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CH-AH. Ar F TR RTRAFEAGAX (Ib) 68, AEHIALER
RBARGTRAR, REATHHAXT Y AF-CH-AH. Ar A7kt
BAZEIFHEXAEX (D) hAHAGERX (1) Lédh, HABH
TZCLRAARPZRLBRERIXTX P Ar A7 ARAER 1 FHE
Le@BX (D) AR, Hal AR B ToIE K (I1) ¢ g8, 2F
FliBA (IV) B RAHTAS, KEiLEHHXF nfo R, b £HEEK
1Az LA X (II1) MRARIE R L.
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4- (GRYLIR) Rt Ao 4- (Rb e i) e T 4,
EHEF AL EE RN

KEAGREHFEBX (1)

(CH, )
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/YYN

R,

Ar

X, Ar &+
a) B RTIRARAEE, 4
b) BX (') &9£4H

X
© <ji;r’ (I')
N
H
A

AT X AFBAAG-CL-. -QL),~. -(),~69&H, ZxZFERET

KRBT RAEFTH,

Y A 7B X A-CH,-. -00-3-CHOH-#9 3L H],

R A FERTRTE,

R, %% C, C,93rbe ik, AR

n&F 0 L 24X 36T

AR PGS Tk A Wae X RS Bms R E 4 4.

A5k, 8 Y ZF-CHOH-B, ZEAREOEBT ARG B, 3 R
ATV, LOASOBR-FLRERaARe. Hk, BRAL YIS, R
EAEAFRE, FRF ARG X R FH R R X,

HRAKYR, TABTRTHE 1 AF05EHNEEX (1) e9isd.

BRAT L BAEXF Ar s @ATEXL. Hal R FRBRTHEX
(I1) IARSBE n & R, wai @A &L 9@ X (I11) 89R%ER B, 73
AKX (Ta) 98, XPEHYRAF-CO-8, 4% THEX (1)
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e B ABWE, ME TOMER T e B 6 EALHE R L8, 73]
@X (Ib) 958, X b3 YAF-COoH-&, e FEX (1)

iX B  64 B R A4 A E B KA T AT dodd.

ATHAXT Y £7-CH- Ar AFHRTFRAMEE, MG TABEIL
b BERERE, HBRR, K5 aAAE AT R REATA .

ATHRAHXP Y A7, Ar £F8X (D) o95H, BBFE2, &
KR FZ AR A Z ABBERXT Ar AFEX (D) ¢AH, @ Hal
AR BRTFHEX (11) GAKE, BEBAEEH diFH EP-0281309 4tk
ik, AEREX (IV) GFTEd, MERLE —#HitsH5 Xt n # R ¥
@R L X, (111) MBRRRRAEARGEHTRE, ttfd NN
F PR, AR BRAYRALT.
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BX (II) SRS T E TG LHig, LEaESA PF$H EP-
0109317. EP-0281309. EP-0351282 #= FR-2684379 ¥ A 4U£.

X ¥ 0=2. R, A TR CAMHB X IID S ECARLSE 2 EN]. Org.
Chem. ) (1957) 22 1376 F=-#] US-4005093 #F= US-4028366 ¥ A 4. X ¥ n=1
R 3R FAFHROLANAEX (II1) M9isdp i +H) US-4261891 42 #|idfax
LA,

AredaX (II1) asm2HB, HAEAHNGEX (1) ik
ik GG 7 i obE 6 F AR R AR 6 —3R 4

Bt tode e 24 A L TH XY R, RFRAGEMAS P ATHAR S
TAFH X P n=0. 1 X3, RATHTAGEX (II1) 4o,

Rea@EX (I11) e9ibs Tl it —4- PR hir QA QN F 266
BANGE  EHEAT Wittig BF, RG24 AMERFPRARED), L TkER
fe54) US-3914227 4Gk 6975 ik, @it 4-F e itibfe, RBARME
A T AT AL e S8 R IRBIA AR M AT 3],

T @&t Lp - mil i LA K K LS e R 4. MEAF S PLs)
BAGHE e T P3| 694La e 45 4.

LA PHET LA THRSIHORSHAETERLEGE A fok B ¥4
B3t eG4,

F341 1 (No. 16A 46545 )

1-(4- ¥ ) 2-[4-[2- Grak) Ak -1-4 ] LE

1.1,  4-[2-GroR) TRAIRee st

fE Parr B PmA 20g (0.088mol) 4- (2-¥ A A)vkoe st &, 205
G440 200mL? N 69 3L8%, £ 50CHF KA 0.35Mpa JE A FabiTe4, 15
By,

S BEALA, RLER ATHPTRGRSGHERAT TR F
2 17g ek, BARHEATT Y.

1.2, 1-(4-R8FK)-2-[4-[2-GFRELK) TR]I%=Z-1-%X] T
&)

BB E T H4E 8z (0.0343m0l ) 2-:8-1-(4 R ¥ER) T#., 6.7g (
0. 0343mol ) 4-[2- GRIN) - K] %2, 30g K BAFA 150nl. T A6 RA4 8
AEf, b R

LAk SESBREWITE. £ 10 1g o4,
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k& T17727C.

345 2 (No. 1A fb44)

(1) - o —(4-FERL) -4-[2- GROK) TRk -1- LAERE

FBsFLF A 10, 1g (0. 029mol ) 1- 4-RFH) 2-[4-[2- (R TH) TH]
ez —1-3%] 8. 300ml F&E A 30ol K, BHRRESPMEZEM, A5 M
F AN g MEAAT, EIRERETHFRS W 6 .

A, KEHA N & E A,

DK E A, RAARREFR 2-ABELS.

55 4. 4g i/

g 245C (458%).

L34 3 (No. 4A 4644 )

() -0 —(4-FFERK)4-[GRTHE) PRI~ b - F ok -1- L8 R,
BT LS

3.1 4-[(RTIL) PRIRCHEE S,

£ IL 95 EE F A 50g (0.285mol ) 4- (EAFH)vkee. 500uL
WEE, 30mL KRR A Sgbhed B Hi4E, £ 80C o k% TMpa T mA 6 .

iERAHA Y, dES BN, REXRLER RAAERLERE T
B

33| 49g G & SRt sd, BRAEATT 4.

£ .&: 3037305C.

3.2 (B)-1-(-FFEK)2-[4-[GrTb) PRI KR -1-K] A&

R E THAE 9g (0.0364mol ) 2-:8-1-(4-F K K) AE, 6.5¢ (
0.0359mol ) 4-[ GReuik) WA k. 30g K E474» 150nl ZH&RE44 8
B, ibERAWHESA BEETA SEQKCRES, THRFRHEATT

3.3, @-a-4-8FE)4-[GRTK) FA]-B -FRARot-1-L8 &
#, FXGHHEK

AR AN 6g( 0.0172m0l) (£)-1-(U-RFEH) -2-[4[GRTK) T A]-
wkee—1-3] H&. 200mL ¥ A%, 25mL BEERAv 20ml K, dR4- Moy XA 4g A
f4bdy, X HELRA

Ak, KihALr, REHRsEMN, FEARGHEKRLT, AKX
ik, £ 2-RE T EENF TR
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25) 4. Tg k3.

W E: 2627264C,

L34 4 (No. bA 4654 )

@-a-(E8XE)-4-[GrRTL) FA)-B - hvker-1- LR &, 4
EW EES

AP A 6g (0.0172m01) (2)-1-(4-R¥EX)-2-[4-[GRT )
WA -k -1-A 1AM, 200l F&. WAL AEHIEER Kk
A 20mL K, A4 Mres A XmA 4g MEAAY, EXBEBRETRHA RS
B 5B, Ak, SBSEREY, AATHKAAR (97/3) &k
AWy e R e B A &R AR S

BREMEEDOBIGELE TEL S, 3 2.3g a4,

L. 1187119C.

Z3%47) 5 (No. 8A {54 )

(B -a - (4-FFH) -4~ GRTH) K- 1-TE

5.1. 4-GrEI) ko s i

JE Parr BeiaF AmA 10g( 0. 0646mol ) 4 A wkez. 1g5%4% 8k #4E. 100mL1N
&R A 10ml 3R 3EAE, 4 50 A+ 0.3%Mpa EATMEA 13 X (EF—FEA
0. 5g AL ).

HES BBH, AR T AU RIR, REkSE, RMLEBRRHA
K. TRERS 11. 8 G & EE.

#i.5: 3107311C.

5.2. (®)-a—-{4-fFL)4-GRLIL) Rm-1-TE

& 2.03g( 0. 0lmol )4— (R vk uE. 2.33g( 0. 0lmol ) 2-i8-1- (4-
SEA)LM. 2.12g HM4. 40nL Z &4 10nL Koy &iFRk, wiimEk
1B, A FIERASY, A 4 4g MEAAAT, AEFRBEBETHEHE2 X.

Ak, EENRE, RAKERRIFTER.

#45) 2. 88g ft.A-4.

Bk 1357136C.

364 6 ( No. 9A 16441 )

(&) - o - (4-RER) 4-[3-GRTH) wA ] HRm-1-T%

6.1 4-[3-CGRTA)-mik]vkee Tk

f Parr $FP A 20.3g (0. Imol) 4- (3R KM koE, 2g Sh#IEK
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#H4eH 200M1 IN &9 2E8, £ 50°C Ao 0. 35Mpa Fi#tATMmA 40 I H.

WS EMAH, RERR BREETPEPLEGRSY, 4k
%, HOE RS ARE S0l A 5% R H 2-F BT, AHER, A
SomL 2.5, BAEix &k, dEenkd &R, AL IFTR

#4%) 15. 86g s k.

heb: 229C.

6.2. (¥)-a-{U-FEX)-4-[3-CGraE) AR %RR-1-L8

4% 1.84g (0.0075mol ) 4-[3-(rE i) -@ A ]skreibdk i, 1. T5g (
0.0075mol) 2-38-1-(4-FEA) 28, 1. 6g HEHM. 40ul Z&H 100l K5 &
Fik, ElAAmk 1.5 B,

ApRAY, A 3.59g MAAAT, AEBETHRAIE. A 10
A, EENOLE, MRRE AL ABAATRAT TR

25 2. 45g A4,

# k. 85°86C.

L34 T (No. 12A 4447 )

1-[2-(4-2F %) TA]-4-[GrTA) PRI ko dhm it

fegpirdAma 3. 0g (0.008%m0l ) a—(4-REH)4-[3-GRTE) TA]-
wer—1-LELAE 25 e Eikik, JAASAdriE &g, A 3ol EASLRE
0ol P b ek, AFBERAE TR ERSH 5.5 1 H.

BEREERN, RYEREREAREMAOMESG AR, AAE
F, BEEEMT 60ol v Ak, BB RFRBIA 0. Tg 24042454 150
vg ok P R T, LR TRGRAY, BB ESATRE LS
AN

AEA, A A0ml Kfo 30nl &R LEGEMRASM, 4 BAVARFRE
EE BN,

Aa ¥k PE (95/5) MRAWER, EaEETLEEER LK

ARmPy L, Em2-HEELLE BFHHE 0.77g L5
.

5 28472857C.

F5647 8 (No. 14 46454 )

1-[2- (-2 LE]-4-[2- T ) T e dbm &

8



10

15

20

25

30

Az P mA 3.0g (0.0085mol ) (+)-a —(4-RFEH)-4-[2RTA) T
RIke-1-T8fe 25ml PR P &SR, RAksAdmRiFak, Al &
BELFE 10mL PR PR, AREEATHAERSM 5.5 I8, BEX
REM, MPEREHRE ABRIHAMR SIS, AKEHN, A 60 w
Srokvbrhkil, BRI RAIA 0. Tg A4b4E4E 100l w S okdmeg i
#b, ERFRSWOEN, @Mk LN, REHETR,

A 40uL KA 30ul TR TEEEM, 5 HAVAE, BIERLERN.

M Whtfe FE (95/5) WS, faiik T b E#ER MK

BRERAELE T, HmASBAZpHAFT | kP& EsE A2-7
BPELLE RELS S 0.30gis9.

Bk 2907291C.

F3#47 9 (No. 7A b5 )

(1) -a-(4-FEK) 4-[GrRk) PR]I-%R7-1-T8

9.1 4-[GrR) TR s (F—F%)

9.1. 1. 4-[GrRIE) PR]-®kee

F-T8C T4 1L 6= o bA% 300nl &, JEREA T 100o
B, 4 MrimA 8. 28g (0.36mol ) 44, BAHEZ &R 16 54, #Hm30g
(0.32mol ) 4-FHuter, REBRTAH L. RB4HHA-T8C TN 47.68¢
(0.32mol ) BRI RIS 100mL T8 P agiEak, A£-T8C JMRAFHA 2 I H.

A RS, RERARIEERE B A B

A 200ml Z& A 100mL KiEMskE, BALEEREK. AREEAN
AEk, FRARMEETIR SEFEEALEN. 153 10g Bk, HH
R A,

193] 2 7, RAEATTEATHRT.

9.1.2. 4-[GRARE) FR]wox ks

AE Parr B P A 1. 6g4-[ (BRTIL) PR IR 80ul &5 ZEF/IN 694
& (1/1) RA4Fe 300mg AA4A P&, £ 25C 4= 0.35Mpa Fim &AL

S BN, BREEKEN, EEEFASRIMBIEFKER,
L8 OB FIRGRA S K. AAREAIAEAR, B fILAKERL
H—k, AREAETR EFeERBEEA.

35 1.6g 4, R VERAAREYS (95/5) i, ¥rmitfrais

P
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&, 53 407 25%.

3% 1. 6g Z#HBHRG XGRS,

BT 0. IN A 2-AETHERYE, REAELRLE TR
S EL S, PAERE

&: 275C.

9.2 4 [CGrAID PR s (F=F%)

9.2.1. HFRAZFIK e

AEBREAAT, £ 200 m# 17.57g (0.067mol ) =X KX KA 10g
(0.06Tmol) BARIREICH RS 2 Jut. Adpdddn, mAX, B, i
BREHBRGAE, ALBRLEFTEORGD T ELH.

%) 16g £

¥k 260C.

9.2.2. 4-[GRIEML) FAI s 4-[ GRS FRA]ox

ABRAAT, £ 250l #9 = o i F A 8.88g (0.022mol ) 3
KA R RGeS A 100n w9 Svkvh b ek, A4 £-78, # A 13.75ml
8 1.oM TR ORER, BRI TARLEARSH 0 54, REwh
2.359¢ ( 0.022mol ) # T 50ml w9 Rk whegubee-4-F &, [A£-78CHHF
B4 10e, RELAMRERETHRH I IH,

M 50nL KAe 100ml ZEX L&, % &K4m, RALRIEFR=A MK
RARVAER, BRfAef AR R R R, MERETR SEFR

4% 10g 5%, ARARAEEERLS, F5)2.69g 69,

9.2.3. 4-[(GR&RE) PR]IRoe tha

fi Parr B89 A 4. 815g( 0. 030mol ) 4-[ (FR 8 4E) ¥ Iabue & 180
Wa Ao IN 3886 1/1 RAPPER, MmA 2.5g Adams #EALA] ( AALAR),
f£ 25 #= 0.35Mpa FAed. diEHFHAM, BmERGTER E&RETOA
tafegk Bk BAAKIER, MR OUBRFRRAH R, AKEREAVARAR F
B Aafe QAR R RA— K, MBS TR, dEfmmAdEN.

4% 5g #,5%, ERTERARAY (95/0) b, ZaiiéiEitsh
] 25%.

19%) 4. 9g SIS, O IN HEA 2-/mEaER T, RiEAAL
T AR

10
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¥ k: 2757276C.

9.3. (®)-a--R8FEK)4-[GRAK) 7] Kk-1-L%

A 100mL &5 8e#8F A 0. 57g( 0. 0024mo] )2-38-1- (4R ¥ A) LA, 500mg
(0. 0024mol ) 4-[ (ZRA&L) PR o ik, 0.52g (0.0049mo0l ) KA H4.
13l Z.&ife 3ml &K, 4 80C (KBERE) mPRSH 1.5 1N,

AIpRb, M lg MBS, BHRSIFAERA

Ao 26ml K, BAETR, $ESBEK ALKk EALRNALE
HET T

33| 0.7g F4p, B_R{ P54 LERAW (95/5) #b, #iTakie,
#E4R4,

T A TG, RES B 0.366g LG4

fb: 1047105C,

£364] 10 (No. 3A L42)

(B -a—(4-FFL) 4-[-GRTE) PRk -1-T&

A 500mL AL AA Tg (0.03mol ) 2-38-1-(48FKK) T8, 5. 44g (
0. 03mo1) 4-[ (FR T A&) Wi ]wkez. 3. 18g( 0. 03mol ) & ER4A. 160ml. T #» 40mL
K, BFmEEAY 2

BERILFIERE, A 10g MEAAY, LIREEETEH 30 54,
HEHR

¥asdma 320l Kb, dESHEFER, ELALBALET
. 193] 8.8g 24, M R FhiA VEMRSY (90/10) B, >
Wik AT A 6,53 4. 155 6.36g LA, BRACEHTELSSL.

fb: 1227123C.

F345) 11 (No. 10A L4490 )

(B - -(4-FFK)-4-[- R TR) W] %o -1-T 8

LERAAAT, 48 500ml EHALF A 2. 8g (0.0083mol ) (1)-a-(4-RXK
H)-4-[-GREK) PR )Ree-1-T 8, 2.37g (0.0lmol) (-) .6 B+ H B
Fo 80mL. -2 5%, mA 4. 95g X, 5. 14ml W R A AR, BASWHBRESERE
&, AEBE-TFAEA3E-25C, mmA 1.53ml 3. 3M 9T ASRIELATE
Te Rk, RGAE-25CHAF 2.5 8L

A 80mL Ak, 4ml AKAe SmL30%49skEE4h, ARA B, DibRAWE
BERAFFERE, REHE A
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R Ea e (&), AXdEE 73 1.67g 9EL4aBEK A
LB LB Lot ATsb A 6,342 4h. 788 0.53g B &bk, ALETYEL
MR, B EE 0.21g Aaerdmik (ee=92.6%).

& 1407141C, [a]2=+46.0° (c=1; CHCL,).

23648 12 (No. 11A 4b.4-9)

()-a-(4-RFD) 4-[GrRTAL) PR %RR-1-T8&

BB —A SRR 5B AL RBLER_FAE
KA F%E. B 3.36g (0.0lmol ) shHseh ko B8 0. 38g A 48 Ak
& ( ee=90. 5%).

prb: 1407141C, [a]®= 46.0° (c=1; CHCL,).

F3#45 13 (No. 18A 144 )

(B)-oa - FFKE) 4 [GRER) PRI ®R%E-1-T8%

13. 1. 4-[GRAER) PRk d

HRAEST 4+-[3-CGrEA) PRI R ez (HF=5%) A
RIF BB BRI R

rE&: 260C.

13.2. B -a-@FFH)-4-TGEL) PRI -RR-1-LE

A 0.4g (0.00171mol ) 2-:8-1-(4-RAX¥A) &, 0.4g (0.00171mol )
4-[ GRAER) TRkt An 0. 4g SREBRAA L 200l 28340 bl A F 695k, Wim
Wiz m a4 2 N H,

AFp it 0. 8g M AAAY, AIORBAT fREH A

MmN 40mL K, ALBLEFRAKME, LAK, FAERILAK
‘*"}&%‘%ﬁﬂbﬁﬁ R TIE, FAREABERN. A_ATEPLE

BAH (95/5) %, RMAKAEEEEkEAE. AALHELLE K
%é}*% i 0. 097g 444,

b 116°117C.

L34 14 (No. 9B 1b.54% )

5-[2-[4- 2-3R A LK) ko —1-A - 1-B R A ] -3H-75] % —2- &)

AE—A- 500mL. BHLF, AmA 3. 14g (0.015m0l ) 5- (AARLELE) -3H-"3=%
-2-8. 3.47g (0.015mol ) 4-(Q-3RTA L) ke hagh. 3. 17g (0. 03mol)
BB, 80ml ZAFAw 20ml K, WFEmEIERASY 1.5

AEAY, FEBA 200mL K, dES B, HLBKE ALR

12
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B A T AT T3

53] 4g M54, B K PHEATEGRAM (95/5) #HM, Fhifra
AL G5, RELALRYELR.

AR LBEE., FERABM-BELT TG, R4S HE 0.%g e
.

B 1807181°C.

5445 15 (No. 4B 454 )

&) -5-[2-[4-(2-3r K T ) ko -1-K ] -1-F TH]-3H 9| -2- 8

A —A 500mL B F, A 3. 14g (0. 015mol ) 5- (R 4K Latk)-3H-
vk ~2-%. 3.47g (0.015mol) 4-2-%H A HA) ke M. 3.18¢
(0.03mol ) ##4h. 100ml Z &A= 20mL K, £ 120C (KBEAE)
WiZRASW 1.5 D H.

Lk fddp, mA 6.6lg MEAAY, EXRBEETHEEZRSY
_,.,r;“

HEEA 200mL KF, BH 10 24, TELSBRE, AAkPbod
Bk, AR ZBRAETHAT TR

%3] 4.34g MY, AR P FEA RS (90/10) B, &t
ATAENR AR R AR SE.

AEERFTIRE, RESHE 148549,

Bk 2107211°C.

%3647 16 (No. 8B 144 )

5-[2-[4-@3r T TH) skeg-1-38 ) T ] 3173|289

16. 1. 5-(2-RA L) 30731425

A£— A 500mL 3EH#F, MmA 15g ( 0.0715mol ) 5- (R AR L) -3H-
Blek-2-MAEZ AR PHOEFR, AREASHiEREH, Hi 26 13¢
(0.164mol ) =L Asdb, RERSGWKRELIRERE, FRERHE—R.

FrAd I 300ml kAT, B 15 o4h SEKERBER, AK
FoCtoied, AT HEE T AT

53] 13. Tog &4, BAR TT dmed iy B,

16.2. 5-[2-[4- Q- A ) e —1-24 ] 2K ] -3H-v3|wE—2- 5

FE—A 500mL BFLF, A 2.9g (0.015mol ) 5- (A A ELL) —3H-v3| k-
2-%). 3.47g (0.016mol ) 4- (- TA LK) wkoe s . 3. 17g (0. 03mol )

12
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BEMA. 50mL N, N-—- PR FALE:, £ 120 (i5R) MmkizRs4 5 ) ot

A 150mL A&, HAF 30 o4, TES B RERE, ELRNSREGET
HATT .

15%] 4.56g M54, AR TPl PEaG RS (90/10) B, i
TR AL &5 FE 4L,

B 2-RETELL. ALMhEAFELRASELT TG, RES
% 0. 85g 14,

weE: 1907191°C,

Fa47) 17 (No. 7B 46541 )

6-[2-[4- Q3R LA THK) ke~ 1- KA ]-1-ARTHK]-3, 4~ — & - 1H"Evk-
2-8

fi—A 500mL ZE#EF, A 3.35g (0.015mol ) 6- (RAKLBEIK) -3, 4—
A-1H-"5wk—2-8, 3.47g (0.015mol) 4-(2-sr X ) oe &, 3.17g
(0.03mol ) #8k4A. S0ul ZBiAw 20ml K, iibeikiziRs 1.5 I B,

AEAp, FAEA 200ul A, B 16 o4F, B HLE, FAKRL
%, ERPA A ETRAT TR

78| 5.4g BLFH, AT PEARSY (90/10) B, HFHhi
TR A E RS, REECRTELL.

AMLBzE, FAELBACTSALAT FIRE, s & 3.82¢ 4Ls
4.

e 1767177C.

364 18 (No. 3B L4447 )

B 6-[2-[4-2-FK TLER LX) RT-1-K]-1-F TA]-8-A-3, & -4~
1H-"5vk~2- 7

A£—A> 500mL AP, A 3. 62g( 0. 015mol ) 6- (RARLEIE) -8-#.-3, 4-
Z & -1H-Eek-2-8]. 3.47g (0.015mol ) 4 (23R TAZH) vke $hsk 2k, 3. 18g
(0.03mol ) #XEL4AK. 80mL ZBFHv 20ml K, WliiieiizBA4 1.5 ) E.

AEAZ, A6 5g MEASF, ARBLEETHFRRSY R

A 160mL A&, HHF 156 04, FTELBEBERE, AKPLEH
sk, 4 EAMBRA A T AT TR

1§55 5g M4, MRV ATEARAH (90/10) M, HH#T
FEIG A 1R R 2
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EELSPELRATSGET TRE, RESEBL 2. Tg o

b 15471557C.

923645 19 (No. 5B 1.4 )

6-[2-[4- (- L) Hog-1- K - K 13,4 — & - 1HEek—2- %

19.1. 6-(2-R.ZH&)-3, 4 — A - 10 Evh-2-8

B — AP A 5. 36g( 0. 024mol )6- (R AR TBEA) -3, 4= & -1H-
ok —2-F 4= 18. 5mL = REF &R, Aok PA R ES R, Hie 8 Tl (
0.055mol) = st, ARRBAETHRHRSGH 16 .

HA 100nl KK, HAF 16 o4, dESBRE, LAK FHAT
Rk, ERRMASEAT TR

13| 5g 1adh.

B % 1637164TC.

19.2. 6-[2-[4- (- T AR ko -1-35]- K ]-3,4 = A-1H-So-2-
)

FE 500mL 3EHE F Av A 3. 14g( 0. 016mol )6—- (2-8 24 ) -3, 4~ — A~ 1H-
ok —2-8, 3.47g (0.016mol) 4-(2-HF LA K )k M E. 3.18¢
(0.03mol ) & 44. 50mL N,N-=WHR WL, £ 120C (#HiR) Mk
A 4.5 .

A 1500l K, kS PHH 30 o4F, TESBRE, AARRRIFEL
A AT T

73] 4.70g 4754, A K ¥ A FYERRAH (90/10) #M, LT
B AL G PR S,

£ 2-AETEL L. RUshEFPE LR BAET THRAE, &%
a8k 2. 5g ok,

kb 19271937T.

%345 20 (No. 6B 444 )

&) -7-[2-[4- @k A TR ee-1-A ] -1-# TH]-1, 3, 4, 5-W & 45
[b]*T A B -2-#

A& 500mL &AL e 3.56g (0.015mol ) 7- (RAKTEIE) -1, 3,4, 5
SFHF [b]vf B HE-2-8. 3. 47g( 0. 015mo1 Y- (23R e L) e ks ik 3. 18g
(0.03mol) HAA. 80mL ZAAe 20ml K, WAMARSH 2 18,

BEA, A 6g MEAAY, EFRRBLTRARSWIR

15
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Ao 160oL K, 3 2 e, FESHHE, AKEERELAAR
HET T

133 5. 1g ALY, R_RKFTRATEGRSY (90/10) MK, HHA
BN AE &R AT A,

LEREPELELATIRG KA B 3giLeh.

.&: 1887189°C,

L3450 21 (No. 17B 4654 )

6-[2-[4- (33RO L) ke -1- K ]-1- BT A ] -3, 4- = & -1H-E-
2

B EmA 1.0g (0.0041mol ) 4-[3-(ZRTE) | ] %=, 1. 10g (
0. 0041mol ) 6- (&4 AR ) -3, 4- — R -1H+54k-2-8, 0.87g (0. 0082mol )
A4, 20ml & Aw 5. 5mL K, HEmBabEF& 2.5 D,

HRAMANE 0, BB THEHE2 54, MmA 350l K, £ 0 TF4H
WA 15 o4, EEBGEER T EMRE, AREEMERELBI AL
FF £ 2-RmEPELL. AR ORGETRE, 1§38 1.23g 1t
o,

& 179C,

F. 445 22 (No. 10B 44 )

(&) -6-[2-[4- Bk mi)mm-1-A]-1- 2 THh]-3, 4~ = K- 1H-"5%
—2—#¥

FEEFa P Ae 5. 5g (0. 0138mol ) 6-[2-[4- (3-FR A HA) vkor-1-21-1-
AT, 4= 5 1H"sok—2-8. 80mL Z &5 20ul0. ON #9 3L 8%, FheA 6g
EACAY, EIREEE T HF A —R.

AN 160mL K, B 30 o4, W4 & i, AKkiEfTHR. 1§25 2¢g
BEY, BT TERSY (90/10) M, Hi ARG SR

ELEYEE LA TRE, R4y B 4 24g e,

fk: 1517152°C.

54 23 (No. 16B {547 )

6-[2-[4- GREK) ke -1-2k]- Tk ] -3, 4- = A - 1H=ok2-&

# & 0.565g(0.00277mol) 4- (R vkew s 3. 0. 70g(0. 00276mol)
6- (23845 T 3) -3, 4~ — A~ 1H-"Ewk—2-81. 0.59g ( 0. 0055mol ) #% Ek4#A= 9. Hal.
N, N-— WA WEbag Bk, /£ 120C (i6m) miimad 5.5 i,

16
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#E A%, dEENCER, HAKEFERE.

B8 0.73¢ A%, A_AFATERSH (94/6) M, MR
A GBI

EAHVEVEN 2000l S8 FELL. TE. ABAKPIRLE,
AETBE, R4 & 0.466g dik.

Bk 21272147C.

4] 24 (No. 19B 4L5-%)

6-[2-[4-[ GRAZL) P ke -1-K]-2 & ]-3,4- = &-1HEv%—2-#

#4& 0.30g (0.00147mol ) 4-[(FRA&E) PR ]IvkrvedkaR 3. 0.375¢g
( 0.00147mol ) 6-(2-84& Z % )-3,4- — & -1H-"Edk-2-8 . 0. 33g (
0.00298mol ) &2 44F» 5.5mL N, N-— PR FTacheg BiF#%k, £ 130T (
Bia) mRASH 3 .

HBEAR, A 120l K, BH 15 54, DEEDKEA, LAK, BH
Ttk dn k.

%% 0.39g A4, A_RAWEATERAW (94/6) HM, FEAEK
A EEPLLE.

BAR Y STEY 60ul AT ELR. 3k AR DIIRE, A
ARG, m&5BE 0.217g k.

BE: 17271747C,

E 745 25 (No. 298 444 )

6-[2-[4-[ GRAR) TR vkoe-1-2 -2 &1 -3, 4~ — & 1HEok—2-#

B A 0. 2g (0.000854mol ) 4-[ (GRAH) ¥k ]wkeeibarit. 3. omL
N,N-—FHE Wath:. 0.22g (0.000854mol ) 6-(2-i&4%.ZH#K)-3, &+ — & -1H-"¢
ak-2-%1. 0.184g (0.001728mo] ) ZHERANK BTk, wiimMREH 3.25
.

FiAdp, B Sol Kskidk, SEMERE, T

55 0.23g 4, AL FPRRAY (94/6) i, HKiLmak
&5 42 4k,

&8 0.21g BI4K, 15 80ml MEIPELS, KA 0. 146g Lo,

E: 1547155C,

T atg Ak Aok B 2 9UF A K LA AL F S fedh SLHE R

B “Ry B, “CH” AFIARE “CH,” AFHTE M “CHY &

17



TR

fo “BHk (Isom)” #¥, “x” Awshilisk, “+” kFhs#stuk
th, “— kgl stmik, </ ATstwagisd, B A FFRXEN
Bk MK, @ “T” F&oF X AE w4k,

BB —iE, " AR TRAENRAS, @ “HCl” A&

A “F(CYy —#%, “dRTEBEHS#,



Ny R, R, |nbr#R| # F (°C)
1A| CHOH | H | CgHy |2 £y |HCL| 245 (a)
2A| CHOH | CH; | CgHy, | 2| () E|HCL |230-244 (q)
3A| CHOH | H | CgHy, | 1| +) | - 122-123
4A| CHOH | CH, | CgHyy | 1|12 | HCL | 262-264
SA| CHOH | CHy | CeHyy | 1 |(2) T| - 118-119
6A| CHOH | CHy | CeHy, |2 [ix) 7| - 114-115
JAl CHOH | H | CeHy |1 ] () | - 104-105
8A| CHOH | H | CeHyy [0 (%) | - 135-136
9A| CHOH | H | CgHyy | 3] () | - 85-86
10A{ CHOH | H | ey, | 1] (=) | - 140-141
11A| CHOH | H | CeHyy (1| (=1 | - 140-141
12a| cH, H | CgHy |1} /7 |HC1| 284-285
13a| cH, H | CgHy | 0| / |HCL{ 300-301
14a| CH, H | CgHyy |2 /7 |HC1| 290-291
15A| cH, H | CeHyy |3 7/ |HCL| 241-242
16A| €O H | CeHyy | 2] 7 - 71-72
174} co H | CegHyy | 3] 7/ |HCL| 210-21:
18A{ CHOH | H | CoHyy | 1| (21 | - 116-117
195| CH, g | cee | HCL | 284-233

dE: AT 10A A0 11A 464-H 64 7 .48 3 5 %) 4 +46°F=—46° (c=1;CHC1,)



£ B
(CH
X BN (1
0= T
IIEII T
z

Nl X Y z | R, | R, |n |FFHK F(°C)
18| (CH,), | CHOH | B | ¥ | ey, | 2] (&) 192-193
2B| (CH,), | CHOH [8-CHy| H | CeHyy | 2| (%) 192-193
38| (CH,), | CHOH | 8-F | H | CgHy, | 2| (%) 154-155
4B| cH, | cHOH | #H | H |c#Hy, |2 5 210-211
SB| (CHyl, | CHy, | H | H | GCgHyy |2 7 192-193
6B| (CH,), | CHOH | H | H | CeHy, |2 ] (%) 188-189
7B| (CHp), | CoO H | 8 | cHy (2] / 176-177
8B| CH, CH, | H | 8 | CgHy |21 7/ 190-191
98| CH, co H | 2 | CHy 2] 7/ 180-181
10B| (CHy), | CHOH | B | H | CeHyy | 3| (#) 151-152
11B| (CHp), | CO H | H | CeHyy | 1| / 191-193
12B| (CH,), | CHOH | H | H | CeHy [ 1| (%) 190-192
13B| (CH,), | CH, | H | H | cgHyy |1 ] 7/ 169-171
148| (CH,), | €O H | H |ceHy, 0] 7/ 190-192
158| (CH,), | CHOH | H | H | CeHyy [0 (%) 230-232
16B| (CH,), | cH, | 4 | H | CeHy, |0 7/ 212-214
17B| (CH,i, | <0 40| H | CeHy, |3 7/ 173

188 (CHylo | CH. | 8 | w | caH,, 3] 30-1%2
19B| (CHy), | CH, H | H | CeHe 1] / ST2-174
20B| CH,- CC H ol Cedyy | 1 / 1E4~166
218| CH,- | CHOE | H | = | TgH. i o= Y
228| cH,- | CH, S I T S . S 50-162

20




N° X Y z | R, R, AR F o)
23s| cH, co H g | gy, / 179-181
24B| CH, CHOH | H H | CeHpg (+) 204-206
ZSB CH, co bt 3! CeH, ¢ / 154-156
26B| CH, CH, H H | CgHyy / 187-189
278| (CH,), | CHOH | H H | CeHg (+) 189-191
28B| (CH,), | CO H H | CoHg / 162-164
29B{ (CH,), | CHa H H | CyHps / 154-155
308| (CH,), | CHCH | H H | CqHys (+) 190-192
31| cH, CE, H H | CgHiy /- 154-156
323| cH, CHOH | H H | CgHyy (*) 164-166
3zs|  cH, co H HE | CsHg / 137-153
34B| CH, cH, H H | CgHg / 162-164
35| cH, CHOH | H 2 | CeHg (+) 173-175 |
36B| CH, CH, H Ho| oy, / 156-158
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AL PO HATT B8, EE T eEA S RA E LA,

ALZRgSPBE AR A FTAZOFAEREARATCELADERAY
A8 R R,

R BHHREGREREOLTHZUE RIFHEATR. AHRER
T AFTHZLE EREASPLELFEZEHZR LR TR, IHREHR
BT AZNE, SERETALALHTAZERL. FENGIBRERTEY
JUNB RS TF4E. ARG G 8 A4 kil R0 R EA SO F AR,

L hEH 250g 4 Spraque Dawley # (Iffa Credo) sF#ZA. f£
AR E-E44 (60mg/Kg) FRBZ G, ABMEEFIREK, AR -EES
E W, AN FFRMAR kMG R E LTS, ELANE =X 56
A ZIMEL B R 42ES (Ethilon™ 2 10—0) FEBHREL, AZRFZMYT
i i E A FGANAEE lm &2 6 XA K-WAEMERETH. REH
S, BARRE B 38 (Exoceptoplix®). & EA LR, FRt
TRR. AFKE, Ko sd 6 A48 LA

— FHRGABYAE, CNERGE 10 248 6 D E, ZBEBEREH 0. 1%
Bgekiz 80, REMF - REFAKR, HXHA

— BT, NG E 10 5% 6 Jout, 2B R A EHE0. 1%
dgebil 80 FHEH4 0.3. 1 X dmg/Kg ¥ egiLsdh, REMNE_XEF
NE, -&-ifﬁfk

FRZE 8 X, ¥ mnsr, RELLATAHE HATHEER. W
QR A AR R R FAGER AL (HHGEHINAKSE ). X—5hE&
BEMTHE, REHEAZ EFABRET, EERRLERNELELH SF
RSHBRERZ M IER. il TAHZE, ME TG REEFRGY.

FMAS, S TREGHS, BRAXLBGLSHLiBady £ T 10%4)
B AHER TREIES.

3L 2 A K B G AL A s A R A 2 KRR AT I R MBS
FAGH, EHBERASIT T ALY eG4 e b 28 fbk .

KAEHBL—FALETEREEGRKREL LA, CHEANAEL
BARIPA T, KECHRE ELARGEE tubuline b, FFHRERERA
BY, BERALERGEAEFLGEEET. £FE REFRIEHESK
XA TR T aRE, REIAEGER, AMREE KGR E. B
., BAKELHBTIRT ik e sh Bik%E, RERANTHRR, &R
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T = EL R

FRAEA: ERRCEREAE, £ J, X, £ 1.5 SHAERKEN
AgE. FoK (]) SHEmERA 0. 2ug/Kg 69 KAEH# £ ],
X, @iar kX B E B AR R, S BAGEA ARXESWE T Tn
Ak, 0.2mg/Kg @ KAFEHBMNEL T, LORHH, BART K4 20%49 A 438
. L3RRS, £ 18 J RERBR, £ J XKAHE 10 4
608, £J FEJ K AFHRIARKG6 8.

X, RSN TRA KELSSRA S Y, Emis
WMATAZNFERE 12714%.

AE PGt K B e KA E T & CH] FokmBs 246693 #4ER
#HAF 7%, LA 5 % (Schoemaker ) AL CBRMEWFLEY (Eur. J.
Pharmacol. } 1990, 183, 1670 Lg%,

3% 1507230g # Spraque—Dawley # & 4 5, M Ultra-Turrax™ ( Ikawerk
N3] ) & Polytron™ ( Kinematica 2 35} ) XK & £ 20 424426 50Mn ( £
25CF Ph=7.4) A A% B - ABE+ R PH XA EHL. £105
A W 4 45000g #9 B AP A ok, WRED EHEFEHEY
kb, RENNEHHEMT 20 ki Bl E E T, F 100l
— ey X R F R L STCTFASA 0.5nM & PH] Formrir (pLEH:
30735Ci/mmol ) B &4k4R 1000u L P23k 30 4P, BHRETUAH LT
ER SR ALE.ERG, A 0.05%4 B & 24 B4 it Whatman
GF/BM:it e Bl e w i, A BG M bml sk A G A kR AR,

A 10 M ¥ RmBia 2 4 84, BRE A ESRIE, it
b CL, 8 E, B2 50%6 [PH] FhmaLsoeaL.

EE RS C1, 18T 25nM.

BE, A RRAT T S 6 B B R He e 2R 691K 5.

By fn % 8 T8 Biobik i 4 FALAE R B IR ERAS AR, iR E
g, M CHEHET, BPAES RACEE ek B A R T WL o s —
Ko R By Z A6 ut AR K. X kUE — R FREFMAVER THRAEZERAEEH
MBEFE. KOEAHEMNEZE 19 # HHFR4T 0k,

A 10 A—asep & (Charles River (D1) #ATAFR. foiXBwiik
PRAUSE. ERBALEALRGLSHE 10 S4RIE4EME. &1
VARE 10 A% T iS4 g — 4 AR E 0 A A s R Ao fe 10 N2 TR

23
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T8 — s R F oy A N 2 M ey 2 RS, AAFNRS TR
HA PR EZ RGA BT R EFFRBELN X .

A& Al “3 RN E” (DE,.) Brrb 10 R AIRZGHGATR
s FAER K 3 Behiait A E (mg/Kg).

3K 3 B AR B B 4 T E AL

GMIE ALY, EREREGNHIEE, KD K THFT 25mg/Ke.

KIE R R, AK B LA 2E b G ferd Z4R P AL

S ARREFNAAZER, it HAZER (2R
EA) X BFeh, RMBEAZER (BEH. kaiE). EFHE B
bPHEBRAGRPERNZER. ABRRALAR. EHHERRE, KL
o B 1 L 45 Ao U 5 PR & AL,

TR T BB X EER, B3tk i &L 4. SRt
BB, BRI ERE, ATEFERE. SAREMHERER,
Wohe T2 MR R 2695, RATHFREAHF ) BEEER L e 2ThA
S, R ERESH MESEMEENL, A THTARPRENM, AT
WG R RLIENRENBLAEAANBALEROHERE, ATHEIHT
SIDA 5| RMAVZRmFEE, B THAFFREREABAM R, LEATEE
Pty F AR X 6HL M R A,

AKX PR WE GRS L e b EBMtth rt-PA (ARRBHERH
BEOBEBRBEERR) —RER, B THRTabhEN X EEE 5K
RAEASH—RER, BTEFELAR BTALRES =& AB
REHGIER (AR ERT).

A, CMTREE SO AN —REAHREIHES TEHmERM,
FERERAGRY, el A, BRAUM., KAR. KEMN. &0 Tokk
SRR R &R, BIRAGNEH 171000mg EHh.

24
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