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KE AWM 5-HT,, S-BEEZ AP HA[H]S-OHDPAT (ZRE
HENEHE) MEEH, BETXT S-BREE S-HT,, RENREE .
ARBFRILEWH S-HT,  FEHETHEU K’s 5.

Wit {# F 5 Lazareno F Birdsall {8 F RIS LU 3°S-GTPYS 4&
#7(Br. J. Pharmacol. 109:1120, 1993), EF il T RRULEVHIE W
35S-GTPyS 5&H AN 5-HT,, SENELEMESD, WET 5-HT,
ZiEEERAIES . BEFEEEE KM, BTN TingE
W37 8-OHDPAT MM RANEE =AM, HRAEZHREE.
R AW BERIMNFI MR L L, R, HBIA ICs, & X

HE =& P HRH =M RARA T ENE RN THR:

S5-HT Bisk3E4S& 1 S-HT A ZEFEEN 5-HT,, ThEE

weY KI(nM) KI(nM) IC (M),
SEHES 1 1.04 3.07 93.5(100)
SEHEG 2 1.05 1.76 29.0(82.5)
SLEf) 3 1.12 2.67 22.0(66.5)
Ll 4 0.41 1.58 10.0(100)
a5 2.00 52.04 6515.0(100)
5L s 6 0.42 1.34 36.0(35.0)
SR 7 0.69 0.81 27.4(89.1)

ST 8 1.25 1.88 43.6(91.1)

18
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S5HMEFARET. mPmITHESMAK—#F, ZRANLEDER
FREHENMHZ2EBR S-RARKRMNBERMES. BefITTATR
TGRS HEENE 5-RERBFRIMEIN (SSRD HIPRRFI#FEIT
WMERER. 75, ZRBOLEDN 5-HT,, S-REERZERF R
MRS NHERZE LEE/AESE. EXFBHYREY (Fw,
AT AERRE R ) RimPR I EFK E SSRI WEHEM 5-HT,, IR
WEF BRI S EREFF 4 (Blier M Bergeron, 1995; F. Artigas
%, 1996; M. B. Tome %, 1997). Bk, XREHAMUEDX TIRIT
WAEAES R IEF R REF N HIEEFH.

Hitt, ZRANUEYRFME S-REABRFRIIMEF/S-HT,,
gl TRHTHITS S-RAKREENARBZEEZMRE 5-2EK 1A
ZHREWARREKERT, WWHE (BEEFARTERMELE. JLE
PARRE B MHIARAE ). BB, BRAE. 8155 BKE. W IRAE
(MHRAZLWGREIE) ERARMBIE (BFFRAHFLE)). BB
(BERERE). #HXERIE. —BHEEEIE. BRE. ERER
mEEHRKEE . BME. %4 4% K 4 (vasomotor flushing). ]
FEAMBERERRE .. EHRER (BERM). MHEXIKIE.

Rk, ARFRMET. BB MHEIRERBAY . NEAR
ERBERFOT L, ZHERBBEAREENHIANDRUEGRATHE
KA KHLED .

o, BTHRITREFMPEHERENERRSERA, FE
L= 1 EY. HEEGYRETHHN. RAREEMAYA
EYHEREFRXATEN. IRENAESYRBIEST TFHIH 275
#Z#), W Remingtons Pharmaceutical Sciences, % 17 X, Alfonoso R.
Gennaro %, Mack Publishing Company, Easton, PA (1985)% Frid 5
%. WHASAATSHAPHRERSEE, FEIEYS EA#E

19



02808817. 4

wooB B E14/280

10

15

20

25

30

- 4:Fid

&

EERANLEH LR, KEFERANAABEE—REORIEE
SR TRAMEBEERETURERTURAEEER. HEHN. HBE
. BEM. EFEH. BRA. EEBA. RS FEAFHBRARE
HAK—MREHY R ERF P, BEAARRESL, SAROE
BATBRE. AT, BB EEILEANREERTERERN
BARE, FELRTHEROBRMR T BRI FULESH ZE 99%
BRI EENEGRARER NSRS, HERS. 86, 5.
A R, T8 PR, F4R. FEAER. RFETERHN.
RS (R S TR

WA T HI&EEB. BER. LB HERAMEF. kY%
KIH 207 BT DAV SR BOF A AT Y R L B K . FALEAL. =&
KRR GRAMET. RER4TUEERLEEENZEHFMHA
A FALH . RS BIRF. EHERA. BER. BEM. ¥
A, FEEA. HERETH. BREMRBERTHN. SENRRNE
B A ARABANE FREK (FHHBEE LBKFENF, mayg
RUEY, NERFEAERWER . BX (BE - TENZTE
M) REATEY. MWK (Blwm, SR AmMELEm. X
THBIEHRE, BREMTURBRENHRZENRAEZRRERN
B, TEBREBGHAEGBIGHANEEBRRAED T

EAXTEBEREBFRORELGYAEY T LEEL G WA P
BENRETENRNA. TERBREBTUBKASH. QREZHET
CLRBABRE A G Y.

REHWHED A LUFEBRRX, flwm, K7, REN. B,

B, BEWR. AL BN, BERA. EERAENER, AU
UBSRERELRAMNNSINEMHE, BARBRATURHR

20
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KIEHAY, B, MRENHEK. M. K. AREFSERTER
hENE. BURBERXTURAIMBER T AAL, RERALE
BEEXNERNEAZIFHAEY.

HRANRGEHBES AR, SHERUTRBRET. AREA
RE. AAFREMENK. WITHNAN, AEZBFRRIRARHE
RUBTRESHSREEROERRIFRENBNFIKANMLE
. EELRZENNBEENN “BITERE”. ATRITRER
FIGABELAEEREEENHE. PANXEECERGFHRARA
Kk KA ERANEFR. —& BEHAVENENEL Smg/X,
BHWELN 150mg/R, UERANGEARUTEOREKF .

AXFRAN “REft” REEBARFRANLEYRAEY, K
BRERAERENENERLEYRY RN . FTEDBRL
.

AEPEAER I LEYHETS. AXFAN 8”7 Z2EEIN
EWHLE (i, AR EENTUEZRR 1 LEDRLEY.
ERHERNWHESTRLE DL, Hl, Bundgaard (%), Design of
Prodrugs, Elsevier (1985); Widder % (3 ), Methods in Enzymology,
% 4 %, Academic Press (1985); Krogsgaard-Larsen % (%), “Design and
Application of Prodrugs, Textbook of Drug Design and Development”, L
HE, 113-191(1991), Bundgaard %, Journal of Drug Deliver Reviews,
8:1-38 (1992), Bundgaard, J. of Pharmaceutical Sciences, 77:285 J& A
T &I (1988); A Higuchi 1 Stella(Z )Prodrugs as Novel Drug Delivery
Systems, American Chemical Society (1975) Frid fI A8 £

THEHMOZHEARAERBHERRENLEDHFZ.
o E]4A 1

21
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BTN PR

$97.575(0.51 B /R)S-TE R ABMMERE T IANN-ZFERE
FERHEMALSLERRER. BRNEBEESIMHB65CRM2PIIE,
¥XBSEEYHY, EFEATQINCHCL/IER) RN A., B
FWEBH, BEKYAKEER. SESE=NERFEELZDTE.
BIIRRRECEG. APEIRELRETES R, 83™Y, AR
$93-94C.

o 8] 442

- IR A E-4-THEE B

B 17 Z B WP IMATSOEF2NEEABKER, FBREDM
B65C. FEIOFEAIHMA L L& RE AR A3-HREAE-4-
FEEMER, RGIEEBEARISTC, RE3IN, ZERHEEZ
WEFAR. RAFREYAHFHEILHEANBIFKMIFA2N HCIRESY)
., BiddEsEHTEANERYSNGEDEE®IE1:1HCH,CIL/
CER)AENTY, REEHE. BERZYRETLINSHK/ &R
e, FETRRTE, BRlesRkEBEAREAZ, BAZRLE/CKE
4R, BRY, BAE61-62C. RKAULBWE RN EKEWA2
FHZBZEBEER. Z2HRBRATER, JEANERGIREM. HL1H
CH,CL/ Tt/ A e A TR BT b3, B2 A 12 iR AL
&Y, HAEEE. H2%MMeOH/CHCL¥ER, B R2EEEMH, X
BB L 5. XiF B R Claisenf=¥)3- B R E-4-THELEE .

o 8] 44 3

2-Q-BREE-4-HEFEEFE)-HE LI

207 (0.50 B /R)60% I NaH/F- Yy B T2 7 e 2 - A 500= 7
CHEdEdR. MMAIL DMF, BEJE A 775L(0.408E /R)AT IR 2 Bl & By 2-
HRREE-4-HEER. ZESToHNAER. BEPEENER
THPI0SBZE, MA 1085 (0.48 /R)(R)- F A IHER 48 K H M ER,
FHBEWET-ISCTTFERSTHREE. AHE, RERENN-Z

22
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RERABRK, HFBHRIIA_EFI. FH2N HCI. MARBREMHAME
FEAKESOEAVE, ARBRBTER. JHEREREY, KRB
Ry, HEALINCR/ZKPRENRBRAFTERERTAE.
BEBT™Y, RYBRERENFHMHER, MER2IRA™Y, BH
BEE. NEYRE12FH10%M LR ZE/CiRFPELS B, BR34R4
RERLISHR/ R RNERERGIE EEBIR-2-Q-FHRE
E4HEFREERE)-HFEZKRIBER64T).

773?%*}? C12H13N05

W EAE:C,57.37;H,5.21;N,5.58

MWEE: C,57.50;H,5.21;N,5.43

o ] 44

(8- A ZE-T- T ZE-2,3- - IH(1,4) —MEKE-2-%)-F

¥ EHERIR)2-Q-EGREEA-HEEREFE)-HE L5520
7, S0ERER)EISSCHESRI T, EHN=FEFP #2240,
BN BREAEAIERISHERENYR. EERREAN, BEE
B & B Ee e o ve A 24T B B AT AL 3 T 48 2 105w (5] i 4 s L
TSHAERNES=H, (S)-G-HAE-7-HE-23-Z8-FH1,4) MK
2-%)-FE, EEZTHENBEERUFER67C). LRI E Rt
WE R 75%.

7“3?5}% C12H13N05

& 1H:C,57.37;H,5.21;N,5.58

MEME: C57.26;H,520;N,5.35

5 [a] 4% 5

FR-4- TR RS- R E-7-THE-2,3- 8- FH(1,4) "MK -2-FEH
H iR

$9.557(38.0F /R )(S)-(8- M N Z&-7- I E-23- 2 -FH (1,49
REIE-2-B) FEEW T46SEF e+, MA297T (1528 BE/R) T FF R R BE
F, HEREYEZATRERSEP THRALIE. RAEMAKEX T

23
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BRNFEABBEFELZRZEN, BENEHRI_EFiHR. HFEA
2NHCI. MABBEAMNENEKES00EF S, ARKRETHR. o
%, EFXEK, ALINCH/ZEK PREDGEERAZITREER L
B 15 3 12.650(92%) B #-4- BB K (R)- 16 N &E-7-FH #-2,3- K 3 (1,4) =
MR- 2-EFER, BRENESEESREBARERMAKUES60-627T).

TEDH: CoHNO,S

WHE{E: C,56.29;H,4.72;N,3.45

JWEE: C,56.13;H,4.58;N,3.44

o 8] 146

(7-THE-8-[1- R IFHE]-2,3- “8-1,4-F 3 M -2-F ) FEMN4-F
R ER AR

11005 (24.02E BE /K ) B (R)-[8-46 P 2 -7- T 22 -2,3- T - 1,4- % 3 =
BEH-2-3E | FER4- PR EBHBRENI0ZEFAFB B P MALIBTI(L
fE—EALEIDFEBEYER S TEHRSNY . RAEELTEREE
WHI K IE B E T RBRIF G . 8 F 5 b 1T e
ERABEBEI2ERENEY, AEMZRWEKNEBEEY. ELEXR
4i i) S ER AR S B3 {(2R)-7-THE-8-[(B)-1-AH£E]-2,3-—2-14-%K
FH-TBEE B FEMN4-FEEBEBRERES, HEARKJSE R105-106
C)e

fﬁ%ﬁ*ﬁ C19H19NO7S

8 {8:C,56.29;H,4.72;N,3.45

WEE: C,56.12;H,4.64;N,3.39

Hh &) 447

(8- FBLE-7-THE-2,3- T E-1,4-FH ZIEE-2-B)FEM4-FEE
4o

¥ {(2R)-7-TH ZE-8-[1- R E]-2,3- 28 -1,4- K ZER2-B)FE
4B R TEERER(10.578, 25. 9 BE /R ) T 400 A — M F ke H-#E-78
CTHAEENRELE. REENIHARN-_RREZE(LSE

24
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F, 66.0%ER), AWRAYWHRISBHERSSATHAEIE.
RERBEYHE _EFHEBEI600ET, H2N HCIUKER)ER =K
(FR100EF), AMABKREMKEBRERRK (BIR200EFH)
F200ZEF AL KGR, BREKRRETE, TEHETKRERE
FaEm, B0 oR/ —ERRENRRASITERERTAHE, 6
F752RnrEAUETRIR)-XBRAEEE, KEEE.

'H-NMR(CDCl;): ¥ 147.8 & (2H);X{§7.62 & (1H);XUI&7.4 5 (2H);
INUE7.0 & (1H); Z EK4.4-4.6 5 (2H); L Eif4.2 5 (3H); H1£2.4 5 (3H).

o (a] {4 8

6-TH-3-(FF E4-TABEE F)-2,3- " 8- FH[1,4] —RE3K-5-F)
R

BT AESOREFH M PR 7.0 (T0ERER) ZEMEBER T 10EF K
REEENT . BEFRBETKES, WACIEF(110ZER)KRKR,
BEJE B AN 20ZF /K . 3B 4T % 0 B (2R)-(8- FF BE 2= -7-FH £ -2,3-
TEAA-FF R 2-E)F R4 FEEBRE(12457, 30.6EEKR)
BI00EARERBFHEKBTAH. MBERE, BREYEZR
THEINE. TESDIMEMATHRBRENEIFAHR. KRS
YK HRISOEF, HZBRIBERHK (BIK300EF) . &7F
f2E BV A 300 FH K F300Z FHB A B K Ve ok, BRERWI T 4R, T¥EAD
EER, BIABARGBLEVHR)-TBRAEHEE, HEREAH.

'H-NMR(CDCl,):2/N 8 & ) M i#7.8 § (3H); X I&7.4 & (2H); X i&7.0
& (1H); Z E1£4.55 5 (1H); M i§4.45 § (1H); L E1§4.25 5 (3H); R 152.4 5
(3H).

o ] 449

FR-4-HBRRS-EE-7-HE23-Z8-FHUH-RE2-EFE
. |

[67.05% (17% BE /R )(S)-6-TH & -3-(F X-4-B Bt EF E)-2,3-“4-
FH[1,4] - IEHE-5-E)RBI250ZF N ERBEBEBR P IMAI4TL(RLE

25
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BR) _EERBESBEUDANS2HUAEER) _RAEZKEI KRS
YHERS TER24/M. WMAKQGET), ZEBBEDEESTRER
HH. AZRZBIERNBEYHEZ0EF A IN HCI. MMk
BAMKBEBRANBEANEKEZI0EFAYEK. REHREEYELHMERNT
B SEMEZRE, A_EKFRENERANZRKUBTERER
WA EMEI4IRTFEELEDHR)-TRFERE, BEEEUER155
CT)o

TR C16H6N204S

THEE: C,50.52;H,4.24;N,7.36

WEE: C,50.27;H,3.99;N,7.23

& (8] 410

[7,8- & #-2,3- " 8- 1,4-F F _RE3E-2- 21 F ER4-F R X BB B

¥ B2 -4-TEER I (2R)-8- B & -7-FH %E-2,3- Z & - H(1,4)- —FE&-2-
HEFERGIT, NEER)BT00ZAFES, HEPIMA0.505710%
BIEE/BR . ARG MAANFE R EHCI(10%F), 7EParrik & L F 60psi &
SMBEYLEBEIR. BEPEIEELTENESTRE, B24.67T
FREAL B P HI(R)-XF B R # A, M40 €8 18 44 (95 =(178-180°C).

TLESHT: CiHsN,0582HCI

WEAE: C,45.40;H,4.76;N,6.62

MEE: C,45.06;H,4.63;N,6.47

B )44 11

Q-ZHRFH-7,8- & -3H-69-"E F-1,3- "R &-H R _MEH[a]F&
-8-F)FEA4-FF E R HERE

¥3.1 5 (7.3 B /RK)M[(2R)-7,8- Z B HE-2,3- & -1,4-FK 3 —IEE-
2-RF R4 FEFBBRE _ERENSOEAZRZBRABABRERSTHE
We/hEt. AZHFRBBEYHBEI00ES, F400EFKFM400%
FHEABREPKBRESR, S2RRETER, JENEZSREFIHE
BV SCIR Y. 1% 00 B /400 1 o ok JBE ) R A20KEL 7 0 AT RE O AE 2

26
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WREBH KPR S EH, FEAEBRE, BIIRRELEYH®R)-
SR, AEEE, BA114-116C, HPREHIMEBEHEN.
STTENW: Ci3H sF;N,0,8-CHCI,
TEE: C, 41.66; H, 2.94; N, 5.11
WEME: C, 41.74; H, 2.76; N, 5.11

S

8-[4-(5-F-1H-MBIWE-3-5)-3,6- —F -2H-MLE-1-H FE2-ZHFHE
-7,8-—&-3H-6,9- & &-13- "R K- KRR H[a]Z=

¥ 0.505C (1.2 Z EE/R)[(8R)-2- = FF & -7,8- — & -3H-6,9- — & F*-
13- Z8R- IR IHH [a]ZE-8- ) FE4-FERBMRAE S 10046 BE
/R)5-%-3-(1,2,3,6- T4 & -4- Rt BE 2 )- 1H-M5] M 7E 5.0 F DMSOH ¥ sl 11 B
S TERRRFTES TR . AFRNBEDRANRERE,
MR CERBER250EF, ARMBKBRIEAMNKERFIKE250EH %
%, 2BBRH TR, TENESEKR. F1%0 F B/ 40717 5K
MNRKYHETEREERTLE, BRI ETRE, 530457
FEMUEY, AWFEBER. AIMEOINRESRNIEBES R,
BE02STEARBALEWRS)- MR AL EDRLE, RAEK. BR
236-238C.

FTTEDH: C,H,0F,N,0,0.5C,H,0,

THE{E: C,58.87;H,4.18;N,10.56

WE{E: C,58.64;H,4.19;N,10.17

S22
8-[4-(1H-W5|Wk-3-3)-3,6- ~ K -2H-MELBE-1- K FE]-2- = HF E£-7,8-
Z&-3H-6,9- " H-1,3- T RIE- R M H (a2
#0550 (1.2 B /R)[(8R)-2-= 9 FF 2-7,8- —&(-3H-6,9- — & Fk-1,3-
“ER-FRFEH [ FS-E]FEA4FERERES1.0TGCOEE
/R)3-(1,2,3,6- T4 £ -4-AlL e B )- 1H-B5| B ZE 8.0 A DMSOF K LI IB &
FERARRPTESTMH6IN. AFRNEBEWANIZR, HZ

27
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B ZERAEER400E T, AMMBKBRAMKER. KMMAFEKE400
ERUE, 2WBRWTER, JBNETZSER. A1%PRPE/EHEHR
AN RRYBITERERTLE, YR IEERE, B3
040 FERUED, FFEERER. ASNEILLR2EESRNZE
EE&, BR0URKRBELEYRE)-NBRENGXEDRE, XAHE
1. #5H231-233C,

TES: CyH,F;N,0,0.5C,H,0,

THEE: C,58.95;H,4.42; N, 9.82

ME{E: C,58.61;H,4.40; N, 9.81

L) 3

8-[4-(6-F-1H-M5|Mk-3-%5)-3,6- — S -2H-MtBe-1-EFE]-2- =R FE
17,8- T -3H-6,9- T L Ze-1,3- T Fe-FR R =4 F [a] 25

¥ 0.50 5% (1.2 B /R)[(8R)-2- = . FF #-7,8- — & -3H-6,9- — 4 F&-
1L3-Z R B-FF R 45 H [a) 25 -8- B ) FE4-FEFHRME 50907 (4.2%E
FEIR)6-#-3-(1,2,3,6-PU & -4-0it BE 2 )- 1H-5| ik 7E 8.0 F DMSOH ¥ A
BEYFESRRPTESTM#H6/IN. AERNEBEEYANEIZR,
R ZERBI400ZEF, ABEMBKEBRIEH/KEBRKE400ZEF B
%, ERBRWMTE SENESER. H1%H /R0 7E B
MNERKRYHBTEREERITLE, FAIMBIIIRELRNIEES
i, BE0.16EARBILEWR(S)- MR EELE TREKEY, RE
B4k, #55215-220C.

FTEDHT: ChHyF,N,0,0.5C,H,0,H,0

WHEAE: C,56.94; H,4.41;N,10.21

WEME: C57.02; H,4.48; N, 10.21

s E A 12

(2-F%-7,8-24-3H-6,9- “F 2&-1,3- Z A L-H R H [a) F-8-F)
FEELY

%235 (5.4 BE /R [(2R)-7,8- B -2,3- — & -1,4-F H —BE%-
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2-3 ] 4 FF B SR TR AR IS — £h R 2h A0 SORETH Z MR 75 LS T Bl 24
M. EEREBFFRRAVE TFI0EFAZMZET, F300EH
KH0EFAMABEREAPKBRER, 2HRBRETH, THRNEST
WA IEEDERRY I 2% 5 B/ 4 4 16 A BE B U 0 8 = 4 3
TRBREETLGE, HEENRIEHF, FETRE, BHLIRGE
&Y (R)-XT B T4k, M, MA(+APCl) m/z 239(M+H)".

SE 4

8-[4-(1H-F5| Wk -3-3)-3,6- — & -2H-ALiE-1-FE F R ]-2-F E-78-2 &
-3H-6,9- " & #%-1,3- "R - R I HF[a]2E

%0.57 (2.1 B /R)[(8R)-2- F %£-7,8- “ & -3H-6,9- & H-1,3-Z &
F-FR R H 2] ZE-8- B FEEMY 5105 (5.0EER)3- (1,2,3,6-0U
S-4-nEpE 2 )-1H-F5| B ZE 10.0E A DMSOF MRS TEARRF T
FE110-110°Ch#6/ M. AFRNBEYAHNBER, AZRZER
BFS00ZEF, FAMMBEBEMKER. KB KE400ZET BEH,
ZHBBRTIER, SENETER. F1%H P B/ A5 1E R X 5%
SYHTHEREERTLE, HEPRIETKRE, BIARFRENLE
¥, hEERER. AANBIREEIBRNZBEES S, B50.11
IR EYH(S)- N RMAE LRE1/4KEY, BEABEE. B
219-222°C.

TESH: CpH,N,0,-CH,0,0.25H,0

wEE: C,64.54;H,5.51;N, 10.75

MEE: C,64.28;H,5.36; N, 10.64

3 [B] {413

FR-4-ERAS-FREE-7-HE-2,3- T 8- K IH1,4) "REE-2-F
FA ZE R

[12.27 (5.8 B R) F K -4- TR ) (2R)-8-H - 7-TH#E-2,3-“ & -F
H,4)MEE2-EFEHENIOEA _—EKFRAEABTMALIL(10RE
SNN-Z—RAEZE, ZEMALIR(I0EER)=ZHALERE, BEY
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TEZERTHE2/M, REH2N HCUKBE B KL 100ZEFH k%, MR
TR, ERTE, FRABIM_ERReERBTY, FETKRE,
BE2.6LSAEER)=ZRILBE. B XULEVETSORANN-ZRE
ABt M 2R(6.5SEER)FEARBFES, MA3ORQREER)KR
. BREYES-60CTTEARF TS . EREVYREIZ
G, BERAZMZERBER00EH, FH00ZAKIEEK. H200E
FZBRZERIZE KM, BEHOENYE KA ERKE250ETT B
%, ZBRRPTHR, STEANESKRE. BR|VBETI0EAFES,
FMASOTGBOEER)KRH . B ZESYEZE T HH24/MT, R
FEEEMETERSE. AZERRENERANBRRYEITERERR
¥, F5]0.80 AR EYHIR)-XT B F MK, REMEME, HBH149-
151°C.

ﬁ?ﬁ*ﬁ Ci7H;sN,0,S

HEME: C,51.77; H, 4.60; N, 7.10

WEME: C,51.35H,4.40;N, 6.95

HA] 4 14

(1,2-— B 3-7,8- “4-3H-6,9- “F Z¢-1,3- R - F [R5 H[a] -
8-F) B4 F E XL AR

5) &b F 500% F+ Parr i E3E F £90.80 75 (2.0 B /R)(2R)-8- F A &
7-FEE-23-TE-FEHU,4) S HEE-2-H FRAR A 250 5T 10%48/5R 19
20EFAFHBEYTIMA20ERHINNFAELRER. BEYLE
50psi FINE1S/DE, RERBREVELHEBELIIEIEZTRE. BRRY
BTSOBRAZBIPHERSTEHRMIIN . ERNEBEESVARENLZE,
EFEBREBFFBRAI0ZFA - P, WHBAK. RANKREH
KBEBAMBRMEKEI0EAVE, SHWRETHR, TBMEZKRE.
2% F B/ —ERRENERANRKYETEREENLE, &
Bo.69RARBULEYHR)-XT B 7%k, KEam, BREATRERT
FEBRRERNLEY.

'H-NMR(CDCI,): M i#7.75 & (2H); X i&7.26 & (2H); X #47.10 5 (1H);
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S iE6.68 & (1H); £ Eig4.5 5 (1H); % Eig4.25 § (3H); Z Ei£4.05 5 (1H);
Hii%3.05 5 (3H); . 14£2.5 § 3H); 11&2.4 § (3H).

LB 5

8-[4-(1H-M8| Bk-3-2£)-3,6- — &-2H-Mt B -1-F F & ]-1,2- = F &-7,8-
T &-3H-6,9- “H&-1,3- TR K- A LG H[a]F

%£0.6975 (1.822 BE JR)[(8R)-1,2- — FF #£-7,8- = & -3H-6,9- —F 7-1,3-
SRR A [a]ES-E T REAFEEBRBS10RGCOERE
/R)3- (1,2,3,6-V4 2 -4-H 0 25)- 1H-15| Bk 7£ 10.0ZE F DMSOF FE BBV IR &
YT BASARP F2E90-100C 6/ . RAFRNBSYRANBIZER,
FZBZEERBETS00EF, FMEAMBERAM/KER. KM HRK
ZA00ETIYEEE, 2HBATE, TBNESER. FH0-3%K FE/E
BHENGRANREYHBITERERITLE, FHTORIEER
%%, BF0.00EFENEY, HWHEBRERX. ASME025KEE
DR ZBES S, BIAFRELEWNE)-HEFEE, BEEKE.
5 15186-188°C.

TCEM: CpsHyN,0,-CH,0,:0.25H,0

ITEE: C,65.10; H, 5.75; N, 10.47

MEME: C,6497;H,571;N,10.33

(8] {415

(2-Z.%-7,8-4-3H-6,9- %% 1,3- ZEA-FF R [a]5R-8-F)
FR 3 4- P B R A TR B

¥ B % -4-FE B (2R)-8- B -7- M -2,3- ZH-F H (1,4 —MER-2- &
FAEES(1.0%, 2.6ZAE/R)ETFI00ZF F P, MEFMA025510%
BB, RIEMAN PEBER0.05, 5228EK), HEEESYHEPar
W& F60psi B R AL IS, BEVESERELTEIRERY.
MARBGOZEF)FRABERLTEANE . EEREERERK
SYVETI00EA - E T, ARREASKER. KFHEHHKE200
EFuR, 2RBRETER, SENESRE, BHMRFELED
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KI(R)-STBR Rk, BEBERY.
IH-NMR(CDCL,): X #7.8 & (2H); W i%7.3 § (2H); X\ #47.0 3 (1H); X
#6.75 & (1H); Z E§4.5 § (1H); L Ei£4.25 5 (3H); £ E%4.05 5 (1H); I

- E§2.9 5 (2H); B 1£2.45 5 (3H); =E%1.4 6 (3H).
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L 6

8-[4-(1H-15| Wk -3-3%)-3,6- — & -2H-ML BE-1-ZE FH 2 ]-2- 2. %-7,8- = &
-3H-6,9- — & Z%-1,3- “ R - RIS H[a] 2

420.847 (2.2 % 2 /R)[(8R)-2- Z. ¥-7,8- —&(-3H-6,9- — A F#-1,3-=
BI-FF R B[] -8-F ) F R 4- FEEHEMER 51.57(7.602 R )3-
(1,2,3,6- U0 &, -4-Alt E & )-1H-M51 B 7E 10.02E F- DMSOF FE BB E W T
BRI FESOCH#M6NN. AFRNBEAYAHNIER, HLR
ZERRESS00ET, FAHMBREAMKER. KMEMNHKEI00Z
F¥ek, LHBPTE, SEMNEZER. H-3%HNFE/AGERN
AN BRAYHTREREETAE, FE-PRIETRE, B2
0.53MAEMLEY, AWERER. ASMMEFIHENEDIRNLE
B R, BHARFELEWHES)-HREHEE IR, KRAH
1. ¥5/231-232°C,

TR CysH,6N40,°CH,O4

& {E: C,65.65;H,5.70; N, 10.56

ME{E: C,65.61;H,5.73; N, 10.36

L7

8-[4-(7-F-1H-5|k-3-3)-3,6- & -2H-Mt B -1-E R E]-2- =R FE
7.8- T H-3H-6,9- " H Zx-13- T E IR R I (2]

¥ 1.070(2.4% B /R)[(8R)-2- = #. F %#-7,8- 4 -3H-6,9- —F 7&-1,3-
CRERE-FR (] ES-EIFREIFEEHERES 18R G4EE
R)T-$-3- (1,2,3,6-TU2-4-Rit 0 3 )- 1 H-T5| Mk £ 1SR FH DMSO & B O 1R
S TFRSGEP FTESOCHM6IN. AFRNEBEAYRHNIZR,
FAZBZERBEIW00EF, ARNKRISKEBIKEI0ZT L
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%, ZRBHTR, JENEZTER. H1%0 P E/E 07 E %5
SHRAMBITHEREETLE, HASNMB20RELRNIBES
G, BR0ARBBLEDNES)-NmEFHAELRY, BEARGK. &
#239-240C .,
5 TEEDHT: CpH,0F,N,0,-C,H,0,
THE{E: C,57.15;H, 4.11; N, 9.52
JEME: C,57.10; H, 4.05; N, 9.39

& 8] {516
10 Q-AEHE-7,8- 24 -3H-6,9- —F F-1,3- “BH&-F R M [a]%
-8-F) P 3 4- B X PR BR
¥ 1.0%% (2.4 BER)[(2R)-7,8- —H %-2,3- Z & -(1,4) %K 3 —RE3K -2-
EFEN4-FPEEFEREBTIOEALRTRPHERSKTER6H
M. A-—ESFREESYRBIW0ES, AAKNBENRBISFKE
15 WEA40EF R, SHRETHR, TEMESKRYE, BIHEKERK
K. FB 1% BB/ 0 1 D BE IR R XY B = o AT RE IR AL R AT AL 2
FREMRTEHF, FETKRE, B30.905 5L &Y HI(R)-3T B
Ak, HEn.
'H-NMR(CDCL,): X{#7.75 & (2H);X{#7.3 § (2H); XX 1&7.15 & (1H);
20 6.9 & (1H); % E 4.5 5 (1H), W W #§4.25 & (1H); £ Ei%4.2 5 (2H); X
W41 § (1H); £ 1£2.4 § (3H).

L8
8-[4-(1H-M5|k-3-1)-3,6- — & -2H-fkBe-1-FE F E]-2- LM E-7,8-
25 Z&-3H-6,9- " HZk-1,3- TR E-F RSB H [a) 2

¥ 0.90 7% (1.9% B /R)[(8R)-2- FL R Z £-7,8- — 4-3H-6,9- ~ F 7-

13- ZR&- AR [a]2E-8- K F R4 FEXRMBAE S 1.6LB.0%E

R)3- (1,2,3,6- P45 -4-1iL b &)- 1H-W R £ 20 T DMSOF FE BB &4
FRAFRPTECHM6INT. AFRKNBEDAANIETR, RHL

30 . BRZEHBI400ET, ARMRKBRAMKEBANKEI00ZEF LR,
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ZHBBPTER, TENETER. H1%5 B R/ 1E A%
KYBITEBREENLE, BEPESESRE, FAINF0.20R
EDRNZEEL S, BR039TRELEYK(S)- S RAMEE LR
th, AfEAE. #55238-239C,
5 TTERDHT: CypsH, FsN,0,.CH,0,
TE{E: C,56.13; H, 4.06; N, 9.03
JIE{E: 56.10; H, 4.04; N, 8.92
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