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1. —MEERMNEEERNLEY, RS TERFRILEY R 3-BU-2-
S EER-5-(3, 4, S-SR EFEFEI)-1, 3, 4-ME MR AT Y, KPR ie
EMEATHE:

R,0 Ry
N—N
R,0 [ R,
0
R,0
Hr
R] 7‘] C1-6 'Eﬁg,

R, A C5-14 FBFHRER. &F 1 HEZNEBE N O. S. SO Al SO2
RIZ= 8T C5-14 250 ER, FH ELARFRERLETH 1 Nk LA Mar
%E TFHEBRAREMERAIMBR: (OHOEEQHETF, (3) BE, (4) HE,

(5) C1-6 ik, C2-6 HElE Al C2-6 B, HP REABWTUHE > —

AN LA EEFEAAREREA, (6)C1-6 5EE. C2-6 HiF AR C2-6
REHE, HPZEAWITUHEZ L —PMHS A& R FEAAREFRAR, (7D
Cl-6 ifiZE. C2-6 BE/GmMALTR C2-6 thifiEE, HPZEAHT U E L
MR BN R R FEARETEAR, (8) AR B, Frid BNAREEIE B ()C1-6
e, G)EE, Gi)Cl-6 HEEKE, (iv) Cl-6 LEHE, (v)Cl-6 MR
R, (vi)C3-8 FRkEdE, (9) A 1 8k 2 FEMARERMRMEER, FIREBAE
®HE (1) Cl-6 fiE, (ii)C2-6 BEME L, (iii) C2-6 HEMEL, (iv)C1-6 hiFth#
WEIE, (v)C2-6 M EREBL S, (vi)C2-6 BEbREEMBLIL, (vii)C1-6 LRI,
(viii)C2-6 B FE PR AL (ix)C2-6 BEMRFE PRI, (10) Cl1-6 feFEmEBLEE, (11)
C2-6 HEMFEREBE L, (12) C2-6 BEMRIEMMBLIE, (13)C1-6 Tk W RABLEE,
(14)C2-6 BEMHEWREELEE, (15) C2-6 HME VB, (16) HELE,
(17)C3-8 B eI B C3-8 FF M ZE

Ry MBI BREE . Rk, 3L, WAL, BRI, TREELRE, H
o i AR BB 4> BUAR JE 3k B (1)C1-10 %23, (i) &3, (iii)C1-10 B & I, (iv)
Cl-10 HEFH I, (v) C1-10 S ML, (vi)C3-8 Mg Bt s C3-8 M a3k, H
HEEAYTTUHERE L IR ZAREF R HE. BE. FHERL
FERBUAR, (viD&, (viii) C3-8 FFLi B C3-8 MME A2, HPh KMy
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AUHEL—AIEBARRTF. BFE. HE. B2, HEIREFTIR.

2. WEBEARESR | Frd &9, Kb RVHEE, 2%, ERE.
RAE. ETHE. BTE. BT,

3. MEBEBRAENR 1 TRMILEY, Hbh R, R, g, g,
DUSmkmgRe . MEM L., WEMRIL. FUERREL. DRMEL, nbmei, IBME. B
WEMREE . =Mt DOMRZE. BE ML, brEdE. MOBRE. UREEE., SEEE.
DRIEFE. WEREZE, WERERL, MEM I, MEREA., ZBE. MIKE. FHEHKE.
BAEZE. ZEnedh. WIRRIE, 1M, FOFIRMIE. RIFpkME. FHmm
B, R mEMI, KB K FUEMRIE . IR e . v IR
SRR L . TIRRERRMEEE . TEOFMEWYEE. CIEFkMEE . IR
R, ZIEFFMErEEE. M, HH ERCREFATE 1 A A%
THERAEHEZRAMBRMK: (OXRF, (2) FE, (3) HE, (4) Cl1-6
ede. C2-6 BEMEE C2-6 #EE, HPKFEHAWMUHEE L~ HE A
KR FEACIE BTEUAR, (5)Cl-6 S EE. C2-6 BEMG A F B C2-6 B E X,
Ho B EABHT U ZE D — N2 xR FEREFTIR.

4. WBEARER 3 rRMLEY, HF RN 2-HEE. 3-BHEE.
4-FEE, 2-Z2RAFEXE. 3-=Z=RAFEFRE. 4-=FHFEEHE. 34-2K
KE. 2,5-“HEAEERE, 34-"HAE. 23-“HEARFEE. 4-A-3-FHE
I, 35-ZRAEE, 24" HEERXE, 2,6- —FEE. 3,4,5-ZHAEK
2

5. IBENFER 1 PRMER—TURRMLEY, B+ R 4 LBEE.
AEEE. RABE. RARLEE. RARBE. AT RELE.

6. BEHFIEXR 1-5 22— &Y, HISERLHE TS HKILEY
mF .

- E2-Q- AR E)-5-(3, 4, S-EHEEFERE)-1, 3, 4-E -
b. 3-ZBEHE-2-(3-BEE)-5-3, 4, S-EHEAREFER)-1, 3, 4-1E —mk
c. 3-LBEHE-2-(4-F K FE)-5-(3, 4, S-= HEFE R F)-1, 3, 4-E —m
d. 3-Z - 2-Q-ZFFREKE)-5-3, 4, 5-=HAREEF )1, 3, 4-1E

foV]

C3-L R EE-2-B-= R PR RIE)-5-3, 4, S-=EHAKEEIH)-1, 3, 4-1E

a

=

- E-2-(4-=FEHF R K)-5-3, 4, S-EHEREFER)-1, 3, 4-E =
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g. 3-Z B E-2-(3,4- — R FEH)-5-3, 4, S-EHAFE K E)-1, 3, 4-FE
h. 3-ZBEE-2-2,5- —HEEFEH)-5-3, 4, S-=HEAAEFKH)-1, 3, 4-1F

i. 3-ZBEF-2-3,4-ZHAKHE)-5-3, 4, S- =R AEERE)-1, 3,4- T8 -
jo 3-LERE-2-Q3-ZHAEFEE)-S-3, 4, S-EHAEELE)-, 3, 418

k. 3-ZBi3-2-(4-F-3-THEFK)-5-3, 4, S-EHE K FHE)-1, 3,418

. 3-Z.BE-2-3,5- 8 FEH)-5-3, 4, 5S-EBAEFEE)-1, 3, 4-1E —mp

m. 3-ZBEEE-2-Q24-“HAFEER)-5-3, 4, 5S-=ZHREEFE)-1, 3, 4-18
-y

n. 3-ZBiE-2-2,6- “ & FEH)-5-3, 4, S-EHEAEFERE)-1,3,4-E =M

0. 3-ZBi%-2-3,4,5-=HEFEFEHE)-5-3, 4, S-=HEAHEFKE)-1, 3, 4-
Mg e

THRBAFNER 1-6 FEE—TFRNIL Y HEGMBEERNZSY .

8. M\ AIER | IRMEFNMBEEENLEDHIH & TIE, Ky
TEFET UL 3,45- =B ERFEH. FHE. BREAEREE, URE. 8.
RRE. TKLE. X, BE, ZHE NN-ZBEBRBRE. 5<%,
—HEHR. k. ECRREBAYWAEN, 25 &K:

wm—1p, MRFBI4-SRAEEHEBENE K

EHARRREMN=Z=HHEKEMPRA 345-=mAEXFTHBMH. 55
FEE. BH, MAEIF, 0.5-5h RMN5EEE, BP R EUAR IS BE-3,4,5-=Fe A 2
= HBERF .

b, 3-BUAR-2-F5 HEUR-5-3, 4, S-=EEFERE)-1, 3, 4-1E =
M & K

BE— BN ETRE P, BEERIRAML T KM 0.5-5h, BIABEIK
g, B, g, Kut, TR, AR HERE-KES S, a6k, B
Hh 3-BUAR-2-FF EEEUAL-5-(3, 4, 5-=he EE R IE)-1, 3, 4-E
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3-BUAR-2-T5 AR -5-(3, 4, S-Z IR B FE R K)-1, 3, 4-5E Z AT A Y K
& iFEA A%

BRI

&% U R BA Vi /E K28 3-BUAR-2-05 R EUR-5-(3, 4, 5-= 4%
AEKE)-1,3, 4B MATEY R H & 5.

HREAR

TR 1,3, 4R EMEER ZHEDEED AR, RE.
HUE H A%, A& AR [ 3C#k: 1. Chai, B.; Cao, S.; Liuy, H. D.;
Song, G. H.; Qian X H . Heterocyclic Communications, 2002, 8(6), 601; 2. Hui,
X. P.; Chu, C. H.; Zhang, Z. .; Wang, Q.; Zhang, Q. India J Chem Soc, 2003,
41B, 2176. 3. Abdel, K. M.; Mohga, M. E.; Nasser, S. A. Molecules, 2003, 8,
744; 4. Burbuliene, M. M.; Udrenaite, E.; Gaidelis, P.; Vainlavicius, P. Polish J
Chem, 2002, 76, 557; 5. ZB K, REZR, BT, X&K, B, HES, &K%
4, R 24. 2005, 44(12), 538.].

BB BEFRAREEREREREGTEDCE —LHAERE. fi
FALFIIRIE. Bl ZHEWR 3, 4, S-= A XX F AR I8T
OJERR . PUE R B OCER: 1. B, REB. MAHLSE 2003, 20(1), 95;
2. Sopalvida-Boza, S.; Walizei, G. H.; Rezendo, M. C.; Vasquez, Y.;
Mascayano C.; Mejias L. Synth. Commun. 2001, 31, 1933.].

1998 FE MR IR S N S-ntb e FEER A0 S-Ite vk B G Bk, SR — 4R, [EIOR
6 N T ML A, R 55%~60% . S FH I M N IR AR 2 BRI, 4 5
FH1b(X=CLX =H)7E 0.05% ¥ & T XJ 7K #8 LU ik B (Rhizoctonia solani)
IEIR K 70% . 2000 5, CHEEMEMEE: . BERiZETIA 1,3,4-08 -0, &
THMLEY 2, BB ENR 70%~80% . H % HE R (Carbendazim)fE Xf
Z57, 7€ 100ppm WKL T AT T MEE MR, 4 R EH AR LB E
wrEEE R K. K, EY 2(R=Me, X=CDX/KBLHH (rice
sheath blight) RI#IHIZE K 80%. [CHR: 1. BREN, ZIEHA. 2,5- ZAtM 5
1,3,4-M8 M — B EVE S R R AYERD]. sEF Y RAFEFER, 1998,
19(4): 572-573; 2. Chen H S, Li Z M, Han Y F. Synthesis and fungicidal
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activity against Rhizoctonia solani of 2-alkyl(alkylthio)-5-pyrazolyl-1,3,4-
oxadiazoles(thiadiazoles) [J]. J.Agric Food Chem, 2000, 48: 5312-5315.]

2004 S B 9 55 N DU TR 4 2 4R R k), 253 BR 4k, B ik, B 5 CS, /KOH
fEH, MR EHT S-(trE-3-2) 1,3,4-TE — M2 FifZ. 78 pH =6 R E 2%
BEIATENFZGT, MW RESETAZBREBRREVHIBER D RN,
£ POCLIEHT, BENBMAEBENRKEY. % 0.1mg/L Z5FKRE T,
WEY j(Ar= p-CH;CeHy) M ERBHEEHRE (S.aureus) HIMEIEMS S
BAFERVLENDHELE. L&Y f(Ar= m-O,NCeH,). i(Ar=4-pyridyl)%t
BERKBEFRE (Ecoli) MMHEEHSERYEMY. Xik: HE
9, VAKS, XIE, F. 2-(3-MhBE)-5- { [(5-7573E-1,3,4-F8 — M 3E) T BT 2]
AR)-1,3,4-M8 M & B R LB VR PE[]. 252 23R, 2004, 39(4): 263-265.]

2000 E El-masry & T & &K IR REZ 1K) 1,3,4-F8 — M 5iih &9,
EHMCE N 86% . FUELK F 1% (disk diffusion method)HEAT T #1875 M W iR,
Zi RKY: 7E 600ug /disk I, F A& Y05t 4 €6 5 % BR 15 (B. cereus) i1 01 4
5% B 25 & "F F (Ampicelline). K KE & (Gentamycine)fi 24, #MEHZ
KT 12 2K [X#k: Afaf H, Fahmy H H, Ali Abdelwahed S H. Synthesis and
antimicrobial activity of some new benzimidazole derivatives [J]. Molecules,
2000, 5: 1429-1438]

2002 F Maslat UL —BE B & ARG R, EFE ST 2 BE R
5 ZRACEKAE B XE M B A, HAEE 450pg/ml WRETF
AT THEEMNR, SRR\ WHEYXHEEFE (Bsubrilis), A6
BERW (C.albicans) HiEH, LK KBHRE KE (E.coli) TiEM. [X
BR: Ahmed O Maslat, Mahmud Abussaud, Hasan Tashtoush, et al. Synthesis,
antibacterial , antifungal and genotoxic activity of bis-1,3,4-oxadiazole
derivatives [J]. Pol.J.Pharmacol, 2002, 54: 55-59]

2003 5 khan 70 A LK EE . 1,3- Ky iRt 5 R, @FLARES
BT EMMEEE 134-TBE-MEAEY. BERLEYH S RKER
40%~60% . ¥ F & ik V% (cup-plate method)7E 100pg/ml R B F 34T 7 M & 1%
PR, SGREWH: BN ERKGIEFKE (E.coli) HEBEML
M, ME HAZ N 18~ 19mm (X B 24 Norfloxacin 7 28mm). [Khan M S Y,
Akhtar M. Synthesis of some new 2, 5-disubsituted 1,3,4-oxadiazole
derivatives and their biological activity [J]. Indian Journal of Chemistry, 42B
(4): 900-904]

Yan Zhang M 1,2,3- =M R BB R, ZEKH (RN PTC) &K T
RINE 1,2,3- = MFH 1,3,4-08 MR EY), 6 BBE N 72%~75%. K H

6
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& T E (cup-plate method), 7F 100pg/mL ¥R E F#IT T M EEHENRK. &R
FH . ML RABGRFRE (Ecold), HMTHEYHMBEEZAT 17mm;
%ot 4 4 15 B4 B B (P.aeruginosa), WUANMMLEVIVHEERZ KT 17mm; &
HEBERE(S.aureus ), —MEYRIMBEEZ X T 17mm. [3LBR: Zhang
Y, Qiao R Z, Xu P F, et al. Synthesis and antibacterial activities of
2-(1-aryl-5-methyl-1,2,3-triazol-4-yl)-1,3,4-oxadiazole derivatives [J]. Journal
of the Chinese Chemical Society, 2002 , 49: 369-373]

Sandeep Jain Z i+ &R T &5 2-4L 455 FELHRAR 1,3,4-I8 L&
Y, SRRIKER 81%~85%. LLiEE W E (Norfloxacin) HXTH, Birik&
M KB KB (Ecoli), FIRERE (Sdysenteriae). &R BH %K
B (S.qureas) FAFSEFFE (B.subtilis) #HIT TWRAGEHEMK, FRERH:
Heph—h W EARFMEEM . [SC#EK: Sandeep Jain, Pradeep Mishra.
Synthesis and antibacterial activity of 5-aryl-2-acyl thio-1,3,4-oxadiazoles [J].
Indian Journal of Heterocyclic Chemistry, 2004, 13 : April-June : 307-310]

FER, RRAEMRAIMITIRERIEFEEFTLEY, UEEER
BEFRTELNE RN TEERM, 2 FPIIAB_RER, RS5EKRT
3-BUAR-2-35 B EUR-5-(3, 4, S-EREEFE)-1, 3, 4B MRXLEY,
FRAEHEBEAAFLEDRIT. SREEDHIE.

EHARE

DURH B TERER, fARTNER—EHE 3-BA-2-5ZIMN
-5-(3,4,5-SREEFKE)-1,3, 4B _MALEY, HITHELYEGI
H. HEHERMT:

RO, R3
N—N
RlO / )— R2
O
R,0

(1)

X H

R, N Cl-6 f &,

R, H C5-14 MIEFHXRERA. §F 1 BN EHE N, 0. S. SO 1 802
HIZe R F i C5-14 2 FHER, F A ERIRER LT 1 MBS AL
EETFHRRENERRRA: OREQHEET, (3) BE, (4 HE,

(5) C1-6 {3, C2-6 B E B C2-6 BERE, HPRXERAWAI U E >~
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MREANHRETERAREFTRA, (6)C1-6 FTH . C2-6 HIAEA KR C2-6 5
REE, HPSEAWTUBEL —IRE D E R TFIRAREFIMA, (7)
C1-6 ehiZE. C2-6 BE/mBRAED C2-6 i, HPSEABWT UK E D —
AMHZA X R FEARETEAR, (8) AR BE, T B EIE B G)CI-6
Fedk, ()&, (ii)C1-6 JEEEE, (iv) Cl-6 EEHE, (v) Cl-6 ER
, (vi)C3-8 FhEEE, (9) Wk 1 8 2 RMAERARNEE, FREARE
EH (i) Cl1-6 hifE, (i1)C2-6 #EMmIE, (iii) C2-6 HEHE, (iv)C1-6 buFEi#
BEHE, (v)C2-6 BB FE BRI, (vi)C2-6 bR E B, (vi)C1-6 SRR K,
(viii)C2-6 B I JE B B (ix)C2-6 BERFEFRK AL, (10) Cl1-6 FEFEMEEEE, (11)
C2-6 HEM AL AL, (12) C2-6 BEMREMBEE, (13)C1-6 4t WAL,
(14)C2-6 B ETVEEEE, (15) C2-6 HhE B, (16) HELE,
(17)C3-8 M fe HE B C3-8 I Iz

R A# BRI B3 . BigesE. M2, A, MEE. UHEELE, H
P A BB 4 BUAR R 1R B (1)C1-10 Sk, ()&, (1ii)C1-10 A, Giv)
C1-10 feZE I, (v) C1-10 S & EE, (vi)C3-8 e Ek C3-8 iR, H
HMEEAYTTUFEEDL—IREBAIRIRT. FBE. HE. BE. HEIR
FEFTEAR, (vi)E, (viii) C3-8 i E A C3-8 HEHA K, HPXHEHAY
AUEEDL—ANREBARERET. FBE. HE. BE. REDRERRAR.

L EFARR—FATHMBEERNZY, EAUEWEXP R AFE,
L. FRAE. RAE. ETE. BTE. T,

UL LT —F A FHMEERKZY, BB P R, WK,
MERg L, BRMEEE. DUS(MRAGEE. BEwy A, WEMREL. SOEMIC. DRMEL. it
ML, BEMEL, RAEEMIL. =ML, DOME. mE MR mbrEdE. k.
DREERE, =MEZE. DRPEZE. MAMEEL. mEnelE. MEMZE. mbmei, Z|/E . %
MREE . FrEmkIE. BRMEEE. ZEmedt. WIMRZE. 5IMEE. RIFRRmIE. Xt
BRMREL . FRIFWEMIL . RIFREEMEL . RIFEMWE, K- FEME, FXiF
LML, MEMEDRIE . SRMEMOKEE. CORJFRRmER. —RJFMEWmE. XK
DRMEJE . IRFFmENE IS . A JEMEnE 3. MM, JF B BIRIOIREE R AT ek
1 NMELZANMBRALIE B FAIBREMZ AR ()R, (2) FFHE, (3)
WEHE, (4) Cl-6 %3k, C2-6 B/ ILER C2-6 g3, Hrh R ILAB LI
=N R R FHARER IR, (5)Cl-6 i %, C2-6 #EMEAIET
C2-6 FEMAEIE, Hh REAITUUHZE D —PNEZ A R F BRI BTt
R

DL BB —F oM e 254, Kk A9l b Ry b 2-F 3K
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E.3-FHFE, 4-FEE. 2-ZFFERE. 3-ZEFEERE. 4-=ZFFE
FHE A TEERE QS CHEAEFER 3ATRER. 2 HEERLER,
4-F3-THEFERE ., 35- 28 FHE. 24- " HFEEFEE, 2,6-_HFEHE. 3,45-
=HREERE.

NEFRBW—FMATHRMNEERNZAY, KB +P R, H 2B
2. WBtE. FIABE. MAZEHE. RARNBRE. RARHREE.

ARBPAES, Cl-6 R HFE. 2. FRE. REE. FT.
RTE. RTE. EXE. BRE. RIRE. HTIXE. ECE. FOE.
MEE. FoE. |

AERPAED, C2-6 EEETHZIGE . ABE. BTRE. THE (X
B 1AL, 2B 3D BTHE (BAE 12060, REE (g
LR, 2460, 3B 4460). BREE (EE 160, 2008 3 1) F®
HE (RBE1ME20). SFEE CUBE 1AL, 247, 347, 4 18k 5
). ROKE (UEBAE 14, 247, 3 4B 4 1), FOBEE (NEE 1
A 2 ALEL 3 6D |

EERHAED, C2-6 ERETHLHRE. ARE. RAE. THE (2
BE LA, 2ME 3 A0, BT HE (BBAE 1R 246). REE (28
LA, 2460, 3ALER 460D FIRMRE (BEE 1A 24083 462). HIL
WA (BRAE 1M 2. CRE (BBE 1. 2460, 3462 4 IS
fr). ROHE (BBE 1AL, 2460 3628 4 1), FOHRE (BEE 1
I 2 hLEK 3 A0D.

ARBAAESP, HRFAHNR. . R, 6L

FARAARD, TA—FMADAEY, HFIEETESERENR (D
B Y, HF & R e iE R BT B D Y8 9T A TRBH & Fh B 4 B 4 R .
HPrdMEaEmyRE. amE. RRE. BE. LBE. FE. W
. REE. EIE. MEE. KBE. BWE. DE, HPEHIERE
AHIRRE . BREMILKRE.

ARBERU 345-ZHREEXFHM. FEFE. BEEIERE, 2258
B, BRBEEWNT:

R0 R,0

R,0 —NHNH —C— 3)2

! C—NHNH, R;0 CONHN=C—R, (10 R:O‘Q—%}—Rz
RO R0

RO
HH Riv Ry RyWETATIR, RNBEAARE. 2. RAE. £KZ
EE\ X\ EFIZ—H‘I:\ —:ﬁaj‘:\ N’N':$%$MB§\ :ﬁﬁﬂ:\ :EF]S]EWL\ ﬂ:a
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i ECkEREBEEY.
B AT EE-3,4,5- = ht & 2 2 F BE R S K
A FRREZEEN=Z=DERERPEAN 345- 8L X PEH. 55
HEE. WA, AER, 0.5-5h RMN5EHE, BINEAARTSEE-3.4,5-= et
= BB
KESBEHTHE LRBRSBE-3,4,5-SREEXEFEBEN S K.
B 3-AR-2-5HEEAR-5-3, 4, S-EREHE )1, 3, 4-FE
PR BT A R
KE—PHE=YE TRE S, BRERBRASHTRMN 0.5-5h, FIABK
b, SR, FhIE, KUE, TB, HERARE-KES S, BAatEsE, &
K 3-EBUAR-2-F5 FEUR-5-(3, 4, S-SR A FEFER)-1, 3, 4-FE e,
AEBREH THAE LR 3-BUR-2-F HEEAR-5-3, 4, S-EHREREFEHE)-1,
3, 4-FE M A R
B4 52 i 7 5
L — . 3-Z W EE-2-Q-F K H)-5-3, 4, S-=HEKEEHE)-1, 3, 4-1E
ZRPER (LEDRTH a)
(1) 2-FFRHE-34,5-Z“HEAEEHEZEN S K
 EWEEREERN S0 mL SO REEEMPHA 3,4,5-= FEREE HE
Jk 2 mmol A1 10 mL JTG/K ZBE, HiHE, m#t, HLEHEMEEMA 2mmol 2-
ZHE, mM#AEIGR 30min, B EHEHIE, ZE~DMF B4 E, B3 dE4k
2-BAEFE-3,45-—HEEFHENE: LEHWE,”XK 81.4%, mp. 173~174
°C; '"H NMR (DMSO-dj) d: 3.722 (s, 3H, OCH3), 3.860 (s, 6H, 20CHj;), 7.250
~7.973 (m, 6H, Ar-H), 8.705 (s, 1H, N=CH), 11.847 (s, 1H, NH); °*C NMR
(DMSO-dy) J: 162.8, 162.3, 153.9, 140.8, 132.3, 128.5, 126.6, 125.3, 122.2,
116.4, 105.5, 60.4, 56.4; IR (KBr) v: 3200, 3040, 1645, 1558, 1120 cm™". Anal.
caled for C;;H7FN,O4: C 61.44, H 5.16, N 8.43; found C 61.22, H 5.14, N
8.36.
(2) 3-LBREE-2-2-FFE)-5-3, 4, S-= HE K E)-1, 3, 4-FE M1
Bk
¥E— LMY lmmol, A SmL ZEEEF, HEEEMEIAS&MHET KN 2h,
BIAREKS, oSB&, HyE, Kk, T, HERmARAR-KELER, 06
B4k, BN 3-ZBEEE-2-2-F K %)-5-(3, 4, S-= HA KL HK -1, 3, 4-1E — .,
A& E AR, P2 71.5%, m.p. 138~140 °C; '"H NMR(DMSO-ds) 6:2.253 (s, 1H,
CH;), 3.775 (s, 3H, OCHj3), 3.858 (s, 6H, 20CH;), 7.134 (s, 1H, CH),

10
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7.194~7.522 (m, 6H, Ar-H); °C NMR (DMSO-d) d: 167.4, 155.6, 142.1,
132.9, 132.8, 130.0, 129.9, 125.4, 125.4, 124.9, 124.8, 120.4, 116.8, 104.8,
89.3, 21.2; IR (KBr) v: 3010 , 1658, 1581, 977 cm™'; Anal. caled for
C,9HoFN,Os: C 60.96, H 5.12, N 7.48; found C 60.74, H 4.95, N 7.37.,

LB =, 3-ZBEE-2-G-FHERK)-5-3, 4, S-=HAFKEEKIE)-1, 3, 4-5E
“MER (LWEBRSA D)

(1) 3-BEFEB345-=FHEAEEFBIEZENE K
WSEHE— (1) FiEMEHEKR, S 2-FEAFES®RAN 3-FAXAFE, 5§
B EE I-FERFE345-ZFRAERFEHRE: TEFRMEE 69.4%, m.p.
147~149 °C; '"H NMR(DMSO-d;) d: 3.720 (s, 3H, OCH3), 3.856 (s, 6H,
20CH;), 7.234~7.582 (m, 6H, Ar-H), 8.465 (s, 1H, N=CH), 11.833 (s, 1H,
NH); C NMR (DMSO-dy) d: 168.6, 152.7, 146.3, 140.5, 136.9, 136.8, 131.0,
130.9, 128.3, 123.4, 116.9, 116.7, 113.1, 112.8, 105.2, 60.1, 56.0; IR (KBr) v:
3184, 3024, 1645, 1568, 1120 cm™'; Anal. caled for C;H;FN,0,: C 61.44, H
5.16, N 8.43; found C 61.30, H 5.13, N 8.34.

(2) 3-ZBEE-2-3-FAEH)-5-3, 4, S-=HEAFE K H)-1, 3, 4-1E — M H1
A K
WL — (2) FEMEZHEKR, /B3 3-CBEE-2-G-AFE)-5-3, 4, 5-
SHREEFER)-1,3,4-E o GEEE, K 62.9%, m.p.140~141 °C; 'H
NMR (DMSO-ds) 8: 2.266 (s, 1H, CHj), 3.709 (s, 3H, OCH;), 3.814 (s, 6H,
20CHj;), 7.061 (s, 1H, CH), 7.183~7.504 (m, 6H, Ar-H); >’C NMR (DMSO-dy)
5: 166.9, 154.5, 140.6, 139.2, 139.2, 131.1, 122.7, 119.0, 116.9, 116.7, 113.8,
113.5, 103.8, 91.0, 60.2, 56.0, 21.2; IR (KBr) v: 3001,1664,1583, 1006 cm™';
Anal. calcd for C9H;sFN,Os5: C 60.96, H 5.12, N 7.48; found C 61.09, H 5.12,
N 7.46.

SEHE =, 3-8 E-2-(4- R EIE)-5-3, 4, S-S HEELEH)-1, 3, 4-1E
“MRER (LEVIHEEH

(1) 4-BAFE-34,5-ZHEAELXFEEN S K
WMEHF — (1) FIEMEHEER, U8 2-REAFERY 4-RRXHPE, B
B Ak 4- R EE-3,4,5- A ERTEE . LA&E,™F 71.4%, m.p.
179~181 °C; '"H NMR (DMSO-d;) d: 3.769 (s, 3H, OCH;), 3.864 (s, 6H,
20CH;), 7.157~7.791 (m, 6H, Ar-H), 8.461 (s, 1H, N=CH), 11.247 (s, 1H,
NH); *C NMR (DMSO-ds) 6: 165.7, 163.2, 154.1, 147.1, 132.1, 130.1, 130.0,
129.5, 116.5, 116.3, 105.9, 60.5, 56.4; IR (KBr) v: 3200, 3010, 1643, 1546,

11
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1128 c¢cm™'; Anal. caled for C,;H;;FN;O4: C 61.44, H 5.16, N 8.43; found C
61.21, H 5.03, N 8.33.

(2) 3-Z W E2-(4-FFEH)-5-3, 4, S-=HEEFKE)-1, 3, 4-IE MM
A
WL — (2) HFiEMEFER, {3 3-LBE-2-4-mFEH)-5-3, 4, 5-
SHEEERE)-1,3, 4B GEEK, =R 67.5%, mp. 134~136 °C; 'H
NMR (DMSO-ds) 8: 2.253 (s, 3H, CH3), 3.709 (s, 3H, OCH3), 3.810 (s, 6H,
20CH,), 7.052 (s, 1H, CH), 7.173~7.541 (m, 6H, Ar-H); *C NMR (DMSO-dj)
5: 166.7, 154.5, 153.2, 140.6, 133.0, 129.1, 129.0, 119.0, 115.9, 115.6, 103.8,
91.3, 60.2, 56.0, 21.2; IR (KBr) v: 3064, 1660, 1585, 1004 cm™'; Anal. calcd
for C;oH,sFN,Os: C 60.96, H 5.12, N 7.48; found C 60.82, H 5.14, N 7.45.

SEHEGI Y\ 3- Z B2 -2-(2- = E K E)-5-(3, 4, s-= HEAHEFH)-1, 3,
4IE WA (WEYMHRS R D

(1) 2-ZHFHEEHEE-34,5-ZHEAEEFBREENE KR
WSEHH — (1) HEMEFER, U 2-REAFB#RAY 2-=FRFEEH
B, B hEE - ERFEEFRE-3,45-SFAEFFBE: LERME
2 81.3%, m.p. 214~216 °C; 'H NMR (DMSO-ds) d: 3.777 (s, 3H, OCH,),
3.867 (s, 6H, 20CH;), 7.331~8.319 (m, 6H, Ar-H), 8.777 (s, 1H, N=CH),
11.547 (s, 1H, NH); *C NMR (DMSO-dy) 6: 154.2, 143.3, 133.5, 133.3, 130.6,
129.2, 128.5, 128.2, 127.9, 126.6, 126.5, 123.9, 106.1, 60.5, 56.5; IR (KBr) v:
3180, 3040, 1647, 1548, 1124 cm’'; Anal. caled for CgH;7F3N,0,: C 56.55, H
4.48, N 7.33; found C 56.52, H 4.22, N 7.30.

(2) 3-Z W E2-Q-ZF B EFRE)-5-(3, 4, S-=HEEFE)-1, 3, 4-18
iy . RS 5
ML — (2) HiEM&HEER, 53 3-LB&E-2-Q- =/ FEEXE)-5-3,
4,5-= REFERK)-1,3, 4-88 — . g AFEK, P~ % 66.5%, m.p. 226~227 °C;
'H NMR (DMSO-ds) 6: 2.317 (s, 3H, CHj3), 3.762 (s, 3H, OCH3), 3.845 (s, 6H,
20CHj3), 7.107 (s, 1H, CH), 7.402~7.874 (m, 6H, Ar-H); °C NMR (DMSO-dy)
9: 167.7, 155.4, 154.5, 135.7, 134.0, 131.1, 128.5, 127.2, 127.1, 126.4, 126.2,
104.9, 89.6, 60.6, 56.4, 21.2; IR (KBr) v: 3010, 1662, 1583, 983 cm™'; Anal.
caled for CyHoF3N,05: C 56.60, H 4.51, N 6.60; found C 56.43, H 4.30, N
6.51.

SCH ) L 3- L BEFE-2-3- = FOFH F R IE)-5-(3, 4, S-= A FEER )1, 3,
4TE AR (LA H T e

12
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(1) 3-=Z=RFEFFRE-3,4,5-ZHEAEZE P B E K
WsEHEG — (1) FEMEHEETER, NE 2-REFEHRAY 3-=FFEXH
B, BEPEAE-ZRAFERFE3AS-ZFEAEFRERE:. LEaRE >
# 63.0%, m.p. 190~191 °C; 'H NMR (DMSO-d,) &: 3.772 (s, 3H, OCH,),
3.868 (s, 6H, 20CH;), 7.336~8.049 (m, 6H, Ar-H), 8.572 (s, 1H, N=CH),
11.447 (s, 1H, NH); *C NMR(DMSO-d;) d: 154.1, 146.5, 136.8, 131.5, 131.1,
130.5, 129.3, 127.0, 126.3, 124.1, 106.0, 60.5, 56.0; IR (KBr) v: 3180, 3010,
1647, 1558, 1124 cm’'; Anal. calcd for CisH7F3N,04: C 56.55, H 4.48, N 7.33;
found C 56.51, H 4.24, N 7.23.

(2) 3-Z B -2-3-Z R A HFKK)-5-3, 4, S-S HEAHEFEH)-1, 3, 4-18
30 R g 5
WL — (2) FIEMEHFER, B3 3-LBE-2-G-Z/_ HFEEHE)-5-,
4, 5-=FHEERE)-1,3,4- B HEFE K, =F 57.5%, m.p. 119~120 °C;
'H NMR (DMSO-dj) d: 2.269 (s, 3H, CH;), 3.711 (s, 3H, OCHj3), 3.815 (s, 6H,
20CHj3), 7.074 (s, 1H, CH), 7.288~7.859 (m, 6H, Ar-H); *C NMR (DMSO-d;)
5: 167.0, 154.6, 153.2, 140.6, 137.9, 130.7, 130.3, 126.7, 123.6, 118.9, 109.3,
103.8, 91.1, 60.2, 56.1, 21.2; IR (KBr) v: 3001, 1664, 1583, 999 cm™'; Anal.
caled for CyH oF3N; Os: C 56.60, H 4.51, N 6.60; found C 56.87, H 4.38, N
6.64.

LRGN 3-C B R -2-(4- =R PR K E)-5-3, 4, S-=HEEFE )1, 3,
4-TE MR ER (WEDRSH D

(D) 4-ZRFEEFEILAS-ZHEEEFBRENS K
WL Rpl— (1) FEMEMEER, U8 2-FEFBH#RA 4-=FmFREXH
B, BRI PAEA-=RPEREPR345- S REXTRLE.: L6 S&
R 77.9%, m.p. 200~202 °C; '"H NMR (DMSO-ds) d: 3.776 (s, 3H, OCHj),
3.872 (s, 6H, 20CH;), 7.320~7.945 (m, 6H, Ar-H), 8.549 (s, 1H, N=CH),
11.447 (s, 1H, NH); °C NMR (DMSO-d;) d: 162.4, 154.2, 146.5, 139.5, 131.6,
131.2, 129.3, 129.3, 128.4, 126.4, 126.4, 126.3, 123.7, 106.1, 60.5, 56.5; IR
(KBr) v: 3221, 3010, 1649, 1543, 1120 cm™'; Anal. calcd for CisH7F3N,04: C
56.55, H 4.48, N 7.33; found C 56.41, H 4.29, N 7.27.

(2) 3-ZBFE-2-(4-=ZF R EE K F)-5-(3, 4, S-= AL FEH)-1, 3, 4-1F
A R
WL — (20 FFiEM&4E M, 73 3-8t 5E-2-4-=F HF 2 EH)-5-(3,
4,5-=WEFERIHE)-1, 3, 4-WE Z . A [E 4K, 7= %K 59.4%, m.p. 120~122 °C;

13
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'H NMR (DMSO-ds) 6: 2.069 (s, 3H, CH3), 3.714 (s, 3H, OCH3), 3.814 (s, 6H,
20CHj3), 7.073 (s, 1H, CH), 7.273~7.829 (m, 6H, Ar-H); >C NMR (DMSO-dj)
8: 166.9, 154.6, 153.2, 140.8, 140.6, 127.7, 125.9, 125.8, 118.9, 103.8, 91.0,
60.2, 56.0, 21.2; IR (KBr) v: 3010, 1660, 1581, 999 cm’'; Anal. calcd for
C,0H9F3N,0s5: C 56.60, H 4.51, N 6.60; found C 56.96, H 4.51, N 6.58.

LR 3-L B -2-(3,4- — R AEE)-5-3, 4, S-=HEEFEH)-, 3, 4-
E_MEAR (WEVHRSH g)

(1) 34-"REFE-345-=FEEXEFEBIEN S K
WL — (1) TIEMEAE R, R 2-AEFEHRN 34-ZHAEXFE,
BEPREE 34— AFHE-3,4,5-ZHEA XX B : TERBIE,”F67.0%,
m.p. 193~194 °C; '"H NMR (DMSO-dj) 6: 3.538 (s, 3H, OCHj3), 3.895 (s, 6H,
20CH3), 7.191~7.795 (m, 5H, Ar-H), 8.229 (s, 1H, N=CH), 10.955 (s, 1H,
NH); °C NMR (DMSO-dy) 6: 164.4, 152.8, 146.2, 141.1, 134.0, 133.8, 130.4,
128.9, 127.4, 126.2, 104.9, 60.7, 56.0; IR (KBr) v: 3170, 3003, 1651, 1566,
1121 cm’l; Anal. calcd for C;7H6CI;N,0,4: C 53.28, H 4.21, N 7.31; found C
53.55, H 4.23, N 7.37.

(2) 3-ZBiH-2-3,4-ZFHEHE)-5-(3, 4, S-=HEE K K)-1, 3, 4-E —
P ) & A
WL HEE — (2) TTIEMFHER, B3 3-LBEE-2-3,4-ZH K H)-5-(3, 4,
S-=HEEFREE)-1, 3, 4-TE - HEEE, P2 58.8%, m.p. 157~159 °C;
'H NMR (CDCl;-d;) 8: 2.372 (s, 3H, CH3), 3.911 (s, 3H, OCH3), 3.919 (s, 6H,
20CH3), 6.998 (s, 1H, CH), 7.098~7.566 (m, 5H, Ar-H); >C NMR (DMSO-d;)
J: 168.0, 155.6, 153.5, 141.3, 136.5, 134.3, 133.2, 130.9, 128.7, 126.1, 119.1,
104.2, 91.1, 61.1, 56.4, 21.5; IR (KBr) v: 3080, 1660, 1587, 997 cm™'; Anal.
caled for C;oH,3C1;N,0s: C 53.61, H 4.27, N 6.59; found C 53.57, H 4.20, N
6.58.

SR\ 3-LBEHE-2-(2,5- R EFE)-5-(3, 4, 5-= FHEEXE)-1,
3, 4-BE M A (S EPIERS N h)

(1) 25-“HEARKFB3A4S-ZFREEPFBRIENE K
WL — (1) FIEMEHE R, A 2-RA P BN 2,5- —HEEXH
BE, BEIFEA 2,5- ZHEAERHFEE-3,4,5-ZFREFXHTEIE. KO HE
&,77 % 63.2%, m.p. 216~218 °C; 'H NMR (DMSO-dy) 8: 3.734 (s, 3H, OCH3),
3.768 (s, 3H, OCH;), 3.829 (s, 3H, OCH;), 3.871 (s, 6H, 20CH;), 7.191
~7.795 (m, 5H, Ar-H), 8.229 (s, 1H, N=CH), 11.773 (s, 1H, NH); C NMR

14
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(DMSO-ds) d: 162.8, 153.7, 153.2, 152.8, 143.4, 140.9, 128.7, 123.3, 118.2,
113.8, 109.7, 105.6, 60.6, 56.6, 56.5; IR (KBr) v: 3170, 3003, 1651, 1566,
1126 cm™'; Anal. calced for Ci9H2,N,04: C 60.95, H 5.92, N, 7.48; found C
60.96, H 5.90, N 7.60.

(2) 3-LBEE-2-2,5- ZHEEFRE)-5-3, 4, 5S-=HAHE K E)-, 3, 4-
WEE — W ) A
WS —(2) LR FH AR, 782 3-ZBi-2-2,5- — HEE K E)-5-3,
4, 5- = FHEFERXE)-1, 3, 4-E . R EBEE, % 60.0%, m.p.-151~153
°C; '"H NMR (DMSO-ds) d: 2.383 (s, 3H, CH;), 3.734 (s, 3H, OCHs), 3.768 (s,
3H, OCHj3), 3.829 (s, 3H, OCHj3), 3.871 (s, 6H, 20CH,), 6.863 ~ 7.324 (m, 6H,
CH and Ar-H); "C NMR (DMSO-d) 6:167.4, 155.7, 153.7, 153.3, 152.0,
140.9, 140.2, 125.0, 120.0, 115.8, 113.9, 113.4, 112.9, 89.1, 61.0, 56.6, 56.3,
55.8, 21.5; IR (KBr) v: 3020, 1662, 1583, 979 cm’'; Anal. calcd for
C,H,4N,05: C 60.57, H5.81, N 6.73; found C 60.48, H 5.74, N 6.67.

LHEEI L 3- L EE-2-(3,4- R A E)-5-(3, 4, S-=HEHEEKE)-1, 3, 4-
&R (LEDRSH D

(1) 34- " FEHFB34-ZFEEFEFBRIEN S K
WSEREl— (1) FIEMFHEE K, U 2-REHERA 34-“mEFE,
BEPAE 34-"REFE345-—HEAEXFBE: REAEK, =R
85.6%, m.p. 172~174 °C; '"H NMR (DMSO0-d;) 8: 3.819 (s, 3H, OCH;), 3.876
(s, 6H, 20CHs;), 7.025~7.407 (m, 5H, Ar-H), 8.343 (s, 1H, N=CH), 11.012 (s,
1H, NH); >C NMR (DMSO-d;) 8: 164.7, 141.5, 130.9, 127.4, 124.2, 117.4,
117.2, 115.3, 115.1, 105.1, 60.8, 56.0; IR (KBr) v: 3207, 3020, 1643, 1554,
1128 c¢cm™'; Anal. calcd for C7H;¢F,N,0,: C 58.28, H 4.60, N, 8.00; found C
58.26, H 4.41, N, 8.06.

(2) 3-Z B E-2-3,4- ZHFEHE)-5-3, 4, 5-=FHHAEFER)-1, 3, 4-E =
e () A
WSEHER— (2) FIEMFZFH S, 53 3-L8E-2-3.4-ZFFH)-5-(3, 4,
5-= L EIL)-1, 3, 4-08 M FEE 1K, 5% 68.0%, m.p. 151~153 °C;'H
NMR (DMSO-ds) d: 2.368 (s, 3H, CH,), 3.848 (s, 3H, OCHj,), 3.917 (s, 6H,
20CH;), 7.014 (s, 1H, CH), 7.064 ~ 7.266 (m, 5H, Ar-H); >C NMR (DMSO-d;)
5: 168.0, 155.6, 153.5, 153.2, 141.6, 133.4, 123.2, 119.2, 117.8, 117.7, 116.0,
115.9, 104.6, 104.2, 91.1, 61.1, 56.4, 21.5; IR (KBr) v: 3045, 1660, 1587, 993
cm’'; Anal. caled for CjoH;sF,N,0s: C 58.16, H 4.62, N 7.14; found C 58.33, H
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4.71,N 7.07.
EHF+ . 3-Z B %E-2-2,3- T H A EFRE)-5-3, 4, S- = FHREFKE)-1,
3, 4-BE AR (MEWHRTAH )

(1) 23-“HEEEXFBEIA-ZREEEPEEN S
WSEHEE— (1) FiEMEGEER, T 2-FEFBHR N 2,3-“HHEEEH
B, B FEE 23-“HARXKFRE345-ZHEAEXTE: £6&E,
F=# 80.1%, m.p. 204~207 °C; 'H NMR (DMSO-d;) 6: 3.818 (s, 3H, OCHj),
3.849 (s, 6H, 20CH;), 3.878 (s, 6H, 20CH;), 6.882~7.670 (m, 5H, Ar-H),
8.574 (s, 1H, N=CH), 11.012 (s, 1H, NH); °C NMR (DMSO-d;) d: 164.2,
152.8, 152.3, 148.2, 144.4, 140.8, 127.9, 127.4, 124.4, 118.1, 113.8, 104.8,
61.4, 60.7, 56.0, 55.5; IR (KBr) v: 3180, 1645, 1571, 1126 cm™'; Anal. calcd
for C;oH,,N,06: C 60.95, H 5.92, N, 7.48; found C 60.95, H 5.74, N 7.57.

(2) 3-ZBE-2-Q23-Z“ HEEFE)-5-, 4, S-=HFHEXRKK)-1, 3, 4-
MEE — 1A R A B
WML HEH — (2) FIEREHGE /L, B2 3-8t %E-2-Q2,3-Z HEXE K E)-5-3,
4, 5-= FHEFERE)-1, 3,48 M REBHEE, ™% 60.0%, m.p. 154~156
°C;1H NMR (DMSO-ds) 8: 2.376 (s, 3H, CHy), 3.450 (s, 3H, OCHa), 3.772 (s,
3H, OCH;), 3.813 (s, 3H, OCH3), 3.849 (s, 6H, 20CH3), 6.930 ~ 7.291 (m, 6H,
CH and Ar-H); "C NMR (DMSO-ds) 6: 167.3, 155.8, 153.3, 152.9, 147.7,
129.9, 124.4, 120.0, 119.4, 114.1, 104.6, 104.1, 89.4, 61.6, 56.3, 55.9, 21.5; IR
(KBr) v: 3045, 1662, 1579, 983 cm’'; Anal. calcd for C21H24N,0O4: C 60.57, H
5.81, N 6.73; found C 60.55, H 5.98, N 6.74.

SEHEE +— . 3-Z i EE-2-(4-RH-3-TH E K E)-5-(3, 4, S- = HEAEFEKE)-1,
3,4 AR (EVHS N K

(1) 4&-F-3-THEXEFE-345-ZHEEEHFBRERE K
WSEHE — (1) FIERMZFER, R 2-AERBER N 4-F-3-THEXH
B, BRIk 4- -3 EFEFE-34,5- = HEAE X PEUE . B EOEE,
P2 81.3%, m.p. 214~216 °C; 'H NMR (DMSO-dy) d: 3.818(s, 3H, OCHj;),
3.849 (s, 6H, 20CH;), 6.882~7.670 (m, SH, Ar-H), 8.574 (s, 1H, N=CH),
11.012 (s,1H, NH); >C NMR (DMSO-d;) d: 164.5, 152.9, 147.9, 144.4, 140.8,
131.3, 132.1, 130.9, 127.8, 127.4, 124.2, 105.0, 60.7, 56.0; IR (KBr) v: 3180,
1645), 1571, 1126 cm™'; Anal. caled for C,;H;4CIN;O4: C 51.85, H 4.10, N
10.67; found C 51.96, H 4.23, N 10.70.

(2) 3-ZWEH-2-(4-F -3-THH K FE)-5-(3, 4, S-=HEAEKE)-, 3, 4-
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W& — MR A R
WSEHEE] — (20 TTIEMEFAEE R, 153 3-Z B -2-(4-F-3- T 5)-5-(3,
4,5-=HEFEERE)-1,3, 4- B M. RFAMEE, F 57.4%, m.p. 176~177
°C; '"H NMR (DMSO-dy) 8: 2.378 (s, 3H, CH3), 3.917 (s, 3H, OCH3), 3.925 (s,
6H, 20CH3), 7.079 (s, 1H, CH), 7.101~7.996 (m, 5H, Ar-H); '*C NMR
(DMSO-ds) d: 168.3, 155.6, 153.4, 148.1, 141.5, 136.8, 132.5, 131.5, 128.6,
124.0, 118.8, 104.2, 90.4, 61.1, 56.4, 21.5; IR (KBr) v: 3140, 1656, 1587, 997
cm’™'; Anal. caled for C oH;sCIN;0,: C 52.36, H 4.16, N 9.64; found C 52.35,
H4.11, N 9.92.

SLHE+ . 3-2 B E-2-3,5-Z | AFH)-5-(3, 4, S- = AR FEH)-1, 3,
4-FE AR (WEBEwS D

(1) 3,5-ZF A EE-3,4,5-= FEIE K FBZ A B
WLHEE — (1) TFEMEHER, U8 2-F R FE# oy 3,5- & H B,
BRFEE 3,5- A KFBI3A4S-“HEEEXEFTEIE: LEGE, PR
94.7%, m.p. 224~226 °C; 'H NMR (DMSO-dj) d: 3.898 (s, 3H, OCH;) 3.919 (s,
6H, 20CH;), 7.091~7.600 (m, 5H, Ar-H), 8.374 (s, 1H, N=CH), 11.512 (s, 1H,
NH); °C NMR (DMSO-d) 6: 163.3, 153.2, 145.0, 141.1, 138.5, 135.1, 129.6,
128.5, 125.8, 105.7, 60.6, 56.6; IR (KBr) v: 3172, 3007, 1649, 1583, 1128 cm’";
Anal. calcd for C;;H,;¢C1,N,04: C 53.28, H 4.21, N 7.31; found C 53.20, H
4.51, N 7.34.

(2) 3-ZBEE-2-3,5-Z R EFH)-5-3, 4, S-=HEA K HEH)-1, 3, 4-1E—
Mt () B R
WL — (2) TTIEMFHER, B3 3-LB2-2-3,5- Z & K #)-5-3, 4,
S-ZHEEXRE)-, 3, 4-E M LK, FFE 70.5%, m.p. 169~170 °C;
'H NMR (DMSO-dy) 6: 2.384 (s, 3H, CH3), 3.913 (s, 3H, OCHj;), 3.923 (s, 6H,
20CH3), 6.979 (s, 1H, CH), 7.102 ~ 7.385 (m, 5H, Ar-H); 'C NMR
(DMSO-dy) d: 168.1, 155.6, 153.5, 141.3, 139.5, 135.6, 130.1, 125.3, 119.0,
104.2, 90.9, 61.1, 56.3, 21.5; IR (KBr) v: 3078, 1664, 1585, 1010 cm™"; Anal.
caled for C9H3CI1;N,0s: C 53.66, H 4.27, N 6.59; found C 53.59, H 4.17, N
6.53.

LG+ = 3-LBEE-2-2,4-Z HEEERE)-S-G, 4, S-EHEAKRE
3)-1,3, 4B M5 (EVRS A m)

(1) 2,4-—HEFERFEE-3,45-Z FEEEFEHERE A K
WL — (1 TTIEMEEE R, U8 2-FoRF B N 2,4- —HEEEH

17
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B, BEPEE 24-—_HEAEXFEIIS-ZHAELXTELE: RE6AHE
fk, 752 70.0%, m.p. 206~208 °C; 'H NMR (DMSO-dy) &: 3.840 (s, 3H,
OCHj3), 3.888 (s, 6H, 20CH3), 3.917 (s, 6H, 20CH3), 6.418~7.270 (m, SH,
Ar-H), 8.039 (s, 1H, N=CH), 11.561 (s, 1H, NH); *C NMR (DMSO-d) §:
163.0, 159.6, 153.1, 143.6, 140.7, 128.9, 127.2, 115.5, 106.9, 105.5, 98.7, 60.6,
56.5, 56.2, 55.9; IR (KBr) v: 3176, 3001, 1643, 1583, 1128 cm™'; Anal. calcd
for C19H2,N,06: C 60.95, H 5.92, N, 7.48; found C 61.07, H 6.06, N 7.55.
(2) 3-ZBEE-2-24- " HEEXKKE)-5-3, 4, 5-=HEEFEE)-1, 3, 4-

M8 — I A K
WG — (2D T IEMEHE R, 53 3-Z B H-2-(2,4- — HE FE EH)-5-(3,
4,5-=ZRHEEFE)-1, 3, 4-E — M g AEE 4K, 7K 72.0%, m.p. 172~175 °C;
1H NMR (DMSO-dg) d: 2.369 (s, 3H, CH3), 3.728 (s, 3H, OCH;), 3.827 (s,
3H, OCHjy), 3.866 (s, 9H, 30CHj3), 6.448 ~ 7.276 (m, 6H, CH and Ar-H); '*C
NMR (DMSO-dy) d: 167.3, 162.4, 159.0, 155.7, 153.3, 130.8, 129.2, 120.2,
116.7, 105.7, 104.6, 104.1, 90.0, 89.6, 61.0, 56.3, 55.8, 21.6; IR (KBr) v: 3060,
1660, 1585, 979 cm™'; Anal. calcd for C;HpN,0;: C 60.57, H 5.81, N 6.73;
found C 60.60, H 5.81, N 6.71.

LR+ DY 3-Z B k-2-(2,6- — A K)-5-(3, 4, S-=HEAKEEH)-1, 3,
4TE MR AR (LEWHSH n)

(1) 2,6- @A EHE345-EHEAEFFEBIEM SR
WEHE — (1) FEMFHER, U8 2-FARFBEA 2,6- —H E FEE,
BRI FEE 2,6-—HEFB-34,5-=FEEEXEHENE: LEHRIK, /&%
80.0%, m.p. 232~234 °C; 'H NMR (DMSO-d;) 8: 3.902 (s, 3H, OCH;), 3.933
(s, 6H, 20CH3), 7.261~7.437 (m, 5H, Ar-H), 8.474 (s, 1H, N=CH), 11.583 (s,
1H, NH); °C NMR (DMSO-dy) d: 163.5, 152.7, 147.9, 143.4, 142.8, 134.7,
130.1, 128.3, 128.2, 127.5, 127.2, 104.9, 60.4, 55.8; IR (KBr) v: 3194, 3068,
1651, 1544, 1126 cm™'; Anal. calcd for Ci,H;C1,N,O4: C 53.28, H 4.21, N
7.31; found C 53.33, H4.42, N 7.27.

(2) 3-ZW%E-2-(2,6- Z A K H)-5-(3, 4, S-=HERL K K)-1, 3, 4-1E —
Mt ) B K,
WML — (2) FTIEMEAE R, 83 3- 4B 5-2-(2,6- ~F F H)-5-(3, 4,
S-=HEEFEE)-L, 3, 4-08 e g AR E, 7% 78.3%, m.p. 211-213 °C; 'H
NMR (DMSO-dy) d: 2.384 (s, 3H, CH3), 3.906 (s, 3H, OCH;), 3.912 (s, 6H,
20CH;), 7.104 (s, 1H, CH), 7.251 ~ 7.691 (m, 5H, Ar-H); '*C NMR
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(DMSO-ds) 6: 167.4, 155.3, 153.4, 141.0, 136.1, 131.2, 129.5, 119.5, 104.1,
89.4, 61.0, 56.3, 21.3; IR (KBr) v: 3078, 1656, 1583, 997 cm™'; Anal. calcd for
CsH,5C1,N,0s. C 53.66, H 4.27, N 6.59; found C 53.53, H 4.21, N 6.48.

S+ 3-ZLBEFE-2-(3,4,5-ZHEAREER)-5-3, 4, 5-=HEAHEZRE
3)-1,3,4-FE MK (LEDHSH o)

(1) 345-=HFEERFRE-34,5-=HEAEEFEEN SR
MLHEE— (1) FEMZMHER, B 2-RERBHRN 3,4,5-ZRERRE
RS, BRI 345-ZHAEFFE-345-—FEAERXFER.: A6GE
&, P2 80.0%, m.p. 240~242 °C; 'H NMR (DMSO-ds) 6: 3.717 (s, 3H,
OCHs), 3.734 (s, 3H, OCH;), 3.847 (s, 6H, OCHj3), 3.869 (s, 6H, 20CH;),
7.261~7.437 (m, 4H, Ar-H), 8.474 (s, 1H, N=CH), 11.745 (s, 1H, NH); "*C
NMR (DMSO-dy) : 163.1, 153.7, 153.2, 148.4, 140.9, 139.7, 130.3, 128.9,
105.6, 104.8, 60.6, 56.5, 56.4; IR (KBr) v: 3200, 1641, 1577, 1122 cm™'; Anal.
caled for CyoH24N,05: C 59.40, H 5.98, N 6.93; found C 59.30, H 6.02, N 6.92.

(2) 3-ZBFE-2-(3,4,5- = A EEE)-5-3, 4, S-=HEEKK)-1, 3,
4T — PRI A

WSLHE — (2) FiEMZMHER, BE 3-2BtH-2-3,4,5- = FHEXE
¥)-5-3, 4, S-ZHEAREEKE)-1, 3, 4-REZM: BEEE, 75F 67.3%, m.p.
124~126 °C; 'H NMR (DMSO-ds) d: 2.398 (s, 3H, CH3), 3.717 (s, 3H, OCHj),
3.734 (s, 3H, OCHj), 3.847 (s, 6H, 20CH;), 3.869 (s, 6H, 20CH,),
6.707~7.136 (m, 5H, CH and Ar-H); °C NMR (DMSO-ds) &: 168.0, 155.6,
153.6, 153.4, 141.1, 139.3, 131.8, 119.5, 106.7, 104.4, 103.7, 92.7, 61.0, 60.8,
56.3, 56.2, 21.6; IR (KBr) v: 3050, 1670, 1597, 1001 cm™'; Anal. calcd for
C,,H,6N,08: C 59.19, H 5.87, N 6.27; found C 59.49, H 5.79, N 6.14.

SLHEF 75 MTT I ' 4L -&4 1 5805 R % 40 &R PC3 @i 72 /)
F 188 B P 90 361 S 56

MTT R K 5%

¥ PC3 A s T 96 fFLAN B3 =R $, B4l 2200 N4, 7E 37 C,
5% CO,, MAMBE M & F F 1557 24 h, MA S A FE FHI 1640 HE32 K (200
uL/fL), WA AN BAEEE, 4 4 NFAT, S8 F 72 h, MAS
mg/mL MTT 20 pL 557 4 h, TEEHR{X LI E ODsyo{l, H/5 LA BT
HUES T EME R,

R4 R

2R, ED VEEAFIKRE Sug/mL KX PC3 40 412 4 93.9%,
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KM BT PUEEE.

LR +-B. MTT 0 € 4549 m 5675 AR 5% 40 Bk PC3 Sl 72 /)
B 384 B (%) 410 1] 55 5

R 7k R SE M N

R LR

2R, L&Y m R FIKE Spg/mL X PC3 4 P& X 92.0%,
RN B4 B B T

SEHEF+ /N, MTT EBlE &Y n 5T EIE AR BGC823 4 72 /b
i 385 5 ) 490 1) 55 6

R v R LB 5.

REGER

ZWiK, WEY n EHAFIKE Spg/mL B3 BGC823 ZIMilEI & 4
45.8%KILH — B PR E .

SEHF+ L. MTT ENEL S a B 4R 2-F K HEE-3,4,5-= &
HEEEBIENT AT 5 IR MR PC3 41, FLARJE M MUk Beap37 . HB
5 40 B AR BGC823 40 A 72 /A 4 58 B 0 46 S 56

R K 75 V5 7] SE M+ 7S

RELER

ZWR, WEY a WP AEME 2-AEXF B34 5-ZHEAEXFBREES
FIWK B 1pg/mL B Xt PC3.Bcap37.BGC823 4 Al 3 1 2 B 4 70.6%+51.6%
1 58.9%, RIMHEBIFHIPUEFE.

EHF 4. MTT W EY ¢ KK 4-FEFEE-3,4,5-=HE
FEEFBRE AT A5 IRE 40 B bk PC3 418, FLARIZ AU kK Beap37 4. B
40 B bk BGC823 4 Al 72 /)N i 1 58 1) 41 461 52 56

R 7 ¥ [F) SE 7S .

R SR

WK, EW c Bhlak 4-FAEFE-3,4,5- = FHEEXHFBRIFAEY
FIWR JE 1ug/mL B Xt PC3 . Bcap37.BGC823 40 A 1 4 & 4 5k 76.0%-50.9%
A 50.2%, RIHBHFHIUEEE.

LHEH —+— MTT LM EN S £ 10 B 4K 4-= 5 5 262K FH E-3,4,5-
= RS L K PP R R 6 RO A IR 4E A Bk PC3 40 M. FLAR R 40 B AR Bcap37 41
M. BN AR BGC823 40 72 /NI 38 FE (¥ #0152 56

R I8 7 v [F) SE S
ZMR, EW f WP 4- =R FRERFRE-3,4,5-= FE LK FEE
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BEEAFIRE 1ug/mL KXt PC3. Beap37. BGC823 40l il % 73 5 A4
59.9%. 47.4%F 61.8%, FRILHBIFBITEEME.

S —+=. MTT EELEY j WPRE 23-Z“HEAEXFE
-3,4,5-= FP & B 2 FF L R 0 A 1) BR A 40 B Bk PC3 40 B 72 /)N B 3 E B 0 I SE
A

R H5 v R L HEB 75 .

R4 R

ZR, EW jPIEE 2,3- R EERFE-34,5-=FEEXH B
BREEZ R E 1ug/mL Bt PC3 A MIMIHI R A 53.2%, RIMLHBHHIHUE

ARELHEFEURBEAERPRIER TR, BELEFHNEFAER
Fit.
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