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403741 A7

B7

5o~ BB (45 )
Y.
35 4-(4-H-1-FEBE)FHER .
R100alZ W W M A 4. 00 B M B -H XM, 4.54% 3,
4 5-Z MM EEA2.60%1,1,3,3-0 B R K, M@ H RS
MEERWEL, REW AR 1000IF E T, M 10081k K
B 100nlKk kW, WMsSO4B ML Bt , AMBWFEMZ B
B, BB BE R 26. 82N MELAM, n.p. 92-93C o
2 %m0
3,5-= R -4-(4'-H -F AR E)F X B
R50alZ B T ® A6.00M K2 58 IMM23,56-2 & -
b-(4-R-F R BE)FBER, MZEMSE EE 2 SaCle
EEE2NE, REBEBRGSR, MAIF KA EEEM
10%NaOHEE 2 M fb 8 bl 100m 1B B Z B i 38 o 8 0 38 9 M X
BW, AHeSO4m MU N ZBBE R, B5.128 2 M8 &
4%, n.p.151-152T o
2 £ f 3
3,5-= H -4-(4'-H -1-F KB E)F XX B
R100nlB M A 300l B 2 BRABE D E AS.00% £ %
M2l B 23.5-“ R -4-(4'-R-1-FEBRE)FER, M@
E5-0CRRETERMBEM 00l 2 2-BEE 2B BB B
EME B R, BER10-20C K B2/ B B % 5-10%C
MR HEERENS R 500l G M P 0 5-8 S SaClal BB .
ST RI10-20CERE2ANG, B NB2ERB IR KK

AR A @R P RBRRER (CNS ) AGUS (210X 29720 % ) 43

(o Dr-2 e ot Bl ki B v Bk BoR 3k )

d———e—_— — W

[T
-~

a
X
7



PRI RSO R S

403741 A7

B7

A RRRA ()

HX A B ZEHIR c BB RY MU NeS04E R, REMNAE

E R M R4 20EEELAY, n.p.113-114T o

2 % fl 4
4-(4'-H-1-FERE)FE-3-ZHAFERHE

Ma-(4"-BR-1-FEBRE)FTE-3-ZHFEHEZEHN
mRERE, R2EA2BEVU S RBAELESY, n.p. 103-
1047C -

2 £ f5
A-(4'-BR-1-FPEBREI)FR-3-ZAFEZEXMH

e EMaNBze-(4'-E-1-FERE)FTE-3-Z &

PREEEMHMBRE, K2EAEUNSFXeRFAELEY
m.p.95-977TC o

B A1

2-(3,5-— @ X B )-5-FEH-2,3- 28 -1,2,4-= ¥ -3-W

({6 & ¥ 16)

R E sk (THF) P 8 B 2.77TR 2-(3,5-— ®H F & )-5-
®-2,3--8-1,2,4-=H-3-H, BEg WD AREBKE®G
AWEHEBER2FER, BEESAYREZERFKEIIEF - K
Exmi, RERAYREEBETREXNBRED ¥ & W
Ko AREBKEFRMBEBZER, CHEHRI000IAH F,
FHBPBEUNEXBRBRELER, REAAETEREES FE
Merck® B 60; — HHF K -FE=10:1D)HELMB0.4% 8 &

& % (m.p. 164TC ) °

T E 2 H Ciogl7Cl2N302

AUEREAR T ERAFMRAE (CNS ) AU ( 210X 297204 ) 49
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403741 AT

B7

P PE DL N e R -3

s BB (5, )
c H N

stE M : 44.145 2.593 15,44

® @ M : 43.92; 2.61; 15.31
NMR[CDCls]d : 4.09(s, 3H), 7.25-7.48(m, 1H), 7.51-

7.75(m, 2H)
B H 2
2-[3,5- 2 H-4-4"-FE-1-RF¥BEI)FEINE-1,2,4-Z
-3-M ({6 & % 38)

Roopnl=2 EEBEPBEM2.07% 2-[3,56-= H -4-(4'-8&
MI-RFER)ZERI-1I-Q-BZ2E)GERUR2-BEH MBI
c ABMANZFOHSCEREETERFETRERNFERTE Z Z /A B
BE - xBREmEe, RERBEEFETHEETINK - B
LPEBEBHEBR _EPREZMSONI1.4-Z 18R & X B M &
B e BAWEHRL4IE, TR EBEREN, ERBYWERE
i oo Uk KR EMREBENBBE, AEKRBESERZELRE
BEYEELERERBESHE (MerckBH B60: EM)A LM
Bo.1mEELAY, AOBYWHE, R138-139C AR (2
&) o
% EDH CizH13ClaNa0

c H N

$t B : 51.60: 3.315 14.16

% W 8 : 51.53: 3.36;5 14.14
NHR[CDC13] 8 : 3.00-3.64(m, 4H), 4.19(t, J=6Hz, 1H)

5.69(br, 1H), 6.09(s, 1H), 7.29(s,

AU RL @A T BB RARR (CNS ) AdSUE (210X 29720 % ) 50
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403741 AT

ﬁ~%§%€)‘£%(51)
4H), 7.92(s, 2H)
B H3
2-[3,5-—H -4-(4'-H-1-MFR)F H]-2,3,4,5-B K -1
.2,4-3“)%-3-@](&.%%41,)

H32.003E2-[3,5—:i-4-(4'-%-1-ﬁ*§)ﬂ§§]-1-
Q-FRET R EARARMABRESRE, REAZERA®H S
EARBOSEAGEELAEY, n.p.166-167T -
st E M Ci7H11C13N40

C H N

i+ H B : 51.86: 2.82: 14.23

® W E: 51.60: 2.87:5 13.93
NMR[CDCl3] & : 4.00-4.20(m, 2H), 6.14(s, 1H), 6.45

(br, 1H), 7.15(br, 1H), 7.30(s, 4H),
7.72(s, 2H)
' Ol 4
2-[3,5-— R -4-(4-H-1'"-RFE )FE]-4-B RN EF-1,2
JA-Z= o -3-8 (b & % 40)

Roopl- R EHEBES, BM1.18%1-8 & -1-(2,2-
—ZzEBEZR)-2-[3,5-2H-4-WH-1I-RFXR)XE G
S, ERERI40-145C R E BT 2K - MERKER
& W B A300mlvk Ko, FH200nlR| G M E - B HIEY U
FEABRBEENR, BHEE BREYRDOEREHE U
LiAlH«B E L B BB E D & (Merck WR60: H )M

LB 1R EELEY, n.p. 137-138T o

AREREEA T RBARERE (CNS) A4S (210X2970 % ) 51

(34 D 2050 ot ik B e Bl B3k )



PRI P RO e 350 M o -6 3 pe- TS 3 S

403741 A7

B7

ﬁ~%%%%(m)

TR 2 H CislisC13N40
C H N

G EMHE: 52.77; 3.69: 13.68

B B IE: 52.74: 3.62; 13.68
NMR[CDCi1as) & ¢ 3.00(s, 3H), 3.20-3.60(m, 4H), 4.25

(br, 1H), 6.08(s, 1H), 7.28(s, 4H),
7.89(s, 2H)
B HS
2-(3,5-— " X ® )-2,3,4,5-9 & -1,2,4-=W -3-§ -5-
M(t&®T7)

R100nl® E P, FWM2.58 MBS W3, 5-= 8 M
RINEEFAEAMEBEREAYERSSD K - HERERE
REVWERBEEREGE 2 & (lerck® B 60; )KL
MBI KEES A, n.p.200-201T o
7T R D H ColsC1l2N30S

C H N

it HH: 39.43; 1.84: 15.33

B W E: 39.45;5; 1.97; 15.05
NMR[CDCIa] &6 ¢+ 7.67(s, 3H), 7.84(s, 1H), 13.80(br,

1H)
B H6
2-(3,5-—_ @ X & )-2,3,4,5-"m & -1,2,4-= -3-8 ({6 &
1) |
R50ml70%Z2 B+, BM2.TMREHSHIARZIEEY

AR AR T BB R (CNS ) AGHA ( 210X 29720 ) 52
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A7

403741 B7

AR ()

7, BMEMALE R ZERRESR - hEAYREET R
HBE, LRBRIEY BERRETEGARZY B
R100n I BE M Z B - M B WA K B 2 % 1, #@ & B B
BU-BBBHRYBEREEEDHE Merck® B60: & 45)
MBI IRERALAY, EHEBYWHE, n.p. 179-
1817TC o
7. & 2 H CoalH7C1l2N30

C H N

st HH : 44.29; 2.89; 17.22

E B ME: 44.59; 2.98; 17.41
NMR[CDCl13] & : 4.05-4.20(m, 2H), 6.30-6.60(br, 1H),

7.00-7.30(m, 2H), 7.52(d, J=2Hz, 2H)
- I
2-(3,5-= W F £ )-5-F % -2,3-2 8 -1,2,4-= 1 -3-8 (
& %27)

R50nl =18 &, WM2.20M2-(3,5-- % % %) &
B, MREMAL.S2REZ_-_BRERKAY, B4YWHKS5SH
B, BB HREESY, OBREYWRZHEELELEB1.34
REBELEY, p.p.160-161T o
7T E D W CisHaClaN30

C H N

st EME : 56.63; 2.85; 13.21

R B MHE: 56.52; 2.78; 13.34

NMR[CDC13]& : 7.38(t, J=2Hz, 1H), 7.45-7.70(m, 3H),

AMERBEAATEBRRE (CNS) ABLE ( 210X 2970 % ) 53

(300 P 2ol Bl e B N Btk B 3 )



PR P RO e 350 1 o R R -

403741 X

B7

A BRA ()

7.75(d, J=2Hz, 2H), 8.05-8.30(m, 2H),

8.48 (s, 1H)

B 8

BH2-(3,5-— ®EF¥HE)-1-(2-BE-2-FEOTH &)W &
B ERE, MDBEAZEM FARAESREEW2, n.p.120-
122¢C o
' A9

H2-(3,-Z X H)-1-(2-BRE-2-FHRETZE )W
aRHEBERE, BEMAZEBEMUFAABRLESEWI, n.p.115-
116¢C o
B H 10

H2-(3,5- 2 @ FXHE)-1-(2,2-—_ FHRE-2-BZ & )M
AR HEBRE, BEAZBEMNSFASGRELESESYW4L,, n.p.151-
152C o
g 611

HEEWIHBRE, BREA4BAMU T A ERIEEDS,
m.p.148-148T o
B Hl12

B 2-(3,5-= R K E£)-6-8 %£-2,3,4,5,-M48-1,2,4-
EH-3-M-5-RHEMEABRE, BEEAHEM S LS RLS
Y6, n.p.164-165C o
B H13

H2-(3,5-— ®HERR)-4-BHEXE-1,2,4-=0 -3,5-
—“HHEBRE, REASHMUSFEASBRILS WS, n.p.149-

AWK R AR PREAFRLE (CNS) AdALE (210X 29720 % ) 54
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403741 A7

B7

A~ BHHRA ()

150 -

B H14

Bm2-(3,5-— ®EH )-8 -1,2,4-=Z=wf -3,5-— 8 B
BRE, REASEMUF RIS RLEWI, n.p. 221-2237T
(% 8 )

E P15

M2-(3,5-“HEX)-1-2-BE-2-FZE)HWEAEMN
BRE, REM2EMHRAHMbE W0, n.p. 164-165
T o
B 16

f2-(3,5-ZHEE)-1-2-BE-2-FTZE)HAR
M RE, REM2EMNSRAAMALAEWIL, n.p.130-
140TC -

AT

Hb S WM RE, KEACAMN IR AR LAY
12, m.p.210-2117T o
- B

B 2-(3,5-= W EE)-6-FE-XNE-1,2,4-Z 0 -3-W
-REMERE, KEMOCEMFIR SRS Y13.
B9

ERARRBERRTBN, KEAIRMNS R R L2
14, n.p.190-191TC »
¥ 20

EAFTRBRRAFEN, KEAIBNFIKX AL S

(ol D2 3 o it B N Bk RO 3k )
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PP RO Mm-S -

A7
B7

A RRRA ()

¥ 15, m.p.152-1537TC o
BHM21

5-% -2-(3,5-—_®FEH)-2,3-=28-1,2,4-=14 -3-W
(& W 17) -

R3nl=—EF RSP, BEL.OER2-(3,5-Z®HFXE)-
2,3,4,5-0 % -1,2,4-= -3,5-—_ 8, MR &EWMSZ 2/ &
ExHEtBEA=ZFXBEERIZCIODE - REZT®HRE, I/
BRBEETEBES NS (Merck® B 60, = ®H B % -8 &1
B =2:1)pi {6, m.p.148-1497TC o
NMR[CDCl13]& : 7.42(t, J=2Hz, 1H), 7.66(d, J=2Hz,

2H), 7.(s, 1H)
BEM22

FRAREHFRATFES, REAHIBMUSASRLES
18, n.p.93-95TC o
B M 23

FRAH-ERHREBRRAIER, REALIBRMNLTA &R
4 W19, n.p.176-1787TC o
B fl24

FERAB=Z-THRRERYTYRAFEH, REALIRMNLIAS
i 4& %20, m.p.97-99T o
B f25

ERABFZ-TELIFRRAFEH, KEAIRMNLTRXS
®iE& W21, m.p.91-92T o

B f26

AMIERAER P BEFRE (CNS) AdMAE (210297204 ) 56
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403741

A1
B7

A KR (. )

ERBRAPESH, KEMNIBVFRXSRLE D22,

'm.p.126-127TC o
B H27

EHRAEFERRTBES, KEAI1BEHNSR 4R
It & %23, n.p.68-69T o
B 28

BEAH2-8 28 RMAEEH, f&ﬁ‘fiﬂlﬁﬂ?‘j‘iﬁéﬁﬁﬁ
W24, n.p.110-1117C o
B H29

EH2,2,2-Z2WMZERRNTEH, EEHNI1EMNHFR
& Bt Sd W25, n.p.80-817T o
B Al 30

ERALI-_HBREAERRARPEN, REAI1EMNS R
&R E W26, n.p.195-1967T o
B H 31

BH2-(3,5- = " ¥ & )-5-® -2,3,4,5-W&-1,2,4-=
M -3-M B RKE, TEAFTRBERRPBY, KEHMI1E
BELXERLEEWS3, n.p.115-116T o
B Hl32

W2-3, -2 EREXE - 1-FHHMETFEHAR, &K
B2 FRAARMEEW27, n.p.160-161TC o
B H 33

EH2-(3.5-Z REE)-1-FTHEME-1-FET P EH
Ak, KEAZRMNFX & HRLEW28, n.p.158-159T o

AMEREAR FABAFRE (CNS) AdRA (21029720 % ) 57
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403741

A7
B7

2 BRRRA ()

B34

m2-(3,5-— "X E)-5-®-1,2,3,6-W%-1,2,4-=
-3-MEBEREAEFEAFPRERAPES, KEH IR
HREHRMEEWW29, n.p.133-1347T o
B35

EH2-%%-2,3,4,5-98%-1,2,4-=}-3,5-=- /W,
kKEASEMUSASERMES W30, n.p.183-1847T o
Bl 36

B2-% X -5-H-2,3-28-1,2,4-Z2 0 -3-H M B K E
BExEFRERAFES, REAIBRMIA KL Y3,
m.p.115-116T o
B 37
H2-X®-5-H-2,3-28-1,2,4-ZH-3-EHBRKE, &
ERMIEM SR SBEESEY3I2, n.p.102-103T ©
B fl 38

EH2-4-HEH)-2,3,4,5-WH-1,2,4-=Z 1w -3,5-
=F, RKEAEMUNSF A S HRLESEW33, n.p.198-199T »
B fl 39

H2-(4-E % %)-5-H-2,3-=28-1,2,4-= 0% -3-8 M
R ELEUEPRBERAPESN, KEAIBRMUSTRX SR T
& %34, n.p.168-1697T o
' H40

#FH2-(4-R X H)-5-"-2,3-28-1,2,4-Z0h -3-W
, REMIBEMS & K& W35, n.p.151-1527TC -

AR R BAA T AR FARAE (CNS ) AdSAE (210X2970 4 ) 58
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403741 AT

B7

B f 41

EH2-(3,5- 2 ®H-4-4"-H-1- WX B)FH)-2,3,14,
5-9 & -1,2,4-=®-3,5-- 8, REAEMERX & Rt
4 %36, m.p.249-250C o
B H 42

EH2-[3,5- 2 ®H-4-(L'-H-1-WF¥EE)-ZHEE]KNE -
1,2,4-Zt-—- 8, R EPASHEBMLFLSERLELESEW3T, n.p.
215-216C (5 @) -
B fl 43

#FH2-[3,5- 2 H-4-4'"-H-1-MFE )X E ]-4-85 %
-2,3,4,5-W & -1,2,4-Z 0 -3-8 -5-H M, kKB B 6HE M
FRAEBRAEEWYWL0, n.p.137-138T o
B fl44

EH2-[3,5- 2 H-4-(4'-H-1-RFE)XE]-5-% -
2,3-=2 8 -1,2,4-Z=-3-H, KREHI1BRHNUFA SR LS
% 42, m.p.193-1947T o
B H 45

BEew3cER NI ERFTEERFRRE,
i A1 & W43, n.p.204-205T o
B 46

MEEWER_EHPFRTLEHERKKRE, T8 GSE
% 44, n.p.184-185C o
B Al 47

2-(3,5-Z_ W% #)-2,3,4,5-8 % -1,2,4-=Z=wf -3-8 (& &

AREREER  BBEFARRE (CNS) AdSAE (210X 297004 ) 59
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A7
B7

ﬁ;~é§%HiW3(60)

1) o |
1.7T7T%3.5-“ HREBBER2mIZH T, B2 REER
BRI10-20C FHRM1.1I0RE BB, NBA2.70% K o 1 30
nlZ WP, BM1.33% 0, MREMI-BREIWE, RO
HI0CEERETHMOC-REERAFH AP ERZR
EWP o MMERE, BABNR20825C KB LMK o
R30plZBd, BMOEBREZBRBR=-FK, M
BRSHNIOCEETRET, EMLENRZIEESRE - W
MERE, ROBBCHAEBRESRINE - BH LN
My RES®BE, MAKKLE AR P RmB®E, NE
KB BEE %R, BHABRDEBEEREEE S NG (
Merck® B 60; ® )i, MM 1.54% 1-3 % % -2-(3,
- EEE)-4-Q-—FEAEZE)GRAE, EABE S
(n.p.119-120%C ) o 7
RoonlZ W, AM1. 00 M ENB 2 HERE, M2
BOo.lnli@ B B RS50F60C MM -K E200 &, KREXBK®
BB EEFEBIEEE A KGR, BENEZE RS

BB ZEBSER, MBIOLT2ZEEBELEY, n.p.179-181
T o
B 48
2-[3,5-Z H-4-U-H X R E )X E ]-6-F & -2,3,4,5-I
#H -1,2,4-=H -3-8 ({6 & ¥ 45)

1.60R 3,6-Z H-4-U- AR X REI)X K MWOIRN-FA W
EXEBREPBRBERINIBRRPTEEL, RAP WA

AWGERRZERA TEBFEE (CNS) A4S (210X 2970 % ) 60
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403741 AT

B7

B BERHA ()

"1,8-Z I MR (5,4,0]-7T-F— BB BEHR2MKF - R E
THRE, BEBS®E, mMAKKBEU NI Z®E B R BRE oM
EXGBRELEERRE, AREBRYEREBEFERBESI R
(Herck® B 60; )M ERMBOIOMMERELSEY, & H
B®YWHE, n.p.258-259T -
NMR (ds-DMSO0) & : 2.04(s, 3H), 3.98(br-d, J=2Hz, 2H)
, 7.22(g, J=8Hz, 4H), 7.80(br, 1H)
, 7.88(5, 2H)

B 49
2-[3,5-Z H-4-U- R X HFHERB)XR]-6-F X-2,3,4,5-
mE-1,2,4-= 8 -3-8 (6 & ¥ 46)

B3, -2 H-4-U-ARFHEBEI)XRMAB, KB H 48
HEA AR REELSY, n.p.257-259T
B #Hl S0
4-Z BB -2-[3,5-—2HH-4-4-HEFE )X HE ]-6-F & -2,3,
4,5- & -1,2,4-=Z B -3-8 ({6 & W 47)

S BRI B LAYICUBEBBEREEX P Z2EAE, I
W HEEELELESY, n.p.101-1027T o
B HS51
2-(3,5-— W EH)-1-FHE-XNE-1,2,4-=Z 0 -3-M (& &
¥ 48)

21-BZEME-1-FE-2-3, - EFXE )BRAF MK
EHREMFETHRENB2ESR, EERDIEKR®ET,
B MU NaBHaBE FE M B FEEALEW, n.p.150-151T o

AUIRR B E A P BRI (CNS ) AdA (210X 297204 ) 61
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403741 N

B7

£~%%%%%2)

B Hl 52
6-% -2-(3,5-= ® ¥ %£)-2,3,4,5-m & -1,2,4-= 0 -3-]
B (& W 49) |

R30pl— @B ES, BM1.33R1-(3,5-~HAEHE)-
- Rs-REFiE, MBERSHIOCEERFETHE M
C-EHERER WM EBRR, A B KN20825T R #
1B, BROSBIOCCRBETENSEEEZHBERZIER B
B o R M2 Bk, REBESARERLBEZR, BRHE

WA R30nIZ BT E RO 1ol E M R50860C K B20%
@, MMB2-(3,5-~EEXEH)-NE-1,2,4-Z0f -6-HW -3-W
B, FiBLeYEERNFERELTAEEALEY, n.p.
207-208T o
B fl 53
2-(3,5-— B EE)-1,5-Z F & XNE-1,2,4-= 0 -3-8 (&
& % 50)

MEEBSET, 21-2-BERE)-1-B & -2-(3,5-=
FXERE )BREFREIBRE, TAEBELEY. n.p.
129-1307C o
B fl 54
2-(3,5-— H X R)-1-F E-XNE-1,2,4-Z 0 -3-% M| (f&
& w51)

H1-(2-B Z ®)-2-(3,5-= % % 2 )F B f1 6 % R B
BRE, REM2EMNSASRBEBELSY ., n.p.240-

241°TC -

AMIERBER P RBFARAE (CNS ) AddAE (210X 297204 ) 62
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PRI P RO 3 H o In R R TS 30

A7
B7

AR ()

®p55
2-[3-% -4- (4" -H -1-M FE)-5-F K E1-2,3,4,5-
B -1,2,4-Z 0% -3-8 ({5 & % 52)

B3-H -4-(4 -H-1-MFE)-5-F XX B MBRE,
REMOTEN SRS RBEELA Y, 0.p.102-103C
= 56
2-[3-H -4-(4'-H-1-MFE)-5-FEFXE]-XE-1,2,4-
=g -3-8 (b & %53

WLiAIHaR THF® B R E M 55N B 2 6 & W52, B &

CEfE AW, n.p.201-2027C o

B H 57
2-[3-" -4-(4'"-H-1-W ¥ & )-5-F R X B )-2,3,4,5,-
H -1,2,4-Z 0 -3-M -5-R W (bt & %W 54) |
H2-[3-"-4-4'-H-1- WM T E)-5-F E X H]-2,3,
4,5-W&F -1,2,4-=Z -3, 5-“ M HA®BKE, KEHSHAM
FREBRBBELELSEY, n.p.234-236T o
NMR (de-DMS0) & : 2.41(s, 3H), 6.36(s, 1H), 7.1?-7.
70(m, 6H), 7.87(s, 1H), 13.86(br,
1H)
B 58
2-[3-| -4-L'H-1-WN X E)-5-FREXEH]JKNE-1,2,4-=
W -3-M -5- M ({6 & % 55)
BOSTHAB & WS4 THF MU LiAIH4B R, 8B %

Z2iLEEW, n.p.217-218T -

AR P EBRHAE (CNS ) ALK (210X 29704 ) 63
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PR P O 30 H o Jn-F F R -3

403741 AT

B7

B BPRA (L )

Bl 59
2-[3,5-—H -4-(4'-H-1-FFME)F£]-2,3,4,5-W8&
-1,2,4-= -3-8 ({6 & % 56)

BH3,5-— B -4-W-ARZXHPEBE)EHHABRE, KR
HMATE M FR R EELEY., n.p.212-213T o
B H 60
2-[3,5-—_ ® -4-4'-H-1-BF¥ H)EX HE]-2,3,4,5-HF -
1,2,4-=Z 1 -3-8 (6 & W 57)

BEHS50NA IS WOS6KR THFP L LiAIH<®B F , i N
AEELSYW, n.p.115-116T o
B H61
2-[(3-H - 4-4-EX P M E )X HE]-2,3,4,5-8%F-1,2,4-
= -3-8 (6 & B 58)

H3-8 - 4-U-E X HEBE)XHHBERE, K&HA4L7
U HFAASAREE/LEY, n.p.158-159T o
B Hl62
2-[3-H -4-(4'-H -1-BF X)X £)-2,3,4,5-mWF-1,2,
4-= 1w -3-8 (& B 59)

EHOIMA IS WS8R THFP MU LiAIH4 B E, N
MEBZEMLSEYW, n.p.135-136C o
B Al 63
2-[3,5-;%-4-(4—%%%%)3&%}—2,3,4,5—@@-1,2.
4-=m -3-8 (6 & B 60)

B3,.5-—F - 4-U-RF*FHmBE)EHBHEBRE, NEH

AU R BLE R b BB FARA (CNS ) AddUAE (210X297T04 ) 6 4
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A7
B7

A RERA ()

ATRBEASHEBTEELES Y, n.p.224-225T o

B fl64

2-[4-(4-E F* R )-3-H ¥ #£]-2,3,4,5-W 8 -1,2,4,5-=
W -3-8 ({6 & W61)

H3-® 4-UL-EF B )XHHBRE, .ft{ﬁ‘ﬂﬂﬁﬂ
FREBBEELSESY, n.p.196-197T o
B fl 65
2-[3-% -4-(2-F b o -5-% -W W & )-5-% XX H]-2,3,
4,5-M & -1,2,4-=w -3-8 (& & »62)

B3-% -4-(2-F Mt -5-% -9 F X)-5-FEFHHEB
KE, REA4ATRMN IR EREELEEY, n.p.211-212
¢ o
B Hl66
2-[3-® -4-(2-H E gk -5-%E - WP & )-5-F R X H]-2,3,
4,5-09 & -1,2,4-= 0 -3-8 (&t & ¥ 63)

H3-®-4-(2-F X -5-8 - H E)-5-FEFXHHB
KE, REAATEMUERAERBELEY, n.p.238-239
T o
BEHET
2-[3-& -4-(1-W E R g -2-% -tfR B )-5-F X E]1-2,3,
4,5-8 | -1,2,4-=Z= 1} -3-8 ({L & W 64)

H3-® -4-(1-F &k m -2-E -fF #)-5-F EEHHBK
B, REAATEM SRS RBELSY, n.p.173-1747T

]
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403741 N

B7

Z~ RS (g4 )

B #68

2-[3,5-Z ®-4-(4'"-H-1-WMF* R )X H1-2,3,4,5-14& -
1,2,4-= 0 -3-8 (It & ¥ 65)

RnlZE B kP, BRO0.383R 4 H57, BB R -
SOCHEHERBTHEHNEMNRSRIZEE R 20.16% = 2 B
ER=ZFMAEYW DAST) - RHABRE TR B30 8, KRE
FRBR2-25TREIMNKELEBAN, BEDESHEE S
#r @& (Merck WRBG60: )M, MBO.22RNBEHELLEY
» m.p.182-1837T o
NHR(CDCla) & : 4.09(t, J=2Hz, 2H), 6.65(br, 1H), 7.

12(t. J=2Hz, 1H), 7.22(d, J=46Hz, 1H

), 7.30(s, 4H), 7.67(d, J=2Hz, 2H)
E 69
2-[3-H-4-4-"-1-MFE )X £1-2,3,4,5-W&-1,2,4-
=m-3-8 (685 »66)

H2-[3-H-4-(4'"-H-1-B¥ R )¥EH]-2,3,4,5-W &
L2 4-= B -3-FHBRE, KEMEMNSFRSREHE
t& %W, n.p. 124-125T o
CXETY
2-[3,5-Z ®H-4-(4"-HF*HE)E H]-2,3,4,5-9F -1,2,4-
=EH-3-8M (68 W67)

B3,5- 2/ -4-U-BEFE )X B HBRE, KEM4L7
RUSFAESCHRBEELSY ., n.p.196-197T o
B H 71
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PP RO T H e Jn R P - i

A7
B7

BB (., )

2-[3,5-2 R - 4-4- R EZHRBE)ZTEINE-1,2,4-= 0 -3-
M (& % 68)

& WO6ORTHFP ULIAIHABE R B HREELCSY, n.
p.242-2437TC o
B @72
2-[4-(A-E ¥ E)-3-EFHE]NE-1,2,4-Z 04 -3-8 (& &
¥ 69)

L& WEIRTHFP RLiIAIHAa B E M N ABERELE Y,
m.p.157-1587T o
B A T3
2-(2-F -4-= @ B B b oz -6-%)-2,3,4,5-8& -1,2,4-=
W -3-8 (& W70)

H-H-4-Z AP Emm-6-EHMBRE, KEHA
ATEMNFFR A REELSEY, n.p.197-198T o
' Hl T4 ’
2-(2-H-4-Z & B ¥ - nz -6-BH )N H-1,2,4-= 0 -3-8 (
t&WT71)

EHMIZH N BEZHLEDT0, R EE KM P HBULIAIH4E
B, MB@EEALSY,. n.p.181-192T o
B M 75
2-[3,5-Z H -4-[2-(4-H EH)-1-WNZ2E]FXXE]-2,3,4,
5-M g -1,2,4-=H -3-8 (k& %W 72)

B3,5-—®/ -4-[2-4-HEE)-1-RZEIXHMHBK
B, REMATEN IR AREBEEMLSEY ., n.p.213-2147T -

AER AR TERFARE (CNS) A4S ( 210X2970 % ) 67
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A7
B7

3i‘é§%ﬁiW3(68)

' A6
2-[3,6-Z ® -4-4'-H-1-FE KT H)EXE]-2,3,4,5-I8
g -1,2,4,-Z2 0 -3-8 (k& W 73)

H3,b-Z ® -4-4'-HR-1-FRERXRTE)ZHHEBERKE,
KEAATRBDFA SR ELE Y, m.‘p.266-207°C°
B 677
2-[3,5- 2 H -4-4"'"-H-1-EHFEFXE)XE]XNE-1,2,4-
= -3-8M (&b & % 88)

BEHT6MNBE2AEEWT3, RTHFP U LiAIHaB R, ®
BEEBELSY, n.p. 108-109T o
NMR(CDCla) 8 : 3.00-3.60(br, 4H), 4.00-4.70(br-m

4#), 5.12(t, 1H), 5.88(br-s, 1H),
7.19(s, 4H), 7.73(s, 2H)
B Hl78
2-[(3-Z= M B E - 4-4'-H-1-FEREFTE)EXHE]-2,3,4,
5-M & -1,2,4-=Zw -3-8 (6 B 74)

BI3-ZH B B -4-4'-HR-1-FEREFXE)XHHAB
RE, REAATRB I EEBEELSEY, n.p.118-119
C o
BEMT79
2-[3-H -4-4-H X H)-5-F HRFH]-2,3,4,5-W%F-1,2,
4-Z o -3-8 (& B 89)

BH3-B-4-4-BR X E)-5-FEZXBHBERE, K& H
AR B FREBRBTEELESEY, n.p.209-210T o

AMER R T RBFRA (CNS ) A4S (210X 29704 ) 68
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403741 A7

B7

A BRARHA (54 )
H 80
2(3-H -4-4-H ¥ E)-5-FPRXHEINE-1,2,4-Z1f-3-
M (k& % o0)

BERM79F N B4 W89, RTHFH B LiAlIH4R R,
TNERELEY, ».p.197-198T o
B f81
2-(3-H -4-4"-HR-1-RFX E)-5-F EEXHE)-NHE-1,2,4-
= -3-M (& Wo1)

H3-% 4-4'-H-1-EFR)-5-BEXHHMBERE,
KREAATE USRS BRELECSY, n.p.160-161T (2 B
) o
B 82
2-[3-H -4-(4'-H X HEE)-5-FEXHE)JXNHE-1,2,4-Z 1
-3-M (fb & W 92)

B3-H-4-[4'-REHLE)-5-F EXHHBERE, K
BEWMATEMHF RN, L BLIAINARKRTHFPF B R, R R E L
%W, n.p.188-1897T o
' 583
2-[3-H -4-4"- R ¥ RE)-5-FEER]NE-1,2,4-= 0
-3-8 (16 & ¥ 93)

H3-® -4-(4'-HFTHRE)-S5-FEXHBBERE, K
BASZRAMIFRAEBRBRELSY, n.p.165-167T o

B Ofl34
2-(3-%-4-[2-(4'-i$‘§)-Z-ﬁiﬁz.ﬁﬁl-s-ﬁii%i}

AR AR P RERARE (CNS ) AL (210X 29720 ) 69
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PRI P RO B 1 o B R ok -GS i

403741 A7

B7

A ERRA ()

-2,3,4,5-19 & -1,2,4-= 0 -3-8 ({6 & W 94)

H3-F-4-[2-(4" - B EHE)-2-MEZHE]-5-5 %%
BHBERE, REMAOEMNFRARBEELEY, 0.0,
250-251C o
E §l 85
2-[3-Z WM FE-4-(4'-H-1-B P EFE)FE X 1-2,3,4,5-
/W -1,2,4-= 1 -3-8 (5 & ¥ 95)

ROT8H BB 26 &WTARTHFS K LiAlH4M® B, i
BHEELSY, n.p.76-77T o

BELASDBER W E KM P NLiAIHE B, N AE2-[
3-ZHPE-4-(4-H-1I-BEREFR)ERE]-NE-1,2,4-
= -3-8 (5 & W77, n.p.87-88CT o
B 86
2-[3,5-= @ -4-(4'-H-1-MF E)EE )-6-5 % -2,3,4,
5-m M 1,2,4-Z 0 -3-8 ({6 & % 39)

B3,5-— 8 - 4-(4'-BH-1-MFEE)EHHEBRE, 2
TERPEPLRAAEBNR 2N, BOZHER P M@
XMk, BSRBEMBR2IE - KEXBEE, BARME
BRELBABWMALE R IEELLY o
B fl 87
2-[3-ZH FE-4-(4'-H-1-M P EFE)EX]-2,3,4,5-
W -1,2,4-Z 0 -3-8 ({6 & B 75)

BEheWITHRERE, REMGSEN R L RESE G

%W, n.p.163-1647T o

AR AR FABEARR (CNS ) A4S (210X 297404 ) 70
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403741 N

B7

AR ()

B 588
2-[3,5-= & -4-(4'-% -1-9 6 % 5 % ¥ %)% %]-2,3,4,
5-9 & -1,2,4-=m -3-8 ({8 & % 96)

KA Be, $2-(3,5-2 6 -4-(4"-H-1-HLF £ F %)
£ E1-2,3,4,5-WE-1,2,4-Z 0% -3-HEARRFHHRE
MERELED -

B § 89
2-[(3,5-—® -4-(4'-H-1-“ FREFEFE)EX]-2,3,
4,5-8 & -1,2,4-= o -3-8 (&t & W 97)

B EEEBEY, $2-03,6-2 8 -4-(4'-% -1-%
PR R E)ERE]-2,3,4,5-MF-1,2,4-Z0f -3-F B = ®
BEBRRE
B 90
2-[3,5-=H -4-(4'-H-1-Z WP E X E)FE£]-2,3,4,5-
ME -1,2,4-Z 0 -3-8 (b & W 98)

H3,5-—H -4-(4' -H-1-ZEFEFE)EHHEMBK
B, REWATEMS RS REELE Y -

B 91
2-[3,5-= H -4-(4'-H-1-B R EF £ )E £1-2,3,4,5-1
H -1,2,4-= 0 -3-8 (db & % 99)

B3,5-2H-4-(4'-H-1-BEREFE)EHEBRE,

RERATED SR ARBEELL Y o

B Hl 92
2-[3,5-Z ® -4-4"'-"H-1-AFRFE)EXHE)-2,3,4,5-I

AMEREBA T RBEFRE (CONS) A4 ( 210X2970 4% ) 71
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e DL TR R T

403741 AT

B7

AR ()

B -1,2,4-Z 0% -3-8 (b & 9 100)
B2-[3,5-= & -4-(4'-H-1-BEREFE)XH]2,3,

4,5- M -1,2,4-Z 0 -3-E M B R B, &k E MG B H R

AREELLY o

BBl 93

2-(3,5-Z 8/ -4-(4"-H-1-EFHEF¥ E)¥ £)-2,3,4,5-I

€ -1,2,4-= 0t -38 (6 & ®101)

REZEWd, 22-[3,6-ZH-4-(4'-H-1-BEFEFH)
X% 1-2,3,4,5-W8-1,2,4-Z-3-FHESHREEAMR,
tEEREEs A LT AEELEY o
EBlo4
2-[3,5-Z ® -4-(4'-H-1-F E ¥ H)¥ £ ]-2,3,4,5-0 &
-1,2,4-Z B -3-8 (46 & % 102)

42-[3,5- 2 H-4-(4"-HE-1-RHRFHE)ER]-2,3,
4,5-09 8 -1,2,4-Z 0 -3-MBREBE®, THRA-BEEHR
BHEIME, BHESR, B ADHRBSERT L NE®Z
B iR, B BRYUANeSOaL B L B, EBEBTHBE
Mg, IiBEBELEY o
B Bl 95
2-[3,5-Z F -4-(4'-H-1-F & AR FH)FK]-2,3,4,5-
POE -1,2,4-= B -3-8 (b & % 103)

REBY, $2-[3,5-2® -4-4'-H-1-H 8 & ¥ &)
X H]-2,3,4,5-WE-1,2,4-Z B -3-HEPEANRERD
BEELED o

AISER B R RBAFARRE (CNS ) A4 (210X 29720 % ) 72
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403741 A7

B7

A RRRA ()

® M o6
2-[3-Z f B % -4-(4 B -1-F EFE)EX]-2,3,4,5-m
B -1.2,4-Z 0 -3-8W (5 & % 104)

REB®, BR2-[3-Z M B8 4-(4 -H-1-5 & %
%)% E1-2,3,4,5-0 8 -1,2,4-Z 04 -3-8 , M 2 & W 5-
BHESHEMABRINE, MAKKER, K ESHBE M
BB Z B MR, BMEW L NeSOR, BALEY LA
Ea b At i BEELL Y -

Emo7
2-{4-02-(4-HEE)-1-MZ W E1-3,5-= HE X )-4,5-
S 1,2,4-Z 0 -3-(20) -8 (6 & % 87)

B4-[2-(4-HEE)-1-MZ W E]1-3,5-= %% B M
RE, REAATEMS RS R EEEE W, n.p.83-85C
H-NMR(CDCl1s3)d8 ¢ 4.12-4.17(2H, J=2.1Hz, t), 5.83-

5.86 (1H, J=2.5Hz, d), 7.07-7.89(8H,
m)

B #98

2-[3,56-Z " -4-(5-ZH F & -1,2,4-15 Z B -3-% -§ &)

XHE]-4,5-28 -1,2,4-=Z 1} -3(2H)-8 (It & ¥ 86)
H3,6-Z®-4-(5-=Z=H R E-1,2,4-05 - -3-%E -H

RE)ZABHEABRE, KREAA4TRBFASRBEELSEY,

m.p.164-165C o

B # 99

(o D2 o o B N Bk RS )

AHERBER F BB FARE (CNS ) A4S (210X 29704 ) 73
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403741 A7

B7

&~ B (o, )
2-[4-4-F -a " EFHEFT R )-3-Z= AP REER]-4,5-- &
-1,2,4-=m -3(2H) -8 ({E & ¥ 76)
B SIS B RE, REMGSEMNIFKXESREE®
&%, n.p.157-158T o
B #l100
2-[3-H -4-(4-H-a - HMFR)-5-FP EEXHR]-4,5-2-8& -1,
2,4-= 0 -3(2H) -8 (I & ¥ 78)
BHEEWTOHMBRE, KEMSEMSFERXSEREEL
A%, n.p.141-142C (B M) o
B #l 101
2-[3-8 -4-(4-H -« - B ¥ H)-5-8 X F #£]-1,4,5,6-1
# -1,2,4-= 0 -3(20) -8 (4 & B 80)
BHEEWSIHBRE, REAOEMIXAESERLEY
79, BEE WA B NH BEHAS RIS WSE0, n.p.146-
147°C o
B Hl102
2-[3-H - 4-(L-H X HFEME)-5-FEXE]-4,5-- 8 -1,2,
4-=m -3(2H)-8 (6 & W 81)
BH3-HR-4-U-EXHFEBEE)-5-FREEXEHHEBRE, K
BOAATEBMAFAESEREELCEY, n.p.171-172T o
B Hl 103
2-[3-" - 4-4-F X HFEHE)-5-FEFE]-1,2,4-Z 1 -3(
2H) -8 -5 (4H) - M ({6 & # 82)
H2-(3-% 4-(4-E X H ME)-5-FREFXHE]-1,2,4-

AR B A PEBFEARE (CNS ) AdHLIE (210X2970 % ) 74
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403741 o

EAY LEL AOND

ZEH-3,5(20, AM-— M HEBERE, RKEASBMBUIERX SR

HELEYW, n.p.104-106T o

H'-NMR[de-DMSO] & : 2.16(3H, s), 7.60-7.89(7H, m),
13.89(1H, br-s)

B 104

2-[(3-" -5-F B -4-F B )X E ]-4,5-= 8§ -1,2,4-= 0} -

3(2H)-M ({6 & W 83)

B (3-8 -5-F & -4-FE )X M MEBEE, KEHI4THE

AKX EeBEELEY., n.p.175-176T
B A #l 1

2-(3,5-= W ¥ % )-5-9 & % -2,3-=2 86 1,2,4-= 0f -3
-H (e WIB)25R B ERR, X218 %3550 0B M X H
I B 9T A IERBE (1:1)RB & o
o A B2

2-(3,5-= M X X£)-2,3,4,5-09 8 -1,2,4-= 1% -3-8 (
EEYWH.ORBERInlFEY, BBEEWIOOR XE - #
B, BAYRSOCHEXE TEMRIONR, B4 ETEMN

A
ot

2 B BS500vnB R, LI RIISKE KT BB S M R
—HRY -

AR T EBEIRAE (CNS ) AMUE (210X 297204 ) 75
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403741

A7
B7

&~ BB ( 76)

%3 R
)‘"N/ R?
@N\ XRS
N R
I IR
R® R
A 1 pe2 RS
IR KR ,
(- X| -N-C— |-N-C—
| ® | | ]
R? RS R
c1
1 @- O | -Ni-CH,- ~N=CH-
c1 |
—— e e
2 @ 0| -Ni-C- -N=C-
c1 e
3 Cl@ o M N=CH
cl (Slie >
.| | Ske |
4 @ O | -Ni-C- ~NH-CH, -
Cl1” SKe
c1
5 @ O | -NH-CH,- ~NH-CH, -
c1
c1
_N=C_
6 @ O | -NH-CH,- I
c1 ‘
c1
7 @ o| ™M ~N=CH-
c1 S
c1
8 @ 0 E g ~NH-CH, -
cl ©

AARIER B T BB FARAE (CNS ) A4 ( 210X 29705 ) 76
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RIXBEAHE (KA LHB Triazine Derivative, Production and )
: Use Thereof
The present invention provides a novel triazine

derivative of the formula

wherein ring A is an optionally substituted aromatic

group;
X is an oxygen or sulfur atom;
" R! and R® are each a hydrogen atom or an
optionally substituted hydrocarbon residue or
heterocyclic group which may bound through a hetero-

atom;
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R’ and R’ are each indepéndently a hydrogen atom,
a halogen atom, or a group bound through a carbon,
oxygen or sulfur atom, or taken together, represent =S;

R* and R’ are each independently a hydrogen atom,
a halogen atom, or a group bound through a carbon,
oxygen, nitrogen or sulfur atom;

R' and Rz, and R’ and R®, may each bind together to
form a chemical bond; provided that where ring A is a
phenyl group having at least a halogen atom in
position-2 or 4 and X is an oxygen atom, R* and R’ do
not conjoinedly represent a chemical bond and an
antiprotozoan composition containing the same or salt

thereof.
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