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(3- RBEREH) AL 1-(4- BHFFAHR) ETHE, 1-(1- LHEXK
A3 EwEE. 403 HLRAS) BT L I-ZEE-- (- BREX
) AL 5-{1- REFEN) TR, 6-(1- HAXREAR) TE
Ho- PR (-AARER) BEE, F%,

AARLTHA L NFRFOORRIEE AN ARERRT
BB FRAFN A A 0 -Co I ATIBP 401 KA I FT 3K,
HP KR ETHA -3 A% 8 BT E A5 A0 -Co KRS L
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RIE, FlinTER, -FERXTCE, -FETLHE, 3-FRXTEHE, (-
FRETETHE, I-ZFHE-- KETZH, S-FHXT A, -FETEL
HL-FH-- RETHA, A-RTER. A-ATEN -RTEE,
- TEEHR, 1-(1- AFER) TBHE. I-(3- HFEE) RTE. I-(3-
MAKE) TwE C-RFHEFE QPR -REETF
EoG-BPRTERL - —FAFEREX C-ZFFHTFEE, 4-=
AFETFRE, 1-(1- RPEFHE) TZH, (-03- 4FEXY T
CEEL1-(3- BEARS) TRE. -[4-(-R2F) FH] BT,
S-[4-(2-RTH&) K& TRE. 6-DI-(3-AFH) ¥ ELHE 1-
HA-I-[3-(4- QB FH) THE. 1-(3,4- —HEEEHR T
FL1-(1,5- ZHREHEEHE) ToE 1-(3,4,5- ZAPEXRE T
#*, &%,

LRLAR (1) o Pr RARTH, LA TEHA LT M
EEM(LA)-(1C)

N 0 R 0 R3 ﬁ OH
X\W/NH ., K\TéN — ¥ _N
— — 0
N-R* HN-R? N~R2

(1A) (1B) (1C)

AXAELGE AL LHF 2P LR UR e LR R, JE
e R LA e M A

RTAZANK() e HauE tmttddy, BR8N
& HTHY o

ALAWA (D) AW T RBLTRF M E SR H LT KRS

21



BRI —IXPREF o
R4 3
RINH-C-NHR? + R7NHCH,COOR®

|
NH (3)
(2)

Y
—

(la)

T

N-RZ

EERXE, R, U g, R RREE R,

R B R R B AL B ) FACL- O IRBUR R IR AR 2

TR EEAEMBEN AT RERENLEEINT, Rk
§0 T-100TC,

ET LREFWBENRIAE WPE. LERREE B -
oLhr. WA (THF) . LB _WRK R, F)E X, FXEZ
WK, BB W CES IR URARMER, PR P e
(DMF) 2% T 5 DMSO) ,

FRR Q) FEe MR EETELER (1) LA NEERE,
REER (1) AMAEY I (BA)

— AR, EHI-HLONE AR E RS,

Fops 3% B 1L
RINH-C-NHR? + Y-CH,~COOR®
H
S (5)
(4)

22



> ‘ ‘ {1b)

g N-R?!

T

N-RZ

R, R, AR Xk ﬂYﬁﬁ@ﬁ%
UERMERERERBN. ERENFETHAT
%ﬁ%%ﬁmﬁﬁﬁ&w%%,@%&Wxﬁﬁm‘ﬁﬁmﬁxﬁ

BRASY. ZTH. ZWHME. whrE. vk, - — A A TR
MER KR, TEHEATRBHN, AHFHREE PR, T
MR B %k, WAk (THR . 28 PR O’
FWE, IR, BPERR WK R WZOESI W URRHE
H, W WREFERL (DMF) S ZF A OMSO0) o KN MfEH A4 E -

150C, hiE450C-100T,

LR (5) BrrtamyREET E&EK(HAT%A%%ET
E RHAREFHAENY 1 (BR

%ﬁﬂ%mﬁﬁﬁ(ﬂﬁ%1A%m -0 fE (BR) . TR
-3 ( BR)

FORL B T8 — A 41 -24 /N B

REFRI

+ Ri-a
X NH
Y
N-N=R®
{1c) 0
. X N-p!
(1d)
N-N=R"
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ER® R, KR xEXml, A KEERT

YR B, BSOS, AR R A R 4R
VALY, RO AR U AR 1 (6 A A TR A R AR R HEAT Y o

JAFULL RO A ) FA BB AT, B4 AETLHN. B
BAM. REMH. AH. Z LM Z .

AT R, TR S AER, EFAHRKE, WRE. T
B ey, B, woBh. WEAkW (THF) . LB W O,
R, W, AR PR, MM, WD LR ZHEE s,
u = P 3 F LA (DMF) 3 = P LA DMSO)

BRBERH A 0C-100T, KB —&1-10 e,

Rile)LaHwER (6) LAWZWLAH 1-3E (BA) .

WA ENGRERR o) LAWE 1) ER,

FEX{1e)p, % E-NRT) BN RAR T, mBRRNERAR

) A B R, BRI A BB 15 (R, N
mkwk- ) AR L B E A b TR R B Aot T IR B N BL -
frfed- 4L k.

YRR A LT HRAR AR LN EEE KRR EB L, RN
B B4 G BRI Y R R B (BRI ) BHTH. MMREREAE
By A, EIREAFE T TR AR ST VR T 15 900 B P
IRt AR IR A B AR A, BRERAN. BEERAD. R =
sEF AL TR ER R, k. . A4, ZEFE. WAL
- R T

R (6) Fratta s R 1) LA —REDHEERL, &
BWREHXFENY -1 (BER) « &4, RENUAEYEERR
(L) fbadpshl-) B, Rppmld—i% -30C—4 10T, RiEd=
B30T, FAEL M —H0 D Z W R R T,
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32 3

X‘-_NT—RI + R®P=0
T 7
N-N=R63
(1d)
T
g X N-R!
Y e
N-N=R6V

EERVE, VA el RRAKATRL BRREFR
EHEE AN EEREF. R, R, 25 KEOREARIRK
ZRABRRENRKERRAE I, KERAEHR, AARLTHEHEHR
FEHRAR AT .

LR R BT RN 1A Y 2 B M S A B AR AR TR R o HE 4T

THERWBEHA K. K. PR, FX. W, LB, HE, W
g, Fkvbee. DMF. DMSO4% %,

AT LR R Mm-S WA LB, HEd. REERY. B
FXENEE TEHWRMEAAPAEAMNE. BB, KRR, %%

RN LEARNEXNED SR(10) WA EERE, K
FERXN) EHH -1 BR, BtehigutahmREdR
FELR() A4 H -1 ER,

REBEHZREASIC, REAIT-100C, WAL -60 /MK
BPL T

R AL FBRY

25



{ [ 1 + R32=0

X N-R

(8)
N-R%2
(1E) 3

R32 o
> N-R2
Xk}f/ (1g)
N-R2P

ERE, R R U by R AR L -N=RT - NHR 2 R
E il PREBEATEYE, ANMREEERFLTEA 94 R
BF. didk, MRRRESL IR S RIS oy B2, PRFEAR
A EREE WA T R AR, CRE
SN=RE L -N=RE SNt ;irFR”; Rt s b,

B E R R) PR -N=R ), b R — A 4 R WV E
ﬁﬂ,%éﬁﬁlﬂﬂﬁm&ﬂi&%zﬁ$\ﬁﬁ%lﬁﬁﬁﬁﬁ
V) A, ATIRER() LA (PR u-N=1

BR) PRR-NR" BN i, KR AR R SRV E
BAR, EHR (3) My, HABED SR e %R
B BB H MBSy 110 (B4, ATIREIR(1g) ety
PR -N=R " H- NI

BRL 25 3 VI
R3 0 R3 0
X\’/N-Rl X\W/N—Rl
&—NzRG N-NH,
(1d') (1h)
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ERp, R, R, R KEE,

EANEANBR Y AW FETHTULI . [ERAREIRT
PLER M LA A Ei. mEk. ZRLR. L. Wi, F%, £
BENEHZ P, HHhEnRAEER, i8Rk

TRANBEMNCENBRETHEREN, mFE., LB, R
Y 2, vk vl 2 K

BRELAEWNRAENR (1) APl - 208 (BR)

RELEEAENOT—E 120 THATHS - 460 44,

B % BV
R3 0 R 0
l { RIS0,B \Tﬂ ~T¢
X\“/N—Rl (97 X “/N—Rl
N-NH, N-NHSO,R®
(1h) (11)

ERE, R, OB UEXE PREEEFLUEAE -4
MEF. A, KEARELAPRAGERRENES, B IREXER
¥,

EAZRMR (1) AP, P REXF L FE -14%H
R F. A, AR A3k o S 2 vy 3 A W 0D 2l A T
A R R % VI8 8 LR A o

W (W) BAT, B8 OE. TSk, mAKERARYE
S iy 2 K B A AT Bk R B

R (9) e AENEERAN L) & (- ER. RE—KE
EH VCT—Ho0 CTHATHI- 41N,
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R 5L BV

K}
| [ ;
X N COOR1® N
\r X\ﬂ/ —%o
N-N=R® N—N
H
(13) (1k)

R, R R A El, BRUARIEALE L.
K % B IX

R3 0 R3

‘ i | io
rR%00CCH,- N-RY N-R*
O:<—

N-N=R® N—N
H

(12) (1lm)

ERd, RY, R, RO xEml, ROREEAEE.
SR VIR RO WX R BRI AR R, B ER (1) W

- (%R (1) fadPR R/ SR BRI ASE P ) RAKA
FABETFEfN-R

LR IR R AT MR S RV Bl AR R AT, R —RREY

Fi— 150C., ikt LAMIT—% 110 CHTH SHE—H604

oo

W EE AR 1)) b il THTER B
Wt E B AR, PR R RS A R R A e R,

(1) o640 ] 46 2 R A A8 3R R R E LA 4e

N

T ERR R, THEHSMERAER, BANNHFERE. O
ZoBN. WAKW. KEF,



BB — R A EB—4 10T, (iR 45 B—A00 CHATH
| ed—224 e R A SR WA T AR i, R
FHEAH. ALY, %%,

FAfE L KR 5 B Lty sy 3 (4) o — seqb A R BT K e
M, X AR AE M YA R T B R

KR FHRX
RINH-C-NHNH, + R°NCO
l (11)
(10) . RINE—C-NHNI—C-NHR?

]
(4)
ERF, KRR Xk,
LERRMZEEHWTE. WAk, 8k, AL BAHZ X
EHAERPHTN. K1) LA WRAERYHEEAR) S H 4
-3 BERe RNBERAEH 0C—H50CHTH | Ad— 420 i,
ARZAHLASS P, WTR () R bap e Fntsdd.

R3 o)

[ [ (1}
K\W/N—Rl

N-RZ

HPRRREEF, KA, BERSEE REKERERER
M, FEIF LT RIS E AR IO B R SRR E, R
KE-NRY | HP REARTF EFETHH IDABAREF. A



N TS ET LTSRS CE 2y e £ Y 4. S
CO-NHK (BRI GERE, EX ETHH R TFREL ¥H10K
Bora, REE), F-NR (RPN RERATERE, BH 15 IMER
FRANERE R, KX ETHH 19 ke HET. %, KEK
A, WA, BE. REKELPIRAKAGERKLNELKET
W, ERETEARANERMATEE, RATHR KEFTLE
B OREFLTEALRNFRLKAEREY  PREFIAET,
AL TR R FRIRRIEE N FERRRT R, RFERKRT
WA UR Xk SN (R RELRT, KA R
BAREABT R BE AR M A, 8 fort, SR A THLESRE
T, FHRSRRARTF. PABEMRETR X2 0, VTN
NHRH( S PRE R AE FREI A MSE AR W E LB RN &
-NI=R® (PR RAMA LR, FELTHEARRT. #E. 3,
SR RI B R 3, SEIR LA R SR
), BUR REAETF. RN B XR-S- #-N-B, R ARS g
Fle R EREA TR, BA S E-NRY ( RREEANEETFEL X2
-S- #f, RUFRF T LA RET T,

AL A AL H 5 AR S AL A A W 2 2 T S B

16 4 TS BT A R B S5 A K B 1l A R RL T 555 M R ax 2k 3
BT R BRGE T4 LILER, Wik, sifk. %8, ARREE,
B ANE, Wi, DRE. ST, FE8. %, %
. KPRES, Mot TR SRS W H T AR,
A4, DEMIS. HImM. REAE, £%,

LB EHENR () CEMEREETAREZ ST ES N
AE Bk, FRERNOEFRNEE. EESE R, HAK
WZ k. BN E IR S S A
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2R R oy 32 48 BB R — AR DL B 2 A R R R A
T RARBRATBEN R WA, AR, BEM. BERN.
FWEMA . R F E S H A H

MATHBHH, REGTENEAETEAMNA. HUAGHTFRE
Flo AL ML AR RERL AL AR B, B 4 (&
%, BRE®E %% , w#H F%

HTHRAH, TERAHREERAN, ol EE. a1,
HEHE ke B SRS, B, SRa4s. AREE H4
H, k. TE. TR, BEX. HEEAR. BERER. R, B
REAER. M. FHAELR. S04, RUBELSRE, 4%
BN, mFRR. ERH. TWYE. BN, RRAd. BRE. B
ROHBMALRR R, AL mRRe. TR — k. 8.
ULIE, &% MMBRR, M. . T, At §%
RN, wELE. AEERRey, %% KREHN LHH. &'
B, F% R, wERR. . WL, BEL, REER %
%, ERA, wAddmEE, FiRE. BN, RO, 5%,
ssh, WEME, R AT SRR DB RS AR R A RR K

. RAEF. ERAF. REBEREFHEZ KA.

ST RAK, TG EAEREA, . JUE. B T
THe. A Y. WL, Ba, £ AR, WwTE R,
HER. WK T8, F% NN, wEAH. HRES

MTRRRH, TERHWEEARL B, T8 BRE. 54
Bl . FA Rl

W& RRRAG G *, B ERRANLASY 5 LA S MHBAK
Bh, HEREMWENERABGRE. FRESE,

AR E, B LRSORERAZ K Y, FHRER R
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mﬁ%%oﬂ%ﬂ%ﬁm,Wﬁmﬁxﬂﬁm%ﬁ‘aﬁ‘ﬁ:ﬁ\a
SRR EIE. RETHNAL RSB 8% 04 S0 HBF.
MEAT, NTFHEERER HHHH P THARS ERALA. ﬁ
GRS, AT WASERBER. EAH. BREHNESF. A
WREE, AWM THANEEH. FRA. TR, FRA. Swn
£&f v HA,

MTE AT, dERK, TERBAAEAR. FH. Hb. H4%
FrEY. RU-B. B8k, BELEEELIHRH.

FEAHEYHA PR ER AW ETEREEE K
B, RAEMHAARE, E—REHYHAG-1IUEE)

MFRKAK G F A LR A ARY, RIFEBFHWE
B, EAREEHEA. FRUARABEERTE &, HsnagrE
Ao RSB H A AN X2 aREHAH,

Bl m, HF AW AL AL R RAR. L. BASK
BRI, U4 HB A, SN B Rk R Al
HHMOES. MAES. HRER. A TEHSEERERLH,

AR FEP, SHTURANEREEAY, LT FHE R
i o

REWHWFF A ETHBEH SR, KE. RE. TR, 4
Hfk. BITHAEEEYEE B —RUETHEEFRL0. 1-100
mg R A Y,

THHHNER-KENLKRL R, Y% HEATHFEF4TE
fto BrBA, EARREWEALT, METUKT EAEEE, &7 UET LA
£

TE, UEMH K FEARER NS 6 & dted
W BERRER, T4 YT ®EF.
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%%Wl
(1) £ L.61gAR4ET 0ol BN FRNNFERRY
N 4 00 EREEEALN, TERBEHBESY |AWE EEUAN
5.8 HEAROHERE, KEMAIRIINE. 2HRMBEHZ
G, ERuAf R UES RS WL BEEARE P, BUXERAAY
FEIRZ o
AWESERKAN, REXGRETERAHZE FHREH
BIERYG, BetEamhk LEW, FAAHFNNERSEAN
(100: 1, L) %M, @208 1-TREXENEkdi -4-H
B 5.
NMR (CD,0D) Sppm:
3.93 (s, 2K)
1.99 (d, J=5.71 Hz, 6H)

m.p. 182 to 187°C.

TRERFR (1) AT EHFE AT A,
(2) - TRPAk b -4- B
m.p. 246 —- 248°C
(3) 2-a - FRENSGRETHE R -4-8
m.p. 243 —-245°C
(4) 1-FFERIET Mk -4- B
NMR (DMSO-d.) §&:
3.75 (s, 2H)
2.29-2.49 (m, 4H)

1.65-1.88 (m, 4H)

33



(5) 2-(1- RHEATZZHETEHRAE) skrdiz -1- 8
m.p. 169 — 172°C
NMR (DMSO-dg) §:
3.81 (s, 2H)
1.74 (s, 3H)
1.50-1.63 (m, 1H)
0.64-0.85 (m, 4H)
(6) 2-3FEAT FHRT Ik ty -4- 8
NMR (DMSO-dg) 6:
7.36 (d, J=5.61Hz, 1H)
3.26 (s, Z2H)
2.17-2.29 (m, 1H)
1.64-1.75 (m, 4H)
1.15-1.30 (m, 5H)
(1) 2-3F 3 O3 JjF J0 fop e et it -4 - W]
NMR (DMSO-d.) 6:
3.97 (s, 2H)
2.50-2.53 (m, 2H)
2.28-2.31 (m, 2H)
1.66-1.69 (m, 6H)
(3 :-ERTHAEWHkA ) -4- 5

m.p. 158 — 162°C
NMR (DMSO-dg) §:

7.47 (t, J=5.61Hz, 1H)

3.76 (s, 2H)



2.16-2.29 (m, 2H)
1.41-1.57 (m, 2H)

0.90 (t, J=7.26Hz, 3H)

(9) 1-ZHWEARRAT Akt -4-9
NMR (DMSO-d.) §:
3.79 (s, 2H)

0.47-1.06 (m, 10H)

(10) 1-(1-ZRAET TEITHE) skdfr -4- ¥
NMR (DMSO-d¢) 6:
11.28 (s, 1H)
7.79 (s, 1H)
3.98 (s, 2H)

2.06 (s, 3H)

(()2-ANRERFTHRAT kT -4- 8
NMR (DMSO-dg) 6:

3.99 (s, 2H)

5E M 15 2

(1) E#EE 2302 B4ET 1500l FEHFeh TEANFERAR
PN S0 BEREEN, TFTEEHARGN INHE FEWA
LISg PR B =78, HKEWBREGRIT D,

AHEBAWZ I, EiRA P Ak E 5 U RE %o BEK
Rz E. BRAIERE, ABRARGERZR. HIE5ERES
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o MAARBRETRBANZE, WEREREY HREARWE
FEREfRAE b BT A7 fe PR RAEF(100: LKA W) %M, 53
161y 1-TEFETRAE-1- FEREETRERA - B,

m.p. 149 — 153°C
NMR (CDC13) Sppm:

8.
7.
4.

4

3

26 (s, 1H)
32 — 7.68 (m, S5H)

23 (s, 2H)

01 (s, 2H)

-77 (s, 3H)

(2) ELRSBREES 2 61 AP AN 00l FEAI4al IN
SAMMER, FTERBALREW Do WE RGN RN REA
Mo BAKAF MO0l kZfE, RAMWAINER P, TR ALREN
i IR AR TR, R 8y - HTE - -SEER

5&@%%%‘4" Eﬁo
m.p.
NMR

218 —=222°C
(DMSO-dg) dppm:

11.37 (brs, 1lH)

8.16 (s, 1H)

7.34 — 7.86 (m, SH)
4.08 (s, 2H)

4.02 (s, 2H)

&G LR S REUF EREUTLAD.
(3) 1-TERWHEEHRE -1 - PAKE TRk tr -4- 8

NMR

36

(CDCl,) G&ppm:

4.15 (s, 2H)



4.02 (s, 2H)
3.76 (s, 3H)
1.97 (s, 3H)

1.94 (s, 3H)

(4) 1-FRHKEFHE -1-0 - FHERERETHAERLLE -4-H

NMR (CDCl;) Sppm:
8.40 (s, 1H)
7.26 (s, 5H)
6.72 (s, 1H)
4.22 (s, 2H)
4.09 (s, 2H)

3.78 (s, 3H)

(5) 2-(4- BETFRTHE) -1-HE PRkl -4- M
m.p. 205 —209°C
NMR (DMSO-d.) déppm:

11.47 {(brs, 1lH)
8.20 (s, 1H)
7.49 (brs, 4H)
4.08 (s, Z2H)
3.84 (s, 2H)
5L 413
154ng - REAT MRk -4-8. 198ng TERH. Sug
CEEAn 31 Tmg RAEEE R A -To0 T N, ARG B LR
BAEYF UM REWSBRAECTIZE, KREBABERAGH - PER=
o AWEEERBAN . AAARBETHRRESW2E, BERER
e, WRHESWEERBELENANEGH 8 LENRAFRH
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(1 TR ) K, B26lng 2- TARHSRETHE-- TRELkwr
-4-B, BE154T-156C,

W5 L SREMW T EFEUT .
(1) 2-TFRTPE-5- BFEE)E-- 0
NMR (DMSO-dg) 6ppm:

8.49 (s, 1H)

7.21 —— 7.93 (m, 11H)

(3) 1-TAETBRE-S- TAEEARR -4-F
NMR (DMSO-dg) éppm:
12.35 (brs, 1H)
8.26 (d, J=8, 13Hz, 1H)

6.79 — 7.68 (m, 15H)

(4) 1-(4- ZRFELFRTHH) -5-(4- ZRAFRTFE) B
be-4- B

NMR (DMSO-dg) OSppm:
g8.61 (s, lH)

7.67 — 8.07 (m, 9H)

LM 4

) ¥L10g - TEPA- - PEHE Rkt -4- T,
520ng TBR4A. 10nl LA | 34y OEERE UR A4 -FO0C- 10 CHLdEl6
AN

AHE R E, 1E KR LEE T8 U RS M4 BAE K
BBz, KB P MR OHER = . AWE 5 ERK
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& MAXRBRGETHRBENWZE, RERERGN AKURE
BERAE L BT RIE T LR OB ARABA (1 KR k) %W, &
El020mg - PAAERTBEA-- FRER-1- PEEEFIRKRE 4-
B o NMR (CDCl;) éppm:

8.02 ~— 8.33 (m, 2H)

7.18 —7.78 (m, 12H)

6.69 (d, J=15, 8Hz, 1H)

5.95 (d, J=11, 4Hz, 1H)

4.53 (s, 2H)

3.81 (s, 3H)

(2) ELERPFEHBY 200 AT Mmool Frifl 4ol INEE
A ER, BAWTERIEV . AR EA el N3 BRIEAT
Frodh e, BMERERNBEWHTFIETELR B511Ing -HRFH
-1- PR THRE-S- TRERAkur -4-8, B 16T-I8T,

MBS

(1) # 2.1 B EETal WAk Ffalinl ARBAEYWZ)E,
EHEMBPAWN VS REABRAR, KB TERMH /8 BEREH
REMBRAY, BHRBESW PN 000l k25, R KITLE, #
B, . Kk, AEREEELLE &3 L 1 ah Rl

()L RF BBy BEETF00l T8, A 1260 AR TE L
fo V0ng BRAAZ 5, AT R RA i E R 6 /] B RHFTHFK
Rif=d, FEIiRE A ey ftk, BENL 65y 1-(4- REL R
) PR -4- B, NMR (DMSO-d.) &ppm:

11.64 (brs, 1lH)

9.01 (s, 1H)
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8.92 (s, 1lH)
6.82 — 7.52 (m, 5H)

3.91 (s, 2H)

ML LR P REUMF EREUT A
(3) 1-(4- FREHFEAR Edl -

NMR (DMSO-d.) &ppm:
11.56 (brs, 1H)
9.12 (s, 1H)
8.69 (s, 1lH)
7.35 —8.07 (m, 7H)

3.97 (s, 2H)
(4) 1-[4-(4-RKE) HREM T -4-8

NMR (DMSO-d.) Sppm:
11.47 (brs, 1lH)
9.02 (s, 2H)
7.50 (&, J=9.01 Hz, 2H)
7.26 (d, J=8.79 Hz, 2H)
3.92 (s, 2H)
(§) 1-(4- FEEAIR) EA4)K -4- 5
m.p.: 218°C — 220°C
(6) 2-[4-(4-KHE) HEEN) Edht -4- 8
m.p.: 223°C — 225°C

(1) 2-(4- THEEAER Epr -4-H

NMR (DMSO-d,) éppm:
11.43 (brs, 1lH)

8.56 (s, 1lH)



6.41 (t, J=5.9 Hz, 1H)
3.88 (s, 2H)

2.87 — 3.19 (m, 2H)
1.25 (brs, 4H)

0.88 (t, J=6.3 Hz, 3H)

& #1516

16wy -EREETRERE -1-FPEERXFHF ool -4-BF AN
ol WEflnl INEEAWBER HERAWTERRNP . Fif
R BE Ay o i N3k BR AT P A0, W R, B RN AR T R B
EER, FEH15mg 45,7 TAFII 4,0 £ -5-8-), 8- =
B o

m.p.: HT JIOT

NMR (DMSO-d.) Sppm:

11.00 (brs, lH)
11.07 (brs, 1H)
3.79 (s, 2H)

E 57

(1) YkAHT, #6ng 60 %A 45T Fronl = ¥ 2 FBLAL( DMF),
EREEPEH WAy 1-EFETWE -1 - FERFA TRk )T -
I-EAM S ml DMF . ¥RAWTICTHE (AE, EEEHA
154ny AR LBLE, KRETNCHME (e, AHENBAYZ)E,
£ B A R4 LR BAARAHEZE, HFEKEHE—F R
HER. HILESERRAH, REWAIARBRE T . BERSEH?
BB BRANETATRECRMBEARPEL R, 2200 1-T
ERETMAI- CESAETFE-1- FEBE TRkl -4-W,
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NMR (CDCl,) $ppm:
8.13 (s, 1H)

4,14 (s, 2H)

2.75 — 7.60 (m, 5H
( ) 4.17 (g, J=5.9 Hz, 2H)
4.71 (s, 2H)
3.71 (s, 3H)
4.41 (s, 2H
(s, 2H) 1.29 (t, J=7.0 Hz, 3H)

(1) #ELEASERBGMAH P AN Sol FEAInl INRALHE
®, R TERMHS 1. BRERERBRERBEW. EHY
BREBEAWE N Inl X2, REMWAINERY . RRFEY, B
RERFERFATFETELL B2y - FEXTHHR,3- — R
WAk -4-F,

NMR (DMSO-d.) &ppm:
8.12 (s, 1H)
7.33 — 7.79 (m, 5SH)
4.67 (s, 2H)
4.26 (s, 2H)

4.19 (s, 2H)

L8

(1) BXEFT | (1) PHEBMN NI 2-TFXTHE -7
BHTFE -1 -WEBTERRIT --BP N SN, FAEBRAY
Nt BWEREHRBRRMRAY, FRYRHERMERARRIELE
WA LR CENRA 1 AR #K, B2 1- 74
BRAEPR-1,4,5,7- WEENIF [4,3,0] L -5-% -3,8- — M.

m.p. 188 to 193°C
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NMR (DMSO-d,) &ppm:
10.24 {s, 1H)
4.20 (s, 2H)
4.04 (g, J=6.91 Hz, 2H)
3.98 (s, 2H)
1.20 (t, J=6.81 Hz, 3H)

(2) B WCEST N Sol ZEFf0. 1ol INREEH
B, RS TERMESE 1AH. BREREFRRNREY, H#HE
RO BRSWMBETAY. FREEBRAINER P RFRE RS BRBEL
YWFPBPEL R B2 0y 1- RFH-1,4,5,7- WRRKIKF [4,3,0]
I-5- W -1, 8- 8,

NMR (DMSO-d,) &ppm:
8.44 (brs, 1H)
4.33 (s, 2H)
4.09 (s, 2H)

3.93 (s, 2H)

5E M9

(1) ZEWkAHT, #1910 §0% A2 200n MY, £EF
W EA T 6oy 1-TERAETHEEA -8, ERFBREPI0H
WG, ERAMTEREN S AR LBLE KREEETHAE
INEF,

£ B4R KRR 4 o ek R U 4F UHOR A 4 RAE AT R 2 1,
HHERAREATAR, FALARBLETE. BEREAE, HRE
RARMREREE LENARAGR R TR RAD (10 1ERR )
PR, HFE870ng 3-ZEBFR -)-TREATHAEAR -8 &
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B 60-61 T,
NMR (CDC13) dppm:
4.49 (s, 2H)
4.21 (g, J=7.03 Hz, 2H)
3.82 (s, 2H)
2.01 (4, J=6.38 Hz, 6H)

1.26 (t, J=7.25 Hz, 3H)

(2) Z%AHT, & 0o L LEFEHAAY P linl FEF ol
ARMAAER, FERAWBME | Frig K RR-E 4 N B
BHATFR, BERE, AUALRWETCEPESS HFE0ng 3-R
W -1-TEREEE A -4 B,

NMR {DMSO-d.) &ppm:

3.97 (s, Z2H)

3.81 (s, 2H)

1.97 ‘s, 6H)

HHRU LSRR (1) F0 (1) £ T &, ERHAENER #3
LT 44,

(1) $-TFA& -)-FFRTPH -I-RPHELRT -4 -8
mp.: JF 00T

NMR (DMSO*dG) Sppm:
8.53 (s, 1lH)
7.50 to 7.81 (m, 1l1H)

4.16 (s, 2H)



(4) 3-(3- RAEE)-1-TALETHRE S-TREEEdr -1-H
NMR (DMS50-d;) &ppm:
7.12 (4, J=9.01 Hz, 1lH)
6.8l — 7.83 (m, 15H)
3.93 (t, J=6.1 Hz, 2H)

1.71 — 2.38 (m, 4H)

(5) 3-(5- BRERE)-I-TALETHE -S-TREEEY T -4-
B
NMR (CDCl;) éppm:
8.21 (s, 1lH)
6.83 — 7.59 (m, 15H)
3.91 (t, J=6.03 Hz, 2H)

1.44 —2.54 (m, 8H)

L1 0

EEMH P B (1) HFRKL0p I- TERFX -I-ERFET
BEEE T -4-BAF Adoml 0.5N B, HAMBAWIS M. RHET
BEMBAY, FREEFBIE FRERERE. EFRARKYF
It Fomk R A AN R R B F LA B A A B e T2 e AALE A
i, AAKRBETE AREAG. BHRNWERDRERRMEL
E##RAHT R TENRAN  RA ) IR, FEBTIng 3-7
FHPE -1-TR AR -4- 8,

NMR (DMSO-d.) Sppm:

5.26 (s, 2H)
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4.29 (s, 2H)

4.12 (g, J=7.03 Hz, 2H)

1.19 (t, J=7.04 Hz, 3H)

(1) HaFRBREANABREEABRESH, BEKRERELY,
HEHRWBRANETE LB T RET RS REBERE AT AP E
B 23 Smg 2H- EeR [, -c] [1,2,4]) ZHE-3 6(4H, TH) - =8

AR o

NMR (DMSO-dy) &ppm:

10.79 (s, 1H)

4.09 (s, 4H)

(3) AkAHT, FLALEK (1) FEH 100 AP Fulsal =
¥, ol K. TOmg BREE4PFu300mg 2, 4- A A EBERAZE, HES
TR A BRERENFRMLRSH, HRNERRN AR
A LB AR AT Gk TEe e R A4 LR R, #ER-(2
A= A RRER AT ) 3 - TREK PR -4-FH, R 160

65Ca

NMR (CDCl;) Sppm:

8.63 (s, 1lH)

8.54
8.26
4.29
4,14
3.92
1.24

46

(d,
(d,
(S,
(q,
(s,

(t.

J=8
J=8
2H)
J=7
2H)

J=7

.57 Hz,

.35 Hz,

.01l Hz,

.04 Hz,

1H)

1H)

2H)

3H)



() & 100w ERF | () BEHLSH P 5ol ZEH 0. 50l &
FAMABR, BAWTEERHN S, RERERMEBSH. X
BREZRKRWF KZE, FHRERYANERBTTR. ALRE
FEERAERFR AR CERGE FE1 00 J-REE-1-(2,4- 5
AERE LA Hir -1-W,

NMR (DMSO-dg) dppm:

8.86 (s, lH)
8.63 (d, J=8.57 Hz, 1H)
8.23 (d, J=8.57 Hz, 1H)
4.21 (s, 2H)

4.14 (s, 2H)

#ULFR ()5 (4) 2T % BREUT AW
(5) 1-BRWHE-1-(1-HAXRFGRTHHE) Eubyl -4-B0
NMR (CD,OD) &ppm:
7.59 — 8.04 (m, 4H)
4.21 (s, 2H)

3.95 (s, 2H)

(6) 2-(4- BARHBEATHR) - R P ARy -4-B8

NMR (CD;0D) éppm:
7.74 (s, 4H)
4.32 (s, 2H)

3.98 (s, 2H)
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(1) 1-TEBRFHE -1-FKE TR Pl be -4- 8
m.p. 200 — 203°C
NMR (CDCl,) ©Sppm:

7.24 (s, 5H)
4.58 (s, 2H)
4.19 (g, J=7.0 Hz, 2H)
4.01 (s, 2H)
3.72 (s, 2H)
1.23 (t, J=6.9 Hz, 3H)
(§) 1-ZEBHFA-1-(4- FEREARFEEF T HA) Eur -4-8
NMR (CDCl;) &ppm:
7.80 (4, J=8.79 Hz, 2H)
6.95 (d, J=8.79 Hz, 2H)
4.35 (s, 2H)
4.13 (g, J=7.25 Hz, 2H)
3.86 (s, SH)
1.22 (t, J=7.0 Hz, 3H)
LHHL 1
GMESEHBIO B (V) FEIM 03 1-ZEHKFH-1- TRAET
A - B o\ S84ng ZERAN. 10ml ZERA 1. 54y AAERE, 3
WHERMBEEHWT 110T-120CH#6 . EHhBRNEERES
Yrop wd0nl K, FHARERPRETEAERETRPESENRS
APELE R GRS 00y - ZHAKTFE -1-THAREHE -S- TR
g -BRHGRE, B 10T-21T,
(1) )5, HEEBRF2 FR Q) WEUFTFEBI-RFE -1-T
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RAERXTHAE -5 - T AR -4- .
mp.: BT INT
NMR (DMSO-d,) &ppm:
8.29 (4, J=8.13 Hz, 1H)
6.89 — 7.72 (m, 15H)

4.48 (s, 2H)

HRERFREMU T EFE AT AW,
(3) 3-BREE-I-(-REFHEHH) -5-(4- REFIR) Eig-
- B
NMR (DMSO-d.) $ppm:
8.53 (s, 1lH)
7.22 — 7.89 (m, SH)

4,13 (s, 2H)

EHH 2

EWRHT, fF1.30g 1-EWAERE -4- 8 mAl0nl ZE,
ol K. S40mgBRBRE4A . 20 1 4- T EKHEBA, HEHFERE
T EEARE A A, KETEREEN . BERENS
B RRAY, RN ERA ST kS 18k 78 b4 4o B AT
LRz A. ANERARZR FAEARRETYE BERERE.
HRNARAET R RARTELRER00ng 2-(2,4- =
EXFBATHE) Rdly -BEFO4DRERER HR1UT-U6T,

%R LR PR EQ T AR UT A

(2)2-(4- FRBEA L) Eolhy -8, S 163T-165C,
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(3) 2-(2,4- ZmRERmkBEAE T ) s dt -4- B,
NMR (DMSO-d.) 6:
8.85 (s, LlH)
8.69 (d, J=8.58Hz, 1H)
8.31 (d, J=8.58Hz, 1H)

3.87 (s, 2H)

LRI 3

(1) H#EHH9 FH (1) FAHS o V- LRKEFRE -1-TRE
T HRERT -4-F.  197mp ZER4Y. V0ol ZBRF0 193mp K W R
FERHBAM THCHH I . AHRERN RN EEmK 3t
b AT oY SR LR KA TR Rk, BEDHImg 3- ZAKE TR
S1-(4-FAKA T A ) EE -4- B

(1) HMERGI2 PR (1) WEOAMER, 73 1-(-RET¥
F A -1-Hh P HeE g -4 B

NMR (DMSO—dG) dppm:

8.52 (s, 1H)
7.71 — 8.12 (m, 4H)
4.41 (s, 2H)

4.09 (s, 2H)

ERLERSR (1) (1) BB ZF B UT A,

(3) V-3 -1- A T vk v b -4 - B
m.p. 258 — 263°C

NMR (DMSO-dg) ©Sppm:

10.72 (s, 1H)
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8.68 (s, 1lH)
6.83 — 7.63 (m, 4H)
4.40 (s, 2H)

4.14 (s, 2H)

R 4

(1) %BEHF PR () WABUFTERED-FAE -1-TRFER
TR -4-8, BEA 61TC- 63T,

B L E R BB U T a4

() 1-ERAEAEME - FEX B ERE - H

m.p. 172 to 175°C
NMR (CDC13) Sppm:

6.89 — 7.26 (m, S5H)
4.84 (s, 2H)
4.15 (s, 2H)
2.02 (s, 6H)

(3) 1-ERAEEHE -I-PARHBERE]THA Edix -4-F

NMR (CDCl;) dppm:

7.98 (d, J=8.35 Hz, 2H)
6.94 (d, J=8.35 Hz, 2H)

4.8% (s, 2H)
4,16 {s, 2H)
3.87 (s, 3H)

2.01 (s, 6H)

(4) 1-TRWEEHE -1-PEHIFHE - FHARE -4-H
m.p. 90 g2°C
NMR (CDCljy) d&ppm:

4.58 (Sr 2H)
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3.95 (s, 2H)
3.72 (s, 3H)
3.07 (s, 3H)

1.93 (d, J=2.64Hz, 6H)

(5) 1-EFWETHE -3- FERLKR -1- B

NMR (CDCl;) 6éppm:
5.65 (br s, 1H)
3.97 (s, 2H)
3.11 (s, 3H)

2.02 (d, J=2.63Hz, 6H)

(6) 2-TEFRWEAEMR -1,3- ZFHokedfr -4- 5
NMR (CDCl;) dppm:
3.83 (s, 2H)
3.37 (s, 3H)
3.05 (s, 3H)

1.99 (s, 6H})

LB S

HR A FE | RCan. 1. Chem, 37, 1597-1607 (1959)] & &
HegTlbng - RAEEME Kl -8, 3194ng 284, 0ol 78
fo T00mg 3K T WA R A RA T THAHE6 ADNB . B4 KRR
S F Ak fo &G U RA Y BRAEKERFZ F. AEFIAREGE




REda HALE S EBHEAF, BEWHALKRRE THRIBE RS,
BN BERYRERBAELENER AR FENR W (50 1ER
by ¥ef, REN-(4- RETFEIRE) Rl -8, B BT

00 Co
NMR (DMSO-d.) Sppm:

8.46 (s, 1H)
7.77 — 8.12 (m, 4H)

3.91 (s, 2H)

e IR b3k 7 45 B DL T A0 A A
(1) 2-(4- BEXEET LTS Eobpy -1 5

m.p. 255 — 260°C
NMR (DMSO-d.)} dppm:

12.20 (brs, 1H)
7.83 — 7.93 (m, 3H)
7.06 (d, J=8.57 Hz, 2H)
4,86 (d, J=4.62 Hz, 2H)
3.85 (s, 2H)
(1) 2-(3,4,5- ZFRATFHTHAE) Euthy -8

NMR (DMSO-d.) ¢ppm:
11.87 (brs, 1H)
8.29 (s, 1H)
7.07 (s, 2H)
3.81 (s, 9H)

3.71 (s, 2H)

(4) 1-FRETHET g -4- 5
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NMR (DMSO-d.) Sppm:

11.69 (brs, 1H)

7.71 (t, J=5.1 Hz, 1lH)

7.23 (s, SH)
3.80 (s, 2H)

2.49 — 2.83 (m,

4H)

(§) 1-(1- WET WA H T

NMR (DMSO-d.) dppm:

7.0 — 8.25 (m, 7H)

3.81 (51 2H)

SEHBIL 6

WG4 S (1) R & EERAEEFL 0 PR ()
- RSB TR ) - RSB F ke -4- B,

B H-(2

o 7 -4 - B

) @

”ﬁSEﬁ&ﬁl(lbﬂmﬁmﬁﬁ%E%%)3Cﬁﬁ?%%%?

-4- 8,

54

NMR (CDCl;) éppm:

8.68 (s, 1H)

8.55 (d, J=8.35 Hz,

8.27 (d, J=8.57 Hz,

6.63 — 7.60 (m,

4.41 (s, 2H)

8H)

1H)

1H)

4.15 (q, J=6.81 Hz, 2H)

1.23 (t, J=5.49 Hz,

e BL b X407 k45 2 LT A4

3H)



(2) 2-(2,4- —WEXBBETHE) - ZERFRE-5-(1-a - F
EE AR gy -4-H

NMR (CDCl,) éppm:
8.69 (s, 1lH)
8.55 (d, J=8.79 Hz, 1lH)
8.28 (d, J=7.92 Hz, 1H)
6.80 to 7.59 (m, 7H)
4.42 (s, 2H)
4.15 (q, J=7.25 Hz, 2H)
2.30 (s, 3H)

1.23 (t, J=6.59 Hz, 3H)

HERE]

T B LUT O 3 U 7€ A R At 1h 4 Al o bl 3 Ab A Al AR 4040 4 3 448 K
PLogS Ko WALRB, HREN 000y /nl 4R A RER 400
oMY R & R SoMiRIR A3 Foll 1. 480 SHBEBRAN A P, JH
BEWTVICHRIE 1 EM. EHRAHRBAAR S, SHAL(3) o E
HH2 (5) LIS (3) Fo (4). SEHBI6 (1) o SHH9 (1) o %
B0 (5) « MBI 2 (1) FEHHL S (1) KhstALl taMiy
RERBHTVCRIEN R, RETERE, A4 0.01%W/Y) Tween 80
BIB% BR 3h o B AR L0, & V0o d kR (ot
W T W e A s ey 9 k.

¥ TR EWHE 5%

(% <[ [ (A-B)-(C-D)] /(A-B)} X100
Hp
A (FMEEEZE (HEAE) WX
B: WA ARk
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56

G (4mkEEe +HHE BB LA WL
D: (4w EE +RBAEW) WEXL
BERTTTRL .



S 5

1 (1)
1 (2)
1 (3)
1 (4)
1 (5)
1 (6)
1 (7)
1 (8)
1 (9)
‘1 (10)
1 (11)
2 (1)
2 (2)
2 (3)
‘2 (4)

3 (1)

&1
%)

91
10
26
10
27

13

25

46

49

5K s 9 4l

3 (2)
3 (3)
3 (4)
4 (1)
4 (2)
5 (2)
5 (3)
5 (4)
5 (5)
5 (6)
5 (7)
6 (1)
7 (1)
7 (2)
8 (1)

8 (2)

bR

At . s Sttt S

24
5
S
5

88

11

43

44
7

54
5

70
9
2

10

17
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1

(%)

*
5L 3.5 4 300 % 2 ()
9 (1) 34
9 (2) 63
9 (3) 59
9 (4) 95
9 (5) 89
10 (1) 22
10 (2) 16
10 (3) 86
10 (4) 69
10 (5) 59
10 (6) 14
10 (7) 13
10 (8) 12
11 (1) 7
11 (2) 81
11 (3) 30
12 (1) 92
12 (2) 26
12 (3) 93

58

L He Bl 5

13
13
13
14
14
14
14
14
14
15
15
15
15
15
16

16

&% 1*
. 4-4p 2*

ety 3°

(1)
(2)
(3)
(1)
(2)
(3)
(4)
(3)
(6)
(1)
(2)
(3)
(4)
(3)
(1)
(2)

()

12
33
41
27

5
10

3
82
33
67
43
24
10
43
89



s R AW
fte41

1- PR b -4- M
A2

1- T WA I oy -4 - B
ta43

1- ALk by -4 - M

HBRK2

FLPET. Soulis - LiparotaZ A#EDiabetes, (Vol. 40, pp.1328-
1334, 19914610 F) #foD. EdelsteinZ AEDiabetologia [(1992) 3§:
96-97) Bk, HEHRE(Streptozocin) FAMNEREMBARF
REROEOEMME XKL ARLA.

R F &

BEHNIT0g-200g BAERKEMSDARDL Somg /kg B E#HOE 5
#|RE (8T1), AKJE, ERMESEAI000g /¢l 3 U LW ARA TR
Bo #HF STIERWRE R AR, HMELISA( B 4409 %3 SR H
) MEREUASHRERPHREOSE. ABPH KW4, —4
(0=1) ARBAH—EMHBIT 2 (1) $HEH2-(2,4- ZHEXFER
HITHHE) Edbr-4- B AEIEAER (0. 10% Polysorbate 80)
PAlomg /ky WREALY, 5—4 (1=1) AFE4RBEASWE LRBER
(#H) %8, T4, FAEHHMEIDARAFEEN AR (2=6),
A ey AR AT 0 B, REAia st AL | R DRIEMGE SHZ
o

RIE R
FiagRRTIHEY, AHENERTUEY, ERBRAEGUSES
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WEME, f£mthd (MEPH—@—%kF THEIMNSREEGHR
WEER. 28, XMAEREE HE (ZMRBMNEXR. &E, 5
ERA (MEEH—O—&x) WMk, SR RIEE G HEE S4%
WHEER o

#l &p

BB G RBSUTHS, AR ERERESR 100k,
B H 25 0ng FEH RS

EHAL0(3) i g
P H 0 B 4 0. 13
8 0.2¢
R HR 4 by

RERFERREHFEDRATEREYN, BETTEEEMH LI
SEE BT, R L LA R T RS A sk A f g AL
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£2

s

AR

1)

2T ——
ol p —O—
#ey —8—

WEHEE by 2 A

(Bl v/ 30 o 5 6 TR B S oy
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