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s and Disposition(Zy#)108 & 43 fig). 1998 4. 26 . 1120-1127 T1).
AR EAMA XA CRF ZAREER AT, ZTEBRE R
ZHRKARBEZTERNENEARANED T, KPPz EDR2LELL
ARSI R IS /KFE CRF, KXt CRF BMIRNESH T
EHRIREFEEBERT . FEEEHEAEN CRF ZERESE S
0 JEHE FlnG TRARINEY), HEE UBERERKSINRILE /K CRF]
R4 fL T Xt CRF B R NAE S5 SiE M. 2 LLEZEXT CRF ZAE 1) R AR
SEFIEENLEMET U CRF ZAENMNESEIFE, Fln
Hrh CRF 54103RH CRF 24545 61 fl RE R R IR 747 .
KRABFHROENEAHAEYLIETE CSa S2AKHTHHERIR
15 AE, @ltn, KEIRAE. MEELE . REENEHAEMETEER
TR EMZE D 1 P LA CRE AR AT B2 KRR ER AT S
CRF, ZZ AR5 A SR R AE I UL IR
77 FERIGE 28 B ] £
K EANEY R LA FER L& BE 2 AU B BoR N G2 A 40
20 EWHESIF. ARAUEDATHTEFESERENIFEREZE
SN E BT VE—E, BUARBORAE I ER A G2 B SR AR TT VAR 4
PWEFEEEENRETRXER HiE. F— TRHUSHEH EILEL
WEHAZE. HERRBUEDNIETECSEARRETEL TiE
I R L ke &4 . ARG HE RN R RE R REE AR
s BEERFINSBUSEAEHEOSHLEY. WAFERRNS%
PRt TR S FHLUASE, APTANESI T

AcOH LIz
DMF N,N- 5 FE Bt ik
Et,0 LBk

30 EtOAc LB B

EtOH i
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NaH S
NaHMDS U= FRE R ) & A
THF DS - N
EX# - LGRS
s HIEI(HEA)

a x N Rs A RE.Hal &
H IINJ/ X 4&4&%‘] ae INIH.-.I 4&:’2} I I ( (¢ = NH) NINI >
(X =NH, NRg, O, S)

BE—HHE A, EF R KRR WK T EXK Hal "7 FOES
WAPAHEBIR), VI P XY a] LU ER) BRI E . Bk,
EREMETEEFETCEMNTREREZE 100C, EEEMTESEEWLT

10 IAMEARPRLE)ZERAEINE =(Z " E A ) —4#(0), BofrZEm{ERR
70)1, 1SS HEER) ek 2,2 XU (T HER-1, - BESE . —Hes
2-"EE B SHCEBE=-B=TER RENE=-TEAHH
HIFET, EEHEENWN(ERBE)FE. ZE_Fi. —HE_HF
BF. DMF Bt N-F R E VI REHEE. GRS EERE

15 HEEEREEEHAEFNHAMERET, EEESEFW THF. DMF,
N- FF et i85 B 2R B 2 0 AR A DA BE AR BE O B Bl 4 R Ab 3 VI Tl %
ML AT AR S LM AETER, BE U N-FAAREHE T,
. N-BIEFE . RIS . TR FER. Ak N-IAEHEL

R, EBEFIMAERRBE) ZEFR. CESBETRTLE, Rt

0 HES2EFEAFNA-MNHNTELEBENMESRNTEZRNFTE
e VI, B A AR AT G A 75 W BR/4E(0)(Suzuki R AY ;
N. Miyaura % A. Suzuki. Chemical Review(#£ 2 [EIER). 1995 4. 95 FA+
W 2457). BFESHEES/A0)(Stlle &A; T.N. Mitchell\ Synthesis(&
A~ 1992 4E. 803). FEE/AHL(0)5 5 E A& B HE(Grignard)/&(I). #(0)

25 RUBHEB/EMESTAESHBRNELE, ZERB/EUENESEE
ERBEMNEEERO0). ZBREQY=Z(AITREDR. =(ZLFE
HER) OV =-8=T ZBE & [, - ZEER) R #0). &
(DR &S EAFI2-TU T EER 27 — BRI & [1,3-(ZFE

42



01805131. 6 o P ZE30/145T

BORFEIZEEAD. X X A NH, FEME VI \J#E—F LU N-BH

5% VIII. N-H EEEHERMWEARRE)THF. DMF S(FET

VLI =R T, ZREEM{ERREHEBENLY). BERENYR

BEREENY . BUITFRRESHUIIEESHEDHRUY B
s YNEEETEE B 0°CE 100°C Fi#T ‘

ik 1L (F71% B)
N _Rs ArM] R, WM EAL Ne-Rs RAXH x N_Rs
K TR J:NiN o I wien AL,
Vil IX & 8 vil
(X=NH, NR®, O, §)

ER—HED, R VILEYT UEREFE T e, &
RIEFVE A B VI BT &R 08 & AR [E4) VIIL B/
0 FEMFENENENT U FERSHER S ECMNENT, LaamE-
ATEFEAER., —RALZE. TEHERATEEXE_FR. N-E4Y
TERELBNERATEEEEHEEREE 100C FHITERES
T SR IX. TV A FRR LR SR BRI E TR

X VILE &4,

15 AEIL(FTEC)

) HzN Ry _ . INJ/R, INIR, 1) RAXH 1) Ar-{M] x;[,qu/R1
co H NTTCl 2) AM] 2) R*xH
X (X =NH, NRg, 0, S) Vi

)

ZiEA

At A —Hl &R VILUE YR FERBEAZE L. X X HED
(3,6- ki FE-2,5- “EMEE) AT B 2-fiEE B EBRIRE QAR F I
(£ X #k: Chemical and Pharmaceutical Bulletin of Japan( H &% K E
20 ZETN1979, 27, 2027). WA IE A FriR LEZRFBRA—1MR, BF
Ll Suzuki-BUE A B R — M RER VILLEY.
&IV (Fi£E D)
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Cl_N._Cl X N_Cl X _N.__Cl X _N_Cl
© : | - 1. * | >
\ENI (5% \END/ IN;[Hal HaIIN/]/
(X=NH,NR®, 0, §)
Xl Xila Xllb
1) Ar-{M], 45 4t 1) Ry-[M], 4 4t %
Ry-M] 2) gt 2) é][w HAH
A& 40 5] 3) Ry-[M), 4 404 3) Ar-{M], 446 H
" 4) Ry-{M], 44t ) A 4) Ry-{M]. 4 465
XN _Rs X N Ry
\[Nj > RIN/IN
2) A |
Xl 3) B4k ! Vil
4) RyAM] pE 1)

X 7H—&N VILEIR T IERBAERE IV F.
TR 2,6- —FMEE AT LR SR BR R RA T B — B LU = 4k
XI. B, X A 5RKERFMAERBAE) & Fix. L. THF. DMF.
s N-HEMKGTE. FETHF. FiF. ZELEFRES, £ 0CEBEHE
REVEECET R, oh, X o] 58 fEh) B s EfmiE
APRFE)THF. DMF. N-BEMERHEEETRY, £ 0CEZEN
BEJCE T KA. BT18 2 ME X1 T/ {FH 5% A FriR &b L=t
RUCHPLEFHY) XTa K XIb IBE4Y). ik A Frik i Xla fiT
0 EEREMG)FTE-FEREAEENS — RN ATRE VIR=
(Ia], Ry= Cl), HFP[#—PFE B L 2 MAHER AR EZRAFR,-[M] K&
Ry-IMDERLEEBENMTIFEXANFET, ML RTHEU 1 5E
NERFIIHEAA VIL BTRFRZRT AT E S AEh) B, ki
BREN B RN N(ETRE)GER ERRF. REMBR . =
15 HRESR. TRATEEBEATARESERMLT, WHE A k.
FHIAEFRAYNIRAY X AT FE B SR E IR IR T4 A
VIle BEARGIEHI AN R T AT — 5 SR SR F L (@4
XIII M7 1ERF &2 VII L&Y,
W BTSN EY), A RS EME LIRS CRF 464
20 EAMTRABEEE, FHEWMTRELHEE 96 i XH5Hr. it
KA “KRMERSN ZIRGE & ST B TRERY] 96 T XHHE. —
FRARIE A R B4 S P IARIE 5 B R 2K 7E 1% 30 F IR TR 96 F Bl R
WRUEVRSL CRF ZAEE S04, BHE YA 10 MAE/REE /DK ICs, XAR
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] 100 YR /RELE /DY ICs,, ERFEMEL 10 PEREEDEER
1 9 EE /R BN FE /D BT 1Cs0

LB
5 KRG &3 — B LUFASTEI5 8, HORNARRE IR
A4S & B 70 B B R B R BT IR R B AR R &
FRMEERRFImAH— P4, EBRBTERETE 20 £ 25C.
A IRGEEWREFHERERS. TLC REERGIEE. Rt
("H NMR)Gi% #0382 7 300 2L 400 MHz 3878 . FUZ #0308 £ L C1 2L APCI
107 HIEIRTE.
SEHEE 1
[N-(1- 23 F #)-5-(2,4- — FEEFE)-3,6- — FEMEE-2-f&
[ Ar=24-T"HEHEFE,; R=-N-(1-ZF)F£; R,=R:=CH;]
A FERATHIN-ZERZERZ.0ZRER)E 2-5-3,6- — F ZEALEE
15 (0.83 ZEIR). (T FENE) ZH(0)(2 BE/R%) K BINAP(6 EE/R%)
ELZHEZHBEREYF, BEMANE=THMNN0.25 BER). £
70 & S0°C TR EY 2.5 /N, UUSEMEOKERARE, KU 1: 1
CFe-E6O AR HIRE HERTIRORERA) . TIE. K% KRR
(10: 1 £ 4: 1 BFc-Eu0Ac PRIRR) LLEIEE S TS &5t
20 B. N-(1-&ZE)AE-3,6- — FEERLIE-2-%(0.72 50; 3.7 ZE/R)EZ
FERLEQO Z2FHRERAHE 0°C L LIER H i N-1RIE FH Bk T f%
(0.72 32; 4.1 Z2EER). MG, H—DHREEEY 1 /N FHEEENR
ZER. REEET TREREYE/NMER, UCkEE. TIE. L
Celtisk, SORFEIET RAEE R LB E D TR RAY(1.07 72).
25 C. TEZER PR 5-18-[N-(1-ZF)AF]-3,6- — FEEALE-2-1%(0.40
5 147 ZER) RN ZEEEHEO0)33 ER; 2 BR%ELE_F
Bf(8 )T HIREEH 15 778, WEMKFRN 2,4-“HEERNER
(1.76 ZER) RN KETR(1.0M, 4 ZFH. MPVEEME 75CH
LS ANBT, SRELLOIN EEPIREE R LL 1: 1 Cht-CBREER X,
0 CKBAMERYTEGERM). SiE. REMEERG: 12 1: 1 2K
-Et,OAc) LA BB 1% 5317 TS 4R &AL A 40(0.50 72):
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1H NMR (CDCI3, 400 MHz) 5 0.95 (t,
6H), 1.6 (m, 4H), 2.2 (s, 3H), 2.4 (s, 3H), 3.75 (s, 3H), 3.85 (s, 3H), 3.95 (br d, 1H), 4.1 (br g,
1H), 6.5 (s, 1H), 6.55 (d, 1H) 7.2 (d, 1H); MS (CI) 330.
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10

15

20

25

SR 21

[N-(1-Z. ) 2] -3,6- = F 3-5-(2,4,6- = R E R ) hBE-2-f%

[ I: Ar=24,6-=HEFE; R,=-N-(1-4E)HE; R=R;=CH;]
TEEE T3-S FEBHR FT] —FEADME0 E7)EL)f 1B

18 5-18-[N-(1-Z.35) R #E)-3,6- — FFZEALE-2-F% (200 Z7T)#E THF(4

ZTHREIEF. 10 085, SBREINA 2,4,6-=FEFRERWE.0M

£ THF F, 4 Z7). EZETHHFRED 1 K, ABERER. B

FEBTREBINGE S KBER L UL LB EER — ik, IBERERY 2L T

(BREe ). . IRERUABESTMERKZYET B5):

1H NMR (CDCl3, 400 MHz) & 1.0 (t, 6H), 1.5 - 1.7 (m, 4H), 1.95 (s,

3H), 2.1 (s, 3H), 2.3 (s, 3H), 2.35 (s, 3H), 3.95 (br, 1H), 4.1 (br, 1H), 6.9 (s, 2H).
SCHt ] 22
3-Z.H-[N-(1-Z.35) A ] -6- F H-5-(2,4,6- = R E 2R B bR -2- iz
[ I Ar = 24,6-ZHEXE; R,=-N-(1-4E)A%; Ri= CH,CH;R3=
CHs]

£ O°C FRMNIE T H4EQ.SM ZESHKT, 024 EHEN-(1-4%)
TRI3E]-3,6- Z F3E-5-(2,4,6- = R R D)L R -2-J%(74 252 0.24 ZEIR)
£ THF(2 ZTFH MR F . 10 20405, 76 0°C NI F £8(0.020 Z71).
BEWIE OCFHEE 10 0%, ARBEKREDEINTAEKER LKL
Et,O ZEEL, ZKEUE TG Tig. W KRRV LG & &
TLC(10%EtOAc fE ki, BIF 3 A NTEHFEIL P17 B5R):
'H NMR

(CDCl,, 400 MHz) & 1.0 (t, 6H), 1.25 (t. 3H), 1.5 - 1.7 (m, 4H), 1.95 (s, 3H), 2.05 (s, 3H), 2.3 (s,

3H), 2.65 (q, 2H), 4.05 (m, 2H), 6.9 (s, 2H).

SCHfY 23
3,6- = Z.H-5-(2,4- — A EE I [N-(1- 2.3 TR 2| R -2k

[ I: Ar=24-"HEEFRE; R=-N-(1-4%)A%; R=R;=CH,CH;]

2-%-3,6- — Z.ZE At BE(Chem. Pharm. Bull. Jap., 27, 2027 (1979))#K 5E

5 | P B 35 SRR A 0 B Sk =400

51



01805131. 6 o P 2E39/145T

'"H NMR (CDCl,, 300
MHz) § 0.95 (t, 6H), 1.15 (t, 3H), 1.25 (t, 3H), 1.5 - 1.7 (m, 4H), 2.45 (q, 2H), 2.65 (q, 2H), 3.75
(s, 3H), 3.85 (s, 3H), 4.0 - 4.2 (br, 2H), 6.5 (s, 1H), 6.5 (d, 1H), 7.2 (d, 1H).LC-MS: 358
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(EREB W= EB D) Hewizy'e (Hzwygy | MEVEBET | w2
(HZ'w)/e) '(HEMBZ L H
G- (RME2-L)-N-§2=-9'c| 96¢ ‘(HE'DSL'L (H9'Y) 96°0 4
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S ‘(HZ "19)04 ¥
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G-(RAF2-L)N-F2=-9C | ZI¥ ‘(HEDGL') (H9") 96°0 qee
A EJBR.N ‘(H1'P)68'9
S '(H1's)LL'9 '(HE "sa)oLy :
HoTF A.fm.wvmhm .ﬁfm.cwmm.m meEns | mumo
(RERRAN=rRR k7 (He'Weyz (Hewllg'h | g -
(HZ'w)LS'1 (HEN8T'L =TREHT H
S-(REF2-L)-N-B2=-9C| Zi¥y (HESL ) ‘(H9"Y) 96°0 34
(19) vy #
B2 SH (1900) HNNH 1y 8y omx

II %

S HEH— TG E W 2 8TV I BEE S
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BT ER W=v'T) -5 BRE=ve
. -}
Ammmm_.:.z.m.wn.m.m FAS] HEES T4
BT (e W=-1'2) G-
,w..ﬁ BRE=-pe BLITEEd)
(BLTEBH-1)-N-F2=-9c| z8¢ 124
(H1'P)IY L
(HL'PP)OE L '(HL'PIST L
‘(HZ .Evvﬁ.v ‘(HZ'b)y92
—— (HZ'w)ey 'z (HZ'w)29'L -
TEN(FERW= YT BEYE2L
T el 18 v "(Hz'w)257) (Heee'L FRE—b'T
S-(FETE2-L)-N-F2=-9'c | 99¢ (HENYL L '(H9Y) 96°0 . Bge
(HY'PIWY L
(Hi'P)ze L ‘(HI's)oz L
L (Hz _Evvor.v (HZ'b)r9'Z
® =Rz (HZ'w)yy'z (He'w)eg' | HHE2-1
(EEERN= v (HZ'w)25 L (HENLZ | __E%
-S-(EMT2-L)-N-FE2=-9C | 99y | (HENZL)'(HoM 960 | HBHE=T-v7T IET
(HL'PWWL 2L
(HL'P)Z89 "(HL's)vL9
. (Hz 'w)oL'y "(He's)sL'e
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3,6-— Z.%-5-(2,4-— ZE F) K E-[N-(1- &) W E| bR 2-f%
[ I: Ar=24-ZZ8EFEE; R=-N-(1-ZE)HE; R=R;= CH,CH;]
A. 7E-78°C T ¥R BBr3(IN, 6 2/)E 3,6- — 4%-5-(2,4-—Z 8 H)
s FE-N-(1-ZE) A EMEEE-2-F4(910 &7, 2.54 ZER)(TELHEF 23
FHRBE_SFERMBERY. BEDHAE 10 THAEZRHEEEE
B, BEBINK-KFRIEIEEE 3 M, L& FREFR. KE LI
NaHCO, Jft & UL R B 2. B E NERYE T HROIRS). dIE.
e KBRS VB (20%EOAc E L F)AU MR EHRE 3,6-=
10 ZHE-5-24-ZZEHE)EE-[N-(1-Z5) R E ] EE-2-1£(590 Z5, 71%):
'H NMR (CDCl,, 400 MHz) &
0.94 (t,6H), 1.30(t,3H), 1.36(t,3H), 1.57(m,2H), 1.67(m,2H), 2.62(q,2H), 2.86(q,2H), 4.15(m,
2H), 6.41(d,1H), 6.51(d,1H), 7.27(d,1H). LC-MS: 330 (M+1).
B. FiREEIH60 =3, 0.182 ZE/R)ELE DMFQ ZF)RE
K,CO5(125 ZF)FFE F4E 75°C F LU Z47(0.072 &FF, 0.9 ZE/R)E
16 2 /NBT IR JE R REIR B ) LA K3 R I UL EtOAC ZEBL . BBV 2 T 1 (BR
15 BN, TR IREREKYUIERE(2.5%MeOH TE —F )4t
BRI EP(49 BT, 70%):
'H NMR (CDCl,, 400 MHz)

§0.96 (t,6H), 1.13(t,3H), 1.27(m,6H), 1.42(t,3H), 1.57(m,2H), 1.67(m,2H), 2.47(m,2H),
2.66(q,2H), 3.95-4.15(m, 6H), 6.49(s,1H), 6.53(d,1H), 7.15(d, 1H). LC-MS: 387 (M+1).

SEHE(] 48b F 48k FIK LY 48a FTid — 2Pl & .
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‘(H9's)G1'Z (HZ'W)L9'} (HZ'w)gs'L
(HENSZL (HEDZL'L “(H9Y) ¥6'0

("HOIN(*HD)O

“ugy

W HRE RS v B2 Wi
TS (BHUB2-1)-N-R2=-9'C

(1+W) 98¢

(HL'P)PL L '(HL'P)EB'9 “(H1's)aL9 '(HL
WLy (HZWYO'y ‘(HL'P)Zo'Y (HZ8S €
‘(He's)ez e '(HZ'b)egz ‘(HZ'W)gh'Z
"(HE's)oE T "(HT'w) 29t (HE'wiss L
(HENSZ L "(HEDZL' )L ((H9') 66°0

‘HOO*HO'HDO

wgy
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SEHE5] 480

[N-(1-Z.25) R EE]-5-[2-Z R 4-F )  18-5-2)-3,6- — ZHMt B -2-

&

[ I:Ar= Q- Z“HEE4-FHE) IE-5-F;R=-N-(I-ZE)A#E;R=Ry=
s CH,CHj]

FESLHEG] 23 PIRTBH 5-1R-3,6- — ZEE-[N-(1- Z.25) A ZE L E-2-f%
55l 21 PIREH[Q-Z R EE-4-FE)MIE-5-FE R RN L=
AR A .

'"H NMR (CDCl,, 400 MHz) § 0.96 (t,6H), 1.14(t,3H), 1.28(t,3H), 1.57(m,2H),
1.67(m,2H),2.12(s,3H), 2.48(m,2H), 2.64(q,2h), 3.12(s,6H), 4.10(m, 2H), 6.43(s,1H),
7.89(s,1H). LC-MS: 356
10 SEREB 49
[N-(1-Z.5) R E]-5-2- FE H-4,6- — FHEIFKE)-3,6- — FEMLEE-2-fE
[ I: Ar = 2-FEE-4,6- —_HEFRIE;, R=-N-(1-2F)FZE; R=R;=
CHs]
A, I3hD 2-FEE-4,6- —FHEFWER(1.08 7T, 6.0 ZER)E 2-8
15 -3,6-"FFEEMRE0.71 5T, 5.0 ZEE/R)EI(ZREHH0)(140 =%, 2.5
FEIR%)TE 2. B8 — FRE(30 BEFNRIEID, BEEMA IM BEREKE
(15 ZF). IREYTE 70-75 CIRHEER, iLHAH, LERKEBREM
IKE AR, MU ELO ZEEHIR. BENERYZTERERM).
ERERT FTIRYE .. RRYE SRR /it iR A48 1.4 7ok~
20 .

B. LRAFIBRHEEE_EFLRQ0 =), RAEIZE 0C, K
LAER S R el - B L EEFR(70%, 12 7). GEXNERE 4 /MG, B
EYILLE 50 Z2THFHBELLL IM EEAL/KIBE RS . 2 B HF L
HETREGRN). TiE. EETTRE, BERETABRRYET DR

25 M#— ik,

C. ¥ N-E{bBEAERTEMNBE0 ZEFHRTE S0CIHFERER .
HEMHER, BR|VK—RETCEZEE _SME L TEEE
M5 8 EEER 2-75%-5-5-3,6- Z FHEMEE0.76 7).

D. ¥f0 0.2M =-F =T ZBEE FERER(0.10 Z7H)E C T3
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FE(260 78, 0.94 BER)EZ(CEFERR)ZH0)11 ER)E
R0 BT . EXREEE 15 585, KFMA 1-ZERNERK
(0.14 EFHRE=TEA5(1.0M 7£ THF F, 1.4 ZF) K7 80°C i x
NIREY) 4 Pit. FIREWAHNEZE, DIZBHRE, UEIBKE
s WPER, THERGRER®), T8, WK% AEZEE E#ITERIEEMNEE
B AR sk =47
'"H NMR (CDCl,, 400 MHz) § 0.95 (t, 6H), 1.5 - 1.7 (m, 4H),
2.0 (s, 3H), 2.1 (s, 3H), 2,4 (s, 6H), 3.7 (s,3H), 3.95 (br d, 1H), 4.1 (br q, 1H), 6.6 (s, 1H), 6.7 (s,
1H).
SEHEE] S0 Z 53 FTIKSEHER 49 BTk —RIR R 514 .
L5 50
10 N-FEHE-5-2-FHEH-4,6- — FHEKE)-3,6-— ZEMBE-2-f%
[R I: Ar = 2-FEE-4,6-FHFEE,; R= -NHCH,Cs Hs; Ri= Ry=
CH,CH;]MS(CI)376.
SE 5] 51
5-(2- A -4,6- —FHEFEHE)3,6- —ZEMBE-[N-(1-EE2-ZE)F
15 H]-2-f&%
(31 Ar=2-FE34,6- = FEHE, R,=NHCH(C4Hs)CH(CH;)CH;R,=
R;=CH,CH,;]MS(CI)418.
S 52
5-Q2-FE E-4,6- — FEEE)-3,6- — ZEMEE-[N-(FH &) T #]-2-%
20 [ I: Ar=2-FRE E-4,6- — FHEEF A, R,=-NHCH (CH,CH,CH;),; R;=Ry=
CH,CH;]MS(CI)384.
L fE 53
[N-(1-F 3E)-2-T ]-5-2-HE H4,6- —FHFKHE)-3,6- — ZFEMBE-2-f&
[ Ar=2-FEFE-4,6- —FEFE; R,=-NCH(CH,0CH;)CH,CH;;
25 R;=R;= CH,CH,]MS(CI)372.
L5 54
5-Q2-FFE FE-4,6- — FEEE)-3,6- — LE-2-3- LA E) ML
[ I: Ar=2-FE F-4,6- — FEHFE; R,=-OCH(CH,CH,),; Ri=R3= CH;]
N0 3-IEEE(0.1 ZF)ZE NaH(60%EH # i , 40 Z5)7E DMF(0.5
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EIDNBRFET . BEWEREEE FTHEEIABRHEILNIE. &
DN SERE] 49C TS 2- 75 BE-5-8-3,6- = B R R ) N- B ZE I S e e
B0 BRI 0.5 ZERABT)EFBREMDER. £EE 1 PMNE, #
HAIMBE 70CIBREDS 1 /M, AL KIEBRE & UL EtO
s EBEFIK. BEFIMETIRERY). SE. RERE_ENERR
b AT AR T AR AR S Y(15 BR):
'H NMR (CDCl,, 400 MHz) & 1.0
(t, 6H), 1.75 (m, 4H), 1.95 (s, 3H), 2.15 (s, 3H), 2.35 (s, 3H), 2.45 (s, 3H), 3.7 (s, 3H), 5.1 (quint,
1H), 6.6 (s, 1H), 6.7 (s, 1H): MS (CI) 329, 259.

10
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AANAAN
(H1 ‘P) 8¥°2 '(HL ‘PP) €€°L
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. (HZ ‘) 2’2 '(HE 'S) 9¥'Z ‘(HZ REL=-¥'C aN eZ9
qe @BEIRE | 99 | ) o e s) pez (HE 'S) N
Dl REB =D R =5 €22 (Hz'w) 1'2'(HZ ‘W) 671 |
! (HL *P)
2L '(HL 'P) 99 ‘(HL 's) 6’9 N
682 | ‘(H1 unb) 1'g ‘(HE ‘s) s8'€ L
S mammas-vy| O | (HE'S) SLEHZ D) 82 (He RERBH= T 3o e
HaARERIS i = 44q) §°Z (Hy 1unb) 62°1 “(He
S{RBMR2-1)TR2=9C | Nez ' HEN TL(HIN 0}
nm FaYal
e (REN=TRBSD | ¢y RSN R hT } 13 qi9
G- 2-1)-T-R2=-9'C
ANAN
e (RER | 66 REE=-V'C _\f 3 q19
BEWU=VB-H-I)--R2=-9' 3NO aNO
(RB2(Reh WM eh)-L- W ea-2}2
"ava)
¥ (ma®= | jec REFd-z- Wy _\J 13 eLg
'S (RBER2-1)-T- R =-9'c
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‘ €6 ‘(HL 'w) Ve ‘(HI ‘'w) REE= VT oW | 29
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F R =0 v B D) LSE |'s)g6') (Hy 'w) L'} ‘(He ) | HB=9VREGT
- €21 “(HE DL (H9 ) 860
S{RBHER2-1)-TR2=-9'C
AANANAN
V AEN.E oLrL
692 |'(HL ‘s) 95'2 ‘(H} 'P) €¥'L .
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["aVal
SN 3 XZ9
AR EREN= T RHREW=IEYC }
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2\ {2 e B =C] 's) 66°1 ‘(HY ‘W) 221 “(HE N _\/z
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SERE] 63

[N-(1- Z. ) 3]-3,6- — B -5-(2-[2-4-GH R E) Z X | HE-4,6-—F

FEAFMEEE-2- B

[ I: Ar = 2-2-(4-GIAAE)ZFE 1R E-46- —FEFRE,; R=
5 -NHCH(CH,CH;);; R;=R;=CH;]

A, A# 2-5-3,6- — FHEE-5-(2-FR A %-4,6- — R A IR )L (180 Z 5
EZFRGENBERAHZE 0C, ZEEM=RIMO.1 7). HE,
BEYNXIE 0CHERE 1.5 /M, LU ELO ik, LIRS S/KER
W, 2TBROIERY), TEEXERETTERE. BRVERET —PR

10 TERH—SH1L.

B. W IN—EB4) 4-2-F L E) Sk EEER 5200 & e) 2 M XM LIk R
(400 Z7%)7E DMF(4 ZFH)FIBFBRT, BEYTE 60CHF 4 /AT,
REZERBEBRE, BREDENBRRES/KEBR T LU ELb0-Tk
EWAR. BEFERYETROGERS). S8, R LE S brk b

15 ATEEECERE 5% = M 1 1EtOAc- T )BT EHIR =Y
(160 &)
C. FMCBRARSCHIB] 49D FHE R 7R 16 AR XS RL R S AR R -
| 'H NMR (CDCl,, 400 MHz) & 0.95 (m, 6H), 1:6 (m, 4H),
2.0 (s, 3H), 2.1 (s, 3H), 2.3 (m, 4H), 2.35 (s, 6H), 2.6 (m, 2H), 3.6 (m, 2H), 3.9 (d, 1H), 4.0 (m,
2H), 4.05 (m, 1H), 6.55 (s, 1H), 6.7 (s, 1H); MS (CI) 427.

= IV FL5EH] 64 2 67 ATHRSEHEG] 63 BTk —ARFEFH & .
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£ IV
o
R® I "
RA-NN R
)§
RN
xHHE | R | Ra Re 1H NMR (CDCI3) MS(CT) LR
' 0.95 (t, 6H), 1.3 - 1.6 (m, 8H), 2.0 (s, B
-5 | 3H). 21 (s, 3H), 2.3 (m, 10H), 2.6 (m, 36 = F & NO-R T
64 |Me| H 2H), 3.6 (m, 4H), 3.85 (d, 1H), 4.0 (m,| 455 | #)-5-[2,4- = F E-6-2- G4 |
TE 3:; 4.25 (m, 1H), 6.6 (s, 1H), 6.7 (s, B4 2R 2 B
1.0 (t, 2H), 1.8 (m, 2H), 2.0 (s, 3H), _
1-F% | 2.1 (s, 3H), 2.3 (m, 10H), 2.6 (br, 2H), 3,6-—FEN-(-FRHE2T
65 |Me| H | #-2- [3.4 (s, 3H),35-3.6(m, 6H), 4.0 (br,| 443 | #)-5-[2,4-ZFE-6-2-GHA
2H), 4.25 (br, 1H), 4.4 (d, 1H), 6.6 (s, 47 AEEE-2-
T 1H) 6.7 (5. 1H) F4-2E- ZH )R BR-2- L
0.9 (t, 6H), 1.6 (q, 4H), 2.0 (s, 3H), - _
i 215 (s, 3H), 2.3 (m, 4H), 2.35 (s, 3,6-Z F Z-N,N-ZF E)-5-[2,4-
66 | Me 5 & | 3H), 245 (s, 3H), 2.55 (m, 2H), 3.2| 441 | —FE-6-Q-UHWREIE-Z
(m, 4H), 3.6 (m, 4H), 4.0 (m, 2H), 6.6 I R 2B
(s, 1H), 6.7 (s, 1H)
0.95 (m, 6H), 1.1 (t, 3H), 1.25 (t, 3H),
I . 1.5-1.7 (m, 4H), 2.0 (s, 3H), 2.25 (m, 36- = Z ¥ N(1- Z &
‘ 1- 4H), 2.3 (s, 3H), 2.35 (q, 2H), 2.55 _
67 Et H W& (m, 2H), 2.6 (q’ 2H), 3.55 (m' 4H), 4.0 455 g)'S'[2,4'—$§'6'(2'EWﬁ
(m, 3H), 4.1 (m, 1H), 6.6 (s, 1H), 6.7 B4 Z ) -2
(s, 1H)
0.95 (t, 6H), 1.1 (t, 3H), 1.2 (t, 3H),
- 1.4 (br, 4H), 1.55 (br, 4H), 2.0 (s, 3H), 36- = Z ¥ N(QU-F T
- 2.25 (m, 4H), 2.3 (s, 3H), 2.35 (q, 74— Bl
68 |Et| H Ti# | 2H). 2.5 (br s, 2H), 2.6 (q, 2H), 3.6 483 | F)-5-[2,4- — P -6-(2- AR
(br s, 4H), 4.0 (br, 3H), 4.25 (br q, 42 ) FE -2
1H), 6.6 (s, 1H), 6.7 (s, 1H)
0.9 (t, 6H), 1.1(t, 3H), 1.3 (t, 3H), 1.6
- (m, 4H), 2.0 (s, 3H).) 2.25 (br, 4H), 2.5’3 3,6-=Z&-NN-ZH&-5-2,4-
(s, 3H), 2.4 (m, 2H), 2.55 (br s, 2H), _
69 Et g mg 2.7 - 2.9 (m' ZH), 3-2 (m' 4H), 3.6 (m' 469 —$§‘6'(2-BWR§-“‘§'Z‘
4H), 4.0 (m, 2H), 6.6 (s, 3H), 6.7 (s, SLE)RE -2
1H)
0.9 (t, 3H), 1.1 - 1.3 (m, 9H), 1.3 (m,
2H), 1.55 (m, 2H), 2.0 (s, 3H), 2.25 16" ZEN-ZENFHE
Z (br, 4H), 2.3 (s, 3H), 2.4 (m, 2H), 2.55 _
70 Et E TE (br s, 2H), 27 - 2.9 (m' 2H), 3.2 (m' 469 "5"2,4-—-%%‘6-(2-“5“&%
4H), 3.6 (m, 4H), 4.0 (m, 2H), 6.6 (s, 4B Z ) 2L MR -2
 3H), 6.7 (s, 1H)
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01805131. 6
TO(t, 31), 1.9 (t, 3H), 1.2 1 + d, 6 A), R
1-B [1.5 - 1.7 (m, 2H), 2.0(s, 3H),2.25 (br 56-=2EN-(-FRA
il e | w | sp |5 4H). 23 (s, 3H), 235 (0, 2H), 255 |, | E)F[24 = F 2
g | (br s, 2H), 2.6 (q, 2H), 3.55 (app !, -6- (2~ NG Mk A 2L ~4- -
‘1":% g:? ((Sm;a;”' 4.2 (m, 1H), 6.6 (s, ZEE) KR -2-F
- [10(t 3H), 1.1 (¢, 3H), 7.3 (t, 3H), 1.7 ~
=% | (or, 2H). 2.0 (s, 3H), 2.25 (br s, 4H), 36-—LEN(-FRE
79 | Bt FE 123 (s, 3H), 2.35 (q, 2H), 2.55 (br s, 471 2-TE)S524-Z B %
B o e ot e o e | S umREE.Z
. 4. r, , 4. r, 1H), 4.4
TE | (6, 1H), 6.6 (s, 1H), 6.7 (s, 1H) FERE| -2
. 0.1 (app d, 2H), 0.45 (app d, 2H), 0.9
- (t, 3H), 1.05 (m, 1H), 1.1 (t, 3H), 1.2 3,6-ZZE-N-(1-F &
" | (t, 3H),2.0 (s, 3H), 2.25 (m, 4H), 2.3 T e 4 —
131 Bt | P | e |(s 3H). 2.4 (m, 209, 2.55 (br s, 2H), 4gy | ) ESIe-ZFE
e-2 ma |28 (M 2H), 3.1 (d, 2H), 33 (m, 2H), -6-(- G4 -7,
3.6 (brs, 4 H), 4.0 (br, 2H), 6.6 (s, HE)FH -2k
1H), 6.7 (s, 1H) ‘
1.0 - 1.3 (m, 9H), 2.0(s, 3H), 2.25 (br ~
‘ s, 4H), 2.3 (s, 3H), 2.4 (m, 2H), 2.55 3,6-—ZE&-N-Z&-N-F
Z (br s, 2H), 2.8 (m, 2H), 3.25 (q, 2H), H-5-12,4-Z FF-6-(2-05
T B g | T 136 (ors, 4H), 4.0 (or, 2H), 445 (app °% | epess 43 7 may
q. 2H), 6.6 (s, 1H), 6.7 (s, 1H), 7.25 .
(m, 1H), 7.3 (¢, 2H), 7.4 (d, 2H) EUR-2- 1
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S 75
3-BR-6-F-5-(2,4- — FFEHE)-[N-(1- Z.E) A ZE| ML B -2- %
[ I: Ar=24-"8F%; R=Br; R,=-NHCH(CH,CH;);; Rs=Cl]
A. TE 140CHnBIS REZIEE 1 2,6- —EMEQ2 )& 1-2%
s REREG ZFHELEQO ZERER. FIBEREEST TlkYE, LK
R CKR-ZBMERBER. BEXRYALTRGRY). T8, &
HEE TR RIRRYE —ENERE s, REERMEFE
& 6 H48 R 2--IEE)-6-(FtER)(3.0 5T).
B. Liff&(4.09 70; 20.48 ZEE/R)ER(80 ZFHHIVERKREZE 0
10 CRUFS MR N-IRIRHBEEZ(3.65 T¢; 20.48 ZEEE/R). FE 0CH
RS 30 b, B H A NI NAHCO; /KB, UL ZE AR,
BEFEBKTF UK KIS, THROIRMEERET TR &R
YITE — EALFEAR (6%EtOAC 7E Ot ) LT B HNETI /T RIKF=H 3-
IR (0.53 525 9%) K £ 724 6-F-5-1R-[N-(1- Z.FE) A ZE |tk e -2-f(4.37
15 53 77%).
C. W LFr1BH S-IRMEIKSEHER 1C FBIFE 24- SRR EIT
Suzuki & & 6-R-5-(2,4-—FHKE)-[N-(1- L E) A E L RR-2- L .
D. WsEHEE] 75B Frid B N-IRIEHELE LRI TS EME TS
Frski=4):
'H NMR (CDCl,, 400 MHz) § 0.97 (t, 6H), 1.58
(m,2H), 1.70 (m,2H), 4.00 (m,1H), 5.20 (d,1H), 7.30 (s, 2H), 7.50 (s,1H); MS(CI) 422.

LHEBI 76 :
6-8-5-(2,4- “FFKE)-[N-(1-ZE) B E)-3-Q-REEE) it R-2-
[ I: Ar=24-"5%%; R=CH,CH=CH,; R,=-NHCH(CH,CH,),;
Ry= Cl]

25 SEHEBY 75 TSR SR 1C ABRIFEFE G A EWERE LA
Fr sk =4 :

20

'H NMR (CDCl,, 400 MHz) ¢
0.93 (t, 6H), 1.50 — 1.71 (m, 4H), 3.50 (d, 2H), 4.05 (m, 1H), 4.55 (d, 1H), 5.22 (m, 2H), 5.92
(m, 1H), 7.34 (m, 2H), 7.48 (m, 1H); MS(CI) 384. '
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S 77

6-8-5-(2,4- —FEH)-3- 7.5 [N-(1-Z.F) N E L BR-2- I

(1 Ar=2,4-"& %%, R;= CH;CH,R,= -NHCH(CH,CH;);; Rs=Cl]

ST 75 TR R SEHEG] 1C ABRIFEFE A SRR B4 o B

s k)
'H NMR (CDCl,, 400 MHz)

5 0.96 (t, 6H), 1.30 (t, 3H), 1.56 (m, 2H), 1.70 (m, 2H), 2.65 (t, 2H), 4.08 (m, 1H), 4.35 (d, 1H),
7.32 (d, 1H), 7.33 (s, H), 7.48 (d, 1H); MS (CT) 372.

L f 78
5-(2,4- K H)-6- Z.F-[N-(1- Z.F) HEE| it Bg-2- %
[ 1: Ar=2,4-—5F%; R=H; R;=-NHCH(CH,CHs),; Rs= CH,CH]
10 A. SZHEB 75A TS 6-8-[N-(1- Z.25) A EE it e -2- i 5 e pt 61 21
(7 R E R N T8 6-ZF-[N-(1- 2 &) R E At ER-2- 4 .
B. 4Rk ScHEf] 75B K 75C Bk RFRF UL 2,4- Z R EMRRRIR L
FiE& LR, BERENEY:
'"H NMR (CDCl,, 400 MHz) § 0.97 (t, 6H), 1.13 (t,3H), 1.56 (m,2H), 1.65
(m,2H), 2.45 (m,2H), 3.72 (m,1H), 4.45 (d,1H), 7.25 (d, 1H), 7.30 (dd,1H), 7.48 (d,1H), 7.74
(s,1H); MS(CI) 338.
15 SCHES 79
3-1R-5-(2,4- ZE FEH)-6- ZF-[N-(1-Z. ) W F )itk R-2-
[ I: Ar = 2,4- "5 %%, R;=Br; R,= -NHCH(CH,CHs),; R;=CH,CH;]
N sE ) 75B WAL HED] 78 PRI BIbR L&Y
'H NMR (CDCl,, 400 MHz) § 0.97 (t, 6H), 1.14 (t, 3H), 1.56 (m, 2H), 1.65 (m, 2H), 2.45 (m,
2H), 4.02 (m, 1H), 5.00 (d, 1H), 7.25 (d, 1H), 7.30 (dd, 1H), 7.46 (d, 1H); MS (CI) 416.
20 %V Rz 80 & 82 AIKSEME 79 FTid i — ARAZ A AR XS RL
B7E R P BT 7R A7
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xV
HN Ny
)
X7 N
Cl cl
LR | X ] 1H NMR MS (CI) ZH
0.96 (t, 6H), 1.13 (t, 3H), 1.50 - 1.72 (m, 4H), 3 H6-ZE N
SelectFluor 35 .
80 F (Ti) 2.42 (m 2H), 4.05 (m, 1H), 4.60 (d, 1H), 7.24 6 | ZAE)54-=
, SR ULER-2- B
B (d, 1H), 7.30 (dd, 1H), 7.48 (d, 1H).
0.97 (t, 6H), 1.14 (t, 3H), 1.55 (m, 2H), 1.70 (m,
~ 3-%-6-Z.F-N-(1-
81 c1 N aﬂﬁ;ﬁmm 2H), 2.46 (m, 2H), 4.05 (m, 1H), 4.93 (d, 1H), 372 | 2y
7.24 (d, 1H), 7.30 (dd, 1H), 7.47 (d, 1H). SO 2R 2- B
)} ]
0.97 (t, 6H), 1.14 (t, 3H), 1.55 (m, 2H), 1.68 (m,
N-BRERHIEE | 2H), 2.43 (m, 2H), 4.00 (m, 1H), 4.95 (d, 1H 386 ZEN(-
82 I T 243 (m, 2H), 4.00 (m, 1H), 4.95 (d, 1H), 164 | ZRE)S-24-= |
N 7.24'(d, 1H), 7.30 (dd, 1H), 7.46 (d, 1H). T R-2-
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L5 83

5-(2,4- K E)-6- . E-[N-(1-Z.2) R |- F A E M EE-2-f&

[ I: Ar = 2,4- "% 3%, R,= OCH;; R, = -NHCH(CH,CH;),; R; =
CH,CHs,]

5 TRINSERER 79 FrB R 3-1R-6-2.%-5-(2,4- —F K EH)-N-(1-2F)F

EEE-2-FZZE IN FEALBITE N-F EEnt g e B ¥ . 72 70°Cin#vR

Y 6 /NI EREERE R LIKFRE, LA 20%EtOAc 7E ke T A RUR M

BEY . IBREFERY LKL, TRERY). . EETSTERERK

£ S ACEREAT AR R &4

'H NMR (CDCl,, 400 MHz) & 0.97 (t, 6H), 1.12 (t,3H), 1.56 (m,
2H), 1.65 (m, 2H), 2.40 (q, 2H), 3.92 (s, 3H), 4.04 (m, 1H), 4.82 (d, 1H), 7.28 (m, 2H), 7.48 (d,
1H); MS(CI) 368.

SEHE] 84 -

5-2,4-Z R A E)-3- L F-6- F E-[N-(1- 2 ) W) E-2-

[ I: Ar = 2,4- “ & 3%, R,= CH,CH;; R,= -NHCH (CH,CHj,),; Rs= CH;]
A: TEZEE TFRML3-BUZ KB R H] = FEAD(540 BT)E 2-(3-

15 JREE)-6-FALME4.26 7T; 21.3 ZE/R)(FESEH) 75 3R18)7E THF (30
ZFREW. 10 4505, 76 0°C SN FERILEG.OM = ZB,
15.7 ). EEEHBEREY 1 DNiT. BBECEBREINTEK
BB LB IR . IREENDETRORERM). TuE, Heqs L
ITEEIETM SR B BRI K P 41(98%) .«

20 B: ff_LIRTMAER U760 BEFHKIEWAEIZE 0°C, LAESSHs 0 N-
RIFFAB AL (3.8 52). WANJE, H—SHAREY | A BEE AR
2ER. REEETTREREDE/MR, UCkle, JE, U
ORI RIR G IR R AE Z E MR (8% LB ZERTE Tl P IR IR)IH#AT
BIBETS 5-1R-[N-(1- ZE) R E]-6- F 2t E-2-£(92%).

25 C: TEERHH EIRIBI(1.2 785 4.65 ZBE/R) K IU(Z B H(0)(4
FEIRY%)E L. —BE —HEk(60 ZFHFNREEER 15 474, RBMKFFEM
2,4-“REWER(.3 7, 7 ZER)REKBRM/KERQ.0M, 12ZH). &£
75 CHHVE S FRFE 1.5 N6, REBLL0.IN SELBHRBERLL1: 1
Cht-ZBENBEIR. BEERYZTROIRY). . RKEREZ

10
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10

15

20

25

SAEER@: 1 Bk-EOAc#TEIIETM B E AR 5-24-28F
3)-6- B EE-[N-(1- Z.5) A EE LR -2-F%(1.46 72, 97%):
1H NMR (CDCI3, 400 MHz) § 0.97 (t,6H), 1.54(m,2H), 1.67(m,2H), 2.22(s,3H), 3.65(m,1H),
4.50(br, 1H), 7.27(d,1H), 7.31(dd,1H), 7.48(d,1H), 7.76(s, 1 H).
D: {F FiRim(1.27 7, 3.92 ZER)ERG @0 EMKERAANE
0°C, LIEAHvRin N-RIEH THK(770 &), WG, MEReY
1 DEHHMEFRER EEE. REERT FIREREEYE /PR, Dok
WEE, T8, ULOhEE RIRE I R AN ER(G% LR LB T
B YR T B TTE 3-1R-5-(2,4- ZE F3)-6-F 2-[N-(1-2F)A
FnteEE-2-f%(1.56 3T, 98%).
E: EEETHEE 3-]K-5-2,4- 28 FEE)-6-F H-[N-(1- LF) A E]
ML IE-2-F%(960 2232, 2.38 ZEEE/R) R (= R B H(0)(4 BE/RY%)E L —FF
THES EFHRIBSEE 15 44, RFKFRNZ5EMEE.0 )
REREAKER(1.0M, 8.5 ZF). 7 7S CHHAREYFHHE 12 i,
RIELL0.IN EEMNPBRBERU 1. 1 ChR-OBERBER. BEERY
ZTIRERER. T, WY R ZENEER(10: 1 ThE-EtOAC)HAT
B ETE R EHRIREL & Y460 Z5T, 55%):
1H NMR (CDCI3, 400 MHz) & 0.95 (t, 6H), 1.28(t, 3H), 1.54(m, 2H), 1.67(m, 2H),
2.20(s, 3H), 2.65(q, 2H), 4.13(m, 2H), 7.27(d, 1H), 7.31(d, 1H), 7.48(s, 1H).LC-MS: 352
(M+1).
SCHf 84a
5-2,4- S FH)-3- 7.8 H-6- 2. F-[N-(1- Z.5) W ZE| L R-2-
[R I: Ar=24-"%8 %%, R=0CH,CH;; R,=-NHCH (CH,CHs),; Rs=
CH,CHs]
s 83 MRS Z AL R N TSR AL &
'"HNMR (CDCl,, 400 MHz)) § 0.95 (t, 6H), 1.10 (t, 3H), 1.37 (t, 3H), 1.55 (m, 2H), 1.68 (m, 2H),
2.36 (m, 2H), 4.05 (m, 1H), 4.33 (q, 2H), 4.81 (d, 1H), 7.24 (d, 1H), 7.26 (dd, 1H), 7.46 (d, 1H),
MS(CI) 382.
SEHf5 85
5-(2,4- ZE K H)-6- 2 - [N-(1- Z.5) A F | -3- FF ZEnfh R -2- i
[R [: Ar = 2,4- Z & # %, R;= CH;; R,= -NHCH(CH,CHjy),; Ry= CH,CH;]
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15

20

25

18 Bl 79 1 3-18-5-(2,4- 8 FHE)-6-ZFE-[N-(1-ZE)HHE]
AtRE-2- B ARIE SEHE G 21 M RIAE P A R IR B W AR &)
'H NMR (CDCl,, 400 MHz) § 0.97 (t, 6H),
1.12 (t, 3H), 1.56 (m, 2H), 1.65 (m, 2H), 2.35 (s, 3H), 2.42 (m, 2H), 4.04 (m, 2H), 7.25 (d, 1H),
7.29 (dd, 1H), 7.46 (d, 1H); MS (CI) 352.
SEHE ) 86
3-1R-5-(2,4- ZEFH)-[N-(1- Z.5) ] -6- P b e -2- %
[ I: Ar=24-"&F%; R=Br; Ry=-NHCH(CH,CH;),; Rs= OCH;]
18 B LB 75C B 6-8-5-(2,4- —FEE)-[N-(1- L) E itk R -2-
FEARYESEHER 83 FHRFRF(FH FRERMBEREIA 5-Q2,4-Z &K E)-6-
R ZE-[N-(1- 2 N E M E-2-%, H#t—PRI\ELHES 79 HEAEF
A AR B
'"H NMR (CDCl,, 400
MHz) & 0.97 (t, 6H), 1.60 (m, 2H), 1.70 (m, 2H), 3.89 (s, 3H), 3.92 (m, 1H), 4.98 (d, 1H), 7.27
(dd, 1H), 7.34 (d, 1H), 7.44 (d, 1H); MS (CI) 418.
L] 86a
5-(2,4- I E)-[N-(1-Z.5) F &) -3,6- — F A Fnb e 2-f%
[ I Ar=24-—“8F%; R=R;=0CH;; R,=-NHCH (CH,CH;),]
NINFEMG.0 ZER)E 3-1R-5-(2,4-ZF K E)-[N-(1-2F)A
H)-6- A MR- 2-1£(0.8 ZEEIR, 18 B SLHf 86)7E 1-FFH-2-Rt Mg ke
BR(S Z2FH)HIER . IAETRREYZE 80 CHET 3 K. RFREWLIK
PR R ZERER . BEZEIRY LUK G BRI R R T
BERBRE, M SRR (U 3% EtOAC 78 St ¥ER)
1% 1% 3 I RAR A & H(65% 7= 2E).
'H NMR (CDCl,, 400 MHz) & 0.97 (t, 6H), 1.56 (m, 2H), 1.68 (m,
2H), 3.86 (s, 3H), 3.94 (s,3H), 3.95(m, 1H), 4.82 (d, 1H), 7.27 (dd, 1H), 7.40 (d, 1H), 7.44 (d,
1H). MS (CI) 370.
S HtEf5 86b |
3-Z5-5-(2,4- Z & FEH)-[N-(1- ZF) R K )-6- B A FEM E-2-f%
(& I: Ar = 24- & ¥ %E; R= CH,CHs; R; = OCH;; Ry=
-NHCH(CH,CHj),]
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A: EEETHRINFEAEFBET RERG.0M, 10 EH)E 2-3-
LEE)-6-FME(3.3 78, 16.5 BEE/R)(TEE R 75 FIRG)FE 1-FH-2-
LR AR(15 BEFDRIER . INAFTEERE S0°CH 20 /M, REHER
K EFEINKP LU LK LB/ Tl DERHK. BEERYET

s RERERY). T8, WG FOHTEIEEM AR BEEER N-(1-28)R/
#=-6- S FtBR-2-1£(98%).

B: EARBEMATER (60 BF)MEBA HZE 0°CFHLAERR4 ik in N-
RIFHBEEREG.0 ). WG, #—SHEEY 1 /T EFEEER
ZER. AFREYU SR LEHE, DT NaHCOs. /K. EhKBE%

10 KT, S8, WREEBEIEZEMERCETR/CHR 1: 1 5ER)E
TERIEEMARGHR 3-B-[N-(1-Z2) A HE]-6- F A b -2- &

(35%).
'H NMR (CDCL,,
400 MHz) 5 0.93 (t, 6H), 1.56 (m, 2H), 1.66 (m, 2H), 3.87 (s, 3H), 3.92(m, 1H), 4.85 (d, 1H),
7.18 (s, 1H).

C: WI[L3-X(ZEBHRHF]—FHEADN(125 ZEFR)E LR 3-%
15 -[N-(1-ZZ)AE])-6-FEFEME-2-0%(1.27 72, 4.63 ZEE/R)E THF(30
ZEFITE . 10 20515, 75 0°C LS in F R4 (1.0M 7 THF ¥,
9.7 BF). EEBEKHEEY | /DI B BFEEHEREINEEKE
WAL Z BRI IR . IR A DL TIRERER) . U8, R4 KT
B 1515 (2.5%MeOH/CH,CL) T 13k B MU IR Tk =4 3-Z&-[N-(1-Z

20 F)AE]-6-FEEMEE-2-F5(55%)

D: f#_EiR(0.55 7, 2.46 ZER)VER(10 ZF)MBRAHNE
0°CHF LA 7SN N-IRIEIABE W f& (445 BER). WG, H— P
BEY30 08 FHEREZER. REEETTREREYET, &
£ ZFARER (5% LB LB FE Dt P e i) T BIgETE S-R-3-2%

25 -6-FREFE-[N-(1-ZE) R ZE M E-2-FZ(85%).

E: ZEEBHALRRUS(100 25, 033 ZER)LRIN(ZEE)
H0)(5 BIRY%)EL B ZREQ EFNMIREGER 15 24, FIRFHR
i 2,4- —FEPARR (95 Z50) KB BREKEB(1.0M, 0.75 ZF). 7 75
CIHEESPHHE 15 PE, RGLUKFEBEREU 1 1 k- ZBEER
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k. BEXERYZTRERM). T8, R4 RE_FMHERG%HL
BZEBEECRP)BTaEETEEAMRIFELED2] BR,
99%):
1H NMR (CDCI3, 400 MHz) 6 0.97 (t,6H), 1.27(t,3H), 1.56(m,2H), 1.70(m,2H),
2.62(q,2H), 3.85(s,3H), 4.00(m, 1H), 4.18 (d,1H), 7.28(d,1H), 7.38(d,1H), 7.44(s,1 H). MS: 368
5 & VI L] 86C 2 86D AKX 86b ERSL ] 86e FTidH]
— AR 5 B 3R P B AE XS B R 2R R 1 &
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S5 86F
3-Z.5-5-2- FEE4-ZFH FEERE)-[N-(1- 2. F) R E]-6- FE Fnik

BR-2-1%

2oy ey Y
c J@
F[Nj _f:z. HN INj N8BS HN._ N OCFq g
z Pd(0) —
. N N (LN Br Pd( N I|

OCFg

HN N, HN N Cl

m-CPBA \I OPCly NaOMe HN N _OMe
/
OCF, MeO OCF,

5 A. (1-ZE-WE)-3-Z.FE-nE-2-7)-FE. EEAET, 4% 2-<§’L-3-
ZE-MEEE(1.4 T8, 10 ZEE/R). Pdy(dba);(229 =5, 0.25 ZEER)K
P(t-Bu)3(100 7, 0.4 ZEE/R)BEFRE(S ZF)HEZEBHREE 30 78,
Wi 1-Z&-RE0.75 ZF, 15 Z2E/R) K KOt-Bu(1M £ THF #, 15
ZER, 15ZEFH), RESSTHRAZFEEEBR 90 78 . FRNESY

10 XBEER, UIBFHE(00 ZH) K LLEKER(Gx100 ZF1). Bl MgSO,
T, ERUETRRERNTSREH. REEEE100% IR 20%
LR ZBE1E e )RR (710 &5, 37%)-

H-1 NMR (CDCl,, 300 MHz): 7.84 (1H, d,
J=8.1Hz), 7.68 (1H, d, J=9Hz), 4.15 (br, 1H), 4.05 (quint, 1H), 2.6 (2H, q, J=7.4Hz), 1.4-1.6 (m,
4H), 1.32 (t, 3H, J=7.4Hz), 0.95 (t, 6H, J=7.4Hz).

OCF,

MS: 194(M+1, IEEHE 192(M-1, fH#E),

15 B. (5-1R-3-Z.F=-MLHE-2-25)-(1- L 2E- TR 25)- i . 058 1 K= 4(650
ET, 3.4 ZER)BERNQ ZF)HEEERL N-IRHEHELI (600
25, 3.5 ZERLE. 5 o8)E, BEPLUEN(00 BFHRE, F
U UL ER /K BEIR (3100 ZFF), Z£T1#(MgS0,), THERIERETH
BRI IR (5-18-3-ZFE-ALE-2-55)-(1- Z2£- TN E)-FE (700 5T, 77%)s
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H-1 NMR (CDCl,, 400 MHz): 7.94 (1H, s), 4.1 (br, 1H), 3.95
(quint, 1H), 2.60 (2H, q, I=7.4Hz), 1.4-1.6 (m, 4H), 1.32 (t, 3H, J=7.4Hz), 0.95 (t, 6H, J=7.4Hz).

MS: 274.1(M+1, E&)K 2703M-1, fHE),
C. [3-ZF-5-(2- FE F-4- = i 25K 28 )-Mb g -2- 2K - (1- 2. -/
). EEHESD, £ 0CHETMIER 2 Mr=¥)(700 Z3T, 2.6
5 BENR), -FEEA=ZFFEEMRAOO B, 42 BEERK
Pd(PPh;)4(100 ZT2)FEFZE(10 ZF). LEE0.5 ZFH) X K,CO; KW
M, 5 ZF)FANEED 16 /i, IBEYUL R Z BT, BHES
LA NaOH(2M, 50 ZF) K /K (3x50 ZF)BEH, TIEMgS0)iTIE, &
ERETBREN. REGIEEI0%THRE 4% 2B ZEECKT)
10 RAEPIRETK=41(850 B 5, 85%)-
H-1 NMR (CDCl,, 300 MHz): 8.53 (1H, s), 7.91 (1H,
d, J=8.8Hz), 6.93 (1H, d, J=8.8 Hz), 6.80 (s, 1H), 4.18 (1H, d, J=8.2Hz), 4.10 (quint, 1H,
J=5.8Hz), 3.88 (3H, s), 2.6 (2H, q, J=7.4Hz), 1.4-1.6 (m, 4H), 1.37 (t, 3H, J=7.4Hz), 0.95 (t, 6H,
J=7.4Hz).
MS: 384.3(M+1, E&NK 382.2(M-1, f#),
D. [3-Z8-5-Q2- FEE-4- S 5 P A - F 5 )-4- S -nLBE-2-25)-(1-
LE-FE)-E. [F7EL% 3 MEEMEG70 Z5T, 0.97 ZE/R)EE
15 “REH(QS EHHAEZRIE-FIERERGB4 B, 1.3cq)EE4
3N E, RELLZEF LGS0 ZFHMBEMZL L, L1 2M NaOH(25
B R EK(Gx50 ZBF)BEER. BEVEBRTHEMgS0,), T KER
ETERER. BRYUGSIELEREEEMANL, Ul 30%Z8 LE57E
Ol veiR, RABFK=D(SS 257, 14%).
NMR (CDCl,, 400 MHz) H-1: 7.86 (1H, s), 7.38
(1H, d, J=8.4Hz), 6.89 (1H, d, J=7.2 Hz), 6.81 (s, 1H), 4.21 (1H, d, J=8.0Hz), 4.08 (quint, 1H,
=6.0Hz), 3.81 (3H, s), 2.9 (2H, q, J=7.6Hz), 1.5-1.75 (m, 4H), 1.23 (t, 3H, J=7.2Hz), 0.96 (t,
6H, J=7.6Hz). C-13:158.96, 154.43, 150.64, 142.56, 132.86, 132.47, 131.32, 119.15, 112.22,
104.58, 104.58, 56.01, 53.35, 26.96, 17.89, 10.04, 8.86. F-19 NMR: -58.04 (s).

(MS: 4003(M+1, IE&)K3983(M-1, FE),
E. [6-R-3-2%-5-2-REAE-4-ZF FEE-FHE)-ME-2-2]-(1-2

20
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B_RE)-FR. B 4 iR N-EAL(40 ZE3E, 0.1 EER)ETE OPCly(L.5
ZFHFHAE 80°Chnt 16 /i, AHEERRE, RNMEESYILLLE(100
ZFHFABE KL NaOH(2M, 25 ZEF)KEK(Ex50 ZH)BEHR, T4
(MgSO0,), 1T KAERE T ZEREFILABHTRAMERE0 =5, 96%).
NMR (CDCl,, 400 MHz) H-1: 7.32 (1H, d, J=8.4Hz), 6.89 (1H, d,
J=7.2 Hz), 6.80 (s, 1H), 4.26 (1H, d, J=8.4Hz), 4.07 (quint, 1H, J=5.6Hz), 3.82 (3H, s), 2.64 (2H,
q, J=7.6Hz), 1.5-1.75 (m, 4H), 1.29 (t, 3H, J=7.6Hz), 0.96 (t, 6H, J=7.2Hz). C-13:158.20,
150.91, 150.14, 143.80, 140.95, 134.30, 131.94, 126.07, 112.44, 104.58, 55.78, 53.01, 26.81,
25.75, 10.80, 10.02. F-19 NMR: -58.03 (s).
(MS: 418.2(M+1, EEHK 416.2(M-1, HE),

F. 3-E-6-REE-5-Q-FEEA4ZRPEAE-FHE)-MB-2-
H)-(1-Z8-FE)-f. EEHEF, FPR 5 HFEAMEG ZX)BHE
DMF(2 ZFH) R TE 80°C LI EAH(100 Z T 120 PEf. RNES
10 YILLZEEGG0 EFHFER KUK BRY UG REE R

(15% 2.8 Z.BE7E T ) LUFE £ [3- 22 -6- F A E-5-Q-FEE-4- =R

B -2 20 ) - R -2- 5 )-(1- 2 - TR )-F(10 238, 33%), LIESEH

L tle & NMR #iR.

LRI 87
15 6-5-[N-(1-Z. )R] -3- F E E-5-2,4- H R )L BR-2- B

[ : Ar=24-"8#F%; R;=0CH;; Ry=-NHCH(CH,CH;),; R;=Cl]

A. Y18 8 ST 75B BIIR =) 3-1R-6-8-[N-(1-Z.E) A Z LR -2-

f(0.50 32, 1.8 ZEE/R)7E DMF(2 Z2FHMIE N ZE FEMH(LL 90 BT

4B RS %; 3.9 ZE/R)fE DMFG 2B . X
20 HEHIRAYER, REGNENEKEREL - OBERPAIR. &’
SHBMYL TR, T, AES TIREREZSENERHETE
VLTS 6-5-3- A B [N-(1-Z.5) A i E-2-f% (410 & F).

B. ARIESLHG] 79 B FRE IR LR R R — P RE LRI 1C
FAHE §) Suzuki B EREFERUAFBILED):

'H NMR (CDCl,, 400 MHz) § 0.95 (t, 6H), 1.5 - 1.7 (m, 4H), 2.15 (s, 3H),
3.8 (s, 3H), 3.85 (s, 3H), 3.95 (s, 3H), 4.0 (m, 1H), 4.8 (br d, 1H), 6.55 (s, H), 6.55(d, 1H), 7.3
55 (d, 1H).
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Kt 5] 88
5-(2,4- —FEE)-[N-(1-ZF) R E]-3- FE E-6- F EMbE-2-f%
[ 1: Ar=24-"F&%H; R;= OCH;; R;=-NHCH (CH,CH;),; R; = CH;]
A. WRIELHEG] 85 MHRIEFHIF B LG 87A B 6-F-3-F&EE
5 -IN-(1-Z&E)NEMEE-2-FEF A 6-FENTEY RABIE LS 79 4
FIFEFri— B RIET .
B. RIELHEY] 1C FHREFEL LRFTE S-RME DR B &
).
'"H NMR (CDCl,, 400 MHz) § 0.95 (t, 6H), 1.5 - 1.7
(m, 4H), 2.15 (s, 3H), 3.9 (s, 3H), 4.05 (m, 1H), 4.8 (br d, 1H), 7.3 (s, 2H), 7.45 (s, 1H); MS (CI)
356.
10 LR 89 2 90 AR SCHER 88 Frid — 2Tl .
SEHtEf 89 | ‘ '
[N-(1-Z.E) R £ -3- R HE-5-2,4- — FHE R K ED)-6- B HntEE-2- i
[RI: Ar=24-"&#* %, R,=0CHs; R, =-NHCH(CH,CH;),; Rs= CH;]
'H NMR (CDCl,, 400 MHz): & 0.95 (t, 6H), 1.5 - 1.7 (m, 4H), 2.15 (s, 3H), 3.8 (s, 3H), 3.85 (s,
3H), 3.95 (s, 3H), 4.0 (m, 1H), 4.7 (br d, 1H), 6.5 (s, 1H), 6.55 (d, 1H), 7.2 (d, 1H); MS (CI) 346.

1s SCHEf 90
[N-(1- Z25) B #£]-3- P E ZE-5-(4- F g - 2- B A E)-6- FEM R -2-f&
(AL Ar=2-FE4-BEHEEFE; R=0CH;; R,=-NHCH(CH,CH,),;
R; = CHs]
"H NMR (CDCl,, 400 MHz): § 0.95 (t, 6H), 1.5 - 1.7 (m, 4H), 2.15 (s, 3H), 2.2 (s, 3H),
3.8 (s, 3H), 3.9 (s, 3H), 4.0 (m, 1H), 4.7 (br d, 1H), 6.75 (d, 1H), 6.8 (s, 1H), 7.15 (d, 1H); MS
(CI) 330.

20 SEHEf 91
{4-[6-ZE-5-(ZEFALE)-3-FAEMBE2- K 3-FREREE =R
g
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Cl PMBNH OMe PMBNH

Cl\i:lj/ ., \E:TCI MPEMBNH\[:N]/ . \iq\”/:owte

N N™ Br

PMBNH /N OMe

B(OH),
/(:[ PMBNH OMe
F4CO \[ |
MeO OCF;,
PMBNH /N OMe

H,N /N
PA/C, H, ;
/\B(OH)2
OCF, OCF,

OMe
NaO
NaNOz

CuBr
_OCF;4
OCF4

AN 4-FE EAZ(68.6 7T, 0.5 BER)EHEE CF'H’J 2,6- &Ntk
BE(25 32, 0.167 FBE/R) R ZEE(120 ZEF)MIHBER . AR EWE 115
CHi 12 /MEF3EA 1. L ER AEEARERIER. BRVUEEL
s BZESHKFELL 2M SEALE. K REMBKERESE. A%
1R (B EREE) T U8 R R R T A A EERR I (6-FtE-2-2)[(4- FAEF
F)FEIFE(35.5 7).
B. ¥ENEE4L4E(7.50 FT, 125.0 ZEEE/R)ZE (6-FMLIE-2-25)[(4-F &
BB FE (5.0 T2, 20.0 ZE/R)E DMF(30 EFHRIBEHER. &
10 FEIRETIMHGESY 12 /N, BHEIRIEZE ZBS(100 ZF)AK(100 %2
HiEsHE. BESE, BYELIKGx100 Z2F)5EE. BeXBMET
REREEE). T RELRTEEGEKRI[(4-FREEE)FE]6-F
S FEMLE-2-FE) % (4.65 TT).
C. [(4-FHEEFE)FE)(6- FEEME-2-F)K(2.45 7, 10.0 BE
15 JR)EEAN(S0 ZEFHEMBEIE 0°C, LA HhS 0 N-IRFEFH B A% (1.8
7, 100 ZE/R). TG, #—SHEREEY | MEFERREEZE
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. IR S LA B ESK R . EARUKERGER, TRERE).
TIERER. BRAYIMSGEREEAN, Bl 20% LB TR T
1B(5-1R-6- G HEAEE-2-F)[(4-FEERE) FEIKZ(.1 7).
D. Z&HNIO(ZFBHE0)(100 ZI) KRR (2.0M, 2.0 ZF)E(5-
5 JR-6-FE ML ER-2-F)[(4-FF A A E) F A1 (0.80 Tu, 2.50 ZEE/R)K
-BEEE A =FREEFEWRRQ.7S =, 7.5 BER)EFERQS ZHHH
REEWE. IMPEESYE 85 CH 8 /MiT, BHIZER, U 2.0M EE
WHHRBRLL 1. 1 O ZBERFR. BRAERYTRGEGR).
T RIRYE . R UPEE LR, L 60% It BRI T
10 B{6-FEE-S-R-FEEA4-CRFER)ETEME-2-E}HE-FEESX
F)FEIRE (967 ZT).
E. {6-BEE-5-R-FEEA-CHRIAEE)FEME-2-EHE-FE
FRE)FHEIEEB70 2R, 2.0 ZER)ERVI(10 ZFRIERKHZE 0
T, PAERArHbVSIN N-IRIEIH  TEAE(356 =3, 2.0 ZFER). H)E,
15 H—SHHBESY | D HFEEEEZEEER. BEWLIEMREREMN
KB PR BES, THRERS). TERERMABEARSF
PRE {3-18-6- FF A2 -5-[2- FF AL -4- (SR R L0 R B DO R -2- 2 1 [ (4- FF
HERE)FHZ(920 ER).
F. il (ZZBHHE0)(50 ZET) KR EF(2.0M, 1.0 &F)E{3-
20 R-6-FEE-S-R-FEEACHRFEE)FEME-2-EHE-FEESE
FE)FHEWEG14 ZER, 1.0 ZER)KZEMERQ219 2R, 3.0 BER)E
B3R BTN BT . MBVBEWE 85°Cl1 8 /Nif, RAEZER,
DL2.0M S8 BELLL 1. | CR-ZBERRBK. BRESERYT
BRERBREN) . LIRS, A UREEEELAL, U 20%LBED
25 LERULERME (3-2%-6-FEE-S-R-FEEA-CEHRFEE)FE] M
22 [(4-FREEFE)FEKMA30 BR).
G. ZRSAETHRMN IM H#REZEFS Q2 Z2H)K 10%EEKR L
(40 BR)E (3-Z5-6-FEE-S-R-FEEA4-CRFEE)EE] ML
2-FEM@-FEEFE)FREIZALS R, 025 Z2ER)EFEQG &)
30 o IATM EHIREY) 18 /MY, BREFE LI IERERME 3-47-6-
FREE-5-[2-FAE-4-(ZRFEE)FE] ME-2-EZB0 ER).
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H. 7 OCHINEEERAI(21 ZR, 0.3 ZEE/R)EK( EF)FIER
E 3ZE-6-RERE-S-R-BEEACRFERE)EE] MBR-2-EHEB6
2T, 025 ZER)E 48%RILE (0.3 ZF)MIBEER. 1.5 ME/E,
INRAGER (43 BT, 0.3 Z2ER)EMBIREMNZ 70°CH 1 /MEf. IBRE
s PRHAEZEELUCBER. YL TERGIERMN). LIRSS
[4-(5-1R-6-Z. B -3-F E L 2- ) 3- A A X E X =R FIR(T6 =
56)o
I "IN 60%EALEN(12 &5, 0.3 ZE/R)ZE 3-KEEG8 7, 1 =
JE/R)EE THF(1 ZFHHITREER, 0.5 /NI ERIN[4-(5-1R-6-Z.%=-3-F
10 FEMEE-2-E)3-FEEFRER=ZFFKEG B%, 0.1 ZE/R). Nk
BEYZE S0°CH 12 /N, BHEI RIEZBR Z B 5/KIA 4 B . EHLE LUK,
EKBER, TIRERERS), TIEAKRYE. BRRYLIHIZER TLC 4k,
PL 50% ZBEFE et P UEIR T 15 L B PR B {(4-[6- ZF-5-(ZERWE
£)-3-FEEME-2-F)3-FHREREE =FF (19 Z5).
' NMR
(CDCL3, 400 MHz) 0.98 (t, 6H), 1.22 (t, 3H), 1.78 (m, 4H) 2.80 (q, 2H), 3.80 (s, 3H), 3.88 (s,
15 3H), 5.05 (quintet, 1H), 6.8 (s, 1H), 6.90 (d, 1H), 7.37 (d, 1H); MS 345 (M+1).

LLRAE Bk 77 i 4 B 4 B KBS ML & 7R FESR VI

96



01805131. 6 o P ZE84/145T

R VIiII
Rz I Nt[R;;
R N/ Ar
1
wWey ' 5 IMR32
Ar R
G2 ' R | g =5
2,4,6-= 3-ILE XhE 3,6-= B ZE-N-(1- 2 Z)-5-(2,4,6-
91 C C 40nM
2 gz | P ome | P | | cermuman
2,4-—& - STHE 3-#R-6-F-N-(1-ZFH #)-5-2,4-=
916 s | 5| g | O w1 | B s
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SE M5 92
2 R [3- 2 2-5-(2- R A B4 5 B AL -3 0 ) -6- PP R R T A i -
2-3]-(1-Z T )

. .

HN._N__Cl HN___N._SMe

’d ’d
\/\[ | MeSNa, DMF \I |
N NS
N: /j:j N: /I)
MeO OCF, MeO OCF,

5 BEE AL 86e P& B M[6-R-3-2%-5-Q-FEE-4-=ZFHF
- F)- MR -2-2E]-(1- 2 2- A 3)- 2 (100 Z5T). NaSMe(200 Z50)-
THF(5 Z7)K& DMF( ZF)EREFFRE O-HHWEHAET. 7£ 80
COHEEE) PR EY 72 /M. HIBEYILL LB ZEE40 ZH) &K
(40 ZETFHFRE, FHUELLEIKYERR(3x100 Z&FF). THEMeSO,). HIE

10 RERETEREFE, UH&EEREAEE(10%EOAC 7Tkt T)7r
B EHMRRE S . FEER 50 EFL(49%).
NMR (CDCl,;, 400 MHz) H-1: 7.32 (1H, d, J=8.4Hz), 6.88 (1H, m),
6.78 (s, 1H), 4.18 (1H, d), 4.07 (m, 1H), 3.78 (3H, s), 2.64 (2H, q), 2,24 (s, 3H), 1.5-1.75 (m,‘
4H), 1.25 (t, 3H), 0.96 (t, 6H).

MS: 430.2(M+1, IE&R)K 428.4M-1, HiZY),

L] 93
15 2-8 T HEBEEBE-5-24- R E-FEE)-3,6- — ZE-MtEE

N \H \/’
K
| S N
\N:E;\ SH = \”/\
MeO OMe

NaH, DMF TN

i
Meo/\/\OMe

VRN NaH(60 252, 1.5 ZB/R, 60%EN M) E T ki-2-BRE£(170
W, 1.5 ZEEIR)TE THE(S ZFHSEEF . 10 4485, #inE B b
45 B A-C 1 2-8-5-(2,4- Z HEF-FF)-3,6- — L E-MER(100 3¢,
20 0.33 ZFEE/R)TE THE(1 ZF), RIE 80°CGHEE)IMAEEY 16 /T,
HWFERE, %R SR CHR)RAZHBRITENLE(60 =
5T, 51%).
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NMR (CDCl,, 400 MHz) H-1: 7.19 (1H, d, J=8.4Hz), 6.58 (1H, dd,
J=2.4, 8.4Hz), 6.60 (s, 1H, J=2.4Hz), 3.99 (sext, 1H, J=6.8Hz), 3.85 (3H, 5), 3.75 (3H, 5), 2.81
(2H, q, J=7.4Hz), 2.58 (2H, br g, J=6.8Hz), 1.6-1.9 (m, 4H), 1.44 (3H, d, J=6.4Hz), 1.28 (1, 3H,
=7.6Hz), 1.19 (3H, t, J=7.6Hz), 1.06 (t, 3H, J=7.2Hz). C-13:161.10, 157.86, 153.49, 151.79,
151.67, 144.47, 131.68, 121.18, 104.78, 98,60, 55.44, 55.33, 40.87, 29.65, 27.54, 27.08, 20.56,
12.43,12.09, 11.51.

MS: 4142(M+1, IEER)K 4122M-1, f).

SERE 93a
2-58 T B -5-2,4- /- H)-3,6- — ZHE-MEEE
5 CAARFEFFE 118 B SEHEf) 49 2] A £ C B 2-8-5-24-—F-F

H)-3,6- 7 E-MEER, WH 2-F T EBEEBRE-S-24-Z8-F
#)-3,6- — LE-MERE
NMR (CDCl,, 400 MHz) H-1: 7.19 (1H, d, J=2.0Hz), 7.26 (1H, dd,
J=2.0, 8.0Hz), 7.18 (1H, d, J=8.0Hz), 3.92 (1H, sext, J=6.8Hz), 2.72 (2H, q, J=7.6Hz), 2.58 (2H,
br), 1.6-1.8 (m, 4H), 1.36 (3H, d, J=6.8Hz), 1.20 (t, 3H, J=7.6Hz), 1.12 (3H, t, J=7.6Hz), 0.98 (t,
3H, J=7.6Hz). C-13:153.93, 152.40, 152.00, 143.69, 136.46, 134.73, 134.40, 131.94, 129.48,
127.24, 41.01, 29.56, 27.40, 27.10, 20.45, 12.48, 11.86, 11.51.
MS: 369.2(M+1, IEX).
10 SEHEf] 93b
2- B TEBEBE-3-ZE-6- FHE-5-Q-FEAEA-ZRFAE-X
2)-nik e
CAFBUFE B 118 B SEHf] 49 BB A-C 1) 2-1R-3-2.2-6-FEHE
S5-Q-FREEA-SFFEE-FE)-MERLE, mE 2-F-TEBEK
15 -3-ZF-6-FEE-5-Q-FEE4-ZFFEE-FE)-ME,
NMR
(CDCl,, 400 MHz) H-1: 7.37 (1H, d, J=8.4Hz), 6.91 (1H, m), 6.80 (1H, s), 3.94 (3H, s), 3.89
(1H, m), 3.79 (3H, s), 2.78 (2H, q, J=7.6Hz), 1.7-1.9 (m, 4H), 1.46 (3H, d, J=6.8Hz), 1.27 (t, 3H,
J=7.2Hz), 1.07 (3H, t, J=7.2Hz). C-13: 158.43, 155.85, 150.32, 149.90, 146.33, 135.34, 133.73,
131.85, 124.81, 112.66, 104.85, 55.93, 53.57, 41.47, 29.61, 26.83, 20.61, 12.30, 11.54. F-19
NMR: -58.04 (s).
MS: 417.2(M+1, ERY),
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SRS 94
1-[3,6- — 2. 3-5--RE T FynteE-2-H]-2,4- — FEEX

Bra_ N /\E[M] Ny
A - L

N ‘ cat. N

~o o~ ~o o~

Y50 BBN(O-HXUIR[3,3,11E4%)7E THF(0.5M, 6.0 EF, 3.0 ZfE
5 RMBIRE 2-FE-1-THQ10 R, 3.0 ZEE/R)E THF BEHETF.
ZER TERSAE TMPEEY 12 /METFHEH. EXERRING B
SEH] 49 2B A E C 1 1-(5-1]-3,6- — Z. &0 E-2-2)-2, 4- — G HF
(664 Z7, 2.0 ZA/R). [N=ZFEHH0)(50 7)) KIEAH(3.0M,
3.0 ZF, 3.0 ZEE/R). 7E S0°CIMBVESY 12 /METFRE. %N 30%
0 TEHEQ ZFH), HEER 1 MR EUZBERRNMESY . BEE
XETREREREY) LI R IKRYE . R LMREE RS, Ll 40%
ZBRE O P PEIR TS 1-[3,6- 2 F-5-Q-F T E)MtEE-2-%]-2,4-—
FEER(393 ER).
S 95
15 2-2-FEES-ZHRFHERR)-3-2E-6- FEFE-5-(1-Z2EREE)-
nitieg

100



OCF,3

01805131. 6 W B 5 ZE88/145T
PMBHN PMBNH Cl MeO/Q
\[ ]/ NBS _ \[ I B(OH)z

PMBNH.__N HzN\[
ﬂo_. I | OCF, PdC, H, SN | OCF3
N N
B(OH), Mo

o 20
NaNO, \[ ocrs Nao{ O\EN |
2 \N OCF3

PMBNH

CuBr MeO
o
NBS _ I)“ I MeNH, / P’ 0N |
—_———
Br” N OCFs \NI\N OCF,
MeO H

MeO

(6- SRR -2-F6 ) [(4- FF E FE ) F B R LASE 30 91 2R A %
A. (6-FMLEE2-H)[(4-FEERE)FREEARG (@ BF/ZEER
NBS)HIFHRAHIZE 0°C, LAERS HE R N N-BBEFIBE T ME(1.05eq) 4
s REBEASY. TE&FNE, #—SHEBREAY | PRHFEREEESE
. RERESYU ZE PR, UUER NaHCO;. 7K. #hKEEE, R
B R Rt . WRAEER R A — EALEE R AT (B R AL T 15 (5-1R-6-
FlntkhE-2-F)[(4- R EEFE) P E) .
B. ZEEAES, MHSE A M1 HE). 2-FEE-5-=FF
0 EEFEWE(.6 X8)K Pd(PPhy).(0.04 HEVEF K4 ZA/BERD
IE A BIFEH)) CEEQ2 BFHZEER PR A FIF=H) K K,CO3 K (2M,
2 EFHEERSE A FIFEYDRIEESYE 80°CH 16 /MEf. BEVILLL
B Z B R, BHLE4LL NaOHM, 20 Z2F/ZERLE A 1Y)
R EK(x20 ZFH/EERSE A KM, THMgS0s), ik,
15 RIERETBRES. RRydTeliEmEec-Q-FaE-5-=5F
AEFE)-6-FE-2-2)[(4- FEEFE)FE)K.
C. (5-(2-FEH-5- S R P HEFER)-6- ZFEMME-2-B)[(4-FEEE
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)P R EAT AL RG] 1| 25T, A BITVERLGS-Q-FEE-SS-ZRFEER
E)-6- MR- 2-5) [(4- FEEFE) FEREUR 2-5-3,6- — FEMtEm
%
D. (5-Q-FEE-S-ZRFEEFRE)-6-LFEMBE-2-F) KA MLk
s KB 91 ]G AT IELLG-Q-FEE-5-ZRFEREFR)-6-2. 50
E2-F)(@-FREFE)FE IR B-2&E-6-FEE-5-R-FEE
| A-CRFEE)FREME-2-E) (- FEEFE)FEEMH%.
E. 2-R-5-Q-FEE-5S- =R FEEFRE)-6- L EM B nT LIS F] 91
S B H ST IEUG-Q-FEE-5-ZRFEEFR)-6-ZHEME-2-5)

10 FEER(3-ZE-6-FEE-5-R-FEEA- (SR FEE)FHE]MEE-2- %}

R 61 % o

F. 2-(3-JL& ZE)-(5-(2- F & &-5- _‘ﬁﬁﬁ%mg) 6- Z%ﬂtl:ﬂ%—fu
SEREG) 91 PRI B IELL 2-1R-(5-Q-FE E-5- =R FEEFRE)-6-2.%
MBS -2-F)[(4- R F ) FF 2 | IR BUR [4-(5-1R-6- Z 2 -3- R S nt e

15 -2-E)3-HEEFREEI=ZARRMHEE.

G. 2-(3-REFH)-3-1R-5-Q-FEE-S-ZH FREFRE)-6- LKt E
ATARSLHEBIS IR A AR 2-G-IEE)3-R-(5-Q-FEE-5- =7
FH AR JE IR 2E)-6- 2L FE LR B AR (6- ML - 2- 35 [(4- R E R ) F & e
il %

20 H ZEESTFTHRMFER(A2 J28E)E 2-G-LEHE)3-R-5-2-FE
E-S-ZHRFEEFE)-6-ZEMBE( HE). Z(ZTEFERT) ZH0)(2
BEIRY) K 1,1-=  E-2,2- T (Z3RBE)(BINAP)(6 BE/R%)FEZL —BE_H
Br(2.4 Z2FH/ZBEREFROKIBEY), EERMENT TS5 ZE).
70 & 0CHEIREYL 2.5 /N, VLEAEKEEHBELLL 1: 1

5 Ch-ZOBER. BEEBRETEGRY), LI, REREE_

 ECRERCEAT G AT 2-G- R EE)-3-(N- FEEE)-(5-2-FE
E-5- =R FHERE)-6-LEME.

30
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cH, cH, 5-RA-S(=ZFEBE)E
K,) £l R]3-ZEN-(I-Z2ER
NNy ° -6- i 2-
163 N \IN/ #)-6- FE ML EE-2- %
N F
F Fr
CHy  CH, 5-(4-F-2-FEEHE)-3-4
H) o 2 N-(1- 2, 2 P 2 )-6- FF
‘N b FEM 2B
364 I R
\N
CH, : ol
HC cH, 2,5- " FE-3-R-FEE
HI . A(Z W R R E)E
Ny F1-6-(1-RETEE) it
365 | > o i
" AL
CH,
Hy oy 2,5- 0 FE-3-[4- FHEE
&‘\(( 2(ZH B AR E)R
,"\% H1-6-(1-WET £E) it
366 (\(,r g
oy
jL L,
HC CHy 2,5- . 2. %E-3-(4-F.-2-H
WYF £ 6(-HET &
r . J 3) M
367 ;[ :
N
s H,C F
HC cHy 2,5-Z LE-3-2-FEE
W\(f " A (ZEFE)EH]-6-(1-
» LI’];@% R TS W
H,
L/
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369

6-F-5-2-FHEE4- =5
REHE)ZEE] mtE-2-f&

370

2-24- — B & E X
3)-3,6- . F-5-(2-FE
TH) nites

371

2-(2- & 4- 7 & E ¥
%)-3,6- — L E-5-(1- 2%
TEE) At

372

2-Q-F-4-FHRHEEXR
#)-3,6- 2 F-5-(1- 2%
TEE) it

373

2-(4- T & E 2- ' F
#)-3,6-—2FE-5-(1- 2%
TEE) e

374

2-[2-F-4-(A R EEE)
FH1-3,6- - 2%-5-(1-Z
ETEE) ez
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W 2-2-FA-(ZHFERE)
. FHI3,6- 2 H-5-(1-Z
e I HTEHE) nites
T
CH, CH, N-(1- Z £’ % )-6- B &
K') . -5 FAEA(ZR
N N b I ol
176 \[: )R E] MthE-2-f%
N: ;E) Foor
CID. (o} e
CHy
CH, CH, 3-R-N-(1- Z & 77 % )-6-
H) €y ROE E-52- F A&
NN A(ZR P EE)RE]
7 AL : -2
L,
u N o 3-ZE-6-FEE-5-2-F
N | ~CH, AEACRFEEEE
H,C \N %] ul:t“%‘z'ﬂﬁ
378
H,C
0 (@] F
F/kF
cH, on, 2-ZEI3N-ZERE
J o 5 )-5- 5 2 -6-[2- B
NN e, EA-(ZRFEE)EE]
379 H,C\J:\N | iy 1=
b K
Q{?» -U-{[BE=TECHE)
ST R R )2 L8
380 E\" ! HEEKE)36-Z L HE-5-
(1-ZHEREE) B
ol
CH,
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CH, CH, 4-[3,6- — L FE-5-(1- L F
\) o 5 ) IE-2-3]3-2
’ E B
381 © /N, o
\N
CH, OH
CH, CH, 2-24- = 7 & E XK
\) cH, O #)-3,6- — LE-5-(1- 4%
o) Nj\)é\ WEZE) ke
382 I |
N
o 0 NcH,
CH, CH, 2-2-ZE E-4- R NEE
cH, Oh FF)-3,6- 2 LFE-5-(1-&
5 Nﬁé T M
383 R
\N CH,
CH3 O)\CH:,
No _N_ _O_ 6- B & # -5-[2- F &| E
| {\ oy e TEES TS
° N -2 T R
384 He
0] 0]
f
U: 3-ZEN(-Z2#EWR
T H)-5-[2-FEEA4-(ZF
v\[ N R ) SRR HE-2-BR
385 Y A4
F—i——s
wa 6-F-3-LFE-N-(1-ZER
o F)-5-2-FAEA4-(=ZR
NS e FE)ER] M-
386 H,C\INIé\ HH R &) A 2]
F—? F
I

150



01805131. 6 o B E138/145H|

CH, CH, 25- 2L FE-3-Q-4FET
#)-6-[2- REEA4-(ZF
N Nen ) 2R 2 mitik
387 H,C l > i
? N oo
P 0)<F
H,C
CHy o, 2[2-FA-(ZRFHE)VE
kE( #)-3,6-— 2 F-5-2- 7%
: AN TE) itk
cHy
388 e P
cl F
Fr
CH, CH, 2-Q- 28 FEK-A-THEHEFE
kH _— £)3,6-ZZ%-5-(1- 2.2
S S TEE) ns
389 g:: 9
N
CH, o/\/CHs
CH, CH, 2,5- " FE3-(1-2ER.
o, CHy FE)-6-(2- F W E £ -4-
- s A PRI M
l 3
\N
CH, O/\/CH3
N-[6-5-5-(4- 5 -2,6- —
FHEEE) MEE-2-%)2
it
391
Yﬁ (BT EH)3-Z 5
R -6- FF E E-5-2- F &
o L S (ZRFEE)FE)
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2-(8 =T #EW)-5-2,4-=

H,
T
S N
393 | X cl
N/
CH, e
CH,
H/CH’ oHy " REEFERE)3,6- 25
S Ny _ N
394 I%\ S
N
CH, o
&,

3-ZEN(U-ZE R
Z)-5-[2- FHE-4-(ZH

Yor
N N
< GEE SE 2 SRNGE <)
» vI]?@ tHEE-2-
-

cH, 5-(4-F-2,6-—REHEFE
”2”\[“\ 0 5 %)-6- F & ZEME-2-f&
396 NG
? Cl
CH,
L5l 96
CRF ZA&&EtETT

an BT, TR ML E MU AR RS CRE 2RSS a & a0 17
ERAUEYIES EFIAL TR CRF1 ZHEM SR . CRF
s g UMFHBERREAE Grigoriadis % De Souza(Methods in
Neurosciences(f# 2R} % 777%), 2 5 %, 199)ATIA 41T IMR-32
NEmES MR AN BR KM CRF, ZEM4 R, HESH FBS
] DMEM K EI 55 .
A FEBEIR R (SOmM Tris HC1, 10mM MgCl,, 2mM EGTA,
10 pH 7.4)FFE B ILE 4°CLL 48,000xg B0 10 5P LIS &&H ZARR
R, FITEYENSFERGEMR, FHITRRUCEELSERARR.
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EH CRF ZUEMBITEYEN EESHE 10mM MgCl, X 2mM
EDTA K] pH7.7 50mM £Z /¥ FH7E 48,000g B5.0r 10 438f. BHRERER
FHAESEEE MR TBLIREN 1500 BT/ZFH(EH 0.1%BSA. 15mM
FEME 001 Z25/ZEAMESEIKN LA Tris ). 4 &0
s B, %S00 100 ZFHHISEZESH 100 ZFA '“I-CRF(SA2200 CI/ZER,
BAIREE 100pM) & 50 ZFHIRILS M 96 MME . SEEEET
2 /NETSEAT . #RJE8LLL Brandel96 1840 B85 WO R L 7E Wallac12058
RN SR BT E IR iR & . dERFES S L. ImM % CRF E
Mo VAR 1 £ &5 FEF RS/1(BBN #4472 @A a8, 8F, MAE
10 ICsfH. NINEVMEEEEIIUICHERR, —RIEENL 0.5 4
FERZEL] 10 AR, K I IREMEWRIE ICso BN THET 1.5 ™
FER, 1 EMEMEYRIE ICs H/N T 500 G1EE/R, 1 BMEL
EYIRILET ICso (/N TF 100 1R, H B3 I JMEUEWRILM ICso
BT 10 G9EE/R . SEHEHI 1-95 FNSEHER] 100-396 b &4 CE1E
15 AOFTHBT TR, RIMEAIRIMEH ICs EANTFEHET 1.5 HE
/Ro
SEHtfE] 97
152 4% K& B U R R I ERET L &9
AEANEYUFERGREZD 1| NMGHE R KRR FRIRTRYSE
20 4T A R & R BT AR S O ERE . U R BRI IE B Bk (TLik
“C). EMhiE PH). BR(RIE PS)EB(thik PDMED | AP, X
TR AR 7S AR T T B 5 1R B & RS AR BT A& TR T R AL
FURBREAFAEHLENR. XEHEEFHEE Amersham 27, Arlington
Heights, IL; SIFFEM ZLWZE/AF), Andover, MA; SRI EHFr, Menlo
25 Park, CA; Wizard S2% %, West Sacramento, CA; ChemSyn LXK =,
Lexena, KS; & ES Er b2 5] 5% 2 |, St. Louis, MO; & Moravek
i Hl R~ 7], Brea, CA.
AR BRI R AL Z B P A AL RS #e . T4k
=R CBRPBRENRN T BB FAEEM R RT T EhELH .
30 XEHZWAT T EM A EAFETRNBERTRAEARBUEDAZ
JRT AT A RBBUR tEAR R . ek, FEEERTIRY) ATIE 2k LM K -
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RERT e, ARG IR AR R S A Al AL ARE S
SEHt 5 98
ZEBSBER
TS E ER (L E)E W Kuhar 7£ Current Protocols in
5 Pharmacology( H B 25 ¥ % /77%)(1998)(John Wiley&Sons, New York)E
# 8.1.1 E 8.1.9 Frik, {7 sEHEF] BTk Hl & B A K B U AR R
WA TERI LT
L4 99
ARARELEDHEBEF R
10 EEABRMIENUESYESERT ANLERATEFTAYHE. M
N, XMAELEYRITESEN. EMNARAEAERZHENS
HEKEIEN, BERTE (B, FHE RS RZRIRE G an R s i
WiERE), B, BUEHSE, FEALLATE EERNFERAN
RLBIRRIER (BIZ).
15 Mk, E—EFERAARPMRIENXLELEY B, ~E
TR VAT B RORE T B ELEIE A 104 50, 100, 150 BX 200 B3
I F—hiE 150 ZR/AF—TaB M AENENR) AsRECOM
QT [BFBRAIZEK (BN, @i s E#aE, B, FERE. DIEE+).
MEREAEL 5 REERE 10 X, XMRIELEWHRIXFHFESRA
20 SSIEFFESA, Sz, /RN EA
ML, SEATELLAER LR INAET 100%, TEAEBT 75%,
BRERBIT 50%. ERI—ADHE, EFHRELESDHIXFTER
AL K, SR T IR 5 3h rI R A A N A AR,
SHAFAR LR E M E RN 50%, IRIEAEIT 25%, EMIE
25 AL 10%.
MEBS—AFE, XA E DX FFE B RN R B
WATEE (4N, ATL, LDH, B[ AST) MATA PRk, ik,
B miie s R R R A EE T AR A B, XFFIER KX LR
BT 100%, EARBIT 75%, FARERLBLL 50%. A, FT4&
0 WIRTRENS/MEKBERE, MIEAFE, RNETEIKRE (EHEF
EPSE T 5EAAREMANETNERS) TSERIFEXMAT

154



01805131. 6 oW B E142/145,

A B P BT — — AP BRI
B 48 BN 2 F AN FENZEEUBIESE R R ARTUE
B, FrUAREPMREMEDRELTREEEEMBER T RECIIN
ZHRIPHHNN . XEREENASGURENIESEEHEZEES
s (i, CRF SAELSMAREZH), MENINES, BIFHME:XLL
REEMEEZAHEE, FMEHKT 100 IR, MIEXT 1 1
/Ry BARERT 10 YUER, BAMIEKRT 100 PR, XREZEMER
BETEEZE, BENETEERZE. HEBRZAEGN oS ERE
RESZAEAN B-F EIRZEEZAE . MEHZAE (UH L ml. m2. m3 Z45).
10 ZERZIBMREERASERZ A (Metabotropic glutamate receptors);
FHOBREARSZENABRETFZHE, flnahE2E, THE IL-8
2. RIENEYRLUREEENEREZREENZHBAEEET
Bk (GABALZAHK). EYNEMINZE (A5 NPY 1 VIP 44,
AR A FEBIZE (B, BKI 2468 BK2 Z4&) FEE
15 Zh (BREFRBEEZREEZENEZARREEIEZ.
SCHEW] 99a
7 Na B FEEE
KRANEL EDARIE DS FIREMENARERE. HEE
Vi AT AR AR YE R AR SN E I E 45 & T B Brown %6 (J. Neurosci.
20 (1986)265:17995-18004) Fré&HHISHT HIEHIE. 2 4uM HIIRETF
ER, ARARELEYXTHEERSREERARNSEERAEDT 15%
HAMEIE, FRIEDNT 10%MHHZE. rRMEESFERETUE
LRI ER R, FEREESRERSE. XESH, 8RB LRSEY
Brown 447, & CEREP, INC., Redmond, WA PLEIMAREHIFEH 5
25 R,
PEFEEEER T UBTS EER ST RRREERAE. HE
VIR GBI IE T AT LUB I E R e K i AR B mh i A & R B A R ok
HIBESIRFRE . TEMGRAT 2 /DA, ¥ 1 2 20 BRI EDET
0.25% ) A ELAF L Z P HI KB, STHEME Han Wistar KR (150 Z 3 E
30 200 %) 6% . ARG R FAFEZH, HITHERNE. FHA
Ui 200mA, {EFETIE 200 2R OEHERE, ERXEBRESIAGFLER
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fEfmek. LFERASUEEEEARES M0 student’s T RN
B, ARANENEWEE ZE MK p<0.1 B, AERIEEHHUBIR
TE T ECE EAUETE B3 K p<0.05 BT .
SR 99b
s AN EEHREIEE
T T IR AR T A AORL A 242 22 A 40 i v LU SE A B I 2 3 HAME
(tipfE). WIRBE FFRERE S PR 3450 & FFdchidk, LIME P-450 B &£
RN 0.5 YIEE/RIZTEAR. W TFATRAE Sml FLANEFL AR AT
RN
10 B8 L 22 PPV : 19ml 0.1 M NaH,PO,, 81ml 0.1 Na,HPO,, i H;PO,
W E N pH 7.4,
W TFIEEY: 16.2 mg NADP, 45.4 mg B & -6-BHER M T 4 ml
100 mM MgCl,.
I ME-6-BER i S8 - 214.3 ul HEVE-6-BEER I EBE, 1285.7 ul
15 18K,
IR RNIEEY): % 3 ml HEFREAY, 1.2 ml BERE-6-BR
MR Eg, 6 MERIMFERILFENER 25 ul BhE, Sul WA
¥ (&M 100 uM FIEFRPEUHAED, #1399 ul 0.1 M HIBEER 2R 22
W, pH7.4. F-LNFPEF 25 ul BRI, 399ul 0.1 M HIBEES &
20 ZMW, pH 7.4, A5 ul MRS (GBI 100 uM BIHEFHR T EUH
B, Bl —EF%E, FET, eI mEAH, HEEEX R,
RN FETE 39°CIRE 10 28, ¥ 71 ul KRG R NIEESWIME SR
NA R IAPLLRIEXTEFLF, ¥ 71 ul 100 mM MgCl, JnEIZE 754
L, RS, fEF—AatE S 0, 1, 3, SF10 4480, ¥ 75
25 ul RNYIRE] 96 FLIRFLFPARS, A RNALEH KT H) 75 ul L.
B HERRES], 1E 6000 rpm (Sorval T 6000D #7) LBy 10 205k, M1F
AN NFLFEL 75 ul BVEEE EI—A 96 LR, BALEH 150ul WE
. FIRMRBAEYET LCMS &, 25L&k E it
R, ATCLA AT LASE B 48 v A R HE BRI AL S ) 6 (E
30 AR AT RIE RS PRIV BIESE 1 ERT 10 5%, T 4
AN o AR BT B I B 4K S D N 2R P I SRR 4 R R B S A Ak b
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ti [HA T 30 0%FF0 1 /NEFZ 18],
SE ] 99¢
MDCK ##

A] LAF MDCK 41 il 8 i I & 140 & %5 H ATP 7= 4 15 i K i 8

s REAEDREE.

775 CCL-34 ) MDCK 40 i & )\ ATCC,Manassas,VA 4 3E /],
HEARAENENERERRPIHERNAERFELERET.
PACKARD BIOSCIENCE (Groningen,The Netherlands) ATP-LITE-M %
¥ ATP ¥R F &, 75554 6016941, B LLASRALI MDCK 44 i

10 M ATP =4,

ERBAT, ¥ lul WRRAEWELXT AL &N PACKARD

(Meriden,CT) K& ZEH K 96 FLFAR . 7£ DMSO B R4 & AN
STRERERL, DB AT R R AIRE N 10 THEE/R. 100 fH A /R B AR
Re XTHREEREEEFEENADILEY.

15 ¥ E& R MDCK 41 A R O EERME, [l JFR#B ATCC
Eagle HEAVEREFE (HF#30-2003) HREZLMWKE 0.1X10°
Mp/ZF . BT Eaglee MEM (100 ul) AR 96 fLHRET 5
AL, IXEFLH T E R HERI 2L . ¥ Eagle’ MEM FRI41M (100 ul
B¢ 1000 N4HA) MAZE] 96 FLiRFHIFEI RS . BTE RIS EARTHR

20 % F1E carbogen (95%0,, 5% CO,) H 37°C FEE 2 /Mit. BESE,
¥ 50 ul WELBYMREREEBR AR 96 FLARMIFLH, H Packard
topseal stickers 7 Zifl, FAERALE EIEIK _EAERL 700rpm B 54T
¥ FARIES) 2 53458

FERBE TS, {#/ Packard ATP Lite-M RFFH# R =EE. —H

25 IREPE, AIEREYE R EMTE 5.5ml FRYEHERT CkE TR
FIBD. WIRI ATP ARER R EMAEESE F/AKP, 53 10mM HIGETF
Wo FRER (10 uD), BATHBELUMEIEE] 10 ul FEY), HELZREN
200 nM. 100 nM. 50 nM. 25nM B 12.5 nM, H#EH N2 HFRAE 2k
LA — 2z, XEPAE .

30 YR (50 ul) N EIBT A I FLH . A Packard topseal stickers 78
= FL, FFAE R i B PR IR _E7E K4 700rpm K414 T FARIE S 2 24
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Fi B8 Packard stickers FE B —-FRKIEES, EidER R FRE
ANBRE S IEAERER A T B, FRERRETRE 100480 RETE
22 FRFV AR R ARATIHE, #IIn Packard TopCount Microplate
Scintillation #1574 2% 8L Tecan Spectrafluor plus.

5 i —IREE T R 5 (E 5 MR HE 26 vHE H BOARFR R BT MO (E
ITHE . H{F A 10 MERIRERL SN, MERNREHLEDRIE
M5 ERAREE R 80% BN E R, BRI RARHE(ERT 00X R E .
LR 100 BERKRRAEDR, RiEHRREEYRILE R
BRI S0%RER, MERRIRHEMER 80 % B E R,

10 A B R EAIERAERAR TR RRI U, EE. RHRE
HARERR, UEEAARERAHEREZNARAYAHIELEN.
R T fERT IR AW R A R RREEARSLE], ATENMEE WA ERD
FIRIARBARESRIEE THEES. TRAAERD DL LHEES
DURF 2 Hh $ HH R0 28 3 SR A4 R BA IFR 947

15

158



	ABSTRACT
	DESCRIPTION

