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ped i G REREMBEITE KRG L, FlehRAE, BRUK, B,
BREs, B, BRBARBITEGE, UBRAMBRITERGE, Fik
N B, EAEE, EWE, HER, LH% R TH R, #EH
2888, isothionicacid, SLER, SL#BE:, WA TH -8, £EAT &,
WakEy, T8, STPESR, LI EAToRFEZRATERNERY

6
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B, BMAMANESTES A SEABHTUARLORN LS

%, BmekYE, wAdfivd; BEreRHE, Fldfisd, AAE
HEHRTARETHMEFEEANER LG TRAEZGEGHA T E
A/ AR EBHFER, BB TR, HETALXAGER. -

“i@ X (I) i , “AEABHLLSH” , “BREAZXAHLS
M SeiE TSN AR L ERRGEX (Db lengk, ©
el et fe L@ & U A BRI ED.

XEB A “ARAESEY” REZHETERLTUARTHERR
B eg LAt 44T A 4, Hlde, —APEE, LLHATY (A) RALE
B, T 46 B4 3 6] A AR A £ AL A R e AT 6 F AR .

ﬁi%%%a&ﬁ@iii%%%%&%ﬁ%,i%ﬁ%?%ﬁwm
R4 SAa e A LR egibodn, XETHENTHEIHEHFLETUAR
EM, AU R E.

AEBHLSHETUARR G S HEAGHIXAL, #ldo, AE&HHI
LM S HABRXELE. AXBRALSHOTAE S HENBIHETA
ARHEE, WREAKXWVG S —7&E.

RERARIE, XZHEAGGRE KL A - MOLBRLE
A, Rid, RERERE, RiE “miiL” fo Bk 4503
A fe o HrErA KiE CRAEL REALTERTERIFRS
FEEAFG—MASRTH8E. KiE “FL ZR--MGEIN, WEXK
ZIRER., KiE EFL ABR-—NHAEA-AREANAERT (R
. B) 85I, WHKXZHRFIR. KiEF “FRAX ZHE ML
BAAEG—AER FoN CBRARS AT ERTFE SRS TRE
Mm%, RiE “BE” AR R B R

ERX () e FERXT, ZEF-CR) R)-F-CR) R) -
FPHBETARFNE, EAXPAEANCEEFTROAKRLRSHL
EhREFHEGLERME FLECAFFREAETLS TS5 %, a8~

R SR E R A RS, BiESNERRRSY.

wZ-CRY R)-F-CRY) RN - AUEHRHL, RALAZLANL

7
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S R /R A RN BRARGAHIEEL. P REBRAL FHEAK
KAFHRAREALERELERG R — ML AHXEIREL MK,
B KERRELERELERFMNORSIEA “BRX" . FELA
RARAE S ZWEY, FALHY MX” & “AX” ARHLEHEE

A EBABRAETHEMOESHBRELT BREGT S E BT
(+) 7 K (=) BEmA st BRFRRAE. KT ESRFMES

Ay AREBRXRRXALSHANE “« (+ - )" /L,
ALZBPER-FTRHET: |
()@ X () Hibdhfenap bTagsad, BEALHR AR

ShEe T A M RS F R, AL RLEGRATRAY G 7 F AERBRBEANW

B, Bl do T Aot 77 B Ao A8 K 60 BB B o S BRI AR AL
D) ABX () SR —FENHHEH LT RET6E, ERLY

FAEARITEIO EHELSY, HESMESS—FHEH LT ARR

A, UEAMERS—FRNEFLCEZERAN
() AAX () iLeshRcmeam T g a i, FHmR

4 TP oh e AT ) B TR Aot PAE A IR BB T A Rl e B 4,

Bl dod| BTG A F E AR LA RFBF S BRBHERLGH

#;

(d) — #7478 LS M Bl AR B B BOK AR BR 6 5 ik, R A ik ELiE
Wk LB MR R A e — A a BB B ey i K (D LS R E M
W TS e, BRI R EZSRITED,

(e) AR A LA BBl m A e R R ik ¥ LDL R B BR R K095 ik, %
FEOELHLFYRAFLETOEKEERGEX (1) Hewm, Ne
e LT AR 2 3, R AL R A B I RRAT A,

(F) M A& 78 SL3h S ) dm A 84 o 3 3, dn 3% P 2 B B Ao o ) BR BSR40 %
. EA kOB EARMEA ARG BIKEE B B R B X
(1) 894084, REMAGH ETRESHE, BEHNCHRERSRITE
#;

(2) ¥ B LB M Bl de ARG MR B BB HER GO 5 ik, T F AL EIL

8
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HHMAERXEHE et Elrn@X ()OI ey
Eavaiegey d, BRI R EEDEITED, |

(h) JA A2 BR 4B A 49 %) A AR 1 K E TR ES 308 /7 vR SLBh M ) - A 69 K SR 89
Fik, BlrBBRET o ERRAX G RBERIERD, AT EC
Ba iR RAAREFETHRX (D) GLehREMNGHEHH LT
Beed, ENY R LR RITED;

(1) Bk rE L Ml e AL B mAMA GBI FH AR ENFT &, &
SR OKLEAGOBAARXTARKECRAEESEHARENE
X (Db R NG T, ERhRERZRITE
¥,

() Bk B LD I P AT o R FIEBABREGT &, EHEC
¥ o LB MR R AT R E o MR B BE e 1 X (D) 8948805

k) HEBX(Deddh (AEEXZEXHEMNGE, EikhFt
M ReATAE Y ) B F ik

(1) 4 &8 X (1) ML iee FREE #

(m) & EAG X 66k, £3&b] 1 - 27 65L&,

R MANERKBERENEARX (DS YHETERBR AT — 27
HE, #lwBUkTFiaBniissy, RRGAE, SHFNARESR
WmtE, —BHEAT, BEXENMNTAEAMNEEEH 0.001ng-100mg (£
A 42 0. 0lmg-50mg ), #l4e 0. 01-10mg/kg/ 8. X4, TR ELFH,
Bl B AR ETASH 4= 0.1-100mg , £AW4 0.1-10mg , KIFE
0.1-Smg . HACNGHEH ETUELHEN, LS LN ETZTRHNE
PHAROEFRARLERTHER. |

AR EHF L@ EMER, BATRERERAEX ()RS
W, REFZEX()GEME R TUETHEAR—EREDASY
MEXAER., REEASMGLCHA TG EL LR, XEBKRIKL
A TARSY, HAESEHFLRAAE. BAETAZEEIEE, XA
ﬁﬂw&m,iﬁ%m%%ﬁ%iﬁﬂﬂﬁ%%mﬁ,Mﬁﬁ%ﬁmm
F., HERTASAERAAY (BEFTH) 600, 05%-95%F4k. LEH

9
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..........

mENSY, AEBEX (YL FRTHE. TREALXR LY
RSB B ET A HERMNE AL B Hmmsd. |
ERAEEMLENEBETRELCNLERBHERETFTHANERY
WA EERE, ReTRAGEX (DHZGLEHARK, 2RKA
i hm b maiiE T ok, B, A, vE (FlET) fEhd
(Bl F, LA, AEXARBR) 2H084Y. HECAPHEECL
ABEBENPLOEEALANGLEA. STOHECROUEBR-FE-
Pt BREBR-AAE_TRUEE, AE-_FTRAEARMETRLRE
FPRAREATLAOSRPEORETRAARY. SENHEARP
s O REENE 6N NP | | |
ETORLLHEHELHTURLSEANE, sl gN, AL
#, ®H, XA, EEALEHEX () ALsH TALHAXEE

A TARERMEAERERREKSGE TR XAKGBRBEK

B 5Likik, Edeig e A, XEEASW T ARBAEME ZGHMNF &
ﬁ%,@%%%&m%%%ﬁ%(Wmm—ﬁiﬁﬁmmﬁ%%ﬁrﬁ
SHT R, —fkt, MEAASME, HERASHE RKIHM R A
HEASAIFNE 49 GREERBE, LEHRETAK &R
%,M#ﬁéﬁmﬁ,Wu%%é%ﬁﬁiﬁﬁﬁﬁﬁﬁfﬁiﬁﬁﬁ
AN BEIBPHE. EATURAETGELIN G GADE G
Ll e A RXBEMELEAH, HAEMN, HEHEENf/XABERL
R/ 5RAFRAER . AR B T oME A E BB IR RACA S A
ﬁﬁﬁ%ﬂmﬁﬁﬁﬁﬁwnWuﬁﬁﬁmwﬁi%mﬁﬁgﬁiﬁﬁ
AR EREA. |
HEBEOREETABANAMERREY, HlioRBER-METF
BirihE REBR-SEPRILHEES NE-_PHRAEAEAFTESHTR

PRAEREATAAGRTEMANE TR ARY Budragit L™ &R, &

Budragit L 4}, XEHREHEREIE 10 % (REAHGHRAGETHT)

CHEEN, URBLEERRASRATALELE. EERHHENCHERR

W LE, AR T e R,

10
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HEBmEOREELR, TURBESGEY, SllRABBR-RE-F
Bk, ERB-NE_TRIGE, SE-_THREARTEASHRER
TR AEEBRFTAEEBRTERGEE THLEY Budragit L) BFERL
¢,&%, M Budragitl sf, XEHEWIER I 10% (REAGHRDY
i) BN, WEHFILEERARFF TR ELE. ETHEEN
OAERE_FTHB_LE, HEBRZTEH Y ZE8RE.

HERER, TRASTHEBX (D) A5 6 e iEBRE, FRE
Vs, EH LB, o/ RERBRERS, ERNREMENT A
R0 58 A R K

H B AR ALY, THAX (D HLEH Sl ddhd
Fo/ RAMERS, AHFERHFE, REHFESBITHREAS TR TR
ARBBAR, FleRlidgtaork RBEEANTREARLS ORI
R R k. |

HemER kA she, THEX () aehhslBhd gt/
RAMERS, AHFEEHE, REHHFEARTRRLA TR FLA
BEREOR, Plie Ao BRIt P - LB R TR
HhEOLR, REENTRFHRSGRTABIKE.

BoFuE (£TF) a8 ahEthelEsb A THFAEARTHAE
X (Dt iFbEeTREA TR EREPEERK—ERE
AR P ehFEHEEA.

O TFHmESL B GhashiETnaieddX (Dsdhesd
HREKANBHRAL EFNLRTEOREKRN. BRLTEHEA, A
BEXAENEHLER, EREZHRESE. FEFIEMEE, T
&R LAY E KRS, BHNERRERTREFERRE LRFE,
AERGTIEROAS B ETIHE &S 0. 1-5%89 L0,

EOTAMSHNEHELYEHALRN BHRMNAL. $E&6TH
BR()ARASE —FRIFHETHERRKRRE, FlosTTHR
A, RE¥KFIGRENRT.

BTRERLYE., EATERLHNBHALSHTAEALEE TKM
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BEAHAARERROS BN BRAL XABFESREAAET
MESFHRERPHFRLSY, FEBIP/IFRT—HERIRS
HI—FHERHF. FHRLSDAETHRBEARLG L % E 35 %, RIF
RKRHGI%ELS %, A —FHEGTEME, FRASHTART ST
R EEFEANGFPHHX, # 4 AT Pharmaceutical
Research, 3(6), 318 (1986).

BX (D yiadThEBE AR %#éﬁf%%'lé-&#ﬁﬁﬁ 5 akk
ol 8 7 i &

Bliet® 140, RFBRALK, XA CHLHEX (DS TREL
FEX (D e W HEER K&,

ch
-T% @

R N—C

R
R

g4 R, R, R, PR ELRE, LR A H e S (ALH),
FAL =5 T A48 (DIBAL) A M (BHY), &R B KA E T A HEH F Hl 4o
A THF 347 |

ﬁi*ﬁauﬁlkxé’) X (I1) 4o B #7069, ﬂhﬁki’z&iﬂﬂéﬁ
A—AFE\.

BRI A HEBRALET, PR KCO)MAEALT, HE
F AR (Cul) — R BAHAETEEEHR-ZRE, AFRHE
LER, LAEENBEE #eARETHEEXJADGLER



))))))

333333

EBEXAIDF, R, R, R HELEAN. R-L—KTREK
FTABEIHKRT 6 Chay kB ERHEFLAREHFE.

X B @A LA X 11 bW A MLesh, FHUmT ALAN
H—AF &, |
CBX (VRS EBRER, #lil FERKR (tosic acid) —£6H
B A R AT T # B K (11D 9L bH, RERERFREHE, H
4m 4 255°C.

R* y S R!

|
X COOH

RSb
R"® N,

#AX AV F, R, R, fR" e LR .
@R (V) hie M EiE X (Va) LM E = LR REIE— G AN
BAETAETHGEX (V) $isd, £BX V) F (Va) ¥,

RSd
R¥ SH ‘ 7— g
W) . (Va)
R® NH. HO
RS i} 0
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R, R )R LEH, IALENELL FlebhE. @&
X (V) Fo (Va) 9L X TAEE|, X THRCEHFE4E&, IxTTFLL

AR ZE HFE

%#1ﬁ1&2%ﬁ£m%m%%ﬁmwmﬁ%£¢1%0%&&
(D it AE T BALH, FltATRAR, AMTAK,
Oxone (it HALLAE4T) , w9 BALLK (0s04) EABALH &

E¥RF/HR RALGEX ) S TABE AR, Sl ET
Reamid I AR, FERAAGTEGEX (1) Ged, 26
E# THR-IAR-ZEAHE, APEXZEILHR PR AAE, XEH

A LALEENH LR,

3 4, ﬁKWD%%A%%&ir,M#%%%&E%&T&ﬂ 451
de i 120°C BB, TAHE&@EX (11D 644esdh, EBX VD P, R, R,

Fo R TR SLFH.

VD

ERX (VID P, R, R, #R" " HELE,
i@ X, (VIII) 694L 4 /5 88 4 2 F 4] 4o £ AL BE (HS04) H 2 T AL T A
R2’ ﬁb RSn, b, ¢, dé"&ii

& &@X (VI &9k 44, £EX (VI ¥+,

14
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=
=%

RSd )

R5=\¢/S 1
7 ;E (VI)

by 2

R Y cBou™

R _

BXAN e EEX VDLW EREMN TN BMESHE
BX (IV) 91 a- W oy 7 i AT R B &8 X (VIII) #9194

RSd

LBX A F, R HELRN.
@K (XA RETUAEE, RETHRCF E4E, AL+
LA R R HTE. |

Boh, BX (DA ELTEXN X) GG HER 0P REER
(tosicacid) — R e A MBE G A THRHE, £BX X+, R, R, R F
R " © CHy SR

RSd
Sc ’ 1
R N 0
5 COOR
R NH
RSn | )
R

CHEBX (D MRS ERX (Vo) A BEEN THEBX IV &
ey 77 ik TR R X (X) 9 iLdd, AFBX XD F,R, FBRW"0°

15
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& & 3Ll A

i 5c . .
R SH D)
R*® ~NH
R*® R

BRADHEBTERB O EH 4, #liesB HCilnan
J.Dietrich X A& F % # &, LT J, An. Chem. Soc.,80,380-383
(1958).

L XA =0 9AX ()t TETaHEgH&EEX (D&
A6 7 =B &

A XA =Sty BX ()RS HTARNBHRF XA C-0BX
(1) 89448 it A Lawesson’s XM (2, - (4-F AFK ) -1, 3-—HiA-
2, 4-diphosphetane-2, 4- —#iEk) & C=0 & K 461LF 1%

$ELK%%%£%%ﬁ%%ﬁim%w&%i%ﬁﬁ%&%ﬁ,
) datd B iE B F M BRB S i X (Va) 8 F b St AT4 x, Hidad
Wk FHARMSH Y RN G, Flioilid FHHPLC 25, @A
5, BAAFHBRBFTERGHS |

BX (D) A HESBREBRENBX (DO EHEETNEE
BB, Plies W@ RABRANE, TAMEA ROEMHA 3T BB
ol SBMERKAABR ()M EEENRERRLE, Flih R
i%%iﬁTuﬁﬁﬁﬁ%%%ﬁﬂﬁ%ﬁﬁ BBELAR R8G5
ik R ALFE Lk P T ARF 0 F ik, ﬁ&m%mA%TﬁﬁﬁwﬁiE%
ﬁﬁwi% ] o B2 AL Ky B

%%,ﬁi#ﬁf%i%kkﬁMiﬁ¢ﬁuﬁﬂ%f%,M%%ﬁ
%R%mw%ﬂﬂm%m%ﬁ%ﬁ%ﬁ&m%xﬂ%m%%. |

hFIFHERALN, HHT oY EEMSAARTHE, 2R
R4l KA AR, |

16
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— LT .

B 300MHz LB @ E 'HNMR . MS 128 LCMS £ KA E4iLF & & (APCI)
&4 TFm %, 2 & Oneida Research Services, Inc MZ, AALFE & (CD)
T ARERAERA. 7@7?.‘5:_\7]’1?‘? AtlanticMicrolab, Inc®ZE. FfH
B AL RERY T EA. TLC A A Whatman MK6F BEAZ 60 48, M BLAE %
SMTF M. J EM Science silica Gel 60(230-400 B) #ATA EAT. A
B Aedgef, {LFXFAAME Aldrich Chemical CO, M B RZLALE
iR, EHA Aldrich 89 KRB H.

£ 1

@) -3-ETA-3-TE- - A-5-FKE-L - AR K E-4-F 4 F

#
(a) B -2-((WMTA-FA) AR FA-ZE-TH
42 60 % # NaH(7.5g, 187.2mmol) 5 400mlTHF &9 E F 4 =K m 2-
ETR-2-Z 41, 3-%& =8 (30. 0g, 187.2mmol), H 45 4-4r. 2135
8 kb i T A = WA §aE0% (28, 2g, 187. 2mmol) FFHEH 2 had. AKX
BEaf, REYWARPLHIER, LREAESEIARKERFIEFE
B ARE, HEW (5% LRLE/ AaEk) £ L EHRMAOIT
444 (50.12g, 182. 6mmol, 98%).
1 NMR (DMSO-d6) § 4.19 (t, 1H); 3.29 (s, 2H); 3.13
(d, 2H); 1.15 (m, 8H); 0.84 (s, ORY); 0.83 (¢, 3H); 0.73 (¢, 3H); -0.01 (s, 6H). MS Da/e =
275 (MH™)
CisH:40:81 : FEAA: C, 65.63; H, 12.48; EM{a: C, 65.87; H, 12.47.

(b) D -2-ZK-2-(EFE)-TH

45 1(a) 69 =40 (4. 43g, 16. Ommol) EAEE 16m1CCle, 16mlCH:CN
Fo 24m] AR P, FEEER P A NalO.(13.69g, 64mmol) #& RuCl:(0. 16g,
0.8mmol), 3 16 e, HRRRERFZEN, XEHAKF CHCL
OB, KABA CHCL EE =K, AhtaFR, KE. REHEHRT nl

17
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8 THF F, e IM &) Ribw TR 469 THF & (1. 75ml, 1.75mmol), %
BRBH 1R, RARELERN, F3)65%KkM A KA CHCl.4-8. K8
A CHCL W=k, AMBETFRERSE. EEHM ( 95 % CH:Cl:/4%
MeOH/ 0. 5% /0. S%BEER ) #F 3]k =4 2. 26g (13. Ommol, 81%).

| 1H NMR (DMSO-dg) & 11.95 (br s, 1H); 4.74

(br s, 1H); 3.42 (s, 2H); 1.53-1.03 (m, 8H); 0.84 (t, 3H); 0.73 (¢, 3H). MS Dale = 175
(MH™) and 129 (M - CO2H).

CoHuO:, FHEAE: C, 62.04; H, 10.41. sEM4A: C, 61.94; H, 10. 44,

©) D-2-GEFA)-2-ZXA-T 8 |

45 1(b) &5 =4 (2. 30g, 13. 2mmol) SE AR A 48%#5 HBr (40ml) ¥, =
20 B, AHINEBREHRERESISRBTT, ALRUEFR=
K, B NasSOs FRE®RSE. EHAT TREIREY HBr BHAFANLSM
(2. 46g, 10.4mmol, 79%).

1H NMR (DMSO-dg) & 3.60 (s, 2H); 1.62-1.04 (m, 8H); 0.85 (t, 3H); 0.75 (1, 3H).
MS Da/e = 157 (M - Br), 237 (M), 238, 239 M +2).

CsHi10-Br #+ B 45: C, 45.59; H, 7.23; Br,33.70. £#@4E: C, 46.27,
H, 7.17; Br, 32.94.

(d) B -2-((Q-FAEXH) AR FR)-2-ZATH

T4 1(c) 4 Z 4 (0.52g, 2. 19mmol) B A4 THF (4ml) ¥, AN 2-
B AN EE (0.41g, 3.29mmol, #H AW ekl (RN TR,
3.29mmol ), ¥4k 48 0. BE B BRASWES I 5EBT;FRAKF RS
SEe, REBRGFERZ R, BEH (30 % LB ehBER) F
#4784 40 4490 (0. 50g, 1.78mmol, 81%).

1H NMR (DMSO-dg) & 12.40

(br s, 1H); 7.25 (d, LED); 7.00 (t, 1H); 6.67 (d, 1ED; 6.48 (t, 1H); 5.23 (br, 5, 2H), 2.91 (s,
2H); 1.66-0.99 (m, 8H); 0.77 (t, 3H); 0.67 (t, 3H). MS Dale = 282 M), 264 M -

H20), 236 (M - CO2H).

i3
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CisHaNSO:x (0.8 ZBRZ.B%) +FFH{: C, 62.12; H, 8.42; N, 3.98; S,
9.11. Z®4{a: C, 62.41; H, 8.28; N,3.83; S, 8.91.

(6) (1) -3-ETE-3-Z4-2,3-—&-1,5-XHF AR L E-4-5

LB 1(d) & & (0.66g, 2.35mmol) Fo x F XK & 8% (0. 15¢g,
0. 79mmo ) E AT+t (30ml) ¥, A3 DA, AHIERE, RER
S AR gL, B 10%28 28/ 6 Bl F &, F2 ML
A4 (0. 44g, 167mmol, 71 %). MP. =
90.0 °C. |H NMR (DMSO-dg) & 9.71 (s, 1H); 7.39 (d, 1H); 7.23 (1, 1H); 7.10 (d, 1H);
6.95 (t, 1H); 2.92 (s, 2H): 1.72-1.20 (m, 4H); 1.15 (m, 4H); 0.78 (m, 6H). MS Da/e = 264
(ME™).
CisHuNSO #+ B 44: C, 68.40; H, 8.40; N,5.32; S, 12.17. &4 C,
68.25; H, 8.11; N,5.29; S, 12.09.

(F) (B)-3-ETH-3-2%-2,3-—&-5-%4£-1, S-EHAR L E-4-5

RS 1(e) &5 M (4. 07, 15.45mmol) 69883 (17ml, 154mmol) #%
7k P A ARAC4R (0. 28g, 1.5mmol) o sk BL4T (2. 13g, 15.45mmol), &
SHER 16 DB, RERSWAIHEHERAAKRE, A5 % LEBRLE/
G it BE 2 LG B AR AR AL 4 (5. 14g, 15. 14mmol, 98%IL &),

‘M.P.
=159.4°C. H NMR (DMSO-dg) 8 7.67-6.86 (m, 9H); 3.11 (s, 2H); 1.58-1.13 (m, 8H);
0.77 (m, 6H). MS Da/e = 340 (MH™).

CuHasNSO #HE4A: C, 74.30; H, 7.42; N,4.13; S, 9.44. salfa: C,

- 74.11; H, 7.49; N,4.03; S, 9.36.

£ 345 2
() -3-ETHA-3-Z4-2,3-=F-5-F%-1,5-XHRARLE-4-8-1,1-
—F AR &

sE49] 1(F) 89 = 4 (0. 95g, 2. 80mmol) &5 = £, T8 (9. 5Sml) & #& 42 0°C

19
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AN 30 % it RAL K (1. 60g, 14mmol) Bt 16 I BF. Kk ABBRAER
e, FRRALEBRLEBFRZIK, AHAARA NaSO.FHRE KRS, F2 6
W S FAERE, B 20 % LB LE/ 6 HmBEN TSR, SRS
A aemr., (0.96g, 2.58mmol, 92%).
MP. = 57.6 °C. 1H NMR (DMS0-dg) 5 7.94-7.06 (m, SH); 3.73 (s, 2H); 1.72-

0.98 (m, 8H); 0.77 (m, 6H). MS Da/e =372 (MH™).
CuH:sNSOs i1 E{E: C, 67.90; H, 6.78; N,3.77; S, 8.63. FEm{a: C,
67.61; H, 6.92; N,3.62; S, 8.57,

54 3
) -3-ETE-3-T5-2,3,4,5-mH-5-FEE-1,5-FHAEEENHE
£ 0°C F4E AlH: (44mmol, FAALEE (22mmol) = LiAlH. (44mmol) JR 3k /&
) 84 2.8 (44nl) Bk ¥ e EAEH 1 (F) 651644 (5. 00g, 14. 60mmol)
&9 THF (40ml) 5 k. HE B RSHA BRI TR, AEeE 200, FEE
BT HHE 158, TLC (20 % ZELE/ aHhE) RFRERE. BE
A ZE 0°C, 4LiFim 30 HRARFEA/THF 1:2 &, BG4 Sml 1M NaOH
Mt E6 Al RAWHBHIRBTE, ALEBERZR 6H#C
B R BER, TR, RKE. BEN (saE) FRFMANLE W A T4g,
14. 55mmol, 99%).

IH NMR (DMSO-dg) &
7.26-6.69 (m, SH); 3.67 (br s, 2H); 2.78 (m, 2H); 1.21-1.05 (m, 8H); 0.71 (m, 6H). MS
Da/e = 325 (M*), 326 (MH™).

CuHoNS & C, 77.49; H, 8.36; N,4.30; S, 9.85. sE#{A: C,

77.51; H, 8.40; N,4.31; S, 9.73.

% 349 4
() -3-ETE-3-24-2,3,4,5-W&-5-FE-1,5-FFAEHE-1,1-

= E A oy &

%364 3 644eE4 (4. 73g, 14. 53nmol) A/ 100ml THF #» 23ml &
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T

TE, B N-FE-Dak-N-A14 (5. 1g, 43. 6mmol) Fo vy & 1L4
[0.8mmol, 2.5%4§ 2-FA-2-HEEE (Fxask)]. REMETE
BH 16 B, KEMmA 50 ml NaHCO:s R b fiB(TEL. RAWEEHEH
BRTPRAOBIEBERI R, ANiAAE - LABAFAT L E KL
. R Na:SO«FIRERE, HEM (10 % LR LB/ 6ihik) R R iFM4L
A (4. 76g, 13.3mmol, 92%GGMCE),

1H NMR (DMSO-dg) & 7.87-6.81 (m, SH); 3.72 (m,
2H); 3.33 (s, 2H); 1.55-0.97 (m, SH); 0.69 (m, 6H). MS Dale = 358 (MH™).

CuHsNSO: #+H4&: €, 70.55; H, 7.61; N,3.92; S, 8.97. sq;4a: C,

70.37; H, 7.59; N,3.84; 5, 9.07.

% 2.4 5 |
(H)-3-ETHA-I-FTHE-I3-T%-2,3,4 5-wa-S5-FX-1,5-XHFAE
-1, 1-— A6 5 & |

FE-78°C B FEEH] 4 644454 (0. 565g, - 1. 58mmol) AL 10ml THF
W FAeAET E4E (2. SM/THF, 1.74mmol). FE-78°C ## 20 45475 #
af -2- K &5 (1. 3M/THF, 6. 32mmol). K B RA4ikZ 2| 0°C JFH4
16 at, matafef HK (10ml) B3Rid F6h5k, WA L& (3x20ml)
BRI, LEBEBGETSR, A%, AW baiki, A10% LMLE/ B
B e A5 3] & 7 k4 (0. 48g, 1. 16mmol, 74%).

- 'H NMR (DMSO0-dg) & 7.89-6.80 (m, 9H); 3.30 (br m,

2H), 3.09 (br s, 1H); 1.88-0.63 (m, 23H). MS Da/e = 414 (MH"), 436 (M + Na).) Caled

for C25H35NSO2: C, 72.60; H, 8.53; N, 3.39; S, 7.75. Found: C, 72.39; H, 8.56; N, 3.27;
S, 7.88. ‘

CasHisNSO: #+F4H: C, 72.60; H, 8.53; N,3.39; S, 7.75. Z@A: C,
72.39; H, 8.56; N,3.27; S, 7.88.

=364 6
3,3-=C0 42, 3= 5 -5-% A1 SR ARR K E-4-RaH &

21
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(a)2-((RTHA-_Fha) L) FPA-I-ZATHE
B RN 1 () MF M 2, - L1, 3-8 S8 H AARA A4,

\ IH NMR (DMSO-dg) & 4.20 (¢, 1H); 3.29 (s, 2H); 3.14 (4,
2H); 1.13 (q, 4H); 0.84 (s, SH); 0.73 (t, 6H); 0.73 (t, 3H); -0.01 (s, 6H). MS Da/e = 247
(MH™).

Ci:H0:81 #H5F48: C, 63.35; H, 12.26. SE@{E: C, 63.27; H, 12.25.

(0)2-ZE-2- (BRHE) -T#
R 3238451 1(b) 69 77 sk A 52364 6 (a) 69 = 4 (41. 28g, 189mmol) 4| &4
A4 (24. 4g, 167mmol, 88%ilk &),

IH NMR
(DMSO-dg) & 3.42 (s, 2H); 1.89 (s, 1H); 1.44 (g, 4H); 0.73 (t, 6H). MS Dale = 147
(MH™). |
CHu0: x0.3 (Z8) +HHE4E: C, 55.39: H, 9.33. S@{E: C, 55.38:
H, 9.17.

(©)2-GEFH)-2-THA-TH ~
A Tt 1(c) 8 F kM ERS 6(b) 89 /= (22. 2, 151mmol) %)%
WA, MAEMKE HBr &35 10B(19. 8g, 94. Tmmol, 63%).
TH NMR (DMS0-dg) & 3.60 (s, 2H); 1.58 (q,
4H): 0.75 (t, 3H). MS Da/e =209 (M), 211 (M + 2).

C:His0:Br #HJ4&: C, 40.21; H, 6.27, Br, 38.21. Z@l4a: C, 40.92;

H, 6.38, Br, 37.17,

(A2-((Q-FA X )RR FH)-2-ZETH
A4 A 1(d) 695 =M 8] 6 (c) 694844 (19. g, 94mmol) %72
WAL SY, HEANFE FH (9. 77g, 40mmol, 43%).

3H NMR (DMSO-dg) & 7.24 (d, 1H); 7.00 (t, 1H); 6.69
(d, 1H); 6.49 (t, 1H); 2.91 (s, 2H): 1.60 (q, 4H); 0.68 (t, 3H). MS Da/e = 254 (MH™),
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Cu:HusNSO: $+E {4: C, 61.62; H, 7.57; N,5.52; S, 12.65. FEMm44:
C, 61.34; H, 7.62; N,5.33; S, 12.40.

(€)3,3-=Z 42, 3-—&-1,5- X FMA L HE-4-8

B EkE 1)t FEk, BEHRE 6(d)6 5% (9. 7g, 38mmol) # £
A BRI Y. BEEMN (50 % LELE/ ohE) FAksd
(6.22g, 26.4mmol, T0%&yik ).

IH
NMR (DMSO0-dg) & 9.73 (s, 1H); 7.40 (d, 1H); 7.23 (¢, 1H); 7.10 (4, 1H). 6.97 (t, 1H);
2.92 (s, 2H); 1.71-1.48 (m, 4H); 0.76 (m, 6H). MS Da/e = 236 (MH™).

Ci:HiNSO it A&: C, 66.34; H, 7.28; N,5.95; S, 13.67 . sEm4E:
C, 66.34; H, 7.37; N,5.96; S, 13.58.

(£)3,3-= . %-2, 3-=&-5-KH&-1, S-F AR L E-4-87
BREEp 1(0) 67k, FH 6(e)thibsm (5.40g, 23mmol) N-
EAENE B EVIFARALS M (7. 04g, 22. 6mmol, 99%4ILE).
MP. = 864 °C. 1H NMR
(DMSO-dg) § 7.66-6.87 (m, SH), 3.09 (s, 2H); 1.45 (m; 4H); 0.76 (m, 6H). MS Dafe =

312 (MH™).

CoHaNSO #+EA4A: C, 73.21; H, 6.79; N,4.49; S, 10.29 . sEii4a:
C, 73.36; H, 6.90; N,4.49; S, 10.42.

E A T
3,3-— L k-2, 3 A -5-KE-L S-F AR L E4-8-1, - AW
8 %] &

BB EAS )6 F ik, E£HES 6(f) #9444 (2. 00g, 6. 4mmol) F AL,
WJe BA L (50 % T8k 288/ 6 ik B 44044 (1. 92g, 5. 59mmol,

23
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88%hag A E) |
. M.P.
=163.0-165.6 °C. |H NMR (DMSO-dg) § 7.94-7.07 (m, 9H); 3.72 (s, 2H); 1.80-1.22 (br

m, 4H); 0.76 (m, 6H). MS Da/e = 344 (MH™), 366 M + Na™)

CisHuNSOs +HHAE: C, 66.44; H, 6.16; N, 4.07; S, 9.33. ELm44: C,
66.22; H, 6.21; N,4.06; S, 9.42,

%3645 8 |
3,3-=CR-2,3,4,5~-mEA-5-F -1, - R HAR L EHH L&

R LAEY 3 MFE, KA 6()agisd (2.43g, 7.80mmol) iE R
EREEN (20 % LELE/6H8) 44144 (2. 01g, 6. 76mmol,
8T%agHC &),

g
NMR (DMSO-dg) & 7.29-6.71 (m, 9H); 3.65 (br s, 2H); 2.77 (s, 2H); 1.36-1.15 (m, 4H):
0.67 (m, 6H). MS Dale = 298 (MH™).
CioHuNS +HH4E: C, 76.71; H, 7.79; N, 4.70; S, 10.77. S=M4A: C,
76.64; H, 7.82; N,4.69; S, 10.72.

% 45 9 |
3,3-—C%-2,3,4,5-mEAS-KE-LS-EXARR LS, 1-— i
#&

BB RS 4 6%, KEH 8 #9144 (0. 53g, 1.80mmol) A ALE
B8 EM (50 % LB L8/ Gk R4 AL-44 (0. 55g, 1. 67mmol, 934
Bl R) A& & B K,

MP. =
128.0-130.2 °C. 'H NMR (DMSO-d) & 7.88-6.84 (m, 9H); 3.73 (br s, 2H); 3.32s, 2H);
1.55-1.30 (m, 4H); 0.68 (m, 6H). MS Da/e = 330 (MH™"), 352 (M + Na*).

CisHuNSO: #+HAA: C, 69.27; H, 7.04; X, 4.25;.8, 9.73. xalfE: C,
69. 06; H, 7.16; N,4.16; S5, 9.56.
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FHp 10
3,3-—Wh-2 3-—F-5-FEA-1, 5-FHARLE-4- T H &

(a) B RHFALBR

BoEis 1(c) 85k, WA AKR(EXE TCI, 50.0g, 423mmol)
&AL Y, E&AT Trh* HBr B354 (66. 42g, 367mmol, 87%
B &),

| THNMR (DMS0-d6) § 12.3 (br s).
3.57 (s, 2H); 1.19 (s, 6H). MS Da/e = 181 M), 183 (M +2).
CsHs0.Br ++J45: C, 33.17; H, 5.01; Br,44.13. Z@4E: C, 34.07;
H, 5.08; Br,42.45.

) 2-((Q-FAERHER) FH)-2-FEAR

IR A 1(d) 8 F ik, BB ( EEH) 10(a) ) (59.4g, 328mmol)
5 -fABARER ( 41g, 328mmol, FEIE) RE, ZBHENERFA
4% (52. 3g, 232mmol, T1%)

g

NMR (DMSO-dg) 5 12.44 (br s, 1H); 7.22 (d, 1H); 6.99 (t, 1H), 6.63 (d, 1H); 6.47 (t, 1H);
5.27 (br s, 2H); 2.8 (s, 2H); 1.14 (s, 6H). MS Da/e =226 (MH"), 208 (M - H20), 180 (M
-C07).

CuHisNSO: ++E14: C, 58.64; H, 6.71; N,6.22; S, 14.23. sLR{a:
C, 58.41; H, 6.78; N,6.13; S, 14.29.

()3, 3-=FA-2, 3-= &1, S-FEHFAE L= (SH) -8

B LS 1(e) 8%, EEH 10(b) #14L4-4 (33, 4g, 148mmol) #
£ B B AR, BAEEN (25 % LB LB/ Bkt ) FiA NG
(25.39g, 122mmol, 83%&9i ).

25




10

15

20

25

MP. =
112.6 °C. 1H NMR (DMSO-dg) & 9.71 (s, 1H); 7.40 (d, 1H); 7.23 (r, 1H); 7.11 (d, TH),
6.96 (t, 1H); 2.95 (s, 2H); 1.18 (s, 6H). MS Da/e = 208 MH™).

CuH:sNSO +FH 4E: C, 63.74; H, 6.32; N,6.76; S, 15.47 . ZEmifd:
C, 63.94; H, 6.37; N,6.56; S, 15.28.

(d)3,3-=—Wh-2 3-=—F-5-F K -1 5-KHAALE-4-8
BRI ()8 F %, %348 10(c) H1La4 (22. 0g, 106mmol) N-
ERACE ZEENFHRAALAH (28.69g, 101mmol, 9J6%EIE).
M.P. =103.8°C. 1H

NMR (DMSO-d¢) & 7.68-6.88 (m, OH); 3.19 (s, 2H); 1.05 (s, 6H). MS Dale = 284

(MH™), 306 (M + Na™).
CuHuNSO #+E4E: C, 72.05; H, 6.05; N,4.94; 5, 11.31 . s@44:
C, 71.85; H, 6.13; N, 4.85; S, 11.26. |

LA 11
3,3-— R - F-S-EE-LS-FEHARLE4-8A-1, I-— ALY
& %) &

BB TS 265k, a4 10(d) 65444 (8. 69g, 30. Tmmol) £k
EREEN, BATR HFOEeh R 4 (8.80g, 27.9%mmol, 91%&5i
),

- - M.P. = 140.8 °C.
1H NMR (DMSO-dg) 5 7.95-7.04 (m, SH); 3.81 (s, 2H); 1.10 (s, 6H). MS Da/e = 316
(MH), 338 (M + Na™).

Ci:HisNSOs x ( 0.5 K) #+HA4A: C, 62.94; H, 5.59; N,4.32; §, 9.88.
Saml{d: C, 62.98; H, 5.28; N, 4.26; S, 9.68.

%A 12
3,3-=Fh-2,3,4,5-WEAS-KEA1, S-FAARLEHE

26
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33333

BB S 3 Mk, A 11 694644 (8. 88g, 31.05mmol) E R
ERIGEHBREEN (5 % LBRLE/ LHE) FREHKM (8. 02g,
29. 77mmol, 96%&TiC &) . 4

| .

NMR (DMSO-dg) & 7.44-6.68 (m, 9H); 3.31 (br s, 2H); 2.65 (s, 2H); 0.93 (s, 6H). MS

Da/e =270 (MH").

CuHuNS 3 4&: C, 75.79; H, 7.11; N,5.20; S, 11.90. E@{a: C,
75.82; H, 7.06; N, 5.28; S, 11.86.

34 13 |
2,3,4,5-19 5 -3,3-=FE-S5-FEX-1,5S-KHAREEE-1, I-— AW
# & |

BB LA 4 Rk, Ak 12 65444 (5. 66g, 21. 0lmmol) Ffk
BEREEN (20 % LBRLE/ ahEt) Fa&H K (5. 56g, 18.45mmol,
88%Ag I ) |

~ MP.=168.0-

© 168.6°C. 'H NMR (DMSO-ds) & 7.92-6.83 (m, 9H); 3.66 (br s, 2H); 3.33 (s, ZH); 1.03
(s, 6H). MS Dafe = 302 (MH™), 324 (M + Na*).

CisHNSO: #HH44: C, 67.75; H, 6.35 N,4.65; S, 10.65. sc@i{a:

C, 67.85; H, 6.44; N, 4.68; S, 10.71.

L] 14 .
B)-3-ETE3-ZEA-2,3-Z8-5-FXE-1,5-FARE L E-4-AN 7
—FH & F ik |
(a) 2-F B R FALBE

# 3% H.Gilman and J. Dietrich, J. Am. Chem. Soc. 80(1958)
pp. 380-383 &) F k4 & AR LS. fEwrEE (10.0g, 50.2mmol} 5
50ml THF Z:% P mA4dE4 (2. 0g, 288mmol), Mm4RfrtiE] 2y 45 44F. R
LB IRRE, BREERPARLNLE, HESRBTTAKRL
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BB, FWA AN NaOH FBR, M8 EKERFE B e9EE (4. 02g,
20mmol, 40%). #KERETHRZEpH4, ALBMERIK, LEETFE,
B, BGHWENE (5 % LERTER/ BihEk) F4MILe9 (5. 49,
27. 3mmol, 55%&94L#E),

IH NMR (DMSO0-dg) 8 7.65-6.74 (m, SH). MS Da/e = 202 (MH™).

CuHuNS #+H4E: C, 71.61; H, 5.51; N,6.96; S, 15.93. LA4{4: C,
71.66: H, 5.46; N, 6.92; S, 15.90.

(b) (B -2-((Q-FEEER AR FR)-2-TATHK
Mg ] 1 (d) 69 ik, it 4] 14 (a) #9444 (3. 06g, 15. 2mmol)
5 334 1(c) #9444 (3. 50g, 15. 0mmol) R B 4| &Moo, ZHE

(50 % LEEZES/ BBk ) fFARAAILS4 (3. 70g, 10.4mmol, 70%).

'H NMR (DMSO-dg) & 12.48 (br s,
1H); 7.46-6.83 (m, 9H); 3.01 (s, 2H); 1.55-1.03 (m, 8H); 0.73 (m, 6H). MS Da/e = 358
(MH*),
CuHaNSO: #HH 4&: C, 70.55; H, 7.61; N, 3.91; S, 8.96. k@M{a: C,
70.61; H, 7.62; N, 3.85; S, 8.88.

() D) -3-ETHA-3-ZX-2 3-—&F-5-FKA-1,5-EHARELE-4-8

1 R 1 (e) 895 ik AT R 14 (b) L84 (0. 59g, 1. 65mmol)
BEREE, BREAFMEALASY (0.17g, 0.51mmol, 31%e4c )., 'H
NMR (DMSO-de) &5 L & H5 ik 64 464 1 (F) &9 =4 — 2.

FAH] 15
B -3-ETH-3-ZK-2,3-—H-8-FHRE-S-F %1, 5-FfmBELE-
4-BR &G ) 4 |

(a) - E-5-FEEARES

28
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1-F A -6-F F K E HoEwk (36g, 200mmol; Aldrich Chemical Co.)
Fo 400ml 30 % 64 REACATAE R EIA 16 v Bf, ZEERAFE 0°C, &
JER S0 % BEERKIE R P A £ pH 6 JFBEH 1 bef, LIRF R KRS, M
i % B E R 4R (25,298, B1%EGHCE),

_1H NMR (DMSO-dg) 5 6.91-6.44 (m, 3H), 5.90 (br s, 2H), 3.52 (s,
3H). MS Da/e = 154 (M-H).

) (D)-3-ETA-3-ZA£-2,3-—&-3-TAE-1. - X HARLE-

4 (5H) &R

L] 1 (c) 8514 (25. 1g, 105, Smmol) B FEAE 150ml = F A FELAE:
JE 234 15(a) 654044 (13. 7g, 88. 2mmol) = 13ml = Zj&. B4
WA, KREHBIZEAR 200ml Ked5%B+HA. A 0.1N HCL A pH
E 4, WA 6xS0ml ZEMER, 4FFBER, TR AARXENFE
ARG . B S P e 200ml + iAo 825mg ST F EAE, RAY
B LS D, ARNEERSMFENBRAT, A20% LERLE/ B
B e BLAE 2 e (15. 158, 59 % ek &),
| | | IH NMR (DMSO-ds) &
9.51 (s, 1H); 7.96-6.81 (m, 3H); 3.70 (s, 3H); 2.94 (S, 2H); 1.71-1.39 (m, 4H); 1.19-1.13
(m, 4H); 0.79 (t, 3H); 0.74 (t, 3H). MS Dafe = 294 (MH™)

CieHsNSO: +HH 44 C, 65.49; H, 7.90; N,4.77; S, 10.93. Zm|{d:
C, 65.39; H, 7.94; N, 4.80; S, 10.85.

(c) B)-3-ETHA-3-T%-2, 3-ZK-8-FRES-FA-1, 5-FHARE
& -4 |

A Ep 1(0) 95k, Fkb) 15(b) 5444 (11. 0g, 37.5mmol) 5
BE R RITE FH (13.07g, 94 % 6l E),

- IH NMR
(DMSO-dg) & 7.54-6.79 (m, 8H); 3.75.(s, 3H); 3.11 (s, 2H); 1.51-1.13 (m, 8H); 0.77 (m,
6H). MS Da/e = 370 (MH™).
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C:uH»NS02 x0. 75 K3+ F4A: C, 68.99; H, 7.50; N,3.66; S, 8.35. &
MME: C, 68.95; H, 7.14; N, 3.63; S, 8.25.

LB 16
B -3-ETHA-3-L4-2 3,4, 5-mES-FHRA-S-FA-1,5-KHAE
AENHH S

B &30 36953k, EHhHM 15(c) 5144 (2. 25g, 6. 10mmol) &5 AlH:
B P28 =4 (1.95g, 90%&90k &) |

IH NMR
(DMSO0-de) & 7.11-6.65 (m, 8H,); 3.70 (s, 3H); 3.51 (br s, 2H); 2.66 (s, 2H); 1.40-1.10
(m, 8H); 0.72 (m, 6H). MSDa/e—356(MI-1‘*‘)

CHsNSO ++F4A: C, 74.32; H, 8.22; N,3.94; S, 9.02. ZE=m4: C,
74.20; H, 8.16; N, 3.88; S, 8.95.

LA 17
(B)-3-ETHE-3-ZK-2,3,45-mE-8-FHRE-S-XHE-1, 5-XHRAELK
LdE-1,1-— 8P &

B EMERS 4k, EHES 16 454044 (1. 52, 4. 28mmol) &AL
RRAFE] =M (1. 61g, 9T%eqIc &),

g
NMR (DMSO-d¢) & 7.35-6.79 (m, 8H); 3.80 (s, 3H); 3.65 (br s, 2H); 3.26 (s, 2H); 1.51-
1.02 (m, 8H); 0.73 (m, 6H). MS Da/e = 388 (MH™).
C22H29NS0s ﬁ’-ﬁ:ﬁ? C, 68.18; H, 7.54; N,3.61; S, 8.27. E=m{a:
C, 68.13; H, 7.59; N, 3.57; S, 8.21.

kb 18
(£)-3-E T HK-3- 6%2345017;\‘8&%5%1%154;#;&,@*

H-1, 1-— ALY ai s &

30
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_ Ak 42 (1M/CHzCIz, lémmol) F= ZALEE (7. 4ml, 100mmol) &9 R &% /&
0°C B Am N £ 364) 17 4644 (0. 78g, 2. 0lmmol) &5 30m] —F PR eyiE k.
RAMAE 0CCHHFE 1B, RBEMAN25nl K, ZHA 3x20nl —HFHEE
B, AMART IR, RAMEEN. REHRARAELL, =5 0. T4, 98%)
F 35 % LERLER/ BBt Bl.

IH NMR (DMSO-dg) & 10.00 (s, 1H),

7.28-6.74 (m, 8H); 3.6 (br s, 2H); 3.21 (s, 2H); 1.55-1.02 (m, SH): o7a(m,6H) MS
Da/e = 374 (MH™).

CuHuNSOs x0. 4 RiTHA4E: C, 66.25; H, 7.36; N,3.68; S, 8.42 ., %
M4E: C, 66.12; H, 7.37; N, 3.61; S, 8.30.

A 19 |
(+)-7-38-3-ETHh-3-2%-2, 3, -—§-8-FER A -5-KE-1, 5-%E 45
B AE-4-FeHE

(a) (F)-7-:8-3-ETHh-3-2%-2,3,-—8-8-FHL-1,-KFfARL
& -4 (5H) -8
3645 15 (c) 84644 (5. 59g, 19. 05mmol) &§ =S ¥4 (120ml) :E & 42
0°C Bf e A N—i@ X 35248 B A (6. 78g, 38. 10mmol) #E4Hk 30 oAr, RER
SRR RE—K, AWNMTFR, K% HGHEsEKE A10%TEH
LS/ G BESRBL M (6. 60g, 93%agl &),

- MP =102.0°C. g
NMR (DMSO-ds) § 9.60 (s, 1H); 7.31 (s, 1H); 7.09 (s, 1H); 3.80 (s, 3H); 2.91 (S, 2H);
1.71-1.39 (m, 4H); 1.19-1.13 (m, 4H); 0.80 (1, 3H); 0.75 (t, 3H). MS Dale = 372, 374
(MH™).

CiHsBrNSO. 3+ H44: C, 51.62; H, 5.96; N, 3.76; S, 8.61. FAH:
C, 51.33; H, 5.87; N, 3.65; S, 8.44,

(b) (D) -T-18-3-FETHA-3-ZHA-2 3 - —H-8-FWRE-S-%K-1,5-%%
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BR k4R
KA#H] 19 (a) 654884 (6. 60g, 17. Tumol) & T4 35ml 92 EF, #n
A RALE (500mg) Fo B BR4F (2. 5g), RAM R 20 1o, WAL RAWE

BEAE, RA10% LBLE/ 6 hBEbl =% (5.05g, 64%agi &),

' M.P. = 131.0-
152.8 °C. 1H NMR (DMSO-dg) & 7.40-7.05 (m, 7H); 3.88 (s, 3H); 3.14 (s, 2H); 1.55-
1.03 (m, 8H); 0.77 (m, 6H). MS Da/e = 448, 450 (MH™)

C:2H:eBrNSO: x0. 3 /& 3 4&: C,58.23; H, 5.91; N,3.09: Br, 17.61.
sm{E: C, 58.25; H, 5.96; N, 3.05; Br, 17.56.

L34 20
B -7-8-3-ETHE-3-24-2,3,4,5- 95 -8-FEL-5-%4-1, 5-% 4
A LE-1,1-— R d 4 &

AlH; (29mmol, AA H:S0.(15. Smmol) = LiAlH« (29mmol) ) B3 F X)L
B (29ml) A 0°C A 364] 19 (b) 6544 (4. 38g, 9. 77mmol) &4
THE (15ml) 3%, R ARSHMARIETER, A2 e, RELTBRE
1508, TLC (20 % ZER LB/ a8 IR TRE A, R E#HAZ 0°C,
& 25ml H.0/THF (1:2), K& #e Sml IM NaOH #k3rit 345 AlH:. B4
B ESRBFIPRURERI K S LBERE, T8 K% &
EHM (5% LBMLEE/ amit) . A FRtBoREAL, B3N
RDEBAE S0nl WEABFRTEP, ZERFIADELEL Q. 5%
- R-2-FBEERE S, Iml ) Fo N-F " Dok—N-F AL (2. 7g, 22. 9mmol),
RAMEZTRTHM 18 I8, KEMmA 50ml NaHCO:E& T Ha, Ré&
HHEBESBRBFIFRALRLUEBER I A, ARG LE KL, T
BB (NaS0s), K%, BHEN (10 % LBALE/ cmEk) 155 =49 (3. 41g,
7. 30mmol, 75%%9ik &),

. . MP. =
107.5-110.0 °C. 1H NMR (DMSO-dg) § 7.42-6.81 (m, 7H); 3.90°(s, 3H); 3.65 (s, 2H):;
3.31 (s, 2H); 1.51-0.97 (m, 8H); 0.71 (m, 6H). MS Da/e = 466, 468 (MH™):
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C2H:sBrNSOs #+ L 4E: C, 56.65; H, 6.05; N, 3.00; S, 6.87. sLaifa:
C, 56.80; H, 6.19; N, 3.01; S, 6.80.

EHAH 21
(£)~7-38-3-ETA-3-2%-2,3,4,5-mwH-5-%5E-1, S-FEHFARLE-

§-8-1, 1-—fibmes 4 &
AL 18 85k, FHEA 20 654b4 (3. 19g, 6. 84mm01)-i—‘?7}91
AR5 = (2. 48g, 1T % M)

1y

" NMR (DMSO-dg) & 10.87 (br s, 1H), 7.46-6.82 (m, 7H); 3.62 (br s, 2H); 3.25 (s, 2H);

149-1.02 (m, 8H); 0.71 (m, 6H). MS Dale = 452, 454 (MH™).

CuHBrNSOs i+ H45: C, 56.75; H, 5.79; N,3.10; S, 7.09. S@4a:

C, 55.79; H, 5.93; N, 3.15; §, 7.17.

5364 22
®)-3-ETA-3-2%-2,3,4,5-9&4-T-FPAXA-S-F 51, S-FHF AR
e iE-g3-Bi-1, 1-— R &

LA 21 654a-4 (0. 50g, 1.10mmol) iE F LEA L& (2. Oml) ¥, Ao
ANFEEL (10ml, 25%, &% k) foigib4m (1) (S7mg), RAEMHEIR 2 D H.
B RAMA IN HClL # 4=, A 3x15ml 69 Z B EER, L& ETHR, RE.
BB AR, B 20 % LERUE/ BihERBLT & (0. 44g, 99%E9IK
%),

IHNMR(DMSO de) & 9.69 (s, 1H), 7.26-6.52 (m, 7H); 3.60
(s, SH); 1.53-1.02 (m, 8H); 0.71 (m, 6H). MS Da/e = 404 (MH™).
C1:H29oNSOs +F HAA: C, 65.48; H, 7.24; N,3.47; S, 7.94. smi{E: C,
65.41; H, 7.26; N, 3.53; S, 8.02.

£ 23
() -3-ETA-3-Z4-2,3,4 5-W&-7,8-—F&HHK-5-F%-1,5-%K5
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REE-1,1-— R &
A s 22 895k, £Eb) 20 #9dbam (2. 628, S 62mm01) 1’7‘?%
BB F 435 =4 (1,958, 83 % el FE). |

\ '1H NMR (DMS0-dg)
8 7.30 (s, 1H); 7.21-6.79 (m, 5H); 6.52 (s, 1H); 3.80 (s, 3H), 3.62 (br s, 2H); 3.59 (s, 3H);
3.20 (s, 2H); 1.53-0.98 (m, 8H); 0.73 (m, 6H). MS Da/e = 418 (MH™)

C.:HuNSO. #+ E46: C, 66.16; H, 7.48; N, 3.3 S, 7.68. sk@4h: C,
66.10; H, 7.50; N, 3.42; §, 7.74.

% #45 24

(1) -3-ETA-3-Z4-2,3, 4,5-m f-5-FE&-1,5-FARKEE-T,8-
— &1, - R s &

S.4t4h (60%, 0.19g, 4. 79mmo1)$ﬁ¥—42~—‘1’%‘?&5§(20m1)# mA
258 (0. 35ml, 4. 79mmol) Fv 3L 364 23 644644 (0. 50g, 1.19mmol). A
FRAM e 3 e, K JE Fa N A Fe 64 BE B R K& 25m) , 7R pH %7,
mcﬁcﬁwﬂmnﬁﬂ,ﬁmﬁ+ﬁ,ﬁ%,iéﬁﬁ,ﬁ%mm%
B L BS ) G ik e (0. 40g, HFE A 86 %).

1H NMR (DMSO-dg) 8 9.79 (br,

2H); 7.23 (s, 1H); 7.19-6.76 (m, 5H); 6.37 (s, 1H); 3.58 (br s, 2H); 3.11 (s, 2H); 1.50-0.98
(m, 8H); 0.72 (m, 6H). MS Da/e =390 (MH™).

CoHnNSO: x0. 5 & FHHE4E: C, 63.29; H, 7.08; N,3.515 S, 8. 05,
Lagl4s: C, 63.47; H, 7.21; N, 3.36; §, 7.92.

- EHB) 25

() -T-8-3-E T #-3- K2, 3-= &-5-F &1, S-SR E 4T

4 4] &

(8) (5) —T-sB-3- E T A-3- 282, 3-= E-1, S- R BE S -4 (5H) -

T4 1 (e) #91a4h (8. 28g, 31. lmmol) X #E 42 30ml ZEEF, EiR
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i (1. 75ml, 34. 2mmol) BEH 18 B, REREGW A Kkt —K, H

2x20ml LEER, AATTFR, RS, AEWLIKE, AS0%LRT

B/ G B Je B =M (9. 23g, 8T%AG I F) .,
b "M.P = 104.4 °C. H
NMR (DMSO-dg) & 9.81 (s, LH); 7.58 (s, 1H); 7.42 (d, 1H); 7.04(d, 1H); 2.96 (S, 2H);
1.73-1.40 (m, 4H); 1.19-1.15 (m, 4H); 0.80 (t, 3H); 0.76 (t, 3H). MS Dale = 342, 344
- { |

CisH0BrNSO i+ 3 4A: C, 52.63; H, 5.89; N,4.09; S, 9.37. ZLam4A:

C, 52.76; H, 5.93; N, 4.17; S, 9.21,

0 #)-7-%-3-FTH-3-25%-2,3-=K-5-FX-1, S-EAAK L
4-8

A s 1) 85k, B 25 (a) 694044k (8. 8g, 23. 61mmol) &5 &t
ERBIFES(8.96g, KEHI %), EAERTP T2 T-niLihey
W% 31, A 10 3% LiBr #= 10mol%:24L4R (1) /£ DMF ¥ =774 18 /) B
TN T-siibdn £ AL A TR,
1H NMR (DMSO-dg) & 7.84 (d, 1H); 7.52 (dd, 1H); 7.37-7.03 (m, 5H); 6.84 (d, 1H); 3.15
(S, 2H); 1.57-1.13 (m, 8H); 0.77 (m, 6H). MS.Dale = 418, 420 (MH™).
CuHaBrNSO #HE{&: C, 60.29; H, S.78; N, 3.35; Br, 19.10. SRi{4:
C, 60.56; H, 5.83; N, 3.25; Br, 18.83.

k4] 26 |
H)-3-ETHk-3-Z5-2,3,45-0E-T-FEE-S-FE-1,5-XHFRE
-1, 1-Z B4 4 &

R LA 38k, A 25(b) a94kS4h (7. 71g, 18. 4mmol) 5 AlHs
B EARE —hik, HIBEHG 4 6855F, ZHRWAEDL 050 LK,
FEGRA LA 22 95755 THARLFE AR (ZF G BKEA 67
%).

35



10

15

20

25

1H NMR (DMSO-de) 5 7.35-6.79 (m, 8H); 3.79 (s, 3H); 3.62 (br s, 2H);
3.26 (s, 2H); 1.53-1.00 (m, 8H); 0.73 (m, 6H). MS Dale = 388 (MH®).) Calcd for
C22H29NSO3: C, 68.18; H, 7.54; N, 3.61; §, 8.27. Found: C, 67.89; H, 7.65; N, 3.42; §,
8.20.

- Cz2H29NSOs i+H4a: C, 68.18; H, 7.54; N,3.61; S, 8.27. A C,

67.89; H, 7.65; N, 3.42; S, 8.20.

A 27 |
(£)-3-ETA-3-Z%-2,3,4,5-WE-5-%E-1, S-FHARHE-T-8-
1, 1-—fiedres sl -

MR LB 18 895 ik, Sk 26 65444 (1. 05g, 2. T1lmmol) &5 AQBr;
Fo LALEER BT AR AL (0. 90g, 89 %).

IH NMR (DMS0-d6) § 9.99 (s, 1H); 7.27-6.74 (m, 8H); 3.61 (br s, 2H); 3.20 (s,

2H); T.50-1.00 (m, 8H); 0.73 (m, 6H). MS Da/e = 374 (MH™). _
CuHasNSOs x ( 0.25K) #HH4H: C, 66.73; H, 7.33; N,3.71; S, 8.48,
FLM4E: C, 66.67; H, 7.32; N, 3.67; S, 8.49.

£ HHm
et B RO oG 4k AL 3 )

% 220-260mg #9484 Spraque-Dawley K & (CD, Charles Rrver), #
RHEALEERA, L5 I 5FTH 330 %0nkems 0.5%FELEE
HEERZURAFAELE (In1/100g AE)ES 2 X, SSRALEH
(Im1/100g 4R &)k 4 2 K., STBARA 0. S%YFRLF4EER. F_RFAE
2 IHEKRAORSL T FIEF (1. 3nmoles) 23. 25-""Se~ F] & A2 8% - AR BR
("SeHCAT) 5 1. Oml A3 K. "SeHCAT & & AR &Gy-3 4L AT 8 KL,
Rl FAAREBETARD S PHRBRZEABREATK BARA T L
B REER 6O, R USeHCAT B £ £42, KMEMMRA 24 18, A
Packard Auto-Camma 500 Series y—+t& Bl & £4& ¥ "SeHCAT #54-&.
#B T Xt F 3 H Re sk B eg %
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% "SeHCAT - & 57 44 k69 "SeHCAT
1 - X100=%4 4]
¥ SeHCAT - tME 445kt "SeHCAT
52, 4, TH965EMAE 10mg/kg RETF, 128 "SeHCAT &
5 KRAMEBRWHGELSHRSNAT %, 36%, 20%F29%. EHEH
M E P, FTHE 18, 22, 23027 6544 E Ing/kg KRBT 69288
BARG ) E A 50 % F 65 % Z 4], |
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