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ek SR I RAT A BT &

AR AR IR
AERAFARERAFIES (Ca YA F A HNR~NF L) HF
A HRERR L EFT %,

FFHEK

EA FTR&EME (+) - (4R, 55, 68) -6-[ (1R) -1-%T X ]
“4-FE-T-82AR-3[ [ (38, 58) -5- (RBHBAELTFTR) sbdr-3-
AIHAR] -1-RE=3F[3.2.0] &2-%-2-58 (AT, ALRL
AP EARH S-4661) bR FRSiTAY, EHABWRTAHK
FLHE A B,
(fFX1)

LE2HA, BT LA “ (4R, 55, 6S)-3-[ [ (38, 58)
=5 (RBBBATR) b ln-3-K 1 R ] -6-[ (1R) -1-% T4 ]
—4-FR-T-BAR-1-R L= [3.2.0] B-2-3%-2-%8&” , K “ (1R,
58, 68 ) —6-[ (1R) -1-#Z X ]1-2-[ (38, 58) -5-RHBKAL
FRA-1-wbeg bt -3-K 1BAAR-1-FE-1-F & (N ) -2-38d ( RRA)
-3-ARRR” .

S—4661 A4 5-294970 T AR P A ME, 2, P 5-
294970 2R FAHAE T BT H ISR S-4661 ¥y H]-F. S-4661 ¢4k &
REAAERETHREIME, EEAFTHXRETERRHARAN, 454
RE, mBLETRGFM. B, & THXFH S-4661 FELAHAN.
AL ZEHA, EZHERFTFHANFRARTEITHLE HEHAN.
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1.  (+)-(4R, 55, 6S) -6-[ (1R) -1-#CTHE 1 -4-FX-7-

FAR- 30 [ (38, 58) -5- (RABBAX FIE) beide-3-L 1 AN ]

“1-RAZIR[3.2.0] B-2-H-2-BBI A KOHGLER, EREA
s F, A REBRR X KTHGTHB Y, ATH4AE (26) =13. 04,
14.98. 15.88. 16.62. 20. 62. 21. 06, 22.18. 23.90. 26. 08, 28. 22.
AR 28.98 (B ) &K 2%,

2. HBA, EFL2ARMER 1AL A,

3. AREARFIER 2HGHA, LAEHA.

4. RERFZBRK2GHH, ZARKRALEFH.

5. (+)-(4R, 55, 65) —6-[ (1R) -1-BZ R ] 4-FE-7-
FAR- 30 [ (38, 58) -5- (RABALTE) b br-3-4 1 AKX ]
“1-RAEZK[3.2.0] B-2-H-2-BBAL RSB R, AL
T, GEGGBR X KITHGTHB Y, E4TH A E(20)=6.78.6.96.
15 15.74. 17.92. 21.16. 23.56. ¥AR 25.80 () & A 4,

6. HIEMFNERS LR FTR, RRELET, AFKOE

AFLKA,

(A) % (+) - (4R, 58, 6S) -6-[ (1R) -1-B T i ] -4-Fi

—T-82A&K- 3 [ [ (38, 58) -5- (RAABLARXFHL) i i-3-X 1 &
20 RI-1-REZK[3.2.0] B-2-H-2-BRERIXAKSHETRKFH T

B, VAR

(B) AT A (A) FifFHIRERFHBLE RO,
7. HIEBABR1IFERLERGFT %, BFEOEUTIF:
(A) 9% (+) - (4R, 58, 68S) =6-[ (1R) -1-BZ A ] -4-F4
25 -T-F]AK- 3[ [ (35, 58) -5- (RABALTR) ke t-3-4 ] 5
RT-1-RE=FK[3.2.0] B-2-H-2-ZBIAAKESHETFRPHL
o, #a
(B') MZ A (A) FIFHREBERFAAEERN LA, £F, @

oG e R X KATHGITHB Y, A4T4H A E (20)=6.78. 6.96.

30 15.74. 17.92. 21.16. 23.56. vAB 25.80 (&) & H 14, UA
(C) %A (B) IR THRGLA.
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Bk, A7 S-4661 4R AFRT M., BUEMGESF, &ML 5
HATT AR, Bk, HIAT S-4661 484 5.

Bldo, B RKFF) 2843444 SNMF AT S-4661 &bty I A& &
Fa IT RS, EXEMTHTY, I AL AP II AL HEARTHTHHE
AEFTH A (20) &

I & 7.32. 14.72. 18.62. 20.42. 21.1. 22.18. 23.88. A
£.29.76 (&)

IT®: 6.06. 12.2, 14.56. 17. 0. 18. 38, 20. 68, 24.38. 24.60
v 25.88. & 30.12 (&)
(X KATHGRZFAH: CukKak. 1.54A (R ER) . TRE 40KV,
&8 40mA)

R, ERFR, ER—F KR S-4661 6482 M.

(AL AZM R P )
ARAEMEERANALGEA, LB GZRERAERZHK
R BERRFOFGLEBRLHET .
AERAHF—BHRRBTATHRALAANGHGL AL E
7k,

K AR
(B2 9 AL &G 7 ik )

(1) BERLKHA, &4t (+) - (4R, 58, 6S) —-6-[ (IR) -1-
RTURE] 4-FE-T-BRKR-3[ [ (35, 58) -5- (R#EBARELFR)
b -3-K ] AR ] -1-RAEA=K [3.2.0] B-2-4%-2-Z MR i
KoMt dh, BUEHALBRK X KTHGHTHB Y, ENHAE
(26)=13.04. 14.98, 15.88. 16.62. 20. 62, 21. 06, 22.18, 23.90
. 26.08. 28.22 F=28.98 (&) & A 4,

(2) BBARKH, #440H LR (1) L ReghH.

(3) B—ANEXFEF, & (2) QA AHEHA.

(4) EF—AZHRFEPF, L& (2) BHAABRKLLES A,

(5) BBALA, ;L84 (+) - (4R, 55, 6S) -6—[ (1R) -
1-2 K] -4-FE-T-84K-3[ [ (35, 55) -5- (ARHBALTL)

4



01810309. X I s R YA RY

10

15

20

25

30

e -3-R ] AR ] -1-R 23K [3.2.0] E-2-W-2-BERX L
KW R, ERSHYRR X XTBGTHEAY, EMHAR
(20) =6.78. 6.96. 15.74, 17.92. 21.16. 23.56 F= 25.80 (&)

KA F %,
(6) —7 @, AXPHFEANELE (5) 98 R FT %k, &
FEOEATIE,

(A) 3% (+) - (4R, 55, 6S) —6-[ (1R) -1-BTX]1-4-FX
~T-8AK-3[ [ (35S, 58) -5- (RBBAATR) wbedd-3-K 1 &
R -1-8E2=FK[3.2.0] B-2--2-BBETARYHLEF, AA

(B) WIA (A) FifFHIRERFHEL B ITF.

(1) A—F@, AEPGFEAH&EER (1) (L REGFT %,
BEHEQEAT LR,

(A) % (+) - (4R, 58, 6S) —6-[ (1R) -1-BTX]1-4-F&
~T-8A-3 [ [ (38, 5S) —5- (AABABABATFTR) edln-3-X ] 5
K] -1-R =K [3.2.0] B2-%-2-BRBETARIHIA;

(B") ALF (A) FifFRERFHBLERG TS, LT
HERELRR X EMHGHTHB T, A4 AK (20)=6.78, 6.96.
15.74. 17.92. 21.16. 23.56. #25.80 (&) ‘A 2%, UK

(C) %A (B) FifFEd R TR A,

W B ) =LA
BM1AaTHEA LG IIIALERGRRXERNTLEER.
B2 A2dTas 2 FEGIVEL LGB R XK ZLER.
BI3ZaEap4mBlIVEALLIORR XA ZER,

FHREALPGRETER
(XA ERAFTE)
(S-4661 #5580 )

A (+) - (4R, 58, 6S) —6-[ (1R) -1-BTX]4-FK
~T-8A-30 [ (38, 58) -5- (ABBAEL TR ) dbeddt-3-K ] AKX ]
~1-f e —2R [3.2.0] BE-2-%-2-% B (S-4661) ZuteginmFiEd
FTAEY. S-4661 RTAKRBAAN LAY, TELoRFLL Y, &
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B BERT EHRBER, TELZRKMAEAELRKAEARA
.
Fik S-4661 9L BETARSFAEL S, TAAD, S-4661
M FHRAELERER TRAATEHERLEH.
5 (%X 2)

(o)
0\\ s/,
o

"y

BAFSFARLERE Na EFHHARR, I TFHALRSH B R
VAN BB T ARG HB X, AT 24k,

10 WK X KTHGRZLERTh, FLEAFHHRRAELRY S-
4661 25 dh, A TH X AR XBGLELLSHNAAY III R IVAE, TITH
Fo IV BG4 TEIH K X KATH AT GRAEE LR, X fb
TARKESY., Kix IITRERZAH KRS, IVELERH—KEY.

HH BB G EIIEGITHAE (20) 0k FHw.

15 ITT & : #74H/AE (20) =6.78. 6.96. 15.74. 17.92, 21.16.
23.56. BAZ 25.80 () .

IVR: 474 A& (20) =13.04. 14.98, 15.88. 16.62. 20.62.
21.06. 22.18. 23.90. 26.08. 28.22. ¥A% 28.98 (&) .
(X KATHRZ LM Cukak. 1.54A (£ ER) . S 9/E 40KV,

20 FHK 40mA )

A X KITHMNEZALAGL AN, A TRZHBRRZY
0, A TFHARB/GERTOMARRZRZRELE., BAEREXH, Hld, 2044
BRI TREAR HHE0.2, FPEERAFEFTHEGEEN, AHLLE
2201 69R £, Bb, AAXENLRLEMN, BiEFHiRELE

25 AN, TEHA, FEETEE X KASTHTHRERE, LEH TR -~
IVRLE R X XTAQGFIEELE AT L2TR. A, A X K474
H, REHHARERIKANE RS AL R FR.
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X S-4661 B HFRFHHEAR., 111 e IV H 644 i
WE I M 1T R AT ML, B Eskik. IIIRE VA, IV
R [egfa g e 111 R F4F, Eb ik,

(S-4661 B94-RF ik )

S-4661 TAA AWM T TSR, Hlo, TURAHEFE S-
294970 TR P AFH F AR, BAERH, B, A 41-FRE5
BB ATAEDEARLEH. AU TIAHERERITEY,
B A4-BRUER-2-BBITEDG I LG ERERAARYG TS, ¥ 2
LERHBEEBBRABRTFTEN IS, GRTRANEEAABBBRBMAREL
BREAXEEBBAYLE; ARLEHERPE VIR EHIA. AL
IR TIAE SR, ZW 3% b AT 6B e AT A W it
BTG AR PETEASHEA, RE, HFeskdg (H LN 4%
L) WTAEMRE, BPTRRwERRAFIEEITEY.

(L& F%E)

AL S-4661 L R THRIFL RFHEHERF.

E—ANEHRFEF, REAPG I RLEZTAKE EL L 0HERS,

BEHA—ANEREFEY, REPAY IVRELE R THIWK IITRLE KT
- LoF T

(III A& Fed 4 &5 %)

S-4661 ¢4 111 By, Hlde, THd B FEA R S-4661 A
B PR RES. BARRHL, Hlde, 1 S-4661 NEE. AMF. &%
B, WEKWMEANEN. KEAAERSERPLE[L. KELBAK
HAHER, REAFRESENE FHRAREDb R T ELEH. X2
FrRGBEA TBE. T8, AR, #TEHF. RAANEN KGR
AENE, HRERLR/AIENGRESH A 1:0.5~1:100(v/v).

AT HAF I &8, KL% S-4661 EFAK. A KE LEFIEA
B RAER P, SRR S-4661 IE&. 1% S-4661 FRMREKEAY 5~
40 TE%. H T4 S-4661 94 HMNEBER T E, THATA /A
HFEATERBRE. Kik—2 A% 0~ 10CTFAH, —AHHER, &
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sefn AT S-4661 #9480,

WL MRS, TR - 0e (1T REHK. Hlde, & S-
4661 MARIAK/ LB Z Pyl BPTHRAF III BER., RENAKF L
mik.
ik, RA QAR ARAME ITI ML RN L L. b, A6
b T RERR [IRLEH, B, H T4 I BERaFHBA K
i, Kk R A A,

MNERPERNE, REFTEZRLEHRTHR. TROEFETRARA
oty Fik. Bl TRAEABRABFHRETHTRE. 24ANT
BAARE, Pl BEKEHA 10C ~50C. 4D 15C ~40C. £4k
RATR., EHF@, Blie, £ikHh 10~ 300 moHg, &KEH 0~100
omHg., F4ikH 0~ 50 mmHg. 4L H 10~40 omlg. FIREE,
Bldo, Kk Xy 1 248~ 1 DB, B4R H 2~ 30 547, B 5~20
24t .

Il RERHAKER—ZAHES, AARETTFREL. REF
ekt R —Ked. £RTHANENSETRARBEY, CREAH
Rk diix, TREFAFHRR @A

SR ees i —#, TR [ESTAEEZHANGHH. 2ok
FArE, A T11 R 44 F RN, TAE Sl d IVHLE R, B
sh, TTT Bk B AAE414 IV R e F k2 EFAKY.

(IV & & & & 41 & 7 i)

it B FTE LR IIIRHERZTROTERRFIVRELER. TRY
FETRARA Ol k. REAARBFRETTHR. B4R, 4
do, BEAKEH 20C ~100C. 848i%H 30C~T70C. 4% 40T ~
60C. EAF@, #lde, £i£% 0~100 mmHg. &A4LEH 0~ 30 mmHg.
FfhieA 0~20 mmHg. A 4EiEAH 0~10 mmHg. TFIRE M, #lde, 4£
WA 1~20 8. 4kikH 2~1500. EHhikAH S~10 8.

VR AHERKER—RZAEE, RARET FREAH REFHS,
HixZ—KEW. ERTFHANENSELRAEEN, CREBITAGE
mibFTE. TREMAFURRA A, L2500, IVE L AR =
REMY ITIRER TR, BRI —RKEHEY IVRLE A,

wk, RERALA, TEHRARZHAR., T EAAMESY

8
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S-4661 4t &4

(H XK AL B HH)

AEAHGERTHEHFN, AFUATRARERAFTZEITEY
HEM—FHENGAEY. HHNETAREN.

REAGHANTAZS AL RA LR BFLEHE 111 Rt
IVAELRGHN, CTUASHARFLERGREY. RXAHHN A
SR EABFLERGRESDE, EHLEHGROBOITUAREEY. &
RAEHZHERT, IVHL LT ITI RLER, B, £ RA IVAEL
& .

KEAALNEHGARBEARBNLHE, 2B F5XAL
DRIFZLOLE, LHQFXAEHN (HBREH. LAEH. L&,
BT ESH R S8H . AR, &A. ERMNF) . SAMN. BHFL
BA (HFR. BRAN. FRA. KEFH. LA, . 2HNF) .
ZuHHE, HANZERHMN, TUAAASKLAL HEHRALHA
RA KT IRE A k&

RELHYHEX, EEHHANLTELRSAREHN. BHA . &
A ZREA . LR, HewRiefF, XEHFLEREHHNF L
FHEF TR, A SRR FIEETEDAYAGHRA. 6
o, ZOHMNTESAEINLE. RIS, BISE4. L. B, 2R
. BA. R, FB. RE. Bh4dd. BB, TTR. 0%,
BLB., WHER. ELRF. F2 0N TAAEN (8. 247,
WMBRTE. KF) . BAHN. 28N, BIEN. LR (HEEXT
BRYBEAMNAZEAFETRLE. LARF) . R R#AN (HHER=
FRE) . AN, FEHEHN. AAMN. E2HN. SEAFRHN. 4%
REZRHR (BACHR BTN . BBoBHEN . B - BLEEHF M.
XeEemBHF) ¥F.

AREAGS AR FROTED LRGN ERBEBELHER. £
AU ERBERES., FIEANGLEHGFEFRF. —BERkHL, £ %
ZHARNEA log/ANEH (IMA) LAY 4000mg/ANEH (#3E) ,
REEFR, LHFTLTAT LAY E, HYTHEFTRER, TARLH
MERBEFERMNEHA, #lde, lng(SMA ). HFERKALZ; AR 1000mg
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(#%ix) . HH2~4KELELY.

AAEAB A FIEOTADLEREARANE, I EE
AR AFEGBEIRA TR BT EDNETS LE. BiTEHrFE L
KIFOMAFRELZKABAEINEEZRG .

(E#84])

(%484 1)

(IIT R ReG# &5 %)

HH S-4661 (20.0g) AuAFEFR#HEAK (360ml) ¥, £ 50C
~55CTFm#BEM, BHERBRHASICAL, FEABIRAEN
K (600mg) #yidRBTE. KERASHE 15-20CHE, EAIIIH
$ELE AT (20mg) , BHL 120 04F, L BT, BLAHFE0~5
CTHAL 2 0. FF R (200wl ) £ 1 PHABARLY, REAE 0~
SCF#AL2 N, FERAHYEETHERMTBAL LR, REERYE
fh. PTAF694E R A 80%4yFRBEAK (40ml) %45, AL ARKY
BRABATRTRERAEC20~30mmAg ) F 1R 10 548, BP4F3%) S-4661 111
A (18.1g, EdE 90.5%) .

gt B R X EARZLERFTH 1 F. hAFHLEHAT,
AR X EATHGTHAB Y, EFTHSAE (20) =6.78. 6.96. 15.74,
17.92, 21.16. 23.56. vAR 25.80 (&) &4 %, skéb, EFTHA
B (20) =11.56. 11.74. 13.38. 14.90. 16.88. 18.92. 19.82.
22.18. 23. 02, 24.96. 25.32. 26. 52, 27.66. 28.40. 29.70. 31.26.
33.00. 34.40. 39.46. 2AZ 39.70 (E) &A KL%,

A E S 3 CisHaNa06S: o 2H:0 F 2
i4E:C 39.46. H 6.18. N 12.27. S 14.05
E@4E:C 39.53. H 6.14. N 12.40. S 14. 06

SRKE
i (=—KSH) :7.89%

FR - RERRAKSW (KF) BZEAE: 7. T4%
WE173C (4%) .
(E#442)
(IVELERGHETE)

10
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¥ L& LG 1 AT I R (5.0g) RERBRFmE,
A 50C. B®E (0~5mmlg) T#EL 7 SR TR, BPTHF3 IV
Rk (4.8, R 96.0%) . AL AU R X KMNEZLEFT
B2 7. iIiFedh R X ST 84T E Y, ETHAE (20)
=13. 04. 14.98. 15.88. 16.62. 20. 62. 21. 06, 22. 18, 23.90. 26. 08,
28.22. VAR 28.98 (B ) &K £, s, AVTHAE (20) =23. 42,
24.20, 24.46. 27.54. 31.70. 34.14. 34.36. 34.92. 39.82. ¥k
B 45.24 (B) /A LRIKHGE,

ESH: 3 CisHuNa06S: cH:0 0 2
P#E: C41.08. H 5.98. N 12.78. S 14.62
SR4A: C41.01. H 5.92. N 12.83. S 14.56

S KRFE
A (—REH) 1 4.11%
&R - FBRARAKN (KF) RIZAH: 4. 28%
BE1T3T (58) .

(Z#4]3)

(IIT AL RFEHELM)

ATHALAZHH 1 EEH, #ITTLAL.

Fidgey III R SR X KATHQGITHE T, EFrs A (20)
=6.62. 13.04. 15.44. 16.58. 17.64. 20.88. 23.26. 25.02. ¥
B 25.52 () /A 2%,

(E#44]4)

(IVRL G4 &G ETIH)

AT HRALEEHRG 2 EEH, #TEILRE.

R LR gLk 3 AT 111 AR, B ERE®RP 2 65k,
FERIVHELR, AIRLEHOBRIKRZLRFTE I+,

Frdgey IV R [GHRK X KATHGTaB Y, EMMHAKL (20)
=12.90. 15.74. 16.48. 23.78. A& 25.92 (F ) &H %,

FFESH: 3 CisHaeNe06S: o H0 2 2
P4l C41.08. H 5.98, N 12.78. S 14. 62

11
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SR4E: C41.93. H 6.03. N 13.02. S 14.52
S KE

il (—RKEH) 1 4.11%

F R - FBRARKLH (KF) RZAE: 4. 3%

(F& 2 M4 )

NHTFGRE AL RN RARTERTT M. GHAEXRT
fn, ERAH IRNLE /R II AL B4, KEXAH I BLE R ER
BEHARE;, M IVELZGERBTZHRERLR.

ATEARAARLPHLROREEEAFGLE R (ITRHEH)
i, MR,

2 S-4661 65 IT R4 dh (AAKER) e LR TG 4 FTIF6 IV
R4 BT HHATT L&,

B, B S HFRATHA.

BAFAFH 40C T5%RH. RAHNA 1A, 2 AF1AA. £t
RAE, HaE TFHFHmyRig.

*t LR R A AT K Fe B M R R

Koz d, BBARXREDRELE —REAER SBERE, 1]
KEZEHEHATRE. PAFR - RRAAGTBRE-FTEHRESKR 1]
Y HER .

B RE A AT 7 R34T. HARRERS 4 T IVRELES,
Fo 11 R RAR S-4661 89474 HE 2 0.025g. BFHERSANETFK
T, AHE 100nl, BEFEREAHAETR 10nl, & fEHARA Snl A
RER, RATBRABEEKER (REH 1/20000:20000m] KF&k+
SR lg TBRAARGRE) ANIFEER. RE, SR MRAKE
S0ml, W IVRL SR ITRLERZFENEREAHRER. b S-4661
MIFAESHENERAKEAZR. 2ABRESERFIFAETRE
10ul, B F R &M, A RAK E#EBTRE A FHBER, LB S-4661
EERENAFRBREBRGI @ S TARAER, KB S-4661 #
WEmARE N AREY REEARA I Q..

BAMFF

AW BB E S (M &kKk:240nm)

12
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A AZEYG 4. 6nn. KEL 15cn 9 RFME YT, HEA Sun 69%&48
EiEERY T AR ARRER (L-colunn 0DS)
HEE:SCALENEEZERE
A A:pH 5.8 & 2mmol/L BEMEL AR/ ABE RESER
5 (191:9)
ME:S-4661 YRGH AT AL 8~9 04 (HF4044 1nl) .
AR BE AR 10ul FAZRELE S THRAENY, & S-
4661, NAFERBDREHIRF AP, 2 FREH I A LKA,
#d Tt B A E R

10 F loglV AL FHR [T RL KRN (pg/ng) =
Qr S-4661 6945 A & AR E (M) “1000
Q. BeF A B HARRE (ng)
i 8RB 2 R F A,
KoRELER
A B 1] 11 & IV A&
1 38 4.56 4.62
14 9.51 4.79
2 A 10. 36 4.89
1A 10. 31 4.99
15
12
10 —
8
f 6 ; — —N
& 4T —— 1
% 2t
. ey
0 1 2 3 4

A IE] ()

13
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e, ITREHOKRSEMEEN MW EBSRIENR, 828025,
KoyRrF)—Z M (410%) . m IVHAL L TRRMEAR FEERY
Kox., B, TRAHAA, [IRLE[RREN, @ IVELLILERE
P AN

5 MR ZER ¥4 (ug/mg)
R A B ) IT# IV &
14 983. 2 993. 3
2 A 956. 2 990. 8
1AA 923. 0 992. 4
826. 4 981. 5
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