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12-6. 18(dd, J=8. 8, 12. 6Hz, 1H), 5. 73-5. 79 (m, 1H), 2. 76 (s, 6H) , 1. 77 (d, J=6. 8Hz, 3H).
[0087]  SLjifafsl] 2 :4, 6- YR -2, 2- HAE -2, 3- EURIFIE -7 BE (V) ] &

[0088]  HY lg Ji Al 2, 2- —H I -2, 3- “E KW —7- B (V) (6. 0mmol) ¥ B & 1
(35mL)FFEAE] 0°C o 1B INRIR (1g, 15mmol, 2. beq). HIEVKIB G =B 2 /INef o 3R
40 22 BRVE R S 19 20k 8 i, A 2T (AR BB AD FF A3 217 1. 4g, LK 67.3% . 'H
NMR (400MHz, CDC1,) & ppm:6. 98 (s, 1H), 4. 99 (br s, 1H), 3. 00 (s, 2H), 1. 44 (s, 6H).

[0089]  SEffafs] 3 :6- IR -2, 2— —HRJE -2, 3— A ISR -4, 7- R (VD 14

[0090] % 470mg = A AL (4. Tmmo1) VA F/K (5mL) "o LA R N B & 4A 4,6-
IR -2, 2- THHE -2, 3- TECKIEMRR —7- B (V) (500mg, 1. 6mmol) FAAFRLLA 7 (2 KBS
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MR — KA (23mL) . SO 1 /NS i 50mL 7K FRE, F 2088 LR AR 3 K. & A LM,
TR A 5 13 2L o SRERAE Z AT CHe iAo TR « 20 2086 =1 513 R L0 ok ARk
E1) 220mg, W Z 52%. "HNMR (400MHz, CDC1,) 8 ppm:7. 01 (s, 1H), 2. 85 (s, 2H), 1. 49 (s, 6H) .
[0091]  SZjafsl] 4 :2, 2, 5— = HHE -2, 3— SR [3, 2-g] ek —4, 9— R (VID [ %
[0092]  [A)VAA 6- 7R -2, 2— HIE -2, 3— A IR IR —4, 7- i (VI)(220mg, 0. 86mmo1 )
) — PR 22 (5mL) VAR TP IRGE NN (B) —2— ((B) - T -2 4% — W3 -1, 1- —~ B AID
(115mg, 1. Ommol, 1. 2eq) ) - 2K (BmL) VAR « W IS SR AE 130°C T n#k 6 /e ik
GHZIRA G, iR R A RE AR JZE oAb CRMEE : 208 L85 =10: 1-2: 1), 13 BVR AR (]
4 100mg, Y2 48%. 'H NMR (400MHz, CDC1,) & ppm:8. 57 (d, J=5. 2Hz, 1H), 7. 46 (d, J=5. 2, 1H)
,2.95(s, 2H), 2. 69 (s, 3H), 1. 49 (s, 6H) . MS (EST) m/z: 244. 3 (M+1).

[0093]  SEjfafs] 5 :9, 9- -9, 10~ & ~TH- ZKIFRRIEIF [4, 5, 6-1 31 [2, 7] ZE0E ~7— i
(1) [l &

[0094] [ A%A DMF (80mL)f¥) 250mL = L 4 BN 2, 2, 5- = H FE -2, 3- & BRI
[3, 2—g] Memk -4, 9- —Fd (VID (222mg, 0. 92mmo1) FI DMFDMA (143mg, 1. 3eq). 7ER/ 7P
T IR A MRONTHK 120°C g0 ik 0. 5 /iy . SRS IR E AL EE (540mg, 10. Oeq)
1 HOAc(3drops) FF 4k 2 AE LIRS N M 0. 5 /NI, A EI B ZER)G, FIEEH I 4R 2.
B (50mLOFIZK (50mL) o 432 )5, K EH 288 2,08 (2 X 30mL)FEE . & A HUEM, TIRIFk
45, 19 B B ETRAY) S FE EHT G 13 B R A 44 156mg, WK 67. 6%. 'H NMR (400MHz, CDC1,)
8 ppm:9. 01 (d, J=5. 6Hz, 1H), 8. 83 (d, J=5. 6Hz, 1H), 8. 83 (d, J=5. 6Hz, 1H), 8. 07 (d, J=5. 6Hz
, 1H), 2.97 (s, 2H), 1. 58 (s, 6H) . MS (EST) m/z: 255. 3 (M+1).

[0095]  SEJEf] 6 :5, 5— R -6, 7- AR [b] BEWRY -4 (5H) — i (IX) [kl %&

[0096]  [i]—N 500mL [BIJEHEH T N CuBr, (28. 2g, 126mmol, 4eq) M 80l ZFZ Z.lE. #
IETFBUINIE 80 FE AL JLA 8. ARG ISR 6, 7- ~E I [b] MWy —4 (5H) — ERVII
(4. 78g, 31. 45mmo 1) HIGTIEW 80mL. JNFE ST, FHR WL E T TR SRR B
TR GUAEESHIRGEET . BARYH 4R CEEFB G B S i, S
AT NalCO, ¥ i4% , A WU AR BR AN T il vE A i 4, 1921 A A 7= 9. 5g, I 97% . 'H
NMR (400MHz, CDC1,) 8 ppm:7. 51 (d, J=5. 2Hz, 1H), 7. 20 (d, J=5. 2Hz, 1H), 3. 18 (s, 4H).

[0097]  SZHEf 7 -5 YRIEIF [b] MEEWY —4- FE (XD HIH %

[0098]  7F 250mL [&] Ji& B R 1 I N 5, 5— — ¥R -6, 7- & 2K 3F [b] BE Wy —4 (5H) — [
(IXD (9. 6g,31mmol) A DMF (100mL). [H] iZ ¥ W I N ik BR £ (14g, 186. mmo 1, 6eq)o 7E
BT B BIREWINAE 100°C M 6 NI ARG SN ETRA 2 RiR I i, %
JEW KR, F HCL BRAL 2 pH=1, I B8 ZBE A HL . A HLAH FH KRR #h 7K Bk, R 46 9t
LA R4l GREIRFI N 2R 285 A vk =1 :50), 53 A B 4k 6. 82¢, Ut 95.8% . 'H
NMR (400MHz, CDC1,) 8 ppm:7.52(d, J=5. 2Hz, 1H), 7. 41 (d, J=5. 2Hz, 1H), 7. 40 (d, J=8. 4, 1H)
,7.35(d, J=8. 4, 1H), 5. 89 (br s, 4H).

[0099]  sLjiEfs 8 :5- yRIRIFF [b] MEWy -4, 7- —FR (XD 1l

[0100] [ —A> 500mL [RJEFEE P I 5- SRZE I [b] BEWY —4- B¥ X (4. 6g, 20mmo1), SOmL
BT, 120mL = FEE BRAN TLI 7K o R Ik S VR &40 FH KK i 4 H0 B 2 B, S8 5 A0 I N R
LR (19. 3g,60mmol, 3eq). MNSESE, BIRA WA SEFE 10 7580, AR = IR T HH: 20
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8. SRJEINN 100mL BB, B 10 4805, A KA & Fbt. o @ ANAEIRY . K
WG Ja B R P AT R AT B A 44k (Wl 0 9 1R S B8 <A TlTBE =1 :50), 13 21 3 A [ 44
3.91g, U2 80.5% . 'H NMR (400MHz, CDC1,) & (ppm) :7. 73 (d, J=5. 2Hz, 1H), 7. 66 (d, J=5. 2H
z, 1H), 7. 42 (s, 1H) : *C NMR(100MHz, CDC1,) & ppm: 177, 174, 143, 139. 6, 139. 3, 139, 134, 12
7.

[0101]  SEjafs] 9 :8— HIIEMEWY 3F [2, 3-g] MMk —4, 9— i (XID K4

[0102]  EX 5- JRZKJFF [b] MEWYy -4, 7- i (XD (610mg, 2. 5mmo1 )¥ET 30mL Fo/K ZEEH If:
AHB0C. RMEBRFIIN (E)-2- (B)-T -2 - )1, 1- “HFRPEAID (560mg,
2e ) I LFEVETR (AmL) o FINTE LG, IMAGRER S80K K 425mg (2eq). SR e R SOBNUIN A
B 80°C, 4R B 3 /N o Y ENE IO S b 40mL, i, WA PE R AT 2 28 L [H 44 420mg,
U2 73. 1% . 'H NMR (400MHz, CDC1,) & ppm:8. 37 (d, J=4. 8Hz, 1H), 7. 54 (d, J=4. 8Hz, 1H), 7.
33(d, J=4. 8Hz, 1H), 7. 20 (d, J=4. 8Hz, 1H), 2. 49 (s, 3H) . MS (EST) m/z: 230 (M+1)..

[0103]  sZjififs] 10 :7H- BEWY I (27,37, 4,5] I [1,2,3-15][2, 7] =B 225 —7- Fil (2)
1)1l %

[0104] & % SZJii B 5 & i 5 ik, 13 B R ¥ [ 4k 246mg, UK % 58.2 % . 'H
NMR (400MHz, DMSO—d6) & ppm:9. 08 (d, J=4. 8Hz, 1H), 8. 76 (d, J=5. 6Hz, 1H), 8. 20 (d, J=4. 8Hz
, 1H), 7. 98(d, J=5. 2Hz, 1H), 7. 68 (d, J=4. 8Hz, 1H). MS (EST)m/z:239 (M+1) ; ®C NMR (100MHz)
& ppm: 177. 34, 148. 78, 148. 60, 148. 54, 147. 99, 147. 58, 139. 91, 138. 22, 131. 49, 129. 25, 1
27. 04, 124. 20, 120. 60, 118. 56.

[o105]  SEjafhl 11 :4- ¥R —7TH-WEWy I [2°, 37, 4, 5] Z%3F [1, 2, 3-1 3] [2, 7] Z0E —7- i (3)
1)l

[o106] % J5i R} 7H- ME Wy 3 [27,37,4,5] K 9F [1,2,3-13][2, 7] = B & & -7- B (2)
(71. 4mg, 0. 3mmo1) ¥&T 3mL DMF 1, SRS NBS (64mg, 1. 2eq). KM BUINFE] 120°C
RN 2 /NI, B2 JEURNE R o A T, B 25 RHA IR, NN SR e MK 3L, A B T8
Ji 42 ) A4 ek B AR 20 5 5 45 3 2R 48 B ACIRIRAR A H4mg, 2R 56. 9%. 'H NMR (400MHz, CDC1,)
8 ppm:9. 27 (s, 1H), 8. 85 (d, J=6. OHz, 1H), 7. 92(d, J=6. OHz, 1H), 7. 83 (d, J=4. 2Hz, 1H), 7. 5
9(d, J=4. 2Hz, 1H), 7. 29 (s, 1H). MS (ESI)m/z:317. 2 (M+1).

[0107]  SEjifs 4] 12 :2- OK B —TH- ME Wy JF [27,3,4,5] K JF [1,2,3-1j][2, 7] & 7%
25 71— W (4) K&

[0108]  [H] 60mL Z BB AL 24 8— HF S MEWY 3 [2, 3—¢] MEmk -4, 9- i X1 ( 134mg,
0. 49mmo 1) A& AL Ez (860mg, 16. 07Tmmo 1), 7E A SLRY FMFAZE 70°C AL 30 7h. R)FIE
IR % (0. 4mL, 3. 93mmo 1 D[¥) 10mL ZFRVEVR , FHHH IR A WINFA =L 15 /f o BH
BIRA YA oomL ZUK A & R . A ALZEH TR T8, ik v, k45 . K
FP= Pl Bk (282 2,186 / A7 ik =65: 35) BEAT4lifk, 19 3R (L[4 82mg, UK 45. 1%. 1
NMR (400MHz, CDC1,) 8 ppm:9. 09 (d, J=5. 52Hz, 1H), 8. 25 (d, J=7. 28Hz, 2H), 8. 08 (s, 1H), 7.9
2(d, J=5. 52Hz, 1H), 7. 85 (d, J=5. 02Hz, 1H), 7. 48-7. 65 (m, 4H) . MS (EST)m/z:313. 8 (M+1) .
[o100] 3R 1 k&4 5-7 Rl AN [ BUACOR B 9 & iRt B3 SEq ] 12 )8
PR AEREA B 75 1) 2— 5 R BRIy Ik — R SSAk 54)

[o110]  sEjafsl] 13 :9- ¥R —7TH- BEWy I (27,37, 4, 5] 289 [1, 2, 3-1 3] [2, 7] ZE0E -7- F (8)
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(1)1l %

o111l HR 7H- W& Wy Jf [2°,3,4,5] K Jf [1,2,3-ij]1[2,7] = & 7% % -7- B
(71. 4mg, 0. 3mmo1) ¥& T 1mL B B& A1 2ml &0 05 H, 2K J5 NN NBS (64mg, 1. 2eq). 4 Jx BL
BOMFAE] 80°C S BL b /N, BLA JFBHY 25 ¥ &1 E, B 25 K88 4 55, In N &R e A
TKAEHL, A3 LA 458 5 28 1 48 ek B AR 2 5, 459 B4 k) AR IR AR 24mg, YR 28 25. 2%. 'H
NMR (400MHz, CDC1,) 8 ppm:9. 14(d, J=5. 2Hz, 1H), 8. 15(d, J=5. 6Hz, 1H), 7. 92(d, J=5. 2Hz
, 1H), 7.59(d, J=4. 2Hz, 1H), 7. 81 (s, 1H), 7. 72(d, J=6. OHz, 1H), 7. 28 (s, 1H). MS (EST) m/
7:317. 2(M+1).

[o112] R 1 A4 9-10 R E B L] 13 IR, LA NCS ARG, R 15 2 5
S AXWE M (10D,

[0118]  SEZjfafd] 14 :4- (4- FARENRIGR —1- ) —7H- MEWy If [27, 37,4, 5] KIF [1, 2, 3-1j]
[2,7) 5825 —7T- B (11) Jz 4- B E -TH- BEMy IF [2°, 37,4, 5] K1 [1, 2,3-1j][2, 7]
ZE0E -7 R (12) fH] %

[0114] % 4- R —7H- WE wy 3f [2°,3,4,5] & 3F [1,2,3-1j1[2, 7] & g —7- i (3)
(95. Img, 0. 3mmo1) ¥& T 5mL N, N— = FF Bt S Jt & B b, SR J5 I A\ N- FF 2 R W (45mg,
1. 5eq), 7K A i IR 4 (138mg, 2eq) FIH AL V4 (6mg, 0. leq)o K I MR AE 2 i H 9 I
N 12 /N o T8I EBRIE ], 2] 2 HPLC 43 545 2 K 8 44 7™ 4 39mg, W Z 38. 2%. 1H
NMR (400MHz, D20) & ppm: 9. 94 (m, 1H), 7. 85 (m, 1H), 7. 72 (m, 1H), 7. 32 (m, 1H), 7. 21 (m, 1H), 6
.87 (m, 1H), 3. 69-3. 74 (m, 4H), 3. 40-3. 48 (m, 4H), 3. 02 (s, 3H) . MS (ESI)m/z:336. 9 (M+1).
[o115] R Jsi Rl 4- 3R —TH- ME Wy 5 [2°,37,4,5] 2% 9F [1,2,3-151[2, 7] ZE0E —7- Bl (3)
(35mg, 0. 16mmol) ¥&T 4mL FEEH, SR 5 IR $E (96mg, 2eq) o 4 S MR TN IR 40°C J B
L/ o AT, U8, B 25 R IE R, B R4S ) A& TE AR 43 B 45 248 FUIR ™4 10mg, Ui
% 25. 3%. "H NMR (400MHz, CDC1,) 8 ppm:8. 78(d, J=6. OHz, 1H), 8. 65 (s, 1H), 7. 98 (d, J=6. OHz
, 1), 7. 84 (d, J=4. 2Hz, 1H), 7. 55 (d, J=4. 2Hz, 1H), 4. 27 (S, 3H). MS (EST)m/z: 269. 3 (M+1).
[o116]  SZjifh] 15 :2— FE —2H- Feli|wk -4, 7- — R (X IV) (K4

[0117]  BY [4] 30mL B9 28 v i A 0. 54g (5mmol) 1, 4— % — 2K EE X IIL A1 0. 89g Il & &
(10mmo1). #RJ5 227K 40 B 2%, N a4, 5 /DI e TIE7E . & 2 E 2] B bk &
¥1120mg, UL :15. 0%. "H NMR (400MHz, CD,0D) 8 ppm:7. 42 (s, 2H), 6. 67 (s, 2H), 3. 82 (s, 3H).
[o118]  SLjifafs] 16 :4, 7— —FJE —5H- MErg I [3, 4-g] MMk —5,9 (7TH) - R (X V) Kl
#

[0119] 2 % L il B 4 & W 7 1k, 13 B 3R & {4 [E 44k 66mg, U # 39.0 % . 'H
NMR (400MHz, CD,0D) 8 ppm:7.40 (s, 1H), 6. 64 (s, 2H), 3. 79 (s, 3H) . MS (EST)m/
72:227. 1 (M+1).

[0120]  SEjfafs] 17 :9— L M| AL [4, 5, 6-15] [2, 7] %782 -7 (9H)- B (13) 1l 4%
[0121]1 & 2% STl 1 5 19 A A 77 k. 19 B 3% 5 &[5 44 12mg, Y % 61.5 % . 'H
NMR (400MHz, CD,0D) & ppm:8. 92 (d, J=5. 2Hz, 1H), 8. 61 (d, J=5. 6Hz, 1H), 8. 03 (d, J=5. 6Hz, 1
H), 7.74(d, J=5. 2Hz, 1H), 7. 72 (s, 1H), 7. 62 (s, 1H), 3. 91 (s, 3H) . MS (EST)m/z: 236. 2 (M+1).
[0122]  SEjfafsl] 18 :7— AR IR (X VID [ £

[0123]  HY 7- 4k —2- ZRFFIRIE —2- BRI X VI (5g,0. 026mo1) N E] 30mL MMk . S8 )5
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TNNER 0. 2g), INFAIEIGE 2 /N o K% TR A Y ik v Rk g, FF A EtOAc Peik. BREWE
U, SR 5 B R E T (25% EtOAc— T8 13 B3 iR 2. 45¢, IR 64% . 'H NMR (400M
Hz, CDC1,) 4. 01 (s, 3H), 6. 76 (d, J=2. OHz, 1H), 6. 81 (dd, J=7. 6, 3. 2Hz, 1H), 7. 14-7. 19 (m, 2H
), 7.62(d, J=2. OHz, 1H). MS (EST)m/z: 148. 9 (M+1).

[0124]  SZjfafs] 19 R IFRRIG —7- B (X VID ] &

[0125]  HY 7- AR AR ZE FRmkmE (X VID (2g, 13. 4mmol1) V& T FE/K & ke (40mL) H1, 4R
G R SO E T 0K - TRERTS A #13) -78°C . RGN = IRALEI Y — & i (1M,
20mL) o W RLREWITE -T8°C N RFF 6 /N, ARG M2 A B =l PRt . 7K (20mL)
TR G T R BLIR -G A RGBT B mE AL, JR AR S T R £ A Bl i ETE (25 %
EtOAc— TV 15 B R AR TR YD 0. 94g, W22 52% . 'H NMR (400MHz, CDC1,) 5. 62 (br s, 1H), 6
. 78(d, J=2. OHz, 1H), 6. 86 (dd, J=7. 6, 0. 8Hz, 1H), 7. 10-7. 18 (m, 2H), 7. 61 (d, J=2. OHz, 1H).
MS (EST)m/z:134. 9 (M+1).

[0126]  SZiiffsl] 20 2 HmgE —4, - —HH (X IX) [ 4%

[0127]  HXBEER &80 (0. 9g, 6. 6mmo 1 )¥A T 50mL 7K A1 20mL FIERAEW o SR Fremy
£ (4. 9g, 18. 5mmo 1), FHG ML BIFHRAHI 2 0°C. BB BTN 7- IR [b] Wi X VI
(0. 94g, Tmmol) I TAIER (10mL) ¥, FF4ERFE O°CHeE L /NI o N EE R 5 H 4R LR AR
B, 4 I HOFEBUR A 10 % 3% — B BR4M (100mL), T K BRER AN 15, W& [ 2 0477, 1531
B E A 437mg, ULZE 42. 1% . "H NMR (400MHz, CDC1,) 6 ppm:7. 74 (s, 1H), 6. 89 (s, 1H), 6. 76
(s, 2H) . MS (EST)m/z: 149. 3 (M+1).

[o128]  SKjifafsl 21 :8— FEERRIE IF [2, 3—g] MMtk -4, 9- —f (X XD [l 2%

[0120] & % 5L i % 4 19 A& A 7 %, 13 B 48 & [F 14 65mg, & YK Z 35 % . H
NMR (400MHz, CD;0D) 8 ppm:8. 75 (d, J=5. 2Hz, 1H), 8. 07 (d, J=2. OHz, 1H), 7. 66 (d, J=5. 2Hz, 1
H), 7. 11(d, J=2. OHz, 1H), 2. 91 (s, 3H). MS (EST)m/z: 213 (M+1).

[0130]  sEjitifs] 22 :TH- ZEIFKIE I (4, 5,6-151 (2, 71 ZE50E —7- BR C14)AT TH- 28 kR -
(5,6, 7-y][2, 7] Z%7&%% -7- B (15) K]

[0131] S SLjf] 5 FIA 15, 73913 BIGR2E EUE44 16 AT 18mg, Il 20% . LAY
14 :"H NMR (400MHz, CD,0D) & ppm:9. 05 (d, J=5. 6Hz, 1H), 8. 83 (d, J=6. OHz, 1H), 8. 20 (d, J=5.
6Hz, 1H), 8. 03 (s, 1H), 7. 99 (d, J=5. 6Hz, 1H), 7. 17 (s, 1H). MS (ESI)m/z:223. 2 (M+1) s4b& 4
15 :'H NMR (400MHz, CD,0D) & ppm:9. 02 (d, J=5. 6Hz, 1H), 8. 82(d, J=6. OHz, 1H), 8. 16 (d, J=5.
6Hz, 1H), 8. 12 (s, 1H), 7. 94 (d, J=6. OHz, 1H), 7. 36 (s, 1H). MS (ESI)m/z:223. 2 (M+1).

[0132]  SEjfEfsl] 23 :4— (R4 —1— B3 —1H- Wk (X X 1D K6l 4%

[0133] 7 0°C T &4 S48 (8. 9g,0. 22mo1) ¥ DMF (150mL) E¥FW A 4- 4,
F —1H- 15| X XI (50g, 0. 22mo1 ). SR FE 30 28 i I N FF 452 (28mLL, 0. 45mo1 ), SR 5 4k
B 5 /N BRI 2 HBE BT (28mL, 0. 45mo 1), ¥ S MR AR HE 1 /hif. A
LR LR (2X200mL) REEL, SR J5 T8, 138, k4, IR 2R AP IRR R . BRARWEHENT
(F BtOAc/ F ik 1:4 AP FDIS BIAF B HPIRY) 18g, Y3 55% . 'H NMR (400MHz, DMSO—-d;)
8 ppm: 7. 47 (d, J=8. 4Hz, 1H), 7. 40 (d, J=8. 4Hz, 2H), 7. 31 (d, J=5. 4Hz, 1H), 7. 18 (d, J=2. 8Hz
, 1H), 7. 02 (m, 2H), 6. 60 (dd, J=3. 2, 5. 6Hz, 1H), 5. 2 (s, 2H), 3. 74 (s, 3H).

[0134]  SEjififh] 24 :1- FAHE —1H- WMk —4— B (X X XTID (14
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[0135] HR& 4- CREFE) —1- BFH&E —1H- ¥ (X X XIID (2.5g,11mmol) ¥ T 30mL H
b, R SR TR N 5% (KB4 Pd/C (1. 2g). ARG BEHMAS GRS =G, BHIE
40psi PEFEIRTE 16 /i) o It R Ak 8, H 10mL BB e . R 46 5 159 204 EiiR A
1. 4g, ULZE 91%. "H NMR (400MHz, CD,0D) & ppm:6. 97 (d, J=3. 2Hz, 1H), 6. 94 (m, 1H), 6. 82(d, J=
8. 4Hz, 1H), 6. 48 (d, 3. 2Hz, 1H), 6. 40 (d, J=7. 9Hz, 11), 4. 81 (br s, 1H), 3. 71 (s, 3H).

[0136]  SZjafs] 25 :1— FE3& —1H- W|mk -4, 7- R (X X IV) (4

[0137]  ZE LW 8 (WA 7%, BRI B MM, THRH— DA ERERE T P&
VA

[0138]  SEjafsl] 26 :1, 5— —F L —1H- MERg I [3, 2-g] WM -1, 9- —FH (X X V) [l 2%
[0139] & & S il ] 4 1 & A 77 %, 13 B M £ [A {4k 80mg, & UK % 42.0 % . 'H
NMR (400MHz, CD;0D) 8 ppm:8. 69 (d, J=4. 8Hz, 1H), 7. 58 (d, J=4. 8Hz, 1H), 7. 31 (d, J=2. 4Hz, 1
H), 6. 78 (d, J=2. 4Hz, 1H), 3. 35 (s, 3H), 2. 89 (s, 3H) . MS (EST)m/z:2272 (M+1) ,

[0140]  SEjEf 27 :8— HFEEM|WEI: [4, 5, 6-131[2, 7] ZEng -7 (SH) - fil{ (16) F#H] %
[0141] 2 % L E Bl 5 1 & & k. 19 5 48 & B 1A (3mg, Uk 2 42.0 %, 'H
NMR (400MHz, CD40D) & ppm:8. 86 (d, J=4. 8Hz, 1H), 8. 57 (d, J=4. 8Hz, 1H), 7. 96 (d, J=6. OHz, 1
H), 7. 67 (d, J=4. 8Hz, 1H), 7. 20 (s, 1H), 6. 81 (s, 1H), 4. 09 (s, 3H) . MS (EST) m/z:236. 2 (M+1) .
[0142] AR BH EL A B A L AL & WAk 24 25 R TH-NVR B8 W3k 2, R 2 5k 1k
G55

[0143] 3K 2 TR AP HIAL2A LSRR TH-NUR $ 4

[0144]
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"H-NMR $0i8

"H NMR (400 MHz, CDCL) & ppm: 9.01 (d, J= 5.6 Hz, 1H),
883 (d,.J= 5.6 Hz 1H), 883 (d,J=36Hz, IH), 807(d, J=
5.6 Hz, 1H), 2.97 (5, 2H), 1.58 (s, 6H).

1

'H NMR {400 Mz, DMSO-de) 8 ppm: 9.08 (d, /=48 Hz, 1
M), 876 (d, J=56Hz | H), 820 (d J=48 Hz, 1 H), 798
(d,J=52Hz, | H),768(d,J=48Hz, 1 H).

'H NMR {400 MHz, CDCL) & ppmi: 9.14 (d, J= 5.2 Hz, 1H),
E15d, J=536He 1H}), 792, J=52Hz 1H), 759, J=
42 Hz, 1H), 781 (s, 1H), 772 (d, J = 6.0 Hz, 1H), 7.28 (s,
1H).

'H NMR (400 MHz, CDCL) & ppm: 9.09 (d.J = 5.52 Hz, 1H),
8.25 (d,J = 7.28 Hz, 2H), 8.08 (s, 1H), 7.92 {d. / = 5.52 Hz,
1H), 7.85 (d, /= 5.02 Hz, 1H), 7 48-7.65 (m, 4H).

'H NMR (400 MHz, CD:OD) 8 ppm: 9.75 (s, 1H), 9.50 (d, J
= §.03 Hz, 1H), 9.07 (br. 5., 1H), 9.02 (d, J = 5.77 Hz, 1H),
8.68-8.77 (m, 1H), §23-8.37 (m, 2H), 7.87 (d, J = 4.77 Hz,
1H), 7.76 (d, J=4.77 Hz, 1H).

[0145]
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'H NMR (400 MHz, DMSO-d;) & ppm; 913 (d, J = 552 He,
1H), 8.26 (d, J = 5.52 Hz, 1H), 817 (s. 1H), 797 (d, J=5.27
Hz, 1H), 7.76 (d, J = 5.02 Hz, 1H), 7.62 (d. J = 7.03 Hz, 1H),
7.34-7.47 (m, 3H), 248 (s, 3H).

'H NMR (400 MHz, DMSO-/¢) 8 pprin: 10.24 (s, 1H), 9.07 (d,
J=35.52 Hz, 1H), 8.50 (s, 1H), 8.26 (d, = 8.53 Hz, 2H), 8.19
(d..J =552 Hz, 1H), 799 (d. J =502 Hz, 1H), 7.82 (d, J =
853 Hz, 2H), 7.75 (d, J= 527 Hz, TH), 2.12 (s, 3H).

"H NMR (400 MHz, CDCL) 8 ppm: 9.27 (s, 1H), 8.85 (d, J =
6.0 Hz, 1H), 792 (d, J=6.0 Hz, 1H), 783 (d, /=42 Hz, IH),
7.59(d, J=4.2 Hz, 1H), 7.29 (s, 1H).

'H NMR (400 MHz, CDCI3) & ppm: 9.12 (s, 1H), 886 (d, J =
6.00 Hz, 1H), 7.98 (d, ./ = 6.00 Hz, 1H), 7.84 (d. J = 5.20 Hz,
1H), 7.60 {d, J = 4.80 Hz, 1H),

16

"H NMR (400 MHz, CDCL) 8 ppm: 9.11 (s, 1H), 8.82 (d, J =
6.02 Hz, 1H), 7.97 (d, J = 6.02 Hz, 1H), 7.60-7.65 (m, 1H}.

i

"H NMR (400 MHz, D,0) 5 ppny: 9.94 (m, 1H), 7.85 (i, 1H),
772 (m, 1H), 7.32 (m, TH), 7.21 (m, 1H), 6.87 (m, 1H)

k3

3.69-3.74 (m, 4H), 3.40-3 .48 (m, 4H), 3.02 (s, 3H).

12

'H NMR (400 MHz, CDCL) & ppm: 8.78 (d, J= 6.0 Hz, 1H),
8.65 (s, 1H), 7.98 (d, / = 6.0 Hz, 1H), 7.84 (d, /= 42 Hz,
1H), 7.55(d, J= 4.2 Hz, 1H), 427 (8, 3H).

[0146]
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'H NMR (400 MHz, CD,0D) 5 ppm: 8.92 (d, /=52 Hz, 1
13 H), 861 (d, J=56Hz, | H), 803 (d,J=56Hz | H), 7.74

(d, J=32Hz, 1 H), 7.72 (s, 1H), 7.62 (5, 1H), 3.91 (s, 3H).

'H NMR (400 MHz, CD:0D) 6 ppm: 2.05 (d. J =56 Hz, 1
14 H), 883, J=60Hz 1 H),820(d J=56Hz | H), 803

(s, 1 H),7.99(d, J=56Hz, 1 H), 7.17 (s, 1 H).

'H NMR (400 MHz, CD:0D) § ppm: 9.02 (d, J = 5.6 Hz, 1
15 H), 8.82(d, J=60Hz 1 H),816(d J=56Hz 1 H), 8.12

(s, 1 H), 7.94 (d. /=60 Hz, 1 H). 736 (s, { H).

"H NMR (400 MHz, CD;0D) & ppm: 8.86 (d, J = 4.8 Hz, 1
16 H), 857(d J=48 Hz | H),7.96 (d.J= 60 Hz. 1 H), 767

(d,J=48Hz, 1 H), 720 (s, 1H), 6.81 (5, 1H), 4.09 (s, 3H).

[0147]  SCjfafhl] 28 AR BHA B 77 (RO IR FFrEmk — Btk S 5 B e
[0148]  (—) SEIG 7k R AW M BRI T S 38 75 7% (¥ W :Antimicrob Agents
Chemother1995, 39 (5) : 1169)

[0149] 1. A RIS U7

[0150] (1) SEIGTEAE

[0151]  ARSLISVEH 7 UAT 8 FhE 219 AN AREUR Ak 35 B B AR AE 0 de X 4%, 35 B T PR HH
¥ FERRF KRR EE = G A PR YD #2405

[0152] 1) A& Bk (Candida albicans, HrdERE SC5314) ;

[0153]  2) [ & Bk (Candida albicans, FrdERk Y0109) ;

[0154]  3) I I Bk (Candida parapsilosis, ATCC22019)

[0155] 4) FHAREIRE (Cryptococcus neoformans, FriERK 56992)

[0156] 5) JEIE &k E (Candida glabrata,537) ;

[0157]  6) MM E H (Aspergillus fumigatus,0796) ;

[0158]  7) A faF 8 (Trichophyton rubrum, Cmccftla)

[0159]  8) A EIR/NETH (Microsporum gypseum, Cmccfmza).

[o160]  (2) 38 T7V2%

[0161]  BEEVKECH] :a. BT M EEBRE NS BRE & YEPD AR RS 35 52 35°CHE5% 16 /NI, PRIK
A, P LA A o B T A RPM1640 AR 37 FE I Bk 2 25 1X10°~ 5X 10 *4> /mL.
b. Z2 KRB GO i & AN L0 A BB 1 A BN ED 48 SDA REE 437 35 57 (35°CH) — J& Al
(28°CHOW A, P IRIEAL , TN RPM1640 YR AR R: 77 58 ¢ FH W R AT , A 7005 25 T RPM1640 i+,
V2RI BE, THEG IR IE R 1X10°~ 5X 10 °4™ /mL,

[o162]  ZGYRACH < BXA K B INAL & 49 T — FF K, BC A% 8. Omg/ml I Z5 406l 479, SE
20
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IR ] RPM1640 B8 A% 640 1 g/ml .

[0163]  #&hf :96 FLAR 1 ‘T LI RPM1640100 u 1 /R FHXTHR, 3-12 SAL & INE &K 120 1 1,
25 fLINE BV 160 v 1 FIZGYR 1. 6 1 1, 2-11 SFLINZWIRIZSE 10 2 4 R5 LR, 1L
WPE 25N 64.16.4.1.0. 25.0. 0625.0. 0156.0. 0039.0. 00097.0. 00024 1 g/mL. 12 A
TG VERHTEXTRE . 25056 HE A FURRE e

[0164]  $55% SR I < 1 FH P B FLOG 25 FEAEL (OD {H ) A 100%, LAY 25 BEAE LU BH PR REAL
fICT 80% MY AREWIR E I e /MR FE A (MIC) o

[o165]  ( ) SRS

[o166]  fAAMIIEE LIRS H WL 3.

[o167] 3R 3 :F ik B ARLA RSN B B B/ MTE W EE(E MIC, v g/mL)

[0168]

B g EER R g I AR % -

&Y o _ . _
SHE WY %l BERE 2BE BN T BTE
1 64 64 >64 2 <0.125 1 8 >64
2 4 4 8 0,25 4 1 2 2
3 4 8 16 4 4 8 2 05
4 32 >64 >64 4 64 >64 16 >64
5 32 >64 >64 32 >64 >64 =64 32
6 32 >64 >64 64 >64 =64 32 >64
o 32 >64 >64 =64 =64 =64 >64 >64
8 8 32 64 4 4 4 2 1
9 32 4 >64 0.5 0.5 2 2 0.125
10 32 32 64 >64 >64 >64 =64 8
11 >64 64 >G4 64 64 364 64 =64
[0169]

12 >64 264 >64 >64 >64 >64 >64 64
13 »64 =64 =64 64 64 >64 =64 64
14 32 32 >64 16 32 32 8 16
15 32 32 64 8 64 a2 8 16
16 32 64 64 R 32 64 16 =64

S 05 1 2 4 4 i >64 16

[0170]  Lidskie4s AR, S50 PEXT REZGH0 L, A R W i AL &4 Hh B8 0 A BT
JUH TG TEAEY RIPUE 1, TR S 1 TR 2 1 BOR R 48 my, YA SRt &P m]
HIT il &6 T TR BRI 259
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[0171] DA R AIHEIR 1 AR B IS A SR 2 B AR A R I I e AT MR
NGARLIZ T figt s A AN 52 138 St 9] A6 PR b3 S e 91 R 1 45 38 150 R A U B A
I JUER , A AN 15 A R AR S L 14 BT 9 TR AR I 2 3 25 M AR A AN i, X e AR
MRS AV N ZSR ARSI AR NG A o AR B R AR VS T BB T PR (KO BUR 225K A B 2L
S FFE o

22



