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OXXV) (XX1m)

10 (XXV)XAPHATEH (X XV X&F MAE—FOEGELER
F Gei BB Fo—FAENHERERN (Bl X)) FLETHTEREL
&

1]
RJ—-C—O-CI-Ga.lkyl e Y RL‘Cﬂg'-OH
OXXVI) (XXV)

15 (XXVD) XWFRATE (X XVI) X&FaaLE—FoENE
(o FEE. L. B8, THRF) p—FHEGEHER (FlRARR) AA T
ATBE BB #) &

§  cetr—on
RL—C—0H —>» RIM—C—0—Cpsii

(XXvH) eoov)

20 Z(XXVD) X4kt RARE(-1) XER, ZPH 240, I.H
CH:, mE n 34 1, MEXAd 4Rk (X XVI-a) XAk, €T (X X V)
KRG FRARE—FLEGERF GE) . —F4EHHEALR (iesk)

30



01816717.9 ol P EE21/1041

Fo— AL (Bl TR ALETHRATEREE#E. £ (XXVD) X
FEl ke R RETHREERROELFRSHE, TE—FAEHERA
(Bl 44k /A1.0:) B —FF AE G HEMERN (o S okvh) AL THATER
HAHEERROGATEFEL.

COTe-COr

o
OVIN (XXVil-a)

~—OH

o=

F (V) X Ekeg Q KR 22 EH & (440 8 BRAR £ obk 3
o Rk EAR (IV-a) XARK, BT W (IV) X Q RARSHEFHS.
R* S U8 4K [ (IV-b) XARA] & POCL: A& T #ATR B R H 4.

R? 4
W, ,
'\Cﬁi“ — Y
y l
N o] N\ F
}I{ N g
(IV-a)

(IV-b)

(IV-2) X% R' A AT KA (IV-a-1) XKL, ETH(XXIX)
AP HMAEALE NN-—FRABEALETSE POCL, R R4 &
(Vilsmeier—-Haack ¥ Btibik, KEIH4L).

VQ\ BN
(Aot C(:E

(IvV-a-1)

15

(XXX
(XXX)X@HPRAEATH(XXX)XGF AL —FA0ENRE
(Blae N, N-— LR LI Fo—F S ENEREN Bl —RFR)EFAET

EXXXDA# R4k (EF WREA—FEEHHRT, R)BFTA
20 AW E.
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W, W
» I D
_ \ + w-,-c—| — P il
R —i|{3
(XXX) OXXX1y PXXIX)

(IV) X F B 4T EH (X XXI) X & F B 4ARE—FEEGHEHER
(Bl PERFHER)AAETHATREEHR (IV-c) XK EH T H4k,

PP e ‘]&\ R
atd Z N/ 0~—Creit it
(Iv-a) (IV-c)
(W-a) XFRALTE (XX XMM-2) XF Z: f Z. & A 53 KE
A, Colmi. Coo AR Co K. Co A C o mENSENER
Fi, $46mx (IV-d-1) X &g F R4k, X5 (XX XM-b) XF Z:Fo Z: 3 F
10 BRT —Awbd REXFTHRR(EAFFARRKLCLES IR
BF)HEGENK, E—FESEHH GrEKBR =49 A —FASEGHERE
) Go N, N-— PR TR A& TFRE, 4R (IV-d-2) XK &8+
K

4

4
TN >
Z N/ cl Itz: 4 N ?"""Za
Z4

(iv-a) OOXlil-a) (IV-d-1)
4 4

‘F\ xR ¢ owe . VF,\ R
PN\ a 23 s

N TNz
s (V-a) OKKIiI-b) (IV-0-2) Z‘j
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# (IV-a) X, F R 48§ R' K& CH.-CH.—CH.-C1, R]¥d (IV-a-2) X &

T, CATEHE—HFLENH BB F)RERBALRIVIXFR L

R* 3 B it X —0-CH.~CH:~CH.—Z — 4 Bt b W 4k, i AN o 4K 2L (IV
—e-1) XA+, (IV-a-2) X ¥ R 4&4TLEH LN-C (=S) -NH. f£ —#F &-i& 4§

5 ORHEN GrBRATY L) AETRAE, 4R (V) XF RS R 4R
7 B de X —S—-CH:—CH:—CH:— 2 =4y FL 4§ o i) 4K, XA 18] 4Kk (IV-e-2)

R* 4
5.

2N\ Na : | N
(Iv-a-2) (V-e-1)

R4

N\ %

HyN=—C—NH, N

PP
S

(iv-e-2)

10 (V) XAREGFHEAEATH(XXXD) X FHEELE 1, 1-BE -k
vt B —Fr A HRER R TR AL T A HF.

(0] 0

R’-—;!Z'!—OH + H;C—NH—0—CH; —— R‘—g

XXV ™ -

& (VD X a4k ey Q RE—Adokdray, HARRAHATE. R H

15 TR, R AEGEKIFS, RAERFRMET 6 6942 F, Mk d 4k

A (VI-a) XK &, SETAXXXN) XKEAG T EKE ~FoEGR

(#]4= CH:—CH.—CH-(=0 )). (CH.0)n. ZnCl.. Fe Cl: B —#FA-iE 4k
MER (BRXTHLE) ALETHRITRAE LS.
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CHy~CH,~—CH(=0)

0
(CH,0) il
H, (i " > ' X OH
! ~-OH —

(XXXIv) (Vii-a)

(VI X FRATA (XXX V) XKREKG T RELE-FLEHREL
F e (EXEB) 8) fo—FoZGHEREN Ble_SR)ALETS
(X X X VD) XK P 04K E k4 &,

ﬁ 4

R‘—c\\ A R} s \\
| P P + Sn—(C4Hy)3
N Ny,
XXXV

(Vi)

RTARRA Lo — 4l &5k, AP — L rEFeERL AN E®
Bl AT
AE A A-dy o F 0] AR 6 4k S AR F M R T ) B AR X AR B 4o
10 Fk#lE., TARMEL B LB EESRFHIK, pkFHEHE
Fe BHrik, Hlm A FHBEMAGRARE#RE. HFHETHAC
BB F AN EPR LA FERG R TERFMNE SRS
5. RAE, MBRFAARTARAFREZARTENES>S. L%
SHhFMBELETHESEG ML EFHETAERR, A
15 BAREWHEAARIERAFHGRIARK LMY, Kk, TE2—F
WA IRFHER, BAMAYTEIIAREBEBRR IR FHAE
FERAR., XEFETRALF RS, 2R, (1)XLdHhH
IARFHBLOELERALANTERA.
(I-4) K&K (I-B) Kb &by TR F MR (A XR) TE —F 4o
20 #9BR (Blwih BR) A—F S EHWEHEN Blwikwh) £ THAFR
R, $ALR A —F A 6 R AR 69 SR AR,
(I-4) X & (I-B) X #94ba%. S8 N-F4b. EH ETHS Y
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Mp k. WREBVARCNMEG LKL FFHYEERAA nCGluR RFEH,
ARSI X oCluR BIFEM. AEXATHFEBAF 1 £ oGluR £
wEME nGluRl,

AEBAHA e nGluRl FIEMTE 1T T XA 8 CHO 4 e,

S BPEBXAMnCluRlfZS54E LA 2 Bennett KEILH XA 94 R
BRI R IE .

BT (I-4) XX (I-B) X944, EMNY N-Fiedn. EFHETE
Z e mAR . WEBARCMY IR FFHEAIA nClurR HRE
M, HAZF 1 X aCluR FEHREFH, LER oGluRl HBREH, Bk

0 ATFEARABAGSRREFLANTRAZEG AR, CELTTRER
MENERCELDABIRER (BPIRB. B BHheTH, £8
h BB ARER) . K fE. A, HHhHRE ok d R, Sk
ab) . AR (R AT AR, KHARH. SHHAR). Kb, b
NERGERXNOER. BAG. ka4, a0, HHBH. BX.

15 BEE. HHSEE. WAE. ARBRIZTR. #E5. ARAZ R
AE.AFHRE. FEHEX, FHEX. ROV (F 2B EH)
B, BBREKAKRER, TRERHAEIL. MEARE. TERKE.
BREGEASE. fiM. 2. WEBEHR LB, BEMEL. £EH (B
AR Z GEARE) AR Y &3 A8 X 8 Z 48 (ARC) .

20 % F (I-A) X (I-B) X #9444 oG iX 2k A if, ﬁ%%‘@i&ﬂ;iﬁ
AN T RBRAZEAARYGRRGY (QIEA) BB/ T —FiE7F k.
FiEOIELBEFHY (LIEA)BRU (RFLZ2a)FEHNFEH (- A)‘\;k.
(I-B) X &y4b4oM. ©Meg N-Riedth. EFH ETHEZHMAE. W
R F T gl by AR MR,

25 XFEEHERZHR, (1) XF (B AHALSHRAEME
. N N-Rtbdh. BB ETEZHMRE. O8EAR IKFH
i‘f}-ﬂ&lﬁfw: # 3 ZA (1-4) XA (I-B) XA B F LB 7 X
B EARREMFAOTRAIB A5 AR, LER, REAAGKSE
BT R BAAZRPH . LRI EEH.

30 AEAPALRBTAFARG 2 RAREFLA N TRABERLEERY
WAY, LHEERAAKEN (1-0) AR (I-B) XS HARES LT
HZHEARRFERN.
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B 2t , K& A 64064 B 3L b 48 64 144 5T A BT ) AR A R R B 89 &
HARGHEHHBX. BFTATLAREGHAASRRALSENES.
HHEREAKEHES, A—FHEFARKANTHH ALY (L
AR ER)HAFTRRS, EHFLTEIHEAY HRE, RIE

S OBEMENHNE, IXBATHEIHARAYHA., LLHHmsy x4
RETFLEa. B, /. CRAFLBHEEHHE—HR. 64,
FHETRMNBALSH, FTFRGEBHABATEA, K. HBEE.
w. BEAF, AToRgREHNNN0ER. BR. Ui, H5BHN&
Bk, REABEEAK, igh. B, FUL. BEMN. 2467, 5

0 BANFFATEN. LM, RERFHN. O TANREKBFE,
AEAFGORMNE, RS RBEABLIHHEK. F2NEL
BOUELPTABAETAERXBEK(EY &EXHKY), L TREGERL
RS, Pllmh R R, Sl & EHRNATAGRETOIEEAEL K,
HNEARERR A GRS, LTRASENREBKR. BENFHE

15 EHAERR. Lo AMRSRBREFANGBESFHN. EFAME
HLHGRASHFRALSEYHFRGHAS, vlIE. K. K
. Hak. BH. BA. BF KT OBANEFEF. ETHERLHEY
But, BATHEECHB SN/ REGEHERRN, THEELEVEY
HEATAEGFHES, IEAFMDRENEABRBERAEHREXK

20 R, FHBTHBEBAETAMK LA/ XA FHENEZHES. Xk
MHTHRIREF XK, #lhe: TEAXBA, L& HFF.

FANAFGRERFE LAY PUE; R RFTETRELN T
—H B, RARFFRRANZRTAAAGELENERESTRE
LA EGHBE LGS ERL, RS2 R B FR LA LS

25 ARERNBRXEFHERERS, FEAEZHHHBAAS., IXELH
MBEHHTHEANN (CEFRABIBROGAN) . KE. AN, £H.
R a., BEAKEN. EHAEERRER. XAE. IREFF. 2
B3 EHEHHMAL.

BRNA RN EFREBGFARRZ T AR (1-4) XX (I-B) X Ff

30 REMNBZIEGY, LBHANHINRE, ERREHEERE, &
REFWNFE. KT, BA. REXBRRS. EWRAEARA. #E
FITRBRAIHE 4SS, DA R FRBEGLAALT OGO THE
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. B ARNEAMNEFRTBOGAORGETREEH R LA/
ABEF L EALANS BT HERG AR XHEm, F—B 8%
BEIMELAR. 3R, ARZKESZARGIMNE, BELWRREEKS
TRAESEW, IFINETARFRELLMNE,

5 T 5 LB LA KL A,

s ‘%" /\
FXF, “DMF” 4% N, N-=FA T8, “DIPE” H—F A&,
10 “DMSO” #§—FRXEM, “BHT” #§2,6-R (1, 1-=FHRTHE)-4-FH

&, “THF” 3w &k%h.

P 1A 4k &4 )&

)\ OH #5414 (¥4 1)
O

¥ 4-(1-FRZEL) XFBE (0. 083 mol) F= 5%Rh/A1.0: (10 g) &
20 THF(220ml) ;B4 AE S0C BB EAE) TAAL—E., ¥R AEFE
XidiE, A THF v HF XK. FZ: 165 FiEl4k (1) (100%).

G364 A2
2-THA-3-FR-6—SHRBBR G H & (FH4K 2)

25 FEETHLSAH 4-REXFE (0.299 mol) 4975 (250 ml) &b
B, A InCl.(0. 0367 mol) = (CH:0)n (10 g) . 4-Fm A
FeCls. 6H.0 (0. Smol), BE LA Z 60T ~65C. £ 2 JHAZHmEHE
(30 m1). ¥REPER2 I, FRTHKE 12 . $REPHEA
Ko, MaAFELidiE., A 6N HCl FERBRAE pH 7, AKX ETF. &

30 BARRAE—FLEFTHA., FF: 56.1g2-TRE-3-FE-6-FHK
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BR 4] & (F 4K 2),

%265 A3

Br:
o}
\I:LML/\/ 8 % & (F [ 43)
H

A STTHRBER(0.2784 mol) P4 438 ¥ A (0. 232 mol) F=
N,N-=Z 3 Z B (0. 2784 mol) & CH:.C1. (400 ml) 84 2A%+F, FiB
BHE—K., BHBRSHBAKSY, L CLCL R, »BHAME, AR
AFAE R AR IRE, REBEENK, TR FEREBEN. KEG0g)
10 MTEFLEHE, BRERRAEZTHR. $KEGS5g, 63% &FT CH:LL
F.AaBAEME, A L% EREL, BEKKE, REERK, i
FEHFERIEN. FE: 30 g 4K (3) (54%) .

5% 264 A4

Br N
/ #H 4 (F 4k 4)
N~ C

£ 60C T 44 6-32-2- (1H) =45k & (0. 089 mol) & POC1: (55 ml)

RADBH—K, REEL1W0CTHRE I IH, REABREN. fREE

F CH.CL. 7, B AR AK A, ¥4 3K NH.OH 4 Z a4k, &% + it 7%, A CH:.CL:

20 ER, 2EBANE, ARBRERK, RLHEN. % 14.5g P&
(4) (67 %).

15

LB AS
a)

X
o SN 4 &) & (b 14K 5)

£ 10CTFw POC1: (108 ml) Fi& £ &/ DMF (37 ml). mZ G R

38



01816717.9 oW P 2E29/104T

SYEHFEER. HhA N-E-2FXE) TEE (0. 33 mol). F 85
CTHROHBIFER, I AHAFTE, HlAKEHKRRE). &
B, AV EKRRBFEAE TR, KEA BtOAc/ T8 %, TH.
FFE: 44.2 g F a4k (5) (50%) .

5 b)

N/ o 8 %4 (F 44 6)

F 184K (5) (0.162 mol) &9 F &5 (600 ml) RA4hE 35%FE4MAHL
HEBEER (154nl) BEFAmidR. HRA-MEEKRLE., EHRUE,
10 AV EKKE, BF CHLCL ¥, Fhv 10%K.C05, ¥ CHI.Cl XERRAH.
NBAMNE, KKK, ARERAK, TRFALHREMN. F£: 31.9

g 4k (6) (74%) .

5% 745 A6

O
/O/k’l‘ S e PRk
o

1, V- E-X-10-2k= (0. 074 mol) k@ mE| 4 4-F HIKT

Y B B (0. 063 mol) & CH.C1. (200 ml) RAMHF. TR FHIE1 I,

A N-FERFH(.074 mol) . WRAMATERTHIF—&K, A

20 K9P, A CHCL FR, FAMNE, AKHERKK, ARERK, T
BHREBEM. FE: 12.6 g FHEK().

15

LB AT
a) F4eEk (3 g) MAEALA 4 6 R—4-RAK-4H-1-F b -2-BR B8R
25 (0.30 mol) ¥ ZERRA % (400 ml) S4k. BKEAE (3 48), A4
A HFEALIBER, BRBELHB PRI, BHRR, FIICAST
Fi. A CHCL:/CH:0H B4 dE, RBAK, S0CAER STHAE
F. A% 8.8 g 6-f-3, - H-2-1-Fokwh-2-R B (F M4k
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8) (15.0%) .

b) -4 a4k (8) (0.255 mol) 4 .85 (400 m1) 5 5 ml AABRER
ABBLFFEA 8 . ATFEHN. BKREETF CLCL.F. 4FHM
B, ) 10%BKBE472u 7, RBREEBLAK, WREFHALBEN. FF: 458

5 6—R-3, 48 2H-1-FH ek -2-R B T BF (P EIAR 9) (79%) .

c) ENTRE. FT1IEHAHES T EFUNROQ-FRTAR)
A 3. 4M FEER (0. 44 mol) $HE (150 ml) (FR) RAHiF
Jm B4 F 4K (9) (0.22 mol) HEXR (600 ml) ¥ HARASHFT. £ER
BETHRE 2S5 INE, HRAGMHAHE +15C[RLImb—iFiE],

10 HATBE G0 nl)F=K (10 nl) RSB OM. FRASHE LK/ KE,
FRILMEI, ATE (500nl) ZRRSW. S EHAMNE, ARRE,
LK, TRERFEALBEN. REZHRKRAEEN GRBLE A BAF) 4.
KEFEEWBY, REABEME. FF: 34 g 6-£-3,4-—&K-21-
1-XK etk —2-F 5 (F A4k 10) (85%).

15 d) ENTFRE. T1004ARFRAEBEAX[FER] (30 nl) mB|H
A (-60C, 2-FB/C0:4) 454 =B K (0. 1 mol) &5 CH.C1. (350
nl) RAMHF. I 105045, FS5S24AmA 90 ml R4k (10) 4
CH.CL: A%, BRI 150405, mA 125 ml N,N-—T X THE. 4R
ShEaFEFRN, WEBAKT, & CHLCL FER > 4. WA HAK.

20 HCL (IM) . K. 10%KBE R AR KEEAIE, BLKHEL. $AREE
Foat, ARkE, BRIHEREK. $REBREEEN GRBAEN R
) s, MERE BB, AEABRBRER., FF: 21.6g6-R-3,4-
ZR-2H-1-F b2 - R A B (F R4k 11),

e)

OH
F & #l& (F 4 12)

E-T0CTFH 1.6M :ETX42 (0. 056 mol) £ FMmIB) 4P 4k
(5) (0. 046 mol)é§ THF (100 ml)ERF. HHBASBHAE-T0C FTHE
30 4P, £ RAA ST E4K (11) (0. 056 mol) 4 THF (100 ml) &%,

25
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KRS HAE-TOCTHIF 1 bof, REEATHEER, BAKF,
PA BtOAc ¥IR, 4 BAME, MBERK, TREAZIBEMN. ¥&
Q1 g) BakRAEEN (GRB&RAYIKTLE/EtOAc 80/10; 15-35 pm)
b, ELEGES, RAXREN. FF: 9.5 g PHE4K 12 (55%).

%76 5] A8
a)

Br\QfY\ Bfm

# 4% (F a4k 13) Fa (¥ A 14)

10 ZE120C F 34 % H4k (5) (0.1127 mol) .2- F & Z A& (0. 2254 mol)
Fork B8 47 (0. 2254 mol) & DMF (500 ml) iR4A&- Bt 15 S, A3
FAREBEN. $REET C(LCLAKT. BANE, RELEMK,
FERERAEXBAEMNETER. REGILI ) BHBKEEN (BBARN
CH:C1,/CH:0H 99.5/0.5; 15-40 pm) £k, K EBH LB, RELHE

15 HPegEAl. FE: 5.7 g PREK 14 (38%) AP a4k 13 (34%).

b)

N N/\ # #1& (P |4k 15)

@

£ 120CF A P4k (5) (0. 0751 mol) . A=k (0. 0891 mol)

20 FosKBR47 (0.15 mol) &) DMF (200 ml) RA Bt 12 i, RAHE

FEFR. BREBET CLCL AekY. SBFANE, ABRERK, T

RERAZBERN. RE Q6 g) Bkl EH (ZRBL&R A4 KT /Bt0AC

80/20; 20-45 pm) shit, KEHAMES, RLFHEN. SHANEBS.
FE: 9.4 gFE4AK 1S (37%); &% 82T,

K264 A9
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a) A4 3-AE EAEER4 (0.118 mol) &5 T0%FLERE#& (230 ml) F
N 4-BAFEFER (0.219 mol); HEHRASMIEA., #ile 2-Fth-
1,1-—8%, 2-F#&-, —C8AE (0.216 mol), ERAMHEA 4 ).
FaXN 200 ml B, F 80C TR RS HBEH 48 I 1. RARSHARL,
s WA AKK/BEAEF, ACLCLER, BANE, ABREMR
KIFERE., RBZBBAEEN GLPLERAY CH.CL./2-FBE 99/1) shik.
MESBE, KK, FE: 21 g 3-FE-6-SHRBRRTE (¥4
16) (45%) .
b) & 0CTF3 270 ml 4P E4k (16) (0. 098 mol) &5 THF AnZ| N
10 TFT#§4 LiAIH: (0. 098 mol) & THF B& . Az B FH A 10ml K. iE3E,
B CH.ClL eitid. FAMBMERAMERK, T3k, AL, FHERL
B rTER., F¥: 16.71 g 3-FR-6—FHkFTE (P4 17),
c) A& 200 ml A F @4k (17) (0.096 mol) &) CH.CL: 3EH P mA
Mn0.(0.237 mol), ¥RAMAFTR THRI 12 0, L% T,
15 EA&RFES5 Mn0:(20 g) BE 12 B, HHImMn0:(10 g), HHEH 12
i, $RAOWBLAFLAENAL. PHURLBER—FTHALIF TR
A. ZF: 11.71 g 3-F R -6-SRE X (71%) (F R4k 18).
d) 10CF4A 10 ml1 4 THF(0.14 mol) & 1, -&AR I F Aun 50
ml 283K (0. 14 mol) &9 1, - TEIERE S0 ml 484K 5%,
20 FSTTF A4 ik (18) (0. 07 mol) 49 100 ml 4538 J§ i & jm 3|
RAYE . RS HEIAKY, L Et0Ac ER, F¥:11.34g(x)-a-
HOE-3-FRE-6-—-5kFTE (63 % (FRE4K19).

L4 A10
25

0

N wa % (F & 20)
o N NN

BAA A (5) (0.001507 mol) . = TA(Q-TATH L) K
(0. 00226 mol) ¥A & Pd (PPhs): (0. 000151 mol) & 1, 4-="%% (5 ml)
B RASMHAESICTHRIEI I, mAKEM EtOAc ER, 9 FANE,
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RERAEBLK, LEHKRLEN. THRLBEHR—F LI THEA,
EE: 1.4 g Fa4k 20,

L] All

(o)

KI:TLI:Iij\ﬁﬂ%*¢M¢m)
N N o

”‘ﬁ:)
cis+trans

O

B4 TR ELhS B6 & 6444 (45) (0. 00125 mol) & 3N
NaOH(5 m1) 5 iPrOH(1.7 ml) ¥ RABAET R FTRIFTIEE, kK
F, vA 3NHCI 8846, A BtOAc B, 2 EAME, ARBREB K, L&

10 HERERN. $ARZBETL8Y, BRBREd, THR. ZF: 0.26 g
B4k 23 (56%) (& 2327TC).

F= 364 A12
a.
H Hi
N .
15 & %) & (F 1) 4k 22) (¥ i8] 4k 23)

¥4 5—3B-1H-73|"%-2, 3——#9 (0. 221 mol) & 3N NaOH (500 ml)
RASWMA SOCTHIF 30 04, BRESYPBRERIETR, MA 2-KF
(0.221 mol)., BRAHHBEHARFK 1.5 6, A AcOH B4 % pH 5.
SRR, AKEEFT®R., P4 52.3 ¢ PH4&K 24 Bk 25(%

20 &R Q0% .

b.
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0 HO
H o)
AN
S
HyC N HyCO N

# 514 (F R4k 24) (F M4 25)

H 1.6M ETH4E(0. 0816 mol) A-78TC F i mE|RARTF &+

@] 4k (25) (0. 034 mol) &5 F 4k (26) (0. 034 mol) #§ THF (300 ml) &%&

b, BRASWAE-TSCTHIE 30 4F. #Hm 1.6M ETHE4E (0. 0816

5 mol)., ¥RAMBBH 1 bk, &N FE4K(9) (0.102 mol) &)

THF (250 ml) R4&%. £-18CTFHHE£-20C, A H.0/3N HC1 ¥F,

A BtOAc ¥R, 4B AME, MBREBK, TRFALENETFT. &
$: 20.89 g a4k 26 5 P a4k 27 (86%) .

10 F B A13

a.
0

HO = & %1% (F ] 4k 26)
P
N

N

FERTH 4-RE-3-FARX T (0. 054 mol) S FHiz| L 3-
F-2-CEA-2-THE (0. 065 mol) # AcOH(100 ml) HE&RF. ¥REH
15 BEFFEAS N, AKXET. ¥AREET CLCL.¥, MK, A Et:N
BAEER., FBEANE, MBERK, FTRFALEN. KEhH 2-F
Mstan, BMBRIE, FHR, FF: 2.5 g FREK26(18%).
b.

A N & 14 (F 74K 27)

| >
N

20 FEETFIH CDI (0.012 mol) FiB| 4 F 84k (26) (0. 011 mol)
8 CHCL: 30ml) P, BRAMTFEETHIEL N, MATFTERALT
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¥ (0. 012 mol) , ¥ RAHTERTHIES DB, MK, EBEBIRE. WA
CH.CL FERER . 2 BHIE, RBERK, TRFEALEN., KiEh

TEREPE S, BEBRE, THR., % 0.95 g #iE4K 27 (31%) (B .&:
148C).

k64| Al4

RGOS
N #1514 (o 14 4 28)

FTRTH 4-82 Xk (0. 034 mol) |4 3-F-2-TA-2-TE

10 (0. 041 mol) 45 AcOH(60 m1) FZ&F. ¥REHHBIF DA I K. B

BlEBFALET. MEtOAc P4 RE &4, BEBRE, A 10%KR

ok, BT CLCL Y., 2 FAMNE, REBUEBK, LEFELEMN.
FE: 4.6 g IR 28(54%) .

15 EHEH| ALS

~o & 4 & (F 18 429)

F ST TFH4 KOH(0. 326 mol) 447K (150 m1) & MmB| 41, 3-5K T
— 51 (0.268 mol) #4 K (150 ml) FE&RF. REXSRTAE 12T, KEKkEL
20 PFAMEKIQ g) Fw 2-8-1-(4-AHEX) T (0. 296 mol) . FRLSHT
TR THI 48 0. TRTEY, AKFTBRIRARE, TR, £
63 g (85%). #HbiBoed—3r4a (1 g) A ELOH ¥ & &, BBRE, T
R, A% 0.5 gPmE4K29 (42%) (& 100TC).
b.

45



01816717.9 o P ZE36/104T

# #)& (F 194k 30)

A

N
0

K4 A4k (29) (0.145 mol) #ARBR (40 ml) RESHAETR THHIF
18, BlARLE, AREABEZL, A CLCLER, SEANE, 5
BREEBLAK, TRIFARLERN. Kikh BtOH v 8. EhimE, FIi.

s FE: 31 g (58%). HkiBHe—i4 (1 g) A EtOH 4. EER
", T, Z&: 0.7 g FRIK 30 (58%) (B.E: 200T).

C.
o)

| #5414 (7 F 4k 31)

NH,

4~ a4k (30) (0. 039 mol). BuA4E (10 g) 4y EtOH(100 ml) &

0 AMAEFTRARICGEATEAMLL I, s2E L3, A CLCL 3k,

TEANE, ARERK, TEFALEN. REO.Sp)aL®RTE

o, RBREY, TR, S5 4.68 (52% . REHER, REQ.7

g) BAERAL B AT 44 (e BL#&: CH.C1./CH:0H, 99/1, 15-40 pm). ¥

EHRANRBES, AAXFEEMN. F: 1.6 g F1 A 1.2 g F2. ¥ F2

15 A EtOHY4 &, #bmiadh, TH®., & 0.24¢g ¥4k 31 2% O
B 2027C).

d.
0o

#5414 (F W4k 32)
S
A
AZEBRTHFREAK GO (0. 02 mol) B4 3-R-2-THA-2-TH#
20 (0. 04 mol) &) AcOH(50 ml) E&R . KRS HHBH IR 4 PH. &K
KBEMEF, HKEH BtOAc $4 &, BBRMHTIHR, HAREE
F CH.CLa %, A 10%BK BR 47 3¢ A M ait, Al CCL ZER. 9 B ME,
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BAEBLAK, TERFAKLEN. REHEOH P& 8. BRREBHTF
. FF: 2.5 g da4Kk 32 (40%).

E 4] Al6

(]

O ¢ #14 (¥ 1 4k 33)
OH NHg '

BA 2-(4-AEX)-1-KXA ZH (0. 083 mol) fuPL 4L (20 g) &
EtOH(200 m1) RA&BVAETERAR 3 CEENTEA 1 I W EAAE LT
#&, CH.C1./CH:OH 2t %, Fl. F&: 17.5 g + R4k 33 (97 %).

B. R&KESHEH &

%3&4] Bl

0 (o]
O/\ & 4 & (444 306)
A
N

4 ST T4 POC1; (0. 024 mol) ’& 1% Au %) DMF (0. 024 mol) ¥, F%
BTHRRASHBH 30 047, REAIE ST, BERA I-AK-THE
TBE (0. 024 mol). H¥R4SMHAE STTFHRIF 30 947, oiFi 1-(4-
B R RK)-2-FK KT (0. 024 mol). ¥ RASMHAE 90C FHH 3 oo,

20 HFTF CHCLF. AmAskK, ARKAAEE RS BB, A CHCL EIK,
ABAVE, RBREMK, TRFARERN. KEH 2-AN/ LR FE
fm. BRI TR, T2 0.9g4484 306 (11%) (B.E: 136T).

%24 B2
25
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(o]
Ny
/‘\)\G(r & (%)
N Cl

FE£ETFTH KMn0: (10 g) i3] FX b4 (L4646 AT. e 4
%) (0.022 mol) &

OoH
o
N o
Z(="%-3,6-FA) B U nl) 5 CHCL100ml) &yEk ¥, FEETH
RSB 8 B, A EitsE, CH.CL e HF . &iE (6g, 100%)

AL®/ aoaba ., BEhREWATIR., F%: 2 ¢ oW
(2) (33%); BE: 82T,

5= 34] B3
a)

I
\ 861 & o 3)

s ZE-T0C FTHETHA4E 1.6M0.07 mol) & & i 5] 4 F ] 4k
(5) (0. 058 mol) & THF (150 ml)F&F. HRASHA-T0C FH I 30
o4F, BEBEMAS 2,3-—8-1H-%-2-4 (0. 07 mol) 4 THF (100 ml)
k., WRASME-TOCTHHE 1 b, EREOAEZFE, AKKE,
vA BtOAc ZE, B AME, RBREMK, LEFALEMN. KiE Q2

20 g) BARAE EMN A GRBLER: CHL.CL./3R T H5, 80/20 £ 100; 15-35
nm) . MRSV EBLIERY, REXFEN. $FE A RBHXLH 2-AFR/
BT dy, BBmrpiT®R. 5% 0.11 g L&H ). KR
Reg., FE: 0.55 gom(3); BE: 145C,

b)
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o
QJ\CQ\A o
~o TIPS N o

M X, (18- 4) B (LE#5) 6944

AE-T0C FHETESL 1.6M0.022 mol) B 1% /m B) 4 ] 4
(5) (0. 018 mol) # THF (50 ml) E& . ¥ RAMHA-T0C TFHH 1)
i, BHE-40C, BAHZE-T0C., EEF s+ E 4k (7) (0. 018 mol)
5 B THF(40ml)E%k. HFRAWA-TOCTHE1IHE, @4 £E2-20C,
FKKME, vA BtOAc B, o BAMIE, BRBREMK, TERFEREE
F. HRF(6.5 g) BHKEENGN (GRBLE: FHR/Et0Ac, 90/10;
15-40 um) . KERBARBLE S FLAF), AXHEH. KRF1(Q2.458)
ALEyLEa. REREHIFTHR. 2. 1.8 g 464 4) 29% ;
10 #%.% 123C, BRF2(0.9 g) Bk P&, BlmghiFTr. 78
0.2 gté4 (5) (3%); K& 120C.
c)

o
jsaseoliNeaves
~o N o o N> o

MK (eeHmn BN (ft4-48) 45414

A-18CHEBREHFTH 1. MET R4 K (0. 107 mol) FE & E)
15 A-d a4k (6) (0. 089 mol) & THF RAo4h . HRAOMHE-T8CTFHIE1
DB, E-T8 Tl RAM T Himad E4k (7) (150 nl) HREH. ¥R
SHAE-18CTHHE 2 6, FHE 0C, BAKYF, & EtOAc FIK,
SEAENE, ABRENK, TRFEZALEN. ZREGL ) BHBEEE
Mrohdb (ZeBlik: K TH/EtOAc, 85/15; 20-45 pm) . IKE HAERB
20 4, REABEHN. F5: 11 g L4 H (1) 38%) A= 8.2 g Lo
(8) (28%) .
d)
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(o]
O @ SN 4 41 & (L4244 503)
N/
0\

R FAEFK (0.0069 mol) 4 Z 8 (8 ml) & 48 1% A 3] 44 (0. 0069
mol) ¥V ELEERTY., ERTHRASWHHE 30 24 (disparition
of Mg), REXSHZE 5T, £BMASLFREI4K(27) (0.0027 mol) &

5 THF@mD)ER. SCTHRSDBIFI004E, ATETHKE 2 IH,
BIAKY, EFELitE, A EtOAc AT, FA BtOAc EIRER.
SEHME, BRBREPLAK, TEFARLEAMN. HEA g) 4 Kromasil
AHEA s (BBL#&: CH.C1.1000 £ CH.C1./ CH:0H, 99/1; 15-40 pum) .
MELLG B, RABEN. KREW0.5 g, 56% ATBFLHA.

10 BBREHHFTHR. FF: 0.14 g 444 503(15%) .

=44 B4
a)
m # 4 & (1b2-49156)
N
B X
o]
N> No
R X

15 (¥FE4] B3 c 414&) (0. 018mol) %9 3N HC1 (60 ml) 5 THF (60 ml)
BRAHT 60CTHRE—E. A 10%KBR4E &P RS WHBL. XL
CHCL: IR, 5 EHMNE, FBREMK, TERFEALEN. F: 4.6¢
2% 156 (82%) . |

b)
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o

O/O)\G(I\ # H4 G 49)
~N, H 0

MR X,

\JijjTiI:I;: e (b HT)

AR X,

(&4 B3. c 414) (0. 0122mo1) # 3N HC1 (40 ml) 55 THF (40 ml)

RSB ADA—R, BAKE, A 10%KBR4F8. & CH.CL

ER, 9 BAME, RBREHK, TRAKRLER. REZ2HBREE

#&-}k%&(%ﬂii&- IREE/BtOAC, 40/60; 15-40 pm). Jc 462000
H5, ﬁiﬁ@%l FE: L2 g (52%); & 226T.

m Sopve ot

X (1644 10) R X (ee-411) 41 &

F 140C T 34444 (4) (0. 0015mol) . 2-F &, Z A (0. 003 mol)
FozRKBR 47 (0. 003 mo1) 4 DMF (5 m1) A4t 3F 48 )it . AusK, A EtOAc
ERBRESY. 2BAHANE, RBREBRK, TRFALEMN. HE g
BrREBAEN & (WM& KT /EtOAc, 60/40; 15-40 pm).
KERANRBLIES, AR EN. FHARBLFES AR T LA,
R IFTIR. ZF:0.05 g 144 (10) (9%; % .& 115T) 4= 0. 057
gﬂc/—\#v(ll) (10%; &% 107TC),

Yoim Hepoootn

WX, (bo-412) B X (bo13) th4) 4

Z 120C FH 4449 (4) (0. 0015 mol) ¢4 2- (FHAL) T (2 nl)
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ZRESYBIH 8 I, A 10%KBER4F. A CHL.CL ERARESYW. 98K

ME, REBARA, SRBAERLEN. REQ.2e) BAKREEN kG

16 (BB : RTAE/BtOAc, 70/30; 15-40 pm) , K EHAERBLES,

EEFEN. BHF N AREIANCEBEHETLE S, BB RYH
5T, FE: 0.08 g A (12) (14%; A& 120C). #5 A%

FEMNTLEBTLER. REREHFTHR. #F: 0.18 g 44

(13) (31%; %% 1257C).

e)

Joaco s
~ NN {/
AN

M X

10 FE 100C FH444 % (4) (0.001507 mol) . T A = FHh sk
(0. 003013 mol) . #4448 (0. 000151 mol1) & Pd (PPhs). (0. 000151 mol)
BN N-—ZTRETHEK G nl) RESHHLIF 24 10, oK, AagEtidiE,
BEtOAc #6i, BA&RZ EtO0Ac £, 4 BAMNE, ABREBAK, TEHF
AREER. Bt (1.3g) BHKREEN 4 (EBL&E: R /Et0AC,

15 85/15; 15-40pum). MELGRBIFD, RXFEH. #&E(0.3g)
AR . BBRRHIIFTR. TE: 0.11 g 444 (14) (18%;
B.E114TC),

f)

4 & (b4 15)
o NZ T

i X,

20 ETRTHALSH (14) (0. 013 mol) = KF (0. 038 mol) &) T &
(50ml) BAMBIH 2 K. K, ALBRER., 2E5FNE, ABE
BK, SRFEARERN. RiEW.4 g) BRABKAEEN EHAL GEPLRE:
FOH/EtOAc, 70/30; 15-40 pm) . WM E—ANRBLIH S, REXBERN.
L ABLES GBe, 3% A8 FL &, Bl imiahit-TFIE. £:2.45

25 g4bbe4h (15) (60%; 1% 132TC).

g)

52



01816717.9 o P ZE43/104T1

OXOQQ Q/L(Ir
~N 2
% (o} N %

M X (1LeW15) Fa B X (a1 &4 &
AN X (ba-d414) B X (ba-416)

(#5441 B.7.a #14) (0.0056 mol) 4 KOH[IM, H.0] (10 ml1) &5 F&

Gin) RAWETETHIE LK, BAKT, A Et0Ac EKR, &
s OBAME, ABRERA, TRFEAKEN. REQ.2) BHABEEN

kil (RBL&: KT /Bt0Ac, 85/15 £ 70/30; 15-40 pum). ¥ %

A RBLE S, RAEABREHN. BF —ANRBLESMACEBETE R, El

REBHTER., FE: 0.2 gsd (15 (11%; &HE133C). ¥F =

NRBESNLEPLEH. BREREHFT®R. F5: 0.3 g b4
10 (17) (16%; %% 128T).

h)
o
N
- N #H & (e 18)
HO

AR X,

E 100C FH 4444 (4) (0.001205 mol) . 2- & H-1- 8

(0. 002411 mol) \Pd (PPh:). (0. 000121 mol) & #%4k4R (0. 000121 mol)

15 M N N-—ZHTEG nl)RASHEH 2 . ok, A ik,
EtOAc #t7, £ EtOAc ¥IR, S AME, BBRERLAK, TEFEL
BA . R (0.7 g) BAMRAE BN X4 (BBL#&: CH:.C1./CH:0H, 98/2;
15-40 pm) . M F LG RMIAS, AAFEN. BREN R TE
R, BERRSFTIR. FE: 01444 (18) (23%; H.& 113
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C).
i)

Nopcoalisgere

M X, (1L2-4919) B X (bo-4920) 4541 &

Z 140CF #4444 (4) (0. 006027 mol) &5 KF (0. 024108 mol)
S &5 DMSO(20 ml) X RAHBEH. REXBEMNET, BABTEKRTER T
B, HLRERRSY, 2 BANE, B LKA, A NaCliafix
Rk, RBERK, LEFIAKFEN. REQ.7g) BHBREEN
E A (GRBLR: B OHE/BtOAc, 85/15; 15-40 pm). KE =AM %K
HLHHELELFEA.
10 BE-ARBES AL HRT LR BRI PHTR.ZF:0.21
g ALa 4 (19) (11%; KK 927C).
WHE A GBI OB R &R TIRA TR, > E:0.33
g 4A (20) (17%; &% 1147T).
j)
0

/O/LC(\/[\ W& (e H21)
o NT N

15 LI EN

4454 (4) (0. 003013 mol) . ZBER (0.003315 mol) Femik
4h (0. 006027 mol) & CHCN (10 ml) RA-HBHFEA 1 I . A
10%8K 847, A CHCLERRESY. 2 BANE, ARERK, iLEHF
ARER. Rz g) BEBAEEN LML (GRBLER: KT E/Et0AC,
20 80/20; 15-40 pm). MEBAMA KBRS HEZLELFEHN. ¥BE A%
WESaLmBPLER. BERRPHFTHR. FF: 0.12 g i
(21); B & 110C.
k)
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[ N H & (e a22)
N N
LEN

£ 100C FTH 4444 (21) (0.000898 mol) . = FR AR
(0. 001347 mol) &5 Pd (PPh:). (0. 00009 mo1) é§ N, N-—Z & T & (5 m1)
RABBIE 2 . mAK, B BtOAc ERRAY. D EAME, #AB
SOBBLK, TEFERLEMN. KEW.4p) ZHEBRAEEMN XL GERLR:
BRI /EtOAc, 80/20; 15-40 pm) . dE LRI S, RKFEM.
FEAE0.18¢g, 2% NEHEBEPL L. BHTEHHFTR. F£:0.13

g 44 (22) (45%; B & 138T).,

1)
0 o]
\
~ N 0 ‘ N/
O

10

M X, (1L4-423) R X (1b8-4924) 8 414
Ojk@A UIC@A
o N \O N/
M X, (1b4-4425) R X (e84 26)

£ ISCTH 5 & C0 EAHTFTH 4444 (4)(0.00603 mol) .

15 Ph(0Ac).(0. 000603 mol) . PPh; (0. 00904 mol) F=5% B 47 (0. 012054

mol) ¥ CO(RAK) 5 T A2 (40 ml) ¢St Bt3 8 o, mAK, A EtOAc

EBRRSY. XBEHANE, REREBK, TRFERERN. RE(6g)

2B EH k%4 (GRBL&E: CH.C1./CH:0H, 100/0 £ 98/2; 15-35

um) K 4 ANRBLAR S (F1-F4) , AL #HEH. F£:0.13 g ORKX) F1;

20 0.02 g F20RX,, 4% 25); 0.055 g F3 (RX., 3% # 0.11 g F4
(RN, & 26).
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FFIANBhB TR, BERIWHTER. FF: 0.03g4d%
(23) (1%); HBE 91T,
KBFIMNEhmarad. BEREHFFR. &% 0.035 g ibd
# (24) (1%); &% 99T,
5 m)

/O/ﬁ\(:(j/\ 8814 UL2425)
~o NZ

LN

£ 60°C F 4424 (4) (0. 009 mol) F=4% (0. 027 mol) & Z B (30
ml) BRAHBLI 4 0F, BmFELAE, ACHLCL®%, XXETF, A%
F CHCL. %, A 10%KER4F %, 2 BAME, ABEPLAK, LR H %K
10 REH., REZ @A ) BHRBEEN K GRBRLE: KT /Et0Ac,
75/25; 15-40 pm) . ME—NHBLARS, REBEHN. HEBRL
(1g, 37 A RmBE TR, BRERLEY, TR, 7% 45 Q5);

B & 88T,

n)
/Ojtjfi\ 45 (2 4927)
(o 4 N

~N,
15 MR X,

#4144 (4) (0. 001502 mol). Sn(CH:)+(0.003004 mol) # Pd
(PPh:) « (0. 00015 mol) 9 F A X (5 mol) BAHBIEF &R 3 K. M
A 10%8K847. A EtOAc XRRAY. 2 BANE, ABRLERK, i
RIFRKEERN. BREW0.7 g) BHBAEENE4L (RBE: KT
20 /BtOAc, 85/15; 15-40 pm). KEFBA KBRS (F1 A= F2), %%k
wmR. FE: 0.27 g (F1, #4e#h) = 0.14 g (F2). ¥ F2 A A=
LhBEY S, BB, TR, 5% 0.08 g4 Q7 (17%;
gk 110C,
0)
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(o]

| N e 414 (o 28)
N\, N I |

Mg X,

£ 80CTFTH4444% (4) (0.001507 mol) . = TEZHEALE
(0. 002260 mol) = Pd (PPhs)s (0. 000151 mol) 4 —="%% (5 ml) &4
BB 8 . K, RS MR L, BtOAc 2k, A A EtOAc
5 OER., aBAMNE, BRBERK, TEBFARLEM. HiE(0.65 g)
R AE B E AL GEBLE: KR OH/EtOAc, 90/10; 15-40 pm). I
KRB S, AXBREN. ¥AREZaobsPLh, BB,
Fie. F&: 0.07 g4 (28) (14%); & .E 108T,
p)

(o]
ﬁ\@fj\/\@éﬁ #14 (b 24929)
™~ N

10 R X

£ 80C T4 4444 (5) (0. 001507 mol). =X EX (XFR)Ex
(0. 002260 mol)#= Pd (PPhs): (0. 000151 mol) & ="%k (5 ml) B4
WBLAE 8 BT, AeK, A EtOAc FEERASY. 2 BANE, BBRENR
K, TRAALEHN. BEU.4 o) BEKEEN Kb (RBLE:
15 CH:C1./BtOAc, 96/4; 15-40pm). WKELEBRS, RELBEN. ¥
HE0.38 ) homsba s, Bhinkd, TR, 2. 0.16 gt
2% (29) (28%); B & 112C.,
q)

(o]

/

LIES

20 Z 80C FH4-4b44 (4) (0. 001507 mol) . =T R -2-En)rK 4k
(0. 00226 mol) = Pd (PPhs)« (0. 0001507 mol) &5 ="%4 (5 ml) ;B4
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HPLIE 8 BT, A L0%EKBR4F. A EtOAc XIRERAY. 0 BHMNE,
BB, WRFERLEMN. RiE (1.7 g) BRKREEN K%L (G
Biok: KRS8 /BtOAc, 85/15; 15-40 pm) ., tELRBAS, AL
B . BEREQ.65g) ALY L. RBREY, TR, F: 0.35
S g4ba4h (30) (61%); & 142T.
r)

(#4431
~ OJ\EINII\@ & )
S

LEN

¥ 4149 (4) (0. 0015 mol) . 3—"Ewr 2 — & #MEL (0. 00226 mol)

F2 Pd (PPhs)« (0. 00015 mol) 5 ="ty RAMBILF A 24 ).

10 Ae 10%8B%47. A EtOAc ERRAY. S BHME, FRBREFK,

HRERAREER. KRE0.8 g) BHBEEN FH4AL (GRBLE: KTE

/EtOAc, 80/20; 15-40 pm). KEL XKL, AKXHEN. KAZE

(0.4 g) hamBbed, BBy, T8, 7% 0.39 ¢ &Y
(31) (68%); &% 113T.

15 s)
0

> i 432
\m*« 8 414 (6 4932)

LN

£ 100CA 5 & x ) FH4144 (4) (0. 003 mol) . HEBR F B
{23 8% 3 (0. 0066 mol) #= Pd (PPhs). (0. 0003 mol) & Et:N(2 ml) 5
FR(A0ml) #RASHBE 8 ot AFELIEE, ACLCLAARERAL.

20 K& Qg BABKRAEENEHA (GRPLR: ILTH/EL0AC, 80/20; 75-35
pm) . K E—ABARS, RAEBEM. FHEBLRS (1 g, 80% AT
BPLa. BBREY, TR, £ 0.46 g4 (32) (37%).

t)
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(o] (o)
OorC e

NAX, (4849 33) BX (bt 30yt i &

Fo44a4 (4) (0. 003 mol) Fe BB LB (0. 0045 mol) 8§ 1-T#
(15 ml) REHBFIFFEDA—RK, BAKF, ACLCLER, EAFMN
B BABREEPBLAK, LB FELEN. REZERAEN KL (GRB&:
s CH.C1./CH:OH/NH.OH, 95/5/0.1; 15-40 pm). &£ FHA HBLASD (F1
F2F2), REABEPHEMN. FF: 0.3 g F1#0.3 g F2,
#Fl A CILCNRTEBYTLR., BhEd, T8, =% 0.102¢
a4 (33); &= 224TC.
# F2 A CHCN RZ& v & 8. BRREHh, T8, 7&: 0.2 ¢
10 444 (34); Bk: 185C.

JO)LC(T
o NTSN @A (b4 35)

£ 140C F¥H 44449 (4) (0. 015 mol) #= NaN; (0. 045 mol) &
15 DMF(50 ml) RA-BLsk 2 Joib. A 10%8KE47. A BEtOAc EBRRA
. SBRANE, RRERK, SEFARLEN. Kk (6g) BaEKAE
BEH ik sbAt (GeBLk: KT /EtOAc, 60/40; 15-40 pm). KEF —
NHBLR G, RXFERN. $REZALRTEH. BhREH, T
FEE: 1.26 g4udh (35) (24%); B.E 160TC.,
20 V)
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Yegooollicaves

M X, (144 36) A X (e 3NHH &

o444 (4) (0. 009 mol) F=5LAk (0. 0099 mol) ¢ Z &% (30 ml)
RABBIE =R 12 B, 418 A A4 KOH (0. 0149 mol) 49 H.0 (5 ml)
BR, FREVWBEHEFER 1 o, BIAKYE, A CLCLER, 45

SORAME, RBREERAK, SRIFAREN. REZHRAE BN Fhi (G
Plik: HROH/EtOAc, 70/30; 15-40 pm). MK ELIHERSD, RESL
ZM. FE: 1.1 g F1(3T%# 0.4 g F2 (13%) . ¥ Fl g 2-&AMF
b, BRBREY, TB, A4S H36); HFF2H2-ARTLEL.
//’éﬂidb/z{#] T, FAE446%37).

mm

M X, (be-4 38) B X (-4 39) 6 414

AZERTFH CHLI (0. 0034 mol) & FHB|4-4L4-4 (36) (0.0015
mol) . 444 (37) (0. 0015mol) F=2XBE4¥ (0. 0034 mo1) 44 A& (15 m1)
BRY., RRAMETETHRFS I, mK, ACLCLERRSY.

15 FBANE, RBREMAK, TEFIALEN. RE0.29) 2HEEE
Mokt (ZeBLMk: ZKTB/BtOAc, 85/15; 15-40 pm). JcdE4h 3L
B, RABEN. F¥: 0.6 g F1(57% # 0.18 g F2 (17%). ¥
Fl A Tsb&a. B, TR, #2:0.28 g4 (38) 27%);
K[F2aCsyadh. BRERW, TR, F2: 0.065 g 4% (39)

20 (6%).

X)
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/O
\O\/K\C:(I\ 84 & (L2 40)
(o]

N
LUEN

7

RaLa (iba-441)
Cl

(FFE#4] B3.b 414 (0. 0014 mol) & 3N HC1 (5 ml)&E THF (5 ml)
HRABBFERR—ANAR, BIAKT, ARBRATHA, & CHCL X
R, o BHAE, REREMK, TRFXLZERN. #&: 0.5gF. H#
5 SLABBRAF A 2-ARTLE S, BREARHHTHR. F&: 0.35g4
A (40) (74%).
y)

m H 4 & (o3188)
N NH,

A 200C FH4444 (5) (0. 045 mol) . Z. A& (0.90013 mol)
10 FesKBE47 (0. 225 mol) RS WPH I TR 2 I, EERTAHH, 4
A H:0/CH:.Cl. ¥, ¥A CH:.CL B, 5B AME, ABRREBAK, L&
AEAEMNETF. BARZ2 (4.4 ) g CH.0H P& 8. & RS H TR,
BEREL. B2 0127 ) BB EEN st (LB %
CH.C1./CH:0H/NH.OH, 96/4/0.1; 15-35 pm). K ELEBLRS, KL

s HEM., FE: 4.2 g (188) (65%).

z)
(o]

O)\C(Y\ #515 (oot 248)
o NZ “NH
O)\O
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EERTHA44SH (188) (0.00032 mol) . X FaEE (1.5 L&,
0.00048 mol) . 1-ZX-3- (3’ -— ¥ A L) AT A-HUCL (1:1) (1.5
43, 0.00048 mol). N-F A X =wk (1.5 %2, 0.00048 mol) F
Et:N (1 5%, 0.00032 mol) &) CH:.Cl. (2 ml) BA-SHtdE 15 W,

S AREBEM. REZ G AEMEE R (HPLC) bk, KEZHHR4, &
KIEH. FE: 0.066 g4 (205) (49.50%).

aa)
(o]

S
N 8 414 (1b2-4 6)

B X

EFRTHA ¥4k (20) (0. 001507 mol) &5 3N HC1 (10 ml) 5
10 THF(10 ml) 89RASHBH 8 B, A 10%8KBE 474 Z sk4b, A CH.CL.
ER, o BANE, RBRERAK, TRIFARLEN. RE(.2¢9) 248
AR BT RS (GeBL&: K TIR/EtOAc, 85/15; 15-40 pum) . K%
R BLARS, REAHEN. RBE (0.4 NahBd e, BREREY,
T, F2: 0.3 gtdH(6) (58%), &5 108TC,
15 ab)

\D/O/S@(I\ 4 % (o3 419)
N

H
LI E

HA1ad 213 (&5 B4 414) (0. 00305 mol1) &5 CH:ONa (30%

CH.0H %) (0. 00916 mol) & CH:0H (25 ml) RA-MHIFE K 15 I KHE
AWB TR, BAKT, A EtOAc F]R, S EANE, BRBRERK,

20 WHEFARKEN. RE (.1 ) BREKREEN R GERE: KK
/EtOAc, 40/60; 15-40 pm). M EHAN MRS, REXBEHN. £ 3
0.3 g F1 5 0.5 g F2 (50%) ., ¥ F2 M@/ ahmbad, bR
X, TR, F&: 0.26g. BFl AR TLR, BBRY, FLB.
20019 g, BB A, ZHBEEENESHL GERZ: CHCL/

25 CH:0H, 98/2; 15-40 pm) . K E L RBLARA, RELEHN. 5. 0.11
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g. SLZABLAR 54 kromasil &4 Bk 44k (SeBLik: CH:0H/H.0,
70/30) . MELEBARS, REHEN. 22 0.09 g 9% . ¥t
AR LsPER, BBREY, TR, F%: 0.08 g Lo

410(8%) .
5
E 4] BS
(o] (o]
o ?il 0 o til 0
M X, (69 42) B X, (249 43) 6 41 &

A SCTHE N FHTFTHBEFR (0.00456 mol) & Ao 3| &1L o%
10 (9) (0. 0019 mol) . 4t.4-% (8) (0. 0019 mol) ¥A & tBuOK (0. 00456 mol)
# THF (30 m1) BéH ¥, TERFHRIF—K, BIAKT, A CHCHL X
R, o BANE, AREPAK, TRFRLEMN. REBLKREEN
HEb (BLAR: R TBL/EtOAc, 65/35; 15-40 pm) . #cdE A BB
BA, REFEM. FE: 0.35 g A4 (42) (30%, B E 125T) A&

15 0.35 g4 (43) (30%, &.E 116TC).

L 4] B6
a)

{OiGEIA{OiGE\r
™~ NS N So

\/O\n/l \/O\II)
(o] (o]
M X, (1bé-4h 44) B X (fbo-d945) 0 4%

20 B NFH T4 60% NaH (0. 01068 mol) %) 4144 (8) 54k
A (9) 84%4 (0. 0089 mol) ¥, B3 30 54P. £ 0CFMmAZRT
A5 (0. 01068 mol) . ¥ RABHFTERTHRIEL o, AKEMR, vL EtOAc
AR, 9 BAVE, RBRERK, dEBHRELEN. REAZHBEE
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10

20

25

Mk sht GEBLAR: KT /EtOAc, 60/40; 15-40 pm), HKEFFEY
B4 (F1~F4), RELBEAH. F: 0.11gF1; 0.13gF2; 0.75¢g
F3Z 0.8gF4, ¥ FIMNTEBPL N, BB REHFR, F4: ko
(44); B & 152TC.

HFANTRFLE S, BERKFTFR, T4 LB US); BE
147TC,

b)

O O

M X (b4 46) B X, (1b2-47) 94 &

A 0CRE N FHFHLFEX. 007 mol) B 44649 (8)
L4 (9) (0.0064 mol) vARZ 60% NaH (0. 007 mol) & DMF (40 ml)
BRY. YRS TERTHRIEL I, AKKE, L Et0Ac EIK,
ABANE, ARKE, REBENK, TEFARLEN. REZHAE
BN KA GRBLA&R: XTI /BtOAc, 70/30; 15-40 pm). K EFF
TPl g (F1~F4), AKX EH. ¥ 0.15g F1; 0.1g F2;
0.6g F3(23%) & 0. 8g F4,

FEINTEBRFES. BREBRIZFTR, Z4: 0. 13g 4% (46);
®E 137TC.

¥ F4 N DIPE 55h8 b2 8. BhREHFTFR, F4E4eYy
(47); H.& 130C,

% 3#&4%] BT

a) T OCTFH 3-REXTFTHER (0. 088 mol) FimEA) 4o
(48) (F5c4641 B2 414) (0. 044 mol) & CH:C1. (200 ml) & %, 44t
RAHTERTHIE 1200, A 10%ERFELESH. ARAKRLEE
AHEBAK, LEFEE. BEEMNCH).0 P HLH. F&: 8. 2g
RO B-FR-6—8oki) T, 1-R W (4L 49) (69%).

b) W 4-FRESBBLE (0. 043 mol) HAmE| 414 % (49) (0. 028
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mol) ¥y 2K BR 47 (400 ml) 5 CH:C1. (400 ml) Z& ¥, ¥ REBFEE
T8I 1. A CLCL FBURAY. ARBEEFTIERK, Tk
FEE. FHEEKNCH).0 FHEL . F&: 6.64g 6- GRTER) -3~
T -2 (1H) —&okBR (4b4-4 50) (85%); & & 256.1T.

%44 BS
a)

_OH

H
N2 N
|
~N NN
P P~
o N So” Yo N o

eeHms) [1a A, 4al (e s2) [1a (B), 4alt54l%

4144 (7) (0. 0229 mol) . A (0.0252 mol) F= N,N-—Z 4
10 ZA(0.0252mol) ¥ 8 (100ml) RABHEHE K 6 1B, BIAKE,
A CHCL FIR, B AME, REERK, TEFERREN. k&KL
M CH:CN F & &y, IBIBIRIEH TR, RBLZ KA LI EHL GEBL&:
CH:.C1:/EtOAc, 80/20; 15-40pm). KEFHAKBLAS, RELERHN.
T 2.8 g4bAH(44) (36%; & 133C)Fe 3 g4bldh (45) (38%;

15 k& 1427TC).

b)
/NHZ

~

AN (b2 53) 49414
P
N O

[1o(Z), 4]

AERTHMB (0.41 mol) FmB| 4444 (7) (0. 015 mol) ¥ 78
(5al)ERY. FRASODHHFEDAR—E, BAKST, A CHCL XK,
20 RBANE, ABERK, TRARLEN. K288 BAEEN KL
A& (BeBL&: CH.CL:/CH;OH/NH.OH, 98/2/0.1). M EhseBLARS, XK
HEM., BEREANCETL . BHAEHHFTHR. % 0.8g4d

# (53) (15%); &5 110C.
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5 46 4] B9

(0]

Q)m 414 (54520
HsCO' N O
k'rNH ;
0

A4 400, 401, 402. 403, 404 F= 405 8441 &. B P4k 21 (3%
S A1l 414 (0. 000269 mol) . £-RIA 2 B2 2k (0. 000404 mol; 1.5 H#¥).
N-(ZELE FRRBEA)-NN-ZFH-1,3-H =Kkt 0000404
mol; 1.5 4%). 1-BEX-1H-FKFH =v& (0. 000404 mol; 1.5 LF) Fo
Et:N (0.000269 mol) # CH:C1. (2 ml) iRA-4hAETE FH I 12 J B,
AREIFER. RiEZ HPLC shib., WETHRBARS, RABREHN. &

10 4: 0.63 g4ba# 520 (46.37%).

S #44] B10
0
SN 89 414 (fbo4p 233)
HsCO m;‘ N

15 ¥4 d 4k 27(0. 0026 mol) FeF iEl4k 26 (0. 0026 mol) & EtOH
(380 ml) 534 (19 nl) ¥ RABBEELFER 15 IHEA A
B, BIAKKE, AER T, 2L BtOAc R, S BHNE, AR
GBLAK, SRFEAELEMN. BHE07.9 g) BaKEENEHL G
#: RTEL/BtOAc, 80/20; 15-35 pm). W ELhbBRD, REEE

20 F. F&: 0.85g F1, 1.1g F2 4= 11.5g F3. % F1 #2 F2 55| G &
BPaa., BABinikd, FHR., F&: 0.34 gibd4h 233,

3% 764) B11
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10

15

20

N 8414 (124 511)

P
N

#1449 22(3% B4 #14) (0. 004 mol) & HC1 (3N) (20 ml) 5
THF (20 ml) RA-HHHF DK 8 JoF, BlEKLE, A NH.OH s, v
CH.CL B, 2 BAME, RELERK, SEFALEN. HE L. 2g)
% BB AR EM R sh4ib (ZeBL#&: CH.C1./CH:OH/NH.OH, 93/7/0.5; 15-40
um) . A EAAEBLR S, REIEN. F&: 0. 55 F1(41%) 5 0. 4g F2,
¥ Fl ArommbsLd, BhiLEdy, TR, 2% 0.17 ¢ o9
511 (14%) .

%2641 B12

O N
|
H4 & (Lo-% 514)
N s

44 524 (3% B9a 4]4) (0. 0018 mol) F= 85% KOH (0. 0094 mol)
¢ EtOH (15 ml) A HE A =R 24 Jond, BIAKYT, A CH.CL. FIK,
REANE, RBRERK, SRAKRLEN. REZHRBEEN R4
1 (RBL&R: CH:Cl:/3R S 80/20; 15-40 pm). HFE HA R RS,
FEEFHEN. FF: 0.35g FL(64%), #H 0. 17g F1(SM) f LB P & 5.
BB, TR, FE: 0.33 giddh 514(60%) (B 5. 185T),

% 3&4] B13

8 $4 (ka4 515)

¥aF 4R 28(0.019 mol) . 2-XK fekwh X — X MER (0. 028
mol) . Pd (PPhs) (0. 001 mol) #= BHT(% &) # —"%% (25 nl) 5

67



01816717.9 W B 5 ZE58/104T

Na:C0:[2] (25 m1) ¢ R4 BEHFH =7 8 -0, Al EtOAc F B, ¥4 NH.OH
mACKE, A CHCL R, 5 BAIE, RBEMRK, TEFEALSE
H. KEGB.6 g) BAEKRAEEN KL (RPL%R: CHCL1./CH:0H 99/1;
15-40 pm) . IHELHRBLRS, RLXEMN. F: 1.8 g (33%). #Hit

S HBLAAS R 2-AR/CERYER. RBLRY, TR, 2% 0.39 ¢
a4 515(T%) (BB.E: 134TC).

£ #64] B14

# %1 & (L2-4 526)

EEBTH=TEAAIL(0.0012mol) 28 mPB| 4 184k 32 (0. 004
mol) &) CF:CO0H(5 ml1) &5 AcOH(10 ml) 9. @R FMmA
NaBH: (0. 0012 mol) . ¥ BRAB TFER TFTHI 8 0, #AKXKE, A
KRB, A CILCL FR. 2 BAMNE, ABAEBRK, TRFEAL
R . Kik (1.2 g) BRRAEEME %A (GEBL&: CH:.C1./CH:0H 99/1;
15-40 pm) . ERARBRS, RLEHN. F£: 0.51 g F1(43%)
#2 0.4 g F2, ¥ F1 % F iPrOH . HMmHCL/ iPrOH(1 % ¥). #E &
R, TH. F: 0.32 gika4 526 (B&: 248C).

1

n

20 34 B15
O A N M E (et 4T1)
e
N

¥4 4K 33(0. 082 mol) fw 3-R-2-T K -2-T %% (0. 098 mol)

@ AcOH (200 ml) BEHH H A 8 i AL BEMETF. &K EETF CH.CL:

25 %, A 10%BKBR4FRAE. A BANE, ABRERK, TEFRKERN.
K& (27 g) BAKRAE EH E b (BB : CH:C1./Bt0Ac 95/5 £ 92/8;
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15-35 pm) . KEBHA KBRS, REXEMN. &: 0.7TgF1 5.3
F2. % FI1A2-AM/Coeb e s, B, FB. ZF: 0.25 ¢
o 471 (2%) (B.E: 140C).

5 A1 ERBHEWARRERY EZHH 4 E&6X (I-4) F X (I-B)
REHS M.
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&1
0 R4
R’ N R®
N R
e e R® R* R! 58
R AV K ‘

54 (B2 |CI zi |H i /C@/ -
3 {B3a|Cl zx |H BE 145°C
55 |B3b |1 z% |H U %A 131°C
56 |B3b |Cl z#  |H O\/O\/ KA 104°C

57 |B3b |Cl (43 H XTA 1.5 100°C

58 |B3b |Cl %3 H (:U 5.5 126°C
59 {B3b {Cl ZE H @O:]/ BE 150°C

60 |B3b [CI zix |H O;j/ 54 138°C
61 |B3b | OCH, & |H ©/ i
62 |B3b | OCH; % SRE: O:j/ %% 130°C

63 |[B3b | OCH; zi H 5.5 116°C

64 |B3b |Cl ZE H -(CH,),-O-CH; 5 82°C

65 |B3b | OCH; (4% 3 H I-PRAIRTE % 5 82°C

66 |B3b | OCH; %3 H -YERAKTCE |[RAJRE
94°C

67 |B3b | OCH; %3 H -FRAKCE (WX EE
108°C '
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01816717.9
8- | %% | R? R® R* R' WS
W5 |B5
68 [B3b | OCH; Lk H 4-F R LR A-F L [(A), g E
82°C
69 |B3b | OCH; Ak H 4[CCH)Ix 2k |asims 92°C
70 |B3b | OCH; LA H 4[CCHBIRTE | WX K&
108°C
71 |B3b | OCH, LA H PREp— ®B), & &
92°C
72 | B3b | OCH; LA H -FARKTA (A), &2
80°C
2 |B2 |a i H CH,-CH(CHz), 15 & 82°C
73 |B3b | Cl A H -CH,-O-C,H; 5.5 82°C
48 |B2 |H L3 H ok .
74 |B4 |I L o (:O/ :
75 |B4 |1 - H m BE 124°C
0
76 |B4 |1 L4 |H O:j/ 55 138°C
O
77 |B4 |1 Lk |H m B 120°C
O
78 |B4 |CN - H m 55 128°C
(o)
79 (B4 |CN LR H m 55 136°C
F (0]
80 |B4 |cN L |H [:EOT B 120°C
Q
81 |B4 |CN ¥ 3 H (:l:)/ | %% 139°C
82 B4 | & (4%:3 H CU B % 106°C
83 B4 LFY ik H m 0N 149°C
(8]
84 |B4 | wx Tk H /@j/ %5 118°C
F
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b | %46 | R? R? R* (R 3 4
W5 | B 5 ‘

8 |B4 | wa Tk H @/ 15 5 180°C

86 |B4 | vx (-3 N 5 53°C

87 |B4 | v 2% |H @/ 15 87°C

88 |B4 | & X3 H -CH,-CH(CHj3), g & 68°C

89 |B4 | TH (28 S H ©i:|/ 1.5 120°C

31 |B4 R (573 H 4-FRART R M X,; 113°C

90 |B3b { OCH; H H 4P EAK AL X, 5
126°C

91 |B3b | OCH; H H —TEAROL e
100°C

92 |B3b | OCH; H CH; 4-FRAKT A LEW 3
120°C

93 |B3b | OCH; H CH; |sowssmon R, B E
111°C

94 | B3b | OCH, i H 4-F AKX TR WK i85 96°C

95 |B3b | OCH; ¥4 H. 4-FRA KT A mx; HCL
(1:1),
1 5 138°C

96 |B3b | OCH; . H 4-F AT A EX; #5
118°C

97 |B3b | OCH; st |H 4-F RAIRT K MK &
108°C

98 | B3b | OCH; TR H 4-FRAKTA WX 455
104°C

99 |B4 |NCHs), |24 |H /OQHs ®); 5.4

o 102°C
100 | B3b | CI A H Q/\ A 114°C
o
101 B4 |94 zE H -THRAKTL W8 86°C
102 | B3b | Cl LA H E Oj/ A 78°C
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e %4 | g2 R’ R* |R 0 32 4
5| #5
103 { B3b | Cl A H O‘: ]’ mE  91°C
104 [B4 |N(CHs)» |on H ©/ s 103°C
105 [B4 [N(CHs): |ox H CE::( 85 170°C
106 { B3b | Cl A H _p( & 137°C
107 | B3b | Cl ik H O/ .5 137°C
108 | B4 | ¢ 3 ok -FRARTA WX 58 91°C
109 {B4 | @y A H - LRAIKTA B X B

150°C
110 |B4 | @y x |H /O/\ 5 % 90°C
o
111 |B4 | wy LA H /O/\ 5.5 94°C
o
112 [B4 | wy i |H (:r 55 176°C
113 (B4 |y ik H 1 % 106°C
~
114 1B4 | A H H -FRARTE W 5 74°C
115 |B4 | gt A H -TRIRTA MK 15 8
. 108°C
116 {B4 | wx A H #5 & 110°C
O
117 | B3b | 1 ZA H ©/\ 5 5 124°C
118 | B3b | Cl .k H ©/\/\ .5 107°C
119 | B3b | ClI Tk H C(?\ 55 129°C
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%4 £k Rz R3 R4 'Rl R
W5 | #5 '

120 |B4 | wx A H 01 ] .5 106°C
41 |B3b |Cl 3 H /OUV BX; 5
157°C
182 |B3b | w1 ik |H /U WK B
HO 170°C
183 {B3b | w4 oa  |H O/ K B
HO 144°C
184 |B3b | wx Tk H O/ B.& 138°C
HO q
185 | B3b | Cl A H % 120°C
N
186 | B3b | Cl ik H
>’/0\“/N
O 3
187 |B3b | Fi& 423 H %2 162°C
>,/0 N
O |
216 | B4 |CC=N N3 H @/ %% :160°C |
217 | B4 | o A H m (?_l'géiﬁi
~ 0 £ % :143°C
218 |B4 |1 LK H ©/\/ &k :102°C
219 |B4 | CC=N L H Hcac)\/ B :115°C
Hs
220 |B4 |Cl LA H FI , (_;;); o
o
221 (B4 |CI o |H F] ® e
o
222 |B4 |I i |H @/ % 1206°C
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A s 2 3 4 1
8| %4 (R R R R e
5! 5 |
(BX);
223 [B4 |al cx  |H /O/ R
HaC
F :
224 | B4 ‘T]}_{i Tk H /(j/ (;21)5,\ 103°C
HSC\O
225 |B2 |Cl 3 H @/ & :94°C
226 | B3b | Cl N3 H /O/ g;\]) -;157°C
C2HgO
227 {B3c | wat 5 O H O/ 58 204°C
H3CO
228 [B4 | C 3 H O/U (12)& :136°C
HqC
229 |B3b | rmat H H /()/ ((115\;}) HCl
HaCO B & :150°C
230 |B3b | Cl R H Q:j/ B.A :116°C
OCHj
231 {B3b | CI ik H ©:j/\ B & :120°C
e)
232 [ B3b | CI &3 H % 15 :112°C
233 |B10 [ gax |H C(=0)0- /O/ gﬁ;\) o
s HgCO
234 |B4 | myu ik H @v 5 :122°C
235 |[B4 | wx Z H @\/\/ 15 % :106°C
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o8| 546 | R? |R3 R ]! R
5| #5
236 |B4 | @y ik H <I\ B 5 :104°C

OCHj
237 |B4 | ¥ ik H Q/\ %.& :90°C
238 | B4 3 H H X ;
¥ /O/ & :80°C
HCO
HsCO (BRX);
HaGO (LX) ;
240 | B3b | Cl %3 H \O/ W)
241 |B4 |vx x3 H THa (A); 5 %
:90°C
HaCO
' Hg ®B);
242 | B4 [P zk H. J:ﬁ/ B 5 110°C
HsCO
243 [B3b | Cl Lk H Q\/ K55 :134°C
o 0
Ll
244 | B3b | Cl Tk H @\/ 155 :127°C
- i ) ;
245 | B4 INHC(=O)NH; | 2% H /O/ 1 & 176°C
HsCO
, "
247 | B3b | Cl A H g 1 % 192°C
0
248 { B4 LE-S Tk H (A); B
Ho :80°C
3
_ : (B);
i bl b o ! ECK B & :138°C
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01816717.9
e %3 | g2 R R* R 0 2 32
H5 | T
250 | B4 (BRX);

P& ek H kb :118°C
O-rmi
252 |B3b | C] L H )::l/ A)
fAAL
253 | B3b | Cl i H ):j/ B)
FF AL
254 | B3b w 3 H @(CHZ)A\ & 74°C
255 B4 | wx Tk H (B X);
B.E :68°C
O-rmi
256 1 B4 | wi ok H /@:)/ & 210°C
HO
257 | B4 W R H E;O/ B.E :113°C
OCHg
258 | B4 3t %3 H Cz"'m A 92°C
CHy” N7
259 |B3b | wx zi H g\ t 5 :115°C
OCH,
260 | B3b | i 3 H (;'/\ %E :60°C
CHs
261 |B3b | Cl A H /O/ (A); 1%
:36°C
CoHg
262 [B3b | Cl i 3 ®B);
£ :101°C
CaHg

(i
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4| 5% | R? R® R* R EL S
WE| 6 |
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4| k% |R! L W R B
STEARCE |
470 | B3b O/ \C'\/\j\_j & 1161°C

© N s
472 | B3b O/\ UNij w5 l4deC
F
473 | B4 F\©/\ mj p L43°C
N/ [0)
474 | B4 D/\ mj s 5 196°C
S N/ (0]
475 | B4 /©/\ m 55 1162°C
P
. F N (8]
476 | B4 jHa \C(\/\L—j rs & :171°C
/ .
N S
477 | B4 ¥ mj g & :155°C
P
l{ [ N o
N . 1949,
418 |B2 |-wpwn \ij:j g g 124
N/ S
479 | B4 i m (A 5 :146°C
H3CO
480 | B4 i A (B); 52 5 :162°C
Q/O/\ N
HsC
481 | B4 @ﬁs\ \Cfﬁzj (A); 1 & :129°C
P
N S
432 | B4 i \C(j:j s l15°C
¢ Ao
483 | B2 /O/\ \(:\(\/(j BE187°C
F N s
484 | B2 F\O/\ \C(\/Ej BA 16200
P
N S
485 | B4 s mj (A); £ 5 :130°C
HaCO

102
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4| %% |R! L W IR
we|ws | | |

P
N o
HaCO
487 | B4 M mj (B); 1.5 :128°C
N/ O
HaCO™
488 | B4 o/d/\ mj BE 85°C
P
N (9)
H,C!
489 | B2 "3°\D/ \ij;j BE 1150°C
' N
1490 | B4 Hsc} N (A); g5 :117°C
P
N
H3CO’
491 |B2 N 1 \ij:j Y & 220°C
492 | B4 @? mj ¥ 5 :136°C
S
_ N s
' w5 :131°C
493 | B2 " W m 55
N (9]
| 494 |B4 ™ \O\/j:j (A); 85 :125°C
' N o
495 | B4 1 Of\jij K 1135°C
Kj/ N s
496 | B4 7 \(:(j\_sj 5 :130°C
N
497 | B4 U\ m s 5 1127°C
P
N
498 | B4 O/\ mj 45 & 1195°C
Br N/ 0
499 | B2 T m 55 201°C
N/ S
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4| £ | R L My 38 ¥ B
#s| 5 |
500 | B3b ©/\ \EINj/_O:'/CH” K E :143°C

S
501 | B3b O/\ S g & 137°C
)
502 | B2 ? N B 5 210°C
N\ P
|
503 | B3d O/\ s s 134°C
OCH,
504 | B2 ©/\ t & 1163°C
‘ Hy
505 | B4 O/\ mH B 1420
) N/
506 | B2 ©/\ mj & 139°C
H3C N/ S
507 | B4 @/\ m B5  171°C
P
0 N
523 | B3b f m ]
C( v
8
B K | gy gy 050 3 32
Wy g |
511 | B11 r
N ey
N/ CH,y
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o ZE95/104T

10

15

A s '
el zm |, ELIT
5| HE o
514 | B12 —
N
W
N 'S
515 | B13 ‘ |
T
N GH,
524 | B9a F "‘/OH s 185°C
SASe
N S
471 | B15 O ()
oo
o CHy
526 |B14 l I HCI(1:1)
\
P
N
C. 2% F#kb]

A CHO gmfied %, oy K & mGluRl AR MEZETHF

¥ %X nGluRl Z4& %) CHO e A AT ABAE A LM EE 96 Wik
FRE. BAARASHERNMRLXANULE D ERSHABRME M
RABETZEHERN. @t Hm Fluo-3 AM, AZERTTHL
HFHBERIER 1 ), hikmie, RALXANEh R miEmie L
20 54, AEXBEBARAWNRZE, AEXAY k4B (FLIPR,
Molecular Devices Inc.) RFZFHEAUILALARFTITHNEETRG
AR R Hee T, LFiat &, FwAwL—a8 -+
HER. REABLASHEFRETHEAFENTF1-900Z20H)
BRESH)LERERXEHE. pIC Y15 RBMAEF WS E T o

B 5 0% F1 oG XIe A By SR G 5 xTAA4E .
AL AR SHE pICEES S S,
A 1~R 8 FoLaded plCoEED A 6.
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H—BHR AW, B pICoEAT 74 8 LW, X&peH7

FAIF.
29
HeH5 | plCsu e#ms | plCs
463 7.98 281 7.63
441 7.95 487 7.63
334 7.95 299 7.63
22 7.94 431 7.61
421 7.94 98 7.57
15 7.93 464 7.57
440 7.93 446 1.56
139 7.93 251 7.55
178 7.92 484 7. 54
338 7.91 494 7.53
87 7.90 128 7.52
462 7.90 344 7.52
394 7.90 161 7.49
423 7.89 298 7.48
21 1.817 454 7. 45
220 7.87 456 7. 45
479 7. 86 2717 7. 44
483 7.86 91 7.43
485 7. 84 356 7. 42
9 7. 84 229 7. 41
110 7. 84 333 7. 41
248 7. 84 326 7. 41
341 7.83 369 7.40
163 7. 81 430 7.39
433 1.79 435 7.38
238 7.79 35 7. 36
224 7.78 228 7. 36
4317 7.78 429 71.36
498 7.78 117 1. 35
449 7.177 291 7.35
242 7.76 313 1. 35
346 7.74 280 | 7.34 |

106

o5 | plCs
89 7. 25
108 7.25
373 7.25
255 7.23
5217 7.23
303 7.22
296 7.22
221 7.21
193 7.21
14 7.20
131 7.19
438 7.19
148 7.18
496 7.18
236 7.17
332 7.17
481 7.16
191 7.16
4517 7.14
20 7.14
145 7.13
268 7.13
512 7.13
474 7.13
10 7.11
307 7.11
426 7.11
466 7.10
97 7.08
83 7.08
434 7.08
300 7.08




01816717.9 oW B E97/1040C
e¥5 | plCs te4#5 | plCs we#5 | plCs
182 7.73 460 7. 34 199 7.07
486 7.73 482 7. 34 290 7.06
447 1.172 343 7.33 112 7.05
7 7.72 425 7. 32 348 7. 05
175 7.71 473 7. 32 286 7.03
475 7.71 287 7. 31 442 7.03
480 7.71 448 7. 31 422 7.02
213 7.70 243 7.29 283 7.02
239 7.70 323 7.28 318 7.02
241 7.61 159 7.28 36 7.00
461 7.65 289 7.21 396 7.00
115 7.64 184 7.26
445 7.63 436 7.26

—40 B ARS8 pICoAE £V 4 8, b oHH T4 10.
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i 10
1,8 25 My pIC50
5
416 8.587
Q
N
o Z s
(MaX)
27 8.527
(s}
D*@@C
\0 r
(X))
174 8.49
0
jonses
~o “No
(MEX)
506 ' 8.48
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14,2 2 M pIC50
5
25 8.45
o
jegoen
~o N7
(M)
4 84
0
OCCe
~o N al
(M)
19 8.38
(o]
joneen
~o NZ F
(M)
429 8.38
e}
o NZ o
(MmX)
424 8.355
(s}
jegess
o ~’
(M)
176 8.33
[¢]
jensee
~o NZ s
(M)
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168 25y pIC50
W5
210 8.315
[s]
jopsen
~o N Na
(M)
114 8.28
(v]
Q*(I?w
~o N7
(X )
438 8.27
(]
F
AN
~o “ o
504 8.27

4717 8.25

432 8.237

214 8.233
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12 2 M pIC50
5

465 8.145
Q
/N N
N/ 0
135 8.14
0
jopsen
o NP NH,
(M) .
420 8.135
[o]
Q)Uij
~o N7
(X)) & (1:1)
292 8.13
(o]
ﬁUIV
) N
(M=, )
427 8.115
[a}
SR0ow
N/
208 o 8.095
jonsee
o N? b!l
(M)
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8- 8 pICS0
H5

419 . 8.065

OXCe
~o N Yo
H
EN
455 8.055

418 8.045
(e]
Q)Ul“
o W
(EXN)
497 8.025
[s]
_
N
0
439 8.023

237 8.01
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TS Iz pIC50
s
499 8

i
N
F 2
N

%2 Bennett £ A HEZ K 694 8H &A%

5 F K
F AR RAKE 240-280 g &9&H SD X &
AFFRGHHZE Fiz4t 1 nl Thalamonal, 3% 40 mg/kg H &
MR (IP) iZ R E LA ATREE., AABBRINEBLEBERR =X
AT R, BELELFTHE. ARHELTH X REEFEY T
0 mm&HE, ALFHAZABARRRKE 4R 4.0 "BHBEKL. EF
PSR ABEANZ LI, RAZRBEREAGAERILERTIRY.
FREXR1.25 ng/kg R L FHHBE N ZHH B EGHF.

BRI
15 AMARE A 30x30 cn A& BB LT, ROWARAENH R
BRARihAE. A Julabo F25 A3 RFEHAHF) 0.0 (0.5 C. RBH
KHMEFARLE, B S T4 ADBEHANERBRLGHFKIE.
HEBILEIHAERE A28 LG L RSP R KEZ £,

20 REF %

FAREZV —ARRASHYASBRE, FAMBRA NG XL, &M
2N AR AL L RERAGH A KEIEZXT 2584
FHYHRATH WY, X% FHYSHHEBEA ZH—FFTRELA LS
#, 60 24 EBRATRE EHEFKE). REEXBRHLERARGH

25 REHTHHRET.
BTHRZEHN, ATBAFHHHLERHEE, UL “23 R i
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AT B
FHERER: (FBE/EHEH) < 100 < 40 %
BHRAER: (FFZE/EHHW) x 100 < 25 %

5 e (2D LS5 ng/kg R EHHNETEAAARIRMA.
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