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RS BE. LFE. WE. BEBRE; R AFE -k, 4-ntie
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PR ATAEY EAIE B 17To-FRAGBFMHIE RN Cq - R AR B
P BTG 1

2. MRIESFESR 1| ST E R s, Hoh 5-H
F-6- (4-MERERIE) -7,8- & -2-Z50F.

3. RRIEAFIER | WS EZTEYERE B, ol 8-H
H-7- (4-nibmE HIE) -5,6- —&(-2-Z50F .
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AT AR B, R B NEAE, TR E
RAMERHIER 1To-RABMENETER Cp R SIS R
P



98808436. 8 l‘ﬂ', HA :F'; 21/58T1

5 PR SR A R A& T

AR\ EPR—FHE _AENAYURLEEETE. AREK
WEYEBMEH 170-BAEER/EL Cpo0-FREEINEIE T, i Es
A, ERANEIVENE, VRIS EBFINEITE M, [ AT 1 S S B

10 WERBEEFHEOIIETSIRE. ATFARIE A, B, FUARE. JLIR
Bi. FENEE., FERESAG. MINEE. URONEE. LEHE
DL 375 W iy A R T AU R/ B8 9T 7

sHFEANMER B E S FERNERBREROEY SR, B4 C, K

[EEE, kR, ARBREIEEE sk, A 2% 450 Gn e s — B 0

15 BHEE, BNIR C KRR, M 17a-2HUEER/EL C,,-RIFEA .
MEPE SR P A R AR R, 12 C18 REEE, AN
HEREAENEDE BN Bk, o] CUE i 30 s e 28 [ B & RS
BN, 170-3AEER/B C, - RIGEEE TS FRE, RHN M B E R/
M AR A K, BENE TR BRIE I o B M T AR A R AL A

20  FRUERR, BIIRIFIARIE. AAIARAE K. BéEth. FUIRE. FLARH.
FERBERE. TEWBRSA. forEssE.

LFRINEZER, Bt FBCAE M Rk 8 K AT LSRRI
HE P SRR PN IR P IRE . ATFUARAE K. B AR
AR B PR AR M R KT e A NG, Bk, aEa A —

25 LH-RH (—FpEEfAEE) MEaHIEIEkK B AEMR A HEME B ERKE,
HYRELBEINT. R, LRI EIBIRMOEE 2 LI
ZH, FEESSFREIEM RSB TR T NG ARk 5 B E
Ve S T AU HARAE. FIRE, MR LH-RH M&F 7R &3
ATEIRTRREE, ERRMSANEERESmE LIRWRAEE,
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mAREEA5RMEBENEREM, XERRANRIE (flare-up) IR,
EXWHRFTRFAEN. H—HH, SLITR T bbbt B 24 m
PUE R, ERECERI, @B TR AN SR LR
KT. BETX—H%, TE MEAHAMEEBEECH . sikimie,
s O 1TaFRABRRN /B C oy A0 i 04400 1 e 4% S50 KRR BB 1) P T
FEIAE, FEWTHE VR TT MM B A SRR B an B0 B e . RO B AT
Ky BHALFIEEEN. 35T, 1Ta-F2BER/ B C ., AREE RO 0]
1 685 2 HMEME B 1A R
BIHFCALE, KERA YRR BB PR A 17052
10 ALEER/ B Cp RARBFHIHNEIF . JESEE AP F RIS B A
INTFHIEF] No. 64-85975 (1989) iR AR PRAT A, FILE H A FFHY
A No.07-510212 (1995) AW AR =IAMEATAY. R, X
Sl YRR IFARLAT R, FEFRBRAESEEN LS
Yo
15 HF ERIFEARRAATIEANAOERE, KRNI T #H
M A EY, CRE 1To- BB/ B C ., RARER BN HIE 1,
DL 5 T MEE . B, AR ERRRE—FTY A0S
W) J FoRE T2
AR B A B AU RIS Z A T E . AR
20 WEWEBNERN 1Ta- R LEEM /5L C, R RES FINHEE M . SRl
B A, B RAMENEYE, LRSS EFEEIHNETE, JF EHAT R &R moE
PESCE AR SR B AT AU B . RUSUARAE R, Bk, FUIRE. H
. TEREE. FTENRRAL. MOVEE. DAOUEEZE. 0%
i DA B 7/ B g o 1 TR AR/ BRI TT
25 ARPYRAF FHEL (D EI’J%TE;~ AZAEY):
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Hrh RARRE. BESUGREE, R ARG, Fekk, SRR,
RO F e, ZREE. MEmEEE. SRBKMESE,
FAEAM, BEARPEER () WHE -—SEZLEWHETaFE
(1) 3-[ (1-H%-3, 4-—5-2-&F) FHRInE
5 (2) 3-[ (-HEE-1-FE-3, 4~ "5 -2-253) FHRInE
(3) 3-[ (6-FEFE-1-FE-3, 4-—5-2-Z5F) FE I
(4) 3-[ (T-HEFE-1-FE-3, 4-—F-2-ZFFE) FEIutne
(5) 5-FIZE-6- (3-MtREFHE) -7,8-"5-1-%E
(6) 5-HF-6- (3-MLIE ) -7, 8-"5-2-%fF
10 (7) 8—-HHE~-7T- (3-MEREHFE) -5, 6- 5 -2-%MF
(8) 4-[ (1-F%-3, 4- "5 -2-E) FHEInkne
(9) 4-[ (5-HEHE-1-FHE-3, 45 -2-ZH) FEIe
(10) 4-[ (6-FEHE-1-FHE-3, 4-"5-2-Z5F) FHEInmE
(11) 4-[ (T-FEE-1-FHE-3, -5 -2-ZF) HE ke
15 (12) 5-HE-6- (4-MREFE) -7, 8-Z5-1-%l
(13) 5-HE-6- (4-MERERE) -7, 8-Z5-2-%&f
(14) 8-HF-7- (4-MEReFIE) -5, 6-"FH-2-%B2
(15) 4-[ (1-ZFE-5-HEH-3, 4- "5 -2-ZFH) FEIMmE
(16) 4-[ (1-ZE-6-HEHFE-1-3,4- -5 -2-253) FE]um
20 (17) 4-[ (1-ZF&E-T-FEHE-1-3, 4-"F-2-2H) FE]Iukg
(18) 4-[ (6-FEFE-1-FHE-3, 4- "5 -2-Z55) FHE]-1H-Bkme
(19) 4-[ (5-FEE-3, 4- & -2-&5) FEIME
(20) 4-[ (6-FEEE-3, -5 2-Z55) HEImeg
(21) 4-[ (7T-HEE-3, 4-—5-2-25) PRI
25 (22) 4-[ (6-FHEE-1-FHE-3, -5 -2-Z53) HEInine hERih
(23) 6- (4-AiEpE I -7, 8- & -2-ZE
(24) 2- (4-1H-BKMEFFEL) -6-FEE-3, 4-— S & HHEh
(25) 4-[ (T-HEE-1-HE-3, 4 —5-2-Z5) FE]-1H-KM:
(26) 4-[ (5-FEE-1-FH-3, 4-T5-2-FH) FE]-1H-BKM
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(27) 4~ (1-ZFHE-6-FEFH-3, 4~ "5 -2-ZF%K) FE]-1H-KM:
(28) 4-[ (1-Z.E-T-FEH-3, 4- "5 -2-283) FH]-1H-pkm:
(29) 4-[ (1-ZFE-S-HEHE-3, 4- -5 -2-2H) FE]-1H-BKkme
BR Eh
5 (30) 4-[ (6-FHEFEE-1-TH-3, 4~ —52-Z53) FR]-1H-pRms
(31) 4-[ (5-BEHE-1-TAH-3, 4- 5 -2-2535) FE]-1H-pkm:
(32) 4-[ (6-HEHEE-1-FH-3, 4- 25 -2-F5) FHE]-1H-BRm
(33) 4-[ (T-HEHE-1-FHE-3, 4- 5 -2-85) PHE]-1H-Bkme
(34) 4-[ (5-HEE-1-FEH-3, 4- "5 -2-F5) FHE]-1H-Bkme
10 (35) 4-[ (1-FFE-6-HEIH-3, 4- "5 -2-2H) FH]-1H-pkme
(36) 4-[ (5-FHEFEE-3, 4- "5 -2-ZF) BHHE]-1H-Bkm i th
(37) 4-[ (7T-HEHE-3,4- 5 -2-Z5) HE]-1H-pRme
(38) 4-[ (5-ZEFE-1-FH-3, 4- "5 2-FF) FE]-1H-prm:
(39) 4-[ (6-ZEFE-1-FH-3, - —F-2-FF) FE]-1H-BkM:
15 (40) 4-[ (T-Z8|F-1-H3H-3, 4- "5 -2-ZF) FEE]-1H-pkms
(41) 4-[ (1-FHE-6-THEHE-3, 4- "5 -2-2H) FE]-1H-mkm
(42) 4-[ (I-HE-6-FTEE-S, 4-—F-2-5H) HE]-1H-Bkm
BT LRI AL, ARPHAEYIERTE, XA YNILER
PEFIR B . TERIRA IR B a5, TR SRR,
20 FHRER. SR, ER. HERABE, UABIRAMER. 4R. |
. HR. AR, BFHR. THRRKR. DXK. AR, 8%, TA
B, BRER. THURER. FREBRMAER. BAERNEBEsFaRE, T
PLBRBansl . ¥, 85, F5HR4E, BVGII RS . (REEERK . Bk
AERPIWFHEAR. FER. SRR, 74 Bl 5EEEMEMm
25 WEHAITEBIKE R FIAD .
BHRARAKE T, ARBEMETR (1) HZEEZTEDSE
R A s

(1)
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He RMUEE. BE. BER. 288, HEESRTEE; P4
KA. W, o3 WE. FEEUFE; R AGR 3-ntredt. 4-ntne gk
o A-TH-WKMERE, bR 2 RO 4-mbne Bend, RUDERE,
5 R AT A B AR E 1To-FRAGEEMIHRNE R C R AREGHIHI
T VE A
FRACR R ZE — 7, AR T S5-I ZE-6- (4-nkng FHED
-7, 8- T -2- 2R,
HRARHME =T, KRR T 8-FE-7- (4-ntng HE
10 -5, 6- & -2-Z5F.
CEBARKNENTE, KRR T -MAMASY, HER
—E BN — 28 = J7 T PR — I S ZEAT A O O R S B R
i, MZiZ L UEZREE, FRNERENETRHIER 1To- R
FHNE MR Cppo— SRR BRI S35 1 O TE 1
15 ARSI LR NI EA . R R, HE A
AR - S AR 3-8 4-Mkie 2 A rnthne prig 53 1H-
DK P —4 Tk 18 E TR 1k 2 A T A e A8 P — 5 (103 JR A0 7 A B BUA
1-DUE MR R, AR5 TR SR A3 P A1 & A HE R A R Bl FH &
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(TR, BEBIT B LSRR B AR EY, B, —F
ZWEY. #im, TR M=RUMALRBAFTREN 2
oy, LERMATERT:

0 0
I "
N RSB & R R N .
lR l > IR H
/ /

10 1-VIERERATE

0 1) FEEAL

TE ‘“{E:Iij/\gs 2k
E:Ii:r”\Rmm&%U%

20 1&2&?%\%@3

15

RL: 25

25
ARAKNEDT UL D IREED ARE Esh B s 254
Hi. BB EEERIES . NRES. BREH. B
FRAEST. B, BEIHIEM . BEHH. BRNA. ORRiE.
MENAER. RESMIFIRETFREBEHT. B7. SBERNZK
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RRIR W B k. DIRMEA MISIFEFA T (BFEERAF. 8R4 F

MOERAD  TaBERF. RE (BEKKE) . B (B8

KT O AF BEF. WA DR EREIFGE EEZHERER.

ORMIBAHEYIE FEBRB. AN, BF (BETENEE) |
s KRt .

RE CIAYEF Tk, TWIKERIFE N HHE LR,
WFEF . MR EEH. EENNENADEAEY . ATXEHH0
BRI OFEIE. A, EE. HER. SREER. £X
VERY. BRERES . BEERRAS. BRERAS. SRATEE. HiEw. MEEL.

10 MEFHEFORBER. FER. UK. #E. BLEE. BLER.
ROIGMESRE . FRREAYER. PRA4EERE. ZRHTEE, RPR
YR, FEGINE RSN . TR, BEREKR. RPET4EM.
RPREAERDS. SRTHEE. BRS. BWREWM. HEBRM. B8
R FRREERRE. I§A. SN EYH. R 2. AU

15 A EEZPEAR.

WERDERE, FAFIRI A LS, B, BREAFgER. 4
e B, Hy, LB, ZEAEERTNRTgHE. BE
HPEAGEE. BIEMER . A4Z28M48X -HEA. BRE
RETERME_FRE. FENGERTPE. PENERESYSE,

20 BHH-BE4EAMEEZXEAEMENEEEXK. WA Hs
HEAHEE. UREHROKE. MRLERE, BT LURIER M 5%
BIEAS 0 pH F=HIF Rl FRE RS SEH .

ARPFHIUEDRFNBIF AN ZER, 7RERITHRERNZE
FEEIEE. BEWNER. @F. AENHECHREETSZE. BiHE

25 4 1-1000 mg, Uik 50-200 mg, ALAERALLOAREZE SN ER —
2 JLIK

519

W T ESEREG AT E AR AR, XSS RENT
W, MIFARERER K.
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SEEAE) 1
AR BPE D HIF %
HEPESEhEd] 1 B 5 AL SWIZIM T AR 7 90 ml S4%MIERER - hn
A 7.5 €60 mmol ) REEEREEEFN 50 mmol NNE L&Y, B & HTE 80°C
s Fn# 1 B, B REBAETKTAE, IR A RNTRER R UTE I UE,
1 L BAKBRBREMEEPR, REETEERAKESR. EEA LT
BRIRBHRELER, REHAEENSRA/EHEENERES & LK
BEEED.
St {5 2
10 AR BB P &
A PR SEHER 6 B 7 AR T & M 105 ml 89% M BEER N
A 11.0 g (103 mmol) MEBERKESFT 70 mmol WA ZREL&Y), REWTE
80°C Thn# 4 /NEF. W RMEEBAEKPEH, HUE A RTTiEd e,
F 0.7 L MFIREE AR, RiEEE SRR, £fa b
15 TERREMRECYS R REHEERNHCERIRBESKUKEGHE
L&Y .
SHEBY 3
AR BRI &
el 8 B 14 LA W T & A 7E 250 ml & VFE 34 mmol
20 T EWRSHEF 1 8 2 WIAESRBRAENERAEY) (e sEiEe] 1
27 2—W—MUEY) « MX—BEFEPMA 0.5 g 10%H] Pd-C 1 10
ml 0.2 N 2, BAWESIMTHEE 18 /if. EEIEIEEEEN
FijE, FATTKBEBREEK, REBER, REBTHERUEYRIFE R
Y. BIRMEEREEN (LR ZESA mE: AEE=6: 4 Jtli) L
25 PERRH B BB S EME R ES & LURE B &
LR 4
AR A A
A rEse e 15 B 22 MAEPIZWN T &R 18 50 ml Fo/KEEH R
1.56 g (64 mmol) BEH 1 3.9 ml (63 mmol) FFZERL, & HAEULFE

10
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W, WP ZEEIA 70 ml & 25mmol @t _EiRsSEHER] 3 B3
KBRS CErEsLitfl] 8 2l 14 2—H—MibE4) Tkl
Sk (THF) % ERESWEIN 18 AN, HEAN S0 g kAKH, H7E
70°C F 5 65 ml 25%MIBRER I 2 /MY . ZEA HIE FH S S5 R B
s WAk . FIZEEHEBIMBFE W AERILR, REIEEIEMLKRE
R K, FEEEE S TGS WREBE RN (AR MmEE: AE=6.
4 YERR) itk P RRECHARPITE 4°C 1K 8 RURBE SR H
LAY .
Lt 5
10 KRB SR
A pEseitfl 23 F) 28 P EYIRWTARK: ¥E& 3 mmol #iT ik
L] 4 FERBHRENEY (EFESif 15 3 22 2 —8—Fk

WOZTE A 1 ml (10 mmol) =4k 7E-78°C FIHFLEWL 30 4%+,
15 BEZETHEE 4 M, REZWHMA 3 ml BfF. X— R NBEBRARYE
BEARPN S —, REDE“ENERRE. BIRENITERR
£ INTRERF, JFREAMABEBREMNE R, ERESRERIRITEH
MBI, HEEBRRERTERS, REIEFENMRSEFE | NG
B, AWANBEREMERT X —RBREFER. HREHED
20 JE, HAEEMERIERLUKE B &9,
St 6
AR B E PR ] &
A FESEHER] 29, 30 32 MALAPIIRW T AR [/ 90 ml 50%KIHR
A 60 mmol MERERREEFT 50 mmol WA ZEEL &Y, IBS W7E 80°C
25 FhI# 1 /. BRNERIKPAEHFTE, BRENHRRES S
BIEEREAE 1L K, REETIIERAKER, RERABEMNKRE
WP R AR . SEXEEERRATIE, HAKIEE, R
FHEEAETER, X—EEMNEN (HZBER) , FHAENE
W R E B EMRA S LIRE S &RM BRI,

11
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SEHEY 7
ARSI &
HPESEHEG) 31 BIALEWIIEIN T & R: 1M 105 ml 89%HIBFERYE Wi
PO 11.0 g (103 mmol) MEIERREEFN 50 mmol WA ZEILEY), REY
s 7E 80°C TN 4 /INet. HRMNEREIKPAE, FEF-ERNRBRES
Gt g, VARRAE 0.7 LK, REHBMPRBREMER TN, I8
HE WSS, KGRI EER LTI, RAEHIBES & 4ERH
g R LI BIrLaYl.
L] 8
10 R EAWE Y EIH] -
A PE SR 33 2 36 MILE IR TN AR [\ 250 ml ZEEHETE 34
mmol BT SLHEF] 6 8% 7 I AFERBIAEMEREY (Er=skiEf] 29
32 2—M—MILEY) . MX—BEBFMA 0.5 g 10%H) Pd-C 0
10 ml 0.2 N #:, JBEWESSIN TR 18 /M. 7E@ i ok 2= i
15 fFE, RTKERERMBK, LETTRE, BdABERERTSE
RAAENBRESSRRE T BIRLED.
LB 9
AR PANEHI
PR 37 B 41, 43, 44 1 46 HILEPEW T &R [ S0 ml
20 Jo/KBETVRIN 1.56 g (64 mmol) A F1 63 mmol EFE ik, Hil&H
R BEEEEE VAV, FHZE W EEMA 70 ml & 25mmol it SEHEH] 8
RIJTER BN EAIRAAY (ErF=LiEdl 33 2 36 2 —8—ML&49)
T/KIUEMER (THF) . EREWER 18 /B, EA 50 g vk,
F7E 70°C 5 65 ml 25%FIBRERINFA 2 /MBS, ZEvAHII HESE L
25 RN . BCBEBINEFEBREIJLR, RABIEENINERT
KRB K, FEREST RS . REBBSEREEN (AR M.
HlE=6: 4 YEL) 48, fFrEAmRE AERYTE 4°C 1 8 RUUIKB L
fa kI B ¥R LS
SR 44 PEWINTIRE: B EREHN R ARRY)

12
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10

15

20

25

VARZE 200 ml B¥/ER P . X — BP0 2 B 3 ml#id [ 20 ml B
RN 2 ml EEE/EEE (% 50 ml BEFRIN 3 ml IREEEIS) &
M ER BB VAR . KBS YBE, KRB IE. AOBRBILHRIX
— s, HFEEFTTHRUKE IR EY.

B, B BEELE LR 37 Bl 39 1 46 FHILEY,
VERBIFEY), ZEIFE A sitr] 41 B 43 P SERMRILETH <.

EA PR 37 B 39 AR LA THRE: ¥ 3424
Z-ZEM RN ZE-TUEREIZ 1: 1 MEERRS, RBEY
Be—5 R N ARG h TiHEEEHFAAIER, ¥ 04 g IBEYTE
90 °C ¥57E 20 ml ZFEHYT 0.36 g Xt-H BB (2.1mmol) AN 24 /)
. 31X — &RV R AN B IR SN R BR AN /K A VIR, R ZBEIRHR 3
e BMBEETKBRAPEK, FHFERTTRSGE. BdEEHal
WY LRTE B AR L&Y

L) 10

Ak BAE P &

HEPESERE 45 L SR T AR A 3 mmol I LIRSS
9 FIERBH PSS ZE FEEE (90 ml) AHIF]-78°C, FHIE
AR FAX—EBE®BMA 1 ml (10 mmol) =R, 7E-78°C F
BEEEARY 30 Mo, BAEZIRTHREE 4 B, REZEHMA 3 ml HEE.

X — R N EBIRGE B R BRI a2 —, RETEFENERR
) MR | NTRET, FIEMERBREMBERPIX— . E%
HEEBBIEEIERT, BEBKRE, REE-EHHRYEF
£ 1 NFiE P, FARMNBERENBE P —RBREER. HIREN
S BRSSPI E, A EENERIVEG LIRE B &,

L) 11

AR BAE YR %

H PRSI 42 F1 46 BAL SR T &8 [7E 65 ml FEEPIER
4% BB St G] 8 B 7 1R 3R48 1) 10 mmol MBAE{L & H ZEW A 378 mg
(10 mmol) WG LY, RIRSEIK LA HILMRIFRETE 15°C. R 2.5

13
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AR, ERMEIME] 100 ml vkokH, FHFE 70°C 5 50 ml25%FiER
n# 1 B FEVK AT A S AL EVRE R N v AL -
ST F e RTAE Y ZB0K B B R AR EULIR, ST TFIRMETAEY)
A& W5 o8=9: 1 E. BEVEETKTRBRY LK, HFEE
5 FTFIRGE. IHERBHRKYBEIERZEETSEREE BILEY
M, EET THRGERFIRE ek . FHeRPE 4°C 78 8 K
RS G5 SR AE P S0 EB 42 &, AT B AEFESEHER 46 B
&Y, B—7 LARERYEMREA 200 ml B/EP . HX—EBRPIA
2 3|3 ml AL 20 ml BEPRIN 2 ml EEBR/BREW (5EH 50 ml B
10 WRIN 3 ml IREEERHIR) HIEHMR/BER. BREWHRTE, BT
AR bt g8, H/OEMBILG, HERT T FEUKRE BFFLEY).
SEHER 12
A& A E Y H
AP SEEE] 47 FMLETEW T SR 7] 90 ml 54%HIBRE A 60
15 mmol 1H-BEMIE-4-BREEFN SO mmol AN INEAZEEILEY), RSV
80°C Fm#h 3 /M. A RNERILIKFRE, FoR P4 BB ER 2R e
idyE, H 1 LAEMMRBREMERTN, BoodiE, RkkE, Rek
HA LTS, BAENBRESRXESINFEKRMUFEBERNLE
) o
20 SEEf 13
AR B -
AL 48 AL BRI T A R 7E 250 ml ZEEEIFE 34 mmol
W ERSEHE 12 WFERENARMELEY. X —&FR M
A 0.5 g 10%H) Pd-C 110 ml 0.2 N #hE8, BAEWAES SR THHEE 18 /D
25 B Rl EEEATE, HEKRBRSEK, IREER, ¥R
BFIRYAEERERES G LURKE B LED.
Lt 14
AR PLEDIRIE %
A=) 49 KL SR T &R M 50 ml TT/AKBEFIRHN 1.56 g

14
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(64 mmol) £:F1 3.9 ml (63 mmol) HIZEME, & Ll FHEBW, 18
ZER P ZEEIA 70 ml & 25mmol HEAERLA YT KUEMER (THF)
VEIRELE 25 mmol BITEHEG] 13 K EIKE K MIERL S YR
. IERAWEIGR 18 /M, FEAN 50 g vk/KH, FF4E 70°C 5 65 ml 25%

s MR 2 . FEAR N HEEILEE R BB, &
. LBF=9: 1 BIRBAMNKEBER LR, REEEIERTKEIE
BiK, FEEZ TR, REBESFEERSBE, BEREBHEHRL
EMMASAEERNERNES G URE ERLEY.
SEHE 15
10 AR B & PRI 25
A FESERER 50 64+ 664 68, 73 F1 76 HIAL-EM4LIN T & A: 8 90 ml

S4%HIBREE A 60 mmol 1H-IKM:EE-4-BREEFN 50 mmol AHRY f) DU & 25
FLEY), HIREPTE 80°C MHRAE T I 2 /Mt ¥ MBI AE K
VA AL, IR AE R ER AR ITIE T 98, H 1 L MR EBNE R P .

15 A uEERIL &, KRR, REEREA ETRUIRE RS,
SEHEY 16
AR BB E D &
Ao PeSERE] 514 654 67+ 69+ 74 F1 77 WYL T A R 7E 250

ml ZEEP BT 34 mmol @I _FASEHEG] 15 B 73R R AR &

20 ). AX—BEFERPIA 0.5 g 10%H) Pd-C 110 ml 0.2 N £:E, BE&

ITESSM THEE 18 /M. Rl I yE ZHMEUFE, FL/KIMERE
B, IRAEEN, BREHFRARMPBRBREERWMNL, FFH 2-
THZR. REITEEIERBEMNEAE RIS, BT KRERSEN
Ke EEEZ TR, Bt FKRYMHEGENBHES &URSGHE

25 FREY.
Lt 17
AR BB %
AP 52 B 57, 62 63, 70 B 72, 75 1 77 LSRR
AR [ 17 ml TTKBEFERIN 0.48 g (20 mmol) 44120 mmol St

15



98808436. 8 oM P E14/58m

R, HlE R, MIZE P E A 50 ml oK A
Wemg (THF) ¥R o) 8. 13 5% 18 M iEIk8 M4 7.8 mmol
WAERAEPHERFR. TRSWE 18 M, FEAN 15 gikd, FF1E
70°C F 5 24 ml 25%KBRER In#4 2 /Nt ZEVAHIE Rl S SIS R N
s WERiL. FHZERZESKE RN BFBARJLX, REEEHZEHK
WA S E R PESR, REHTKRBENK, HERTTKRS.
WY ORI NH B (Fiji Silicia) 2, HEAENBRNES &S
AR 5 LLERAR B L840
FELEALFE A F= LR 55 A S4 LAt FEsh, B AL 3
10 Fl 62 F1 63 FHRMLAYENEIY.

W FR AR EEEIZE 2 ml 2B R AR B R4 B
Kb, TEOKFRAEE AR R LB ZEE 3 mD) , A
AN IXRETE RO 45 &R, mUIRTE T AERESEEG) 55, 66 ) 71 PHRAE
PRI A

15 SETE) 18

AR B\UEEIH] &

e s 58 F 60 HIbAWIEW T A RK: 8 17 ml Fo/KEEHER N
0.48 g (20 mmol) 45H0 2.1 (20 mmol) VHZE, &% WAL RSB,
FNZE R Z R I 50 ml oK PUSRRI (THF) B0 K] 8.

20 13 2{ 16 M EHRBRE 7.8 mmol WL SYHNRIFR. IBREY
Bl 18 /MEF, N 15 g vKH, IF7E 70°C 5 24 ml 25%HIBRERINFA 2
B . FEVR IR S SV R RSB . 2B ZERB R RN &
FWAERLIR, REEEVE KM Eaamts, REH
TKRBREERK, FEES TR . IRGEEET NH =B (Fiji Silicia)

25 BN, AEENEBENES RS B EYRAs URERMOCED.

SEhEfE) 19

AR BIEYHIH] %

A PG 61 BIAL-E IR T &R 1 26 ml To/KBEFRIN 0.72 g
(30 mmol) /7 #1 3.6 (30 mmol) RIE, #HI&HBRUWERESEEW, M

16



98808436. 8 oM P ZE15/58m

WP EFE A 80 ml T/AKIUERREE (THF) #WHWEEESoHis) 8 1Y
JIEIRBRIE 12 mmol HUMEL &Y B .. ERAWEIR 18 /i,
A 30 g K, FEE 70°C T 5 35 ml 25%HIBRE M 2 /. 7EAH)
RS S R BB . 28 ZERS RN FEREDRJLX,
s ARBEIEEVLER KM FTILNBERIEE, REHTKREBEERX,
HERS TIRSE . IREGHOET NH B (Fiji Silicia) 2, HZ®&
ZERICRBEL A B EYMA S URE B b &4,
A= sE ] 1
2-[1- (3-MENE) YEFEE)-1,2,3,4-DUE-1- M 47
10 W SEHEG] 1 BTN 1-DY S R E Rt v -3- B S S E AR R L &

MR IR A
FeR. 80%
B8 76.5-77.5°C
15 'H-NMR (80MHz, CDCl,) & (ppm): 2.73-3.28 (m, 4H); 7.14-7.84 (m,
6H); 7.89-8.21 (m, 1H); 8.42-8.79 (m, 2H)
IR (cm™):
3045, 3015, 2930, 2880, 1660, 1600, 1590, 1410, 1290, 1020, 950, 740,
710 |
20 A P SE R 2
S-FAREE-2-[1- (3-mtmg) WHE]-1,2,3,4-U5-1-ZEB4E R
I SEHER] 1 B 5- B 4 2E- 1 - DU S 25 B Ak e - 3- B B 1 i b L
LAY .
MR HELS&H
25 FEER 74%
YA 106-108°C
'H-NMR (80MHz, CDCl,) & (ppm): 2.71-3.22 (m, 4H); 3.85 (s, 3H);
6.91-7.47 (m, 3H); 7.60-7.88 (m, 3H); 8.47-8.76 (m, 2H)
IR (cm™):

17



98808436. 8 oM P ZE16/58M

3000, 2960, 2820, 1660, 1580, 1420, 1260, 1025, 1025, 740, 705
A PR S 3
7-FREFE-2-[1- (3-RikBE) WHH]-1,2,3,4-D05-1- 2 A 7=
B SEREE 1 BIFIEMN 7- B - 1-TU S ZE R AL e -3 - B R S AR AR
s HED.
PR L&
FEE. 88%
A5 102.5-104°C
'H-NMR (400MHz, CDCl;) 8 (ppm): 2.90-2.94 (m, 2H); 3.08-3.11(m,
10 2H); 3.88 (s,3H); 7.09 (dd, 1H); 7.18 (d, 1H); 7.36 (dd, 1H); 7.79 (s, 1H);
8.57(dd, 1H); 8.58(s, 1H)
IR (cm™):
3010, 2930, 2830, 1665, 1605, 1490, 1395, 1020, 910, 735, 710
A = S 4
15 S-FSEEE-2-(1- (3-mikRE) TEHIFE]-1,2,3,4-V05-1-ZEH T 4
W SEREG 1 BIFIEM S- B IE-1- DU S ZERR AN AL N - 3- B s 1 #R
HILEH .
MR EELE R
FEER: 60%
20 Y& 5. 144-145°C
'H-NMR (80MHz, CDCl,) § (ppm): 2.78-3.20 (m, 4H); 3.86(m,
3H);6.97-7.47 (m,4H); 7.58-7.86 (m, 2H); 8.62 (dd, 2H)
IR (cm™):
3000, 2950, 2820, 1660, 1600, 1590, 1475, 1265, 1025, 970, 750, 535
25 Az e SE Y S
7-FEHE-2-[1- (4-MERE) WHE]-1,2,34-T05-1- BRI 47
W SEHE) 1 BITEM 7-FF SR - 1- DY S0 25 e AL g -4- B B o1 i Hr it
K&
MR RECE R

18



98808436. 8 oM P FE17/58m

FEER: 84%
YA 134.5-135°C
'H-NMR (400MHz, CDCl,) 8 (ppm): 2.90-3.06 (m, 2H); 3.07-3.09(m,
2H); 3.88 (s, 3H); 7.09-7.11 (m, 1H); 7.18-7.20 (m, 1H); 7.28 (2H); 7.61 (d,
s 1H); 7.72 (s, 1H); 8.67(dd, 2H)
IR (cm™):
3060, 3020, 2960, 2830, 1660, 1590, 1490, 1320, 1255, 1030, 830, 750,
530
AP SE T 6
10 6- B EL-2-[1- (3-mthE) TEHIEE]-1,2,3,4-DU50-1-ZR MR A -
B S 2 IR 6-FR AR IE- 1- D0 S 25 H AR g -3 - B A ) 1 A it
Pt EY.
k. A48
FEE: 84%
15 B HE: 106.5-107°C
'H-NMR (400MHz, CDCl,) 8 (ppm): 2.93-2.96 (m, 2H); 3.08-3.11(m,
2H); 3.88 (s, 3H); 6.72 (d, 1H); 6.89 (dd, 1H); 8.68 (s, 1H)
IR (cm™):
3000, 2930, 2820, 1660, 1610, 1590, 1480, 1335, 1265, 1025, 950, 850
20 A RS 7
6- FHEFE-2-[1- (4-REHE) YW HEE)-1,2,3,4-TUE-1-ZBF A~
W S HEE) 2 IR 6- B AR JE - 1- DU S 25 R AN AL e -4- B B 3 AR
L&,
MR RS
25 FEE: 78%
YA 127.5-128.5°C
'H-NMR (400MHz, CDCl,;) 8 (ppm): 2.93-2.96 (m, 2H); 3.05-3.09(m,
2H); 3.88 (s, 3H); 6.71 (d, 1H); 6.89 (dd, 1H); 7.27 (d, 2H); 7.70(s, 1H); 8.12
(d, 1H); 8.66 (d, 2H)
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98808436. 8 oM P ZE18/58m

IR (cm™):
3020, 2970, 2840, 1665, 1600, 1590, 1490, 1325, 1275, 1140, 950
A ST 8
2-(3-MLNE FHEE)-1,2,3 4-TUE- 1- R A
5 W SE RS 3 B ENAEFE SRS | S EEEARERILE Y .
MR B4
FEER: 83%
Y& 45-46.5°C
'H-NMR (80MHz, CDCl;) 6 (ppm): 1.41-2.40 (m, 4H); 2.45-3.13(m,
10 4H); 3.17-3.66 (m, 1H); 6.80-7.70 (m, 5H); 7.93-8.21 (m, 1H); 8.34-8.63 (m,
2H)
IR (cm™):
3020, 2920, 2860, 1670, 1600, 1575, 1440, 1225, 1025, 750, 720
Az s 9
15 S- PR AR E-2-(3-MLmE B 3 )-1,2,3,4- DU & - 1- Z5 R i) A 7=
| ST S 3 BT A RS 2 ML S ISR AL A1
Mok RaOEgEsR
PR 88%
Y. 76.5-78°C
20 'H-NMR (400MHz, CDCl,) 8 (ppm): 1.73-1.79, 2.10-2.15 (m, 2H);
2.61-2.76, 3.06-3.12 (m, 4H); 3.38-3.42 (m, 1H); 3.86 (s, 3H); 7.01-7.03,
7.57-7.60 (m, 2H); 7.66 (d, 1H); 8.46-8.50 (m, 2H)
IR (cm™):
3060, 3010, 2950, 2910, 2820, 1680, 1595, 1580, 1420, 1260, 1040, 950,
25 745,710
A =St 10
6- FH S F-2-(3-bnE B 35)-1,2,3 4- WU &1 - B A
I SEHE 3 BT IE A A 2 B S EE RS A Y.
Mok RABESR

20
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5

15

20

25

FEEE: 88%

&8 76.5-78°C

'H-NMR (400MHz, CDCl,) 6 (ppm): 1.73-1.79, 2.10-2.15 (m, 2H);
2.61-2.76, 3.06-3.12 (m, 4H); 3.38-3.42 (m, 1H); 3.86 (s, 3H); 7.01-7.03,
7.57-7.60 (m, 2H); 7.66 (d, 1H); 8.46-8.50 (m, 2H)

IR (cm™):

3060, 3010, 2950, 2910, 2820, 1680, 1595, 1580, 1420, 1260, 1040, 950,
745,710

S 11

7-FREFE-2-(3-PlLhE F 2E)-1,2,3 4- DU &L 1 -5 W RO AE 7

WIS S 3 B AR SRR 3 b A RIS SR LA

PR BEER

FEE: 77%

& 69.5-70°C

'"H-NMR (400MHz, CDCI;) 8 (ppm): 1.76-1.84,2.07-2.12 (> m, 2H);
2.71-2.78 (m, 2H), 2.88-2.91 (m, 2H); 3.39-3.46 (m, 1H); 3.84 (s, 3H); 7.06
(dd, 1H); 7.14 (d, 1H); 7.22-7.26 (m, 1H); 7.53 (d, 1H); 7.57-7.60 (m, 1H);
8.47-8.50 (m, 2H)

IR (cm™):

3100, 3080, 3060, 2970, 2880, 2850, 1685, 1620, 1510, 1435, 1260,
1040, 745, 730, 560

A = SR 12

5-FRAEIE-2-(4-IEWE B 3E)-1,2,3 4- I - 1- B E Y AR 72

W LG 3 KTV SK G 4 KL EPEIEFRE LS

MR BRASH

FEER: 70%

M55 103.5-105°C

'H-NMR (80MHz, CDCl;) & (ppm): 1.58-3.58, 3.86 (s, 3H); 6.84-7.39
(m, 4H) , 7.54-7.72 (d, 2H); 8.50 (d, 2H)
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98808436. 8 oM P ZE20/581

IR (cm™):
3100, 3080, 3060, 2970, 2880, 2850, 1685, 1620, 1510, 1435, 1260,
1040, 745, 730, 560
A PR SEHE) 13
5 6- B A FE-2-(4-RiLHE F 55)-1,2,3,4-TU - 1- R R Y A 7=
T SEHE 3 B ENEF LG 7 A S EIEAR I A .
K. L4 &
FEE: 83%
YRS 84-85°C
10 'H-NMR (400MHz, CDCl,) 8 (ppm): 1.76-1.82, 2.03-2.09 (m, 2H);
2.66-2.77 (m, 2H), 3.44-3.48 (m, 1H); 3.85 (s, 3H); 6.67 (d, 1H); 6.83 (dd,
1H); 7.20 (d, 2H); 8.03 (d, 1H); 8.51 (d, 2H)
IR (cm™):
3060, 3010, 2940, 2840, 1670, 1605, 1495, 1255, 1135, 1030, 930, 845,
15 525
AP 14
7- A FE-2-(4- N B )-1,2,3,4- D0 &-1- 2R M A A 7
WL SERE 3 B TENEFLHER S ML SRS RSL &Y.
MR TEg&
20 PR 7%
M5 90-91.5°C
'H-NMR (80MHz, CDCl;) & (ppm): 1.35-2.32 (m, 2H), 2.63-2.97 (m,
4H); 3.22-3.58 (m, 1H), 3.82 (s, 3H); 7.09-7.25 (m, 4H); 7.54-7.58 (m, 1H);
8.52 (d, 2H)
25 IR (cm™):
3060, 3010, 2980, 2920, 2820, 1670, 1605, 1490, 1415, 1245, 1030, 830,
510
A 7S 15
3-[(1-FEFE-3,4- 5 2- 2 2 ) A B bk e iy A 72

22
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Wi sl 4 75 AERESEHER] 8 ik & EEAR LAY .

HAR: IREBHRY)

FEE: 64%

'H-NMR (400MHz, CDCl;) 8 (ppm): 2.16-2.17 (m, 2H), 2.68-2.72 (m,
s 2H); 3.63 (s, 2H), 7.11-7.33 (m, 5H); 7.51 (d, 1H); 8.45-8.51 (m, 2H)

IR (cm™):

3010, 2980, 2910, 2870, 2820, 1570, 1470, 1420, 1020, 760, 720

A = SE A 16

3-[(S-FREEEE-1-HE-3,4- T 5 -2- 28 5 ) R B g i 4B 7
10 I SEHER] 4 BN SEHEE] 9 BILEIIHIEARR L&Y

AR BEHRY

FEE: 63%

'H-NMR (400MHz, CDCl;) 8 (ppm): 2.11-2.17 (m, 5H), 2.68-2.72 (m,

2H); 3.63 (s, 2H), 3.82 (s, 3H); 6.78, 6.98 (d, 2H); 7.17-7.21 (m, 2H); 7.51 (d,

15 1H); 8.44-8.51 (m,2H)

IR (cm™):

3010, 2980, 2920, 2820, 1570, 1465, 1435, 1260, 1045, 780, 710

A P SE A 17

3-[(6- - 1-F 2E-3,4- T E-2- 2550 R ne ) A 7=
20 WS SE ] 4 BIJ5E RS SE ] 10 B A P ElEbs B AL &4 .

HAR: BEMRY

FER: 48%

'H-NMR (400MHz, CDCl,) & (ppm): 2.14-2.16 (m, 5H), 2.66-2.69 (m,

2H); 3.61 (s, 2H), 3.80 (s, 3H); 6.68 (d, 1H); 6.75 (dd, 1H); 7.18-7.26 (m,

25 2H); 7.51 (d, 1H); 8.44-8.50 (m,2H)

IR (cm™):

3010, 2980, 2920, 2820, 1605, 1570, 1495, 1420, 1250, 1030, 710

AP S 18

3-[(7-FEEE-1-FE-34- T E2- B E) PR A
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98808436. 8 oM P ZE22/58mW

10

15

20

25

T SEHERY 4 BT AR SEHEB 11 LS HIERRB L &)

MR wEHRY

FEE: 65%

'H-NMR (400MHz, CDCl;) 8 (ppm): 2.13-2.15 (m, 5H), 2.61-2.65 (m,
2H); 3.63 (s, 2H), 3.82 (s, 3H); 6.68 (dd, 2H); 6.89 (d, 1H); 7.01-7.03 (m,
1H); 7.18-7.21 (m, 1H); 7.51 (d, 1H); 8.46-8.50 (m,2H)

IR (em™):

3020, 2990, 2930, 2830, 1615, 1575, 1490, 1420, 1310, 1210, 1045, 720

A2 P S 19

4-[1- A3 ,4- T8 -2-5050) Rt g i 4 7=

RIE Sam 1.5 (WRIEFERE, 56, 644-47, 1967) HIHFIERMN—
Fhd B &Y, 2- (4-MEBEE RIE) -1,2,3,4-TUE Z & AR B 4L&
Y1, It R A G I 2 R Ak .

Mok EBd R

FEE: 76%

A 67-69°C

'H-NMR (300MHz, CDCl;) 6 (ppm): 2.13-2.18 (m, SH), 2.68-2.79 (m,
2H); 3.63 (s, 2H), 7.06-7.24 (m, SH); 7.33 (d, 1H); 8.49 (d, 2H)

IR (cm™):

3060, 3015, 2995, 2980, 2920, 2880, 2815, 1598, 1413, 995, 765, 473

A = SE T 20

4-[(5-FEFE-1-F 2E-3,4- “5-2- 25 5 B i meE i A 77

WL SEJE 4 BYTTVE AR SEIE] 12 FIfb &P HIEAR B IS .

AR 45

FEER. 52%

Y555 87-89°C

'H-NMR (80MHz, CDCl,) & (ppm): 1.62-2.32 (m, 5H), 2.48-2.93 (m,
2H); 3.60 (s, 2H), 3.79 (s, 3H); 6.62-7.34 (m, 4H); 7.49 (d, 1H); 8.45 (d, 2H)

IR (cm™):
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3070, 2995, 2920, 2820, 1600, 1580, 1570, 1465, 1260, 1050, 795

A = SR 21

4-[(6- A F-1-FFHE-3,4- S 2- 255 F R sE A =

BT SEHER 4 BT EMNEF= SR 13 M-S EEERF RS .
5 PR RGBSR

FEE: 64%

MBS 51-51.5°C

'H-NMR (80MHz, CDCl;) & (ppm): 1.96-2.32 (m, 5H), 2.49-2.94 (m,

2H); 3.59 (s, 2H), 3.79 (s, 3H); 6.64-6.85 (m, 2H); 7.04-7.35 (m, 3H); 7.49

10 (d, 1H); 8.48 (d, 2H)

IR (cm™):

3020, 2930, 2840, 1610, 1505, 1420, 1255, 1040, 820

A P S g 22

4-[(7-FEE-1-F -3 4- T 2- 25 50 B Btk g frg A =
15 WA SERG] 4 B77IE A FESEEG] 14 LS EEEF R AL S,

PR B4R

FEE: 65%

&5 57.5-58.5°C

'H-NMR (80MHz, CDCl;) & (ppm): 1.92-2.29 (m, 5H), 2.43-2.84 (m,
20 2H); 3.60 (s, 2H), 3.79 (s, 3H); 6.63 (dd, 1H); 6.82-7.32 (m, 4H); 8.47 (d,

2H)

IR (cm™):

3000, 2920, 2820, 1610, 1590, 1485, 1420, 1200, 1035, 810, 510

A4 = S 23
25 S-FZE-6- (3-MEBEHE) -7,8- =5 -1- PR

I SEHEB] 5 BT ENAEFE LR 16 M-S EER BN EY.

PR B E

FEE: 1%

e 171-173°C

25



98808436. 8 oM P ZE24/58m

'"H-NMR (400MHz, d,-DMSO) 6 (ppm): 2.05-2.09 (m, 2H); 2.51-2.59
(m, 2H); 3.75 (s, 2H), 6.70, 6.80 (d, 2H); 6.98-7.02 (m, 1H); 7.71 (dd, 1H);
8.07 (d, 1H); 8.64-8.67 (m, 2H), 9.20 (s, 1H)

IR (cm™):

3020(2K), 2900, 2740, 2700, 1570, 1550, 1460, 1300, 1285, 1165, 940,
785

Az = SE Y 24

S-E L6~ (3-mbiE AL -7,8- & -2- B A

Wi SEHE 5 B VEMNAEFE SIS 17 B A HIEAR B L &4
10 Hok: HEEE

FEE. 5T%
55 180-182°C
'H-NMR (400MHz, d,-DMSO) 8 (ppm): 2.03-2.09 (m, SH); 2.50-2.55
(m, 2H); 3.59 (s, 2H), 6.52 (d, 1H), 6.58 (dd, 1H); 7.10 (d, 1H); 7.25-7.29 (m,
15 1H); 8.07 (d, 1H); 8.40-8.45 (m, 2H), 9.25 (s, 1H)
IR (cm™):
2980(br), 2900, 2820, 2680, 2600, 1610, 1600, 1595, 1425, 1290, 1255,
1160, 815, 710
e P SE T 25
20 8-FZE-7- (3-MEre FEE) -5,6- & -2-FBEMAEF-
I LT S BT IE WA SE R 18 LS W HIEVRE LB .
AR BEEE
FEE: 53%
Y& 5. 145-147.5°C
25 'H-NMR (400MHz, d,-DMSQ) & (ppm): 1.96-2.13 (m, SH); 2.45-2.56
(m, 2H); 3.62 (s, 2H), 6.51-6.52 (m, 1H), 6.72-6.73 (m, 1H); 6.87-6.89 (m,
1H); 7.25-7.31 (m, 1H); 7.70-7.72 (m, 1H); 8.41-8.46 (m, 2H), 9.08 (s, 1H)
IR (cm™):
3000(br), 2900, 2810, 2650, 1610, 1570, 1475, 1420, 1300, 1040, 805,

W
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710
A 7= S 26
5-FE-6- (4-MEmE R -7,8- & -1-ZEEH 4
WIS 4 BIJTVE MR LHER] 20 FLADHIEREILEY.
5 PR BB E
FEE. 43%
s 158-160.5°C
'H-NMR (400MHz, de-DMSO) 8 (ppm): 2.03-2.09 (m, SH); 2.50-2.58
(m, 2H); 3.62 (s, 2H), 6.68-6.70, 6.78-6.80, 7.00-7.01 (m, 3H); 7.23 (d, 2H),
10 8.45(d, 2H); 9.18 (s, 1H)
IR (cm™):
3040(br), 2910, 2820, 2650, 1600, 1570, 1460, 1300, 1280, 1000, 785
A FESE T 27
5-H3E-6- (4-MLRE FIE) -7,8- & -2- 2@ A=
15 W SEHEB 4 BT VE AR FESEIGES] 21 ML SIS LS.
R BEEE
FeE: 88%
Y555 197.5-200°C
'H-NMR (400MHz, d,-DMSO) 8 (ppm): 2.03-2.09 (m, 5H); 2.47-2.55
20 (m, 2H); 3.59 (s, 2H), 6.53-6.60 (m, 2H), 7.09-7.23 (m, 3H); 8.45 (d, 2H),
9.18 (s, 1H)
IR (cm™):
2980(br), 2910, 2870, 2810, 2670, 2650, 1600, 1450, 1255, 1005, 810,
780
25 A = SE R 28
8-FEE-7- (4-MEBE AL -5,6- 5 -2-FBE A~
BG4 BIJTIEMNE= EHER] 22 Fitb & HIERR B L& .
k. B AR
FEEE: 93%
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5. 146.5-147°C

'H-NMR (400MHz, de-DMSO) & (ppm): 1.99-2.08 (m, SH); 2.50-2.54
(m, 2H); 3.62 (s, 2H), 6.51-6.54 (m, 1H), 6.72-6.73 (m, 1H); 6.88-6.90 (m,
3H); 7.23 (d, 2H); 8.46 (d, 2H), 9.10 (s, 1H)

IR (cm™):
3000(br), 2900, 2810, 2640, 1600, 1570, 1420, 1340, 1305, 1190, 1005,

(%]

810, 620

A 7= S 29

S- R FE-2-[1-(4-nt e ) I FR 3E)-1,2,3,4- PO &- 1 - 2R H Y A 7=

BT SEREG] 6 BT TEM 5-FRE - 1- VD S 25 B ANt 0E -4- B s & FR R
rteE9.

PR HWEOL &R

=E: 60%

18 5 144-145°C

'H-NMR (80MHz, CDCl;) & (ppm): 2.78-3.20 (m, 4H); 3.86 (s, 3H),
6.97-7.47 (m, 4H); 7.58-7.86 (m, 2H); 8.62 (dd, 2H)

IR (cm™):
3000, 2950, 2820, 2660, 1600, 1620, 1590, 1475, 1265, 1025, 970, 750,

10

15

535
M 7 SE AT 30
7- B A EE-2-[1-(4-MbiE ) T FF £ 1-1,2,3,4- VU SR~ 1 - 2R M i A 7
I L] 6 MIJTVEM 7- B S 2k 1- V0 S 2R ER TR B -4- Bk BE i AR il
Wi &9,
MR IREABS R
25 FEE. 84%
Y55 134.5-135°C
'H-NMR (400MHz, CDCl,) 8 (ppm): 2.90-3.06 (m, 2H); 3.07-3.09 (m,
2H) , 3.88 (s, 3H); 7.09-7.11 (m, 1H); 7.18-7.20 (m, 1H); 7.28 (2H); 7.61 (d,

1H); 7.72 (s, 1H); 8.67 (dd, 2H)

D
&5
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IR (cm™):
3060, 3020, 2960, 2900, 2830, 1660, 1590, 1490, 1320, 1255, 1030, 830,
750, 530
A FESE R 31
5 6- FR A ZE-2-[1-(4-MbAE ) W R 2E)-1,2,3,4-IU - 1 - ZR MR A
WL SEHEE] 7 BV 6-FF U EE- 1 - DU S 25l ARt g -4- Bk B 1 A R
P EH.
MR REBER
FEER: 78%
10 YA 127.5-128.5°C
'H-NMR (400MHz, CDCl;) 6 (ppm): 2.93-2.96 (m, 2H); 3.05-3.09 (m,
2H) , 3.88 (s, 3H); 6.71 (d, 1H); 6.89 (dd, 1H); 7.27 (d, 2H); 7.70 (s, 1H, -
CH=); 8.12 (d, 1H); 8.66 (d, 2H)
IR (cm™):
15 3020, 2970, 2840, 1665, 1600, 1590, 1490, 1325, 1275, 1140, 950
AP SE ) 32
2-[1-(1H-4-BK )7 B L )-6- FH A 2E-1,2,3,4- DU - 1 - FE i A 7
W SERE] 6 BITIEM 6-H S JE-1-VU S ZR B AN 1 H-K P-4 Bk i i
PRI SR
20 MR REBLESH
FEE: 84%
YA 154-155°C
'H-NMR (80MHz, d,-DMSO) 8 (ppm): 2.86 (t, 2H); 3.37 (t, 2H); 3.83
(s, 3H), 6.79-7.05 (m, 2H), 7.58 (s, 2H); 7.85-8.05 (m, 2H)
25 IR (cm™):
3100, 2900, 2820, 2590, 1660, 1610, 1440, 1330, 1255, 1130, 1095, 830,
620, 590
A = SL ) 33
5-FA S 2 -2-(4-MIL e B 3)-1,2,3,4- IO - 1- 2R MR A 7
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T SEHER 8 T IEMNAEF= LR 29 KL & EFARBRILEY .
MR BRALEEH K
FEER: T0%
fA555: 103.5-105°C
5 'H-NMR (80MHz, CDCl,) & (ppm): 1.58-3.58 (m, 7H); 3.86 (s, 3H),
6.84-7.39 (m, 4H); 7.54-7.72 (d, 1H); 8.50 (d, 2H)
IR (cm™):
3020, 2940, 2840, 1675, 1600, 1590, 1580, 1470, 1260, 1045, 970, 740,
510
10 A P SE ] 34
6- AL R -2-(4-ME g FF 35)-1,2,3,4- T -1 - 22 W Y A 7
1L SEHE] 8 VA MAEF= ST 31 FIL-& A = in B &4
MR T
FEE: 83%
is & . 84-85°C
'H-NMR (400MHz, CDCl;) & (ppm): 1.76-1.82; 2.03-2.09 (m, 2H) ;
2.66-2.77 (m, 2H); 3.44-3.48 (m, 1H); 3.85 (s, 3H); 6.67 (d, 1H); 6.83 (dd,
1H); 7.20 (d, 2H); 8.03 (d, 1H); 8.51 (d, 2H)
IR (cm™):
20 3060, 3010, 2940, 2840, 1605, 1495, 1255, 1135, 1030, 930, 845, 525
A SR 35
7- A 3E-2-(4-TERE FR2E)-1,2,3,4- DU &~ 1- 25 R (1 A 7=
T SEHEf 8 T IEMAEF=SEHG] 30 RIS YA PR &4 .
AR TS &A
25 FEER: 79%
&5 90-91.5°C
'H-NMR (80MHz, CDCI;) 6 (ppm): 1.35-2.32 (m, 2H) ; 2.63-2.97
(m, 4H); 3.22-3.58 (m, 1H); 3.82 (s, 3H); 7.09-7.25 (m, 4H); 7.54-7.58 (m,
1H); 8.52 (d, 2H)
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IR (cm™):
3060, 3010, 2980, 2920, 2820, 1670, 1605, 1490, 1415, 1245, 1030, 830,
510
A = SE ) 36
5 2-(1H-4-BK M B JE)-6- F 4 - 1,2,3,4- DU - 1 - 2R I A 7
I ST 8 MITVEMAEFESEHE] 32 LA ISR L&) .
PEIR: T4 |
FEE: 70%
Y5 148-150°C
10 'H-NMR (80MHz, d,-DMSO) 8 (ppm): 1.46-3.30 (m, 7H); 3.81 (s, 3H);
6.67-7.24 (m, 3H), 7.50 (s, 1H), 7.91 (d, 1H)
IR (cm™):
3100, 2920, 2840, 2820, 2560, 1655, 1595, 1350, 1250, 1100, 1020, 930,
825, 660, 580, 440
15 A PR S A 37
4-0 (1-ZFE-5-EFE-34-T5-2-FF) REMERHEF.
BT L] 9 BT IEMNAEFESEIER] 33 R aEF RS R EY
PR AR
FEE: 5%
20 &5 59-62°C
'H-NMR (400MHz, CDCl,) 8 (ppm): 1.13 (t, 3H); 2.08 (t, 2H); 2.56-
2.68 (m, 4H), 3.63 (s, 2H), 3.82 (s, 3H); 6.79 (d, 1H); 7.02 (d, 1H); 7.16-7.24
(m, 3H); 8.50 (s, 2H)
IR (cm™):
25 3060, 2980, 2930, 2830, 1600, 1570, 1470, 1410, 1310, 1260, 1160,
1050, 990, 940, 790, 730
A FeSL Y 38
4-[ (1-ZF-6-FEEE-3,4- 25 -2-85) FRtne, HERIMA~:
I SEHEE] 9 B VEMAEFESEHER 34 LB WA AR RIAL &40
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PR TLEEE

P& 41%

M5 134-137°C

'H-NMR (400MHz, d,-DMSO) 8 (ppm): 1.02 (t, 3H); 2.08 (t, 2H); 2.57

5 (g, 2H), 2.65 (t, 2H), 3.74 (s, 3H); 3.91 (s, 2H); 6.72-6.81 (m, 2H); 7.27 (d,

1H); 7.89 (d, 2H); 8.81(d, 2H)
IR (cm™):
3060, 3020, 2960, 2935, 2880, 2835, 1610, 1570, 1415, 1255, 1160,
1125, 1080, 1040, 990, 820, 620
10 A P LA 39
4-[ (1-Z2&-7T-BEEE-3,4-2T5-2-2855) BFE e 4=
W SEHEE) 9 BV F= SB35 Itk & E P FR LS.
MR R R Y
FEER: 13%

15 '"H-NMR (400MHz, CDCl;) 6 (ppm): 1.15 (t, 3H); 2.10 (t, 2H); 2.56-
2.68 (m, 4H), 3.63 (s, 2H), 3.82 (s, 3H); 6.68 (d, 1H); 6.93 (s, 1H); 7.04 (d,
2H); 7.89 (s, 2H); 8.50(s, 2H)

IR (cm™):
3030, 3010, 2960, 2930, 2880, 2830, 1600, 1570, 1490, 1410, 1310,

20 1275, 12185, 1045, 870, 800

A= SE ) 40

4-[ (6-FEZE-1-FEE-3,4-“5-2-F5) WHE]-1-1H-BkM g 4 7=

B SEREB 9 KITTEMNEF ] 36 LA AR LA .

PR BEEE

25 FEE. 29%

S 171-173°C

'H-NMR (400MHz, de-DMSO) 8 (ppm): 2.02 (s, 3H); 2.15 (t, 2H); 2.61
(t, 2H), 3.44 (s, 2H), 3.72 (s, 3H); 6.65-6.79 (m, 3H); 7.16 (d, 1H); 7.51 (s,
1H)
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IR (cm™):
3100, 3060, 2920, 2880, 1605, 1500, 1460, 1310, 1255, 1170, 1030, 830
A PSR 41
4-[ (5-FEE-3,4-25-2-255) FEMEHE.
5 BT SEHB 9 BT vEMAEF= LR 33 MALE WA PR B HIL &4 .
MR REAERE
FEE: 8%
. 75-77°C
'H-NMR (400MHz, CDCIl;) & (ppm): 2.16 (t, 2H); 2.79 (t, 2H); 3.49 (s,
10 2H), 3.81 (s, 3H), 6.24 (s, 1H); 6.66-6.73 (&4 d, &4 1H); 7.11 (1, 1H);
7.18 (d, 2H); 8.52(s, 2H)
IR (cm™):
3060, 3000, 2920, 2880, 2830, 1600, 1590, 1470, 1440, 1270, 1095, 995,
895, 725
15 AP S 42
4-[ (6-HEIE-3,4-"5-2-253%) FHE e 4=
WIESEHE 11 7R MNAEF=SEEE] 34 MALEAEF R A Y .
MR B E
FEE: 71%
20 FA 8 63-64°C
'"H-NMR (400MHz, CDCL,) 8 (ppm): 2.15 (t, 2H); 2.77 (t, 2H); 3.47 (s,
2H), 3.79 (s, 3H), 6.23 (s, 1H); 6.58 (d, 1H); 6.66 (dd, 1H); 6.99 (d, 1H);
7.18 (d, 2H); 8.51(d, 2H)
IR (cm™):
25 3060, 3040, 3000, 2980, 2940, 2920, 2830, 1615, 1600, 1570, 1400,
1250, 1150, 1110, 1060, 800, 790, 590, 475
H PR SR 43
4-[ (7-FAEE-34-T5-2-ZFH) FHEkE fA:
IS G 8 I VEMNAEF= LR 35 LSRR EY .

33



98808436. 8 o P ZE32/58m

PER: REEHRY
FER. 1%
'H-NMR (400MHz, CDCl,) & (ppm): 2.16 (t, 2H); 2.72 (t, 2H) ; 3. 49
(s, 2H), 3.78 (s, 3H), 6.23 (s, 1H); 6.58 (d, 1H): 6.66 (dd, 1H);
s 6.99 (d, 1H); 7.18 (d, 2H); 8.51(d, 2H)
IR (em™):
3060, 3020, 2930, 2830, 1605, 1580, 1500, 1420, 1270, 1220,
1140, 1040, 815
A e SE AR 44
10 4-[ (6-HEE-1-TRE-3,4- "5 -2-%E) FEIME, SRt
7=
B SR 9 BRI ST 34 ML A A P RRE AL S
PR T4 &R
FER: 19%
15 1555 145-147°C
'H-NMR (400MHz, d~DMS0O) & (ppm): 0.91 (t, 3H); 1.36-1.45 (m,
2H) ; 2.07 (t, 2H), 2.53 (t, 2H), 2.65 (t, 2H): 3.74 (s, 3H); 3.92
(s,2H) ; 6. 74-6.80 (m, 2H) ; 7.25(d, 1H); 7.89 (d, 2H): 8.81 (d, 2H)

IR (cm™):
20 3040, 2940, 2870, 2830, 2460, 2105, 2005, 1635, 1615, 1500,
1310, 1255, 1035, 1005, 850, 790
P SE ] 45

6— (4-WEiE F3E) -7, 8- E - 2-EE R A

WL SEREE] 10 BRI iEMAEF SR 42 P& FIERR B LA
25 Y.

MR HETLTERHRRK

FEEE: 8%

W& A >300°C

'H-NMR (400MHz, CDC1,) 8 (ppm) :2. 05 (t, 2H) ;2. 61 (t, 2H) ;3. 46 (s, 2H),
30 6.21 (s, 1H), 6.44-6.55 (m, 2H) ;6.82 (d, 1H);7.26 (d, 2H):8.47 (d, 2H) ;
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9.25 (s, 1H)
IR (cm™):
3120 (3K), 3020, 2920, 1610, 1500, 1420, 1285, 1150, 1010, 820, 790
A FE S 46
5 2- (1H-4-BKMp LR -6-EH-3,4- — 82, HIMA~:
W] 11 WTENEFERES) 36 FbEME~FEmtE
. |
MR Tl
FEE: 58%
10 J&mH: 184-186°C
'H-NMR (400MHz, d-DMSO) 8 (ppm): 2.17 (t, 2H); 2.73 (t, 2H); 3.56
(s, 2H), 3.72 (s, 3H), 6.22 (s, 1H); 6.63-6.74 (m, 2H); 6.95 (d, 1H); 7.50 (s,
1H); 9.06 (s, 1H); 14.58(s, 1H)
IR (em™):
15 3080, 3000, 2820, 2600,1620, 1580, 1500, 1260, 1115, 1040, 860, 810,
635
A = SE ) 47
2-[1- (1H-4-BKMEEE) 7 B 3E)-7- s E-1,2,3,4- D& - 1 - 2B M B A=
WG 12 A TEN 7-FEIE-1- DU S ZE T T 0K M -4- B B A2 P A
20 BPILED.
R KRB S
FEE: 94%
A 162-164°C
'"H-NMR (80MHz, d,-DMSO) 8 (ppm): 2.72-3.04 (m, 2H); 3.20-3.58 (m,
25 2H); 3.80 (s, 3H), 7.02-7.51 (m, 3H), 7.47-7.68 (m, 2H); 7.83 (s, 1H); 11.8 (s,
1H)
IR (cm™):
3110, 3015, 2925, 2845, 2120, 1670, 1600, 1400, 1030, 830, 620
A = ST 48
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2- (1H-4-BRMEEERREE) -7-F4EE-1,2,3,4- D0 & - B 4B 7=
WL SERB 13 B ENEFLES 47 Mk AW AEFARE NS
o
MR BB
5 FEE: 44%
WS 158-160°C
'"H-NMR (80MHz, d,-DMSO) 8 (ppm): 1.73-2.41 (m, 3H); 2.57-3.15 (m,
4H); 3.82 (s, 3H), 6.83 (s, 1H), 6.95-7.22 (m, 2H); 7.24-7.55 (m, 2H)
IR (cm™):
10 3110, 2990, 2950, 2930, 2840, 1680, 1615, 1500, 1300, 1040, 635
AP S 49
4-[ (7-FEHE-1-FE-34- 2 5-2-2538) HE]-1-1H-BRM g A 7=
Wi L] 14 BIJTENE L] 48 FMbEPE IR BRI E
/8
15 AR HEEE
PR 15%
FE R 133-135°C
'H-NMR (400MHz, d,-DMSO) 8 (ppm): 2.09 (s, 3H); 2.22 (t, 2H); 2.64
(t, 2H), 3.59 (s, 2H), 3.81 (s, 3H); 6.67 (dd, 1H); 6.79 (s, 1H); 6.86 (d, 1H);
20 7.01 (d, 1H); 7.57 (s, 1H)
IR (cm™):
3070, 3000, 2930, 2620, 1610, 1570, 1490, 1275, 1205, 1045, 990, 870,
840, 815, 735, 630
A = SE Tt 50
25 2-[1- (1H-4-BKMEEL) 7 FEE)-5-FI4E2E-1,2,3,4-UE-1- B A=
B L) 15 B AER 5-FE - 1-UE B A~ &N E9.
HoR: TRE&R
FEER: 87%
Y55 194.0-195.0°C
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'H-.NMR (500MHz, DMSO-d¢) 8 (ppm): 2.86 (t, 2H, J=6.5Hz); 3.36
(t, 2H, J=6.5Hz); 3.83 (s, 3H), 7.18 (d, 1H, J=7.9Hz), 7.55 (s, 1H); 7.62 (s,
1H); 7.85 (s, 1H)
IR (KBr: cm™):
5 3450, 3100, 2850, 1660, 1580, 1310, 1260, 1140, 1080, 1020
FAB-MS: 255 (M+1)
TCE 3 CsH,,N,0,.1/2H,0=263.30
HIR{E: C;6843,H;5.74; N; 10.64
LMAE: C; 68.80, H; 5.59, N; 10.89
10 A = S 51
2-(1H-4-BK WA BE B L) S - R4 3E-1,2,3 4- DU - 1- S5 R A AR 7=
WL SEHER] 16 FIFEMNEFSZHEG 50 Mk &A= imBis
/8
YR KB4 &
15 FEE. 83%
Y5 5. 145.5-148.0°C
'H-NMR (500MHz, CDCl;) & (ppm): 1.59 (m, 1H); 2.04 (ddd, 1H,
J=43, 8.9, 13.5Hz); 2.51 (dd, 1H, J=9.1, 15.0Hz); 2.56 (m, 1H); 2.73 (m,
1H); 2.90 (dt, 1H, J=4.3, 17.7Hz); 3.08 (dd, 1H, J=4.0, 14.6Hz); 6.78 (s, 1H);
20 7.11 (dd, 1H, J=0.9, 7.9Hz); 7.23 (t, 1H, J=7.9Hz); 7.42 (dd, 1H, J=0.9
7.9Hz); 7.57 (d, 1H, J=0.9Hz)
IR (KBr: cm™):
3450, 3050, 2820, 1680, 1580, 1460, 1250, 1100, 1040, 940
FAB-MS: 257 (M+1)
25 TCEDHT: C5H,N,0,=256.30
HiR{E: C;70.29, H; 6.29; N; 10.93
SLM{E: C; 69.97,H; 5.83,N; 10.98
A RS 52
4-[ (5-FREHZE-1-FAE-3,4- T 5-2-253) HAE)-1H-BR M A =

]
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15

20

25

B SR 17 BT R L RS N F=SE ) 51 IS A
WAL EY

HlR: AR

FEE: 66%

Y88 132.5-135.0°C

'H-NMR (500MHz, d,-DMSQ) 6 (ppm): 2.03 (s, 3H); 2.13 (t, 2H,
J=8.5Hz); 2.58 (t, 2H, J=8.5Hz), 3.45 (s, 2H); 3.74 (s, 3H); 6.73 (s, 1H); 6.82
(d, 1H, J=8.2Hz); 7.50(s, 1H); 11.76 (br s, 1H)

IR (XBr: cm™):

3400, 3100, 2830, 1680, 1590, 1570, 1510, 1480, 1400, 1260

FAB-MS: 255 (M+1)

TCE T C (HoN,0.1/2H,0=263.34

Pig{H: C;72.98, H;7.27; N; 10.64

SEME: C; 73.19,H; 7.01,N; 11.11

Az = S 53

4-[ (1-ZF-6-FFEE-34- 25 -2-25) PH]-1H-KRME LR

WL SEREE] 17 B E AR CEMNE TSRS 36 BILEH AT
PRI E) .

PR /O HRMA

FEER . 32%

M55 138.0-141.5°C

'H-NMR (500MHz, d,-DMSO) 8 (ppm): 1.02 (t, 3H, J=7.3Hz); 2.12 (t,
2H, J=7.6Hz); 2.52 (dd, 2H, J=7.3, 15.0Hz), 2.58 (t, 2H, J=7.6Hz); 3.42 (s,
2H); 3.71 (s, 3H); 6.69-6.89 (m, 3H); 7.17(d, 1H,J=6.6Hz); 7.48 (s, 1H);
11.75(br s, 1H)

IR (KBr: cm™):

3450, 3050, 2830, 1600, 1500, 1460, 1300, 1250, 1170, 1040

FAB-MS: 269 (M+1)

TEE DM C;H,N,0.1/2H,0=268.36
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10

15

20

25

Hig{H: C;76.09,H;7.51;N; 10.44

sE{E: C;76.11,H; 7.26,N; 10.30

A= S ) 54

4-[ (1-ZF-7-FEIE-3,4- " 5-2-255) FHHE)-1H-BRM 4 =

W ST 17 R R 2B N PR SE ] 48 Rtk Stk =
AN OR A/

HR: BRSEHRRK

FEE: 33%

YE R 111.5-113.5°C

'H-NMR (500MHz, d,-DMSO) 8 (ppm): 1.04 (t, 3H, J=7.6Hz); 2.13 (t,
2H, J=7.6Hz); 2.51-2.57 (m, 4H), 3.45 (s, 2H); 3.72 (s, 3H); 6.70 (dd, 1H,
J=2.5,8.2Hz); 7.49 (s, 1H); 11.76 (br, s, 1H)

IR (KBr: cm™):

3450, 3060, 2830, 1600, 1570, 1490, 1270, 1170, 1040, 980

FAB-MS: 269 (M+1)

TCE S HT: C,,H,N,0=268.36

Hit{H: C;76.09,H;7.51;N; 10.44

sLPfE: C;75.74,H;7.01,N; 10.86

Az = sEHEL] 55

4-[ (1-ZFE-5-HEFE-34- 5 -2-255) HHE-IH-BkM B Eh 4
7=

W SEHEE] 17 BT EERRAL ZENEFSSHER 51 RaPdrs
PRI A

Mk BwESEHK

FEE: 14%

5. 164.0-166.0°C

'H-NMR (500MHz, di-DMSO) & (ppm): 1.00 (t, 3H, J=7.6Hz); 2.10 (t,
2H, J=8.0Hz); 2.55 (dd, 2H, J=7.5, 15.1Hz), 2.61 (t, 2H, J=7.6Hz); 3.65 (s,
2H); 3.76 (s, 3H); 6.85 (d, 1H, J=7.6Hz); 6.96 (d, 1H, J=7.9Hz); 7.17 (dd,
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1H, J=7.6, 7.9Hz); 7.38(d, 1H, J=1.2Hz); 9.02(d, 1H, J=1.2Hz); 14.59 (br s,
2H)
IR (KBr: cm™):
3390, 3080, 2950, 2820, 1610, 1570, 1460, 1250, 1040, 770
5 FAB-MS: 269 (M+1)
TEE T C,,H,N,0.HCI=304.82
HiB{H: C;66.99, H; 6.94;N;9.19
SLIMME: C; 66.76, H; 6.64, N; 9.43
Az PR ST 56
10 4-[ (6-FFEEE-1-2.7-34- 25 -2-Z55) FE]-1H-BRM A 7=
W SEH) 17 B A R TR BE A F=SE M) 36 RIfb &Mt
a4 .
K« %é%s’aa
FEE: 12%
15 B H: 123.5-124.5°C
"H-NMR (500MHz, d,-DMSO) 8 (ppm): 0.90 (t, 3H, J=6.4Hz); 1.41 (m,
2H); 2.11 (dd, 2H, J=7.6, 7.9Hz), 2.49 (m, 2H); 2.58 (dd, 2H, J=7.6, 7.9Hz);
2.49 (m, 2H); 2. 58 (dd, 2H, J=7.6, 8.0Hz); 3.44 (s, 2H); 6.69-6.72 (m, 3H);
7.16(d, 1H, J=8.5Hz); 7.48(s, 1H); 11.72 (br s, 1H)
20 IR (KBr: cm™):
3430, 3070, 2950, 1600, 1490, 1460, 1300, 1030, 930, 820
JCE 43 HT: CgH,,N,0.HC1=282.39
Hid{E: C;76.55,H;7.85;N;9.92
SE{E: C; 76.43, H; 8.04, N; 10.20
25 A= = SEiafe] 57
4-[ (5-FEE-1-RNE-34-25-2-FF) FE]-1H-BRME 4P
I SEREE] 17 WA R R N F= et 51 Bdk-& e
PR LA .
MAR: TR EmEK
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FEER: 47%
s 174.5-175.5°C
'H-NMR (500MHz, d,-DMSO) 8 (ppm): 0.91 (t, 3H, J=7.5Hz); 1.54 (m,
1H); 1.78 (m, 1H); 2.02 (dt, 1H, J=7.3, 14.9Hz); 2.17 (dt, 1H, J=7.3, 14.9Hz);
5 2.36 (m, 1H); 2.44-6.67 (m, 3H); 3.19 (br s, 1H); 3.28 (br s, 1H); 3.76(s, 3H);
5.92(t, 1H, J=7.32); 6.78 (d, 1H, J=7.94); 7.08-7.15 (m, 2H); 7.49 (s, 1H);
11.73 (brs, 1H) |
IR (KBr: cm™):
3430, 3050, 2900, 1560, 1460, 1430, 1250, 1100, 980, 820, 770
10 FAB-MS: 283 (M+1)
T4 HT: C gHp,N,0=282.39
HiB{H: C;76.55,H;7.85;N;9.92
ScE: C; 76.05, H; 7.73, N; 9.84
A S HE] 58
15 4-[ C6-FREEE-1-RE-34-T5-2-55) BE]-1TH-BKME A4~
BT SEREB] 18 HIAFEMNAEF LG 36 FIibE A REmi&
Y
MR AL
FEE: 31%
20 A 201.5-202.5°C
'H-NMR (500MHz, de-DMSO) 8 (ppm): 2.25 (dd, 2H, J=7.6, 8.2Hz);
2.76 (dd, 2H, J=7.6, 8.2Hz); 3.22 (s, 2H); 3.69 (s, 3H); 6.38 (d, 1H, J=8.5Hz);
6.57 (dd, 1H, J=2.7, 8.5Hz); 6.73 (br s, 1H); 6.75 (d, 1H, J=2.7Hz); 7.23 (d,
2H, J=7.0Hz); 7.32(t, 1H, J=7.3Hz); 7.40(dd, 1H, J=7.3, 7.6Hz); 7.37 (s, 1H);
25 11.73 (brs, 1H)
IR (KBr: cm™):
3450, 3050, 2850, 1600, 1570, 1490, 1240, 1100, 1030, 810, 700
FAB-MS: 317 (M+1)
TLEA4 T CyH,oN,0=316.40
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Hig{H: C;79.72,H; 6.37; N; 8.85
SEMME: C; 79.25, H; 6.46, N; 8.94
AP SE L 59
4- (7-FREEE-1-FEE-3,4- T 5 -2-2855) BE)-1H-BEM R 4=
5 W SEHEG] 18 BIFEMNEF=SLHED] 48 KLY AEFAFRRRILE
.
Mk TEEHR
FEE 42%
555 198.5-199.5°C
10 'H-NMR (500MHz, de-DMSO) & (ppm): 2.25 (dd, 2H, J=7.6, 8.2Hz);
2.71 (dd, 2H, J=7.6, 8.2Hz); 3.22 (s, 2H); 3.53 (s, 3H); 5.99 (d, 1H, J=2.7Hz);
6.66 (dd, 1H, J=2.7, 8.2 Hz); 7.34 (dd, 1H, J=7.3, 7.6Hz); 7.40 (dd, 2H,
J=7.0, 7.6Hz); 7.48 (d, 1H, J=0.9Hz); 11.75(br s, 1H)
IR (KBr: cm™):
15 3430, 3050, 2920, 1600, 1480, 1460, 1300, 1200, 980, 820, 700
FAB-MS: 317 (M+1)
TCE ST CyyHyN,0=316.40
Hig{E: C;79.72,H; 6.37; N; 8.85
SE{E: C;79.58, H; 6.40, N; 8.99
20 A FE SR 60
4-[ (5-BEFE-1-FH3 4- T 5-2-255) W] 1H-BEM gy 4=
WL LR 18 BITEMNELHER 51 Kb EWEST BN E
Y/
AR R4
25 FEZ. 39%
F& 55 200.0-202.0°C
'H-NMR (500MHz, di-DMSO) 8 (ppm): 2.23 (dd, 2H, J=7.9, 8.5Hz);
2.73 (dd, 2H, J=7.9, 8.5Hz); 3.20 (s, 2H); 3.77 (s, 3H); 6.10 (d, 1H, J=8.0Hz);
6.73 (s, 1H); 6.80 (d, 1H, J=8.2Hz); 6.97 (d, 1H, J=8.0Hz); 7.23 (d, 2H,
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J=17.3, 7.9Hz); 7.48(s, 1H); 11.74 (br s, 1H)
IR (KBr: cm™):
3430, 3050, 2850, 1580, 1460, 1250, 1210, 1070, 980, 940, 700
FAB-MS: 317 (M+1)
5 JCE S HT: C,,H,oN,0=316.40
HigfH: C;79.72,H; 6.37; N; 8.85
SE{E: C;79.41, H; 6.40, N; 8.87
A= L) 61
4-[ (1-FE-6- I EE-3,4-T5-2-2550) - 1H-BR M1y 4 7=
10 W SEHEG] 19 RIHENEFSLHER 36 HIILSWAEF=FrE ik &
/|8
MR s
FEE: 29%
f 8. 122.5-123.0°C
15 'H-NMR (500MHz, d-DMSO) & (ppm): 2.28 (dd, 2H, J=7.6, 8.2Hz);
2.76 (dd, 2H, J=7.9, 8.2Hz); 3.67 (s, 2H); 3.93 (s, 3H); 6.58 (dd, 1H,
J=8.5Hz); 6.68 (d, 1H, J=2.4Hz); 6.74 (s, 1H); 7.01 (d, 1H, J=8.5Hz); 7.11
(m, 1H); 7.21(m, 4H); 7.51 (s, 1H), 11.83 (br s, 1H)
IR (KBr: cm™):
20 3430, 2930, 2830, 1610, 1570, 1490, 1300, 1280, 1250, 1040
FAB-MS: 331 (M+1)
TCESHT: Cy H,N,0=330.43
HIR{E: C;79.97,H;6.71; N; 8.48
SEHl{E: C; 79.65, H; 6.65,N; 8.24
25 A = SE RG] 62
4-[ (5-HEEE-3,4-T5-2-285) FFEE]-1H-BRME, EhESEh A
BRG] 17 BTENEF=LHES 51 M-S WE =R S
Y
MR TR
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FE . 19%
A 192.5-194.5°C
'H-NMR (500MHz, de-DMSO) 8 (ppm): 2.17 (dd, 2H, J=8.2, 8.5Hz);
2.70 (dd, 2H, J=8.2, 8.5Hz); 3.57 (s, 2H); 3.75 (s, 3H); 6.22 (s, 1H); 6.64 (d,
s 1H, J=7.3Hz); 6.81 (d, 1H, J=8.2Hz); 7.09 (t, 1H, J=7.9Hz); 7.49 (s, 1H);
9.04(s, 1H); 14.54 (br s, 2H)
IR (KBr: cm™):
3430, 3080, 2800, 1610, 1570, 1460, 1260, 1080, 840, 620
FAB-MS: 241 (M+1)
10 JCE ¥ CsH, N,0.HC1=276.77
HiS{E: C;65.10,H;6.19; N; 10.12
S2i{A: C;65.51,H;6.17,N; 10.16
Az PR SE Y 63
4-[ (7-HEHE-3,4-25-2-2855) - 1H-BRIMR) A =
15 W sES 17 WTENEF TS 48 ML EMEF RIS
/B
HAR: LB &R
FEE: 5%
FA 55 200.0-202.0°C
20 'H-NMR (500MHz, d,-DMSO) & (ppm): 2.23 (dd, 2H, J=7.9, 8.5Hz);
2.73 (dd, 2H, J=7.9, 8.5Hz); 3.20 (s, 2H); 3.77 (s, 3H); 6.10 (d, 1H, J=8.0Hz);
6.73 (s, 1H); 6.80 (d, 1H, J=8.2Hz); 6.97 (d, 1H, J=8.0Hz); 7.23 (d, 2H,
J=7.3, 7.9Hz); 7.48(s, 1H); 11.74 (br s, 1H)
IR (KBr: cm™):
25 3430, 3050, 2850, 1580, 1460, 1250, 1210, 1070, 980, 940, 700
FAB-MS: 317 (M+1)
TCE 2 H7: CyyH,oN,0=316.40
i {H: C;79.72,H;6.37;N; 8.85
SL{E: C; 79.41, H; 6.40, N; 8.87
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10

20

25

= SE e 64

5-Z8FE-2-[1- (1H-4-BEME) WHHE]-1,2,34-05-1-BFHE>.

T SEHER 15 BRI VAR 5- 28 - 1- I E R A =R L&

PR : BB

FER: 82%

K58 122.0-124.0°C |

'H-NMR (500MHz, DMSO-d,) 8 (ppm): 1.37 (dd, 3H, J=6.7, 7.0Hz);
2.86 (dd, 2H, J=6.4, 6.7Hz); 3.42 (dd, 2H, H=6.4, 6.7Hz); 4.07 (dd, 2H,
J=7.0, 13.7Hz), 7.18 (d, 1H, J=7.9Hz); 7.31 (t, 1H, J=7.9Hz); 7.52 (s, 1H);
7.53 (d, 1H, J=7.9Hz); 7.64 (s, 1H); 7.82 (s, 1H); 12.44 (br s, 1H)

IR (KBr: cm™):

3450, 3100, 2970, 1660, 1570, 1460, 1320, 1260, 1060, 1020

FAB-MS: 269 (M+1)

TCE 7 CH, (N,0,=268.32

Mig{H: C;71.62,H;6.01;N; 10.44

Sl : C;71.41, H;6.06,N; 10.19

4 7= S ) 65

5- 28 FE-2- (1H-4-BKMBE I - 1,2,3,4-D05-1-ZEF 0 £ 7=

WL LG 16 BAFENAEFSEHEG] 64 BIEMAET= RIS
M o

PAR: \EBE A K

FEER: 80%

P55 132.0-134.0°C

'H-NMR (500MHz, CDCl;) 8 (ppm): 1.34 (dd, 3H, J=6.7, 7.0Hz); 1.65
(m, 1H); 2.10 (m, 1H); 2.54 (dd, 1H, J=8.9, 14.7Hz), 2.63 (m, 1H); 2.78 (m,
1H); 2.97 (dt, 1H,J=4.3, 17.7Hz); 3.11 (dd, 1H, J=4.3, 14.7Hz); 4.06 (m, 2H);
6.79 (s, 1H); 7.17 (d, 1H, J=7.9Hz); 7.28 (t, 1H, J=7.9Hz); 7.46(d, 1H,
J=7.9Hz), 7.57(d, 1H, J=0.9Hz),

IR (KBr: cm™):
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3430, 3050, 2950, 1680, 1580, 1460, 1250, 1100, 1040, 940
FAB-MS: 271 (M+1)
TLE T C H iN,0,=270.33
Mig{E: C;71.09,H;6.71; N; 10.36
5 SEifE: C;70.62, H; 6.66, N; 10.22
A e SE R 66
6- L FE-2-[1- (1H-4-BKMEEE) WP FE)- 1,2,3,4-T05-1-25 MR A A 7=
WIS 15 FEMR 6- LA HE-1-NEEH AR BRI E Y.
MR W\EESEHK
10 FEE: 62%
Y5 5 133.5-134.5°C
'"H-NMR (500MHz, CDCl,) 8 (ppm): 1.32 (dd, 3H, J=6.7, 7.0Hz); 2.95
(dd, 2H, J=2.4Hz); 6.83 (dd, 1H, J=2.4, 8.5Hz); 7.38 (s, 1H), 7.76 (s, 2H);
8.04 (d, 1H, J=8.6Hz)
5 IR (KBr: cm™):
3450, 3100, 2900, 1610, 1330, 1460, 1270, 1130, 1040, 1000, 760
FAB-MS: 269 (M+1)
TCE 5T C\ H(N,0,=268.32
I E: C;71.62,H;6.01;N;10.44
20 SE{E: C; 71.71, H; 6.09, N; 10.36
A P SE R 67
6- LB FH-2-[1- (1H-4-BRMEZE) W HFE)- 1,2,3,4-T05-1- 2580 i 4 7=
WIS 16 BITENEFLHER 66 M-S EMRBNILE
/I
25 HAk: BELSEHE
FER: 92%
V&R 143.5-144.5°C
'H-NMR (500MHz, DMSO- d¢) & (ppm): 1.32 (dd, 3H, J=6.7, 7.0Hz);
1.66 (m, 1H); 2.04 (m, 1H); 2.53 (dd, 1H, J=9.1, 14.7Hz), 2.72 (m, 1H); 2.88
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(dd, 2H, J=4.9, 5.2Hz); 3.12 (dd, 1H, J=4.0, 14.6Hz); 4.09 (dd, 2H, 13.7Hz);
6.76 (s, 1H); 6.80 (d, 1H, J=2.4Hz); 6.86 (dd, 1H, J=2.4, 8.5Hz); 7.49(s, 1H);
7.83(d, 1H, J=8.8Hz); 11.77(br s, 1H)
IR (KBr: cm™):
5 3430, 3100, 2970, 1660, 1600, 1470, 1350, 1270, 1210, 1100
FAB-MS: 271 (M+1)
TCEHT: C\H iN,0,=270.33
FRiRME: C;71.09,H;6.71;N; 10.36
SLIME: C; 70.52,H; 6.72, N; 10.27
10 A P S 68
7-Z8FE-2-[1- (1H-4-BKMIE) W EE)- 1,2,3,4-T05-1-Z5 @R 4=
WIS 15 TR 7- 8- 1- NS 2R B A P AR R AL A
MR HBEdgREHRK
PR 55%
15 YA 139.5-141.0°C
'H-NMR(500MHz, DMSO- d,) & (ppm): 1.33 (t, 3H, J=7.0Hz); 2.86 (dd,
2H, J=6.4, 6.7Hz); 3.35(br s, 2H), 4.05(q, 2H, J=7.0Hz); 7.10(dd, 1H, J=2.7,
8.2Hz); 7.27 (d, 1H, J=8.5Hz), 12.54 (br s, 1H)
IR (KBr: cm™):
20 3450, 3150, 2900, 1650, 1570, 1490, 1420, 1320, 1240, 1120
FAB-MS: 269 (M+1)
TCE 3 HT: C sH,(N,0,5268.32
FER{H: C;71.62,H;6.01;N; 10.44
LA C; 71.33, H; 6.40, N; 10.36
25 A 7= s 69
7-ZEFE-2-[1- (AH-4-BRMIE) T EE)- 1,2,3,4-T0E-1- B4~
WL 16 BRITEMNER LB 68 MM AESRBILE
Yo
HIR: TTEBRK
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FEER: 59%
5. 176.5-178.5°C
'H-NMR (500MHz, DMSO- d;) 8 (ppm): 1.31 (dd, 3H, J=6.7, 7.0Hz);
1.66 (m, 1H); 2.06 (m, 1H); 2.56 (dd, 1H, J=9.1, 14.6Hz), 2.77 (m, 1H); 2.85
s (m, 1H; 3.13 (dd, 1H, J=3.9, 14.6Hz); 4.03 (dd, 2H, 6.7, 13.7Hz); 6.78 (s,
1H); 7.10 (dd, 1H, J=2.7, 8.5Hz); 7.22 (d, 1H, J=2.7Hz); 7.51(s, 1H); 11.79
(br s, 1H)
IR (KBr: cm™):
3450, 3130, 2950, 1660, 1610, 1500, 1270, 1240, 1050, 920
10 FAB-MS: 271 (M+1)
TCE S HT: C\¢H eN,0,=270.33
Mig{H: C;71.09,H;6.71;N; 10.36
SLWIfE: C;71.01, H; 7.10, N; 10.37
A 7 ST 70
15 4-[(5-CE - 1-FEE-3,4- T 5-2-35850) R E]-1H-BKME A A=
WS 17 BFENEFEREG] 65 HbaE B rLa
o
k. LMK
FEE: 56%
20 5 5 133.5-136.0°C
'H-NMR (500MHz, d,-DMSO) & (ppm): 1.31 (dd, 3H, J=7.0Hz); 2.03
(s, 3H); 2.13 (dd, 2H, J=7.3, 7.9Hz); 2.59 (dd, 2H, J=7.9, 8.2Hz), 3.45 (s,
2H); 4.00 (dd, 2H; J=7.0, 13.7Hz); 6.72 (s, 1H); 6.80(d, 1H, J=8.2Hz); 6.88
(d, 1H, J=7.6Hz); 7.11 (t, 1H, J=8.0Hz); 7.49 (s, 1H); 11.76 (br s, 1H)
25 IR (KBr: cm™):
3450, 3070, 2980, 1580, 1460, 1400, 1260, 1060, 990, 820
FAB-MS: 269 (M+1)
TLE T C,,H,N,0,=268.36
Hit{E: C;76.09,H;7.51;N; 10.44
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Scy{E: C; 75.62, H; 7.78, N; 10.82
A P s af 71
4-[(6-ZFFE-1-FF-3,4- "5 -2-255) I 1H-BRM A7
B LR 17 MAFEMNEFEZHEG 67 MEYMEFFENLE
s .
PR e R
PR 4T%
A5 126.0-127.0°C
'H-NMR (500MHz, d,-DMSO) & (ppm): 1.29 (t, 3H, J=7.0Hz); 2.01 (s,
10 3H); 2.14 (t, 2H, J=7.3Hz); 2.59 (dd, 2H, J=7.6, 7.9Hz), 3.43 (s, 2H); 3.97 (q,
2H; J=7.0Hz); 6.66 (d, 1H, J=2.7Hz); 6.70(dd, 1H, J=2.7, 8.5Hz); 6.71 (s,
1H); 7.13 (d, 1H, J=8.5Hz); 7.49 (d, 1H, J=0.9Hz); 11.76 (br s, 1H)
IR (KBr: cm™):
3450, 3000, 2830, 1610, 1570, 1500, 1480, 1250, 1160, 1120
15 FAB-MS: 269 (M+1)
JCE 3 #1: C,,H,N,0,=304.82
Hig{E: C;76.09,H; 7.51;N; 10.44
sElifE: C;75.86, H; 7.22,N; 10.39
A S 72
20 4-[(7- L E-1-FHE-3,4- 2 5-2-FH) FE-1H-KM IR I 47
W SEE 17 MAENE SRS 69 KA A IRERLE
Do
PR TS5
FEER: 12%
25 M. 170.5-171.5°C
'H-NMR (500MHz, ds-DMSO) & (ppm): 1.30 (dd, 3H, J=6.7, 7.0Hz);
2.05 (s, 3H); 2.13 (dd, 2H, J=7.0, 7.6Hz); 2.58 (dd, 2H, J=7.6, 7.9Hz), 3.65
(s, 2H); 3.99 (dd, 2H; J=7.0, 13.7Hz); 6.68 (dd, 1H, J=2.4, 7.9Hz); 6.80(d,
1H, J=2.4Hz); 7.01 (d, 1H, J=8.2Hz); 7.40 (s, 1H); 9.02 (s, 1H); 14.56 (br s,
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2H)
IR (KBr: cm™):
3400, 3120, 2970, 1610, 1510, 1480, 1440, 1320, 1250, 1050
FAB-MS: 269 (M+1)
5 TCESHT: C,,H,oN,0,.HCL; 304.82
HAB{E: C;66.99, H; 6.94; N; 9.19
ST{E: C; 66.49, H; 7.23, N; 9.38
A= sE i 73
2-[1- (1H-4-BKMEL) T B EE)-6- N 2E-1,2,3,4- D0 - 1-ZE M O A 7=
10 W LG 15 WOTEER 7- 88 1-INE WA~ 8L a4.
HAR: W5
FEE: 38%
A5 156.5-158.0°C
'H-NMR (500MHz, de-DMSO) 8 (ppm): 0.96 (dd, 3H, J=7.0, 7.3Hz);
1s  1.73 (dd, 2H, J=6.7, 13.7Hz); 2.90 (t, 2H, J=6.1Hz); 3.35 (br s, 2H); 4.00 (t,
2H, J=6.4Hz); 6.86 (s, 1H); 6.89 (d, 1H, J=8.8Hz); 7.52 (s, 1H); 7.58 (s, 1H);
7.81 (s, 1H); 7.87 (d, 1H, J=8.6Hz)
IR (KBr: cm™):
3430, 3130, 2950, 1660, 1600, 1280, 1260, 1120, 1100, 1020
20 FAB-MS: 283 (M+1)
JCE T C.H,,N,0,=282 34
FiR{E: C;72.32,H;6.43;N;9.92
SPUE: C;72.16, H; 6.50, N; 9.85
A=K 74
25 2- (1H-4-BKPAEEREL) -6-THEHE-1,2,3,4- U -1-ZBF & 7=
W SEHER 16 KIAEMNEF LR 73 MUAYME=RERILE
/I
HR: TSR
F=ER: 87%
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5

10

15

20

25

15 5 134.5-136.0°C

'H-NMR (500MHz, ds-DMSO) 8 (ppm): 0.96 (dd, 3H, J=7.3, 7.6Hz);
1.66-1.74 (m, 3H); 2.03 (m, 1H); 2.72 (m, 1H), 2.89 (br s, 1H); 3.12 (d, 1H,
J=11.3Hz); 3.99 (t, 2H, J=6.4Hz); 6.76 (s, 1H); 6.82 (s, 1H); 6.87 (d, 1H,
J=7.0Hz); 7.50 (s, 1H); 7.82 (d, 1H, J=8.6Hz); 11.74 (br s, 1H)

IR (KBr: cm™):

3450, 2950, 1670, 1610, 1480, 1360, 1280, 1220, 1100, 1020

FAB-MS: 285 (M+1)

TLE ¥ CpH,0N,0,=284.36

Hig{H: C;71.81,H;7.09;N;9.85

sciil{E: C; 71.55,H; 7.20, N; 9.71

AP S 75

4-[(1-FE-6- TR FE-3,4- 5 2-F %) HH)-1H-BKMR 4=,

WL SR 17 MIAENEFEHEG] 74 FLEYEF RS
) o

PR s d

FEE. 31%

1555 91.5-92.0°C

'H-NMR (500MHz, DMSO-d,) 8 (ppm): 0.95 (dd, 3H, J=7.3, 7.6Hz);
1.69 (m, 2H); 2.01 (s, 3H); 2.14 (t, 2H, J=7.6Hz), 3.35 (dd, 2H, J=7.6,
7.9Hz); 3.42 (s, 2H); 3.88 (t, 2H, J=6.4Hz); 6.68-6.71(m, 3H); 7.13 (d, 1H,
J=8.5Hz); 7.48 (s, 1H); 11.71 (br s, 1H)

IR (KBr: cm™):

3500, 2950, 2830, 1600, 1560, 1490, 1460, 1240, 1010, 980, 790

FAB-MS: 283 (M+1)

TTESH: C,eHp,N,0=282.39

HiR{EH: C;76.56,H;7.85;N;9.92

SZi{E: C; 76.56, H; 7.71,N; 9.94

A =S 76
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2-[1- (1H-4-BRMEIE) W FE)-6-F T F|3E-1,2,3,4- 0 & -1-ZBEE 4
[
WG 15 BTEER 6-7 T EE-1-UEZREFRERLE
.
5 YR HEESH
PR 63%
A& 79.0-81.5°C
'H-NMR (500MHz, DMSO- d¢) 8 (ppm): 0.98 (dd, 6H, J=6.7Hz); 2.03
(m, 1H); 2.90 (t, 2H, J=6.7Hz), 3.25-3.40 (br m, 2H); 3.83 (d, 2H, J=6.4Hz);
10 6.88 (d, 1H, J=2.1Hz); 6.91 (dd, 1H, J=2.4, 8.5Hz); 7.51 (br s, 1H); 7.58 (br
s, IH); 7.81 (s, 1H); 7.87 (d, 1H, J=8.55Hz); 12.4 (br s, 1H)
IR (KBr: cm™):
3420, 1660, 1600, 1580, 1330, 1270, 1130, 1100, 1030, 990
FAB-MS: 297 (M+1)
15 TCE A HT: C5H,0N,0,=296.37
Hig{E: C;72.95,H;6.80; N; 9.45
SElifE: C; 72.64, H; 7.05,N; 9.16
A rE s 77
2- (1H-4-BKMREEFRAL) -6- T £2E-1-1,2,3,4- WU S 1- 25 M A 7
20 Wit S 16 BITEMNAEERES] 76 MU EMEFIRERNLE
.
MR T4
FEER: 66%
¥ 114.5-115.0°C
25 'H-NMR (500MHz, DMSO-d,) 8 (ppm): 0.96 (d, 6H, J=6.7Hz); 1.67
(m, 1H); 2.02 (m, 1H); 2.05 (m, 1H), 2.63 (m, 1H); 2.72 (m, 1H); 2.88 (m,
2H,); 3.12 (dt, 1H, J=14.3Hz); 7.82 (d, 1H, J=8.9Hz); 11.74 (d, 1H,
J=17.7Hz)
IR (KBr: cm™):
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3450, 1670, 1590, 1470, 1240, 1100, 1010, 940, 820, 660
FAB-MS: 299 (M+1)
TCE I CeH,N,0,=298.39
Hg{E: C;72.46,H;7.43;N;9.39
5 SCE: C; 72.40, H; 7.16, N; 9.44
A FE ST 78
4-[(6-7 T EFE-1-FEE-3,4- F-2-Z5 5 ) B EE)- 1H-1-BR Ml A= =,
W SEREE] 17 FIAENEFESEE 77 BEPAEEFRERL S
/I
10 R LB 5
FEE: 67%
Y& 5 96.0-97.0°C
'H-NMR (500MHz, DMSO- d¢) & (ppm): 0.95 (d, 6H, J=6.7Hz); 1.97
(m, 4H); 2.09 (m, 1H); 2.16 (dd, 1H, J=6.7, 7.3Hz), 2.57 (dd, 2H, J=6.7,
15 7.3Hz); 3.39 (br s, 1H); 3.70 (d, 2H, J=6.4Hz); 6.60-6.71(m, 3H); 7.13 (dd,
1H, J=8.4, 15.4Hz); 7.47 (d, 1H, J=10.1Hz); 11.72 (br s, 1H)
IR (KBr: cm™):
3430, 1620, 1490, 1470, 1250, 1070, 1030, 990, 860, 830, 800
FAB-MS: 283 (M+1)
20 TCE T CoH,N,0=294.41
Hi{E: C;76.99,H;8.16;N; 9.45
SEPUME: C; 76.95, H; 8.06,N; 9.58
Ao W 52 a4 1
170-F2AGER/C |00- R AR BRI HI VA M-
25 HRYE T. Sergejew F1 R. W. Hatmann (BFHlI#IZ4E, 8, 113, 1994) 77
FERHATW T RER: M SD MM KRR EBRHAZLY
¥, REBLOLUIREMAE. BRMNALEDEAMRE (1.5 ml,
Eppendolf) &, REMA 100 pl HriAZEAR. P H 50 mM BIRE
M (pH7.4) HWEBFRAFRERT S 0.1 mg/ml, AN 140 pl 125 nmol
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NADPH ¥&#. 10 pl 6.25 nmol H{EEL, R/SHEEEWLE 37°C £ 20
SR, mEFMA S0 ul IN 25, BiA 1 ml ZERZEE, BEEEY,
SRIBATE Lo FH 250 pl 50 mM HIBEBRZE P ¥EW (pH 7.4) #0150 pl IN
HBBMERTENZRZER. AEOHKRERE, ILRB KRGS R
5 FE 100 pl ZFEH. —EMEBE W (10 p) Z2RFORAEEE. Ry
E=y), BN, 170-322EF AN HER B A2 K BRI B DAV BRI TE
EXRAD, NARNILEY, £ T EE AR R RS R
PP BTHE 170-F210E/C - RGBT HENEHE (%) « ERAE 1
M 2.
10 HEK 1.
fMEFEHE (1D =
100 - (CHMFIRERE AT MEYRIEEEM) 100
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K 1: 170-FA0ER/C 0 BRI HIEYE

AP S | MPENERE (%) IC50 (pm) AXHEN

il KR A KR A K A
15 84 42 14.3 =4 5 -
16 86 79 12 0.63 6 1
17 93 84 3.6 0.51 19 1
18 77 42 - - - -
23 82 36 16 - 4 -
24 86 79 2.6 0.51 26 1
25 98 88 1.8 0.28 37 3
19 99 91 1.8 - 37 -
20 99 98 0.57 - 130 -
21 99 94 1.1 0.15 60 5
22 99 96 0.62 0.064 110 11
26 95 95 0.38 0.12 180 6
27 100 99 0.11 0.036 610 20
28 100 99 0.27 0.058 250 13
37 - 98 - 0.072 - 10
38 98 95 0.50 0.12 130 6
39 - 96 - 0.12 - 6
40 100 98 0.28 0.11 240 7
41 ; 98 - 0.083 - 9
42 98 92 1.1 0.22 60 3
43 98 89 - 0.31 - 2
44 100 38 2.1 0.28 30 3
45 100 95 1.7 0.16 40 3
46 100 90 1.3 0.13 50 6
49 - 96 - - - -
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10

s 211

BRUR: KERZAMASE

TEREE: 125 uM GHFEINEIEM (%) )
JRYIRE: 25 M

NADPH % f&: 250 uM

FAXTVEYE: EURMEKME=1 (IC4(=67 uM)
FRUR: KSR

MEREE: 2.5 UM ORIBIEIENE (%) #HE)
JRYIREE: 25 uM

NADPH #f: 300 pM

FEXHIEE: EURIEBKME (ketoconazole) =1 (I1C4=0.74 pM)
F 2: 1To-F210BE/C, .0 TR BETN I -

4= S e MHERE (%) 4P S IS (%0
50 12 65 13
51 11 66 8
52 13 67 11
53 43 68 10
54 17 69 5
55 10 70 18
56 18 71 31
57 12 72 28
58 11 73 14
59 15 74 15
60 12 75 10
61 8 76 13
62 12 77 13
63 9 78 12
64 13

YR KBS AR &
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FNEIREE: 50 uM
JEYIRE: 25 WM (EHAER)
NADPH ¥ fE: 250 uM
W SE e B 2
5 EEIAELT A, & RIS ARSI
fRHE Rolf W. Hatmann % (Arch. Pharm. Pharm. Med. Chem., 329, 251,
1996)f 75 134T 40 T RISEE . 151 0.5 mI MR BR AL ER 9 A 21 F i\ 10 pl
SR A YN Z B /K-Na-BER Z i (pH 7.4) , IBEWTE 37°C i
RIE 10 57%t. METEHMA D EMBEAXR (dazoxybebe) EHERE: (100
10 uM) , #E, MASO ul RIREE (EIREKRE: 53.6 pg/ml) , FH7#E
37°C {218 10 2044, BiEIAZE 0.6 M 2B K 0.4 ml 20% =& 2.8
BRPIERN, BEYEE 4400xg B0 10 b, 4R EE 0.5
ml) , FFNE 0.5 ml 0.53%MREZMBER (BH: K-Na-BIRZEh
W (pH 7.4) ) , BIBREWMM 70 4058, RIEEZETHE 30 24,
15 FH—ANTEREV (BkBK: 533 nm, WEFEK: 550 nm) EIX
—FE . AR AFERN TR AR BEES, FHKX 1 AW
L RIFEAGIEE (%) o GRAE 3,
3. BRMAERE A, & RANEE T

7= S ilEE (%)
19 25
20 60
21 43

BRUR: TR AL
20 FIHIREE: 50 uM CRRIBINFNENE (%) 5D

JEMIWRE: 25 uM (E4EERD)

R L 3

7 B A

FR4E Rolf. W. Hatmann #11 Christine Batzl(BE 4L ¥ 4¢7&, 29, 8, 1368,
25 1986) WA EHITIIRE.
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(1) FEEBHHE
FRYE Thompson F1 Siiteri (AE{hZEIE, 249, 5346, 1974) HY
FiEM NIRRT R 2 51 %55 B8 . BRB Rk A B IZEBER
S (0.05M, pH7.4) FHEFF7E-30°C. R 4 MRAEMH
5 WHRIHME.
(2) FHEEIHIEHE
T #R4E Foster A. B.Z& (Foster AB.%, E#{h%¥IE, 26, 50,
1983) #0 Graves P. E.fll Salhanick H. A. (43 i%%, 105, 52, 1979)
fih RS M E 1B, 2B-"H) MM 4R *H,0 METFNEENEH.
10 [ 0.225 uCi [1B, 2B "HIZEKIEIHRE FIMA 5 pM RIRICH £ EEH,
2 mM NADPH, 20 mM &5 -6-ELHE, 1 EU & vE-6-BEBR BRI 50 BF,
FYAMREERIBEME T (0.05M, pH7.4) SMILEY (0-250 uM) .
Kt B DG BECES, FHHBMRENBME. EXTRAENLE
IR RNER T EBRIRER 2%. FREE 30°C KBHTRE 5
15 e $EE, A 0.5 mg HRIARE A RN .. RNV BAATA 0.5 ml.
ERMNFFIEE 0 7. 14 5121 S 8hEUH KAEER 43 (100 i) FFI0E] 200 pl
¥4 1 mM HgClL % . FHEFIMA 200 pl 2% B KEM K (DCC)
BIFHT. EREWIRY 20 28, RETE 1500xg TEL 5 48FLL4)
BigfE DCC LRMHIRE R . @ — MR B ES T EEE S B 8
20  EFEFEERCH0 8. LR 77 SR TR il 4k & 90 0% B & .
AT EN 1 NS RPHEINFIEE (%) . FRIEK 4.
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x4

7 EMINEENE
A 7= SE ) HEEE (%) IC50 [uM]
15 56 *!
16 50 -
17 52 -
18 61 -
23 60 -
24 37 .
25 . 6.4
19 - 0.23
20 - 0.38
21 - 0.65
22 - 0.63
26 - 0.70
27 . 1.3
28 - 1.2
37 - 0.95
38 - 0.79
39 . 1.3
40 - 1.2
41 - 0.95
42 - 0.79
43 - 1.7
44 - 0.86
45 - 3.5
46 - 1.8

L

BRR: ABGH AR i
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IEIREE: 25 WM GRIBIDENEH: (%) 8D
JEVIRE: 2.5 M (EE)D
NADPH #REE: 250 uM
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