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CEEE) , F, N N- —WAWER, WEaA%WE, FX, —4FH,
ROk, &, TREMENELE BY AR EETER.

B R B R, B AEBRE &t THTR o

W FE R A4 R AR, W REE.

(1)
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Hatm( 1) RAE 540640 XXX) RERE R, THEL
& ( 1v) s,

bW EBF AT, PrdMAasE: flik, B FE,
LB, K, NN—- —WXPBRE, Waskw, ¥X —4Fk,
ALK, &, TREXKEALT RE g AN,

BB, R E A T R B,

Fik( 18)

Hia( 111) REBZESHAW XXX RHEBRRE, THE
4 (¢ 1) R,

BBl E R PHAT, FTRBFCE: Pk, B( wFE,
LEEE) , X, NN— —FRWER, Wk, FX, —4AFKR,
R, R, Dok, CEREXMNEELF R EEaER
o WTRA LAREMER SAKKBEY.

REMBEFRT#, BEAERREBEL4THTR N

BERBEER AFLevis B) FETHT. EFWRTHEE A
VB PR, B, WEE, Z4ALR, —RAILR%) ; LHER( W
e, AAR, %K, A4, RHEA) ; wheE( pfRte, #i
srdry  as UET / SRRMA R AR, BT T A EE AL
Hik (19

et 1) RAZH0A4%0 XXX11) RARK M, THEH
a4 ( 1y) =3t

SRR R EF P AT, RN Aok, B( #FH,
LEEE) , X, NN- —_WEPERR, Waskw, FX 4Tk,
—ATL, 415, etk TERESEELF BB AT ETERN,
9 R H LR LEF oA BEY.

B R BT P#, EEES st TIHTEE.
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BB HER WFLevi o BR) 54 TobiT. EEWBTLE &
ﬂ@(wm@,Lﬁ,ﬁﬁyﬁﬁ&@,ﬁﬁ&@%);%m@(w
wE, AR, W, FLA, RLA) ; whs] hEtsg, #i

), £F
SR /S HKE RS YRR ST BEEA.
Jra( 20)

A4 1) REZSleed XX REBZRE, THE
e 1) BHEH,

W RN IR P AT, BRI Ak, B( YR,
ZR%) , K, NN—- ZWRWERE, WEKW, TX, 4Tk

—ROK, A, k. TRREMNREELT REE L
TN TR A LR FHBF E AW RAW,

B R BETH, BHAEBRRE MBS THTEE.

BERBEAR( GHFlowis B) H4& T

EHWBRTAE AR mF8R, L%, HR, Z4LR, =
RLBEE) , RIE( R, AR, mEk, A4E4, ’R4L4) ;
KA A e, RAUES) . F%,

Bk / RER AW R, BT HEEN.
Fa( 1)

¥am( 11a) RFEEGhAH( XXY) REERE, THA
A4 1)) stk

W BB AR A P BEAT, BRABAIAE: flK, B( mPE,
EE) , F, NN~ ZFRWERE WaASW, FX —&ATK,

R, A, TEK, LREXNKELTRE WAL BT

M. WARA LRERIBER 5 AN B

BT M, B RBREmHRAE TR .

RUBAEER AFLvis B) FAETHT.
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EHABRTAE B Ve, L8, "R, Z47R, =
RLBRE) , TR iR, A8% wk 4tE RLE) ;
K mALE, RUE%) | £%,

YRRFr /R ER AR REE, CATTAEBEN.

FikE( 11)

#hawm( 1) REZSM4C XXXV RHEZRH, THAEN
A4 1s) B, W KR R R P BEAT, BT B A
Blimk, BE( PR, T, FEESE) , K, NN- _WEEBREK,
Ak, Wi, ATk, CRLE, A, —okdr, TH
Bt R AR B B R TR R AR 5K
A o

SRR JEA A, HEEAE RN E A THAT R M.

BB GFLewis B) T4 T4,

EHHBRTLE AR m¥P R, 78 W%, Z40CR, =
ROBRE) , LHBR( wmHhe., AR, %Kk, ACE RALLA) ;
mte( mE s, RUA8%E) , £%.

Y@/ R R AR K, CATT AR
FiE(A)

Haatm( V) ZEESMAH V) SEER N, THELE
P1( VIT) s

e BB ) A1 BT O ik B AL R AT
FiE( B)

WA V1) BEH 5404400 VI SAHERM, THE
AH( 1X) i

&ﬁﬁ%ﬁ%&%ﬁ%f&i¢vﬁ%mw
FECC)

32



e 1X) REZZ-NBRBE N, THEALAW( X) &
H .

e RRE 3% ) A4 B O i 2 R AL S #E AT
FHE(D) -

e X) REEZRRRE, THELEP( X)) HHEH.

FREAH AR, AR wEl. B , ZgA8( v=
R, —A4E%) , At wEfAAS, ETRASE), =
AER( MBHR=-4, BH—4%) . THBEN( ERKE, TR
BiR%) , EMtm( wmERE, FHRS) & #TERHRIRRE.

MR BT EAEER P IHAT, R BRAHE: Flimk, B( mPE,
LB, RWE%) , X, N N- —FXEBR, WakW, -
AP, ALK, a4, TBIEXNEELEF EEWEEEHETERN.

B BETTH, BEELHF il THTRE.

FECD) — @

WA XI) AR ELEH( X)) HHEFRE, THEL
AH( 1) A,

o BB E A H P HAT, RN Pk, B W FE,
CEEE) , K, NN— —HAEERE, WERKW, FX —_HAFLK,
“RTK, A%, TERIEARELA RE R T ETER.

BERBEFF#, BEERRENBRLELETHTR Mo
F#ECE)

B XXIT) HAEREHA4M( XXITT) SEHRBE, TH
H#e( X) R,

W R H AR P AT, TR Pk, B( mFE,
%), X NN- —FERFBRRE WEe%W, ¥FE —4AFKR
ZRLK, AW, T, TRIMNEEETRRBwE Y EEER
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o A F R bR E LB AW RA A

BRL B SE = M, A B R AR A B TR R ML

xFﬁ#ﬁﬁﬂﬁﬁﬂ%ﬁﬁTﬁﬁ,%m%@%,@ﬁmﬁﬁ
( dontl, 4% , BABAA LW wEER L. A5 kEE) , B
S RBBMAH( WMRREAY, BREANYE) , BOARRH( LEB
4y, BB , SRS RER( MR, DOl —RER
%) , BARAAH WEALHE) , AR KR BELY
( W EER4N, TEEANEE) , ek, —Wbebwr, Wikwg, —WAE
vusv,%, N-( EZ0) Be3bedof, N N-—( 1R4L) BLFRE, NN-=( 1%

i

ﬁﬁ%/iﬁhf AR ke, ST TR
F#E( F) -

e X) BEHESMAH( XIT) RIEHEN, THELS
Mr( 11a) =Rk,

R R AR TR IER o HEAT: Bk, 3, N, N- T W RERR,
WAk, WK, AWk, —A Tk, @, X, B, =Xt
FRE T A~ BL 3 o By 2 AT A o

BOBL B JE FE = M, % A 33 E A T 4T

RREEAR( BHFELevis B) FAETHT. ETWBRTEE A
PLER( PR, OB, W, Z4ALR, ZAZRE) , £MB( &
HE, SR, %m, AL, BLE) ; wiheE mEfHE, R

%%) ’ %%0
Y B Fe /B LA R e, B T R AR
77 % ( 6)

a4 1) AR SMHEH( XTV) HEZRP, THAE
A4 X1IT) K3k,
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R PBEABEH P, FREANEE: Ak, B( WP,
LEEF) , X, NN— _HRERE HE%kW, ¥X —4FkE,
—RALK, A, CEEARELF BB EATEF.

B RLREARFH, BEAELH LRMEH THATRS
7 HE(H)

WA adp( XXV) SiHEE S e XXV SHEBERE, THE
A4 ( XV) S,

BB H AR P IAT, TRBRAR: flim, X, WAk,
WK, —AFk, ATk, A0, CEBEXEELRREWEET
HEHHo

BEMEEAFEE, #EEAERHE LM TIHT R,

BB o £ TALR A HLER( Bldn, HeRNE, BeBEN
Y A E) A THAT,

Ygf / RE R AR RE, wATAEER.

FE(1)

¥t at( 1) REBLEFERMRN, THELAH( XV) =
HEH.

FRL WY SEHe R R H AL AR, Bl md R A
TR RNE) AV w3, SR, #R, KRS HNES,
Fm e XERAIR( WK, KFRE) hEL,

B R g B AT, TRBAFAHE: Flik, B( T,
TEEE) | X, NN— ZWXEEREE, HE%KE, ¥X 4%k,
“RLE, A, LREMNRKELT REWHECETER.

BB i A A, R AR R o T 2EAT K M
FEC)

Wt a4p( 1) REBELHAAP XV BHEFRE, THA
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44 XXViTa) s,

SR E BN P HEAT, TRBEANEE Pk, B( P,
CEE%) , X, NN— —WAHEEE WAKE, ¥ —4SF%,
TRk, A, o, CRE AR BT BB b w AT
o WE R LK FHEN G AN RAY.

B EAR 4, BEELHE mEit THT R M

KRR %A RS A WA E T4, rdmasd: e s
( w4y, %) , meRaat( waEry, 2E84FE) , B
BRHEBEAL( WHRBREAH, KEAFE) . BeERER( L&
#, BRBRE) , Z( KR AR wZwWR ZOKE —REHE
LEE) , mAeRA i waALHNE) , AR KR KE4AY
( WwPBEgy, CEBH%) , dhee, ZWHEde, WHEAw, —FEE
e, N-( 1R) FEDE, NN 20 R mAEFR, NN-Z( 1K
B) mARME,

Bk /B R R A A R AR e E AT T A

EHEC) E( 1) ?ﬁi( A E(F P EGRAA SRR R
S TR ETAMC ) E Sk,

ARG F e AT 4( 1) RS S Eaddihataan
MF—-1CTL-1) FESFRAEF( TNF) W4 R RN WHENE, K
W, TREE@ENF-10 IL-1Y RERTREF( TNF) 4 HWH
o

TR, Fevia T ) MEAHFELTESHETR TS
[L-1FoTNFA % ok s, i BMRE( mEREHEXT X, X
TRE) ﬂﬁ%ﬁf BHHERRM, AW, WERKX, H78
B 35 Tk CEABMEE R, BRARDRFRE( WE
ﬁﬁﬁm,ﬁi%ﬁ&ﬁmaﬁﬁ%%&ﬁm,ﬁﬁ&m/ﬁﬁ&%

86



), AR, FRMIER, FHIE, Wegener WIHR, HERME
, HESMATR, EEMNLH, FEHB, BRAN I REKE, A&
RIEER( WEGHEATR, RPBRKEE , NOWRE, #E
KT, AHRW, SRAMTEL, FLWEAMAFESE, FHER
W AERFRIAD) , Reiter KA, FREREEER, ALK
FER( W THABEERX, FREABEEXY) , HRAMHT4
fh, #EBHEXTE, BARMER] WERFAE( e AMER
SAE, BELERSE) ], mmE. ZEREERRE%.

N T HREAL AR ATE S 1) RS F T A
M, THMABAITES( 1) WRERMAEY N HEFRR W

THRIEP “LHAL— (1) 7 FRELHEGL- (1) FHEH
144 o

() SYAEMEAF-1( 1L-1) 740 H EH

L. R h &%

RS % ZEABIRE Y, EEEHRHRBAAPHFEK
FHEET, F31CHAE RS 3R Bk B A KA 52 40 f( |
py /10 maR) 1 K. AN EWERMIL-1 ELISAR E,

R A ET RADMSO( P A) o E AR 0 M 3B
 SRE A TCRDMI 1640 Moy o A B

FHREEHA, @ PWEELISABA( Obtsuka assay, Japan)
FEIL-18RE. RMIL-18 WERRE R /0l

B F R AR E AT, I S0 % B i R R

( ICxr) o
LRI R
R AW e (M)
ZHH— (1) 1§ x1078



(b) *BEIFRFREF( INF) P gy

PRI %

B HS % —RMBINR Y, AEARBNRBLAYWHFAESL
THEET, TITHBE A % 5 B8 A K 2 a0 p (|
pg /N0 ) 1 Ko IR EERCETINF ELISAS %,

FHEEHEA, B WHELISAKA( Endogen, luc. U. S A.)
FETINFRREE . A MTNFYBUR R ER 1P /i,

R B R S BT, T P AR 0 Y3 ] B A 0k JE

{( 1Cse) o
2RI E R
R 1A 4 Coel M)
LW — (1) Lo XA

MIBFTAHHTE, AXANERUAY( 1) REGF LTS
WU R G R RER, GfnTorB3RaFLTES
WK, BlmEAT oM. g4 s s oA PLE R AL E AR 8 R
B A s r LR EAR A wBaR, BE, FA, #BRA
A RAFEPAC wfEEH. ORI RARABR. BEREILL
BE) o CEER, FREANPITCERGHE, FlmiER. HEH
KALH . EAMBETE AR A

UL TH B S FTREMRS, FEXER 001-500ng /
kg R E, 0. 01-10mg /X KE, M BIRLH. KTOREHFAN
4. RERRERAE T, THMmE B LEHE,

BAFfad( 1) REEEG T
M ETEHI EINBREN TR, P BRELRE: HEARE, KL

WA, MASEE, REEE, - R-HZ) IR KR &
&, Rk, &, R BRE BE KFWER FE F(K
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K) W, BRE( KR K, RFHRE( KR X, &3,
FRIP AR, —( KE) AR, R KL KHE, KPHE
EOMRE) A, X, BE A% HE, KEwmE, KEK
HTHEBEE, REARKEFBRAPTEL | FAESH B3/ AR
Hhkst, TR REKE KEREE, KAHEE,
KERE, —( RZHZ) AR KR HFE, ®WxE, HHE K
R, B¥, RPWERE FE F(OKR KE LRE KA
) Ak, BRIWMARE( KR Wk, AE, KRIHEE (KK
) EEAHR, BE( KR KE, RIPHER( KR KE, #E
, B, %, RE, KEAKHRE, KRARETHEBE, KER
Hupma, EEE RAAXXNAERE, KAmmAxRE, KEK
HTFBREERBEERFEREEXRL] , I BIANARTFHTH
HlBIANRRENF0F Zs TRAREE,;, [ EREd 21K
FH TS B0 TR EE, RAEEHEH] ;

REEHAH BINMBAERNFR, FTRABRARIEE: KExE, KA
AR, KAdmH, KERE —( RHZD) R KD K
3, WE, BE, RIHBRE BR RFWEE FE, F(K
) wH, RE( KR KH, RPWEE KED KE AE,
RIPWARE, —( KR HIEEE, X KR KE KIHE
F(ERR) wE, B, BE, & RE, KEALERE, KEE
HTHEGE KEAREFEGEPMTEY | ERESH BIANARARE
W, PRBAREEA: KRR, KEAKEHE, KREAEHE,
g, —( RZHKZ) IR KR KX, BFE, BRE KYF
ths it B, RIPFWEXE, FH, F( KL KE BRE( KA
) B, BIPWHEEC KP) wE AF, RIWEE —( K&K

) wAEE, BE( KR wE, RPHER( KR KE A
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, B, fE, RE, KAREHRA, KA ATHBEE, KA
HELAE, FEEAR, RRARRKE] 321 BINRRETFHTH
HIEINRESN Z oAl it l, fTRRRERE: KA
A, KPR EHE, BRASGE, ®IoRd, —( HZH=) Bk
( RE) wE, &, #A4, KRimsE B RIPKERL ¥
H, FORR) wH, BE( KD X, BFHRE( KR K
#, /E, RPNEKR, Z( KE) FEEH, B3 KL wt,
RPWEE( KR KA, wH, sE, €4, HH, Keorni,
WP ETHER, KIREFGFIERL, | ERES E1A
AR FHTHA Z)ANIARIAS 29 A R R E, RRBA
HEE: KA, KA KEHE, RAgEE, KEEE, —(

®BE) BRI KA R, mE, BE, RIrwgi B2F

R A, FHE, F( KD wi, B KR KA RIW
BIC KRR ke, A, RPHEHX (KR mEAEEE, £
(ARG w3, RS R A, @, KAREE,

B, A, R, KA BB, KA mAHTE
TR, RAMMET WA TR ARG H kg 3, e, KT
AR R b BEFE Fo (R ok 2 oy — b )

% B

TR0y 4 H

(o R R o) | HAATHEA B EREl EY)
MR, FRABRRELE: BARE, KEREE, RKREARE
&, HApE, —( ZoFZ) BRO KK wrEk, BR, BRE
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, BRI WBRE, B, R, FHE, F(KP BE R

A ARR) w2, RPWHRE( KE) wE, #2E, EF, K

WAL, Z( ’KR) RARL, BEKP KkE, KRIFuwiEt
(&2 pe, B, A&, 32, ’RAxsnE, TEAEFEN
[ EhR#HETHER HAH

BAFKBTHA BIANBRE, FrRRARELE: XHE, &
3, BEE, BE, BEAHR, €2, KEARE, ®WREHR
#, AR, AEPREREESBEL, RAAHK:
TR EHE

]

GHEBTHEA ZIABKE, FRERAHdEE: KHE, A%
. BREAE, #BH BREAX AL,
TR A

'J
N
/s

H
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92

BEBTHA B AMAER, FrARKELE: KIRH,
RAWTBEE, &P AEHAP AR,
AR TR M H

~

% I

N /"‘l
s
H

T 2 H

1)

ZABATHA B ANARKEE, RS E: Ko,
A8, HXPFRPHEE, =
TR

I

ZEBATEA EIANMRERH]
TRM XA



WAL E: KA, BRI ER, REEmE, KERE, —
( =) BR( KK w, W&, k¥ RPHRE, #F
, BRI AE, THFHEIBRRENTE, F( KR K, X
( KA RE, RFPWBE( KR wE, #E, 43 RYHA
&, (KRG REEAE, B RKY K, RFNEEC KR
vk, B, A% HE, KAERE, DEEENR [ ER%
R TR 2 |

EREANAZHERTHEA S ADBRE, FEBRREEEERT
WA W R AR
TR MR H

PRk LB A A LA BRE. G REUEE, RARAE, K&
AR, WREORE, —( BoHE) MR KE) BE, KEFE,
BH, RIPVHE, BE, RPWREL, FH F( KL KE,
RAC MR B, RIPEERIC KA kR, #E, &3, Ky
a3, (KRR mEEH 2N RE) RmE, RFREBEE
( 1RR) pe3t, B, @38, F vikwdt, TEaEEFER;
[ FRETIH-NER.
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| ™
- U
I\I ‘\N -~

WA E A LABURZE, ®ERERIER] ; R
BN 6 /P

PO TAAT T FARl H) ATURE, ®E. R, 1t
G A, RHREEIL, RBBEKE, —( ZoRIZ) EmR( R
WAk, BaE, A, RPesat, B, RIWE, 2, ¥
R Bk, ARG B, BPmBR( KR ik, @it
, BIE, BImASE, (R RAASR, B KA Kt
RS R mak, mEE, Q3L FE, R, T
SR FAR; [ bk o AT 0 A T S0 4 3 ’

I j o
H

il TR H AR e, EFaRE AR YA,

] #- |

FEAT, 51— ( 4— B — 21— ( whmw—4— ) — |
— EA( S.12g) FoN N— —FHEEBRE W ZWE( 16nl) HIESY
FLOOTH I, %, ARG, R THRERSPER, 31— =

94



BRI = (4= K —2— (m— - M) -1 - 1 A
( 6.15g)

NMR (CDClB, §y : 2.82 (6H€, s}, €.99 (2H, t, J=9Hz),
7.03 (2H, 4, J=6Hz), 7.35-7.55 (3H, m),
8.48 {2H, br)

93— —EHEM— 1~ (44— FFEH) 21— ( - 4— H) —1—
PlE— 1 — BEC 6.15g) « FEEF( 4.75g) Fr L KTEE( 40nl) Y
e E G0 4040, RH, LSRG, RethE FHRL8RY, At
PIEk B B AN KB R AL R, IR YLRE, Ak, TR, 35— (44— @K
H) —d— (b d— ) Fekoed( 5.358) o

mp : 95-97°C
NMR (CDC13, §) :+ 7.15% (2H, t, J=9H=z), 7.37 (2H, 4,
J=6Hz), 7.61 {(2H, dd, J=5Hz and SHz), 8.46 (1H,

s), 8.67 (2H, 4, J=6Hz)

#1403
e KA T ) A1 o) By 07 Sk 4R TR A o
S— (4= JHEH) — 4= ( - i— X)) Foka
mp : 125-126°C
NMR (CDC13, ) : 7.22 (2H, t©, J=9K=z), 7.40 (1iH, 4,

J=5Hz), 7.83 (2H, dd, J=5Hz and 9Hz), 8.69 (1H,
4, J=5Hz), 8.80 (1B, s), 9.26 (1H, s)

il
95



(1) ¥5— (4= E3RH) —d4— ( v~ d—F) — Foga(
5.35g) BATFIN NaOHAKBE( Soml ) &, FsoCTH L, B,
WM IPHES, WELOE HWEMER, Ak, TH, 8- (- X
M) 4= A= 1— (- 4= ) FC 5. 27g)

mp : 222-225°C
: .11 (28, t, J=%Hz), 7.77
NMR (CDCZ:I.3 + CDBOD, é) 7 {
(2H, dd, J=5Hz and 9Hz), 7.82 (2H, 4, J=6Hz),

8.21 (2H, &, J=6Hz)

WRMUFHFH4— (1) BTG TS,

(D) I= (4= |mKHL) —3-AR-(1—mw—4-3) W
mp : 208-210°cC
NMR (CDC}.3 + CDBOD, ) : 7.18 (2H, t, J=9Hz), 7.42

(18, d, J=6Hz), 7.93 (2H, dd, J=S5Hz and 9Hz),
8.45 (1H, d, J=6Hz), 8.68 (1H, s)

] 45

(1) #3— (4— F¥FE) —1- HR— 21— ( merE—4— 30 T
( 240mg) HYEEBEZ( Inl) FHTFIO0CHAISHE, REEL,
MR AP IMNF R, ERERE, BRAWETTEC 1nl) , X
— A4 150mg) , BEIWIh, B, FIANGFEE 4 KBE RS
, A E R LB AT ORA W 2:8) 42T, A AR
W, T, SR, RAWTEREPLEL, M5 843 (41—
RHI) — 4~ ( s~ d—3t) mbd( 110mg) .
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mp : >250°C
7.23

NMR (CDCl3 + CD3OD, §)
{20, 4, J=6Hz), 7.33 (2H, 44, J=5Hz and 9Hz),

7.08 (2H, t, J=9Hz),

8.42 (2H, 4, J=6Hz)
WRMPTHAES - (1) WFEHETREES,
(1) S—8E-1— (44— BXE) — - ( BHr—4— ) nhwu

mp : 240-242°C

NMR (CDCl, + CD,0D, §)
{2H, t, J=9Hz), 7.48 (2H, 4dd, J=5Hz and 9Hz),

8.99 (1H, s)

6.81 (1H, 4, J=5Hz), 7.19

8.23 (1H, 4, J=5Hz),

] 46
RN TH A 7 EHFTEED.
J— ZWRAHE- - (4= BEE) —1-(3— FH— 41— &)

—1— WH— | —

mp : 80-81°C
2.19 (6H, s), 7.01

NMR (CDC13, §) 2.16 (3H, s),
(2H, t, J=9Hz), 7.10 (1H, 4, J=6Hz), 7.38 (1H,

s), 7.49 (2H, &4, J=5Hz, 9Hz), 8.39 (1H, 4,

J=6Hz), 8.41 (1lH, s)

#1141
KT H &L T EH B TANAD.
S—( 4— FEHR) —4— (13- EHakwr— - F) — Boku

mp : 122-124°C
NMR (CDClB, §) : 2.18 {3H, s}, 7.09 (2H, t, J=9Hz),
7.26 (1H, 4, J-6Bz), 7.49 (2H, 44, J=5Hz, 9Hz),
8.30 (1H, s), 8.52 (1H, 4, J=6Hz), 8.61 (1H, s)
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) 48
% KT & Fo2 i 7 B #F TR 1044,
(1) S—( 4~ WHiEH) — 4~ ( wher— 44— 3y Spoge
mp : 108~109°C
NMR (CDC13, 8) : 2.52 (3H, s), 7.27 (2H, 4, J=9Hz) ,
7.32 (28, 4, J=6Hz), 7.53 (2H, d, J=9Hz), 8.40
(1H, s), 8.64 (2H, d, J=6Hz)
(2) 5—( 44— RFH) —d— (21— @b — 44— ) ol
mp : 111-112°C
NMR (CDC13, §) - 6.95 (1H, s), 7.16 (2H, t, J=9Hz),
7.19 (1H, 4, J=6Hz), 7.62 (2H, 44, J=5H=z, SHzZ),
8.27 (1H, 4, J=AHz), 8.45 (1H, s)
(3) 5= ( 4= BRI — 4~ ( wbwe—1- 35) Jpode
NMR (CDCl,, &) : 7.15 (2H, t, J=9Hz), 7.27 (1H, ¢,
J=7Hz), 7.4% (1H, 4, J=7Hz), 7.69 (1lH, t,
J=7Hz), 7.78 (2H, 44, J=5Hz, 9Hz), 8.67 {(1lH, s),
8.6%9 {(1H, 4, J=7Hz)
] 459
AT HH4— (1) WHFEHFTRMAED
(1) 3—( 4— W) —1—- K- 21—( dhme— - ) —
W mp : 234-235°C

NMR (CDCl, + CD,OD, &) : 2.49 (3H, s), 7.21 (2H, 4,
J=9Hz), 7.62 (2H, 4, J=9Hz), 7.80 (2H, 4,
J=6Hz), 8.15 (2H, 4, J=6Hz)
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(D) 3= (4= RFH) -1 (1~ Folkmw- - 3) —31- AR
v I

mp : 131-136°C
NMR (CDCl1l., + CD3OD, &) + 7.18 (2H, t, J=9BHz),
7.52-7.74 (41, m}, 8.00 (1H, 4, J=6Hz)

(1) 3=« 4“%%%) e G Fﬁ}}%vfgm4_£§) —1- 4
R

mp : 151-153°C
NMR (CDCl3 + CDBOD, §y :  £.40 (3H, s), 7.08 (2H, t,
J=9Hz), 7.71 (2H, 44, J=5Hz, 9Hz), 7.88 (1H, d,

J=6Hz), 7.90 (1H, =}, 8.19 {(1H, d, J=6Hz)

() I-(4=R8FD -1~ ER-1-(wE-1-&) Al

mp : 203-205°C
NMR (CDCl §) = 7.30-7.20 {(3H, m), 7.62 (1H, 4,
J=8Hz), 7.80-8.05 (4H, m)

3’

#4010
WEAMNTFHA - (1) AFERTRLES.
(1) S—R&FE-I1- (4 BFEH) —4-( 1~ Arg— 41— &)
ik, pi
mp. 2317-139C
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NMR (CDCl3 + CD3OD, §) : 6.8% {1H, br s), 7.03-7.18

(3, m), 7.38 (2H, dd, J=5H=z. 9Hz)}, 8.05 (1H, 4,
J=6Hz)

(2) S—RHA-1— (- HEHL) — - (1- PR &
)

mp : >250°C

NMR (CDCl, + CD4OD, ¢} : 2.00 (3H, s), 6.95 (2H, t,
J=9Hz), 7.10-7.20 (3H, m), 8.31 (1H, 4, J=6Hz),
8.39 (1H, s)

(3) S—RA-3- (4= AL — (= (- 1- %) whu

mp : 151-152°C
NMR (CDC13, §) : 6.60-7.15 (7H, m), 7.30-7.50 (3H,
m), 8.53 (1H, 4, J=5Hz)}

(4) S— ®|HE—I1— (44— BEH) —4— ( vbg—3-—3) pm

mp : 173-176°C

NMR (CDCl3 + CD3OD, §) : 7.03 (2H, t, J=9Hz),
7.20-7.40 {(3H, m), 7.62 (1H, 4, J=8Hz),
8.40-8.50 (2H, m)

ruE- gl

(1) ZTATH4H( L 48g) BTEAZEC ITol) P, wAd-
FELEC L. 65g) FRER B dinl), ERIL, BHIEER
SFEAKT. BEBREBOGFHE, BTHRERRHE
, ARHBR TR, KESTHEE K@%, F& & (- AFXE
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) =3 AR ( - 4— ) W 16.43g) , mp.230-131T

NMR (CDCl3 + CDBOD, §) + 7.12 (2H, t, J=9Hz),
7.68 (2H, 4, J=6Hz), 7.84 (2H, 4d, J=5Hz, 9Hz),

8.69 (2H, 4, J=6Hz)

BRUTHEI - (1) W%k, ¥E&ET TRLES
(1) 3= (44— RFEHE) —I-RA-1-( RE-3- &) WH

mp : 240-245°C
NMR (DMSO-d., §) : 7.23 (2H, t, J=9Hz),
7.60-7.80 {3H, m), 8.30 (1H, 4, J=5Hz),

8.48 (1H, 4, J=8Hz), 9.63 (1H, s)

#4112

Hi—- (- FER) —1- ER-3— ( dhmg— 44— ) TR 10g
) . BrEAKEH( 2 4nl) , ZER( S 1ml) FEARK( 100n) KR
AAERAL, AH, FINER( 300l x3) M, WBRAEZREE
looml A2, MEKXKTR, WESBEHEEK, Kk, TH #5- 4%
—d— (44— REH) — 1 ( dhme—4— F) sh( 2.02g)

mp : 116-118°C

NMR (CDCl3 + CD3OD, §) + 7.12 (2H, t, J=9Hz),
7.25 {24, dd, J=5Hz, 9Hz), 7.38 (2H, 4, J=6Hz),

8.46 (2H, 4, J=6Hz)

Sk
ERAH THEBEA( ? o) FAI— (41— FiiE¥) -

— AR (- 4—E) (L 8g) . N N-Z AR
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0.42ml) FZ @ RLC 20t w9k o do, EiRTHHN. Sh, FERK
i BRAME T LR 20ty v, o B A 5ml) , B

S WESBRMER H e, FE, B5— 33—
I— WRRAEFEHR) — 4 (B - K (0 $T6g)

mp : >250°C
NMR (DMSO—dS, §)y + 2.49 (3E, s}, 4.60-4.90 {2H, br),
7.05-7.30 {(6H, m), 8.41 (2H, 4, J=6Hz)

414

WRAH T —( ZFHPREE) BEREN AR HER( M,
L L) N4~ FIEehrg( T4 4g) Foe— HFEWEE LE( 134 4g)
AW A rkwi( 600ml ) FAUF, S RA S, A BRR( 2
) L MESEMMER A LEA. T FHEE A ERIETIN HC
(800ml) o, HGfoiskBR A4S APl KESHEMER, Kik
, TR, - (4= ERHA -1 a4 ) Tk— 1 — B
148¢) ©

mp : 93-94°C

NMR (CDCIB, §) : 4.28 (2H, s), 7.09-7.25 (4H, m),
8.01 (1H, 4, J=5Hz}, 8.06 {1H, d, J=5Hz), 8.60
(2H, 4, J=6Hz)

S H B

(1) $REB( Sop 1y o Sofbds STmg)y ML, 1, 3, 3— W
ﬁﬁﬁﬁ(ﬂw)ﬁﬂhm&—ﬁﬁw%!4mﬁX%)—+—(%%
—4— ) — ke 102mg) B EE Jnl) B, EHIL, B,
BINMF R B A KB R F, B ARy, AR
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Wk, T#, EZR%, BeMT BB LENRESPER,
B1— (4= RFEH) -3 ( w4 3 — Wt 1, S—a]
wE( 102mg)

' mp : 193.5-194.5°C
NMR (CDCl,, &) : 6.97 (1H, dd, J=4Hz and 7Hz), 7.13
(2H, t, J=9Hz), 7.54 (2K, d, J=6Hz), 7.59 (2H,
dd, J=5Hz and 9Hz), 8.50-8.70 (3H, m), 8.75 (1H,
d, J=7Hz)

LM — (1) WA ik #F TRhA4.
(1) 1= 4— RAEZH) -3 "g—4— ) whm [ 1, 5—
1] T

mp : 240-243°C

NMR (CDCl3 + CDBOD, §) : 7.09 (1H, d4d, J=4Hz and

6Hz),7.15 (2H, t, J=9Hz), 7.68 (2H, dd, J=5Hz
and 9Hz), 7.95 (1H, 4, J=6Hz), 8.65-8.80 (Z2H,
m), 8.83 (1H, &, J=6Hz), 9.14 (1H, s)

S M B

(1) 1 (4= FFKHE) 31— ( -4 30) b H[ 1, S
—a] #EvE( Somg)  WAAH( lomg) FZE( 1nl) WRAYER
1, A, EAGKAKP, FARFRERSE o, B AR
, TR, HRRE, BREAWT ORI LBREAWPER, B1-
(4— JFH) —1—( dE—4— ) —4, 5, 6, T— HEMEIHF[ |
, S—a] #EvE( 44mg)

103



mp : 207-209°C

NMR (CDC13, §) : 2.27 (2H, m), 3.40 (2H, m),
4.20 (2H, t, J=7Hz), 4.50 (1H, s), 7.02 (2H, t,
J=9Hz), 7.08 (2H, d, J=6Hz), 7.40 (2H, dd, J=SHz
and 9Hz), 8.46 (2H, 4, J=6Hz)

WRPTERPIL- (1) W EHEFTRLE,
(1) 1—(4— |/EHE) — 33— (g~ 4—H) -4, 5, 6, 1—
WA I 1, S-a] MW
mp : 168-169°C
NMR (CDC13, §) : 2.26 (2H, m), 3.53 (2H, m)}, 4.18
(24, t, J=7Hz), 6.78 (1H, d, J=6Hz), 7.14 (2H,

t, J=9Hz), 7.36 (1H, br s), 7.48 (2H, dd, J=5Hz
and 9Hz), 8.22 (1H, br s), 8.%4 (1lH, s)

52 3 413

WEMAMN( 188mg) RETFNN- ZWHFEFER( 20n1) F, %A
HTHANS - EF-3- (4= JBEHE) — 4 ( - - ) — ot
( 1.524g) AN N— —WARWEER( Snl) B, FH0.5h, WAED
BREE( 883mg) HE, B0 Sb, WMARZTEZE( $83Img) HN, N-
R EEER( Sul) BH, FRTHHILE, HEMBRAWE ALK
P, AZAFRNER S B, HAKERRRE, TH EZKRE%E, &
SWBTF LA Ing 4, Sol Z8) b, HiEklh, 2, KM
RAEMBENAEY, AHELRF R, A RFEERS &M, Ak
R, TH, E2R%, BRR/YTLEFEE, #1, I—- 44
— (- RFEHE) —1—- AT wE— 4 F) — TH- keI |
, 2—b] wh( 178mg)
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mp : >250°C

NMR (CDCl3 + CD3OD, ) : 4.70 (24, s), 7.09 (2H, t,
J=9.0Hz), 7.12 (2H, 4, J=6.0Hz), 7.41 (2H, d4,
J=5.0Hz and 9Hz), 8.40 (2H, &, J=6Hz)

52 64

AT, ¥, 1- Z8—6— (44— AFH) - 1-ER-T1-( %
WE—d— A — TH— ok gf[ 1, 2—0] dbee( Stmg) « 8K/ 0.4
nmol ) FeRAWE kW ( Snl) PORAHEFSL, BH, MAIN HCI
( 2ml) , FOOTTH. Sh, B4, FMifBREMBR TR, H=
BRI B, BRI, TH, ERRE, BeU%
HREEEHEL, FENEAM T _ AR _4FRREGY
PR, 71, 1 28— 6 (- BAE) —1-( -4 H) -
[H— gk H[ 1, 2—b] whel( tdmg) o

mp : 213-214°C

NMR (CDCl3 + CD3OD, §) : 4.05-4.1% (2H, m),
4.24-4.39 (2H, m), 7.02 (2H, 4, J=6.0Hz), 7.05
(2H, t, J=9.0Hz), 7.46 (2H, dd, J=5.0Hz and
9.0Hz), 8.42 (2H, 4, J=6.0Hz)

LB
H10%AMNEFERC 0. 5ol ) mAl-( 4- BREHE) —I-(
mE—4— F) — 4, 5, 6, T— WEAMWAEFF] 1, S—a] wEvE( 100ng)
PR Inl) BRERAFPHFEARFEARLERZRE, HARAF WA
LB Iml) , EBRE, e T LERIBEAWTER, H1-
(44— FAFFEL) — 31— hwe—d- By -4, 5, 6, T— MAMIF] |
C o S—a] mEwE i EEE( t0imgy
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mp : >250°C

NMR (CD,OD, &) : 2.30 (2H, mj, 3.53 (2H, t, J=6Hz),
4.28 (2H, t, J=6Hz), 7.27 {(2H, t, J=9Hz), 7.51
(2H, dd4, J=6Hz, SHz), 7.77 (2H, 4, J=6Hz), 8.65
(2H, d, J=6Hz)

5 56,191 6

HERTFEROIN— (1) BFERET THEAMED

(1) 2—( 4— BRpaFEH) — 3~ ( ohrg—d— ) oo 3F[ 1,
S—a] mEvE

mp : 182-183°C

NMR (CDC13, §) : 2.53 (34, s), 6.98 (1H, dd, J=4Hz,
JHz), 7.30 (2H, 4, J=9Hz!, 7.55 (Z2H, d, J=9Hz),
7.61 (2H, 4, J=AHz), #.58-8.67 (3H, m), 8.75
(1H, 4, J=6Hz)

(2) 2—( 4— BAEF) —1—-( 21— FEobwe— 4— 30) b H[ |
, S—a]
mp : 175-188°C {dec.)
NMR (CDCl,, §y: 6.97 (1H, dd, J=SHz, 7Hz), 7.15 (2H
t, J=9Hz), 7.27 (1lH, s), 7.38 (1H, 4, J=5Hz),
7.59 (2H, 44, J=5Hz, 9Hz;, 8.18 (1lH, 4, J=5Hz),

8.62 (1H, 4, J=5Hz}, 8.74 (1H, &, J=7Hz)

(D) 1= (4= |EKHKL) —1-1 1 FRew—4— F) sk 3F[
I, §—a] =&wf
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mp : 174-204°C (dec.!
NMR (CDCl3 + CDBOD, &y +  2.02 {3H, s), 6.88-7.10
(3H, m), 7.23 (1H, 4, J=6Hz), 7.30-7.58 (2H, m),

8.28-8.54 (3H, m), 8.78 (1H, 4, J=6Hz)

(4) 3= (4= FFRHE) -2 hwe-4-35) s [ 1, 5-a]
g3

mp : 201-202°C
NMR (CDC13, §) : 6.95 (1H, 4d, J=4Hz, 8Hz), 7.15
(2H, t, J=9Hz), 7.47 (2H, dd, J=5Hz, 9Hz), 7.60

(2H, d, J=5Hz), 8.58 (1H, d, J=4Hz), 8.62 (2H,
br), 8.74 (1H, &, J=8Hz)

(5) 1= (4= REH) - - 1- ) RASH 1, 5o
]

mp : 189-191°C

NMR (CDCl,, 6): 6.91 (1H, 4d, J=4Hz, 7Hz), 7.08 (2H,
£, J=9Hz), 7.23 (1H, t, J=5Hz), 7.55-7.80 (4H,
m), 8.59 (1H, &, J=4Hz), 8.65-8.80 (2H, m)

(6) 1= (44— R/AHE) — 31— verg—31— ) whod [ 1, 5
1] PERE

mp : 154-157°C

NMR (CDC13, §) + 6.93 (1EH, 44, J=4Hz, 7Hz), 7.10
(2H, t, J=9Hz), 7.37 (1H, d4d, J=5Hz, 8Hz), 7.61
(2H, d4d, J=5Hz, 9Hz), 7.91 (1H, 4, J=8Hz), 8.55

(28, 4, J=4Hz), 8.73 (1H, 4, J=7Hz), 8.76 (1H,
s)
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54T
WRBTERGFL— (1) WFEHETH LY,
(03—(¢—ﬁK%)~P%“M%%~E)—L5,h7—
a1, 5—a] BEw

mp : 241-242°C

NMR (CDCl3 + CD3OD, §) : 2.27 (2H, m), 3.37 (2H, m),
4.23 (2H, t, J=6Hz), 7.08 (2H, t, J=8Hz), 7.20
(2H, dd, J=5Hz, 9Hz), 7.41 (2H, 4, J=6Hz)}, 8.48
(2B, 4, J=6Hz)

(1) 2= (4= FHEERE) - - - 4—-38) —¢, 5, ¢,
T— WA |, 5-2] "

mp : 201-202°C

NMR (CDC13, §) : 2.18-2.31 (2H, m)}, 2.49 (3H, s),
3.32-3.44 (2H, m), 4.20 (2H, t, J=6Hz), 4.42
(1H, br s), 7.09 (2H, 4, J=6Hz), 7.29 (2H, 4,
J=9Hz), 7.38 (2H, &, J=9%Hz}, 8.44 (2H, 4, J=6Hz)

(3) 1= (4= 8FH) — 3~ ( - Fobmg—d—2) —4, 5, ¢
, T WA 1, S—a] e

mp : 181-182°C

NMR (CDCl,, 6) : 2.17-2.33 {2H, m), 3.34-3.49 (2H,
m), 4.20 {2H, t, J=7Hz), 4.48 (1H, br s), 6.79
(1H, s}, 6.82-6.94 (1#, m) 7.02 (2H, t, J=9Hz),
7.39 (2H, dd, J=5Hz, 9Hz', B8.03 (4H, 4, J=6Hz)
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(4) 21— (44— BXEHE) —1- (31— wxuhwr—4—X) —4, 3,
6, 1T— WAL 1, §—a]

mp : 213-214°C

NMR (CDCl,, &) : 2.00 (3H, s), 2.16-2.35 (2H, m),
3.29-3.45 (2H, m), 4.09 (1H, br s), 4.22 {2H, t,
J=7Hz), 6.90 (2H, t, J=9Hz), 7.10 (1H, 4,
J=6Hz), 7.30 (2H, dd, J=SHz, 9Hz), 8.35 (1H, d,
J=6Hz), 8.40 {(1H, s

(5) 21— (4— FEH) —3—( 1— FHabwg—4-F) —4, 5,
6, T— WA |, S-a1]

mp : 190-191°C

NMR (CDC13, 6) + 2.19-2.35 (2H, m), 2.49 (3H, s),
3.33-3.47 (2H, m), 4.21 (2H, t, J=6Hz), 4.39
(14, br s), 6.85 (1H, 4, J=6Hz), 6.96 (1H, s),
7.00 (2H, t, J=9Hz), 7.40 (2H, dd, J=5Hz, 9Hz),
8.35 (1H, 4, J=6Hz)

WA I 1, S—a] W

mp : 170-172°C

NMR (CDCl,, 8) : 2.23 (Z2H, m), 3.48 (2H, t, J=6Hz),
4.18 (2H, t, J=6Hz}, 6.85-6.95 (2B, m),
7.00-7.15 (3H, m), 7.37 (1H, t, J=7Hz), 7.51
(2H, d4d, J=5Hz, 9Hz), 8.46 (1H, 4, J=35Hz)
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(1) 2= (4= |AFER) — 1= whr—3—-3) —4, 5, 6, 71—
WAk F[ 1, S—a] e

mp : > 115-118°C

NMR (CDC13, §) = 2.25 (2H, m), 3.37 (2H, t, J=6Hz),
4.21 (2H, t, J=6Hz), 4.35 (1H, s), 6.98 (24, t,
J=9Hz), 7.22 (1H, 44, J=5Hz, 7Hz), 7.30-7.50
{3H, m), 8.40 (1H, 4, J=5Hz), 8.52 (1H, s)

ST Mo 5 8
o B A 0y JF AR TR a4,
1— (4= ]I — 44— FH-I—( vhwEe—4— ) —4, 5, 6,
T— VA [ 1, S—a] mEWE
mp : 126-128°C
NMR (CDCl,, &) : 2.14-2.38 (2H, m), 2.62 (3H, s),
3.21 (2H, t, J=6Hz), 4.19 (2H, t, J=6Hz), 6.97
(2H, t, J=8BHz), 7.15—7.30 (4H, m), 8.49 {(2H, 4,
J=6Hz) '

ST 36 1) 9

1§48 = PR BRI AR 2.360g) S — EH—4—( 1—- &
FIE) —3—( whmE—4— 2 whed( 1.674g) BIZEE( 33ml) B
. EMTHAE . Sh, N AR ( 0%, I55mg) . RAEWHE
mn A3, BN AM KB R, A F PRI 8
, A EGR, T, ERR4G, RethasRAEAHA. 7]
%MTL&¢%%,ﬁ%%4—ﬁﬁﬁ)—ﬁ%”M%4—£)—%
e 3E[ 1, S—b] [ 1, 2, 4] — =%( 63mg)
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mp : 177-178.5°C

NMR (CDC13, §) : 7.19 {24, t, J=9Hz), 7.55-7.70 {4H,
m), 8.59 {iH, 4, J=5Hz), B8.68 (2H, br), 8.91
(15, 4, J=5Hz)

SEHEA] 10

HEAFERT, HH( M8ng) . TMRIE( 0. 12al) . FE LA
(0. 10ml) FBAERC O Sul) MRS BEL, mAS— HHE— 4
— (4= RIEKE) —I—( whmE— 4= H) whm( 150mp) WA B
LoSml) B, ERTL, 2FRNBAY, KESTHNERKR, T
o WEMKETA( LSul) , MTEYE, AHERPOAER k&g
BWEMK, Kk, T, M, - Z4-1- (- FFH) —5- 4
R—2—( wbE— 44— F) — o3[ 1, S—a] HE( 62mg)

mp : 298-299%9°C

NMR (CDCl, + CD,OD, 8) : 5.83 (1H, d, J=7Hz),
7.25-7.50 (6H, m), 7.82 (1H, 4, J=7Hz), 8.58
(2H, br)
S

(1) ZokAHTHEHBRM( 280g) HA( 0. 1200) EHEMWA
S— @I~ - (4= BAEH) -1 vbg— 4= 3) dpud( 100mg) .
AELER( 0.2ml) FoK( 0.4nl) MURAHE, B SHE, KKRmA
AW AR Snl) . EFEBAHAER( Inl) M- ( ZX
HBTEHE) —1— WEH( 126mg) WK F( 10l) Bk, BAWT
WTH AL, S HAIE, TH, HZRE, RLYSERAE Y
., BEhmTF_RERIER, B (- fFH) — - FH
~ (o4 ) e IE[ S, - C) [ 1, 2, 4] ZwR( 41mg)
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mp : 202.5-204.0°C

NMR (CDCl,, 6§) : 2.91 (3H, s), 7.18 (2H, t, J=9Hz),
7.62 (2H, dd, J=5Hz, 9Hz), 7.68 (2H, d, J=6Hz),
8.70 (2H, 4, J=6Hz), 8.79 (1H, s)

WERMFERHHILI- (1) BFE, #IETELSY.
(2) 8—( 4— ®|EHL) —4—FKHE 17— ( whre—d4— ) — o
FHLS, 1=C) [ 1,1, 4] =vk

mp : 275-276.5°C
NMR (CDC13, 8) + 7.20 (2H, t, J=9Hz), 7.60-7.75 (7H,
m), 8.33 (2H, m), 8.68 (2H, @, J=6Hz), 9.05 (1H,

s)

S M B 1 2

WS— BE—3— (4— AR — - ( - 4— H) Ak
1.016g) « PIMHBRTPREC L0ml) o w®E( 20ml) Fok( Sml) BBA
WE G, %3, RS, RAWHETTEC 1inl) FoukhE(
.Sml) BORAME, Eb, %, FHFosk s &K P,
WS BEER, A, TH, f1-( - X2 —5—- ERK-3-
( wbre—d— ) — 4, 5, 6, T— WEMMH[ 1, S—a] " 150
mg) o

mp : >250°C

NMR (CDC13, §) : 32.00 (2H, t. J=T7Hz), 4.43 (2H, t,
J=7Hz), 7.01 (2H, t, J=9%9Hz}, 7.13 (2H, 4,
J=6Hz), 7.33 (2H, 4d, J=5Hz, 9Hz), 8.47 (2H, 4,

J=6Hz)
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SEHEB 13

PKRHTHI- (- BRFEE) —5— F—1—( Hwg—4— %) —¢
o 5, 6, T— A |, S—a] e 250mp) BYLAN N—
B 3nl) BAMAELHC 0% HmoEk, 35ng) BE
AN N-Z P A FBER( Snl) HOREW P, $BEe.Sh, A F(
125mg) HYRAN N— ZHAFER( 1nl) BA, BAYTEERTH
#Hih, EIAKYP, A4 FRMBR,;ENS, HA%E TH EXK
5, BREMBHBECHAN, FENECAEET A% KM _8H
M RGMFYESERE, F1- (1~ FFXHE) — - FH-5- /-
3= ( MkmE—d—3) — 4, 5, 6, T— WA 1, S—a] wEw(
[§0mg)

mp : 185-186°C

NMR (CDC13, §) : 2.90 (3H, s), 3.06 (2H, t, J=T7Hz),

4.45 (2H, t, J=7Hz), 6.99 (2H, t, J=9Hz),
7.13-7.38 (4H, m), 8.61 (2H, 4, J=6Hz)

5E H6 4] 1 4

KAH THEALRKFR 117ng) WAL- ( 4— FRrAEERR)
— 3= PkE—4—FE) — 4, 5, b, T— WA IHFL 1, S—a]
( 190mg) B9 A TFHE( 6nl) BFHRP, RETHH. 51, A4
ik, RAGRB AR AR, K5 AMMKREH KB R
Ak, TH, ERKE, RAYSHRACEEN, FEHERNE
FI- B CBRBAGPESRE, F1- (- FEHGRAFRKE) 4
— (k-4 F) 4, 5, 0, v WA 1, S—a] mEE(
168mg)
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mp : 201-202°C

NMR (CDCl,, 6) : 2.20-2.37 (2H, m), 2.75 (3H, s),
3.35-3.48 (2H, m), 4.22 (2H, t, J=6Hz), 4.50
(1H, br s), 7.09 (2H, d, J=6Hz), 7.61 (4H, s),
8.49 (2H, d, J=6Hz)

SE LB S

PRAFH T EE K FERC 38ng) AmAN2— (4~ FHEERE)
—3—( HhE—d— ) —4, 5, 6, T WA 1, S—a] B
( 190mg) By A PEE( oml) HERF, BR T, A _RKFEME
%, Minfor e B4y ARSI YR, RJE A ek B A 40 AR e a K
i, T, ERRYE, BAMZERAEA s, HFRAYEGE R T
)— W LEBRAWP TR, F1— ( 4— FEEBAMRE) — 44— (
M — 4— ) — 4, 5, 6, T— VAR 1, S—a] #EE( 63mg) o

mp : 236-237°C (dec.)

NMR (CDClB, §) : 2.20-2.38 (2H, m), 3.07 (3H, s},
3.35-3.48 {2H, m), 4.22 (2H, t, J=6Hz), 4.48 .
(1H, br s), 7.09 (2H, 4, J=6Hz), 7.65 (2H, 4,
J=9Hz), 7.88 (2H, 4, J=9H=z), 8.51 (2H, 4, J=6Hz)

TP 6

YRAHT, HZEERC 0. 89nl) A2 (4= FFEZE) — 1 (
il — 4 — ) oo E[ 1, S-a) mERE( 480mg) MY AKIEA (1S
ml ) B P, FIRTHA b WKAH T N 318y A vk v
HR( IM, 12.42m) , BT, BN R ik S48 R EK,
B oA F i s Sy, oAk, TH, EE3WR4e, ZK/TEEK
A fa BrahiAr, (33— ( 1— ZERE—1, 1— —H—1— P-4 K
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) — 12— 4— FEIFEI) wbe H[ 1, 5-a] #EE( 127mg)

NMR (CDCl,, &) = 1.26 (3H, 4, J=7Hz), 2.21 {3H, s),
5.24-5.40 (1H, m), 5.47 (1iH, 4, J=7Hz), 5.82
(1#, 4, J=6Hz), 6.52 {1H, 4, J=7Hz), 6.86 (1H,
dd, J=4Bz, 7Hz), 7.15 (2H, t, J=9Hz), 7.78 {2H,
ad, J=5Hz, 9Hz), 8.51 (1H, 4, J=4Hz), 8.67 (1H,
d, J=7Hz)

Sy
#I3— (| — TEeHE—1, 1— —48—1— FHakrE—-4- H) -1
( 4— @KL wbed ] 1, S—al mEeE( 31Smg) ~ w( l46mg) FoE
B( 3ml) BORATII0CH SN, A3, SHEREGHFEMN, 52
— (4= EFEHE) —3—( 21— FHohmr—4— ) Wb [ 1, S—a]
mEur £ 135mg) .
mp : 164-166°C
NMR (CDC13, 3) : 2.59 (3H, s), 6.85 {(1H, dd4, J=4Hz,
7Hz), 7.11 (2H, t, J=9Hz), 7.26 (1lH, 4, J=5Hz),
7.42 (1H, s), 7.61 (2H, Ad, J=S5Hz, 9Hz), 8.48
(1H, 4, J=5Hz), 8.59 (1H, 4, J=5Hz), 8.73 (1H,
d, J=7Hz)

SEHL B8

51— ( 4— FAFEH) —1— ( whmE—4—-F) —4, 5, 6, T— WE
e 3l 1, S—a] MERE( 100mg) « = ZRE(C 0.4ml) . ZBF( 0.2ml
) FeFAKl, 1— —RTE( Inl) HORASMERL R, BH, EE IR
, REYBET _RPR T, 23 Anfg R a8 kBRI E, T
W R, RAWSERAAEMAL, HRNW T _RERdE

115



6, T— WA i, $—a] v 60mg)

mp : 184-3i&5°C
~ NMR (cDCl,, : 1.60 (s), 2.28 (2H, m), 4.01 (2H,
t, J=6772), 4.36 (2H, t, J=6Hz), 7.00-7.25 (4H,
m), 733 (2H, 4, J=5Hz), 8.52 (2H, 4, J=5Hz)

SEHEB19

P — (44— JAFRFEE) —4— FHE-T— ( vhwg—4— 3L) wba F[
S, 1=C1 [ 1, 2, 4] =Ze&( $3mg) Fogfi @ fb4N( 13mg) RTEE( !
mt) HREAERIL, %, EIANGKKF, & T R R 5
, AR EIIGE, TH, ERR4E, ReWBEiseigsdt, 55
T R SR, Fl, - ZE-8—( 4— gFHL) —4- W
H— 71— ( dhrg—d— 2) wbek3F[ 5, 1—C)1 [ 1, 2, 4] =k
[Img) o

mp : 203.5-204.5°C

NMR {CDCl,, &) : 1.75 (3H, 4, J=7Hz), 5.02 (1H, dq,
J=2Hz, 7Hz), 6.78 (1H, &, J=2Hz), 7.11 (2H, t,
J=9Hz), 7.20 (2H, 4d, J=SHz, 9Hz), 7.40 (2H, 4,
J=6Hz), 7.84 (1H, &), 8.50 (2H, &, J=6Hz)

ST A2 0

- (4= BRI — 13— s~ 4= ) —4, 5, 6, 1— WEH
w350 L, S— ) TERE ERERIRC AVim) WA HHRAXRRETRH
S.85ml) W, AH, WERLSENEER, ARWER, T, &1-(4
— B — 31— hmE—d— ) —4, 5, 6, T— pAEIFL 1, §
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—a] v E( 8lng)

mp >250°C
IR (Nujol) : 3300, 2550, 2040, 1955, 1855, 1625 cm
NMR (CDCl,, &) : 2.11-2.31 (2H, m), 3.48-3.63 (2H,

m), 4.16 (2H, t, J=7Hz)}, 7.09 (2H, t, J=9Hz),
7.37 (2H, 44, J=5Hz, 9Hz), 7.59 (2H, 4, J=6Hz),
3.05 (2H, 4, J=5Hz}

S ]2 |
BN HCH(0.85ml) AmAl— ( 4— B3R — 31— ( - 4— %
)y —4, 5, 6, T— WAL 1, S—a] #UE( 150mg) H LE(
JSM)ﬁﬂﬁ¢ R RERBNBEFER, HERKWPINTE
m) HERGgE, RAWTFE().Snl) FTZRIE( Jnl) W
At R ATAKREEFELER, B1- (- REFE) -
—("ﬁ%w~£)—, S, 6, T— HAMMHAL 1, S—a] HEER
H(2133gm) .

mp : >250°C

IR (Nujol) : 3300, 2550, 2040, 1955, 1855, 1625 cm_l

NMR (CDC13, 6) = 2.11-2.31 (2H, m), 3.48-3.63 (24,
m), 4.16 (2H, t, J~7Hz), 7.09 (2H, t, J=9Hz),
7.37 (2H, dd4, J=bHz, 9Hz), 7.5% (2H, 4, J=6Hz),
8.05 (2H, 4, J=6Hz;

S M2
Ws— AH— 31— ( 4— REHN) — - ( - 4— F) (153

mg) , —FHPERIWR( 162mr o RIMEBRC 0. 1nl) FZE( Snl)
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RYRAEIGAL, %37, BlAokAE, Wiy RE B AN KB R R,
TREEEI S E e, BAREEGR. TE, ARKE, REAUE
HERAT G AL, FR TS, %L7—:%§—rw4
— RARE) —3—( k- 4= F) b . S—a] mERE( 250mg)

mp : 243-245°C
NMR (CDCl,, &) : 7.12 (2H, t, J=9Hz), 7.45-7.70 (11H,
m), 8.10-8.25 (4H, m), 8.61 (2H, d, J=6Hz)

5 He 23

WS- AH—1— (4= BEFH) — 4~ ( vhg—4— ) s 254
mg) Fod— W1 K- 21— BYRAWERSY, B, ARKL
, BAMBEBEAS S, REANGTIROBPERRSHFE
e, b, T— Z@—1-(4- REHEL) - 1-( Hw—4—H) -5, 1
T— Z WA 1, S—a] #w( $3mg)

b4

mp : 171-173°C

NMR (CDCl,, §) : 1.56 (6H, s), 2.33 (3H, s), 2.69
(2H, s), 7.03 (2H, t, J=9Hz), 7.32 (2H, d,
J=6Hz), 7.45 (2H, dd, J=6Hz, 9Hz), 8.51 (2H, 4,

J=6Hz)

5K M 19) 4
#5— B3 (4= JARE) - ( oE—4— F) b 254
mg) PP BE ZEE( 1T6mg) A ZEEANIEE( ESImg41F)nl TEE
#&) F, EFESE, A, AN HCO( 4nl) Fok( tnl) , WESH
BB, AR, TH, B, T &A1 (- ARERE) -3
( whre—d4— F) wbep 3] |, S—al "E¥EC 110mg)
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mp : >250°C

NMR_(CDBOD : NaOD = 20:1, &) : 7.12 (2H, t, JI=9H=z;.

7.45-7.60 (4H, m), 8.12 {2H, &, J=6HzZ)

SEH LS

P5— RE— 31— ( 4— @|FZHE) —4— ( #huE— 4— F) — b
[00mg) « ZBEZBR ZTE( 6imp) FoZLBR( Iml) BYRA4 T100TH
b, Bdf, FCEBBBE AL, WEHBMERE, BT, 4
, 1= ZE— 21— (4 BRE) -5 WHE-T— AR (kR —
— ZL) o IR 1, S—a] #EBE( 10dmg) o

mp : >280°C
NMR (DMSO—dG, 8§ « 2.30 (3H, s), 5.75 (1H, s}, 7.20
(24, t, J=%Hz), 7.30 (2H, 4, J=6Hz), 7.45 (2H,

dd, J=6.9Hz), 8.60 (2H, 4, J=6Hz)

ST, B2 6
55— BIE— 31— ( 4— FFEKEL) —4— ( vbmE—4— ) bl 100
mg) « |, |— —®/¥*E 21— ZHIAXTH( 49ng) FZEE( Inl) MBS

E L, HEEERE, BANWTTEYES, F1—- €38 - £33
1— (44— WEHE) —3— ( whE— 4= F) ke[ 1, S—a] HEE(
TTmg) o -

mp : >280°C

NMR (DMSO-d., 6) : 7.35 (2H, t, J=9Hz), 7.45 (2H, 4,
J=6Hz), 7.65 {2H, dd, J=6.9Hz), 8.50 (1H, s),
8.55 (2H, 4, J=6Hz), 9.20 (2H, br s)

LB
19



Ps— BH-3— (- BFRFE) — - a4 F) e 100
mg) 1, 2— Z( 4— EHKHE) —1—- BHREFE-1—-B( 16Tmg) . ¥
HE( Inl) FLENRAHERL, XSR%E, FERNERANT
B, 42, 3, 6— Z( 4= ®BAR) -7~ ( hE-4-F) —11-%
bl 1, 2—b] R ERR( S0mg)

mp : >260°C

NMR (DMSO-d6, §) : 7.25 (6H, m), 7.55-7.80 (8H, m),
8.55 [2H, 4, J=6Hz)

L2 8

#s— @F—1— (4= FERA) — 4= (- 4= A Ak
1.02g) <1, 1— —=( ZE&BH) - 11— ZLEHTE( tting) B
( 1oml) #RAMEKIL, R, FHEREE, HIEE, M4, 1-
A b TRHHA-1-( 4- ﬁ%%) — 3= ( -4 —7-
A L 1, S—a] e 1. 23g) mop. 250 T
SE 129

WA IMWP AR, 0 26nl) R TN, 1— 4~
b— A1 (- FEXHE) -1 (- F) -1 ER%
IF[ 1, S—a) mERE( 100mg) Ak ( dnl) BRAYF, B
FIh, A, AAPENEAERAERNREY, AIRIERK
, MAKRIEGR, TH, EZR%, AW TIETERE, %’?6—&
AEHE—1— (- BFH) - 1- BRI (- d4—F) — 4,

6, T— WA Al 1, S—a] "FE {lmg) .

mp : >250°C (dec.:
NMR (DMSO—d6, §) : 1.20 {(3H, t, J=T7Hz)}, 3.70-3.95
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{2H, m), 4.15-4.30 (3H, m), 7.20-7.35 (4H, m),

7.45 (2H, d&, J=6.9Hz), 8.00 (1H, br s), 8.40

(2ZH, 4, J=6Hz)
5251530

e, 1T— —4—6— TEEH—1— (- £FF) — 31— ( abme—

d—20) —T— EARb I 1, S—a] mEME( 946mg) FURRER( 40 %k
B, Sml) BAWEGLY, B, HiAfoak g S KB RN
A PPHES, HFERMS, AR, B4, 1T— —_4F— 6— H3—
2= (4= IR -1 (kg —4— ) — 1 AR 1, $S—a
] #EvE( 275mg)

mp : 215-218°C
NMR (DMSO-d., &) : 7.40 (2H, t, J=9Hz), 7.65 (2H,
dd, J=6.9Hz), 8.10 (2H, 4, J=6Hz), 8.60-8.70
(3H, m)
556153 1

MBI — (1) WEMUFT LB T
(1) 83— ( 4= FA3RIL) —7( whwe—4— ) w3 5, 1— (]
(1,2, 4] ==
mp : 180-182°C ~
NMR (CDClj, §) : 7.20 (2H, t, J=9Hz), 7.55-7.70 (4H,

m), 8.59 (1H, 4, J=5Hz), 8.70 (2H, 4, JI=6Hz),
8.90 (1H, 4, J=5Hz)

(1) 1= ( 4= ®&RHE) — 44— FH—8— ( shmg—4— ) nhodk It
[5,1=C3 [ 1, 2, 4] =%
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mp : 220-223°C {dec.)
NMR (CDClR, 5 : 2.90 (3", sYy., /.17 (2H, t, J=%Hz),
7.60-7.75 (4", m}, B.67 (ZzE, &, J=6Hz), 8.81

(1R, s)

(3) T— (44— BFEH) — 85— wbwg— 44— F) wbodHF[ 5, -
][, 2,4 =%

NMR (CDCl,, &) : 7.18 (2F, v, J=9Hz), 7.60-7.75 (4H,
m), 8.59 (1H, 4, J=4Hz), 8.68 (2H, 4, J=6Hz),
8.93 (1H, &, J=4Hz)

SE A3

e 13mg) BTFAALEC o) &, WwAS— AH—31-( 41—
) —d— ( db—4— ) ok 254ng) PR LB TEE( 1]
mg) , WHESh, %A, AN HO( 1nl) Fok( Sml) , WELSH
WIEAR, AAGL, TH, - &4 - (- BXR) - - #2I-
J— ( vhmE—4— ) b 3E[ 1, S—a] #ER( 270mg)

mp : »250°C
NMR (CD3OD, 5y = 5.69 (1H, s), 7.23 (2H, t, J=9%Hz),
7.56 (2H, dd, J=6Hz, 9Hz), 8.10 (2H, 4, J=6Hz},

8.40 (2H, &, J=6Hz)

S )
3 LT LB 8 B AR TR e 4.
{— ZBRH—2— (4— F|FEH) - - whm—d-H) 4, 5,

§, T— WA 1, $—a] W
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mp : 160-1861°C

NMR (CDCl,, 8) : 1.66 {3H, s}, 2.28 (2H, quint,
J=6Hz), 4.05 (2H, +, J=6Hz). 4.33 (2H, t,
J=6Hz), 7.02 {28, ¢, J=9Hz), 7.10 (2H, 4,
J=6Hz), 7.33 {2H, 4d, J=6Hz, 9Hz), 8.57 (2H, 4,
J=6Hz)

SE M4
T KA T MBI B xHB T e 40,
(1), 4= 287~ (- BREH) —4— PH- 83— ( whrg—
{—3&) bl 3F[ 5, 1-C) [ 1, 1, 4] =%k
mop. 244-151 ¢

NMR (CDCly : CD,OD = 9:1, &) : 1.72 (3H, 4, J=7Hz),

5.01 (1H, dq, J=3Hz, 7Hz), 6.80 (1H, 4, J=3Hz]},
7.06 (2H, t, J=9H=z), 7.13 (2H, 4, J=6Hz), 7.42

(2H, 4d, J=6Bz, SHz), 8.43 (2H, 4, J=6Hz)

() 1, 4= Z&—-3—( 4— FFH) — 71— ( heg—4—3) oy
Wl 5, 1=C1 [ 1, 2, 4] =%

mp : >250°C

NMR (CDCl, : CD,OD = 3:1, &) : 4.88 (2H, 4, J=3Hz),
6.92 {1H, t, J=3Hz), 7.11 (2H, t, J=9Hz), 7.22
(2H, 44, J=6Hz, 9Hz), 7.38 (2H, 4, J=6Hz), 8.43

(2H, d, J=6Hz)

(1) 1, 4= ZH—1—{ 4~ BFH) — 85— ( whm—4— )
5, 1=C) [ 1, 1, 4] Tk
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mp : 229-232°C

NMR (CDCl3 : CDJOD = 5:1, &) : 4,34 {2H, 4, J=2Hz),
6.96 (1H, t, J=2Hzj), 7.04 (ZH, t, J=9%9Hz), 7.13
(2H, &, J=6Hz), 7.39 {2H, dd4, J=6Hz, 9Hz), 8.45

(24, 4, J=6Hz)
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