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4R ERAGTREAM . ik, FRAARIRL, HFEMEL
SH 0—2 R T;

R” # R” THEZELEH R N 4—8 BF, XD H &K 14b
Mo, £+ XHE, R, R, R AR GREXF 1) —4) Ak, R°A
CO—C—REAFEL, C—GCGRABEL, &G HELELC—
Co— oM ABE, &G EHEL, C—C—REEL, G—C—
BERHEL, —— (C—Co—32) BHEL, wedr—1—%&, BHMK
2—. vk TR, kA, —4—THRE1—RAHEL, Edikd
THRARRK: AR R B A RE RE RE RE C—
Co—BLi ik, RPBLAA, FRA, XAX, G CG—RAK, C—
Co—he X, —— (C—Co—¥) Jehk, CG—C—aAL, C—Ci—
EABA, Romk, AR, AKX, BA, A7BL;

AEABNESSANEABIHR ARG THIAR,

FEER, FA GRL), it 2FAEL. FRBL,
REBREL, FREBL. PR BLA. ITRBREL A2RAE
. (A BA, AREEA AFPENREATAH 13408
BT,



FRABAE AKX XV LA dha B X XVILShZ R 3475

Rz

‘ X
N
/ i Xvili
R
: R3
N

Nu - H (XVIHIY,

A+ R.R,R R #HEX4 1) —4) FTR, nFF0,1,2K3,
XHE, URBEEA,; Nuy C—C—rEA, C&—C—RMERA,

Cor—Co— e Ak, C—Co—lAL. &—C—MRE, C—C—I
peik, —— (C—Co—¥%) &, G—C—i Mgk fo —— (CG—Co—
W) Bk, Hkibikde FAMBAR. A, &, B BE CG—C—%
A, CO—C—REBER, —— (C—C—) X, O—Ci— Ak,
e tp—1—ak . DAL —, e T A TkRA, K4 TFTHEK



g—1—, Fkkik O—Ci—K ., G—C—# M &, C—C—Bti,
AL AR BEAERE, AFABESSANS A4 R RARY
(R*ZXBFD THIEM: FHEE, FAL, FRE FRAX F
ek, Fmae, RFRA, AFAE, A RFRAL.
ReFre k. REREA, APEMRATES 3NERT,

LRk ATk B T At AT

AN PRALZENMETGHELLA, S f. BB, RABY
A, BATASRSEAKRE, RELAROBAL.

BAET THHERN PR ETHAFERLTRIZT X,
BB PE, LCBR1—TH, BEwmixhi 8 T8,
JE T MAME 4o N, N—Z 7 £ PBEAE, N—F shotef 3288,
B, BIER, PRI, JXRENGRSD., LT LAY
AR 4o F R = ORI G AT HRGKE R AN & 4+ 3
T q

EERRGALNTEREYERGBRAES, BAPARE A
B AR L e B EBE REBRAL, EBEY, KRB AERELH,
e B0y B R L B AR R BT RALALN, BT
R AT, ANELTEEA Rk, B4 B
Bt 5 Gt B A, o SR BALE; A B 4G Rl 44 BAL4T,
KA WG = U 3 i,

A SHAT Ak, Flioiitéy, RE—RESEA



=10~160C Rl ¥: 47, LixAER TR,

XEREEEHFRMRAL, Fllek— A JE&X,
RRARAEXT R T 1—2 8 () 44—t ARTAN
i, BRE B ATERIATRERGET A CBARFTE
P,

AATATR G B) LA, & TR RANLER 2, 44— (4—
PEEL) —1, 3——R—2, 4—— BT —2, 4——5ALp
(FHEAR), = (=27 E4) Alkth, L (ZETH) A, R
(ZX8) Hutdh, W (ZFPETERL) AR AL,

REETTAAENERNIERRSHT, TERIABHBAT., £
FAERRAWGHETIRAT, ETRALKSFG TR, EHH
BEREZAALH, PR, ZF K, whez, 1, 2— &Lk, AAR
R A — BRI, BALR B A G A Z G LA AT
A7,

RIS H AR CHERE LN, Bliott &4 F X HE ,R'—R
PAH-NRSNORBEN, ERALAEZH, BEAEN Tk
Ri& S a9k KR, FloofBEdit, B FHAARY L L RITE L
X

LRGCRET, RREZEELGBELLRA, HEHE. %,
W, RBRGELRA, BARTARBRE AL ARGBEAR,

BRAEFEHE X ARRGAE,



D) TR GTALR B AETGERN TR, wPH, CHIN,
N—=F X PBLIES N—F Rd e B, A B ERA L THAT, &0
GARABGIR L BGREBRE I—HBRAR . LEBH. KR
IR TN VY SIERERY TF§ R L AR
W, B UBMARTERSY, ARELDLTRAES RH
f4e, BRA B E R LA LG EY, A ILBREANLS, RAMN
Bie Z U Rvet, BEHFELTREANEN, RAAMRAMER AT
B, ZRCB., ABAMBE, REMLET 20—120C3 47, LAHKR
TER T4

@AV LA, AP R—R AY $41) —5) AR, 4
&R B XA VILSd (R, R A R® 458 54w 1) ~4) Frik) £ X VI
&4 69 ALAE R T 2149,

NH
1
R n@ VI
H
5
/%‘RS Vil
Z



AVI¥ R}, R, Y &2 4w 1) ~5) PTR, Zo A) PHIEX. %
HALE R B &7 ik A P,
AiEE AL TR R AFTRL, £ ARE X165 = HE%H,
B ViLddh, AP RUR—R AYHR L= 1) ~5) Tk,
R*AH, T AVIEL&balE, £+ R, RP—R* A Y §2 X do
1) ~5) iR, ZRBOCITERMRTERARERHERLY,

NO,
Rl Co-Y (VIlL)
n
s
N

| R4
RS

RERFENT, PlopbBf b TALERLE, P %2R
BB, £ REXT A 5%H,



EAE R R R BRI 7 ik R AT (Fle & ) “H A4 % 7 k7 (Houben
—Weyl), E. Muller (4#), G. Thieme H e it, AfE wf, 1957, &
X1/1, 360~490 J1), #lde A B+ 49 E AL, LB F 49 TiCls, K,
WAL B AR AT, ARG B EIRE TR AL R R*—R® 65405
RN, Fliot A4 AZRAF Nk, URERGTRELE,

TR &7kt AER RAAGE VIR R LR Loy, K
TRERBE LR CIT RS R,

AMa) N—Ap—m R R AR A B ir44d, AF R, RR~RP 4%
X4 1) ~4) FriR, Y A OR", R" ALK, C—Co—lx ik, LR
Sof B FRARG KR, FEAR O TR, AldoTH X X HA—H R
A I & A

NO,
1
R, I X
W

AP R E X 1) ~4) Frk, WHE., £, £58, BAE X X
Ak m 3 s iR,



A ¥ R, R, R R #9RX X4v 1) ~5) Frik., RETAAMEA
PLifi By s, (Hilfsbase) & AT 34T, desBRsAAR—47, AWM=
Uk, mREMHER, BAEAO~150C, KA TEARE T, &
HAE R R T R EE, Flem A TR, FHE
do PR, X, BEWLE, FABAC_HETR, FRTHHR
MR R lde N, N— = F & PBuSE, N— 7 Awbed i@ 1, 3—=F
£2—wg—2 (IH) kw8,

AVIEG Y AR a) N—A— A R A A AR, LERHTR LA
WIREFTERBERRLY AC—C—ER, £ AR C—C—B
A, R R ERBGXVIREATE Y,

HAA X GA—ARMEF A B X GELBRAIRD
Fall, TIRK B R F R LAty iR A

LR E) 69 B B R BLEAL ORER) R Tk (A%
Tatde KR Fabde) ik, TEARMLAARSseR AL
T AEAI~S 2, ANLELBEANBWETRANZR, dom LI
HARAMENRN, ANLEIL AL EHAE, i/ LB



SnCl,/HCl, & B8 F A KRB R ¥ AT, BB 4o 7B R 7R,
Rk RO TR, R TR N, N—ZF
EPBIE, FRTEIATR, RIBEHNGRSD, BEH—
20~100C, L& T2 & T#iT,

PR 69 BB P A 0k 69 S AL AL Rlde ——p—@— [ GRF
—I1C, 5C—=%) & (D] / (+) & (=) —4, 5—KXBH—7F
£) —2, 2—=FK1, 3—=HAXR, AFHGEELALALY
do = (N—F AL IABE) ALy, K FMeF LT
3 —ay xuk b,

XXt A EARRES B ARE, LXBEATAELER
AR THAECRTRY, ERAFEAGRRETHRRERL, 2
THT AT E R B Fl e X 69 X XU P R h R o076, X RRELT
AR R FTRY, Pl L AERRP L, $HF LRANE, A
GEE TR N

AR —R* XA 1) ~4) FrR 651 X XUE BRI T Céad ik
&, CREBLERLR fo R2 G L dw 1) ~4) Bk, R® ALK VI
ABEELRIXAD ~) ARG XLo—RASRBRELSHL
s

R3-CO-COOH (X11)



AP R R X4 1) —4) FFR,

RETAWRERNT 0~150CERA THT, ETLHENB
£, PlirCBIAFRE, THIFRBELL 8§ - PR AW H%
o RIEKFHMZE R N, N PR PELIER A,

LRF) REE T ARG TRT, RAFNG, HALRE
8 F SRR R Sl d B RE R PR L2 ZATRAF
i P R T RAMA, Aiad s B R R L AR AR
B AL R ARG R Ar 43 AL R 69 B 5 AR A 4G, 1)
o AL TR CE IR T4,

BEEF A O~S0CTHAT, KB TERTRE,

AVI, XTXRXNVAAHHBRREELEREEHRHTIRE, b
MR EB SRR, AECMESTEAMELR, RAALT
RFRAGHRPREERY, FLRRABTAE, Fletkipfhis,

LRG) REY, AXVHZRZETHH LA, &R, B,
HEgeyEw XA, ARG ARRE, AeddiFRAGBREL.,

EAREGREFEEE TR AR,

TH) THRGAEKET A BN se AL TRAEH
AL, ERAI~SE, SALLLEENMWFERAER, 4o/
MBS, = CHM SRR LML 04,

BT EHEERNEES, oBfEHE, TPTHAFHH, &
R dk AL B P, SRBR_RKTRIALKLE, 2



BA—20~100C, L& TFTEBTHAT. B ALEZAAG, LB
REZRUH, AR H Moo Rk, AX T X VILSHFTEHT
feAk R RAG K F 4 B ARE, WA KT A2 X VIAGF B4, CRT R
HORARR TR B, 128 THAT ALY Lok, #HER
BB R B do BB R AR EENFT ARG F bk, 45702
AR 8 F, R F AL BRAP AR AP

FD ARG R BT T AREERN PR, &GP R F ikt
PRI ZTF R, MEFTH, CHIETH, BEwmH kbR
B =P, ER-THMAEE R4 N, N—ZF K FELIE, N—F
A—2—vitoR 3eBR, UM, AR, P A BRI EEANGREY,
WIAREMALRET, ARABSELANLELFTRZCEYELT
56§ KSR R K,

&6 R o B R A B AR 4 By AR, B A iLéy
AEAARMA, B UBMARTEI, AT EE SR
EZRAIRE, RE B LAL R B AW he LM B ZAE, A&
& & R AL e BALdr, AAANAZChESnw., BT E
—10°~160C 4T, B TERT AL,

B EFTHEA G FBRAR Lo S X Vide XVIF 6L, 2
EAREL, ATHEAERE, VESWHF AR LB ATE
REAR 09 T AR iR dr, wUBE S F A,

VR ML EGied X, A ¥ R, R?, R fo R #9% X 4o



1) ~4) iR, n A0, 1, 2, 3, XAR, UAETHE LRI
Foof., 2. B, ARYGBEARFEAER 2, 2, 2—ZRLAE,
FEARARBRE TAak 6 feidokob £ vk, Kb =k, A
HE&7 kA, X 1LEH R AL, X AL R R, RHR 6§
RX4e 1) ~4) FrR) Hig w ey efsr Ao X 2. AR, =4
Ry, ARPERZACHBERERL KR BREEE I RERA
doif CBLE A M,

VRETAHRER TR, ELGAFELTRAT R &
RO Ek RO B PR, AARREL L TRA KR,

ST VA4 B iE 69, deakA B4 B LA R G F A dde £, E AL
XA BB, RA NI Z U A,

B —f4 e —30~160C# 47, KATERTRE,

T D —4 FRGESHEEABDYGBFENLETARY
AR, ERTETRERER.

5 AA DR 1E Bz 56 B Ao T A

1) AGyiE 5 R & KR89 55T fo Filky

2) HIVI (AL E&IGHE) 693857 f il ; 4o HIVIL 7] 269 5%
A (RER) REECAEGKE4 ARC (5% ERA £ 6 H K
A B LAS G Bk 2 58 ) VAR B A & 3] A2 69 508 08 59 Ao R g
&

~a o

3) &Y AwFily HTLV—I & HTLV— I g3k,



4) &I AT R ERBEERS,

YA S HMEYiE BIEH A

a) Maedivisna (4% fosh )

b) HAFHM R AF (PPV) (FEfLF)

o) FEFABEXAE (BEMLFE)

d) Zwoegerziekte & (H¥F)

e) WalB&Eihs (5

£) #G hhE il RLGER,

8) Fh %S Ak T A AR,

AR W44 AR HIV f2 HIV F1 8% AH7 ARHNAEX.

ARNEFRAHES — AR NGNS Hn sy Hidh,
BHEX AL R B B R, KRR TETRERER, 1
& B HIV |28k,

LR e E AT REERAYG ST B ERL
BTEARAGALR,

ARG HHTRA Tk, BB Geakias) M, 6. &
T A, &M H,

CATT R, AR (R, B, RERD ., 2% BRAK
R BARM, AT ERHNGBNTH L S NF LFH A&
KRB RFE R AR R, BEEMN. LR, HEMN, SN, &%
Fo (B0 B A,



ETHRNELSHHEAFAE O 1—10mg, £i%H 0. 2—8mg,
B 69 R A U Ik TR R A R 65 & B 230 0 55 3 PT R 6946k 4
.,

AR PSR R 4 MR ¥ A e R 1—1500me, L% 50—
500mg,

AR YRGB 7 6] R 69 48 % T VA K B AR B A AR F ke
VATAR, , i& 5 6948 A%, A 14 1 1000—1000, 1, fh36 34 1. 100—100,
1,

RIE LA
P38 2 F 69 HIV B3R

HIV X B& 3 B8 Pauwels ¥ (R, J. Virological Methods 20, (1988,
309—321) ¥y 5 ik LB B AT, EW A S Lo fe (PBL) £ Ficoll
—Hypaque & &, T RPMI1640, 20% ks fusk F M Ao B & 4%
(90ug/mi) = §4~&—2 (40pg/ml) 1%k, A T AT K Hah HIV g3,
#|J PBL, KRG WK e L& F T Iml HIV—# & 50k 1 LB,
FITCEF 11,

K ASRRIEEBS, REFGepa LR TERANRT, #
F ml oA 1X10° 4, & 96 AR & 49843 & e Nk Bk
Ghsmph, A% 1X10¢ 2o g/ 3,

7 — A4 PBL fa §0, 49 A T 47 % & A5 69 4a §0 2 Ho,

RANGH G SR RRA R T4 BT, HAFKR



GELIRITRSARA KRB, ARR, iy @, P&k
LR A (B, HEHRGE 2 EHFRARRET RS
HIV—E R dtmpe (REHR), RCHTEARRANESH—ER
B —HEATRGRE, AFZRSFFE, RAPRE2H
A AR (F3h P A 100u) 2 F e &by £ A A HBBRAEA
H—A~96 A MA AR LT, RERHTHRGF I MR L, X
o HAH T A A F ARG HIV—E R ek 1000, AR AT E
F 1Cso R & 2 b fuz FY K £9 R 10—50 £,

KB T 3TCRE, HEIANRL XM hF R T A RHR
GHEEEImE LA RYGSEA BN (AEEHD 36 XX
1) o KRB AT R EALIE 69 5 & A BB 40 A AR 20—50 S4Btk
A L6 a0 A B SRk B,

KB WAk 96 A 4932 Kb, b & HIV 435249 ELISA X%+,
Al HIV—24 F- 69 4 R A AR R,

WA B 4G da g BB R A IR Ae PR X A BRI AT 49 AR BT
B a8 o Fr R, H a5 H 45 2569 Bk ta iy B MR B A 1ICs 1, A
500 # &4 F 09 I RAFr 40 2 XA eI A . A T o b
WRIER, TTRBENR S IrF ER TSR ey £ b
& (Prichard , M. N. ¥ Antimicrob. Agents chemorh. 1993, 37;
540—545),

EMRTERATHWEERN, #ldo5 TX A LS H A THE



FRIE: S—A—FRHEHE 66— FELE 33— (PATH) -3, 4—
— &% EH—2 (IH) —#H.8, mp. 101C,

— 49 —



® 1a
AZTHERAML AW ERTEES WEENE RS

xameam | so | 285 12 6 3 ]
nm

AZT nM
50 0 0 0 0 0 0
25 0 0 0 0 17 4
12 0 0 4 18 23 | 23
6 o | o 7 | 29 | 23 | a7
3 o | o | 10 | 33 | 10 | -i3 |
1,5 o | o 2 | a0 [ 7 | 3 ]
0.7 a7 | 20 | s 7 I

% 10
RAKEWE 3 ' —T OHRMEANITHES NEAEINEREK
KA &4 50 | 25 12 6 3 1.5 |

nm

3TC nM
50 0 0 0 2 -7 .60
25 0 0 0 40 70 | 30
12 0 0 0 47 60 20
6 0 0 0 30 40 22|
3 0 0 0 34 17 0 '_J

—50—



AZT #93R B B 4 0. 7—12nM B2 %R E H 1—6nM K, 1%
w oA RN . BRHIRAETLEA 1. 5—6nM, 3TCHRE A 3—
25nM B LA W BIAER . A T R AL e Bl SR, R T &
NS TOX—50 IR E , HUB K AT, BA MRk
WA R HRAER .,

T 4 e AR AR — LI
Lkt 1
(3S) —6—F—3—FH—3, ——F—4%H%—2 (IH) —5
A) (8) —N— (B—&—6—ARL) RHAK

2, 4—— g A X X (21.0g, 0. 109mol) A= 23. 0g (0. 258mol) L—
R Bk T 400ml 2—F B X LB P AN 120ml 2N £ f 4b4h, mhE
i 48h, BT IR, B R R AR RALE, CRRUBERS
K, MmN 6N L BABR ML, R E T A CBUEBER, Adia At g
ahiE Rk — kR, RBRETHR, AEREXXEAN, F14.78 (55%)
K& B, mp. 167—169C (LEBRUBELER).

"H-NMR (270 MHz, dg-DMSO): 6 = 1.47 {d, J = 7 Hz, 3 H), 4.57 (AEE
J=7Hz, 1H),6.77 (dd,J =9, 2Hz, 1 H),7.11(d, J = 2 Hz, 1 H), 8.12
(d, J = 9 Hz, 2H), 841 (br.d,J = 7Hz, 1 H), 13.2 ppm (br., 1 H).

MS: (M + H}* = 245



B) (38) —6—RK—3—F#—3, I—=H—F%Hh—2 (1H) —&
R 1A 132 %40 14. 0g (0. 057mol) 5T 400ml P8, AN
MR, ERT lam SR T S0 Ak 2t EE 5, RIFEARN, K
TR AL, M TRAREN, CBURE/AKE=1: 241 1
%L, 17 6.0g (63%) BEE 4k, mp. 122—123C (FRB/REE
ZdE)
TH-NMR (60 MHz, dg-DMSO): 6 = 1.23 (d, J = 11 Hz, 3 H), 3.81 (dq, J = 11,
4 Hz, 1 H), 6.27 (br., 1 H), 6.3 - 6.9 (m, 3 H}, 10.3 ppm (br., 1 H).

MS: (M + H)* = 197
[@lp?® = + 77.3° (¢ = 1, MeOH)

C) 3BR) —6—§—3—F£—3, 4——F—4%H%—2— (IH) —8
AL G W K AH) 1A £2 1B Frik 6975 ik, B D—R A B4 4, 2
mp. 123—124C (FRBE/BERTELERE),
NMR ¥ {6 5 525645 1B BrR 444940 ),



[a]®=—81.0° (C=1, MeOH)

D) (3RS) —6—H—3—F %3, 4—— & —% % H—2
(1H) —&F)

& DL— SEAAC 45, #5264 1A Ao 1B Pk 695 k4143 = 4,
mp. 110C (F AW/ R ELM).

NMR # 4% 5 52364 1B Fri® L& 4éh4a Fl ,

BB EMY TR, NiaE) A3 55 R K745 F o
Fay X 114,
52640 1
(3S) —3—F X —7T—&—3, 4——K%%H—2 (1H) —8
A) () —N— (U—F—2—mEXXX) XRAH

L—¥%® &8 (8.3g, 0.05mol) #= 4.8g (0.026mol) 2, 5—=
FA XK T 40ml AR =P R LA (DMSO), HARKF.80C T
PAEHE, 4. 28 T EE4P (0. 025mol) 5 M -F 30ml DMSO #9350 3% T 40
SN F B LRRE BE Y. T 80—90CAHBRH I M. AHE, B
BARBGEP R, Kk, AMORABENURER 2K, hii
B = R AR XK, MACHBL, CBRUBSER, REBE TR, £
+.

FA At ik, 6.78 (84%) REHK, ENTI AL,
B) (88) —3—F A —T—&K—3, i—=#%%HK—2 (1H) —F

MEAFI DA T 128 M F 300ml AKTEHF, mAde



AR EA, FRREM, 5 1. 328 T E F4, R HB LS, mp. 185C,

TH-NMR (270 MHz, dg-DMSO): § = 2.9 (m, 2 H), 4.08 (m, 1 H), 6.09 {d, T H).
6.7 (m, 2 H), 6.78 {(m, 1 H), 7.2 (m, 5 H), 10.34 ppm (br. s, 1 H).
MS: (M + H)* = 273, (M-92)F = 181

£ 2 PR P61tk LR LA ATIR 74 &



|
N
H

o

R
o R' R® R® ¥a °c |
1 5-Cl CHy H R
2 6-Cl C,Hg H 120
3 6-Cl C,H4COO0H H
4 6-Cl -CH,CH,CO-
5 6-Cl (CH3),CH H
6 6-Cl (CH3),CHCH, H WAk 4
7 6-Cl C,Hg(CH4)CH H miﬁ%—\-ﬁ
8 6-Cl CgHsCH, H 156-157
9 6-C| CH5SCH,CH, H 97
10 6-Cli CH4SCH, H 149




o R, R3 R® wma °C
11 6-C! CH,(OH] H
12 6-Cl CH,CH,CH, H 75 - 77
13 7-Cl CHg H 142
14 7-Cl (CHg),CH H ol
15 7-Cl CH4SC,H, H 98 ;
16 8-Cl CH, H ;
17 6,7-Cl, CH, H )
18 7-F CH, H 230
19 6-F CH, H R
20 6-F CH, CqHg e 1
21 6-F CgHgCH, CaHg ‘. o ::
22 7-CF, CH, H 147 |
23 6-CH;OC,H,0 CyHg H 107
24 6-C] C,H,OH H 211 '
25 6-Cl CH,-S-Bn H e ;
26 6-Cl CH,-S-i.-Pr H 190 !
27 6-Cl CH,0-t.-Bu H 128 ;
28 6-Cl C4Hg H 115 !
Bn = F&
Pro = RWE
FB S T

54—~




52 7, 45) I
(38) —4—N— (FEHER) —6—F—3—FE 3, 4——F—4%
#—2 (1H) —#&f

525647 1B #9444 1. 0g (5. Immol) XM T 20ml —§ T, o
A 10ml 2N 2R 8f K 47Kk, KAHpf B ABEH T, #mA 0. 9ml
(90%, 5. 7mmol) RN FEFEE, RELESTHHZH A 4 60
R, 3005, A 0. 2ml (1. 3mmol) &R TERFEE. A B
TR, TR, A AKk%E, RABRE TR, LSEARER.
R EMAL, RTRAPER/ER=1. 1%B, F1.658 (98%) &
N Ll

'H-NMR (270 MHz, dg-DMSO): 6 = 1.15 (d, J = 7Hz, 3 H), 4.85(q, J = 7
Hz, 1 H),5.20(d,J = 12Hz, 1 H), 5.27 (d,J = 12 Hz, 1H), 6.97 (d,J = 7
Hz, 1 H), 7.19 (dd, J = 8, 2 Hz, 1 H), 7.3 - 7.45 (m, 5 H}, 7.67 (d, J = 2 Hz,
1 H), 10.81 ppm (br. s, 1 H).

MS: (M + H)* = 381

4|1V



(38) —4—N— (FE&BL) —6—K—3—FPL8—AX—3, 4—
Z#—&%H 2 (1H) —#&

32 36,48) T 494,44 1. 5g (4. 5mmol) 7 15ml LB b 347 A4,
%3t 5ml (124. 3mmol) R IEAMEET OCEIERGWEBAET 4 /8P

No KB MAN B 100ml 7k K, oRRAT 69 3% & B 4k, IR A5k,
T3, mp. 85C (4,

TH-NMR (270 MHz, dg-DMSO): é = 122 (d, J = 8 Hz, 3H),4.891{q,J = 8
- 12 Hz, 1H),7.35-756(m 5

Hz, 1 H), 5.24 (d, J = 12 Hz, T H), 5.31(d, J =
H), 7.69 (s, 1 H), 8.00 (s, 1 H), 11.11 ppm (br. s, 1 H).

MS: (M + H}* = 376

KbV
(38) —8— A X —4—N— (FHAERL) —6—F3—FTX—3, 4—
—#—4E%H—2 (1H) —&

5% 76 ) IV 694044 1. 5g (4. Ommol) 25 M -T 150ml1 T8, e AL
AARBLR, T lam EEER T Eb, REUERENEE, BREE
R, AR, R BN, CBRURR/EX=2. 1%k, BE
Bl =% 0.68g (49%), mp. 152—154C,



1H-NMR (270 MHz, dg-DMSO0): 6 = 1.11 (d, J = 8 Hz, 3 H), 4.79 (q. J=28

Hz, 1 H), 5.15 (d, J = 12 Hz, 1 H), 5.24 (d, J = 12 Hz, 1 H), 5.38 (br. s, 2
H), 6.42 (s, 1 H), 7.3 - 7.4 (m, 6 H), 10.59 ppm (br. s, 1 H).

MS: (M + H)Y = 346

5 564 VI
A) (3S) —6—F—3—FH—4—N— G—FPE—2—TH—1—
&) —3, 4——&—4%H%—2 (I1H) —&

527647 1B 494044 1. 0g (5. Ommol) X A% F 20ml LAY, &
1. 0g (7.0mmol) ML KB A AT TERTH 0.92ml (9007,
7.0mmol) 4L 3—F X —2—T—1—dfti, 7 EBEAR
R, R, ORI, BREMN, MURUE/ER=1: 2k, kg
0.97g (72%), AB/E Bk, mp. 117—118C (AP AR T AR/ &

AT LD
TH-NMR {270 MHz, dg-DMSO): § = 1.02 (d J = 8 Hz, 3 H), 1.74 (s, 6 H),
3.69 (dd, J = 14, 8 Hz, 1 H), 3.85 - 3.9 (m, 2 H), 5.19 (m, 1 H), 6.65 - 6.8

(m, 3 H), 10.47 ppm (br. s, 1 H).
MS: (M + H)* = 265
(alp2® = + 168.0° (c = 1, MeOH)



B) (3R) —6—§—3—FTEX 4 N— G—FT £ 2—TH—1—
) —3, 4——#—%%H%—2 (1H) —&§

BB 5264 VTR 6953k, @844 1C L& 47 44 4540
&4, Fmp. 115—117C (AR AB/URELS), JL NMR K48
5544 VIA FriR 6540 F .

[a]®=—172° (C=1, MeOH)

C)(3RS)—6— K —3— PR —4—N—GB—FH—2—TH—1—
®) —3, 4—=F %% H—2 (1H) —&A

BAL S B k] 1D LS55, BB EAMIVIA Frik 675
EH4F, mp. 148—149C (ARAB/LRELL). L NMR it 5
K4 VIFTR é94a B,

52 76.45) VI
(38) —6—f —3— T —4—N— C—TH—1—%) —3, 4—=4,
—wi e %h—2 (1H) —¥&d

R H B R PIVIA BRI S ikH &, ARMA 18R

—2—T W3 X A, mp. 87—88°C (LLEX/BILR).



TH4-NMR (270 MHz, dg-DMSOJ: § = 1.01(d, J = 8Hz, 3H), 1.70 (dd, J = 8,

1 Hz, 3 H), 3.63 (dd, J = 16, 6 Hz, 1 H), 3.85 - 4.0 (m, 2 H), 5.47 (m, 1 H),
5.75 (m, 1 H), 6.65 - 6.8 {m, 3 H}, 10.48 ppm (br. s, 1 H).
MS: (M + H)T = 251

52 #6,47] VI
2 (1H) &R

3, 3, 7—=9 43, 4—— & %% H—2 (1H) —&F 0. 4g
(2. Immol) & F 10ml A Kvkuz ¥, ERZHEFETEH 0. 24ml (2. 2mol)
FARTHFRHEERS, ZETHE6 I, Ak, BEAARY
W, K, T, 1F0.4g (69%) AKRLEH, mp. 185C

1
H-NMR (270 MHz, dg-DMSO): 6§ = 1.5 (s, 6 H), 1.9 (s, 3 H), 2.25 (s, 3 H},
4.7 (m, 2 H), 6.7 - 6.9 (m, 2 H), 7.16 (d, J = 8 Hz, 1 H), 10.6 ppm (br. s,

1H).MS: Mt = 274



% A 45) 1X
(3S) —b6—&/—4—N— (U—FTREFXAHEL) —3—FH—3, 4—
— A —E%%—2— (IH) —8

527647 1B 691644 0. 58 (2. 55mmol) & % F 10ml £, 7K N, N—
Z Pk PREAE, A 0.41ml (2.8mmol) Z LMk, HWH T EFHMA
0.42ml (2. 8mmol) HARFPE—4—FAERE, 2 1 HEHEHMA
0.2Iml (1.9mmol), R EX&2/G, BAZXRER, #AHAN LKL
BE4b A, Kk ik, REBLSHTIR, REBE, 15 0. 482 (54%) & & B4k,
mp. 187—190C (R EL&).

'H-NMR (270 MHz, dg-DMS0): § = 1.24 (d, J = 8 Hz, 3 H), 3.77 (s, 3 H),
494 (g, J = 8 Hz, 1 H), 6.97 (dd, J = 8, 2 Hz, 1 H), 7.03 (d, J = 8 Hz, 1 H),
7.2-7.3(m, 3H), 7.78 (s, 1 H), 10.89 ppm (br. s, 1 H).

MS: (M + H)* = 347

5% A4 X
(38) —6—f—4—N— U—RRAHKL) —3—FL3, 4—=4
—E%H—2 (1H) —&



AL Bk £ T RAGIVIA R GLEH, RAMER
P EE—4— B K BE/E ABRALIK AR, mp. 168—170C (BHELEL),

"H-NMR (270 MHz, dg-DMS0O): 6 = 1.24 (d, J = 8 Hz, 3H),4.94 (q,J = 8
Hz, 1 H), 7.03 (d, 8 Hz, 1 H), 7.2 - 7.5 (m, 5 H), 7.83 (d, J = 2 Hz, 1 H),

10.90 ppm (br. s, 1 H).
MS: (M + H)t = 335

52 4445 X1
(3S) —6—FH—4—N— U—FXAHEL) 3—FH3, 4—=4%
SEH—2 (1H) —&A,

RS B M T LABVIA TR A, RREHER
VB A— R RBEEABAL XA, mp. 185—188°C (MR8 /LEdsE
A JG) o

'H-NMR (270 MHz, dg-DMSO0): 8 = 1.25 (d, J = 8 Hz, 3H), 494 (q,J = 8
Hz, 1 H), 7.04 (d, 8 Hz, 1 H), 7.25 {dd, J = 8, 2 Hz, 1 H), 7.35 - 7.6 {m, 4 H),

7.80 (s, 1 H), 10.91 ppm (br. s, 1 H).
MS: (M + HIt = 351



5 5] X1
(38) —4—N— (22— PHEEL) 68 3—FX-3, ——5&
Hogvk—2 (1H) —3f

AL e & B M T LAFVIA TR LS4, REHER
T EE—2—% CEEE ABALIAN, mp. 133—136C (r AW S

'H-NMR (270 MHz, dg-DMSO): § = 1.16 (d, J = 8 Hz, 3 H), 3.7 - 3.8 (m,
2 H). 4.4 - 4.6 (m, 2 H), 4.86 (g, J = 8 Hz), 6.99 (d, 8 Hz, 1 H), 7.21 (dd, 8,

2%&,1fﬂ,7J4(d,J==2Ph,1}ﬂ,1084ppm(bns,1HL
MS: (M + HIt = 348

54 X I
(38) —6—F—N— (BAKABL) —3—FTA 3, 4—=4—%
%Hh—2 (1H) —¥&)

FAL S8 4] ik BT RS VIA TR 6004, 22RER

T B 5 5 M BEAE ABLALIX A, mp. 1568—159°C,
'H-NMR {270 MHz, CDCly): 6 = 1.33 (d, J = 8 Hz, 3 H), 2.02 (s, 3 H), 4.79
(s, 1 H), 4.83(s, 1 H),5.17 (q, J = 8 Hz, 1 H), 6.86 (d, J = 8 Hz, 1 H), 7.12
(dd, J = 8, 2Hz, 1 H}, 7.74 {(br. s, 1 H), 9.28 ppm (br. s, 1 H).
MS: (M + H)* = 281



574 X V
(38) —6—F—3— PR —4—N— (LHEEL) 3, 4——#4%
#—2 (1H) —#F

AWk B MT EAPIVIA TR, RAERALK
VB UM BE1E A BAL XA, mp. 177—179C,

TH-NMR (270 MHz, CDCl3): 6 = 1.33 (d, J = 8 Hz, 3 H), 4.96 (dd, J = 14,

2 Hz, 1 H), 5.20 (q, J = 8 Hz, 1 H), 6.83 (d, J = 8 Hz, 1 H), 7.12 (dd, J =8,
2 Hz, 1H), 7.2-7.3(m, 2H),7.71 {br. s, 1 H), 9.42 ppm (br. s, 1 H.

MS: (M + H)F = 267

3 AF XV Fo XV
BREABIVIA TRGF ik, 6—8—3, 4— & —4%H—2
(1H) —8R 5 3— PR —2—TH—1— X2t R B, 2R BN



BN, 6—f—4—N—G—FE—2—TH—1—%)—3, 4—
—#—dgH—2 (1H) —88, mp. 150—151C (LEECREEL ),

'H-NMR (270 MHz, dg-DMSO): 6 = 1.72 {5, 6 H), 3.67 Is, 2H),380(d J=
7 Hz, 2 H), 5.20 (m, 1 H), 6.7 - 6.8 (m, 3 H), 10.49 ppm (br. s, 1 H).
MS: (M + HF = 251

6—gF—4—N— 3—FxX—2—TH—1—#) —3— U1, 1—=
PR 2—FHH—1—3) —3, 4——F—4$%%—2 (1H) —5, mp.
110—112C (&L ).,

TH-NMR (270 MHz, dg-DMSO): 6 = 0.94 (s, 3 H), 0.97 (s, 3 H), 1.65 (s, 3 H),
1.66 (s, 3 H), 3.77 (dd, J = 16, 7 Hz, 1 H), 4.23 (dd, J = 16, 7 Hz, 1 H),
4.8 -4.9 (m, 2 H), 5.02 (m, 1H), 5675 (dd, J = 17, 11 Hz, 1 H), 6.6 - 6.7 (m,
3 H), 10.49 ppm (br. s, 1 H}.

MS: (M + H}* = 319

A£G 7k, dig EARRGEBERENES R T @6y X 110d
Y, st —Firdibg
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CeHg
CqHy
CsH1
CeHi1
sCgH11
CaHg

(CH3),CCHCO

IPOC
ALAC
ALOC
C4H30
C4H3S
CgHgN
Ph

il

3-FE-—2z-ThH-1-%
2-THi%
= 3-Wi—1-T%
=2, 2-_FEHH-1-FF
4-FE-_3-RE—2—-%
Z—-WR—1—-%
= 3, 3I-_WERRBE
RARREE
= MARHE
= BASHKE
Vi E-S
&

Mo &
5

,_.77~_



3440 X VI
6, T——FPHEX—3—FPHL 3, 4——F—4%%—2 (IH) —&
4, 5— P H A1, 2— 5§ % 34. 2 (0. 15in0l) F 500ml F
B, e A EMELR, T latm 5T A4, MK ZEEFLAE,
RRELH, EERXBEN, HTHRBAFHGK, BIET PRI
AT, BEHEHKR 4, 5 PEE 1, 2— K _F& 24 0g, HHRXE
F 200ml % (96%), A A 21.0ml (0.15mol) = L A%#» 17. Imi
(0. 15mol) 2—{ R EE P BY, M 4 48 NEF, SREIRE 080, %
MTUBRUEEY, KRR, ABMTHR, AT%REEAN, 5%
M CEELE S, 15 6.28 (19%), REAMN, CEB—UBR®BLE, 247
sS4 mp. 151°C,

"H-NMR (60 MHz dg-DMS0): 6 = 1.22({d, J = 7 Hz, 3 H), 3.63 (s, 3 H), 3.67
(s, 1 H), 3.6 - 3.7 (m, 1 H), 5.62 (br. s, 1 H}, 6.40 (s, 1 H}, 6.45 (s, 1H}, 9.80
ppm (br. s, 1 HJ.
MS: Mt = 222

ARG kS Ado T oo X 14084, Hiidiidk— 54724k,



N
Ly

. R1" R RS e °C

I e IPOC -

2 | B7(ER0N, ] Cl IPOC )

3 6-CgHgS CH, CH e i

4 7-CgHgS CH, C5Hg 07

° 6-CgHgS CH, H e ~-—i

6 7-CgHgS CH, H : -—Mi

7 6,7(CH,0), CH, H ~151 ]
Vi ! CsHg = 3 -FE-—2-Tl-1-%

IPOC = #W ﬁgﬁg

_..77~



52 4640 X VI
(3RS) —6—f—4—N— GRRL) —3—F A3, I——HEBEH
—2 (1H) —#1
A) (2RS) —N— (4—f—2—FRAEERXRL) — C—2ABRK)
4—f—2—F PR —MEX 2. 108 (0.01mol) F 100mi 78
o NBL R EALR, T latm HAET S 4L, Rk A HEFLE, R
LR, AZHREEN. ATHREMAKEG, HRMAFTEHFR
BT, ME bR i—R—2—F R MA Xk (1. 80g) B MT 50ml
AL, 2—=FERRECK, HFTAH2—-60C, 1.1m (0.
Olmol) 2—¢ B &k & T 5ml K 1, 2— PR A CIp b RRAFN,
F—60~—T0CHHERALRLEH 2 1 KR KRB X H—20C, M
N B 150ml 5469 4o o 2R Bf K S7K R, Al CBR BRI 2 K, AM
fg R Kk 1R, RBRMTH%R, ATRE, TUR/AREREF
2.51g (79%) PrE 4, mp. 130C,

'H-NMR (270 MHz, dg-DMS0): § = 0.4 - 0.5 {m, 2 H), 0.7 - 0.8 (m, 2 H}, 1.75
(d, J = 7Hz, 3H),2.39(m, 1 H),4.72(q,J = 7 Hz, 1 H}, 5.6 (br. s, 1 H},
6.66 (dd, J = 8, 2 Hz, 1 H), 6.96 (d, J = 2 Hz, 1 H), 7.21 (d, J = 8 Hz, 1 H),
9.36 ppm (br. s, 1 H).

MS: (M + HIT = 319, 317



B) (3RS) —6—& —4—N— GFrRH) —3—FP£—3, 4——4—%
%Hh—2 (1H) —BR

5 76 X VLA 164 4 318mg (1. Ommol) & M T 20ml 7 %
(96%), 2N 0.28ml (2. 0mmol) = %G A ELR 18 18, #JE
BERBER, REF WG REATsL, CBRUB/ Flk=1. 23M,
% 200mg (85%), A&, mp. 167C ORREFT E4),

"H-NMR (270 MHz, dg-DMSOQ): 6 = 0.40 {m, 1 H), 0.63 (m, 1 H), 0.76 (m, 1

H), 0.98 (m, 1 H), 1.12(d, J = 7 Hz, 3 H), 2.47 (m, 1 H), 3.87 (q, J = 7 Hz,

1 H), 6.78 (s, 2 H), 7.0 (s, 1 H), 10.46 ppm (br. s, 1 H).
MS: (M + H)Y = 237

T dndy X 1408405 B 52540 X VTR 69 ) B F 5. Kl 4g R dY
APEIRAR GG B K K o 2— R BMATAD R Ed Sk, 4080
W—F AT A1,



E: CgHg = HRE

—F2 —

/X
n
R3J
R4
1 3 4 5
R, R R R X HER
°C
6-Cl CHy H CgHs 0 191
6-Cl CH, CH, C3Hs 0
6-Cl CH, CH, C3Hs S
6-Cl CHs CHg CaHs o
6-Cl CH, CHj C3Hs S



52 56.45) XI1X
T—&® —1—N— GrARf) —3,3— PR3, 4——& —%%Hh—
2 (1H) —#&H)

A—F—2— BBk —m R X 2. 0g (9. 4mmol) #5264 X VIIA
Frik 77 ik 840, £ &8 4— & —2— 3N RIRE K% 1. 70g 5 T 20ml =
F U F. 2N 1.6ml (2. 0mmol) A5, 1.8ml (2. 45mmol) * &
2 0. 10g (0. 4mmol) FALFE = L4k, RE#A 42 10C, BAH
HTRIZAN mIS0 % A A Asy, BAETHFALL 10C, F10CHH#
5. G, Mg A ST, A MAsk% 1K, REEETHR, &
TG, W E SR EAT AL, CBRUER/ BX=1: 2%M, ¥
1.0g (42%), A @ &4, mp. 132—133C (PE/ARELL).

"H-NMR {270 MHz, dg-DMSO0): 6 = 0.45 - 0.55 (m, 2 H), 1.05 - 1.1 (m, 2 H),
1.19 (s, 6 H), 2.71 {m, 1 H), 6.09 (br. s, 1 H), 6.71 (d. J = 8 Hz, 1 H), 6.88
(dd, J = 8, 2Hz, 1 H), 7.19 ppm (d, J = 2 Hz, 1 H).

MS: (M + H)* = 251

R BT kSR THX 64004, o2 rtsk—F f7 410,

__5‘3_



H
iy
R
R3

N

I R4

R
10 R, R | R RS HE °C |
i 6-Cl CH;, | CH, CoHo 179
2 7.l CH, | cH, C.H, 171
3 | 67CH30l, | CHy | CH, H
4 | 674CH01, | CHy | cHy CeHg o
5 CH; | CH, sCeH 13
6 CeHs | CH, H
7 CeHs | CH, CoHg
8 6-Cl CH; | CH, IPOC 128
9 7-Cl CH, | cH, IPOC 169 |
10 7-CH, CHy | CH, CoHq 168
11 6-CH;0 CHy | cH, H 200
12 6-CH,0 CHy | CHs CsHg 138
13 6/7-COOH | CH, | CH, H > 240
14 | 6/7-COOH CHy | CHy CeHg 180
15 8-CHj CHy | CH, H 140

4 -




o RY, R3 R4 RS ¥E °C
16 8-CH, CHy | CHs CgHg 160
17 8-CH, CHy | CHy IPOC 127
18 6/7-CHy C,Hs | CoHs H 160
19 6-CH, C,Hg | CoHg CsHg 100
20 7-CH, CoHs | CoHs CsHg 110
21 7-F CHy | CHg H 120
22 7-F CHy | CH, CsHg 155
23 7-C,Hg0 CHy | CHy H 155
24 7-C,H50 CHy | CHy CsHg 123
25 6-COOH CH; | CHj CgHg 245
26 7.8-(CHgl, CHy | CHj H 196
27 7.8-(CHg), CHy | CHy CsHyg 155
28 6,7-(CHy), CHy | CHs H 248
29 6,7-(CHz), CHy | CHjg CeHg 200
30 6-Cl,7- CH, | CHy H 211
(2,3-Cl,CgH40}
31 6-Cl,7- CH; | CH, C5Hg 205
(2,3-Cl,CgH,0)
32 7-F CHy | CHj, IPOC 175
33 7-C,Hg0 CH, | CH, IPOC 150
34 6/7-CH, CHz | CHg IPOC 152
35 7.8-(CHz), CHy | CHs IPOC 147
36 6,7-(CH3), CH; | CHj IPOC 161

..(fff_..




No R', R3 R* R® PR °C
37 7-CgHs CH; | CH, H 167
38 7-CgHgO CH; | CH4 CsHyg 138
39 7-CgH50 CH; | CH, IPOC 181
40 5-CHy CH; | CH,4 H 182
41 6-CH;0, CH; | CHj4 H > 240
7-(4- w35 )
42 6-Cl, CH; | CHs H 219
7 R FE
43 6/7-Cl,7/6- CHy | CHj H 236
L ST S
Citatn)
44 | B/7-( N—H% | CHy | CHy H > 240
RE—1—%&)
45 6/7-Cl,7/6- CH; | CHy H 147
(N —FERE
—-1-%)
46 6-Cl CH; | CH, H 152-154
47 7-Cl CH; | CH, H
48 6-Cl CHy | CHs ALOC 128-129
49 7-Cl CH; | CHy ALOC 144
50 6-Cl CH; | CH; | COOCH(CH,l, 118
51 7-Cl CH; | CH; | COOCHICH,), 171
52 | 7-(4-F-Ph-S0,0) | CH; | CHy H
53 | 7-(4-F-Ph-S0,0) | CH; | CH, IPOC 204
54 CH; | CH,4 IPOC 152

6-C1.7- v " F &




No R', R3 R* R® & °C
55 6-Cl,7- CH, CH, IPOC 113
kR E
56 8-Cl,7- CH, CH, IPOC 168
C ¥ — FEIR%E
—-1-%)
57 6-Cl,7-NEt, CH, CH, H 141
58 6-Cl,7-NEt, CHg CH,4 iPOC Jd 4R 4
59 6,7-Cl, CH, CH, H 232
60 6,7-Cl, CH,4 CH, tPOC 171
61 7-(N—w g | CHs CH, H 198
E—1-—%)
62 7-(N—FHE | CH, CH, IPOC 123
RE — 1 ~%)
63 6-CH,0 CH, CH, IPOC 128
64 7-Cl -(CH,)5- IPOC 172
65 7-Cl -{CH,)y- IPOC 181
66 6-Cl -(CH,)4- IPOC 157-158
67 6-Cl -(CHyl, IPOC 179-180
68 6-Clq CHy CH, COOC,Hg 137
69 6-Cl CH, CH, COOCzH, 125
H:  CgHg = 3-§E-2-TH-1-%
sCgHyy = 4-—FE-3-KH-2-%
IPOC = RAKBARE

—57—~




52 #645] XX
3, 3—— 9k 4N G—FR2-TH—1—8) =3, 4——4
—g g —2 (1H) —&

Aibtd 3, 3—— PR3, 4—=H$%BHKh—2 (1H) 8
(J.T. Lai, Synthesis 1982, 71) #5375 VIA PTiR 694084 & mth £
M7 ik Sk, mp. 146—147C (PRRTHR/ERERE),

'H-NMR (270 MHz, dg-DMSO): 6 = 1.27 {s, 3 H), 1.68 (s, 3 H}, 1.72 (s, 3 H),
3.88(d,J =7Hz, 1H),515(m, 1H),6.60(d,J = 7Hz, 1 H),6.67(t,J =
7Hz, 1H),6.78(d,J = 7Hz, 1H), 6.87 (t, J =7 Hz, 1 H), 10.33 ppm (br. s,
1THLMS: (M + HiT = 245

5 4] XXI1
4—N— 3—F R —2—TH—1—£) —3, 4—— &—% % K2
(1H) —8—3—%—1" —3R ok

A St dhf— [Fak—1, 3 — 3, ¥ ——&—%%%
— (1’ H) —&))] (. T.Lai, Synthesis, 1982, 71) # B X Mm-F5
A VIA PR 6940 & 3 F7 & M, mp. 82—83C (BRLEM).

—Jd ~



"H-NMR (270 MHz, dg-DMS0): 6 = 1.25 - 1.75 (m, 10 H), 3.75 (d, J = 6 Hz,
2 H), 5.07 (m, 1 H}, 6.7 - 7.0 {m, 4 H), 1015 ppm (br.s, 1 H).

MS: (M + H)* = 285

5 764 XXII
4—N— (3—FP £ —2—TH —-1—%) —3, 4——&F—% B H—2
(1H) AE—3—F—1" —RKok

FEART, # %bP XXI 65444 500mg (1. 8mmol) 5
370mg (0. 9mmol) 2, 4—— (4—FPEER) —1, 3— =2, 4—
Z R T2, 4—=sibd (Lawesson K H]) F 10ml AP % F
A 1.5 0, REREWRE, FWEaR AL, TERT
B/ &% =10: 1%p, *F 50mg (9%), ¥&&& mp. 125C,

'H-NMR (270 MHz, d6-DMSO): § = 1.1 - 1.9 (m, 16 H), 3.64 (d, J = 7 Hz, 2
H), 4.99 (m, 1 H), 6.95 - 7.1 (m, 3 H), 7.18 (d, J = 7 Hz, 1 H), 12.2 ppm (br.
s, 1 H}.

MS: (M + H)* = 301

A—ATHA 3, A— K —%%H—2 (IH) —AE—3—%F—

—F7



1> —3 ok, ¥ 110mg (26%), ¥ & 444, mp. 178C,

'H-NMR (270 MHz, CDCl3): 6 = 1.25 - 2.2 (m, 10 H), 4.18 (br. s, 1 H), 6.7 -
6.8 (m, 3 H), 8.97 (m, 1 H), 9.42 ppm (br. s, 1 H).
MS: (M + H}* = 233.

%4 XX
(38) —6—F—4—N— (FRHRHEL) —3—FE£3, 4——4%
Bh—2 (1H) —E

57647 X W 6946440 0. 58 (1. 78mmol) M T 10ml £ 7Kvibw
3, MmN 0. 47g (2. 12mmol) &AL, kR 4 08F, LE R4,
BREAT, CBRURE/AN=1: 13K, 152/ 0.255 (47%) R&%
i@k, mp. 148C~150C (LBAULBE/ AW EL M)

"H-NMR (270 MHz, dg-DMSO): 6 = 1.24 (d, J = 7 Hz, 3 H), 1.96 (s, 3 H), 4.8
-4.9(m, 2H),5.28 (g, J = 7 Hz, 1 H), 7.22 (d, J = 8 Hz, 1 H), 7.30 (dd, J =
8, 2Hz, 1H), 7.72 (br. s, 1 H), 12.84 ppm (br. s, 1 H}.

MS: (M + H}* = 297,

TEATRM X TSl B e Fihdia i) 3, 4—— A 4%
w—2 (1H) —8A4 &,



| S
R 4
" R 3
R 4

o RT R3 R4 RS e °C

1 CH, H CsHg 119

2 6-Cl CH, H CsHg 109 - 110
3 6-Cl CHy H CgHsCH, 02
4 6-Cl H -CH,CH,CS- - ]
5 6-Cl H -CH,CH,CH,CS- T
6 CgHs | CHj, CgHg

7 6-Cl CH, CHj CgHg 157 -.
8 7-Cl CH, CH, CsHg 160 |
9 7-Cl CH, CH, H 170
10 6-Cl CH, H ALOC 143 - 145
11 6-Cl CH,4 CH, IPOC 153
12 7-Cl CH, CH, IPOC 174
13 6-Cl CH, CH, H 175
14 6-Cl C2H5 H IPGC 176-177

— =



15 6-Cl C,Hg H ALOC 159-161
16 6,7-(CHs), CH, CH,4 CgHg 173
17 6-Cl C,H, H IPOC 154-155
18 6-Cl C3H, H ALOC 98-100
19 6-C! CH, H (2-CgH4N)-CH, | 175-178
20 6-Cl CH, H (3-C5H,4N)-CH, 77
21 6-Cl CHy CH, ALOC 153-154
22 6-Cl CH, CH; | COOCHI(CH3), 151
23 6-Cl CH,SCH; | H IPOC 128
24 6-Cl CH,4 CH, COOC,Hg 163
25 6-Cl CH, CH,4 COOCg4H, 164
26 6-Cl C,Hg H (2-CgH4N)-CH, | 162-164
27 6-Cl C4Hqg H IPOC 132
28 6-Cl CH,SCH; | H COOCH(CH3), 124
29 6-Cl CH,SCH; [ J (2-CgH4N)-CH, 159
30 6-CH;0 [ CH,SCHy | H IPOC 154
31 6-CH30 | CH,SCH; | H COOCHICHg3), 163
32 6-Cl CH,SCH; | H CH,CgH,4-2-Cl R &
#:  CgHg = 3-FE-2-TH-1—-%

ALoC = BREARE

IPOC = RARAHKE

CgHyN = WpeER

9~




AP XXV
(3RS) —3—FPh—4—N—3—FPE 2 TH —1—%) —2—F#
A3, A——F 2%

(3RS) —3— PR —4—N— (3—FP£—2—TH—1—%) —3,
d—= f—% %% h—2 (1H) —# 8 (£ 7, NO.1) 0.49¢
(2. Ommol) 7 #%-F 20ml LB (96%) 5 5. Iml (2. 2mmol) 1% T
B g, ERTHHA 1554, #w0. 14ml (2. 2mmol) Bk
T, ATERTHRHA 200, REEAHWRE, MaWEdiE
., LERUEE/AX=1: 638, 17 500mg (96%) Fd&, AR &b
K,

"H-NMR (dg-DMSO): § = 0.96 (d, J = 7 Hz, 3 H), 1.72 (s, 6 H), 2.44 (s, 3 H),
3.71 (dd, J = 15, 6 Hz, 1 H), 3.89 (dd, J = 15, 6 Hz, 1 H), 4.00 (g, J = 7
Hz, 1 H), 5.20 (m, 1 H), 6.65 - 6.75 (m, 2 H), 7.02 (t, J = 8 Hz, 1 H), 7.11
ppm (d, J = 8 Hz, 1 H).

MS: (M + HI* = 261

RAgB 695 &S mie Fes X 144890,
4I—FRAKEEL 22— (FAWEBEL) —5KX—3,3,7, 8—



WP RE—3, ——fE%%, mp. 115°C,
5246 45) XXV
(3RS) —3—F & —4—N— B—FE—2—-TH—1—#%) —3, 4—
—F &% H—2 (1H) —8

(3RS) —3— P #%—3, 4—=H—%%H%—2 (1H) —H5 4. 86g
(0.03mol) ¥ M T 50mIN, N—— ¥ & T8 h&x ¥, & 4.6g (0.
033mol) ¥k EBf47 44T, A 4. 2ml (0. 033mol) 3—F £ —2—T
W—1— Rtk A, ERTHERERAY, A RAAL
i, BT ARERN, AR UBRURPRLE, 5 &, K
A A CBR OB E R =k, & A MAn, AAREE 2K, ABEHTHE,
EEWRYE, WX T 44, 155.808 (84%) &4 a4M 4, mp.
92—93°C,

TH:NMR (270 MHz, d-DMSO): 6 = 0.99 (d, J = 7 Hz, 3 H), 1.72 (s, 6 H),
3.67 (dd, J = 15, 7 Hz, 1 H), 3.86 (q, J = 7 Hz, 1 H), 3.88 (dd. J = 15,7
Hz, 1 H), 5.21 (m, 1 H), 6.65 - 6.9 (m, 4 H), 10.31 ppm (br. s, 1 H).

MS: (M + H)T = 231

52 5647 XXVI

3, 3a— gkt [1, 2—a] $%%—1, 4 (2H, 5H) —=5#§



2— ANk X 14. 1g (0. Imol) 5 L—% £,B% 45. Og (0. 3mol) F
100mi2— P & & CB o BEH T 95°C 338 N 300mI2N & f4L44,
KERTIEETHH D, ARG, Bk ¥ 2N TEH 400ml, o
NP AMEALR, FRETLA, LA, REELN, BEERE
M, #L4H 250ml 2N L EEER4L, TRAE Lwh 30 54, R
FE MR, AKX, UBwik, T8, mp. 255C (58,

'H-NMR (60 MHz, dg-DMSO}: 6 = 1.9-2.7 (m, 4 H), 4.5 (t, J = 8 Hz, 1 H),
6.8 - 7.3 (m, 3H), 7.8-8.2(m, 1 H), 10.7 ppm (br. s, 1 H).

MS: Mt = 202

52 4647) XXVII
T—REARBE 3, Ja—=FwdH [1, 2—a] $BH—1, 4—
(2H, 5H) —_—_%¥
BEMGT R, AL 3 —HEXRBRRBE L—SRHMA
B, #5484, mp. 140C (5#),
"H-NMR (60 MHz, dg-DMS0): 6 = 1.6 - 2.5 (m, 4 H), 4.07 (t, J = 6 Hz, 1 H),

6.7 -7.6 (m, 8 H), 10.57 ppm (br. s, 1 H).
MS: M* = 358



3 46,45 XXVIII
3—H PR3, 4——g—4%Hh—2 (1H) —&

2— A AR XK 14. 1g (0. 1mol) 5 L—X A £.8 40. 0g (0. 3mol)
F 100ml 2 ~F 2 OB P HH TR 95C, #m300m 2N £ &
e, REATHREATHA 1 IH, 2% E, E500ml FHREE,
AR AR BAR, ¥ REL, AERE, RERMELRN, BRRERSE,
R 44 500ml 2N EBBRAL, R, CBMAT A, LBRUBER, 7
BLAA TR, RERER, £F2hRA R, HABEHEEHL, mp.
152—154C

"H-NMR (60 MHz, dg-DMSO): 6 = 2.5 - 2.7 (dd Z4riE % . 2 H), 4.1 (td, J
= 6,2 Hz, 1H), 598 (br.s, 1H),6.5-6.9 (m, 4H), 10.30 (br. s, 1 H), 12.37
ppm {br. s, 1 H).
MS: M* = 206
CHN- 47 TTHE C58.2,H4.8; N 13.6 %,

5Ll C 58.4;, H4.7; N 13.7 %

% At XXIX
T—REHABAS, KRB HR—2 (IH) —#



A) N— [ Q—mk—4—REHBL) K] HARTH

4— R —3— A L X kB X 85 62. 7g (0. 2moD) Ao R BL T BE L 8L
3k 100. 4g (0. 8mol) 4T 250ml P B, AN = L 200ml, ek
B 15 -4, AH 5, N 141 2N LB, AR, Kk, R4
CRRUBESS, PHARAOREE, mp. 120—123C,
B) 7—¥ & A —3, I——H—4%%—2 (1H) —8§

N— [ Q—mfR—4—X B A HmE) XK ] W5 8L T8 36. 6g
(0. 1mol) 75 -F 250mIN,N— = F ¥ 7 Bt i #» 250ml ¥ B 498440+,
AP ER, FET &b, RAHE, BRBMELR, BRLE
ER RRWET 0m2—F {EACH, TR Lok, BELR
4R, THBaek, mp. 263~254C,

"H-NMR (60 MHz, dg-DMSO): 6 = 4.0 (d, J = 4 Hz, 2 H), 6.6 - 7.6 (m, 9 H),

10.43 ppm (br. s, 1 H).
MS: (M+H)* = 305

% 4R XXX
I— G—FE2—TH—1—8) 7T XEHBE 3, I——F—
$9%—2 (1H) —B&R

T—X A BB A3, I—— H % B H—2 (1H) —8 1.5%



(5. Ommol) F 20mIN, N— = F £ P& &4 2ml 3— P X —2—T M —
1— 2R T 100CHH 8 I BF, A& G, mAK, CRRUBER,
BMBE BT, ek, 2REN, CBUER/AR=1: 1k,
KRS A Fehmsg, AXRGA, B’E, mp. 132C,

"H-NMR (270 MHz, dg-DMS0): § = 1.73 (s, 6 H), 3.90 (s, 2 H), 3.93 (
4% d, J = 6Hz, 2H),5.20 (br. t, J = 6 Hz, 1 H), 6.75 - 7.45 (m, 8
H), 10.66 ppm (s, 1 H).

MS: M+H)* = 373

REMT &, HiaEGARTEH L RART LD E R T @4
AT TRRT—A 2t —F AL,



H
9
R Y
R3

N

I R4

R
No R R3 R4 RS ¥E & °C
1 | 7-C4Hs-0-80, | H CH,OH H 199
2 | 7-C¢Hg-0-SO, | H CH,OH CgHg 120
3 | 7-CgHg-0-S0, | H CH,COOH H 230 4k
4 | 7-C4Hs-0-80, | H CH,COOH CgHg
5 | 7-CqHg-0-SO, | H | CH,CONH, H 272 48
6 | 7-CqH5-0-S0, | H [ CH,CONH, | CgHg
7 | 7-C4Hg-0-50, | H CH,-4-Imi H 216 4 HF
8 | 7-CgHg-0-SO, | H CH,-4-Imi CgHg
9 7-CgHg-CO H H H 280 #+# |
10 7-CgHg-CO H H CeHg-CO | 277 442
11 | 7-CgH5-0-S0, | H CHg H 148 |
12 | 7-CgHg-0-SO, | H CH,4 CgH, a4k 4
13 | 7-C4Hg S0, H CH, H 198
14 | 7-CgHg-SO, H CHg CgHg R

—~ V7~



- A, R R* TR
16 | 7-CgHs-SO, H CH,4 IPOC 108
16 | 7-C4Hg0-SO, H H H
17 7-CgHgSO, H H COCH, 270
18 | 7-C4Hs-0SO, H CH,4 IPOC AR 2
3% CoHy =S~ T & —2—T Ww—1—%
4-lmi = 4 —wkup A

IPOC = RRBAKRE

52 76, 45] XXX
6—f—7—REABE—], 2, 3, Sa—wH kit [2, 1—c] —%
%oh—d4 (5H) —BF)
A) 2, 4—Zf 3 AR — XM XA

2,6 ——EAEREL FEART 1IS0CTHHET D AHE
MAAR, BREBRBRE, APHE, SALHTHERRMLTFRE, mp

— 100 —




91°C., 4$#lesskae &, 29. 058 (0. lmol) b K&y 11. 5g (0. 12mol) %
F 150ml H8, F 10CE 14ml = LIgR4, A THHA 10, £
2T B 4 /08, 2N 200ml 7K, 10°C TR B A7 L 65 B 4k, A Kk,
A% TF BOCF¥, mp. 102°C,
B) N— [ B—&—2—mE—4—XAAmA) Fi] Mam

2, 4—Z B —3—m A —X % 8g X85 34.8g (0. 1mol), 69.0g
(0. 6mol) L—AH #,88, 200ml 2N # & 44F 200m2—F LA BT
BOCHAH 10 o4, BB T 50C b 8RBk, FMAKT,
REN BT, AKEEFH, 80C-Fik, mp. 148C (PH+ &
4Edh),
O 6—F—7— X FAABE—1, 2, 3, 3Ja—w@Fekp 4 [2, 1—c] %
vk 4 (5H) —BR)

N— [ B—f—2—mE—4— XA HmA) K& ] M E 54 38. 0g
(0. 075mol) -F 500m! ¥ B v 25ml 3 &K, ML P 4R M40 ) F % 4
. BE L, RGEBALK, FRKE, mA 2N LB, TEAE Ln
30 54p, A, REEK, K EPH, mp. 197C (LEETE
g,
%464 XXXII
8— (4—FPHE—1—kERL) —3— Q—PEHE) —S5—F A%
A3, 4——g%%H*—2 (1H) —8
A) 2—f—4— (U—FPR—1—%EL) 3L X kng KBS

— 101 —



2y d— = f 33—k K HEL K BE 17. 4g (0. 05mol) k5 25ml ¥
E9%RET 100ml S BB F R Ef 10 500, REWRE., Hadhs
50ml 50% PR HEH, BRE, R 509 PH, B KkE, mp. 94—
95°C (LR ELMD).
B) N— [ (3— (4—FR—1—%BR) —2— A —6— XL
2) —RA] RaBmERY

2—F—4— (U—TFTHE1—%ER) 3 MAXKK XS
41.1g (0. Imol) 5 L—2& .8 39. 3g (0. 3mol) F 100mIN, N— = F
A PEEIR, 50mi2—F £ & LB 4 100ml 2N £ R AL4849 R &4 T
95CHEH 8.1 0, AHpdh B MRS L BB, AT 69 A
CBR BRI, BT, LZARERN, FHEEHRp,
C) 8— (4—FPRx—1—%Ed) 33— C-7EAL —5—REH
BLAE—3, 4——&—%%H—2 (IH) —BRLad

N— [ G— (U—FE1—%hEH) —2—AL—6—RAHB
#£) K] FaBRAEBLH 25 3g (0. 05mol) F 250ml VB #» 25ml L,
BE P AL SRR AL R R R4, LA E, BREALA, REE R,
Mo N 2N LBk, TAAE Lk 10 54, LFRE, i FK,
&P Ao, OB UERIEM , R 6 k4, 35 T 400ml — %
REP , MBS P Fo, REVUE, FREEZE, T4, mp. 90C
(5h),
MS; M+ =458

— 102 —



R E a7k, g pe)dRF &t fe 8RBT LG Ao

Tay X 14b ik FTRRT—4 2 L4724,

AN

Ne RS R R® R °C

1 H (CH3),CHCH, CgHg

2 H CHg H 100 2 (HCH)
3 H CHg CgHyg

4 H H H 126 - 127

(%)
5 H H CsHg

— 103 —




52 #45) XXX
(3RS) —4—N— A —3—F£—3, I—=FE%H—2 (I1H) —
AF)

% (3RS) —3-F £—3, 4—— K % H—2 (1H) —89 0.81g
(0. 005mol) #= 1ml (0. Immol) 3f ZE)-T 20mil, 2— R LR AGH
i F 8 e = B CBE 1. 9ml (0. 025mol), Faebt, fHEAKE 2 EUE
. MmN 2.1g (0. 0lmol) ZLBeMAALIG, HH R Bk st 30
o4, mANRiRBRANTRERERE PIE, 5%, Aiudg
R fo b fALSAZR IR R ik, ABRE TR, K%, FHEERENL
o, CRRUBE/R¥=1: 1 5B, ¥ 1.158 (94%) P& =4, mp.
131—132'C (PR/E%).

TH-NMR (270 MHz, dg-DMSO): 6 = 0.97 (d,J = 7 Hz, 3H), 1.0-2.0 (m, 10
H), 3.39 (m, 1 H), 3.91 {q, J = 7 Hz, 1 H), 6.68 - 6.94 (m, 4 H), 10.27 ppm

(br. s, 1 H).
MS: M+H)Y = 245,

AR M7 Md FTeX 1189,

— 104 —



10

H
N 0
/
n
R3

N

l R4

RS
o R, R® | R* RS A °C
1 CHg H | C,Hs 106 - 107
2 CH4 H | CH,C(CHjl5 162
3 CH, H |c-CgHg 120
4 6-Cl CH, H | c-C4H; 100

.—/oLf‘ _—




1o R, Rr3 R* | RS ¥ °C
5 6-Cl CHy | H | CgHiy 94 - 95

6 6-Cl CH; | H |CH,CICHa), 168 - 160

7 6-Cl C,Hg | H | CH,CICH,), 158 - 159

8 6-Cl CH, | H |CH=CHCHO 140 - 146

9 6-Cl CHy | H |CH,C=CH 166 - 168
10 6-Cl CH, H | 2- B EAE 198 - 199 |
11 6-Cl CHy, | H |3-mymwx 136 )
12 6-Cl CHy | H |4mpmmx 191-193
13 6-Cl CHy, | H |oki—2z—9% 116 - 118
14 6-Cl CHy | H | CH,CoH,-4-Br 149 - 150
15 6-Cl CHy | H | CH,C4H,-4-CN 95 - 96

16 6-Cl CHy | H |CH,CeH,-4-NO, 117

17 6-Cl CHy | H | CH,CeHa-3-NO, 125

18 6-Cl CHy | H | CH,CeH,-2-NO, 153 - 154
19 6-Cl CHy | H [ CH,CqH,-4-Cl 122 - 123
20 6-Cl CHy | H |CH,CeH,-3-CI 156 - 157
21 6-Cl CH, H | CH,CgH,-2-Cl 138

22 6-Cl CHy | H | CH,CqH,-4-F 147

23 6-Cl CHy | H | CHaCgH,-4-CoHs 164-165

24 6-Cl CHy | H | CH,CeH,-4-0CgH, B

25 6-Cl CHy | H | CH,CgH,-4-CH, 60-62

26 6-Cl CH; | H | CH,CqH,-4-COOCH, | 139

27 6-Cl CH, | H |CH,C4Hy2,6Cly 190-191

28 6-Cl CHy | H | CH,CeHy3.5-Cly 139-140

—tob—~




A

o R, R3 R% | R® W
29 6-Cl CH, H |#-1-8% 164-166
30 6-Cl CH, H (%22 -5 161-164
31 6-Cl CH, H | CH,CH,OCH, 78-79
32 6-Cl CH, H |l sie— 2 -@% R
33 6-C! CH, H | CoH,u-CoHs 128
34 6-Cl CH, H | E%— 3 -Bx 141-142
35 6-Cl CHj H (5 — H e ) 58-60
— 2 —H&
36 6-Ci CH H (3 — By ) 124
—2—-¥E

37 6-Cl CH, H | -2 —® & 121-123
38 6-Cl CHj H | CH,CH=CH-CgH; 59
39 6-C! CH,SCH,; | H | CH,CgH,-2-Cl 128
40 6-Cl CH,SCH; | H | CH,CgH,-2-NO, 134
41 6-Cl CH,SCH, | H 2 — wheg B Ik 4
a2 6-Cl CH,SCH; | H | CH,CgH5-2,4-CL, 143
43 6-C! CH,S-i.Pr | H | CH,CeH5-2,4-Cl, e 4R 47
44 6-C! CH,S-Bn | H | CH,CgH4-2,4-Cl, R
45 6-C! CH,-S-H | H | CH,CqH,-2,4-Cly
46 6-Cl C,Hg H | 2— @i 160-162
47 6-Cl CH, H | (6-CHy)2- s & | 158

. CeHyy = 3 -9¥E-1-TH

¢-C4Hy = BT E
c-CgHg kA&




5 747 XXXIV
(3RS) —3— TP A —4—N— G—fR—1—TH) —3, 4—= %%
—2 (1H) —BF

3—7£—3, 4— 4% —2 (1H) —%0.5g (3. lmmol)
5 0. 35ml (4. 3mmol) ¥ R UM L BR Ao AL F 49 = LI T 20ml AR
LB, ERTHHS 2000, ZdRErs, TEARTRE/ E
%=2. 1M, ¥ 620mg (87%) Fr'& F4p, mp. 108—109°C (7
AT AR/ B

"H.NMR (270 MHz, dg-DMSO0): § = 1,03 (d, J = 7 Hz, 3 H), 2,11 (s, 3H),
2,77 (t, J = 6 Hz, 2 H), 3,30 (m, 1 H), 3,60 (m, 1 H), 3,88 (q,J = 7 Hz, 1 H),
6,68 (m, 1 H), 6,78 (m, 1 H), 6,88 {m, 1 H), 10,31 ppm (br. s, 1 H).

MS: (M + H)T = 233, M+ = 232

5 A4 XXXV
(38) —6—{—4— N—FAREE 33— F A3, 4——HH%H—
2 (1H) —¥&A

5 #64] 1B §94%.44p 2. Og (0. 01lmol) F 100ml £, K 7 % P A& 2ml
(0.014mol) =ZUBEA LT, EN— (ZHFR) —HKHE (=4
%) 1.5g (0.005mol) F 80°CTFamik 1 .6, A% E, AKAtht

—/08~



FAPURE R, ARETHR, BEERER, MathREHE
H, &84, FEIRGRGE G, 2REN, AUBRUK/EX1: 1
B AT s e, mp. 142—1447C,

'H-NMR (270 MHz, dg-DMSO): 1,25 (d, J = 7 Hz, 3 H), 3,83 (q, J = 7 Hz, 1
H), 6,61 (dd, J = 6, 2 Hz, 1 H), 6,70 (s, 2H), 10,3 ppm (br. s, 1 H).
MS: (M + H)* = 259

5 A AF) XXX VI
(38) —6—@f—4—N— C—FRLAHX) —3—FA3, 4—=
£5%%h—2 (1H) —5

%4 55%e) K b B F 4 0.16g Ao 3] 0. 24ml
(3. 0mmol) 2—F &£ BT 10ml AR B = PRGERT, A
AW ER TR 058, KA T RmANEAF] XXXV 65404
# 0.50g (1.9mmol), REBREER, HH 3054, mAPE
tshkig, MUBRUBERMCK., A At 4 8 A% kst
—k, ABETHR, AZRRERN, 2REN, CBRURE/AR=1.

1 3B, UB/ BRIk, FPTE 4 0.29 (51%), mp. 93—94°C,
'H-NMR (200 MHz, dg-DMSO0): 8§ = 1,13 {d, JJ = 7,5 Hz, 3 H), 3,32 (s, 3 H),
3,6 (m, 2H), 4,24 (m, 1 H), 4,35 (m, 1 H), 4,81 {q, J = 7,5 Hz, 1 H), 6,98 (d,
J=9Hz),1H),7,2(dd,J =9,3Hz, 1H), 7,66 (d, J = 3 Hz, 1 H), 10,81
ppm {br. 2, 1 H).

MS: (M + H)? = 299

-._/o?—-_



5 4] XXXVII
(3S) —6—HK—3— PR —4—N—[ (RAR) HX]3, 4—=4%
%Hh—2 (1H) —&9

HKAFT, 35 0.17g A H AL 55% 5 h BiF e %] 0. 31ml
(3. Ommol) A8 T 10ml LB PR P GERT. T2 THHEL
W, A FAAHFH 0.5z (1. 9mmol) 524640 XXXV 654L4 4N,
ERTAEH 206, oAl f RALMER, CBRUBER2 K, i
BReN-TIR, ZREN, AR ER/ FREELL, 1F0.35
(35%), mp. 194—195C,

"H-NMR (200 MHz, dg-OMS0): 6 = 1,10{d, J = 7Hz, 3H), 493 (q,J =7
Hz, 1 H), 7,08 (d, J = 9 Hz, 1 H), 7,33 (dd, J = 9,3 Hz, 1 H), 7,4 - 78,6 (m, 5

H), 7,78 (d, J = 3 Hz, 1 H}, 10,16 ppm (br. s, 1 H).
MS: (M + H)* = 333, (M- CgHgSH + HI* 223

R E GG 7 ik & ke T 85 X 11064

—[f0—



|
N /0
R
R3

N

! R4

RS
No. | R, | R® R* | RS R °C
1 | 6Cl | CH, H | COOCH,CH=CHCH,4 116-117
2 | 6Cl | CHq H | COOCH,=C(CH,), 87-89
3 | 6Cl | CH, H | COOCH,C=CH 147
4 | 6-Cl | CHy H | COOCH,C=CCH, 135 “
5 | 6Cl | CH, H | COSCH,CgHg 158
6 | 6-Cl | CHy H | COSCH,CH=CH, R 4
7 | 6-Cl | CHy H | COOCH,CICH4} =CH, 125-127
8 | 6-Cl | CH,g H | COOCI(CH ),
9 | 6Cl | CHy H |#E—2-®— 7%
10 | 6-Cl | CH,4 H coocQ(CHZOCH(EH;;z_); R
11 | 6-Cl | CH, H | COOCH{CH3), 141-142
12 | 6-Cl | CH, H | COOC,H,NICH,!, R4
13 | &Cl | CHy H | COOC,H,SCH,4 108-110
14 | 6-Cl | CHy H | COSCgHg 194-195

—fl—



N R1n R3 R4 RS ¥ °C
15 | 6-Cl | CH, H | COOCH,CgH,-2-NO, 227-231
16 | 6-Cl | CHy { H | COOCH,Cg4H,3-NO, 183-185
17 | 8Cl | CHy | H | COOCH,CgH,-4-Cl 177-180
18 | 6Cl | CHy | H | COOCH,CgH,2-Cl 164
19 | 6Ct | CH; | H | COOCH,CH=CHCH,CH; R
20 6-Cl CHj H COO ¢ 3 —HhrEHE ) 160-161
21 | 6Cl | CHy | H [COO (2w R%) 114-116
22 | 6-Cl | CH, H | COOCH,CgH,-4-NO, 230-233
23 | 6-Cl | CH, H [ COOCH,CH,C(CH3)=CH, R 4
24 ( 6-Cl | CHy H |[CO-4-PEpk_ 7 %) iR 4
25 | 6-Cl | CHy | H [CO-NICHzls 218-220
26 | B-Cl | CHy H | CO-NICH,), 200-203
27 | 6-Cl | CHy4 H | CO-muy_ 7 — % 193-195
28 | 6-Cl | CH, H | CO-HNCH,Ph 94-96
119-122

29 6-Cl CH, H IHE— Fagks

R7IMKeW3 1 EXALHTAAERINEX,
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