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hELHRGEBEABESHT UL RANBR LY, FRAPHBR 24
AmpEH. BH. &N, FH. TREBE. oREE, ZWHAH
LUATLHRTCELS Ao T 5N, #oH5. BEME. BORS
HWWE, 2HAMREN(H o e B4k M 4EE) By i 7 7T
LG4 Bh (Am:H. SR 2 SHERD) ARSMN(AB R
ol W, M. BRI GE  2/EH., A, BN .
BEwe., ALl s 2 HTRHRP,

drol, AW H XY B EAL U4 H RN L TRAOFEHAR R
¥, AT HENRAIBOEILER GG ) TEHARTL M.,
URAAMBREEERHNF T o RS, tEXNTRHRLITUS S
AR FFEN. FENRER 28T THAANREANM, Y
EHRBEMmA. L8N, o8, iR uegs.

BB ALHEE, TRAZRLSORN TR AN, 2AR
THHREEREREARE. oREE, L RARRABEREEH R
H, AR AN A G EEREBEF LR, X RANES
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ARAFRMA YT EGATHE LR KM A, 4
BEAL, THXTHTHEELTRAFANTALES L. IFHR
FRHEREBHEGRTERA LN BT EFE, X H kAR
KRBT ERR AN — At 2w . Hik, Ty BRK AR,
HeA R W TE NS M 3 H0 ) 2 SE B 4 A o IR 4 R A R TR E, A
# 5 “Remington’s# 25 fL %" #1656/, 1488-1601 ¥ (Mack Publi-
shing Co.,Easton Pa), RAHFH M P ER LW EHELTERH
BA. REARRRET PR REEH0.01-1%(EE), REHREN
006-0.6%(FE). BEHFEHAXNEELSH. FHHTHNRESE
RETEXBEL, RELTERBEEFRARESNRE. RA
FHEFHXREAEBRHR, DFLE, KERFPTE2HHLERSLS #
W R A FWH. KAM. FAAFRERN. FEFHEEMNRK
BEN BEH . ESHEEMNAIEHRR. €EX e (benzo-
thonium chloride), €A TE. HAME. E4HFHALIEF
B. BREATH. FRAHF. RBRATH. LRH. #REAHNT,
s dm 8B B B VAR 5 PHAE6-82 (8], HF £ 7-7. 6L BLE & B KA M A
HMEHEAWO, HERTOHMEHE. . €49, o8B, €A% &
WA B P AP L EE0.S £0.2%HEHN. EEHTAFP
REMNCETRAREN. RERAREH. HARARN. HETF. B6
By 38 8 o B E R A 3R 880, v E20. Poloxamer282fn 0 T %
B, EORWKH TR RE0. HRBET0. AE. . BLEH
SR, BRERESEE. XEH. FTEFG4E4X. %FH. XKL=
B, RLBE. XUHLERE. RFESLXS. RAAAN TAL
BT 3k B T ik 7 o R IR, 8 S 5T AT NSO e R
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FPSERRNRE N, E4NREEITL)RZ CMNHH
SWMGBEMEENRTENES; (DRNEENEERITNELERE
HLIEMERARG LR SR EREF LEANRENES; F(3)
B SE ST 0 S R T 0 X T A B MR A LR B e R R
BN LRNAFNEDY; (4) RE T BB foi o 44 300 @3¢
A R SN R B 8 5 (B) M ST B AT AR AR 4 Ak 4 310K fn
AREGANMBREMBEFRETENNFERENES; ()R E TN
BHANGERLATEARLERAKLUARFENGARBRAE
FH;m(MALCMNEEAAEERLAREALSREPCATHH L
B APHES

AU TERARAEXRY . AT, A EXXRAF AR TR
WEEANAAER, EXBERA P, EEXKERIE,

52 M ) 1

3,4-—H-4RAR5,6 —FEI-[[6-(ZHFE)2-%XH#E"
EIFE]-1-wge-1-E7Z. @K TH

A R4, FEAH-1I-TRZBHNTH
#2,3-— ¥ & 2 kM BT (6. 3g, 50mmol) fr (& T R E M AE FHE) =%
Eoth — €5 (200mL) ¥ & E &k KR 16/M 0T, REWERENET
W, A1 —EF R MZBA R Y RRAERREHE 2k
NREY, BB-AR4,6-_FHEEH-1-TEZMKXTH(FZE:6.5
g;60%) .

B. 5,6-— X 4-HR-2E-1-X7ZRETH

XA LA L4 (1.3g. 4mmol). Z BE(5mL) fo k4 B (3
.9mL, 8mmol) By R AW E Z R TP/ it Hk(2mL) #H8fu
ZR(AmL) MR B R&4, KBTI ENEK AARERRES KT
%, /3R MNAH(7E:1.38,92%) .
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C. 3,4-—44-HR-5,6--FX-3-[[6-(Z M WX)-2-% %
wR]-1-mk-1-K 7 MR T M

e 32 3 U1 By A% M 1.4 4 (476mg, Zmol) ¥ 4 — F X FEER (4
mL) §, 34 T 4 (236mg, 2. 1mol), £ E R THRE0 4. B4
-9 F X-6-= 4 WE X ¥ (664mg. 2. 2mol) Fin B K N 24
P, BB P3N, FA(20mL) #0F KB, Him R ML RR L,
RERTLRZMER. KBEZRZME, XT R LR ARE
Ho ARIH —EFRPZLRZERSWAD, BB RALSH(FE:

490mg; 64%) -
'H NMRK (CDCl,, 250 MHz) §
1.45(s, 9H), 2.1(s, 3H), 2.2(s, 3H), 3.6(s, 2H), 5.7(s, 2H),
7.5(d, J=8 Hz, 1H)., 7.9(m, 1H), 8.25(, J= 8Hz, 1H).

5 5 2
3,4-— 4 4-HR6,6-_HE-I-(4-8 2-F)¥XE-1-"g-1-27,
AR T

WAE LA Lt 7 FBIRELS W =E:8T%),

(CDCl, 250 MHz)§ 1.45 (s, 9H), 2.08(s, 3H), 2.15 (8,11.13:{”)‘“,R

3.54 (s, 2H), 5.2 (s, 2H), 7.2 rm, Y,

EWHA3

3,44 -4-HRNR56-—FE-S-[[6-(ZHFE-2-KHdop X]
HE]-1-gZ 8

F 32 9 A 1 By A% HE 1.4ty (450mg, 1 mmol) v B R 5k # (2ml) ¥,
EEXERTHRAE0504. ArkA(20mL) R 57, K4 RN BK. %
B K4, BB AR LA M (> R270mg. 68%), m.p.174°C,
X4

3,4-— A -4-HR-6,6-—FE-3-[(4-R-2-F) ¥ X]-1- %2
®



3 5 % 4 204 B M 1.4 4 (T40mg, 1. Tammol) ju 3] = 4 Z. W (ZmL
Y, EE R THH300 6, Ak A(6mL) % F KR, fRTEHNE
&, BETR, AEGEL BB RALSH(FE:115mg. 33%). m.p
.162 C,

WA

-MAR4,6-—EkW-1-EZRMKTHE

B ERALAY 3k, ARz MET(1.98g. 20mmol) R % — 7 %
LRMET Y R, HARELEY.

'H NMR (CDC1;,

300 MHz) § 1.5 (s, 9H), 2.72 m, 2H), 3.35 (m, 2H), S5.62 (m,
1H) .

EH 6

B-R-3-FAR-4,6-—ExAH-1-ALRKTH

#E ALK AR N-RARRAMER (L. 96g. 11mmol)
Fo 70 € 1.3 (26mL) 9k &4 £ £ AMT T B4/ B o H4 0tk R %47,
AHSLHNEALR REYERBRBLATECELE, AILLIN - €
HE A E B S A e B, R B AR AW (= E;2.18. T6%).

, 'H NMR

(cpci,, 300 MHz) 6 1.5 (s,9H), 3.1 (m, 1H), 3.4 (m, 1H), 5.6

(s, 1H), 5.8 (m, 1H}).

ERAT

4-FR-B—RE-1-TEZHRKTH

¥ 7 4 Bt (1mL, 20mmol) jm 3| 5 3 4 6 & 4 M 1. &4 (2. T7g, 10m
mo) {5 Z M(I0mILY B &, AL R TH 16/ 0. KEHEHTH,
RLBZM(ImL) ER k. FAREEVE, KBAHLE, 3*
ARET, EERELEN 2 RREH, AL 1 — € PP ILRLE
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Pe, 78 B AR M &4 (1. 03g,49%), m. p. 136 °C,

£ AL

1,3-—E-1-BE-3- 4R FH 1 R ZRNTH

4% 4 M & 3 (16.0g. 0.16mol) tu ) 43 M FF (11. 2g, 0. 1mol)
Ak H(G0mL) BHE P, RAEFWM M A RR IR TEH, FEEK
BESNe, %3, 3@, EAEZLFHTRERE. REH FONLR(
20mL) fr Z, MR Z. B4 (260mL) /W KEAVNRRY, REXR =T,
EHBEELEHI)E, AL - E€F R RZBAN, B EEL
44 (7%:6.2g 27%) .

'H NMR
(300 MHz, CcDCl,} & 1.45 (s,9H), 2.0% =,3H), S.85 (s,1H).

EHA9

6-FE-4-HR-RR-1-EZRAKTH

XX PBHIR AL S Yy T Z M (20mL) 2, 3§k & B (0. 6g.
Zmmol) im B R A, EXRTHHINE, B I KB THREH
W, HINEZROOmL) S My . URBB B, ZETR, &
ZEe g5 i, B 8R4 4 (- %:0.68g 24%), m. p.114-116 C,

EHRHAL0

(E) fu(Z) 3-HR-4,6-FEmHFXH-1-TEZRANTH

R MLAN F &, HS8,4,6,6-45 — ¥ R EF(16. 2g. 0. 1mol) %
#2,3-— W ELME N EH, ARFELSH (7L 18, 46%),
AN -—EFRMZMIBARSEN Y RBHN, B2 L EHS
WXERZR AR A MEB/NHERMEK LN ER H3E, &M%
ANRZRMEAEBHE S PRI

EHEMALL
3,4- R4 RARB,6-FEEHABE-1-RZRKTH



#(E) 2 (Z)-3-H R4, 6-F i H kHi-1-Z X ZMRTH(5.0
g. 20mmol) ( 23 A 104y 3 M 1.5 4p) ¥ F Z. 3 (20mL) ¥, fm A\ k&
BH(2.6g. 50mmol), H 4/ M RE KRB -BRBREH. AINER
FEAREH(ERENIOmL), A3 o 6HANFELSH(FE:2
.18g 44%), m. p.179-181 °C.

5 112

3,4-— K4 R-5,6-— FE--HAEFE1I-REZMKTEH

A T 47 (3. 66g, 32. 5mmol) im A\ XM HA 1By M 1S 4 (7
. 06g, 29. 6mmol) & — ¥ X ¥ BB (66mL) ¥ 3 ¥, % Z i TH #3045
4, B4 3% X Z fi (4. 26g, 36. bmmol) fu A\ K o, 4k S #1. 50 B, A
A (200mL) 4 )k R 57, Jm 2 EWHEMM AL ZPHS, &5 4 v B
B EETFREEK REELIHFRER _KFRBLBHPEL,
5 ) 45 4 4% 4 A ( =8 6. 26g, 76%), m. p. 120-123 C,

LHH13

3,4 E4-4R6,6-HAOHEE I NEFE-1-SARTRMTE
B

R EEFI2 T, F6,6-HFCE-1-RECRZERM Y EH
FRIFELEH(FHER) . (FH£:68%); wpam (cocr,, 300 MHZ) 6

4.1
1.25 (t,J=Hz, 3H), 1.8 (m,4H), 2 4 (m,2H), 2.6 (m, 2H).

(g, J=8 Hz, 2H)}, 5.0 (s, 2H}.

BEXRASTERNENRLEAAOS T TRI-3P. R1-3AR TR ®
14,6 4y B 8 5 Ao BB SE AR S 3R
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R2

CH,

(CHy,

(CHy,

(CHy),

(CHy,

R!

CH,

t-Bu

Et

t-Bu

Rl

t-Bu

t-Bu

t-Bu

Et

t-Bu

Et

co,Rr*
g3
| 0
R
0
7Y
m.p.73-74C
m.p.64-65°C
B- 'H NMR(CDCY, 250 MHz)8
1.48(s, 9H), 1.73(m, 4H), 2.3(m, 2H), 2.75{(m, 2H), 5.8(s,1H).
zZ , 'H NMR (CDCli,, 250 MHZ)é

1.53 (s,H), 1.75 (m, 4H), 2.35(m.4H), 5.25 (2, 1H)
2

Co,R*Y

=4y

UL S ] 7
A
R Lk 18

'‘H NMR (CDCl, 250 MHz)5
1.2 (t, J=8 MHz, 3H), 2.1 (m, 2H).
2.9 (m, 4H), 3.6 (s, 2H), 4.2

{q, J=8 MH2, 2H)

WSk 11

m.p. 240-242°C



R? R}
H H
H H
H CH,
CH, CH,
CH, CH,
CH, CH,
(CHy),
(CHy,
(CHy,
(CH)),

Rl
t-Bu
t-Bu

t-Bu

t-Bu

t-Bu

t-Bu

Et

t-Bu

t-Bu

t-Bu

CO,R*
R:
N
i , Rt
R2

Rl
5, - S ek 23
B A 20
5= 4L I - 2 5%

5= F Rk -2
B, T-— G I migek -2- 5k

835 ZHURA
5~ T4 O -2 95

5, ~S PRI 23
5, 7-— A2

R -2

2ah)

m.p. 119°C
m.p. 134°C

'H NMR (CDCl,, 250 MHZ)$
1.45(s,9H), 2.17(s,3H),
3.55(s, 2H), 5.7(s. 2H),
6.72(m, 1H), 7.5(m, 1H),
7.92(m, 1H), 8.25(m. IH)

Betr| 1C

'H NMR (CDBCly, 250 MHz)é
1.45(s, SH), 2.13(s,3H),
2.2(s, 3H), 3.6(s, 7H),

5.7(s, 2H), 6.9(m, 1H),
7.53(m, 1H)

Lot dol 2

'H NMR (CDCl,, 200 MHz)$
1.2(t, I=8Hz,3H),2.1(m,2H),
2.9(m, 4H), 3.6(s, 2H), ’

4.15 (q. 1 = 8Hz, 2H), 5.8(s,2H),

7.5(d, J = 9Hz, tH), 7.9(d, ] = 9Hz,

1H), 8.2 (s, 1H)
m.p. 136*C

'H NMR(CDC},, 250 MHz)5
1.45(2,9H), 1.73(m, 4H),
2.4(m, 2H), 2.63(m, 2H),
3.55(s, 2H), 5.3(s, 2H),

"6.9(m, 1H), 7.6 (m, 1H)

'"H NMR (CDCl, 250 MHz)3
1.45(s, 9H), 1.72(m, 4H),
2.4(m, 1H), 2.58(m,2H).
3.51(s,2H), 5.27(s, 2H),

7.2 (m, 3H)
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R Rl
H H
H H
H CH,
CH, CH,
CH, CH,
CH, CH,
CH, CH,
CH, CH,
(CH,),
(CHp),
(CH)),
(CHy),
o
o
Sgs
CH, CH,
{CH,),
cH, cH,

(CH,),

T ¥ =& &@m @ o

- - - -

t-Bu

Et

H

3D
-
8, T- G k-2 J&
5~ AT -2 35
S~ =g LI g - 2- L
5= FELIPIER Ik -2k
5, T~ iR F -2

O AT e -2
[3—(21 3':‘_1"! :3!,..712) -] 5 2,
4T mE-5-7)

4-¥-2- AT
5-= 4RI -2 3L

5= IR 275
5, T- RO -2 7
W2 TE

-2 IS

235
5-ITIEA ST -2 96

5, 7-—:%1{3&#:@!_&&2%

5, T-—E 25

8, T- Z E A I - 2
6, - f ¥ -2- 2

P4

m.p. 169°C
m.p.172-173°C
m.p. 172°C
m.p 174°C
m.p. 183°C

m.p. 206-207°C

m.p. 185-186°C
m.p. 162°C
m.p. 184°C
m,p. 201°C
m.p. 157°C
m.p. 164°C

m.p. 202-204°C

m.p. 207-208°C

m.p. 224-225°C

m.p. 113-116°C
m.p. 136-139°C
m.p. 200-201.5°C

m.p. 193-195°C
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