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alpha,Upjohn) . N L& BIPGFo 16— AT, RHIFIE 7267 BB HIEAN TR~
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THOLT , AR VA2 RV FE R B2 () B PR 38 2D R BT PR 2 VR B R 3R 2R AR
1B DR S R SR TH 1 7K 4 R (R 8 B AR A e AT BE LA 0TI T X o o 5k e
BT I T 457 B A0 AR Rt iz JOK AT, A T 2 5 A IR i B 57 DR 5 o S B i o 224 3 e g 7Y
(AT 24 4% — 52 A BL s B 70 LV AR LR BB B S5 I S 45 25T, B AT R R MV i
TEHR A% B B2 IR R I 7K 53 7F o BT 265 90 1 L1 1 P 1y 2 -5 00 s ) Tl R 5 o L 119 47
TS o PR, AR PR 4 100 ) 2457 = 3 BEAR v » AT BT 05 245 29— 38 v R X S AR
WP X I 2 IX B FT 25 3 N MBS, BT 24543+ B SRk 8 o HES BT 25 -IE N At Jog, —
b S ) 7KV L BB T o EH T I 24 7 B B 52 JEk 471 T 47 B T ) (R AR R, IX LU T 25 A 2
5| AR B B IR P R 58 S R S SRR B K o 3 R T 2 7 A A B2 v 1) 2 S AR AR A
I B K Franz i #EAT & o Hrb A A4 B2 ok 9 185 B DR R 38 A7 Wi i B0 T ) A AR 5 PR 2H 23
(360-400um/5 ) 252 VR HH 2m1 2 % [ 4 137 S 1 1 A2 28 Eh /K 2 R, FF BA600 %% / 73 (1) T J
PiHE X EHI 24 K FL R o ik Rl R ) BB B0 B T) 1 5 28 A 72 140 1 REVRUR €0 1 o )
E o LLO. 2m1VE T-pH 7. AMK B2 £h 52 VA T (0. 2M) [R5 43 10 % B8 Bl 24 1) 2, 5RO . 2m1 i
TpH 7. 40 BB 22 oA (0. 2M) [ 4 4 10 % HE RS i 7 iR 25 L 5T B BR 25 L AH 1k &1
TR BB AR VAT, 25 S a0 L 2 A 3P 7R o T SRAS 21, 11, 15— -9 -13-H{ 71
JHIN ,N- " 2 R L BR SR 3k 5 11, 15— 2 3L -9-Jf -5, 13- R FU AR MG RN, N- 2 2 4
MEEERE £h,9, 11,15 =R -1 3-FI FIA RN, N- . 2 G 3L 2 BEBE BR 2k ,9, 11, 15- =0 35,
13-HTF I BN, N-— 2 FE L EE B W 28,9, 11, 15- = 15— -5, 13- R 71 It — 4%
BN N- R 2 BERE G £8,9, 11, 15- = F-15-F H—4,5, 13-Ri F IR =M RN, N- — 2 &
FOBERS R EE,9, 11- 2 HE-15--20- 2. 35, 1 3-HI PR MG IRN, N- . 2 & 3 2 BEBE R
(9,11~ F-15-F-20- L HT FI IR ZRFoaN,N- L F L) , 11, 16- 52 -9 -16-
R -13-HI PA RN , N- LR G BREE R £h , (Z2)-T-[ (1R, 2R, 3R, 5S)-3,5- 2 k-2
[(1E,3R)=3-F2 24~ (a,a,a- =g -m-F 2R ) S - 1 -1 M 2 1 IR 30 28 1 -5- BRI RN N-— 2,
AIELEEREIR LS, (2)-T-[ (1R, 2R, 3R,5S5)-3,5-—#3E-2-[ (3R) -3 I 528 L W I [ 3R %
e ]-5-PHEHIEN,N- LA K L BREE R £, (Z)-7T-[ (IR, 2R, 3R,5S)-3,5- -2 (1E,
3S) 3-8 -5-FR I 1 - M L 1R I3 |- PRI RN, N- - R L BRRE IR 1, 11, 15— F8 k-
16, 16— —F JE-9-f-2, | 3-Fi 7 N, N- . 2 L BERS R £, 7- [ 3- -2 (3-8
B4R 1T R ) 5 ARI EE ] -5 PR N N- . L 2 B L R BE TR 2h 6, 9-FF % -
11, 15- 235, 1 3-HI FIIR —HBERN, N- - L2 5t L BREE IR 3k, 7-[3, 5~ R -2 (3-8 2t~
4=(3-=F R LRI ) — 1T M 38 ) IR 1-5-PHIA RN N- LR L L BRES IR £, T-[ 2[4~
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(3-SR L) -3 -1 - T Mt ]-3, 5- SR JE IR IR -5 - PEIG RN , N- - 2 B 3L 2 TR I R
#h,7-[3,5- -2 (34T - 1 - T ) IR ] -4, 5P R RN, N- - 2
CPRBEIR L, W ZUMEZRE L, BT ZUMR R Es, BT ZUMRE = F1a, BT B MR 2R Foa, RATFIER , HIZIAIAR, it
HIZVER , K2 A0 BB, tAR AT 7 2, R AT Z 3R, b BRI Z 2R, 35 SRR 20 2%, i wi B , 50 51
Lo, AT BUEE , SUHT P BE NS5 BT U ARIE I A A4 B2 PR 2 W 28 76 43 9 1. 01mg , 1. 10mg,
0.85mg,0.94mg,0.80mg,0.90mg,1.05mg,1.09mg,0.91mg,0.95mg,0.85mg,0.88mg,1.01mg,
1.11mg,0.86mg,0.92mg,0.81mg,0.001mg,0.001mg,0.001mg,0.001mg,0.001mg,0.001mg,
0.001mg,0.001mg,0.001mg,0.001mg,0.001mg,0.001mg,0.001mg,0.001mg,0.001mg,
0.001mgH10.001mg/cm”/h . SZ56 45 J 1t B Rl 25 78 A4 52 Jik b (0 47 1 B2 B B 2R 2% Rl 9
BRI R A AL AP T I 100065 o 45 FAEIH e S e it 20 % B 1) E L fup X 25 1) 28 ok AR )
JEAN R K e b AR Bl X (2) “E i R s HERi AR AR B ER L, 511,
15— 33 Fa -9 1 3-Fi FIRBEN , N- — 2, 5 5 7, BE T 16 56 110 138 B o o it o

[0025] HiFIMR &R A EH A RAMHIT ERIENEGY, 2KBEHITEOCRKNELZGY
(Woodward,D.F.et al.,EHLH'55,688,819) .4 HRIEFR AT F I 2 f0PGA, PGB, PGD , PGFaq
PGF1a, PGE2, PGE1 S ‘BT 1) 5 2 T A B AR R 09 v M, (ER 8 2 B 2O0E , DA R DA S i 78
AN 7K AR PR Bz JER TR o BRI 6 R 17503644 1 77 A T 77 Ji el S B Jp A SR B 88 . =
AP 2 B w20 B 2= LA A AN BE AT T8 97 FOGIR 805 IR Hs cBuchman®$ A (Buchmann . Et
al.,RHELH55,756,818) e th L IR L PEl L 2-F1 be L B 05 B B e B I AL A M Pl AR
I N & oWoodwardE A (Woodward,D.F.et al.,3EEEH]'55,688,819) #E H AR IELPilg . 2-
ek Bl s A e b A 1A A AT LA TR T S OGRS IR e o Mok, S5 HT R | AR w2
F P RTFZ RILE B R0 53R ORI IR R E Y H T BB RS, X e 2 E A
BIAE o 1% 28 B /R A ARG AT 77408 L HIR B A 20 HEL B A e 0 e G AR £ L R S Ry e i, )
I8 < HIEL B T3 S AL T IR 2 g R HL e T iy A3 o

[0026] XA AT HOG/INRE IE A 51 & R A E , (8 Ik 3% 6 sy HR e RE R 28 R DR 48 R BH I
S B HE LG AL A MR ARHR P9 s 77 T B4R A o FHAR I TR 35 I DR AT B2 B A BRI 5 > RS
J ZCHR R 0= R P o 7R AT 52 A A5 0 KV VR 0 R B R R (BAmmHg v ) o £ =R
(RSB JHIA] , 53 5 25 275K (BEL2AN /NI 45— IR 24 ) TR 25 245 24/ N i DN 2R N %, 28 e
124N /NI U 52— VR BR K o RV TT MR P — M0 001 % 210 . 01 % 1 257078 T pH7 . 20 TR IR £k
S B0 IND SRR IGIT I — A AW CRZI3050H ) - 11, 15— -9-F -1 3-Hi 71 /&
TN, N- 2RI L EEEEFR 26 (A) 11, 15— ¥ F—-9-Fi-5, 1 3-Hi ) I N N-— 2 &2
MERE PR R (B) 9,11, 15-=F2 55, 1 3-HIFI MR G RN, N- L 2 L BRES R £2.(C) .9, 11—
2 -1 5-fi-20-7, 55, 1 3-FI TR A EEN ,N-— 2, 8 0 2, BEBE R 35 (9, 11— — 32 -1 5 -
20— FEHT B R 2R F2aN , N- LRI O R RE IR #5) (D) L (Z)-7-[ (1R, 2R, 3R, 5S) -3, 65— 2 ik~
2-[(1E,3R)-3-2 H:—-4-[ (a,a,a- = —m-F R H) S 1-1 -7 M= 1 PR 08 1 -5- B M RN, N-—
AL EEREER 2 (B) L (2)-T-L (1R, 2R, 3R, 58)-3,5- 5 —-2-[ (3R)-3- 52 TR 3 ]
AL ]-5-PHR RN N-— 2 s i O BREE R £5 (F) , M (Z)-T-[ (1R, 2R, 3R, 5S) -3, 65— 2 it~
2-[ (1E,3S)-3-F Fh -5 TR k- 1 - [Jefs Bk 1 B0 0 25 ] B RN, N- - 2 2 U B i R 6 (GO 1
SE AR INEL LR

[0027]  R1.RIRHTF M S HAZ ALY T 25 B AR 9 e i A .
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[0028]
wEY | FERE | FE% FHZ R Ch)
24 36 48 60 72
A [ 22.140.7 0001 |153404 | 15.1+0.5 | 150404 | 151405 | 15.4+0.4
B 22.3+0.6 | 0.001 |15.7£0.5 | 15.840.5 | 15.9404 | 15704 | 15.9+0.5
C [ 225+0.7 |0.001 15.5+0.5 | 15.6+0.6 | 15.7+0.5 | 15.6+0.7 | 15.5+0.6
D [ 22006 |0.01 16,5406 | 16.7+04 | 16.840.6 | 17.1£0.5 | 16.8+0.5
E 221404 10001 | 15.1+04 | 15.0£0.5 | 15.0£0.4 | 14.9+0.3 | 15.1£0.4
F 225405 |0.001 15.6+£0.5 | 15.740.5 | 15.6+£0.5 | 155404 | 15.6+0.6
G 224406 |0.001 |152+0.6 | 154405 | 155+04 | 154+0.6 | 15.4+0.5

[0029]  JRji s 24 R SR AT AE A AV Ui I 1 1l 21 i 2R S HER AR 28 ), AE BRI LA /N o
PR S U2 P o0 A HIR i P R E P BSHR B AN IE o MR AR ANTE O R4 bR HEST 73 VAT, 03
AN TEREBRAATAT ARG R IER , AR e RO 23 BRI, 524 M . 45 R IR 27
[0030] 2. JAy il 4 24 K SR A7 A 1K R 1 i 10 i 310 B 2 B LB R Wi 285 Jm £ B AT A 79 170
P e AE I U2 A ) S

[0031]

&) & % 2 R
PGE1 0.001 4

A 0.001 1
PGEs 0.001 3.5
B 0.001 1
PGFaq 0.001 3.5
C 0.001 1
EERr IRl E 0.01 2.5
D 0.01 1
HIENGIRTIES 0.001 2.5
E 0.001 1
hARTF R 0.001 2.5
F 0.001 1
bt G512 0.001 2.5
G 0.001 1

[0032]  JRjS 25 245 R ARAFAE IO AU M i 10 il 51 i 2R B B AU B 285, A2 e 7K 24> /N o
PP A RLIN Z5 0t f 5 R 1) 45 1 T8 I P o 45 1 78 LR P2 OB 4RI bR T 20 VP, 05
NN T AT T ML R, AR RNAT 25 0 78 MU AR A7 G5 B it o 45 R AR 3w o
[0033] 3. JA il 4 24 K SR A7 AL IR R i i 10 i 510 B 2R A LB Wi 248 Jm £ B AT 0 T 170
P e A I 028 A0 e R I (14 45 78 I AR

[0034]

s & % Gk gt
PGE, 0.001 4

A 0.001 1

16



CN 105566192 A W OB B 10/15 i

PGE 0.001 4
B 0.001 1
PGFaa 0.001 4
C 0.001 1
EERr IR 0.01 2.5
D 0.01 1
HENGIRTIES 0.001 2.5
E 0.001 1
SR ERIRTIEN 0.001 2.5
F 0.001 1
bt G512 0.001 2.5
G 0.001 1

[0035] =BG &h S W R IR LR 25 VR 7 miHE R AT SRR I R ZAE T eI 512 . e AT 198U
IR T 2R B2, HA 2 51 R E HECRIME R/ BT ZUR R A AL S M2 HE
W IRE TR U ET PR R R4S 25 TR RS I, AT T IR I HO ACIRAR « EATHRIN R 45
B 7ERR B AN, BRI AT B8 2 51 AT I 708 S 3 FE B K o 10 B 20 I 2= a0 N HIR B /5, DRI R A AR
FHES B JE R EATT & BN B K B — 85 20 15 B8 AE R I AT AN BE AT 280 30 N 4 /5T« >4 1l 371
F 25 A0 24 R A F T IR A I, e AT R V5 A T IR B 1 AR AR v o SR B8 i 24 40 R 2 & |
(%) T F A T -5 L B ) Tl e 5 o 2 1) £7 FR A B o DRI G 25 ) A5 AR P IS 471 10 ) SR S o PR AR v
AT 3K G iy 240 o v R P XS BRI P ) X 38 S RT 245 70 F i NS o5 K P 43
SXAES AT 24 BE NG 5T o BT A0 24 AR NR B B ok Ah 4 B8 B I TR AR 5, AT AN 2 51 E R A 4
B PR R B IK

[0036]  RyFIARZE I VRYT B IEPAC L RERE IS (Yeager; J.L. et al.EHEH]56,693,135)
R = PR 2T (Scott,N.E. SE[E & R '56291528) o (H A2 , 5 1 At 2% il 351 a0 5 b e FAS
Be A 5 8 HE O\ R IR I B 25 W67 I FE o — AN T Al Ak 4 B B 1 25 7 i 3 3 2R (i 37
H#ZE1) (MUSE.RTM, Vivus,Menlo Park Calif.),ilid 3.2/ K EH 43,52 K4 O
(Padma—Nathan,H.,et al.,N.Engl.J.Med.,336:1-7(1997) )& 25 i B A5 FR 18 T ¥6 57 FH
P2 o X PGB ST 77 T BIAE F A2 B 22 5 RN 2 i PR T A% o« 8 JR T 45 24 1T 31 I 2 B B8R 71
MR B2 ¥ IT FHIE R A R IE 12 A 2 2 G R TE S e BRI/ I DA S A B 25 1 i 4 52
IR RIME i JRIE A 4RI IR 2= AR 7 4h— Al B2 AT i 21 S W LL 1k 4h
25, XA ] R R BG4 &, UL AR E R HT P I R B AR AR AR I DaE .

[0037]  —ACL&RT s AL T HIHT IR R E ™ 2 8 I 4R AV S 45 25 - 1T 2 M R (R 2 i
REO AR ST A 2910 3 L RIE 278, 7] Re R AR A 4EAL DL S E ST R 22 88 T e

[0038] Ak B K I8 B Wi 24 B8 AR PR (038 (~ Img/h/ em®) i& 1L B2 ik, iR T Ehie oh
REPR AT B A oM DS w iRt 1 — i LA BIE IR T T 290 01ml 70 0005 %
[~0.05ug(fsh5e) 111, 16— 5 H-9-Hi-13-Hi F A RN , N- — £, 24 = £ Ba i 1R #h 1 pHT . 0Tk
PR Eh 22 P i (0. IM) FHZG TR PR K BR (30 ) B AR TR AT » R — IR, FREE5 R o 45 R W [F]
A AZI KR, 852 FZIH KRR PE PP B3N 1 645 , PEAZ BC IR B In 1 465

[0039]  SR/GHAHSEEMILL, 15— F L -9—Hi- 13— 71 & BEN , N-— £ 24 J 2 BRI 1 36 1)
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pH7 . OB PR 5E 22 M R (0. 1M) FIZG T HEPE R ER (30 ) FIBEPE K ER (30 ) (K A AL, FER
— IR, FREESR A R R FIA 2 R R L , 52 25 KSR b 2l 3858 T 66% , PEAS T
BTN T 6% o i FE N S N2 A KRB R R AT ANE KR

[0040]  RARHTFINRERE < H 51 B 2 ARIHT 1 IR 2 FECE AT & B A mT TR IS4 & 1
JE (BRI R ) o T0.3m1 pHT . OB BERR h 28 pA V(0. IM) B0, 02mg 11, 15- 8 H-
- -5, 13- IR —H5 BRN, N-— 2, 5 . BT IRk (A) 111, 163 S -9 16 - 2. )5 k-
5, I3-HIFMR —JHIEN, N- @A G BRI IR 6 (B) , 45 25 T H R PE R LS KB B (&
B a5 R ML) o« F 2 303 AR 3B T SR AR AR 1D ORI ML < 45 R 4 s

[0041] 4. Bl Z M 20 2450 19 R P v AL e K B 9P B8 0 Jk oL, s D 5200 o A 8030 A 1

P{E £SD
[0042]
WA | Fehiin s B IEHIET] (D

1 2 3 4 5

A | 181.4+7.5 | 1482474 | 1430476 | 1422464 | 143.2+7.8 | 145.247.0
B | 183.518.6 | 1552182 | 1532468 |150.247.8 [153.247.0 | 1552464 |
[0043]  HUFIAR R RI 2038 WA Z T 1 A VE R ILE KRG, KR AT 23k & 525 B A
1 HL 45 25 0 K BRI A 20 AT AN I

[0044] LR (2) “G5a2” Fr R A mT LR BT PR 25 VT BB IR 25 A A &
Y5 (3) “G IS Fra AL & A8 & R SR 48 A8 & FHE NN -3
SERRIGE Y Ji N, N7 = S5 PR R B I IV % O JF = M -N, N, N7, N7 =0 R i DY o B P I
(TBTU) 028 F = 2 —N, N, N” , N7 = U FE B g 7S g i 2 B (HBTU ) 2R = sl — 1 - A i =
(R ) SR 7S U R 31 (BOP) 25

[0045] RN

[0046]  HLrp  RVRRH, AT — - L2 BRI B 3 | L1 2B B P e 40 0 | L1 2 B
ORI |1 21T 5 B B , 35 B A5 0 R Pl AT 2 MR TR 112
BB B L LR BT 2, 1 2T I BIE , 35 Lo 295 08, RAC 2 S B
B B8, —(CHo)u—, e ,n=0,1,2,3,4,5,6,7,8,9,10 -+, FF LB F7 3 XAAFLO0, SENH; n
—=0,1,2,3,4,5,6,7,8,9,10++

00471 S O[FOT LR (2) “U HIak 2 FFe R 01 2 W] Bl e o BIEE o1 IR
A A 4R AT B A B 5 (i S (4) 6 ™ Tt e A
R
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[0048]

R 4
[0040]  Hirp ,RiACERH, AE—1- 12 I I BE 2L L - 12 R B b 2 1- 12 ik i+
[P I 2, -1 2 SR I B, 5 BE Bl 2 5 2 s Re AR H L AT — 1 - 12 ik SR [ e 2k L 112
AR T BE I L1200 SR P IR S 11200 s T Bt , 75 L B 28 55 3 s Ref 6 N,
E—1-12 R JEF I e 2 L1 2N B A b A -1 2 S B A 22, 1- 12 Bk SR 1Y
FEL 5 EY e RV R R BBk, — (CHe )=, HHn=0,1,2,3,4,5,6,7,8,9,10+-- ,
T LB IR T A s AR K R, SO B R SE , A fRKRCL L Br L F L, T, AcO L FFIF IR, S &
B
[0050] 1)‘515
[0051] 2 B Hh i R ZI IR 25 L BT ZU IR B0 2 B A RN A W B 24 45 W v 3 — A B T 1 51
A3 F— IR 150 9 (FE AR FEPHAELIN, DA SR T AR ) i AL ) o 3% S T 2] &85 40 A T P A
(KR T RIFAL B 2, B R KRS T X e 25 W78 7K T I VA MR 5 240X Ui 26 DL I VR 8%
FSFLI 3 FLUB BB B 5 70 B 38 R 5 25, e AT RE AR R M 5 R e L HRFRE  AE E  or.
& B AR A B A7 R K K 45 6 o 85— I Se R 2 2 L b1 1 F 1 ] 5 2 s ) Tl
2 6 v 2 7 P AT SR o R R B A7 ) 0 A B 2 AR R DT AT 3 225 400 A i A 2 X 3 A% BIAIG A
FEE DX 35 o 243K 6 i 24 43 F3E N AR DA 5 55 A P G 38 20 HE B 265 3k N T Jo , — i
WG B K VTR BRI o FH T 3X SE 1 24 75 S bk IR G AR T BR A7 JHE T | B Bl 5 A At B A7
()45 B IS [R) AR K , DR AN 2 51 S ) e Sk B e » S 30 25 SRR B B 90 %6 I HT 25 BE AE L
A3 PN [ B8R 25 (1) 485 40 o 3K A Wi 245 P IR A 2 B A, i L B 0 R 4 25 e T 2 e AR
i, BT DAAH F) 77 S 5 25 07 R EL A R 2R S BT P IRIR 2 ML A Y B i o IX SE T 24 1)
FE 20 T3 — RUFAL R 25 50 N7 8, S e LA 2 .

i =] 152 AR

[0052]  [&]1:i@idFranzith (n="5)H 43 B AR 2 R 2 11, 15— — 2 -9 13- 71
IHBRN ,N- - 2 2 RS B SRV (A 10 % VW) » 11, 15- 8 -9-F -5, 1 3-RI IR — )
BN N- VA BERE R Eh VT (B, 10 %6 VR » 9,5 11, 15- = F2 34— 1 3-RI FUMG RN , N- 2 &
S TEBE B ER VAW (Co10% VAW »9, 11, 15— =2 -5, 1 3-FT FI I M ERN,N- . 2 =
FEIR EL VAW (D, 10% VAW 59,11, 15~ =32 F-15-FF 35, 1 3-AT FI R A ERN,N- LAt
BEBE AR EL VSR (B, 10 % V8 ,9, 11, 15- =3 F-15-F 3-4,5, 1 3-Ri F IR =JH RN, N- 25
Fh 2 BEEE TR h VAR (F, 10 % VAW » BT A IR ZRE R B (G, 10 % VR 2 » BT A IR RE2 VR B
(H, 10 % VB2 W) , I FI IR R 178 B (1,10 % B2 , B IR R P2 B B (], 10 % 1R &
) > RHTH R IR = (K, 10 % VR 2 » BT AR TR B (L, 10 %6 TR &) 1) RS & AL B
AP ERAR TSR pH 7. AR IR Eh 22 AR (0. 2M) .
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[0053]  [&]2:ifidFranzith (n=>5) " 73 B AR S REA 23119, 11 -8 k- 15— -20- 2, J-
5, 1 3—HI BN M BN , N- - 2 2 2 TR R £V L (AL 10 %6 VA » 11, 16— F2 -9 16
B -1 3R ZUJA BRN , N- - 2 8 2 R B PR SRV W (B, 10 %6 ¥ 9K ) 5 (Z)-7-[ (1R, 2R, 3R, 55) ~
3,5- " H-2-[ (1E,3R)-3-¥H—4-[ (a,a,a- = f-m—F EH) & - 1- T 1 5 3R 5 -5
BN, N- . 2R 2 BRBE IR h 7 (C, 10 % 7980 (2)-7T-[ (1R, 2R, 3R, 5S) -3 ,5- ~§5 k-
2-[ (3R) 3-8 J -5 N B I I 131 [N 2 1 -5 PR PRN , N- - 4 2 i LR PR Eh IR (D, 10 %6 ¥
W), (Z)=-7T-[(1R,2R,3R,5S5)-3,5- £ H-2-[ (1E,3S) -3 F -5 F -1 - h 3 1 Ik
B PR EN, N- R 2 BERE B ShVA TR (B, 10% VAW , 11, 15— 5E-16, 16— — I HE—-9-
Bl -2, 13RI 2 I M BRN , N- . R BRI R Eh VA W (F, 10 % V) » 5 v /T 91 B VR B
(G, 10% IR ETR) , KZEHIFIEEIR B9 (1, 10 % V238 , MR AT 2 VR B (1, 10 % B 2D
PR HT R B (T, 10 % IR ETR) , b BaT 7= 1B &8 W (K, 10 %6 IR 2 , & Rl F R IR &
TR(L,10% 88780 1 RS & AETMIGIE T, 8RB REpH 7. 4IRS 52 B (0. 2M) .
[0054]  [&]3:i@idFranzith (n=>5) " 73 B AR S BREH 2310 7-[ 3-8 -2 (3-F B4R
R 1-T IR H) -5 R R ] -5- B AN, N- = 2, B 0 7, BE BE 18£8 VAW (A, 10 % 159 6,
- -11,15- 2 F-5, 13-RTFI I HHERN,N- - 2. F 3, 2 EE RS B shva 7 (B, 10 % W) »
7-13,5- R -2-[3-Fa 0k -4-[3- (= 28 ) DR -1 - I 22t 30 28 1 -5 B M RN, N—
TR RS SR VAR (C, 10 % B » T-[ 2-[4-(3-E RS ) —3-F -1 - T Mt 1-3,5-
TR -5-PHR AN N- L A O BREE IR ER (D, 10% W) , T-[3,5- R -2 (34
FEATRA R -TT R 5) IRE 14, 5B RN N- L2 R RE PR EL V5 W (B, 10 %6 ¥
T B A VR R (F, 10 %6 YRGB » BT B R 2R TR BB (G, 10 %6 VRUETRD) , 1Al 1 B VR A
T, 10 % TRER) » EURTF B VR 2 (1, 10 % YR B » 25 B B AR TR BB (J 5 10 % TR B R 1Y
RSB AL IR S, BAKIE WL pH 7. AR SR 2 AL (0. 2M)

[0055]  [&f4. Horp , ReARERH, AF—1- 12N BRI be s L - 124 B R I e 2l A, 1- 124 Bk
JR S S 1124 S b ik, 55 R B 2R 05 01k s Re AR H AR — - 12 R R 1 ek L 1 -
L2 BR IR F I BE L, -1 2B LA 3L, 1 - 12 BR R T B g, 5 J Bl 2 5 3 s R 3R
H AR 1= 128 5 I ek -1 24 B () b S 1 -1 2B R (R M 0 5 1- 12V 5+
(R pL i , 5 BRI 2R 5 L s XAUERO, S, BINH A AR CL,Br ,F L 1, AcO AT IR AR , B BAT A7
U F s RACER L RE B E B, —(CH2)n—, HPn=0,1,2,3,4,5,6,7,8,9,10:++ 95 Lk g
H; 7/8FKa(alpha) “FEFIC—Cy—RiARFE Q (omega) —8E ; Cy AR BIFINR RN IA LI RSt o

[0056] g fEsLi s =X

[0057]  11,15- 2 FE-9-F—13—Hi M BRN, N- — 2k £ R IR #h 11 il %

[0058]  %37.7g(0.1mol )11, 15— —F3J-9-MF-13-Ri 5 /7 BR BNVA MR AE 100mL 2. o e B
TRETRTINN26.1g(0. Imol) 2-VR-N,N- 2. 2 IR AV E L A8 . 6 g BRI E AN o SN TR B VA
AR TIPS & TR I MR AW I 250m] P8 B8, FF K8 =k, BRR
100m1 o A HLIA R ToK IR BR AN T8 o ik JERR DR R B - 1 6 g B BRI H1 I S LV AW - NN
200m1 T 45 o i PEUSC B A 7 it o T S 13 2142 7 AR ) B AR i, 7 32 81 .8% o« /KT
fiEE - 100mg/m1 s TG 73BT : C2sHa1NO75 73 F 58 :513. 37 R IB(H (% )C:65.475H:10.01 5N
2.73;0:21.80; SLi{E (% )C:65.42;H:10.03;N:2.70;0:21.85, H-NMR(400MHz ,D20) : 8 :
0.96(t,3H),1.25-1.33(m, 12H),1.48-1.53(m,4H)1.55(t,6H),1.68(m,2H),2.08(m,1H),
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2.18(s,3H),2.21(m,2H),2.25(t,2H),2.77(m, 1H),3.22(m,4H) ,3.50(m, 2H) ,3.76 (m, 1H) ,
3.90(m,1H),4.52(m,2H),5.65-5.69(m,2H) .

[0059]  SEjfi )y %

[0060]  N,N-"Z I LI, 15— L WA B -9-W-5 , 13— R Z1 Bt ) IR — | - e I 1R
1) il & 712

[0061]  #%43.7g(0.1mol) 11,15~ - Z Bt IE-9-Hi—5 , 1 3-H F1 JR — I BRVE i /5. 300m | & A7
W SR AP INAN20.6g NN = 3R BRI o I RV AR I LL. Tg N,N-—-2,
TR I O HRE L IR A WAL = R B3N o 1 i B e [ 44 o S VA VRS %6 BRI &
BNAIE RGN IR, BRI 100mL , I 7K BE =38, BFR 100m 1 o A AL Z FHTC KR B T o ik B R
EIREREN S NTR A AESCRE T N6l R o AN 200m 1 045 o 2ok e A B [ 44 7= i T fE 45
45 Z I B bRy, 77 22858 % o IK AR FE : 100mg/m1 o TC 28 43 1T : C34Hs9NO9S 5 73
:657.90. F 1818 (%):C:62.07;H:9.04;N:2.13;0:21.89;S:4.87 ; SEIME (% ) :C:62.02;
H:9.063N:2.11,0:21.95;S:4.86.'H-NMR(400MHz ,D20) :8:0.95(t,3H),1.25-1.33(m, 14H),
1.54(m,2H)1.56(t,6H),1.62(m,2H),1.99(m,2H),2.01(s,3H),2.02(s,3H),2.05(s,3H),
2.10(m,1H),2.18(s,3H),2.35(t,2H),2.77(m, 1H),3.22(m,4H),3.35(m, 2H) ,3.89(m, 2H) ,
3.97(m,1H),4.02(m,1H),4.60(m, 1H),5.45-5.69(m, 2H)

[0062]  9,11,15—=Z B3 F—1 3R F1 A BN, N- - 2 Bk £ B B i i 1R & 1) i 4%

[0063]  449.9g(0.1mo1)9,11,15-= 2 W5 1 3T F I FR VA A AE 300m 1 S 017 o S B VR
AW INN20 . 6gN, N = IR ORI G o S BUVR A NN 13 g A OB IR &
TRAE IR AEFE3 /NI oo YERR 25 [ 44  SUOTTE R 5 %6 IR B PR U BN AK VAR PR K 5 R 100m1
PA B2 KB =R, BER 100m L o A AL VR FH TC /K BR R BN 158 o 1k DIERR AR IR A o 15 6 o i 1R 1
N R MR AW o IIAN200mL Ot o ot JEYSCER [B1 447 5 o T8 J5 43 21458 2 AR I 7™ i
FPEE N85 . 8% o KA AR : 100mg/m1 o TG FR 7317 : C32HssNOg s 7 & : 657 .9 FIR{H (%) : C:
64.51;H:8.97;N:2.35;0:24. 17 ;5L (% ) :C:64.47;H:8.99;N:2.34,0:24.20,"H-NMR
(400MHz ,D20) :6:0.95(t,3H),1.25-1.31(m,6H),1.54(m,2H)1.56(t,6H),1.72(m,2H),
1.95(m,2H),2.01(s,3H),2.02(s,3H),2.10(m, 1H),2.18(s,3H),2.20(m, 2H),2.25(t,2H),
2.30(m,2H),3.18(m, 1H),3.22(m,4H) ,3.50(m,2H),4.50(m, 1H),4.52(m,2H) ,4.58(m, 1H) ,
5.45-5.69(m,4H) .

[0064]  9,11,15- =205, 1 3-HIFIIE IHIL — L G2 O BRRS B Sk 1 & T 1%

[0065]  #37.7g(0.1mol1)9,11,15-=$3E-5, 13-R1 7 If i B4N — 2 R L 4 B IR il AE
100m1 Z g o ROSVR AT ITN39g (0. 15mo1 ) 2—¥R-N ,N-—- 7, F: Z e iR AL A £ o I BT
TEZ BT RL3/INET K 8B BR BB NN 22 I R VR AR o Ve AV ZE 0L Sk it 1 2 /N o 7%
FVER o LR AP NN 250m] 2, 1R 2. B , VA 7K B =K, BRI 100m 1 . A HLVA VR A 2
IKBRER AN 15 o 1 ERR B ARIR AN o SRV A h i HE 0 N6 BE IR « 0N 200m1 T bt o it YR B
[ 44 7 it o TR S 15 21458 5 WO T B AR 7 i, 77 28 08T .6 % o K VAR : 100mg /m1 s TTER
43 M7+ CogHsiNO7 3 3 F 5 :513. 71 FEIL{H (% )C:65.47;H:10.01;N:2.73;0:21 .80 ; LK
(%)C:65.42;H:10.03;N:2.70;0:21.85,'H-NMR(400MHz,D20) :5:0.96(t,3H),1.25-1.33
(m,6H),1.48(m,2H),1.55(t,6H),1.65(m,1H),1.72(m,2H),1.81(m,2H),1.92(m,2H),1.96
(m,2H),2.26(m,1H),2.18(s,3H),2.25(t,2H),3.21 (m, 1H),3.23(m, 1H),3.25(m,4H) ,3.52
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(m,2H),3.86(m, 1H) ,4.52(m,2H) ,5.65-5.69(m,4H) .

[0066] 9,11,15-=#3—-15-FFF-5,13-RTFIIR IHEON, N- 2 8 0k 2 ER S FR &

[0067] #5605 S B = % (3mol /g, 100-200 B ) &7 AE180m1 & A5 H1 o 529 . 6¢
(0.1mo1)9,11,15-=F$K-15-F H-5, I3-RI IR G RN, N- = L2 AL S BRI FE AR &
W .43g (0. 15mol )N, N- = Z LG 2 TR AL S IR &V IR G WEZ IR T 4
FES/NI o ik P8 2R R AW, VYRR e =k, BRI 50m ] o FEVR AR B FE IS . 2¢g
(0.1mol) Z BN o 11 i 4k Bt Ft 2 /N o a8 25 BRI 44, FH S0 3 =R, BRIRB0m L o K i R
TFIRAG R 100m] o SR G AEVE TR IIN300m1 O i o ot P AR [ 44 7 i, F FH T S =k, kiR
100m1 o T8 515 247 g 5 AR I B AR i, 77 28 88T . 8% o AK VA A : 100mg/m1 s TG 43
BT+ CoslaiNO7 3 4> F 5 : 527 . 73 FRIRAE (%) : C:66.003H: 10.125N: 2.65:0: 21 . 22 SEMME (%)
C:65.963H:10.15;N:2.64;0:21 .24, "H-NMR(400MHz ,D20) :8:0.95(t,3H),1.24-1.34(m,
6H),1.41(s,3H),1.47(m,2H),1.56(t,6H),1.65(m,1H),1.72(m,2H),1.82(m,2H),1.92(m,
2H),1.97(m,2H),2.26(m,1H),2.18(s,3H),2.25(t,2H),3.21 (m,1H),3.23(m, 1H),3.25(m,
4H),3.52(m, 2H) ,4.52(m, 2H) ,5.64-5.68(m,4H)

[0068] bz Mk

[0069] I (2) “G5Mz2” Fron I RT 25 2L TR PR 2R VAT P IR 2= AR AW - B4
AT LA TR 9T NBE R ARATRT ZUIR 2 W PRI 2= S RS IR B 1 T IRIR A o BAT
ATPAH TRIT E IR BRI , AT LAYR YT 53 PR B e i 4 iy 2 PR M A, B R A S 1L
FHT N 37 5 AR o e 4 o, 40 /MR R 4R, YT 7 e s W 18 e R oe AR TR A B

22



CN 105566192 A

S R e 7

)

- (

N2 OESR
gt

LA

3.5
3
2.5
2
1.5
1

0.5

0 02505075 1 12515175 2 22525275 3

emmmOt

e .

B

1] ()

K1

i A : A S H i 7 { “ ! ﬁ [ ﬁ i S L s ) w_[
0 02505075 1 12515175 2 22525275 3
INEIRCAN NS,

K2

23



CN 105566192 A w BB B M

2/2 1

35 - [wa

=B

3 S
D25+ D s

i)
= P
PR i

‘ v o

{'l?ﬂ 1,5 + | =H /:%f«f*

ia) , ot

= o T P
( : _.EEZ: : ?

1

0.5

IRFTE] (/NI

K3
0 R
| | ©,
Z C X R——N \Aé
@ Rz
© {
Cx——Cy—Ry
g 2
K4

24

0 02505075 1 125 15 175 2 22525 275 3



