RS, ZENHS
-70COIA 1AIZ2F wEtst =, OLMIE(H(ImI)S JFSHCt. 2Ms AR20Z £2A02! F, 22 s AA
2ICH. E&=2S 0le OIMHIOIER 33 =&o5t1, &st =225 22 HMES &=, (N0S0,Z2)HXA
21CH SME SLAIIIL, &TAIE A2t AWM AZ0tEHTISHC. OlE OIMIEIOIE /& A3
D 2)2 AI2old 11X EEAH HE &Y 2SS £SEU.  0lE OIMHIOIEE A=2dH F=II2 2
EAMIILD, HYst 2E=S =g L SLAIL, HHZ/HMZREH ZEHSIAIA &0 114 WX
115.5C¢Ql HEH sistE, & 222AH Ol8EH & A(0.305g)E £=Sstih
CigHisFoNsOO CHSE A2 A (%)
Al=X| : C; 57.76, H . 4.45, N 21.26
Ol2Xl : C,; 58.00; H; 4.56, N; 21.14
Al etE2ES 0lE OFMIHIOIE/NIEN= (19 1)E AME0I0 =JI2 2&A7|1, Hdst 2s8g sg
2L SEADID, HHZE/EMoZEH ZESAAHA, SEO0l 104 WX 105Ce =EHM see, = 22
Ml Ol &M 2 B(0.1259)E £=S&tL}.
CigHisFoNsO0H CHSE 2IAE A (%)
A=X :C; 57.63, H,; 4.44, N; 21.36
Ol2Xl : C, 58.00, H; 4.56, N 21.14
[AAIC 4 LHX] 7]
ot et =2 2t=) SHIIEN WAIE StE=S2, &AI0 32 ZEIr SASH Z-Hl 2o, HYSH o
EolHIZ AIOI2= 2l LIoIAZZEOI0IEZ Xelgt &, =E= 28 3022 =2 HrESAHUA
Mest -0t -2-(1H-1, 2, 4-E2I0IE-1-2)E2 STt BHEAMZTCEM MZXEHC -
CH,
OH
N/\/' Het
\:N R
FE
449 ol .
Wi R Het 012.2351] $+3(C) 4££4%
CIGHUF}\O -
A | 120-121 [A%4:C6134H: alH\ 2%
F 7Nn' o/ &4 Ci6L4H: 5.2 N 2.0
§ L CuHiFNO
SN
B | 100-103 |44%:C:60.62H:5.28N ;2.7
’ o|24:C:61.44,H:5.22 N 22.02
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Ci:H,,CIN,O :
A 127-128.5| 4% : C.61.70,H :5.25 N : 17.02

N
2 ol&x :C;62.10,H:5.21,N:17.04
5
\ l C,H.CINO:
B 128-129.5| 42 : C.62.40,H:5.28, N . 16.99

o]2x :C:62.10,H;5.21, N 17.04

Cl / C,;H,,CIN,O:
6 B® | 151-152.5{ 4% :C;61.94H:5.17, N 17.18
o]&x :C:62.10,H:5.21,N; 17.04

CieH.CIN;O :
A 130-131.5 444 : C:58.58, H: 4.9, N : 21.00
7 Cl ’\ A ol&a:Ci58.2nH 4.8, N 21
{4& CiHuCIN;O ¢
B [135.5-136.5| 4% :C:58.25 H. 4.3 N ;2122
o] 2% :C:58.27,H:4.89,N; 21.2

(1) 22UH OIH4EM & B= HOl JIME ZE AANUA 2E2LH OIE8EM & ASCHT.L.C(A
clot2) & P

(2) € 240 222 OILEH & A
[&Al0 8]

2-(2, 4-LIERR2HY)-3-HE-3-(Tal0lg-4-2)-1-(1H-1, 2, 4-Ec|OtE-1-2)FE-2-2

~

Ol Z=0 22=X &=L,

rr

0{ (CHB)ZCHJZNLL, THF

K\(\cﬂq Z)CH3I 3
A S8
A LN
(L)
1) ((CH ) C‘-] NLL, THF
(ii)
2)
!
cL =N
?P. 3
.\'4\/.1 = m
\:\' = | .-K/\;
X ' ' /
Il

(1-oIgolg)melole

(i) 4-
= AAUolstol 2= HIEBPGFOIEEE—QHSOM% ClolAZ=H0tel(6.88g) X n-RE
2. -

)

e 2l & (st
= 2.5 2 27.0m)S2EE AAIM 1(i)ol I Hiet 20| 2I& OlUAZZZEoINIE SHsS H
X SHCY. 0] SHHl, -70CUHAM =P HIEBPO}OICETQ(ZOmI)s 4-0l€ |2l 0| B (7.350)2 =2HE
0. 17AI2E0l 27X XJIStC. 0 2US -70CHA 0.75AI12t St et & QQE0IEH(11.609)2
JISICH. S22 FII2 3AIZtSQH nbtet &, AROZ JIR2EHCH. 28 Jietn, 2Udg =22 8
L2 SYA2 =, OlZ OAIHIOIER 2 AOINl SBHAIZITCH SJI52 =2e2dtl, $432 oe
OLHIEHIOIEZ 33| F=&6t0, |®IJ =2&= &6t10, (NaSo, ) HAZAI2ICH. 202 ZSYAA 2=
#S5l0 ZSENZAN CIZSZ20HE/UHEIZ(9 @ 1)E AI=2SH0 2292 AN 2Z20EHTIAIZ!
Ct. gg%% SIRots 2ES g6tn, SLAIID, 22 ™AME ZSFAIH 15maHgMIA Sl HIFEO| 52
LHXI 56CQl ERMl 3Het2(3.149)8 £S&tlt

(ii) 2-(2, 4-UERL2HY)-3-HE-3-(Il2|0/e-4-2)-1-(1H-1, 2, 4-E2|0tE-1-L)PE-2-2

S2(i)9 gg%(z.%g)% 24 HEZSIOICS2E2AE 2|5 LCI0AZZ2IZ0i0|S(0.022), O0l&0
1-(2, 4-CIZE22HY)-2-(1H-1, 2, 4-ERI0S-1-L)MHER(4.499)S AL235I01 AAIM 39 9

of et H™elstd, OH=ZZ2H ZESAA SHO0I 126 WA 127Cel ZHM 3&=(0.1850)2 =S
StCt.
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; 4.87, N 5 20.41
; 4.96, N ; 20.28

[
2-(2, 4-UIER222HY)-3- (L2t -4-2)-1-(1H-1, 2, 4-E2I0IE5-1-L)RE-2-2

l 1) [(C8;) CR),NLL, TEF
(i1) v

1) [(CHB)ZC}{]zNLi. THF

2) CHBI

2
4 \§
7 N\

(i)

(i) 4-ol€mleltta

22 ZHA UIlstol R+HECICIOISZFH(300ml)E CIOIAZZZOH2I(17.9g) & n-2E2S (84
% 2W%%70mwoéba AALO 1(i)0 JIsE Bre 20l otod, 2lg ClolAzZ =

He M=ESCH. 0l ROHOH -70COHM 4-HETCCXS whtotHA HDIt6tE, %I, -60TO0l4
ASCR Y= SO R Ema@7%@° NABl metstHEAM JI6tn, SUS -70CH A 1AI2H

S wetet =, AROZ JI2El. =28 Jtotn, BEHE Hez RIlz SZAC0. CUS=220E
oz 33 F&otl, 8 FEE2=2 (NasS0, 2)AXTAIFILD, SLAIRIG THALE EENZAM OIE OF
NEHIOIEE AISotH & =

ciotd &0l AZ0tEcHIIAIZICH. HdMAS
0 T

ZAIZID, A 2EE ZSFAIA 0. 1mmHgUIA BIEOl 65 WX 6

N.M.R(300MHz)
8 (CDCls )-1.21(t, B8H, J=7.6Hz, CHCHs ),  2.61(q, 2H, J=7.6Hz, CHCHs ),  7.24(m, 1H, Hus= ),

8.97(m, 2H, Huz=)p.p.m.

(i) 2-(2, 4-CIERLLZHY )-3-(Ul2ICtX-4-2)-1-(1H-1, 2, 4-E2I0IE-1- ) RE-2-2

—‘?‘——”.;— A0 tiolotol 24 HEcZiolol=Ez2Fet(60ml)S CloIAZZEO0I21(2.02.9) &

-2e2lS
(A 250 2% 8.01)22LEH AAG 1( i )0l JI=E B 20l 50, 215 CIOIATRT0}
DISol 8BS HMXESCH 0 U0, -70CHA 4-HEI2ICHE (2.169)2 DEHstHIA =OFBHC
MO 2HS 70CHA 0.4A2SQH DPHE =, 22 HEAS0ISRE(2m)E 1-(2,4-C0ES
QRHY)2-(1H1,2,4-E210tE-1-L)HE2(4.469)2] BUS Jiolel, 2= -65C 0512 S
Ch, BHS A SS0A =49 1AIZHS DEkst 2, OIMIEA(In)S JIEtll. =2%s Aeo
2 Jl2A3ID, 22 A0, B82S oY OMHOER 33 ==5t1, g8 9| =222
S2 MHBI0, (NaSo, 2)AZAIZICH.  B0IS ZLAH X MHSS £Ss0. 88 2452
SR2ES ARSI =250 =19 ZMNSS S0 0/ +SE ZMH29 £ £SE2
S #5ln, 4232 ANA ARODEIATEC. CSRI2ME/NHZ2(50 : 1) AIRSH ESA
HOIE SUSHES PN SSS0. SIS S0S MBS0 RN SSAH, ML =S =9
9 Z2ADID U2=22008/0H2228 2aiei0) SH0I 172 WX 174cel 2N 38, 3
S2UH OIMEA & A(0.980)S +SaHCH,

CieH1 5F2N500“ CHst | /5!(%) .
a=Xl : C; 57.80, H; 4.57, N; 21.08
Ol2Xl : C; 58.00, H; 4.56, N; 21.14

CIZ2ZZ0E/HNES(50 @ 1) AMSB6t0 FI2 ESAA, HGE =2&Es &8 2 SLAI|1, O
NELIEEZFH Z&3ot0, sZ0l 187 WA 188C HAN =EgsE, & F=22M OI8EZd &
B(1.580)E +=SE&tLt.

CigHisFoNsQOHl CHEH RIAZ A (%) :

Jl)h

Xl C: 58.00, H; 4.54, N ; 21.05
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OI2Xl : C; 58.00, H:; 4.56, N; 21.14
[& Al 10]
2-(2,4-U222HYE)-3-(Welttal-4-)-1-(1H-1,2,4-Ec| 0l &-1- ) RE-2-2

17 [(CH,}.CH],NLi. THF
e

NS =0

\=,\'/

. CH,

|- p——_-

4-0lEmelcta(2.16g)8 <= = (0.022), oIl 1-
(2,4-CI222HY)-2-(1H1,2,4-EC|0tE-1-2)0E2(5.129)2 MSBStH  AAl0  9(ii)al 2ol
|

Met Melste2 M, 8801 174 WXl 177CQ HEAM stet2, & 222 OI8Z M & A(1.24g)

CigHisCLNsOON CHEF RIAZ A (%) -

A=X :C; 52.22, H: 4.12, N ; 19.05
OI2Xl : C: 52.76, H; 4.15, N ; 19.23
2 0| 173 WHXl 176TCCl HH &2, = 22U OI4E A 4 B(1.459) -

CieHisCLNSOON CHEF RAZA(%) -

=Xl 1 C; 52.41, H; 4.08, N ; 18.85
OI2Xl : C; 52.75, H: 4.15, N ; 19.28
g S8t
[&AIG 11]
2-(2,4-UE222HY)-3-(Uletal-2-)-1-(1H-1,2,4-Ec| 0t &-1-2 ) RE-2-2
D [CHCHLNL, THE
2
oLl

A ¢

(i) N CH,L NaOH,

G [ JCHJCHY LNY HSO,

CHCly HeO)
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CH,
()
N CICNLLI, THE a n
—
. \Nj ) X |
l.‘

(iv) NAN' NP{CH)CH

\=y

(1) 1-(2.4-C0B222HY)-2-(L22-2-2) o & 2
24 BA UGN £4 HEISISRE/(100n)E n-SFL2AS(HANS 2.50 8% 20m) % Cl0]
AT2ZOMDI(5.060) 2R E AAG 1( i )0 JIEE Hiet 20l 510, 2ES CIOlAZREOIIS
of gMs HZBCH 0 BUN, 70CHAM 2-HELLIE(4.700)S Jtetn, S8 XFM gus
70COIA 0.5M2EQ WEIECh, 24 HIEAS0IS2ZeH7E)E UIE 2,4-CIZ222HX0)0)
E(8.600)2 EHES 0.5AI201 A IJt5tD, -70CHAM ZII2 0.5MASO HAGHA moistch  of
HEL(In)S Jistl, 2=8 M202 JI2ARC. B8US 22 IAAID, pHE SEHLIES
oz 72 zmEU. B2 NOMEOER 33 ZEsi0, 28 8) 522 =22 M=oy
(Na:S0; 2)AFAIZICH B SLADID, TAS 2252 SlA AZ0EITHTSC KL of
HEIOIE/EA(3 : 7)8 MBS0 BEAH, HYs 2S5 2850 ZLADID, #NORRE
(5.90g)2 &0l 107 LHXl 108CQl DMZAN =S8ttt

ZStAIH EHM StEs
ENS

CioHaFoN200H CHEE &

A=X :C; 61.50, H: 3.32, N; 12.02

OIZ2Xl : C; 61.54, H; 3.44, N; 11.96

(i) 1-(2,4-CIZERQ2HYE)2- (T2t -2-) T2 -1-2

+(40m1)E AFFUES(1.98g)2 EHS2 ZZ2EE(40m)ES 22(i)2 MH2(5.80g), 2= O
Ef(8.790) ¥ HE-n-2E22s &l0IE22A HHO0IE(8.40g)2 WBHE 2 FHN HISHCEH
Sg=S A20lA 3A2Set Ao uwetst =, 2 2 USZZ2HEH2Z SIHAIZICH  OtNIER
(3ml)S Jtotll, =4ZE° pHE ZEHILIEES AME6t0 72 ZF&U. KIIs52 =2eldtn, 2=2
28] MIEGtD, (NaS0s 2)AZEAIRICH EHE LA, FIH ZH0 AMEZ= 22(5.57g)2 A
THMHES SSEHUINRESZ2AY0 2ot sL=ZE(22( i )2 MHZ2)01 10% EMote He=2
LIEFECH]

(i) 2-(2,4-CIER2ZHYE)-2-(1-[m2tx-2-2 ] E ) S Al

n-FPEUS(ALE 2.50 EH 9.3nl)S P+ HEUSHEZF(125m)E R=2(ii)2 ME=

(5.500)% E=Z2Z2ES2Z2MEH(3.169)21 wmEtE H(-70T) UM = EA UIISHHA, 2%+ -65
T 0l4ez2 ASHA $s B2 s8&=2 Jstth. EUS -70CUHAM 6AI2ZE WEkst =, AR20A
18AIZ2F WEHEICH. EUE =22 34AIZ14, OlE OHMHIOIEZ 33 s, g8 =I =F==
22 HNHGHD, (NS0, 2)AXEAIZICE. EOHE LA LS +SotL0, 01ARS A2iZtE &0l
N AZOLEDAHTISCH. O OHMIHIOIE/EM(1 @ 5)22 SEAIH 22(4.80g)2 =Sot0H, 01A
2 R =22 =480l 2otH, EX stefE o 70%F ==2d M R0 A= X222

LIEHHTH. Md=2 It dRelol 28 AMSE 0.

(iv) 2-(2,4-C1ERQZHY )-3-(Olct&-2-2)-1-(1H-1,2,4-E2| 0} B-1-L ) RE-2-2

H-1,2,4-Ec|0tE HE2U-n-2E2L2Es [EFX @ US-A-4259505] (5.490)S AR20AM 2= HE
StOIEEeH(25ml)E RE (i) MA2o weteE SN Jtotn, 422b AL WEHSCH.  olF0l, &
HE ZLAIIID HAE 21 OE OLMIHIOIE AtOIO ZHHAIZICE.  OtAIE&H(ImI)E Jtstn, E&
£2 OtHI&(Avicel ; HAEZZA I &EH)S Sdi onsct. RIS 2o, 22
33l MIZEGIH, (NapS0, 2)AXAIZICE.  E0HE SLAIILD, TAE de5td &0AM 2=0tEDHI
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StCt. ZYES BX OE OIMHOIE/&A(Z @ 2)22 EEAMH S==22 MHECH.  OlE OtAEOl
E/EL(9 © 1)8 AMESNH FI2 ESAH, JEE 2ES &6t0, SLAID, USZ20E/A
AOZRH ZFSAIA SFHO0l 107 WX 19T HHM SEE, & 2=22H OI8ZEM % A(0.859)E

+SEC

CigHisF2NsOOH  CH &t

i‘.’ﬂ ujo I

Ho

AAEA (%) -

MR 1 C 5776, H; 4.44, N ; 21.3

OIZX : C; 58.00, H; 4.56, N; 21.14

GBI OLMIEIOIE/HIEFS(19 © 1)S AMBOI0 =JI2 8FAH, MNYs 2=g =gotl Z2AIID
g2, = 2EUM 04E

CISZ20E/M2RLE Z2FHSAIA &0l 133 LAl 135CQl EM =&
M & B(0.29g)E +=S=8tt.

CigHisFoNsOOHl CHE RIAEA (%) :

A=X :C, 57.82, H.: 4.53, N: 21.00
Ol2Xl : C 58.00, H,: 4.56, N 21.14
[ Al 12]
2-(2,4-C1ERL2HY )-3-(Ul2ICt&-3-2 )-1-(1H-1,2,4-E2I 0t &E-1- ) R E-2-2
N [CHY,CNNLL THE
2 cocn, )
v “ /N\IN
i, AN P
7 !
il
N (i) ¢
CILL NaOIl,
G | (TR, LN®ORSO,
CHCL TL0
CICILLI, THF

(iii)

(iv) N/\N‘ e

=/

=

==
[

(i) 1-(2,4-CIERQ2HY)-2-(I 2 0a-3-2) ol &
-HIEmelttzI(4.70g) 2 AAlG 11(i)2 2ol PEP f+ HEctOIEZFEts 2l UolarZE=g
ZIot0I=(0.052), OIF0 OE 2, 4-CIE2HX0N0IE(8.60g)2 Hclotll, OHEZ=Z2RH ZF
StAIZ4, &0l 115.5 WXl 117.5CQ HAH &2 (3. 40g) =S8l

CioHgFoN-00H CHEH RIAZ2 4 (%) -
X+ C; 61.68, H; 3.40, N ; 11.77

Jl)h
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OI2Xl : C; 61.54, H: 3.44, N: 11.96

(i) 1-(2,4-02222HYE)-2-(12I0X-3-L) T2 -1-2
=2(Dl MESE.0)E SAN_1I(1)0 BB 02 R2EHE(E.0022 HHAH, 2
SEES O3 SHN Y ASHE DR(2.250)2M SSET

(iii) 2-(2,4-CI 222 HY)-2-[1-(T2ICHA-3-2) 0l 2 | S Al &

SE(i)9 MHS(2.00)8 AAN 11(ii)0 WHH N2 22RI22DE(1.159) L n-FE2lS
(MS 1.6M 2% 5.28n)22 Helotol, EX S22 0S8 AN XF AS8EH:s D2(1.20
Q2N +SBIC.

(iv) 2-(2,4-CI22 22 HY)-3-(12| H8-3-2)-1-(1H-1,2,4-E2| 01 B-1-2 ) 2 E-2-2

e2li)el SSB(1L10)S N NCHSZSONIS(n)S 124 E2008 L=88 (0602
NS0l AL T8 Seal me Heiw OE, FANSE BEHEA UZ22ueHEE 5
D)2 AEGH0l M2k Ao IROIEINWED, HYE 2HS 28 ¥ SLAIL, HHE2EZ
S ZHAIN, SH0l 134 WX 13500 EX SEE, = S2UM O&EM 4 A(0.350)2 °IX
SSB0

CretheF NS00 CHEH 22 (%)

MZR 1 C; 58.04, H; 4.57, N 20.87

OIZX : C; 58.00, H: 4.56, N ; 21.14

SYs B AMSCIH FIIZ SSAIID, NP 2HES 28 Y STAH PIY LEMSA E
H OS2, = 22UM OSEX & B(8ing)8 +SCH.

N.M.R(300MHz)
8 (C0Cl3)=1.20(d, 2H, J=7.2Hz, CH;), 3.95(q, 1H, J=7.2Hz, CHCH,, 4.40 ¥ 4.91(d, 1H, J=14.2Hz,
CH,), 6.18(s, 1H, OH), 6.82(m, 2H, Hyg=), 7.67(m, 1H, Hza=), 7.56(m, 2H, Huz=), 7.64(s, 1H,

Hes=), 7.94(s, 1H, Haz=), 9.18(m, 1H, Hsgfgé)p.p.m.

[& A0l 13]
2-(2,4-CIER2ZHY)-3-(Ul2l0lY-2-)-1-(1H-1,2,4-E2| 0t &-1-L ) R E-2-=
D [C1),CHllaNLL, THF
coci,

P

(i) )
CHyl. NabH.

[CHCH ) NFHEO,

(i)

CHCl,  H,0

Cily

Clly
N

0 ,/ AN
Nl

CICI,LL, THF I

A

(iii)
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(i) 1-(2,4-0IERQ20HL)-2-Tlcl0E-2- )0 et
2-HIEmelole(8.50g) AAIM 11( i L et P+ HEcCHIIEZFEE 2§ UolAX
ZEOI0IE(0.092), Ool=0 OlE, 2,4-CEILLzHXZO0IE(15.59)F HMelotl, HMOZREH &
HStAIH &0l 86 LHXI 88CQl HEHMSE2(3. .

CioHeFoN 00 CHEF RAZA(%)
A=X : C; 61.67, H: 3.41, N 12.01

OIZ2Xl : C; 61.54, H; 3.44, N; 11.96
-(2,4-CIER2ZHY)-2-(Ta0lgd-2-) T2 8-1-2

i) 1
220 i )_J A“/\4":'(3.509)5 AAIG 11(i1)2 2ol Ot RLE0EN(5.329)22 HESAIH 8F
Ol 118 LHAI 1 ol HMIBHEE2(3.30g)S +S8&tLt.

CigHioFN00H CHEE 2IAE A (%)
I=X| : C; 63.17, H; 4.18, N ; 11.02
2X : €, 62.90, H: 4.06, N 11.29

—

>

0l

(iii) 2-(2,4-CIZ2F22HE)-2-[1-(LcI0g-2-)NE S Al et

2E(ii)2 MAE2(3.100)2 A0 110 Lol et SZZ20ECS(E22S22HE(1.789)
o SAH(B.20m)E n-RE2EY 1.6M BEUCZRH HMZEE]2=2 H™eldtol, HM SEss Us ¢

et
NE ABE S

2-(2,4-UER22HE)-3-(ml2l0le-2-2)-1-(1H-1,2,4-Ec| 0t &-1- ) P E-
[—

V) 2-

22(ii)e MAH=2(0.80g)2 N, N-CIHEXZEOOIEZE 1H-1,2,4-E2I0IE UE =(0.829)2 AIE
otod AAIGI 12(iv)el =8l WMet Xelst &, X MHAEs 2=HI2AM 0lE OIAIHIOIEE Al256HH
Alg|tAlAN AZ0tEDcHIlorD, HE st = B8 % ZSYAIIIL, CIZEME/NH=ZZEH 2
HMStAI4 8&30| 193 WXl 195TCel EHM St&t S22 OI4&H A A(0.269)E =S8l .

C16H15F2N500“ EH@' %i }d(%) :

=Xl : C; 57.50, H: 4.57, N; 21.03

22X : C; 58.00, H: 4.56, N: 21.14

OLMIEIOIE/HIEtZ(20 : 1)2 AIE56IH It E&A1211, HIs 2E=2 %@
HEZ2H Z33AIH, &0l 104 WX 106CQl uxﬂgké.*%, 5 22¢

£ =S8t

CieHisFoNsO0fl CHEE 2IA A (%) -

A = 1N2(2.250)2 M +=S58tC}.

(i

o

=2
=
=2
=]

SZAIIID, ol
» B(0.0550)

A=X| 1 C; 57.27, H: 4.37, N ; 20.55
OI2Xl : C; 58.00, H;: 4.56, N ; 21.14
[&AIG 14]
2-(2,4-C1ZR2 2 H L )-3-(12IEl-3-2)-1-(1H-1,2,4-E2| 0} B-1-L ) RE-2-2
0 [CH)CINLL THE
A coL,
].'
7 Gl
l.’
N 0 e N0/A

e

(i)
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CILL, Naot,

[CHLCHL NSO,
(i)

Clel, 10

0 Cll,
1
(CH,), 8 =CH,

(iii)

(i) 1-(2,4-02F220HY)-2-(T2Ig-3-L)HE=2

S HA Gt == HERICIOIEZEEH(200m)E n-SPEUS(ALES 1.6 X 66ml) & ClO]
AT 2EO0F2I(10. 8g)° /\P otod AAlGl 1 i )oll DI%% Htet2 0l ot c2I& EIOL..&E%‘O 01E2
SHS MEZStCH. 0l SHHl, -70CHA O0E 3-LIcIE€ OHAIHIOIEE HItetlt. —'5—?—@ Eg==s
-70COIA 0.25A12tS0F wgtst =, S HIEEFOPOICET%(1O m)E OE 2,4-CI2 EHJZF_OH
OIE(18.36g)E 0.05AI2H0I Zd Jtstt.  dH2A=SEsS HIctL, EgE2s A20AM 5/\| tESQH Wt
&HCH.  OLMIEAH(12ml)E Jtotl, E822 =2 2 OE OHMHOIEZ 3SIAAIZICH %DIE% —E—Elﬁf
D, (NaS0, 2) X AI2ID, BLADILD s #S56t1, 022 & G4 (40m)S0A & =J6Ho
SAIZtE O DJIZECt. EUS SEAMID MAS S0l SoHAIID, & 22LI0t 9%% pHIOt 2 7
Of EMNtX Jtettt. S&=2 0l OtMEIOIEZ 23 —’F—%é}ﬂ, get =EES 8=+2 Mot
(NaxS0, 2)HEZAIZICH.  SBUE SLAMHA LS =Sdt0, 0Hs Aeldt 2i *OH-I EESE ]
StCt. CIZZZ20IEH/0IE OFAIEIO (7 © 30)E MEotH S&EAFH HAM stEEs UsS A

i

L=~
o2
T im

& ANEBHE 22(6.989)2EH =58
i) 1-(2,4-CIERQZHY)-2-(0l2/g-3-¢)Z28-1-2
[e]

—

S2( 0 )2 MH=(5.00)2 AAG 11(ii )2 2 Oet LRE0S(7.600)22 I SAIA,
Hatges Os ¢l 28 M8Hs 22(3.90g)2 A +=SEtCt.
(i) 2-(2,4-CIER2HE)-2-[1-(T2d-3-)H ]S A

6l 2 36.5n)8 -20TOIA HIE2510]
o StCt. EAE d=22F Ji26td, 18Al
, . EBBS 02 OMEOIER =551, 28t =522
(Na:S0, Z)AZAZICH,  SUE SUA3, EX 8828 0S5 SHM X8 ABHE 22(4.500)%
N #S8it.

(iv) 2-(2,4-CIBR 22 HY)-3-(121 E-3-2)-1-(1H-1,2,4-E 2] O} Z-1
S2(ii)o MHS(4.309)2 NN-CIHE ES0t
NZol0f AAOl 1(i1)o SOl mer xelst O X MAMES B
S0 alzi3h al IROEDYWED, MYE == :
N3, 850l 113 X 14T EXl 388, = 22

CiHieFoN, 001 CHEH RAZA (%) -

el

2, 4-E2I0tE UEE Z(3.00)2
EMZN O OIMEHIOIES AIS
X SEAIILD, OHZ2RH ZF3
ISEM A A(1.130)E © M =S8&tLt.

=X : C; 62.10, H; 4.90, N ; 16.96
OI2Xl : C; 61.81, H; 4.88, N; 16.96
E = ALZol FIIZ2 ESEA211, HYs 22S &8 &

OIS OLMIEIOIE/BIEFS(20 © 1)S A g «
A1, OHZZ2H ZESAIA, &0 115 WXl 16T HHMaEg=s, &5 22LM 08ZXH
(1. 259)2 == 8tC.

=4t
S 2
4B
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CiHigFoNOOl CHEH RIAZA (%)

0

A=X :C; 61.92, H: 4.95 N 16.87
OlZ2Xl : C; 61.81, H; 4.88, N ; 16.96
[& A0 15]
2-(2,4-LIERR2EH Y )-3-(2-Al0t =Tl 2| &l-4-2)-1-(1H-1,2,4-EC| Ot &-1-L ) R E-2-2
COH
a

1! (CH,!;NCOCI

20 iCH,i,SiCN

(i) 2-(2,4-0ER2HY )-3-(1-2A T2l &-4-2)-1-(1H-1,2,4-EC| Ot E-1-L ) RE-2-2
CIZ2Z20IEH(250m1 )& 2-(2,4-LIZR22H Y )-3- (T2l g-4-2)-1-(1H-1,2,4-E2| 0t E5-1-2 ) R E-

2-S (AN 20lMe 2= OIdZEAM & B)(20.09) %L 85%(W/W) 3-SE2ZIHAIBIZEAH(12.39)2
s A20AM 18AIZEer WBHSCH.  0IF 0, FIIZ2 3-S2RIZHSAIMEZLH(2.509)2 Jt6tl, 24
AZE Al WEHSHCE.  EHE SZAIIL, SAE OEIZ20 SaHAIZITCH EXIA OMIL dd& =0,
0l AN IZ0tEHIISHCH. C2Z22HE/HE=/0.88 22LI0F A

XS Ootl, &elst 2
4 1 0.5)2 MBotH SEAMZ2ZAM, EM S22 &0 195 WX 198TCl DA (20.0g)

(ii) 2-(2,4-CIER R HY)-3-(2-Alot =IOl 2| &-4-2)-1-(1H-1,2,4-E2| 0t &E-1-L ) RE-2-2

CIZ2Z20IE(250m)E 2=2( 1 )2 M&=(20.09) L N, N-CIHEIHIZ2L Z=2t01=(6.809) 2

22 A20AM 25432 wEGIH %2 SHs =SECU. ECINHEAEZ AIOHU0IE(6.350)2
N ( !

F
otll, FIIE 48AI2tSe AL wprstht. N-CIHESotHt 22 S=22t01=(1.30g) & E
HEAZ AIOILIOIE(1.30g) = J = FIIZ 36AI2t S¢t WPttt Ol=o0fl, gt
g2 Xz MES =, (MgSo, 2)AH=E AIZICH.  EME SZAIH 1

=S 10% EMHEE EN

P
HME =#Sot, OH=Z2 &M weetn Huse=zM &0l 188 WXl 189Tel EX sH&tS(19.2

J0lo 0 52

CigHisFoNsOOl CHEE 2IA A (%) -

=X : C; 60.89, H; 4.24, N; 19.44
OI2Xl : C; 60.84, H: 4.25, N ; 19.71
[& Al 16]
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2-(2,4-CIERREHY)-3-(6-Alot =Tl 2| &-2-2)-1-(1H-1,2,4-E2| Ot E-1Y ) R E-2-2

COH

ou ¢

W
|

= l

<\J

‘/7

l‘ (CH,),NCOCL

{ii) (CH,),SiCN

. /\!(F

W

(i) 2-(2,4-0ER2HY )-3-(1-2A T2l &-2-2)-1-(1H-1,2,4-EC| 0t E-1-L ) RE-2-2
C

CZ2Z20E(om)E 2-(2,4-CIERL2HYE )-3-(Llalg-2-2)-1-(1H-1,2,4-E2| 0t Z-1- ) R E-2-
S(EAM 102 222H OI8ZEM & B)(1.60g) % 85%(W/W) 3-S2RIZIHSAIMZAH(1.609)2 S
HS A20M 36AIZSQH mErst & A0 15( 1 )0l JI=E Hiet20l =Helstol &0l 159 W
Xl 160CQ HA St 2(0.929)E2 +=SEHCY.

CirHieF N 001l CHEN RIAE A (%) -

A=X :C; 59.27, H: 4.96, N: 16.58
OIZ2Xl : C; 58.96, H: 4.45, N ; 15.47
(i) 2-(2,4-CIER22HYE)-3-(6-AlOt =Tl &-2-2)-1-(1H-1,2,4-E2| 0t S-1- ) R E-2-2
2220 (1om)E 22( i )2 d482(0.90g), N, N-CIHEStH2Y 222t01=(0.80g) * Eel
HEAZ AOHLIOIE(0.80g)2 E&E22 A20AM 73 uwbiotn, =S& 2HsS ZLAZICH
THALS BN Z4H(1oml )22 Xelotld, EEE2 =SIS0A 0.05AI2tS2H XEAHA HE2 U £
Setth.  EXA dd=E OME O6dtotl, OtAIE, Ol=0l GEHZZ MEotll, AXZAIHA ZXM e
£2 8F0| 219C(Zoll)Q H&rH(0.280) 22 M +=S8HCL.
CigHisF2NsO - HCI Ol CHEE 2 A F A (%)
=Xl 1 C; 55.19, H; 4.10, N ; 18.00

Ol2Xl : C; 55.18, H: 4.12, N ; 17.87

sk WS 0.88 LI2LIOH BHo=z FIIAHF (Y pHE)AIDILL, SN CSZZ2NME22 =&

tE HA 3t

RINFEES (MgS0, 2) A=A, SLAZICH. TAME OHE=Z CE"JD}&]_, 01 totod,
£2 SF0| 144 LHXl 146C2! K2l EII(0.13g)2 M =S8EHC}.

CigHisFoNsOOH CHEH RAZA (%) -

=X :C; 60.84, H: 4.25 N ; 19.71

EXl :C; 60.48, H: 4.17, N ; 19.90

[&AI0) 17]
o)RE2-2 Y 2-(2,4

2-(2,4-LIZR22H Y )-3-(2-Al0t= Tl 2| §-3-2!)-1 (1H 1,2,4-E2|0t&-1-2
CERLZHYE)-3-(2-Al0tc Ol 2| E-5-2)-1-(1H-1,2,4-E2| 0t E-1- ) RE-2-2
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Cout

Clly

1) (CHL),NCOCT

2 (CHLLSICN

i, CN i e,

2N\ AN

I
(i) 2-(2,4-0EF2HYE )-3(1-SAEO 2l H-3-2)-1-(1H-1,2,4-E2| 0t &L ) R E-2-2
CIS22Z20E(20m])E 2-(2,4-LIZER 2 MY )-3-(Il 2l e-3-)-1-(1H-1,2,4-EC| 0} E-1-& ) RE-2-

=2

(AAIO 140IMS SELHM OIZEM & B)(1.00g) % 85%(W/W) 3-222IHSAIBIZAH(1.309)2
HES A201M 18AIZESCH WBtel = SEAIZIO. SAE OHZ22 &N wWetsty, DXHE 46t
D, AXZAIH &0l 190 WX 193Cel EH S&=(0.93)8 =S&ttt

(i) 2-(2,4-CIERL2HE)-3-(2-Alotcmlele-3-2)-1-(1H-1,2,4-EC|OtZ-1-L ) R E-2-8 & 2-
(2,4-CIERL22HY )-3-(2-Al0t T 2| &-5-)-1-(1H-1,2,4-E2| Ot E-1-L ) RE-2-2

C222HE(Im)E 22( 1 )2 M4=(0.93g) & N, N-CIHEIHZ2Y 2AE2t01=(0.409)2 &
== A20AM M wBterch EBIMI%%%/\IOPLPOI‘:( A40g)E Jtotld, FII2 60AI2F S¢F
= WS, EHRE 10 BHMUESE SH2=z AMEGL, =d&E2 =2cdlotl, UIAZZHEH2Z Al
HEHCH g8 RIIES(MgS0, 2)HEZAIZID, SYAIRICH. TAIE SENMZ2AM SAH/0IAZZEHS(4
D18 A85to 2ot 2&0A AZ0DIEDHTECZM EF0l 136 WA 141CQ 2-(2,4-CIE=R

[=

: &
REHY)-3-(2-AlOt= Tl 2| &-5-2)-1-(1H-1,2,4-EC| 0t &-1-2 ) R E-2-2(0.18g) & +S5!C}.
NS

SH(%) -

=Xl : C; 60.89, H; 4.59, N ; 19.47
0l H: 4.25, N ; 19.71

EXxl + C; 60.84,

M. R.(300 MHz) & (COCls )=1.17(d, 8H, J=7.1Hz, CHs; ), 3.47(q, 1H, J=7.1Hz, CHCH; ), 3
4.85(d, 1H, J=13.8Hz, CH, ), 5.19(s, 1H, ), 6.81(m, 2H, HEPE=H), 7.47(m, 1H, HLES),
(d, 1H, J=8Hz, meal& H3), 7.76 ¥ 7.79(s. 1H, Eclot= H), 8.10(m, 1H, ITalE
8.80(d, M, J=1.8Hz, TI2lY H-6) p.p.m.

o
o
T
&

SUs S === }98}04 FOE SEANH, HYs 2= B X SZAMA SZ0| 180 WX
182CQ 2-(2,4-CIZER2ZHE)-3-(2-AlOt=Il2|E-3-2)-1-(1H-1,2,4-EC|0t&E-1-L ) 2 E-2-2

A=X :C; 60.85, H: 4.33, N: 19.51
0l H; 4.25, N; 19.71

ZX : C; 60.84,
.R.(300 MHz) & (CDCl3)=(d,3H,J=7.0Hz,CHs), 3.82 ¥ 5.17(d, 1H,J=13.8Hz, CH,),
4 05(q,1H,J=7.0Hz,CHCHs ), 5.21(s, 1H,0H), 6.82(m,2H HEE =), 7.46(m, H HEE=), 7.60(m, 1H,
melel H-5), 7.76 & 7.83(s,1H, EcIOtEZ H), 8.32(m,1H, melZ H-4), 8.68(m, H, Il H-
6)p.p.m.
[& A0l 18]
2-(3,4-CIEEQZHY)-3-(2-Al0t- Tl 2/ 0l &1 -4-2 )-1-(1H, 1,2, 4—EEIOF’E‘
(2,4-CI1Z2Q2HIY )-3-(6-AlOt=-IIl 2|0l El-4-2)-1-(1H-1,2,4-E 2| 0t B-1-L

ﬂ19
Sl
m
p
o
He
i

1-) 2 Er
o) R E--2
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coill

1) (CIL)NCOKD

2 (CIL,),SiCN

il

(i) 2-(2,4-00E22HYE)-3-(1-2AZL2/0l&-4-2)-1-(1H-1,2,4-ECI 0t E-1-L ) RE-2-2
CIE2Z0E(20m])E 2-(2,4-CIER L2 E)-3-(L2I0e-4-2)-1-(1H-1,2,4-Ec| 0} E-1-2 )-F &
2-2(AAI0 30N 2ELH OI4EM # B)(3.31g) X 85%(W/W) 3-S2IZIHSAIHZA4H2.03g9)2
XS A20M 48AI2t=Qt WBHEICH.  FIOt2 85%(W/W) 3-S=TZIHSAIHIEZLA(2.03g)8 EXsS A
2% 48AI2tser WEHEICE.  FII2 85%(W/W) 3-S2RIZIHSAIMXZAH2.03g)2 Itotl), FIIZ2 18Al

[

2hESet S LWBHstCE.  AAIG 15( 0 )OIM J1=8 diet20l =X™elstol, &0l 157 WAl 160TCel

=]

HHN3EE(0.80g)2 +=SS&tLt.

( ii ) 2—(2,4 CERLZHE)-3-(2-Al0t =Tl 2101 -4-2)-1-(1H-1,2,4-E2| 0t B-1-L ) R &-2-3(
-3-(6-AlOt= Tl 2101 El-4-2)-1-(1H-1,2,4-E2I 0t Z-1-L ) R E-2-2

)2 MAHZ2(0.80g) L N, N-CIHIEStHIZ2Y Z2=22t01=(0.50g)2 &

£ i
QQOH/\-I 2AI2t=0F WBHEICH, EZIHEAIZ AIOILIOIE(0.509)E JtetL, F=It2 6 Sot
A3I1D EAIS Al2I3F ZA0NA IAZ0LEDHIISCH. CI2Z2 20 EH/ 0

}'ﬁ - =
Bt= (100 12 ABotH SSAMNH ME2S +Sot0 229t 240AM CAl 220tEDHIISHC
ez =2 MAlGtLD, =S HIICZN SEMN =42 EX=2

|otE
JH\I?_HZ} _5F_JI é"é%—%’% 228 gotll SLAA %EOI 148 WXl 149€CQl 2-(2,4-LIE=Z
-1-(1H-1,2,4-E2|0tE&-1- ) R EH-2-2(30ml )& =S E&ILt.

N.M.R.(300MHz) & (CDCl3)=1.16(d.3H,J=7.17Hz,CHs), 3.77(q,1H,J=7.17Hz,CHCH;), 4.09 ¥
4.88(d, 1H,J=14.15Hz,CH, ), 5.74(s,1H,0H), 6.85(m.2H,H &&=), 7.55(m,1HH ZL&EF=F), 7.69 «

7.87(s,1H, EclOtE H), 7.89(d, 1H,J=1Hz, Hl2I0IE H-5), 9.24(d,1H,J=1Hz, Ll2I0IE H-2)p.p.m.
Fot2 8sA211, Hgs 22E =% Elc' ESLAIH, &0l 155 WX 157CQ 2-(2,4-CIE22=2
HY)-3-(2-Al0t= Tl 2012 -4-2 )-1-(1H-1,2,4-Ec| 0t E-1-L ) P E-2-2 (203mg) & +=SEtCt.

CiHuuFoNsQOI CHEH RIAEA (%)
A=X : C; 57.30, H,; 3.96, N ; 23.59
Ol2Xl : C, 57.36, H; 3.97, N, 23.66
N.M.R.(300MHz) & (CDCl3)=1.17(d.3H,J=7.16Hz,CHs), 3.73(q, 1H,J=7.16Hz,CHCHs), 3.99 ¥
4.99(d, 1H,J=14.2Hz,CH,), 5.39(s,1H,0H), 6.82(m.2H, HEI&F=), 7.51(m, 1H, HEEE), 7.71 &
7.88(s,1H, E=eIotZE H), 7.77(d,1H,J=5.3Hz, 1l2I0lE H-5), 8.84(d,1H,J=5.3Hz, 1Il2I0IE H-
6)p.p.m.
[&Al0] 19]

2-(2,4-0IZ2QRHEY)-3-(2-HSAISHE L0 L TI2I El-4-2 )1~ (1H-1,2,4-E2] 0 E~1-Y ) S -
o-2
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o G OH CHy
(N
4 CHOH/KC
—
% (i
F
I.'
CH,
N NHCOLH
N/ N \ il N%\ -

N
D NG, \:N/

2 GHOH

/N

—

tiii)

It
m
|

) 2-(2,4-CIERR2HYE )-3-(2-HSAtEL T2 E-4-2)-1-(1H-1,2,4-E2|0tE-1-2

(
-2

1H-1,2,4-E2| 0} E-1-L ) 2 EH-

BIEF2(50m)E 2-(2,4-CIER 222 HYE )-3(2-Al0t =Tl 2| €l -4-2)-1- 1
SOl 2AI2tseF DJrE st
(]

| (
-2 (A0 158X)(5.09)2 BEHMES JIMYa+AZ ZZADID, &
H20AM 18AIZSOH EXIARILE. SHS SLAIIL, HAME F2 S
StAIZICH.  E=gs2 LE2Z220E2=2 HdY¥ F=6t1, 8 =28
LAIRICH &AIE HE OLMHIOIEZSRH ZE 56t &0l 182 LHXl 183C =AM =tet=

(ii) 4-[3-(2,4-CI B2 22 HY)-3-5t0| S B AI-4-(1H-1,2,4-E 20t B-1-Y) R E-2- | T 2| €1-2-5} =2
ALSF BHOISRERIE
OIAZZBS(20n)S SE(i)° M4S(3.809) L CHOIS2HA 232 (6.0m)S EFGH0 2.5
Sob Jlel &, ZHARCL  TA B2 Jiet, 2E2S 222WECE ol =&
B8 =E22 242 MEGIDMNSH 2)AE ACH  SHE SLAZSE2M, EH S2(3.30
0)2 2 S0l RF ABEE 2 LTH2N LS80

(iil) 2-(2,4-CIZ2 22 H L )-3-(2-0SAISHE = 0H0| &= T 2] §1-4-2)-1-(1H-1,2,4-E 2| 0t B-1-2) 2
E-2-2
S2(ii)9] MAS(1.400)2 6N HA BHADID, BAUS 0TZ WANACH  +(2n)F OHRMU
EB(0.2760)2 BMS WHIGHAN XIIeD, A2 SO HE DEEIC.  01S0, SAS Zeral
EE BYUOR IIHBADIL, +SH BUSS L2IRMES A0 0¥ FB80. &6
S| =222 (MgS0, 2) AEZAZID, SLAZCH  FHAEZ HES(5m)H SHADID, SAUS @
S5H01 2.5AI2rS 9k Dt ZUARICH  FMAE OEI2R2EH ZFSAA, S0 177 WX

6COl HH StE2(1.120)S ~S8iCt

CooHa1FoNsO30fl CHEN RIAZ A (%) -

\‘

Al
=

=X :C; 57.90, H: 5.25 N; 16.81
OI2Xl : C; 57.55, H: 5.07, N: 16.78
[& Al 20]
3-(2-ot0lcmlelgl-4-2)-2-(2,4-CIER22H Y )-1-(1H-1,2,4-E2| 0} E-1-L ) RE-2-2
clily al,

ol ol
IO !
NaOlls

A
\:N/ ‘ N

40% =ASHLEES 2M(2.0m)2 SRSt= NES(3m)S AAl0 192 H8=(0.80g)2 EHE &
ot 2A12t S JtEst =, SEAIZC. == A0 Jtotl], EE== 0IE OHMEHIOIEZ 01
M =EEC g8 RI FESS (MgS0, 2)HZTAIZILD, SMHE ZSLAIH DRE S&C. 12
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E olHlZ0l ZaiAI212, AXIAIAH &0 182 WXl 185TQ EM FFE2(0.450)2 ZHFIAIZICE.
CiHi7FoNOOl CHEH RIAZ A (%) -

=X 1 C; 59.34, H; 5.03, N; 19.92

OI2Xl : C; 59.13, H: 4.96, N ; 20.28

[& A0 21]

5(2 -UERLZHY)-3-(2-0ISAIStEL0t0l T2l e -5- )-1-(1H-1,2,4-E2| Ot &E-1-L ) R E-

cu,on/m
—————
N (i) AT
G D lNo,
2 ClLou N
/\N \N
\—=y (i)
CONTINTI
NHCOL,H,

(0 ) (2402222 HY)-3-(2-HS AP 2 LTI 2 €-5-2)-1-(1H-1,2,4-E2| 0t E-1-L ) 2 E-
-2
2-(2,4-LI22 Q2 H|Y)-3-(2-AlOb= I 2| E1-5-2)-1-(1H-1,2,4-E2| OtE-1-2 ) LEF2-8  (&AI0 17
BX) (1,002 AN 19( | )o wEol mel s 24 EXotdl HIES(20n)E Halotol, EA
SErEs 08 il XNE AlgHs 19 (0.75g) N &S,
i) 5-[3-(2,4-0EZ222HY)-3-50|SSA-4-(1H-1, 2, 4-E2/015-1-2)]PE-2-2)I2/g-

S2( 0 )2 H-8=2(0.750)2 &AM 19(ii )2 ZEol et olAZZEZ(10ml)E otolEtE =35t
£(2.0m)=2 H™elottd, HHM stE=(0.36g)2 L2 AN HE MEXH= RFE LIZH=ZM =S8

(i) 2-(2,4-CIERL2ZHY )-3-(2-HSAISIEL 00l = Ol 2l ¥-5-2)-1-(1H-1,2,4-E2| O} E-1-L) 2

SE(ii)2 MH2(0.36g)2 OtHEMC=Z Helst 8, =5€ oXNE ZLHE AAM 19(ii)e &
2ol Oet OESsS0HA JIgseen £ dd=2= +Sotll, 0lxXS 423t 240 A=20tEHl
t5

AZICH.  OIE0 HIHIOIEE ZEANIID, HE
222H Z2483AAH ZHMF 0.12g9)2

CgoH21F2N5030‘” Chst AN
=X C; 57.81, H; 5.00, N ; 16.46
Ol&Xl : C; 57.55, H; 5.07, N; 16.78

[&AI0 22]
3-(2-0t0lcmlelel-5-2)-2-(2,4-LIZR22H < )-1-(1H-1,2,4-Ec| 0t &-1-2 ) R E-2-2

1 BLAI =, OlE OtAEIOIE/ ]
O

“&o”u
W

%)

5% 44 SAE LBMAYES)S FRSE OLAZRBE(Un)E MAIN 212 MAS(70ng)° 2AS
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SHRoH0l 4AI2 SOF JIEs =, SEAI2ICH. &AM 22 Jiotl, EEE2s =] E
A F=ESIO. 8 RI FE22 22 MEGILD, (MgS0,)E2 AXAIZICH. SBUHE SLAIHA =X
SlgES PAHE LA (49mg) 2N =S,
N.M.R. (300MHz)
8 (CDCl3)=1.06(d.3H,J=7.12Hz,CHs ), 3.23(q,1H,J=7.12Hz,CHCHs ), 3.93 & 4.77(d,1H,J=14.2Hz,CH, ),
4.63(2s,2H,NH, ), 6 54(d,1H,J=8.5Hz, ml2I& H-3), 6.75(m,2H,H H&=) 7.45(m, H,HY & =),
oF 7.70(m,1H, ml2IE, H-4), 7.71 & 7.76(s,1H, E2IOtE H), 8.04(s,1H,OI2IE H-6)p.p.m.
[& Al 23]
(-)-(2R,35)-2-(2,4-CIZER 22 H Y )-3-(Ul2l0l=-4-2)-1-(1-1,2,4-E2| 0t &E-1-L ) R E-2-2
i,
HO
Uh A X
/\c()N| )\J
Ao
(ii)
F
Tl yealw ol 4
(25, 3R)/ (2R, 39) © (25,35)/ (2R, 3R
o of 411 &%
NaOH/CIHL01 225125, 3) /(2R a8) e A 4 ’

(i}

(26.3R)/ (2R, 35)
gy 4

NaOH/ClL0H

Cll,

ou 0

g rﬁ 1 MESOCENDTS
N HIE - we
A
4 | 2 KCO/MIE
\ .
.

¥ (v)

(=)

FZONEH =

it

"o

- o .
( ] ”/“\'\:Il/l\f\]t\W
N N
()
T

e e

Clt,
o l ”

M\

AN
N/ Mi

KL,

MeOI

—_————

(i) 2-OtMIEAI-2' 4 -CIEZE2
OLNIEAHEOMI)E 2-22=2-2' 4'-LIZR22 OMEH=(19.0g) %X 22 UEE OtMEIOIE(16.4
g)e 2US ESR5H0| 4Al2 Sob Jjg s S, SYA2ICH.  FAIZ OIEOIAIEIOIER SAF0I0I =HH
AMZITH, KIIES =225t SEHMUEE 2HE HIEGID, (NaSo, 2)AX AlI2ICH Z0HE S LAl
A 905 #5510 0|HE Ao HOFEDH.  £S% DHE oustn, A2 NHGID, HX
ANHA SHO0| 54 WXl 56CC EX 382(16.29)S 4S5},

(ii ) (£)-(2R,35) 2 (2S,3R)-1-0tMIEAI-2-(2,4-CIZER 22 H Y )-3-(1Il2|0|El-4- ) LEF-2-2
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P4 HEZSOIS2TRH40M)E  CIOAZZEOISI(30.30)0 SUS n-TLIS(HMLE 168
188ml), OIS0 4-0= WelDIE(32.40)22 AAIGI 39 S0l Mot HA=XMO=2 et S+
HED slol=2Zei(dm)E 22( | )ol MAZ(64.0g) SUE DG 40 LK -50COIA
0582101 M ObiC _OIZOI OMEN(M)E Ololn SME aeo= Sj2AL. dE=
(lo0oml) 2 2(1000 ml)E OJtetn, S22 MSARC. RS2 =2otD, LR AEHLOD,
(MgS0, )2 AZAIRICH  SHE ZLAITID, MAE M2t AANN AZ0EIHTEC.  HEHZ/
A1 4)2 ABOIG SBAH SLSI0 HES ST HEHES/HA( : 1)S AIESHO,
S48 OHIZO ASE (K HMAS HIES 2AAICK EZ SEAN, DM (£)-
M 282 2 OIS (2R.35)-2 (28.3R)-22UX OIMEM No= IHE PBIHES 45
SICH. B2 SAUS S KN WEHESE Jbet 3, SM(0BH4)S IS =82S WA
& col HH aEe

, e DHE Oidtot, &MOF AIEGHLD, Ei/\lﬁ &0l 102 WX 103.5

= C; 59.68, H; 5.09, N; 8.55
2% : ¢ 59.62, H; 5.00, N ; 8.69
(i) (£)-(2R,38) & (2S,3R)-2-(2,4-CIZ2ZHIY)

= -3-
N =MSLEE SH (40ml)S OHIEFS(8m)E =22
0.25A12+01 Z2H™ DJtotd, FItZ2 0.25A12H SO H=H

ZAHA SEO0| 148.5 LHXI 150.5¢ HH St&S(17.49)2

C14H14F2N2020“ et FAE _'(%) :
=Xl : C; 59.80, H; 5.09, N; 10.12
Ol2Xl : C; 60.00, H; 5.04, N; 10.00

(iv) (-)-(2R,38)-2-(2,4-CIERQEHY )-3-(Llc|0IE-4-L ) LE-1,2-CI2

(S)N-(ECIZE2RZ0tNE)Z22 Z=Z240/E(CIS20E = 1.0 SU 72nl)E 2= LS=2Z0HE
(50m)E 2=(ii)o MHS(16. 7g) 2 mele(8.7ml)el LY Mo HIISCH. BHUS 0.5A2L S
et wetet =, LSZZ2MHEHSS SEAZIO. 0lE OHMEHIOIE ¥ == Jtotl, Eg=3 2N St
O pHILZE AAFAIZICH. R®IIE2LZ =2clotdd, 0.IN & & =SS ASot HEFHo=Z NHE
S, (NaS0, 2)HZTAIZICH.  E0HE ZBZAIIILD, TAE Aot 2AUA IZR0IEDNTISC. 2™
£ M/0EIZ/CIHEoel(65 «+ 30 @ 522 EF AL, I MES-FR =EES gotl, 8
ARICH  &ALE ColaZ=zd HZEZ22H Z2&stolod, &0l 91 WX 92.5CTel HXN ofe=
(2R, 38)-CHEXAIL (S)-N-(ECIZER2Z0HNE)ZEZ NAHZE =S&HH

Z2Yg FIHE SEAMA, FHY (2R,35)-L (25,3R)-UHEM2 =22 012 (S)-N-(E2UER2
ZOtME)ZEY HAHZEZAM &Role &S ST Hget 2= gotll, S2AI11, 0
TALE &) BESIZ RH =S WS SEAMZLZAH =Sg AL St gd EEgES
229 CloIAZZE HHZ0 AL, BBH=2 ==8H(2R,38)-MH29 Z2H2=Z MY(seedin
g)otd, 4AIZE SQb WH2AIZICH GG, &==8H2R,35)-LHEME(S)-N-(ECIER220tNE)E

Eg AHEZZAM FIIE 1.90g2 £=S8HCt.
0l dd=2 20 HsE AXsE X-

HH stEgE2 oYl 01|£E1|§(6.0g)% OIEF=(28ml)0l EoHAIDIZD, 2N =
JbetCH. 0.25A12F =, 2(100ml)E Dtk %é‘%o TAIZE Set g Cl
Z HMIHoIH, AX=AIH E&EO0| 147.5 WXl 148.5C¢2!

C14H14F2N2020“ Chgt |AEHN (%) :

Al=X 0 59.94, H; 5.16, N 9.97
OI2Xl : C: 60.00, H; 5.04, N ; 10.00

( v ) (1)-(2R,35)-2-(2,4-LIZER2ZHY )-3-(L2I0lY-4-L)-1-(1H-1,2,4-E 2|0} B-1-L ) B E+-
-2
HEtEZY Z222101=(1.15g)2 2= ZA Oolatol -10 WX -20°C 0ol A = HEclotlolE2Fet
(3om)s 22( iv)2 *o“éi%(z.%g) 2L ColAZZ2EEO0LRI(2.38g)2 DLHJEI oMY Jfstt. 2
HE SUL2TUHA TAIZISOH Wegt =, 24 B 2E(7.09) ¥ 22 NN-CIHEZS00IE
(25ml1)E DJistlt. Eg22 &A20A 1.5A12F SOt wetst =, 2 WHZ A0l 2HHAIZICH
KIIES =226tD, S22 MEGSID, (NaS0, 2)HXAIZICH., 20E ZS2AIH 228 £=S5+10 012
S =Al HE=(50ml )0l ZEHAIZICH.  1H-1,2,-E2I0t=(6.0g) 2 S EHRHLHIEZE(6.09)2 Jistd
SSE2 WBtolol 60THA 40AI12F SOt Jigst &, SYAI2ICH.  TAIE 0IE OLMIHIOIE/HHIZ
(1 : 12 2 A0 2BHIAIZID, RIIE2 2c2lotl, 22 HES =, (NaS0, 2)HAXAIZICH. S0H
2 ZYAIZ|D, TAIE A29t AN IAZ0tEcHOISCH.  OlE OLMIHEIOIEEZ AR5t 11X 2
ENH S=S-85 =2E2 258 =, € OINHOIE/HES(20 @ 1)S A80old EF¥5MO=Z =
2 E8ANH, HYst 222 8ot s2A2 = &0l 55 WAl 58T HEHMSE2(0.879)2 =
Sttt
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[a]7-65.1" (HMELSZE 0.55%)

N.M.R. (300MHz)

& (CDCI5)=1.13(d.3H,J=7.12Hz,CH; ), 3.68(q,1H,J=7.12Hz,CHCH; ), 4.16 % 4.78(d,1H,J=14.1Hz,CH, ),

6.60(s,1H,0H), 6.82(m,2H,H &&=), 7.44(d,HH,J=5.0Hz, Tel0lE H-5), 7.57(m, 1HH E&=),
7.61 and 7.96(s,1H, E2IotZ H), 8.77(d,1H,J=5.0Hz, Tl2l0IE H-6), 9.17(s, 1H,TO2I0IY H-

~ —

2)p.p.m
SZUM OIHZEX & BE AJ| AAMUAMN 2cl5tR2Lt, 0lH2(2R, 3S) ¥ (25, 3R) 22LA 0l
HEMe g2 FHEEU
o2 8t B
23 GAA HBIRUAM Jl=s Aoz =FHS =2 LYo FES2 A2 F MU Sz
A AE2 ZWME oI EOl LIEHHCE
<
= N
=
. -
el I~} =z = N
Ex - s o«
=
o
A4
e = © o =
i = Z S s
T | %ol
NIk
=
Sidg
HEZIE g o 5
Z15% s p S
Ho | 2
< =
= >
& T =
T - = = 3
_‘i =7 3 o s
=
®
E =z,

R
H
H
H

2"
\_/
4
C

R
CH,
CH,

— 128 —
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2.24

0.39

0.19

0.012

H

CH,

B

0.69

0.78

0.098

0.021

H

CH,

B

0.42

0.78

0.098

0.039

CH,

3.44

12.5

3.1

CH,

CH,

>5

12.5

CH,

4.21

12.5

6.3

0.74

H

CH,

10
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2.24

1.56

Cll,
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8 2 w S 2 S
— — A - (=] -
-3

— — w o w o

el ) o © — o

= w <o - < —

<

o =] o~ <>_ =] -r

=] =4 < =] (=] =3
- 2 g
r—z z = z =
/ = = = =z
z. —Z z \ = =z =z —
N N\ z z — 7 72

\ /T / A\ / !

Ny '’
NS
|
L

H
H
H

H

CH,
CH,
CH,
CH,
CH,

s % S . = 5=

)

12
19
0
1
2

=4d AE

AN 30N R2H OdEH & BZA =OE sef=S HEON ot 7€ s+ 1
80mg/kg22l 27 SHES MG AIFE Z, 10 & 30mg/kg 22 SFHY =ZF &
sS4 ggs LPEH_HII ‘BJS&Q# 80mg/kg/ €2 ENHE =FEUM= 2t S0l 13% Zoicts 240 &
AL A28 Noz2 M M2AL X L=C.

MAOL 20N SEAM OISTH 4 BRA HOE 2T A
B 2L, O SOPUAME N2As S8 F&0l &3l LU 2

=

MehA, &1 AAI0 32 stets 2 A0 22 steE2 SH0| E2X22 W2

OH
(n

AJIMUA, RS 2 U ORENA 242 SOz M= 1 WYX i XSHZ o xsE b
20/D ;RS C, WX CAZZOIH ;A= H £ Cy U Co 20D 5 e’ @ BLEXU Y
OlFE B4 AN FEEO YD, WlUY, DAY, Tl0HY, DNY ¥ EeoEY
OA HEE0Y, "Het"= Cy LHXI G, &, Cy LHXI C,E=A |, &%, CF;, CN, NO,, NH, -NH( C; LHXI C4
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AP A) E= NHOO( Cr LHXI C,2Z)E o XISECH

H3g 2

M1 Ol YOIM, THet'Jt €1 WX Gy 217, Oy UK G 2SN, B2, O, Moo, M EE MOy
WX C; 2Iheg 2

)2 2o s mAOY, DAY, We0dY, medY U Ez0EY =
A /\-IE“EE UBkAL (| )o SHEE2.
3

g

do1 sl UAOA, "Het"JF Cy WX C &2, Cy WXl C,L=2Al, &2, CF3, CN, N0, NH, -NH( C;
X G 2Ite) % -NHCO, ( C; UHXI G, 22)ZOIA 2432 SENOR Melsl | = 2o XSH=2
P oo xEE MUY, TRAUANY, TA0HY, MANY U E0FY ZHN Hegs

H 3 &0l JAAHAM, "Het" Cy WX C, &€&, C; WXl C,L2Al, &2, CF3, CN, NH,, -NH( C; WX Cq
g

C
U Y) L -NHCO. ( Cy WX G E2)EUAM 22 SE=
o al

Moz MEE 1 EE= 249 XEdzE BF
o] XletE meldy, meltxg, mendg Ity SUA deEs detal (| )2 g8
=Y
478 5
M 4 S0l A0IAl, "Het'Jt GHLISl ON, NH, F= -NHCO, ( C, WXl C, 22)XSHE 2 2o/x|ss
Delge, MeIORY, I0ee o DAL S0A decs Asra( | ) 3Ee
378 6
M1 WX 5815 0l 3 S0 A0IAl, 'Het'Dt 2-M2IEY, 4-M2/EY F= 4-D20HU0l AptAl
(1)9 e
H7g 7

1 EOl ACIH, ROI 1 WX 340l ERXSME K& HY 150 Lual( | )9 HES.

37y 8

7 B0l AOIM, ROl 1 T 20Ol BRXSME XSS HY 1S LurAl( | )9 B

378 9

0l 2,4-UIZ2Q22HY, 24 U222HY, >E2Q2HY = >-222Hd

H 9 &0l AAAM, ROl 2,4-CIEFRZHE QN ABAI( | )2 FHEE.
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M1 gol JqAANAM, 2-(2,4-CEFL2HE)-3-(Ileld-2-2)-1-(1H-1,2,4-E2| 0 &-1-2 ) RE-2-2,

2-(2,4-CIER2RZHY) 3—(HIBIE|—4—°')—1 (1H-1,2,4-EC|0tE-1-2 )R E-2-2 L= 2-(2,4-0ER
QZHY)-3- (MIEIDIC|—4—%' -1-(1H-1,2,4-E2I0t&-1-2)-2E-2-20  LLAI( | )9 3F&E L=
Ol NStz dEHE &.
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