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LB (D SR & 7, S5 A- FOS R 5T WL 4 MR lE R B R R £,
TESA T K R SR AR T IOV 2B 5%
F COOR
' ~
N.__N
(1) NHCH;
Hp R A2 CL ~ C5 [BERE
o 4— JOoR P T RS AR IR A TP AN FR B R B T D 1~ 2 1 1.5~ 2.5,
2. WIBCRIE SR 1 A T, B 4- ORI R T RS SR R AN R RIS R 1 JEE R
b1 o 1.2 0 1.75,
IR SR 2 WS v, b ) R G R ECE 45
IR R 3 RS TV, HH TR 1) B SR AL EhER AR K.
- WTBUCRIEE SR 3 A T HrP I A Rk R A R R Tk PR S A Bk PR AL
RS 3 B A& T, L R R i R R R R AR PR
U EE SR 3 IR ) B 7 v, o BRI R T R S R R S AL B 1 BE R B
1 2 1~257:0.01l~0.0001,
8. UNAUH EL K 7 (1)l & Ty vk, oo B LI R B PR A R R S AK P A () BE 2K LE A
L :1:0.006,
10. AR ZESK 3 125 07 2%, Hod (O WL BE A 50 ~ 140°C.,
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—fh 4- (4- BAEE ) -6- FHE -2- HiRERIE -5- FRRES
&M AE

AR G
[0001]  AKBHP Ko —Aidin A AR AT T O T A B 77 72 BARH B 4- (4- RS ) —6- 5+
P —2— MU Rmsng —5— MG RERT & BT 2%

BEEAR

[0002]  FmoRfkfl¥] (Rosuvastatine, superstatin) A HASEhEY /v w] I & R i s 25
Y, ELA B AT I8 JH 5] 5 ST R S T R R 40 M I A 950 P TR ANy 7 . St 2
b R R R A B A R B A L, e B R KRR RTE TR AR E [ I e [RD B, B
A RAC IR SOV FEAE A -

[0003] g A ARAYT B0 & R, H AT O — 2o, & 5 yA R AR A L e 1), (B 3k 5,
S Je B0 BR AN R [ AR IS T IR 2 AR Ao 4— (4— FiAR 3 ) —6- TN AL —2— A e me
WE —5— IR FEEEY 4- (4- R AL ) —6— SN AL —2— L SLmMENE —5— IR S ME R A 2 B
R Az —.

[0004] MR LA EP 0521471 2y T LA 4- Fl 2K BB R0 e ) Ik 3k 208 FR e o Js k) 5 2F
THE RN FFSMBRFRSHRAR S SERA. FEEAMEA M, S 1P A gE3R1E
4= (4= AR IE ) —6- FFINIE —2— MR meng -5 MG T ES & 7. B AR WTT -

[0005]
/©/ OOCH3 COOCH;,3 NH
. 1/2H,80,
Hz
COOCH;, COOCHs
KMnO4 m-CICeH4CO3H
SCH3 SCH3
F
COOCH; . F COOCH;-
| X NH2CH3 \ <
NY / N
SO,CH; NHCH3
ZARNAE

[0006]  AAHHHIILE T3t PP 4-(4- KL ) —6- N5 —2— A mEnE —5- FF R AR
(K Bl T 125, 2 1R TG — 20 O, o] B 20 AT, A i e n sk -
[0007]
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F
CHO 0 NH _ COOR
+ COOR + C __ Cud /
F HoN" "NHCH3; HCI * NaHCO, [
N.-N

NHCH,
[0008] A HHAY B H 2@t an FHER 7 LB -
[0009] W (1) 1Jc/\ff@lélﬁﬁ%J%7ﬂ£ @%@ﬁﬁ 4— FARTIE 7T W £ FR NE A RS

Eh RSN AR AR PR S ER AR T S 28

[0010]

F
COOR

| X
N__N
(1) NHCH;

[0011]  HH R & C1 ~ C5 i tk,
[0012] A HIH C1 ~ C5 St L. O AR R TRV T3 kI R EE.
SN BT I AR e 45
[0013] A< BH H Bt FH i) AR EE IR 3 a2k 6 e FR 226 TR A 12 AP 2 K, e P ok 5k 1 P 2R
[0014] A S HH FP BT FH PO A2 A T S ke T LA
[0015] A BH I 5 A, Torp s N A By FH B9 70 2 =B 5T 7~ AR P s ), 9 - R R el N,
N— H R FE R, A3 N, N—- R EE i
[0016]  AKIM VL, KA 4- 8 FlE. 7 ) W3S £ iR N A 5K 00 36 00 FE R L
10 1~2:1.5~2.5, kK1 1.2 : 1.75. EhiEg P IEIN. AR ER SN N Sl TP 4 11 25
SREEA T 01 ~2.5 5 0.01 ~0.0001. iR 1 1 1 0.006.
[0017]  AKRBAR 718, IOV N 50 ~ 110°C. fLk N 80°C.
[0018] AR BHIT I, i fudhdt 2bai b G iEm =X (L) A5 2B ER, &g T v
T DL AT AR A A B A 24k 7 325, 490 an T DLAE | N 5E Y8 5, Y40, AT HLEE I, il &
1% 08, 0 A VLUZ . KIZHE PSS, 500 ./ L BEHEE, B ALZE T £ /K PEs, Jo /KR
MR . I UE, WA, FERAE E TR
[0019] AR BIMA R ITiL, NGk — 0 RNk 58 B, ] 58 2 AT, AT LAROR T 8 N ) il
FTESTE]

BRXiEAR

[0020]  =EZjdM 1

[0021]  A- (14— S RIE ) —6— TN ZE —2— B IZIEmeme —5— FY IR AR I 1) o) 2%

[0022] ¥ 4- G A& FF P 12, 4g(0. lmol) « 5 T BE 3L £ BR B MR 17. 38 (0. 12mol) ¥ T
L0OmIN, N - FF3E LA, in N ER R AR FEAR 19. 2g (0. 175mol) <G AL AT 0. Lg. B BR &N
14. 7g (0. 175mol) , M#FH T 80°C [ Y 10 /M. SR V52 e, ¥ 41, 7K 30ml, hn AN 2.2 2. g
200ml, 2 HAEHUE, KJZEH 88 ZBsH2E 50m1X3, 288 206 2 FH M An Eh /K Pevs, oK e ek
T I UE, WA, VL= e TR, RERAEJZ AT, 1977 i 8. 6g.
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[0023] ' 2 HNMR(CDCL,) & :1.20(d,6H) ;3.0(d,3H) ;3.1 (m,1H) ;3.58(s,3H) ;5. 38(s,
1H) 37.07 (m, 2H) ;7. 56 (m, 2H)

[0024]  sicjtidy] 2

[0025]  4-(4— SRAEE ) —6— N2 —2— MG IEMERE —5— MR Mg ) i) &

[0026] 4 4- TR HEE 12, 4g(0. Imol) « 7 T Wi S FR S 14. 4 (0. Imol) #§T 100ml —
R IR A, NN 2R R AR 6K 16. 4g (0. 15mol) &AL MEHT 0. 01g AR BF 15g (0. 15mol),
AT 50°C R 13 /F e [N SEHE, ¥4, 117K 30ml, M B8 £ 200ml, 43 A HL)Z, 7K
2 288 2 SR B 50m1X3, 2.8 2,15 2 FH MR 35 /K PR, T /KR RS L T8 i 3k, W45, L=
SRR E R R R A AT T, 1977 i 6. 285

[0027]  'HNMR(CDC1.) & :1.20(d,6H) ;3.0(d,3H) ;3. L (m, LH) ;3. 58(s,3H) ;5. 38(s, LH) ;
7.07 (m, 2H) ;7. 56 (m, 2H)

[0028]  SijEfAl 3

[0029]  4-(4- F AL ) —6— BN —2— FLALwEnE —5— FF I IR ) il 4%

[0030] ¥ 4- K S 12. 4g (0. Imol) 5 T Wi 2& £ R FF 5 28. 8g (2mol) ¥ T 100mlN,
N- . A3 W B A, b N 3k B8 T 3R AR 27. 39 (0. 25mol) L &AL T 4 0. 99g. K B2 &L 4N
25. 2g (0. 3mol) , MFA T 140°C K W9 7NN o [ 5EEE, v 20, 17K 30mL, Ji A L& Z B 200ml,
S HATHLZ, K2 21 L BEHEER 50m1X3, ZFR W8 )2 FI M AN £h /K v, oK BREE T 15 .
TEUE, WAh, LA =S80 B2 8 R TR, AR )2 AT, 457 i 7. 3g.

[0031]  'HNMR(CDC1,) & :1.20(d,6H) ;3.0(d,3H) ;3.1 (m, 1H) ;3.58(s,3H) ;5. 38 (s, 1H) ;
7.07 (m, 21D ;7. 56 (m, 211)

[0032] =iyl 4

[0033]  4-(4- R IFE ) —6— FF A FE —2— FHPEFEMELE -5 FES 2156 i i) 2%

[0034] ¥ 4- oK B 12. 4g (0. Imol) 5 T BEZE 418 £ B 19. 0g (0. 12mol) % F 100ml
TRRZEERN |, N R R RSN 19. 2g (0. 175mol) (EAL AR 0. 1g IRIREEN 14. Tg, MIFAT
80°C IV 12 /it o 58 E, A4, /K 30ml, InN B8 5 200ml, 7+ A HLE, KEH Z
'8 LR HEHY 50m1X3, LT LR = AN Eh A PG, JC/KBR IR BT o Ik, e, DL =S 4%
A REF I, AT 2T, 44477 7. 8g.

[0035]  'HNMR(CDCL,) :1.01 (t,3H) ;1.25(d,6H) ;2. 97 (s,3H) ;3. 20 (m, 1H) ;4. 06 (q,2H) ;
7. 09 (m, 2H) ;7. 57 (m, 2H)

[0036]  SiZjEyl 5

[0037]  4-(4- AR ) -6— RN —2- FEZEME —5- G ZNa &

[0038] 4 4- W K B 12.1g(0. lmol)\ 7 T BE 2 & R £ BE 15.8g(0. Imol) ¥ T
100mIN, N— — A 2 Ak e o, i o\ R B AT AL IR 16. 4g (0. 15mol) W &AL 4R 0. 01g. Bk iR A
i 12. 6g (0. 15mol) , T 50°C Y 12 /Nt . Y 5eYs, YA, IuzK 30ml, i ZER 2.6
200ml, 2 HE NS, KIZEH 288 Z B8 H2 L 50m1X3, 2,88 2,08 2 o fn 2k K e, /KR e 6k
R R, W YE, A= B R, I AR S, 197 5. 8g.

[0039]  'IINMR(CDC1.) :1.01 (t,3I) ;1.25(d, 61 ;2.97 (s, 31D ;3. 20 (m, 11D ;4. 06 (g, 211) ;
7.09 (m, 2H) ;7. 57 (m, 2H)

[0040]  SiZJiEAAl 6
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[0041]  4-(4- FAIEL ) -6— RN —2- FZIEMERE —5- FFIR £ Bk K il 7%

[0042] & 4- A 12. 4g (0. lmol) 57 | TEFE LR LB 31. 6g(0. 2mol) ¥+ 100ml —
FRIE R, o 3R 18 AR JE AR 27. 39g (0. 25mol) 504K 4 0. 99g. BRIE S 4F 30g (0. 3mol) ,
AT 140°C M 12 /o [V SEEE, Y4, ik 30mT, I 41 .88 200m1, 3 HE VL=,
KIEH 418 LMEHEHL 50m1 X3, 18 2065 2 T AN 2h /K Uit , Aok OR R 8 Tt o b 0, ¥ 45, LA
SRR RITH, BB JZ AT, 57 6. 98,

[0043]  'HNMR(CDC1,) :1.01 (t,3H) ;1. 25(d,6H) ;2.97 (s,3H) ;3. 20 (m, 1H) ;4. 06 (q, 2H) ;
7.09 (m, 2H) ;7. 57 (m, 2H)
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