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EFBRATERAKRE. AHHHN EPLBAEBRELEHELRE,

TARAHNEHNLESH AR TET LT EHELLALE
B PleBEBE—HFE0), AETHEHRHT,. A3 EsEnE
Mo BB P, AR BB AKERITAEREX (D) 4AEH T8 P e P2
Bk, TadX AN 48X (Ds:

14
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0)

AP PAPHANRETHEPLPTEAHEYFE.
#BH—FkB), TAHEAEX (DA HHEX D) 4EH. #)
s 4w, BIAM, FBAEENwE %S T H RN SRR TR
#, TARBENEHNEXFRECHMX De4.
BRAHER DS HEXANVKEHEE, TRHE&LF X =M
MR AD S

(ny (V)

10
AT PARPIINREEHEFEEANEY K.
BRAFAREEN L PEPH_FEATRRELE ST,
TUHEFRERLS X (DA HERL PR 2wt - 5- K69 X (1)
w44, |
15 BBF—Fik ), T EEXG X JADAKEGIGHEZEE
SVHRW), BRLE R RKTH.
K (IID) 4624 #3% T W095/33724 ¥, A TAHLBRILIE N
B ERE.
XAV ABTRAHX VSR E. X VS HLRX QV)
20 HABEFERNY, O, EXRTAESEEN L LRLETH
F8 ADAEX (VLA Y, RELELSEHENLwERHT. £

15
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SEHBRENF B EREET, X VESHESARTHHE.

V)

# B Thompson %57 i (J. Org. Chem. 1984, 49, 5237), @it
s XR(VDESHEX (VIDASHEE, TRHEX WSS, ¥ 72 2
HEXZAFTESARM (triflate).

4

R R
ON B(OH), Rs\éﬂ/}
S

v (Vi)

BEHE D), X (VIID4AESSE X (IX) 4P ELEHER
10 Pl PEERPHTREE, TAHEX O)LESY.

R2 3 R5
5T
R1\<l H N)\/x Y
o) 2
(Vi (tX)

BRESGENGERMNAET, BXXOAEHEX Q) EHEE,
REFAFAF EBRE P, TRHEL T X=NH, 69X (IX) 4-%.

16
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(X)

RTRLESENERAF iR &b FOMBEAET, X XD
AP &KX AXNEH. REXRAIRAEF Rk P

R4
Rz R3 R5
X /
HN Y
I 2
PP O _
(X1

BLSENERNBI 1- Q- —FREEARL) -3-CLEBRIL_TE
EBREALT, BIRANANVALEGHE X XIDKEGHREE, Tk
HE&RL J X=NH, 85 X, (XI)#L4-%.

PAL /‘\rOH
N
H

o))

10

BRBX XIIDAS S ELEHEBH B RTRE, RKERAL? R
FECOHMX XIViLSHRE, 2 EhEP, TUHERT IR 0H
RANLSY. EXXIIDY, LcEEFXLEA, N E.

17
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R? RS R’

HN/‘\/LG HO 4

|
p2

(X1 (XIV)

B AAEH RN =M EILF R REZ COH B GV

&4, TRAHEX VS, BB EE %k, ESEGHEALNAE

s T, BEAXVIDASHAE 3- FREXEME, TR EHEX (XV)
e,

(XV)

# R Thompson #7% % (J. Org. Chem. 1984, 49, 5237), @i
10 XQVD)SHEX (VIDAASHEE, TARHEX VLEH, LT 2
REE AT AR

4

R 3
CH,0 B(OH), Rs\@f
ot

(XVl) Vi)

ERTHERABGASENERMN OELEBUNALFTLEBLN (o
15 4B, BREAH) BETHE. RARIEALEEN A mELY (4o
MEAH. ZLBREEMENARREMELA). SEHREEHT

18
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TEARB LT LEARRARER GRS, FEFET @ LG FH—F
ik,

TRAFRAZRAEAX DA HETHAGEFE. £R, #
42, “Protective Groups in Organic Chemistry”, Ed. J. F. W. McOmie
( Plenum Press 1973 ) & # “ Protective Groups in Organic
Synthesis”, Theodora W Greene ## P M G Wuts ( John Wiley and Sons
1991).

FAGRERP RO T RELFE, —XPEAK=XFE;
Folbhtide N- FEABEIRTEEL. FRGERFETHROIH Jo
REFBREF = FETREEEIRTEA-_FETRAREL; ki
Wik ARRTE, AL LRE. TREBIFTAFTEREHAR
PE. |

CaiEy, FRVUB- FEREZAAEMNREFELBE - FERE
FHREFABBFR SIS Y. ZERBTELARERRESSHEX
A mie s e hitirale, XX Ep- FERE LR
B 2 By ) o 3K IR PRLAR T 369 BBk

it ERBR- FEREFZERAGNGTXOEMNZTELSBY
XATHEEETAERBB- FERFIKLOGXLEER, BFEELY
Vb, AFAZBe@EX ()sdhlatTr T 3ok @ b LiREm
T, RAHEHERILEPR). KAELEFSHRMA Ford FHEF &t
47 (Br. J. Pharmacol., 105(suppl.), 235P, 1992). ¥& —iX%4b
A4 64 48 2t 2h 2 (EPMR) 55 5+ % B L AR £ 4 4 T HUAR:

S48 EC,,

EPMR =
&5 ERRE EC,

£ d EC, RAEFE AN 50% RAXTHRESHXSMNGERK
K.

HNERTFEAFRNB- FERESK LD ZXENERGF &
OIEEBIk 1 RARAR-3 FERES ALY FELCAI L (CHO)
Wi, ZHARAITUAAR-1-Fop-2- FEREZK. M F

19
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ERATHE, ARRBE—FWNZEL RSP E = F Sk o iR e

Fk1-mpiEi

HF 3z AN (Fershney, R. A. (1987) Culture of
animal cells: A manual of basic technique. Wiley- Liss, Inc.,
N. Y.). #AkAEmBIERE (37C, FEF 5% C0,, 95%482+E & ).
4 H B,CHO @/ 4k A A 10%m ¥ X 7% & FBS. 500 pg/ml G418, 2 mM L
- 5EEE. 100 245F5EF 6 F 100 g AT L9 DMEM/F12 (4
pyroxidine HCl. 15 mM HEPES. L- &%) ¥4 kK. BT aB/ER
F—Ata a4, A 30— 40,000 £8/0./100 pl MR EFEFTLERE
AP, FAAD 96 LFRME. REHixmpen TH4T 18- 24 4
i P/

MFF—L PR EIEHFE, A4EA 500 mM IBMX 49 180 pl DMEM/F12
EH. BREFTE, AEZBBEMARRN. Rk wa)ziEd
30 24, @HFLTALEY (20 pl, 100x FrEHLRE), HHE 60
., RAETHAHLEED A ELR Z % (NEN Flashplates), i&
TR E 20 pl wmae st E RS cAMP SR TR B XK.

¥ Z k& hB, 4K CHO- 6CRE- 3 X E 84 2 X 30,000 26
/3L849 3 B A T4 10% FBS 9 DMEM/F12 ¥ 24 . M vk
B, M4 300 mM IBMX o 1 mM $t3R {8 &9 DMEM/F12 £ 7 3% (180 pl)
B, B 30 504, REmALESH. MAHKIEEMN Q0 pnl), £
3TCHE 60 £ 4. MALAN, REGEIIERAHER, £ cAWP
Flashplates (NEN).E A&t f7al €.

ALY, R E0SHAIMEE hB, ¥9 CHO- 6CRE- Xt E Bt
RERMIS cAMP , R EALAHEIAA R hP, 64 3540, KikehR,
AKX RSt hp, A A K S 100 nM 8 EC, 5. £k eZ, KXW
AWt hB, BAZE 1 oM 89 EC, 5. Tuld¥ hp, stafsiazt b i
#)¥ % X hB, #= hp, #9 CHO - 6CRE - & b EBeaa o E H4m i 5t cAMP #93)
i ATIbER. ke E, KA WIA Pt hp, $9shEot st h, K hp, 9%
HEVK 10042, FHAAEN R, KX PSS T hB, 955 LT hB, & hB,
HHEE Y K 300 4. FEHEH 9. 10. 11. 12, 13, 14, 16. 17. 20.
21. 22. 23 fo 24 H94LE-H3T hB, R A & & 100 nM #) EC, 48, FF A5t hB, ¥

20
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HR A hB, X hp, R EJ kK 100 4. F£HE4] 10. 13. 16. 20 #= 24
A% EA R & | oM 8 ECy4E, JF B& hp, 69323 st hB, & hp, £
F X 300 4.
e

Wit AT M LZRFIATRERAER—FHB. HAHERERN
B|KE. XA T £43147 HPLC 4424547 4/ Dynamax - 60A C18 83
-201-C 25cm x 4.6mm £, M-SR 0.1 % TFA £ # & 5- 40% CH,CN
REZR DN, RBEIRA 30.0 54, A& 1 5ul/54. KGR t,
AA AT, FABEEA o], AT, Rk @) RACREF(REF X
BEF)MER. RIEHEA, 'H nnr £ RAKG FREAT.

iR 4k 1

4-8-2- X TR &

B 2 44, BAKTE@S nl) PRALEBRRK (1.9 nl). EReWH
sh AR AR A, BHERAH 16 54, —REmA 4- -2
- REXFTHB.0 g), HHERSYNRIELEER 16 6. FEZRA
BANETE, ARBELERIEN. BLVWEBFEREARER
F LB M8, »EAWE, RERATR, SEFRSE, FRFEA
e, Aaé&Ek(2.89 g).

nmr. S{E€LIE 3.90 (s, 3H), 7.44 (dd, 1H), 7.62 (d, 1H),
7.70 (d, 1H).

m.p. 28-30C

F A Mo B

¥ 4K 2

3-2-4-FEETRYVE, HXFEW(2.61 g);

n.mr. SEE3E2.40 (s, 3H), 3.90 (s, 3H), 7.25 (d, 1H), 7.80
(d, 1H), 8.15 (s, 1H).

B 3--4- PAXFTEK(2.63 g)fe LELE (1.8 nl) H /4.

P 4k 3 -

4- BRAE-_FHR_FE, HEXEHG.1 g);

n.mr. (DMSO-d,) 8{A €46 3.79 (s, 3H), 3.80 (s, 3H), 7.68 (d,
1H), 7.86 (dd, 1H), 7.89 (d, 1H).

WA-ERAAE TR (3.0 g) o LEK (1. 8 mL) £& XK F & (50 mL)

21
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bR
"] 4 4

4- BRFFE-_FR-_TE, HGERKB.09 g),

nmr SEEHE 3.92 (s, 3H), 3.94 (s, 3H), 7.73 (d, 1H), 7.94
(dd, 1H), 8.42 (d, 1H),

W 4- BRFAFE-FTER (3.0 g)f LEA (1.8 mL) & AKX F & (50
mL) ¥ %) 4F.

¥ iR 4K 5

3-f-5-HEXBRTE, AEXKREEHKQ.97 g);

n.mr. (DMSO- d,) S4E €35 3.89 (s, 3H), 8.44 (s, 1H), 8.97 (s,
1H), 9.04 (s, 1H),

W3- -5- M HRRKR (3.00 g)HiF.

i 4k 6

o- A -3-HRBERTE, HEEEHKO.58 ),

n.mr. (DMSO- d;) 84& €3 3.71 (s, 3H), 6.25 (t, 1H), 7.64 (dd,
1H), 8.04 (dd, 1H), 12.08 (bs, 1H),

W 2- #A-3-wRHEK(2.50 g)HF.

7 a4k 7

2- CAFPHHL)E -3 - e BB TE

AEHE. A (-78C) 2- A -3-RREKRTE (1.12 g)
A TR bHERTHEM_FAE(.04 g). BEHERGH 20 54,
REBMZATHRE(2.18g). 30 546, ARKEZREGHFLRE,
BREFR, FA_LTRER. ANEARRETR. RAEREERN,
BABBREREELL, A 1: 4 LHRLH: TREKR, FAFELS
# (1.66 g) 4@ & Bk,

B EM (FAE-F): (M+H) 307.

n.mr. (DMSO- d,) 514 &% 3.90 (s, 3H), 7.78 (dd, 1H), 8.58 (dd,
1H), 8.69 (dd, 1H).

R 4k 8

2-8-4A-w B8 G

f2- & - 4- WreTH & (B8 Ashimori, Chem. Pharm. Bull. 38 (9)
9446~ 2458 (1990) 89 F M E)E 2: | FHE: AKTEH @5 ol) T &

22
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Nk P AABE (0.75 nl). ¥HERASP A 16 b, FERA4D
AN EREAKRERTY, AEGER 3 R 4 EHRIBR AR
BETR, IEFRE, FIAESY, HxéH 2RKE#ZLEL A
9: 1 TR :LRUBHM, FHHFALEH (900 mg), ABRFHLER.

nmr. MEEIE1.39 (t, 3H), 4.40 (g, 2H), 7.79 (d, 1H), 8.02
(s, 1H), 8.50 (d, 1H).

¥ " 4k 9

2-82-6-w-KR

AEEFAGTS nL) P 2-£-6- FHAuE (5.0 g) o HbaM
4.74 g). BR 1 PG, BRALELBETFAGS o) PHAE —4 &
EB47(U.74 g). BRERM B EA 5 I, FoagFtidE &
A 6N LMmEiL, FHRRAGERK, REKFEEERK, BRAL
BRUBFR, AARATR, B RE, TR E SR> W (& 2.65
8. |

m. p. 189-191C.

P a4k 10

2-f-6-MR-RBRLE

f12-8-6-RTHKR. LH (15 nL)F F¥ (30 ml) §REH 7 4n
ABE(1.46 mL). BEBEWmE A 16 D . ZRESWE KL Folote
BREAAKXERZ ML E. KERASYH Q) XK, 4 ANERRR
AR, SBRFRE, FAFERNEEH. ZHBE8KE#Z%ENL, A
9: 1 TR LBMLEEAM. RAEEATH, AHmKRGERKO.31 g).

n.mr. (CD,0D) 8E&31.39 (t, 3 H), 4.41 (g, 2H), 7.79 (d,
2H), 7.85 (t, 1H), 8.08 (d, 1H).

P RI4K 11

3 -AE- [, 1 -BRERX]-4-B8TE

ERHT, G4-2EXPRFHEA.00) A3 - AEEEMR (800 mg)
A =WBEL (20 mL) ¥ 89 R4 P mA W (Z X M) 42 (0) (165 mg) F= B 4
BB (710 mg). HiERASWE 85Chmikit R, AHNEERFE LT
¥ (100 mL) Fe&- AR S E A4 (5 nl) 89 2M HBAKE R (50 nl) Z R4
B, KERAZRPRER-K. S ANERLKE RARET
BIFBRERSE. AW EANARK L, Z8KE#ES%IL B 6: 940

23
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BRLE: ThkB, F3iMS Y (198 mg), HEE K.

n.m.r. (DMSO- d,) 314 €.45 3.88 (s, 3H), 7.79 (t, 1H), 7.95 (dd,
2H), 8.07 (dd, 2H), 8.24 (m, 21 H), 8.504 (t, 1H).

AR &

¥ a4k 12

3 -AA-[L,U -BEX]-2-BETFE, Aa&EEHHAK.81 g);

n.m.r. (DMSO- d,) SfE€L3E 3.61 (s, 3H), 7.51 (d, 1H), 7.58 (¢,
1H), 7.69 (m, 3H), 7.88 (d, 1H), 8.24 (d, 1H);

W 2-EXTERPEA.53 g). Ww(EEB4EWO (270 ng)F 3-
BEXEAmM®R (1.4 Q%4

¥ A 4R 13

3 -AEA-0,U -FEXL]-3-BRTE, IKEHKEO.28 »;

n.mr S{EEHE 3.96 (s, 3H), 7.57 (t, 1H), 7.64 (t, 1H), 7.81
d 1H), 7.94 (d, 1H), 8.09 (d, 1H), 8.23 (dd, 1H), 8.30 (s, 1H),
8.48 (t, 1H), m.p., 88-90T;

W3- EXTRVE (2.0 9. W(CEXK)w(0) (348ng)F= 3 -5
EXEMmEE (1.9 9)HEF.

¥4k 14

3- (3-AEFEE)-5-RRBRTE

#AFH P RIK 14 % E B 4K (296 mg);

LA EMIE: C 60.61; H 3.93; N 10.78%

C,H, N0, ¥ 2 #:4A: C 60.47; H 3.90; N 10. 85%;

W O3-B-5-REBRFTE (1.00 g)A 3- AEFXEME (785
mg). Y9 (Z%B)4e(0) (164 mg) #4F.

¥ jE] 4k 15

2- 3-AAFRE) -3-RIERTE, HXHEEHKGOL ng);

n.m r. (DMSO- d,) 514 €L 3.69 (s, 3H), 7.75 (dd, 1H), 7.94 (dd,
1H), 8.29 (m, 3H), 8.86 (dd, 1H);

W 2- (CATHARR)A-3-RREEBRTE (506mg). 3-AEX
A& (325 mg) v (ZXM)42(0) (70 mg) H4%.

¥ 4k 16

P -AMA-[LU -BFEX]-34- BB -TE, HEEHK(L6

24
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g);

n.mr. SEEL3E 3.93 (s, 3H), 3.94 (s, 3H), 7.65 (t, 1H), 7.78
(dd, 1H), 7.86 (d, 1H), 7.92-7.95 (m, 2H), 8.26 (dd, 1H), 8.46
(t, 1H);

BA4- BRAFX TR _FE (1.80 g). W (=¥W)4(0) (246mg)
Fo3- AR XA ME (1.3 g) HAF.

PR 1T

3 -mAA-[LD -BEAI-3-£-4-B8TVE, AREAK
(2.03 g);

n.mr. SEEIE 3.96 (s, 3H), 7.56 (dd, 1H), 7.65 (t, 1H),
7.71 (d, 1H), 7.91 (d, 1H), 7.97 (d, 1H), 8.27 (d, 1H), 8.47 (m,

- 1H);

W 4-2-2-FEFRVPE Q.0 8. W(=Z¥B)40) (299 mg)
Fo 3-AEXEMBR (1.6 g) HF.

¥ 18] 4k 18

3 -mEA-[,U -BREX]-2-FL-5- BBFE, ARBER
4k (605mg) ;

S EME: C, 66.36, H, 4.87, 5.15

C,H,NO, ¥ ®#4E: C, 66.41, H, 4.83, N, 5.16;

WEFEX@8nL)PH3-82-4- PEAEPRTE (2.3g). W(=
¥M)4e(0) (381 mg) A FEE(7 mL) P89 3- A EEMB (2.03 g)
#1%.

¥ 4K 19

3 -mAk -1, -BEA]-2, 4- —FPR_FE, AEBEEK
(880 mg); |

BrREMS (RE-F): (M+Na) 338;

HA- BRFRE-_FE P8 (1.26g).3- HEEEMR (795 ng)
Fomg (=X M) 42 (0) (167 mg) W 45.

W iE] 4k 20
5- (B-AEXR)-2 3-—H-T-¥HfshBRBTE, HEX
& B4k (650mg) ;

m.p. 53— 577C;

25
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W 5-#-23-—H-T-%(H3HBRFE1.0g). w(ZEH)
42(0) (103mg). 2M KB4 (7.0 mL) f» 3 - AR XA ME (741 ng) £ F
8% (5 mL) #14#%.

P a4k 21

3- (B-AEER)-5-HRERTE, HFEKEEK (400mg);

n.mr. AL 1.5 (t, 3H), 4.5 (q, 2H), 7.75 (¢, 1H), 8.0 (d,
1H), 8.3 (d, 1H), 8.6-8.5 (m, 2H), 9.0 (s, 1H), 9.3 (s, 1H);

WAEFTE (S5 nl) P8 3-8 - 5- Mk KR AR L8 (985mg) . W (=%

#%)4e(0) (161 mg)Ffo 3- A XA ME (860mg) 41 4F.

¥ J7] 4k 22 .

2- B-AEFR)-4-RTERTE, HEEREK (355 ng);

R EMS (BEF): (H) 272.8;

B 2- 8- 4- ke L85 (900 mg). w9 (= EME) 48 (136 mg) # 3
- FERCE A MR (783 mg) HIF.

¥ 19 4k 23

3- - FRAZR) -ETRTE, HBEFAEERKG 34 g);

'HNMR 34A €L35 3.86 (s, 3H), 3.93 (s, 3H), 6.91 (dd, 1H), 7.13
(s, 1H), 7.76 (d, 1H), 8.00 (d, 1H), 8.26 (s, 1H)

W3- BEXTRTPEG.82 g). W(EXMB)4E£01.0 g)f 3- FEAE
X (5.0 g 7.

¥ a4k 24

3 -mA-[LU -BKEXE]-3-9H, AREHMAKO 9%6g),

m.p. 169-173TC;

WA FE(20mL) P49 3- BRFH (2.0g). 3- AEAXEMEK (2.2
Fe e PE (5 ml) PHIwI (=% %) 42 (0) (381 mg) #14F.

¥ 18] 4k 25

6- B-AEER)-2- X -BEFEFR6- Q- AHEER)-2-
W - BRLE, AXECEHAC8 ng), Znnr. MEAHALE: FEY
2.7 : 1245,

n.mr. SMEEIE1.47 (t, 2.9H), 4.04 (s, 0.8H), 4.50 (g, 1.46
H), 7.67 (t, 1H), 7.97-7.99 (m, 2H), 8.10-8.16 (m, 1H), 8.29 (d,
1H), 8.43-8.48 (m, 1H), 8.86-8.87 (m, 1H);

26
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HAEFEX QO nl)Pé) 2-2-6-HT-RRLEU.2 ). W(=
¥M)4(0) (181 mg). 2M HMRHAKER (3.3 nl) F L T8 (5 nl) T8
3-MAEEME (1.0 9 #F.

F 18] 4K 26

3 -FE-[,I -KERX]-3-BRTE

£-78C, @3- 3- FEEXL)-FTRTE(1.48 g) ERK—
SFHR(6 L) PHERTANMZELME—_SFTRFHERA.0M
16.3 mL). /&£ - T8CHEBFZRALY 30 54, HABRKE OCHEH2 b
B, B MALFREREAKERGO L) RERSHELERE, HA
—R TG0 nL) HR. WiEREMWETHRET T, 2B5ANE, A
ABATIR, EFRE, FAATH. 2K EELL(A 5:1 TR/
LB TE M), FHIFMALE (769 mg) A F & & .

NMR 84& €14 3.94 (s, 3H), 6.84 (d, 1H), 7.09 (s, 1H), 7.18 (d,
1H), 7.31 (t, 1H), 7.49 (t, 1H), 7.75 (d, 1H), 8.01 (d, 1H), 8.25
(s, 1H).

"] 4R 27

3 - AEE A -3- (1H-5-w)

GibtdEe 3 -mEA -1, -BERX]-3- FH (800 mg) #=F
Avart B Y (823 ng) £ F X (10nl) THREH T ImA=TF A4
4% (59.3 mg). HERAEH B E 100CER. HERREIRSE,
ARG ol)#8, FHARE. ZRADERFPERIAERF TR
LEEZ AR, AMERBRBREAZERER, 4HHKER 1N ZRR
o, #RALBLEER, RE, BLIHANRREAZBRETR o
Btk g, 558G EHK(3Tng).

m.p. 271-273TC.

9 8] 4k 28

3 -fA-[LI -BEL]-3- B TE

ERERYT, OB EN 3 -AE- [, -FKEX]-3-RR
VB (4.47 @) XK Ak (125 mL) FHER ¥ 10%8 478 B A
% (860mg). MZEREAHHFAETEAAATHRIELIR. RERSWEEFE
L&, BEREIEN, FHAkEH (4.4 9. AW EBRESKL,
A 3:1 R LBUEER. REELHmy, FAEANLESYS, Ha

27
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& B4 (3.5 g).

n.mr. S{A6L3E 3.83 (s, 2H), 3.93 (s, 3H), 6.70 (d, 1H), 6.93
(d, 1H), 7.00 (d, 1H), 7.25-7.21 (m, 1H), 7.47 (t, 1H), 7.73 (d,
1H), 7.98 (d, 1H), 8.23 (d, 1H)

5 E A F] &
¥ [ 4k 29
P -fE-[L,P -BHERA-4-BHFE, HXKERKAOT
mg);
R EMS (FAEF): (M+H) 228;
10 w3 -mAE-[1,1 -BRER]-4-BZRTE (196 ng) #4F.
¥ 4] 4k 30
3 -fA-[1, -BKERA]-2-FH-5-BRTE, Haesd
B4k (572 mg);
B EMS (FR&-F): (MHH) 242. 5
15 W3 -AE-[L, L -BEE]-2-FE-5- ZRFE (605 ng)
.
P ] 4k
Y -fE-[L, -BELA]-2-BB8FE, AHXKEHKOL
mg);
20 n.mr. (DMSO-d;) 844,35 3.58 (s, 3H), 5.13 (s, 2H), 6.38 (d,

1H), 6.51 (m, 2H), 7.02 (t, 1H), 7.40 (m, 2H), 7.58 (m, 2H);
h 3 -AA-[1, -BEL]-2- RRTE (1.05 ¢ #4F.

J Ja] 4k 32
5- 3-HAAFR)-3-MREKLE, AEFEHKOQ9.9 ng);
25 nmr SEGIE 1.42 (t, 3H), 4.43 (g, 2H), 6.75 (dd, 1H),
6.90 (t, 1H), 6.98 (d, 1H), 8.43 (t, 1H), 8.95 (d, 1H), 9.16 (d,
1H);
B 5- (3-AAER)-3-HTHEKTE (100 ng) 7.
A4k 33

30 3 -fA-[L, -BERA]-24- —H 8~ FE (458 mg);
n.mr. (DMSO- d;) S4E €136 3.64 (s, 3H), 3.88 (s, 3H), 5.21 (s,
9H), 6.41 (d, 1H), 6.52 (s, 1H), 6.56 (d, 1H), 7.06 (t, 1H), 7.54
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(d, 14), 8.10 (d, 1H), 8.17 (s, 1H);
Wy -Mk-[,U -BEE]-2 4-—H 8B _7% (556 mg).

T iE 4 34
5- 3-fAXR)-3-RBBTE (187 mg);
5 n.mr. (DMSO-d,) S44€.46 3.91 (s, 3H), 5.28 (s, 2H), 6.64 (m,

1H), 6.89 (m, 2H), 7.15 (t, 1H), 8.34 (s, 1H), 9.02 (s, 2H);
W5- (3- AEARR) - 3- i RBK T (220 ng) FAF.

|4k 35
3 -AE-[LY -BERA]-3-FH, HHEH (229 ng);
10 nmr OEELIE 3.80 (bs, 2H), 6.72 (dd, 1H), 6.84 (s, 1H),

6.92 (d, 1H), 7.22-7.26 (m, 2H), 7.50 (t, 1H), 7.59 (d, 1H),
7.76(d, 1H), 7.82 (s, 1H);
W3 -1, -BER]-3- Vi (430 ng) F4F
¥ 5] 4 36
15 5- (3-RAXK)-4-RIBEKRLE
B15- (3-MAER)-4-RRERCHEELKRTE (20 nL) FH%E
BFMAEAY A1) (1.47 g). HixRS4E 80CH# 45 454, R
ARNETE. BERSVEALTY, MARPERIAKER, HLEKXK
RAWG pHRAEY 7. MARFELIRLRTLE, HHEZRESY 10 54.
0 BiERASMIEFETIRBLTP. 2BANE, ARARATER LB
ks, BINAFEW. BRKEESEL(A 41 TR LRLERK),
FE AL, AEEH (216 mg).
nor MEifLHE1.42 (t, 3H), 4.43 (q, 2H), 6.86 (d, 1H), 7.29
(t, 1H), 7.44 (d, 1H), 7.51 (s, 1H), 7.78 (d, 1H), 8.26 (s, 1H),
25 8.80 (d, 1H).
EIPE R E-=
9 ] 4k 37
3 -fA-[L, 1 -B¥E]-3-K-4- B K TE (788m);
n.mr. S/ 6.3 3.93 (s, 3H), 6.72 (d, 1H), 6.88 (s, 1H), 6.96
30 (d, 1H), 7.25 (m, 1H), 7.49 (dd, 1H), 7.64 (d, 1H), 7.89 (d, 1H);
WY -AA-[L, I -BRELA]I-3-K-4- BRFE (1.0 g # K
4 A1) (3.9 g)#HiF.
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7] 4k 38

2- 3-RKREXK) -3-THRTE (275ng);

n.mr. (DMSO- d,) 54E &% 3.65 (s, 3H), 5.19 (s, 2H), 6.58 (dt,
2H), 6.76 (s, 1H), 7.05 (t, 1H), 7.44 (dd, 1H), 8.02 (d, 1H),
8.73 (d, 1H);

W2- (3-AEER) - 3- R R T E (293 mg) # 10% Pd/C (30 mg)
# 7.

Al 4k 39

¥ -RE -1, -BKEE]-3,4- — B %7 & (680 mg);

n.m.r. (DMSO- dy) {4 €L3& 3.77 (s, 2H), 3.91 (s, 3H), 3.92 (s,
3H), 6.70 (m, 1H), 6.89 (s, 1H), 6.97 (d, 1H), 7.21 (d, 1H), 7.69
(w 1H), 7.79 (d, 1H), 7.85 (m, 1H);

W -AA-[1L,U -BEE]-3, 4- —BBR_F& (0.8g)F 10%
Pd/C (560 mg)f£v9 &=k (30 mL) ¥ #14%.

P @4k 40

5- B-AAFR)-23-—A-T-¥HSHBERTE

JE 70C, ¥ 5- 3-AMEXER)-2,3- & -T-%(H%HERT
B (650 mg) A §ALHH (11) (2.3 g) £ LB LB (28 ml) Pk 16 A H,
#iERAmA R EARY. Bt AL ER SMAKERBT pHET
-8, FMLRUHMFREZERSY. AWEREREEK, BRARLAEF
AEREATER., TERIFBREIEN, FAFHALESWH K (470 ng).

R EMS (MEF): (M+H) 270.4.

E 3 A

¥ 7] 4K 41

fE-0,10 -BER]-3- (IH-5-wed), HEAREW (57 ng);

n.m.r. (CD,0D) £ &3 6.75 (d, 1H), 7.02-7.07 (m, 2H), 7.20
(t, 1H), 7.54 (t, 1H), 7.69 (d, 1H), 7.96 (d, 1H), 8.25 (s, 1H);

w3 -mE -1, -BER]-3- (1H-5-w=) (371 mg) # K
45 II) (1.57 g)4#%.

% [B] 4k 42

6- 3-REEK)-2- MR -RBFEI3- G- HEFE)-2-
W - RRLEE, AKEH (126 ng), BEATELTEY 1: 2.5 &
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A
B EMS (FB&-F); (M) 229. 2 F= 243.2;

W6- (3-MEXRRER)-2- R -BBRVEEH 6- Q- AEER) -
2- R - RE L (280 mg) o /A4 (1) (1.16 @) #4F.

F A4k 43

3 -R-IERTEM)EFEIEAICAE]- 1,1 -BHEL]-3-
E L A -

MHEBRF Q.0 &R 3 -2~ -KEE]-3- ZRTE
(667 mg)Fr 2- 2 -1- [(RTEEE)KA]TK (980 mg) &£ NNN- =F
AFEE: (15 nl) PHRAY. EXRBFZREY 30 547, EdEd
ik £ 50C 14 Bt HiwAif (396 ng), HHFERS WA 36 MR
BZREWMANEER, 4L 111 O CRLULBPRIRSER. 55
AWE, Brk, ARARATR TEFRE SR H. 282K
GESL (A 5:1 TR/ TEBRLERM), FRFEILESY, HAEH (826
mg).

NMR 845 &35 1.44 (s, 9H), 3.56 (m, 2H), 3.93 (s, 3H), 4.07
~4.11 (m, 2H), 5.01 (s, 1H), 6.89-6.91 (m, 1H), 7.13 (s, 1H),
7.36 (t, 1H), 7.49 (t, 1H), 7.75 (d, 1H), 8.01 (d, 1H), 8.24 (s,
1H).

a4k 44

3 - [-[[(RTEDEAIEFITHAL - [, ~BEL]
-3-BRYE

B3 -fEA-[L,D -BEA]-3-BBPE0.14 9# N- (RT
S5 RE)HA5(0.879 o) A F5 (20 mL) Y RAEHF A 1- 3-
—PARARR)-3-CAB - TEERE (1.20 g). EREFHRS
% 38, REM 1 NHClI KEZRBEREK, REPEREAKERE
HEK, FRAEKRE K ERSGVARARATR, LBFRE, &
Bk, ZakEiEskit, B 7:3 O/ CRUEEK, F3 1.6 g #F
BAH, AXEH.

e F MS (fA%-F): (M+Na) 407.0.

¥ a4k 45

3 -[-[ETEDBEXRIEAZICHEIAET - 1,1 - BEFXE]
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~3-BBYE

£0C, 3 -[@-[[ERTEAR)EXIAAICHRER)] - [1,1

C-BEA]-3-BBFEU.6 g P 1.OM MELEAWEEH TR

% (30mL). AZEBBHERESY 3 1. Biafg B SAKERMS R
AMELERE, HREFAEZNRE, BERELELRLEFERER
SHARERZAHSE. 2 BANE, AEKEER, AERATE L&
FRGRENEEY. BB E#E %L, FAFELSY (740 ng).

B EMS (FA%-F): M+Na 393.0

¥ A 4K 46

3 -[(-2-RECH)RE]-[1,1' -KEE]-3- BETH

@3 -[Q-[[ERTEAB)EEAIKAICHR)KA] - [1, 1 -BE¥XE]
-3-H#B P8 (730 mg) FHA 4N HC1 £ —WB3E Py (20 ml),
FERAATHEEHRRSY 16 M. BOCRAVALBES, KR
KBS =Rk T, HGEHEK (566mg). Koz MMR (128
ng) EAFHEBREMAKER (30 nL) LB TE (30 nL) I Ho 8.
AN AMERERATR, SRFRE, FaEALESY (117 ng),
ALEH.

R EMS (FREF): MHH) 272

¥ 6] 4K 47

R) - (-)-3- CGRE&E)-1,2- FEAR (U7924 -89~ 2)

FIEB (336 mg) ALK N,N- —FHE F B (16 nL) FER T A
S4L4 (60%EF Pl P, 190 mg). WHZREH 1 I B, mAE NN
ZPE PR (5 ml) Fes 3- AEAESRR (2S) - (+) - HAHHE (1.0
g). BiERoPm#k £ 60CHBH 30 54. BAERAWANELTR,
MAK (100mL), EBRAWA 2:1 R : LB LEFERQ K, F:4K40mL).
SHHHAMEREARE, RARATR, TEIFRE, FARZH.
B EESAL (] 10:1 TR LR RR), T ALY (474
mg), AXEMH.

NMR 842 &% 2.75 (dd, 1H), 2.90 (t, 1H), 3.35 (t, 1H), 3.95
(dd, 1H), 4.20 (dd, 1H), 6.90-6.97 (m, 3H), 7.24-7.30 (m, 2H).

g 7] 4k 48

3 -[Q-fX)THEEAI-[1, 1 -FKEA]-3- BB TH
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¥3 -R-[[ERTABDBEXEIEXAICAE]- 1,1 -BEX] -3
- KRB PE (659 mg) BT F5 (25ul) ¥, FMmAZRLHK(2.50l).
AEBRFZRESY 6 I, BRAZRCE (1.0 nL), FHERESH
BWHEER., $ZRGVERYE, HERFERREAKRERP LB LEZR
S, SEBANE, AARATR, SEFRE, BB 0. 4
f1:1 TIR:LEBRTEH 1 NHCl KERZALER. 2BKE, B 1:1
R LB UERE MABRAREREARELRL. ZRESVALKT
BEERBA, SHHOANRIGEARNRRA TR, SEFXRS, FI4K%
BAAH (474 mg), AR E M.

S EMNS (FBEF): (M+H) 272.0.

ik 49

R) -3 -[2-[[2-C-KFX)-2-#CZE]HLA]JTHEEA] -
[1,1’ -BREE-3-BRFE

¥3-[C-&ATEA]-[1, -BEX]-3- BB 7E(BLS
mg) F#R) - (-)-3-KEMEXTH (124 mg) AAEFHR (4.0 mL)
bR AE 70— 75C Ak 20 . ZRAWAEBEERR B RS, 73
HEY., ZRKGESL (HLRTLE. REM 10:1 LRLE: 5.
RER 3:1 LRUE:TEAN), B3481t44H (190.6 mg), AL
& .

R EFMS (fAEF-F): (M+H) 425.9.

E RO N

¥ 18] 4& 50

R -3 -[[2-[Q-#X-3-FXFEARPOALITEIRAE] -
(1,1 -~ BER]-3-BRTVE, ALFLESH (37 ng);

SR EMS (faB-F): (M) 421.1;

Wy -[Q-&ACZHARE]-[L,U -BEXERA]-3- BB TFEE W7
mg) # (R) - (=) - 3- GRAK) - 1,2 - KA F b (54 mg) #147F.

¥ E] 4k 51

R)-2-(3,5-—fFH)-2-8{ LB

WAB B B &M AY, AR LM B Huuhtranen F»
Kanerva A4 R LERIBEERG T X, | 3,56 - —RKEFTEH
728 (Tetrahedron Asymmetry 1992, 3, 1223). KA Ziegler ¥k
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87 sk B R340 h BBk (Synthesis 1990, 575). MA@ % %2 %
#% (45 mL, 0.018 M, pH 5.5) 4§ W.A5 24-# (18.0 g, Sigma) H®. 15
o4 E, GRGBEKRFRAFHEASR (405 nL), RSN 3,5- —R X
Wik (16.07 A HFEH (24.90 nL). KEHKZRSH L 400 rpn &
HEEFHGHY. TEREE 24 M. BurdSHIE, ALRL
BMERS R, RRARLERSH, KE, REAKXEH, FHABETK
Q7T ul)F. £ HBCEHZER 4 PN, BAFHRGEXRDS
&, AA Q00 wl)#HH, MUBFR, BRERZEIEA 1 M SELAK
BERFR., BAFHMREREZAERIGERIE pH 1 (pH KHK), &
HERBYE. RERALREREZRASY. XLRICERAARET R,
W4, FIFANLSY, HERELHEK(Q0.88 g).

mp: 105-1067C.

9 " 4K 52

R -2-(3,6-=fFH)-2- 2L LB TE

BEARABR(A )R -2- B,5- —8FEK)-2-ZRALR
(19.10 g) 4 F 5 (200 wl) T ERAERAA T HHER 16.5 D, K
ERZEREERS, ¥MFHETCROE (200 nl) ¥. ZE&RMAE
FEREAAKRERLE, RERBFRIAKER (10 nL) E. AR
RETHRE, RELRLE, HARREHNTK(T0nl) TEL K, &
HIFHNLSY, ALELEHEKQ0.68 g). HBREKEFHG —HF
#(3.61 g).

mp: 68-69C,

¥ ] 4k 53

R-2-[BRTECFRFAREIA-2- B,5-—SFEXH) LK
Nk 3

HFR -2-G3,5-—fFX)-2-FBELKETR(10.485 g). &T
EowEPRREEE(8.07 g) okt (3.64 g) &£ N,N- —F R FBEA (50
ml) PHERERAATHE 18 1o, AEREIBEABRMIR, AeHi
B Ei#Ekt, AOR/CBTE (20:1) %M. FARALEY, HL
&% (15.05 g).

5% FR4E: C 51.67, H 6.29, Cl 20.19% ; CH,0,C1,Si #3%
#44: C 51.57, H 6.35, Cl 20.30%; |
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il 54

R-2-RTEACFHFAREIA-2- 3,5- —fFL)

ERAAT, A1 AIK, AF(-1BC)H R -2- [RTE (=T
R)FEEXIA-2- 3,6- —HXK) LK T& (14.81 g) &£ FX (150
nl) PHERTHMEA—FTEE(G6.5nl, EFETH 1.5 MER).
KR AECERAERBETHR 1 I, REF e TE4&FEKRER
(70 mL). RAAFRAMARELTR, REALRLEAR. w-4ak
2282F 38, AXPLBETERE. BASABE, KERLRL
BMER., 2FRBRAPBROGAIE, Riof fQAOARERLE, THR
(REREE), &, AR (R -2- [RTEA(CFR)FaREIR-2- 3,5
~ZRER)LE, ALAEH (13.36 g). REX H- NR B#E, #E&
4% h 5 50%Y i 45 A

NMR 84 €45 0.15 (s, 3H), 0.21 (s, 3H), 1.03 (s, 9H), 5.00 (s,
1H), 7.22- 7.39 (m, 3H), 9.56 (s, 1H).

¥ a4k 55

R -2-BRTEFEX)2- [RTECFRFERAIA-2-
B,5-—fEBRCAIELA LR TE

EEREAAT, @SR -2- [®RTACFR)PRAELAIA-2-
(3,5- —fEA) LA (13.36 ) A= FTH (200 mL) PHEZR T A
RETEREERL (7.87 g). REMA=ZCLEGB.74 nL), FEFEF &
& 30 4. MAZCLEBREEMEAAAT.T1 @), FEZREREZ]X
EREW 2200, RERIFT & F EAKER (75 nl) HFERE REW.
BmELR, EhehKABA KT (70 mL) FR., ¥RREEAIE
&5F, R EAAKER (75 nl) ik, TIB (B FELTRS,
FEHEHR(17.10 g).

FBEZEEHPRA—HEBR _&THE (10.56 nL), FERLRTHA
FRERAE OBCht 1 I, BZERAFEER, Z2HKE#ELL A
TR, FRALED (14.221 g), ZAERHHE WY 30% (R
-2-[RTECPR)PAREIA-2- 3,5- —8FX)-1- 284
R. ATHREE, @i (14.221 g) £ T (60 nl) PHER F AR
TE-FEATARER(2.11 )k (953 mg). HRAERESHERR
ATHHF 2 I W, REAZREIBELABRYR, BihEak 6444,
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RTKR/TETEE(1:0 £ 10:1)M. HHFHLAE 4% R -2- [&T
ACPR)PRREEIA-2- 3,56- —fKEX) - 1- ZEAKFALEY
B AE S (10. 25 g).

&5 % MS (ES+) 514/516 (M+Na).

¥ F 4K 56

R -[(BTEEL)-D2- RTA(CPFR)FEEAL) -2-
3,5-—fEECHEI-AL]-®

AE-78C, MAEFTEX@5 o) TH R -2- (RTAHEKL) - [2-
(BTE (ZFR) 7aELIR) -2- (3,5- —&FHL) TAIEAL)
LETFE (1.5 g) vmASAL—FTE4e (1L.SMAEFEYP, 3.9 nl).
BHZRAW 504, RPR (4unl). REM 16% BLRFAKRER
(10 mL) Xk R B, ZRAWEAFLTE, MATLRCLEE, HE
RETHRBLF. 2BANE, RARABRATR, SE;kES, F3ik
BRieH (1.3 g). :

nmr. dEELIE-0.13 (d, 3H), 0.02 (d, 3H), 0.88 (d, 9H),
1.42 (d, 9H), 2.9-3.2 (m, 1H), 3.4-3.65 (m, 1H), 3.75-4.15 (m,
2H), 4.8-5.0 (m, 1H), 7.05-7.35 (m, 3H), 9.50 (d, 1H).

¥ 4K 57

R) -3 -[M2-[[2-B-FFXRX)-2-[[(BRTR)-_FEAF&KR
AIRICA] (BRTEMEXIRAITEAIRETI- 1,1 - KFHE]-3
- BB Y& '

ER¥ET, 3 -8&-[,1 -HFXEX]-3-BRFHEG.0 gH
R -[(BTAER)-2- RTEA-FRPRAKAL)-2- B-&%
R)ZAIEAI LB B.2 ) AEAKX R TH (65 nL) FPHER T AL
B (8 ). ¥ 25 545, mMAZLEBEALMENAMH (5.6 g), HHH
BRERAWIR., ARPERIAKERLILERE, MALZSH KT
. AMERGZRATE KAERLERN, RIAGEEK A4evia
Be#die, B 9:1 O LRTUB®M, FIFHEALEY, haél
*(5.62 g).

wrrFEMS (Fa&-F): (M+H) 640.0.

E R &

¥ &) 4K 58
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3 -[[2R-[[2- B-RFER)-2R- [[(BTH)—FAFaRL]
FICA]) (RTER)FXIEEAIREIRAE] -, -BRER]-2-
BB FE, B ER%(580 ng); |

W FMS (FB&-F): (MtNa—- Boc) 553;

B3 -RE-[L,DU -BEXEEX]-2- BB FE (75 ng) f[2R- (R
TRER) - [R- RTEA-FEAFAREL) -2- G- KEA)TH]
4] - A8 (651 mg)#7F.

P 4R 59

3 - [[2R-[[2- 3-AFH)-2R-[[(RTH) - FEFERL]
1A (BRTELZAIRAIARTRA]I- LY - BER] -4~
RETE, Ha&e%k (296 ng);

WY EMS (MEF): (M+H) 653;

BH2R- RTEER) - [2R- RTE-FATRRAL) -2- G
-REMCHIREA]- AR GO g f 3 - RE-[L, DU -BEL] -4
~ % B B (168 mg) #)4F.

P )] 4k 60

3 - [[2R-[[2- B-KEL)-2R- [[(RTHA)—FEFARA]
floht] (RTELZFAIERAIGAIRA]- (1,1’ - HEXHL]-24
- HRB T8, AHEHK(339 ng);

B EMS (FMEF): (MH) 711

WY -fE-[L,D -BER]-2,4- BB 78 (456 mg) #[2R
-BTEBR)-[R- BTE-_FAFTEREARL) -2- G- KXE)
CHAIRKE] - AE (609 mg) 4.

¥ 7] 4K 61

5-[3-[[2R-2-[[2- 3- KX HK)-2R-2- [[(RTA)=-F%
WaARAIRICAIETAREAIRA IR EIRAIRE] -3 -ww
B TE, HEERK(339 ng);

Bk EMS (FaEF): (M+H) 654;

W 5- 3-HAAXE)-3-WRAKRTE (185 mg) f [2R- (RTH
BE)-[2R- (RTEA-FRAPARARL)-2- G- KER)TEAIRA]
- RHEE (317 mg) .

¥ I6] 4k 62
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2-[3-[[2R-[[2- B- |\¥H)-2R- [[(RTR)-—FEFHR
RIEICAIETAREAIAAIRRIAAIFR] -3-HRRRYT
B, H8a&iex (339 ng);

B EMS (FAEF): (M+H) 654;

B 2- 3-REXK)-3-wTHRKRTE (273 mg) & (2R- (RT A
BE)-[2R- RTE-_FEAFEREAL) -2- G- £FXB) LHRIR&E)
A B (504 mg) #7F.

¥ F 4k 63

R) -3 -[[2-[[2-QB-fFX)-2- [[(RTHA)—FEFAK
AIEJCA] (RTER)EAIREICHIRE] -, 1 - BER] -
2,4- —HRBR_FTE, H8K(0.8 g);

nmr Mi€LE-0.14 (s, 3H), —0.01 (s, 3H), 0.85 (s, 9H),
1.43 (s, 9H), 3.94 (s, 3H), 7.41 (d, 1H);

B -BEAFE]-24- BB -FTHALB PR - (RTL
BE)-[2- RTE_FEAPRERER) -2- G- AFH) CAIREA]
L# (acetylaldehyde) (605 mg).

¥ " 4k 64

®R-3-[[2-[[2-G-FFH)-2- [[(RTA)-FEFHER
A1E&ICA] (BTEDBAIRAICATRA]I- [, - BEE]-3
-8 -4-BEVE, HiEK(884 mg);

n.mr. 8EGIE-0.13 (s, 3H), 0.01 (s, 3H), 0.86 (s, 9H),
1.47 (s, 9H), 3.03-3.65 (m, 6H), 3.92 (s, 3H), 7.88 (d, 1H);

By -AEA-[LU-BEA]I-3-K-4- BRFE (500 mg)Fo
R-[ETEBEL)-2- RTA-_PETEREL)-2- G- AX
R)LEIRKE] - ¢ (1.0 g)HA.

¥ a4k 65

R -3 -[[2-[[2- B-&KFK)-2- [[(RTH-_FEFEKR
AIE]ZA] (BRTELDFEIKRAICHAI&A] -1 -BEK]-2
-PR-5-BBFE, AE&8%K (509 ng);

wrrEMS (FR&E-F): (M+H) 653.3;

w3 -R/EA-[L, U -BER]-2- FE-5- RBRTE (600 ng)
{PR- BTEER)-[2- RTA-FETAKEAL) -2- G- &LXL)
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LEIRA)TERE(1.3 g)HAF.

4k 66

R)-6-[3-[[2-[[2- B-KFH) -2-[[(BRTX)-—FX¥a
RAJEICA] (BRTELBEIRAICATRAIRE]-2,3-—4&
~ T X BR BT E, HeXK (691 ng);

TLC Rf (4:1 TH/TEKR L&) =0.14;

W5- (3-R/EKEK)-2,3- & -7- FHfkhHE® FE (500 ng)
Fo(R) - [(RTEAER)-2- (RTE-FAFTARERL)-2- 3- &
FE)LEIAAITLR (1.3 g)H4F.

¥ H 4k 67

R) -5-[[2-[[2- B-FEK)-2-[[(RTE)-_FEPHERL]
£I1CA] [(BRTER)ZAIRATICAIRA] - [FRA]-3-w2 S
LB, AFHERK (372 ng);

BREMS (FAEF): (M+H) 654.4;

B 5-(B-REAXE)-3-RTRKRLE (.19 9 F 2R~ (RTE
ER)-[2R- BMTEA-_PETRRAL) -2- G- KFER)ZA]&A)
LE (0.6 g)#14%.

¥ {4 68

R) -3 -[[2-[[2- B-&FXK)-2- [[RTR)_FEAT&ER
AIRICAI(RTER)ERAIEAICEAIRA] - 1,1 -B¥E] -
3 A-— BB _FE, HG&8k(l.3 g;

B EMS (FAE-F): (M+H) 697. 6;

w3 -KE-[1,I -BEL]-3,4- —HB—F& (580 mg) # (R)
“[ETEERE)-2- RTEA-_FEAFTEREEAR) -2~ G- f¥ER)
LEIRE]- e (1.5 g)#4F.

P Al 4K 69

R) -3 -[[2-[[2- @B,5-—fKFEH)-2-[[(ERTE)-_FXY
ARAISICR] (ETEA)FAIERAICEISA]- (1,1 -BEL]
-3-HBVE, HEAEAXA.1 g);

nmr. L@ -0.12 (s, 3H), -0.01 (s, 3H), 0.86 (s, 9H),
1.45 (s, 9H), 3.92 (s, 3H), 7.47 (t, 1H), 7.98 (d, 1H), 8.21 (s,
1H);
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WY -RA-[1,1I -BEL]-3-BBTFEUS ) FR) - [(R
TEER)-2- RTE-ZF&- 98REEL) -2- G,5- —KFH)
CEIRA]- LEE(L.3 ).

¥ &} 4k 70

R) -2-[3-[[2-[[2- 3-8KFHX)-2- [[((RTH)-FLF&
REITEIZE] [(RTER)BEIRAICHEIRE] - [FR] -7 -
BB TE, AEHERK(239 ng);

nmr. SMEEIE-0.12 (s, 3H), -0.01 (s, 3H), 0.86 (s, 9H),
1.45 (s, 9H), 3.92 (s, 3H), 7.47 (t, 1H), 7.98 (d, 1H), 8.21 (s,
1H);

W5-@B-AA¥XL)-4-RTHERTE (216 m)FR) - [(RTEH
FE)-[2- RTA-—FX-F2RER) -2- G-fFXK)RI&
A] - LB (640 mg) $14%.

Ak TL

R -3 -[[2-[[2- B-KEH) -2-[[(RTH)—FREFTHER
AIRICEA] [ RTERIOZEIREICEAIRA] -1, 1 -KEE] -
3-¥h, AHaéiek(637 ng);

R EMS (& F): 605.7;

w3 -RfE-[LU-BER]-3-FHQ9 m) AR - [BTH
BR)-L2- BRTEA-_TFEATERAL) -2- G- KAFXL)TEAILRA]
LBE (753 mg) ¥ 45

T ] 4k 72

R) -6-[[2-[[2- B-fFHK)-2- [[BRTR)—FRAFAERA]
FI1CA] [ RTEDBEIEAICEAIRE] - [FE]-2-WR- %
BYEPR -6-[[2-[[2- B-fFH)-2-[[BRTH-FEFH
SAIEICA] [(RTERBEIRAICHRIER] - [FE]-2-w%
- BB, AKEH (263 mg), A FPEFLEN 1:2.5 REW;

wrREMS (REF): (M+H-BOC) 539.9 F= 553. 9;

W6- (3-AEER)-2- - RERTFE. 6- G- AELFHL) -2
- BB (126 m) e R) - [(RTAERE) - [2- (RTE-FL
PEREAL)-2- G- KFXL)LEIRL] T® (490 ng) HHF.

¥ 8 4k 73
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R)-3 -[[2-[[2- B-&FH)-2-[[((RTR)—_FETHER
AIEIZA] [(GTELOEXIRAICAIEE]-[1L,1' -BEL]-3
~ (1H-5-w)

A) ZBAT, @@ - [(BRTEAEKE) - 2- BRTEA=-TFEATAE
BRE)-2- G- &XR)CHAIERE] -8 U3d mg)F 3 - £ -
[[1,1 -B%#%]-3- [1H-5- w=] (50 mg) /& XK F& (35mL) P #93%
BEMACE (45.5 ml). BH 10 545, mAREMEAAHA (33 ng),
FRHFEALEY 64 Do, BRE 15%F 2 FEF LR UK ZE 5 RETL
2. KEFRALBRLERZR. &HXANE, ARRATR. B2REEH%
(A 6:1:0.1 K45 - FTE S8 EERM) B, B THK 14, haé
% (52 mg);

B EMS (FBEF): (HH) 650.1

B) £HB¥T, AR -3 -[[2-[[2- G- 8KFXX)-2-[[(RT
A)—FAPREEEIRICE] [(BRTER)BEEXIRE]CHAIRA] -
[1,1 - B¥XE]-3- FA (350 mg) v = PR Fa i i & KA (134 ng)
AFE (0mL) ¥4 RAH b A= FEGHEAH (9.5 ng) B W e e
£ 100CiE &R, mAFEHEG L), HFizrSWHAF —RABR T kS,
BAVERFBRREAERP LR LB SR, AWERRBREHA
BRFR, SFHKRER N EMRL, HLRLULEFER, 4F0AM
ERBBRETR, TRIFRE, FEA5Y. 2B EEEL (A 6:1:0.1
45 P85 S BACE M), FHFALESY, HEEERKALT ng).

Bk EMS (BE-F): (M-BOC-H) 547.1;

wrREMS (FAE-F): (M- BOC+H) 549.2

EX. BN

R -3 -[[2-[[2-B-KFEX)-2-FCEIREITEIHAE]
-0, -KEX]- 3-BETPRE_S85d

BR-3-[[2-[[2- G-&%K)-2-[[(RTR)=_FPEF&
RAJRICE] (RTEBZFAIRAICRAIRE] - (L, - BEE]
- 3- H A V& (275mg) f£ AN B e) —WER A% (10 mL) P e & BEH 3
X. mAT®, FREELEYS 20 54, RBKEREBALSY, HEE
B 4k (210mg); -

C,H,sC1,N,0,: MH+ 3 F1& 425. 1632, SR 4E 425. 1635 A 0. 3 mmu;
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n.m.r. (CD,0D) SfEeLiE 3.19-3.13 (m, 1H), 3.36-3.30 (m,
3H), 3.63 (t, 2H), 3.92 (s, 3H), 4.99 (dd, 1H), 6.87 (d, 1H),
7.10 (m, 2H), 7.37-7.30 (m, 4H), 7.47 (s, 1H), 7.54 (¢, 1H),
7.84 (d, 1H), 7.98 (d, 1H), 8.22 (s, 1H).

EXOR A F-S

E A 2

R -3 -[[2-[[2-C-fFK)-2-LCEAIREAITAIRAE]
-, -BEE]-24-— KB PR _E8E, AG &Rk U8
mg); |

CheH,,C1,N,0.: MH+ #J{4 483. 1687, S-A4A 483. 1689 A 0.2 mmu;

LS4 FRA: C 55.95 H 5.26; N 4.98%; C,H,C1 N,0,.2HC1 #3%
BAE: C 56.18; H 5.26; N 5.04%

WR -3 -[[2-[[2- G-&FE)-2-[[(WTH)_viya
RAJRICA] [(RTRABEERIAAICERIART -1, -RER]
- 2,4- —H B = F& (508ng) & 4N 3% B ey B 5% (10 nl) P 4147

F#A 3

R -3 -[[2-[[2- B-£FXH)-2-RCLAIKRAJLE]IRE]
-~ -BRER]-2-PE-r-BEFE-_URKRE, HOEEHAKQBTO

mg);

AR EMS (FRB-F): (M+H) 439. 3;

n.m.r. (CD,0D) Sfhend& 2.29 (s, 3H), 3.33 (t, 2H), 3.57 (%,
2H), 3.87 (s, 3H), 4.97 (dd, 1H). 6.72 (m, 2H), 6.81 (d, 1H),
7.26-7.37 (m, 5H), 7.46 (s, 1H), 7.80 (s, 1H), 7.86 (d, 1H);

HR -3 -[[2-[[2- B-&AFRL)-2-[[RTHR)-FELTAE
HEIEICEI[ERTAR)ERIRAAICAIRA] - 1,1 -BER] -
2- P& - 5- B8 FE (508mg) 4 4N 3 8kt —WEB 2% (10 L) T4 7%,

A 4

R) -3 -[[2-[[2- @B-FFX)-2-2CHIRL]TATHHE]
~LU -REEI-34-— BB -_FTH SRS, HGEFK (743

mg);

CyellysCL N0 MH+ 7+ J 4K 483. 1687, F R4 483.1682 A - 0.5 mmu;
2 ¥ EP4E: C 55.03; H 5.36; N 5.04% CyH,Cl,N,0,.0.64H,0 #
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#{E: C 55.04; H 5.38; N 4.94%;

MR -3 -[[2-[[2- G-&FH)-2-[[BRTE)-_FAF&
RAIEICA] [(RTAR)EEAIKRAICRIALA] - 1,1 -BEA]
~3,4- —HRBFH (1.1 g) 4 AN E sy =P 5% (10 ol) ¢ HE

5 J34] 5

R -3 -[[2-[[2-C-fFEX)-2-FCHAIREILHE)RA]
~[LY -BHERA]-3-S 4-BERTFE-_ERE, Ha&EHHKGLT
mg);

C,H, C1,N,0,: MH+ #t B4k 459. 1242, SR 4E 459.1235 A - 0. 7 mmu;

10 SHEBAA: C 54.08; H 4.90; N 5.13%; C,H,C1,N,0,. 2iC1 #53E
#44: C 54.15; H 4.92; N 5. 26%;

WER -3 -[[2-[[2- @-8FE)-2- [[((RTR)=FATA
BAIRIZA] [(ERTALZAIAXICHAIAE]- [, 1 - BREE]
~3- - 4- BB TE (874mg) £ AN H s eh — PR A% (10 ul) PHF

15 EH] 6

R) -3 -[[2-[[2- B-fFX)-2-4CE]IREICEIRE]
-1, - HEA]-3- QL H-5-we) —d@i, HOEHKUS86
mg);

C,H,N,0,Cl,: MH+ 3+ 4& 435.1700, Z#i{h 435.1681 & 1.9 mmu;

20 n.mr. (CD,0D) 845 &%6 3.11-3.19 (m, 1h), 3.37 (t, 2h), 3.64
(t, 2h), 4.99 (dd, 1h), 6.87 (d, 1h). 7.14-7.16 (m, 2h), 7.32
~17.34 (m, 4h), 7.46 (s, 1h), 7.64 (t, 1h), 7.83 (d, 1h), 7.96 (d,
1h), 8.30 (s, 1h);

M) -3 -[[2-[[2- G-&FH) 2-[(RTH)-_FATR

s EEIAICA] (RTARBAIRAICAIRA] - [, - BER]
-3- (1h-5-vgek) (52 mg) A 4N H e —BEEE % (10 ml) T 45

F 4 7

R -3 -[[2-[[2-C-fFX)-2-BLH)RKEITEIRE]
-[L,U -BERA]-3-FH_4KE, HEGEEK (05 ng);

30 C,H,,N,0,Cl,: MH+ 3 {4 392.1530, SE®{& 392.1530 A 0. Lmmu;

S ER{E: C, 59.17; H, 5.19; N 8.93%; C,H,N;0,Cl, 2HC1 &
®#{E C, 59.43; H, 5.20; N 9.04%;
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m.p. 191-206TC;

R -3 -[[2-[[2- @-&FX) -2-[[(RTA)=_FELT&
BEIRIZA] (RTAMZFLAIRAICH)RKA]- [, -BER]
- 3- W (173 mg) £& 4N B ey —REk %% (1omL) T 4145

E 364 8

(R) -8 -[[2-[[2-(3,5-—KFX)-2-2CEIRL]LE]IR
A1-0,1 -BXRX-3-9RFE—_I8E

BE®R-3-[[2-[[2-G,5-=—&FK)-2-[ERTR)=FE
FaRAIRICA] (RTEHEFXIRAICEIREA] -1, - KE
E]-3-ZBBFE Q.0 g&ET 4N HCl ¢ =B %% (10 wl) ., 3
¥ 16 . mATLE, FKEMFGERK, 53 704 ng B EEK,
¥ —3F 5 E M (150 mg) £ LB LB fo i e sk BR A KB R 4 K,
L BAWENNRSE, JFHELY, HRBLBECRTA IN SH8AE
R, k%, BTPE/A¥HETF, BAFANLEGY (82 ng), HE
K.

Co, CL,N,0;: MH+ 3+ B A 459. 1242, ZERI4E 459.1224 A - 1.8 mmu

n.mr. (DMSO-d;) S4A €3 3.06-3.30 (m, 4H), 3.85 (s, 3H),
5.01-5.04 (m, 1H), 6.71 (d, 1H), 6.91 (m, 2H), 7.22 (t, 1H),
7.42 (d, 2H), 7.56 (m, 2H), 7.89 (m, 2H), 8.10 (s, 1H).

L4 9

R) -3 -[[2-[[2-(3,56-—fFEX)-2-BZE]RELITHA]K
FI1-0,1 -KEE]-3- B

Brks 8 BEEHR) -3 - [[2-[[2- B,56- —R&EHX)-2-
ZLAIARAICAIRAT- L, - BEA]-3-BBRVR—_H8H
(557 mg) £ 3:1 FB/K (28 ml) ¥. A EAAEE—KEH (220 ng) BEFH
HE 1 K. BRAEANE—KESY (22 ng), FHEREGHBEHIA.
A 0.5N AEAERLEZZRAWE pH 45 6, TBRKEHFE K (400
mg). ZAKEELL(D 6:2:0.1 £4/FTE/AANLERK), FIE
kK, ZEARCEAE. A ER IN ERAERAE, A3 5K
e —RpHksiaBA BFERKAZTTR FAEHLSH (78.6
mg).

m. p. 197-201C;

44



99809630. X oo P ZE38/50m

10

15

20

25

30

C,H,,C1,N,0,: MH+ #} F {4 445. 1086, F@ & 445.1072 A - 1. 4 mmu.

%34 10

R -3 -[[2-[[2- B-fFxH)-2-FCAIREITLE]IRHA]
-0, 1 -BER]-3-RE

MR -3 -[[2-[[2- (3-§%E) -2-£CEIREICHAIR
AI1-0,0 -BEXR])-3-FB P8 (4.12 g) £A78 (60 mL) T8
Bk P RAEENE—KSW (2.08 g) 2K (20 L) PHER. &
Hizastd 16 MK, A 1N ARAZERSGHETH. HMIFERSE
Y, BAWBRXEKEELL, B 6:2:0.1 Kb&5/ FE/ S8R,

BEFHMAH. BALERAE, FRAKE%R FAERLESYH, HEEH
K (2.22 g).

C,H,,C1,N,0,: MH+ 31 F-& 411.1475, 5E3R{& 411.1495 A 2.0 mmu;

S LM C 65.90 ; H 5.72; N 6.70%; CyHyuCl1,N,0,.0. 46H,0
# P {E: C 65.90; H 5.75; N 6.68%

EZOE R

K#&EH) 11

R -3 -[[2-[[2-G-f%*X)-2-FCAIRLITA]IRE]
-~ -BER]-2,4- — B8 2- FE

MR -3 -[[2-[[2- 3- KEXK) -2-FRCEIRE]TEIAA]
- [, -BEA]-2,4- R - TR L5 F (406 ng) A RMEE
— KA (262 mg) £ 3:1 T8 - K20 nl) PHEZTH. CRKE®R
S64e, M 6:2:0.1 845: T8 SAMAERMK, FEIFALEH (35 ng),
A b & Bk,

C,H,C1,N,0; MH+ #t {4 469. 1530, SR 4A 469. 1522 A - 0. 8 mmu;

LM L@ C, 63.93, H, 5.36, N, 5.91; C,H,Cl N,0; 6922 #{4:
C, 64.03, H, 5.37, N, 5.97

ELep] 12

R) -3 -[[2-[[2- B-R#%EHL)-2- ﬁbilié] zEIRE]
-[, 1 -BER]-2.4- —B&K

BmTHEEHRH 11 S EH—FERLGESBIKE. F
)i AA9 (188 mg), HaE&EEK,

C,H,,C1,N,0; MH+ # JL44 455. 1374, S£RI{E 455. 1377 A +0. 3 mmu;
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n.m.r. (CD,0D) S &% 3.44-3.47 (¢, 2H), 5.01 (m, 1H), 6.61
(d, 1H), 6.86 (d, 1H), 6.96 (s, 1H), 7.28- 7.47 (m, 4H), 7.46 (s,
1H), 7.91 (dd, 1H), 8.11 (d, 1H).

F#b] 13

R -3 -[[2-[[2-C-FEX)-2-BCLRIRAITAIEAR]
[, -BERT-2-FE-5-B%K, hoEBKUT ng);

C,H,.C1,N,0.: MH+ 544 425.1632, @44 425. 1638 A 0.6 mmu;

n.mr. (DMSO- dy) S1E€L46 2. 24 (s, 3H), 4.64 (m, 1H), 5.65 (bs,
1H), 6.43-6.45 (m, 2H), 6.54 (d, 1H), 7.10 (t, 1H), 7.67 (s,
1H), 7.74 (d, 1H);

WR -3 -[[2-[12- @-K|ER) -2-BCHAIRE]ICEIAE]
L UBRER]-2- PRA-5-BRPE A& (300 mg) A R4
— K4 (106 mg) H)4F. |

L4 14

R -3 -[[2-[[2-C-&XK)-2-HCAREATTEIAA]
- [, -BKER]I-3-K-4- B8, HXERHK(2005.3 ng);

CpH,,C1N,0: MH+ #+ F & 445. 1086, £ {4 445. 1071 A - 1. 5 mmu;

n.m.r. (CD,0D) 84 €35 3.10-3.24 (m, 1H), 3.56 (t, 2H), 5.00
(dd, IH), 4.97 (d, 1H), 6.69 (d, 1H), 6.90— 6.92 (m, 2H), 7.20 (¢,
1H), 7.22 (t, 3H), 7.29-17.37 (m, 3H), 7.42-7.50 (m, 3H) 7.50 (d,
1H);

BR) -3 -[[2-[[2-(3- fEA)-2-ERLAIRE]ITE]IRL]
[, -BER]-3-f-4-B2BTE—H8E (500 ng) o SAM4E
— 7K 4% (158 mg) #1F. |

%34 15

R -3 -[[2-[[2-C-8FHK)-2-FCAIRLAITHA]IRE]
-[1,1" -~ BE¥HE])-3,4- — %8, HKEEK (205 ng);

C,H,,C1,N,0;: MH+ +t B 44 455. 1374, FR4E 455.1390 A +1. 6 mmu;

n.mr. (CD,0D) S4E 6,35 2.97-3.00 (m, 1H), 3.43-3.45 (m, 2H),
4.97 (dd. 1H), 6.69 (d, 1H)., 6.97-6.99 (m. 2H). 7.20- 7.31 (m.
4H), 7.42 (s, 1H), 7.73 (d, 1H), 8.19 (d, 1H), 8.37 (s, 1H);

R -3 -[[2-[[2- - &ER) -2-FTAIARAILRIAR]
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“[, 0 - BRI -3,4- —RB TR %% H (500 ng) A~ EAMLE
—K4-4 (303 ng) ¥ 4F.

E ] 16

R -3 -[[2-[Q-&£X-3-XAAFR)RETTHIRHKE -
(1,1’ -BEX]-3- 8%, HXEHEK23.2 ng);

C,H,N,0,; MH+ 44 407.1971, F R4 407.1966 A +0.5 mmu;

NMR (CD,0D): & é.# 3.14-3.20 (m, 1H), 3.54 (t, 2H), 3.95
-4.04 (m, 2H), 4.23-4.27 (m, 1H), 6.67 (d, 1H), 7.38 (t, 1H),
7.62 (d, 1H), 7.65 (d, 1H), 7.88 (d, 1H), 8.19 (s, 1H);

HR -3 -[[2-[@-&£X-3-FXEARRK)KEITE]IAEA] -
[1,1’ -BR¥EXE]-3- B8R FE (37 ng) f» LAMNE— K49 (20 ng) £
2:1 V& :K (1 nl) FHEF.

K 17

R -3 -[[2-[[2-3-KEHX -2-LCEIREICHHE] -
(1,1’ -BKERX]-3-BX, HEE&HK(113.0 ng);

C,.H,,CINO,: MH+ ++F {4 412.1316, #M4A 412.1308 A +0.8 mmu;

NMR (CD,0D): 54& €,3& 3.09-3.15 (m, 1H), 3.45 (t, 2H), 4.33 (¢,
2H), 4.99 (dd, H), 5.01 (s, 1H), 6.96 (d, 1H), 7.47 (s, 1H), 7.65
(d, 1H), 7.92 (d, 1H), 8.20 (s, 1H);

WER -3 -[2-[[2- G-&¥X)-2-LCE]RAICHEA] -
[1,1° - B A]-3- # % P& (190. 6 mg) # & AAE—K44 (108 ng)
A2 3:1 ¥8:K (12 ml) THE.

k3eH) 18

3 -[[2R-[[2- B-KEX)-R-FCEAIEAIRAIRE] -
[1,1" -BFEX]-4-BR

¥3 - [[2R-[[2- B-&XX)-2R- [[(RTR)=FAFaARE]
SI1CA] [(MTEE)ZFAIRAIRAIAR] -0, -KEE]-4-
H B TS (289 mg) AN A #keg 1,4 - —BER A% (4 nl) Py RAMBH
1.5 B, HRAWA LRER, FHIE 20 54, FARBOARY.
MELHTMITEEN, FRBELPWATTER. REWRET 3:1 V8
A (10 mL) ¥, AMEARLE —KSY (120 mg) &2, FREIFIE. H&
RO ENRG, BRAMKEEL, B PE: AT 88%E R (15:
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85: 1.5) 3B, FRFHLSY, HEEEK G ng).
wREMS (M&-F): (MtH) 425
HPLC (C18): %% 98.35% M4A 0.1%=# LB 10- 100%ZH
- KB, FGeEA 12.7 54.
5 #BEH 18 M6 7 ik H4 £EH) 19- 25 694L4-H.
x4 19
3 - [[2R-[[2- G- fFX)-R-LCEIELIBHEIEL] -
[1,1’ - EEX]I-2-8B%, HEEEKQ38 mp);
BREMS (FAEF): (MHH) 425
10 HPLC (C18): %L 95.5% M4 A 0.1%=R LB 30 - 80% LA -
KB EADEE, FERNAA 11.8 54, B R 254 nM R E;
w3 -[[2R-[[2- B-8EKL)-R-[[(BTHE)-FEPERE]
FICA] [(ERTARBEXIARATRAIREA] -, -BEHR]-2-
%8 FE (575 mg). AN #8489 1,4- —FERE®R G nl) FEELE—XK
15 A% (185 mg) & 3:1 ¥ & - K (10 ml) JH7%F.
F#4] 20
3 -[[2R-[[2- B-fXX)-R-FCRAIEAIREIRA] -
[1,1' -BR¥EX]-2,4- — %K, HHXEEK (302 mg);
BrEEMS (FBEF): (M+H) 469
20 HPLC (C18): 46 94.2%, MA4SA 0.1%=R LA 30- 80hTHF -
KB ERDEEM, RGREA 8. 71 247, K@ 254 nM & oy B L E;
W3- [[2R-[[2- B-&¥X)-2R- [[(RTR)-FEFTaRREL)
FI1CE] (RTEABDERIEAIAERIAR]- [, -BEK] - 2,4
- BB T8 (655 mg). 4N HEM 1,4- —BERER 6 o) o AA4
25 42—K4SW (256 mg) £ 3:1 ¥ & - /K (4 mL) FH 7.
LA 21
5-[3-[[2R-[[2- B-&KFX)-2R-£ZEIRLATRAIRE]
(E]-3- T HER, ARECEHAULL ng);
WHEEMS (FBE-F): (M+H) 426
30 HPLC (C18): %L 04.0% MAAH 0.1%=H ZEE 30- 80RT W -
KB EAD O, FGHRA 6.30 247, K@ 254 nM La9 B E;
W 5-[3-[[2R-[[2- 3- RER)-R- [[(RTR)-FLTF&E
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10

15

20

25

30

HAIRIZE] (TERERAIRE]AEATRETEEL] -3 -we
BMTE (292 mg). 4N HEEe9 1,4- MR E®R (5 nl) A LE— K4
# (65 mg) &£ 3:1 W& %% - K (3 nl) PHA.

F 34 22

2-[3-[[2R-[[2- B-RFEHX)-2R- L CAIRLIREIRL]
A -3-wkwEE, AHKEEIK (268 ng);

REMS (FAEF): (M) 426;

HPLC (C18): %hiE 95.5% M4AA 0. 1%,.iz,$éﬁ 30 - 80% LA -
KB EADEOEB, RGRTA 4.79 240, K@ 254 nM &6 BKE;

B 2-[3-[[2R-[[2- B- K*FxE)-2R- [[(RTR)=_FETVH
HAIRICE] (RTRABDEXAIZREIALIALIFXR] -3 -
B P B (420 mg). 4N #%ERe 1,4- —MERE R (4 nl) F AALE—KS
# (295 mg) &£ 3:1 W& %% - K (3 nl) THF.

34 23

(R)-5-[3-[[2-[[2- B-KXRX)-2-RCEIRAILE]IR
EIERX]-2,3-—8-T- k% ER, HXEHK97 ng);

C,sH,sC1 N,0,: MH+ 31 H 14 453. 1581, ER4E 453.1569 A — 1. 2 mmu;

S¥r @M C, 61.04, H, 5.37, N, 5.60; C,H,CI,N,0,.0.67LiCl.
0.59H,0 #) 2 b{E: C, 61.04, H, 5.36, N, 5.60;

BWR -5-[3-[[2-[[2- B-&FE)-2-[[(BRTH)=FLYF
AREAIEICEA] (RTEARBEATERAICRAIRAIRAR]-2,3-=
S -7-FF kBB PEE(691 ng). AN &% 1,4- —FER&E%(10mL)
o E A tiE—RKEH (170 mg) 4 3:1 wWE=%%H - K (20 nL) FPHAF.

x4 24

R) -5-[3-[[2-[[2- B-&AFH)-2-£TEAIHAITAILK
HIEAI-3-wbox B, HHEEK 15 mg);

CpH,,C1N,0,: MH+ #H 544 412. 1428, 5£# 44 412. 1425 A - 0. 3 mmu;

n.mr. (CD,0D) L&+ 3.11-3.29 (m, 1H), 3.58 (t, 2H), 4.97
(dd, 1H), 6.76 (d, 1H), 6.97 (s, 1H), 6.99 (d, 1H), 7.26- 7.35 (m,
4H), 7.46 (s, 1H), 8.51 (s, 1H), 8.76 (s, 1H), 6.00 (s, 1H):

MR -5-[3-[[2-[[2- B-KEX)-2- [[(RTH)=FLYT
AREAIRICA] (RTAR)EZAIREAICRIREIFRE]-3-%=%
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$ 8 P8 (251 mg). 4N H#ked 1,4- —MEEE% (10 nl) #» S840 42—
AKE41 (96 mg) 4E 3:1 W &=k — K (20 mL) ¥ HI#F.

g4 25

R -2-[3-T[2-[[2-QB-fFEK)-2-BTLEIREITLEIK

s RIFEI-4-wHE®, AHEEEKG2 ng);

R ENS (RBEF): M) 412.1;

n.mr. (CD,0D) 8fE &4 3.11-3.17 (m, 1H), 3.58 (t, 2H), 4.96
(dd, 1H), 7.46 (s, 1H), 7.75 (d, 1H), 8.21 (s, 1H), 8.59 (d, 1H);

MR -3 -[[2-[[2- B-KXK)-2-[[(RTE)=_PL7=E

0 KAJRIZE] (RTAR)ERIAL]ICAIRA] - [XA]-4-w
- RBTE (239 mg). AN HEw 1,4- —FEEE%R (10 nl) #8404
— KA (55 mg) £ 3:1 w9 &=k wh - K (15. 5 mL) ¥4 4%.

FH#4] 26
R -6-[3-[[2- B-KFEX)-2-LCAIRAITHAIRATXE

15 H]-2-wk BB, HFE A (30 ng);

C,,H,,N,0,C1: MH+ ++ 14 412. 1428, @44 412.1436 A + 0. Smmu;

n.mr. (CD,OD) ${£€ 3 3.24-3.08 (m, 2H), 3.61 (t, 2H), 5.01
(dd, 1H), 6.72 (d, 1H), 7.44 (s, 1H), 7.65 (s, 1H), 7.96- 7.86 (m,
3H);

20 W R-6-[3-[[2-[[2- B-&AFXHE)-2-[(RTH)-F#
TREAIAICE] (RTEAREZEIREICEAIRAIZLA]-2-w
RABRFERR -6-[3-[[2-[[2- B-8|FH)-2- [[(EKRTH)=
PEFEEAIRICAIIRTAMZEIARAICAIfAIREA] -2
WK TEE 2.5: 13%4% (263mg). 4N 3med —BES %% (10mL)

25 AARME—KSYH (65 mg) £ (3:1) FE: K (40 nl) PHEF. £
HEELSE FPR4AE (170 mg) (A 12: 1: 0.1 45 : FB: £ 84L&
P ).

A RALH
BHRERST @ECEFQ@EWDSRELHEURBKAER —REBER
30 H. REMABERBREFER, TUHETHHSS AF B.
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w8 B 5E44/5000

10

4o A
(a) VEHRS
(b) $L#EB.P.

(c) LEBRIHMA
(d) ELYHwEH B.P.

(e) HERE
ﬁé%a
(a) FHARY

(b) $L#E 150
(¢) Avicel PH 101

(d) CLEREHHA
(e) RTHWELH B.P.
(f) ®iEme
@{oHC
PR
L5
B
B L4508 B. P.
- 87T 3

BRKRESNERTAEEA,

51

mg/hH mg/H
250 250
210 26
20 12
15
5 3
500 300
mg/h mg/h
250 250
150
60 26
20 12
15 9
5 3
500 300
mg/h
100
200
50
5
4
359

TAHETHAELH D # E. 48
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WEFPHRGABERZ AR EHDG.
e )
mg/H
RS 250
g M4k 4
TR AL 38 NF15 146
400
5
AW E
mg/h
E RS 250
G eE
L35 145
Avicel 100
500
WweWF
10
mg/h
(a) EHARS 500
(b) HALFTELSF%HHE Methocel K4M Premium) 112
(c) 35L#B.P. 53
(d) ECHwEL# B.P.C. 28
(e) ®RIEERE 7
700

BoHpTRRBIRES Q) E(C)ERUHRERAER—RB]RE
. REMANRERENERHATHE.
weh 6 (MRN)
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10

15

20

B 25 mg/ A BERS WP ME_PTRLUESEE. BT
BRLUBRREX-_THRE, FE_TREARATEHXLEITEAAGR
Fo P A AWHBFE (Eudragit L) BEFTREIHHRER, TUAHE
WA CHMmAR)S. BT Eudragit L 24, ZEELSWHI N I 10%
(AHTRBESHEHEETH) BN UG LEEARASIBRTEY
. SEHEBANOELE TR L. RER=TEFTHZT
B ES.

HEoPH BRESER)

Wit A 50 mg/ A MBERG WA B E_TRLELS%E. RT
HRLURFE_TRE., FE_TREARATELETITAANR
Fo P R B FE (Eudragit L) BEFERESDHER R, TUHE
WA FHBAY. BT Eudragit L 24, XEBADHIERE 6 10%
(RHTARSHEHESTH) BEARGLEEARAMIBRTER
. GEHEBANOEAEX TR -_LE. FRER=TEFPEHR=T
B EE.

BEALY

EaP A

Bt EEALSY D ORI RS, FRHAFRSGHAALIGHNRS
ARHEREREETTRHEEE. TAEBAMGFTEHNETEAS
4 B.

HeP B
mg/K &
(a) FHRS 250
(b) 3$L#EB.P. 143
(c) THMBEBRHA 25
(d) =mEEBE 2
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WEEWC
mg/f& &
(a) #EHRS 250
(b) Macrogol 4000 BP 350
600

@it 3% Macrogol 4000 BP B&, WHEAIFHTE&M P, ¥
s HAINBMBIFLSAROBRBRET, TURHEKE.

‘a4%D
ng/fK &
RS 250
9P B A5 100
Ak 100
450

10 B ERRS S RTFABALLE P, FHIRBRALAK
8., RRUARKRET, TARERE.

MEME (EEKE)

mg/R &
(a) HEHARS 250
(b) #HAEG4%E 125
(c) #$.#B.P. 125
d) TEY%* 13
513

15

TR THEERREASH: AHFENE () E CQWHRIFHR
4, REHBIRFEB TR, HFTRSIPUAERRWD AR, FR
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B 3Ry H R R AT

BLMF (BEKE)

mg/Mx &
(a) #FHARSY 250
(b) BEH%E 125
(c) #£L#%BP 125
(d) AHE-_FTROURFEF 50
(e) AE_TFTR-_CLHE 5
555

TR THEREREAEY: AFHEIF () £ (o) RS HH R
A, REHREARFEY TR, B TRGIMUASAHAEEN HhE
BE(d) &Rk, HAALINTHRSHRGEABKET. ~

wo¥c EERKE)

10 T FTHEAAY E SBERE: A 5ong/BREQMERE B
WRE_FTROUBTEE. RUHEALEREX-_TRE. FE-_TFRE
AEAFRAH SR FRTEAH B PEAHRTE (Eudragit L) BET
BAWBEEPILE R, BT EudragitL Z4h, XBRASHES €35 10%
(RFTRAELHENES ) R BARGLERAIARIBRTER

s . SGENHHEBANCESEX-_FR_OUE. ¥ER=TEPHHZLR
5.

BRAERASY
RS 0. 200g
£H. LA EHBELZ¥H (pH 9.0) mE 10ml

20 B 35-40C, BERRYBEBRAEXFIBREZ NP, RERH
BRITEARRE, ZLERABZLEZLEAN 10 ] HBEM (1 R) F,
% A B EATH (overseals) & 3.
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99809630. X oWl 5 5849/500
MR ESBEY
EFHRS 0. 20g
¥E 0. 10g
Glycofurol 75 1. 45g
EH AKX EIZhE 3. 00ml

BERBRYET glycofurol . REMAFEHFERLER, MWK
% 3nl. ERAVEAERILEZTE, FFEHE 3 nl LERFB DK
s (1%) .

¥ e
HHR S 0. 25g
WL AL BRI R 1. 50g
H il 1.00g
EFRHA 0. 005g
Hrok Al 0. 0125ml
itk EEmE 5. Om1

BETRAERE—FHHAKF, FRALEFER., MAER
BSELEM. BHEERSHHREAe, ML KERNBITE KR,

10

e ]
mg/ 5 H 4 5]
EH RS 250
Hard Fat, BP (Witepso) H15 - Dynamit 1770
NoBel)
2020

E%& 45C, 3 1/5 VWitepsol H15 EF A EHAELENE T HE,
15 AEER RS 2001m 5, AMEA K Silverson BH T mAR &
REY, AERNYHHIREK. KiaRSWEFE 46C, AEFRT
AR &8 Witepsol HI5 HHEHRARREH Y. EEARFREL
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2501m REF4R%, FAEESEHMIFT, HHAAHE 40C. £ 38-40TC, #
2.02¢ FLENERAVAALINGEABHEBY, FEELHNAHEST

5 ECR o R
mg/ & [ E A
EH RS (631m) 250
AARHE 380
T axEn 363
b3 T 7
1000

¥ L& gy ARG, HRAFREMEN &R ER.

ZE8sHY
EER S 200mg
Z 8% USP 0. 1ml
pLESS%E

10

R LS RERERRS L8 USP R, FOEEELARA 10
) ZERLHEET.
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