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(1) -1-[2-[[5-[[4- @ L HE) WRMe—1-J& ] L T b g —2— 6 ] 2 2k ] -8 Wik g — 1 — kit
WEFF [3,4-d] MERE-6-J& ] P i1 -1 5

(1IR) -1-[2-[[6— A3 T fi—-3-3k) -7, 8- 4 —5H-1, 6-Z50g—2- 3L ] 5 3L ] -8R g —1-
FEMERE H [3,4-d] BERE-6-3E ] ZBF

(IR) —1-[2-[[6— (2-Nmph—4—JE 2. FL) —7,8- A —5H-1,6-Z50g 2k ] & It ] -8-WRIE-1-
FEMERE H [3,4-d] BERE-6-3E ] £BF

(IR) —1-[8-WRAE-1-FE—-2-[ (6-WRBE—4- L fiE ik I -7, 8- — & —-5H-1, 6-ZEmE -2 5k) 2 Ak ]
ML e [3,4-d] Eng —6-%5] B s

(1R) —1-[8-WRAE -1 -F-2—[ (5-WRHE—4—FE A FENE g -2 F%) S BE ] ML ng I (3, 4-d ] &g -
6-3&] L BE

(IR) ~1-[2-[[5-[1- (2-F& £ 4&) kMg —4— & | S b e -2 2 ] 2 | - 8- WR mE - 1 -2 itk g
FH[3,4-d]msng—6-%5] L BE s

(2S) —2-[8-WRME-1-2£-2-(5,6,7,8-VUE~1,6-ZENE -2 FL & JE) MEnE I (3, 4-d ] BERE -
62 ] e —1-1% s

(2R) —2-[2-[[5-[[4- - L H&) WRMe—1 -2 ] FH L T b g —2— ik ] 2 2t ] -8 Wik g — 1 — kit
WEFF [3,4-d] MERE-6-J& ] P i1 -1 5

(2R) —1-[2-[[5-[[4- - L HE) WRMe—1 -2 ] HH JE b g -2k ] 2 2k ] -8 Wik g — 1 — kit
WE I [3,4-d] MERE-6-JE ] P ki—2- 1% 5

1-[6-[[6-[ (2R) —2—F2 A FL ] -8R E — 1 - JEMEBE FF [3, 4-d ] M mg -2k ] 2 Jk ] b g -3
5 R IGE -2 5
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(2R) -1-[2-[[6- -2 2. 3L) -7,8- — & —bH-1,6-Z5mg —2—FL ] 5 3L 1 -8-WR iE — 1 - Ltk ng
FH[3,4-d] msng -6 ] N br—2-1F ;

(2R) —2-[2-[[6- -2 2. 3L) -7,8- — & —bH-1,6-Z5mg —2—HL ] 5 3L 1 -8-WR iE — 1 - Ltk g
FH[3,4-d] msng -6 ] N br—1-BF;

(IR) —1-[8- (F I T fi—1-38) —2- [ [5- [ (4-H FLWR IR - 1-3%) I BL ] nit g —2- 2 ] 2 k]
ML e (3, 4-d] Eng —6-%5] B s

(IR) —1-[8- (2, 2- - FHAEmE g b —1-35) —2- [ [5-[ (4-H HLMRige—1-J) FH L Tk mg —2— % ]
AL E I [3,4-d] Mg -6-55] L BE

(IR) ~1-[8- (B-& A XA [3.2. 1] 3 H-8-8) —2- [ [5-[ (4-H FEMRIE-1-2E) FFSE Tk -
2- B BRI MenE I [3,4-d] mEng—6-JL ] 2.

(IR) —1-[2-[[6— (B ZIF T hi-3-3L) —7,8- A -5H-1,6-Z5ng 2k ] & FL ] -8-WRIE-1-
FEMERE H [3,4-d] BERE-6-3E ] £BF

(IR) -1-[2-[[6-[1- C-F L H8) BRI T bi-3-%:]1-7,8- "4 -5H-1,6-ZEME-2-H= ]
H ] -8-WRIE - 1-FEALIE I [3,4-d ] msnE 62 ] L

(1R) —1-[2-[[5-[ (4-HI JEWR MR —1-3&) FE AL g -2 ] 2 0k ] -8— (1, 4- S R A A4 Fh B
fi—4-FL) Mg IF (3, 4-d] g -6-3L] 2,8

(IR) -1-[2-[[5-[[4- @ L HE) WRMe—1 -] AL Tk mE -2 Jk ] 2 2t ] -8— (1, 4-SH 28 &
TP —4-25) MERE I (3, 4-d] EnE-6-2& ] 2.8 ;

(1R) —1-[8-[ (3S) —3-9MRNE - 13 ]-2- [ [5- [ (4-H FLMR R -1-J%) H L Tk g —2- 3L ] &
FEIMERE I [3,4-d] MERE-6-3E ] £F 5

(IR) —1-[8-[ (3S) —3-#WRAE-1-3&]-2-[[5-[[4- Q-2 £ 3%) DR —1 -2 ] FE JE T ik g -2
R AL E I (3, 4-d] e -6-2E ] 2B ;

(1IR) —1-[8-[ (3S) —3—9RMt i fi—1-F& ] -2- [ [5-[[4- -2 £ L) WRME—1-J& ] FH JL T ik mg—
2- B BRI MenE I [3,4-d] msng—6-JL ] 4.

(1R) -1-[8-[ (3R) —3—FRuMt s fi—1-FE ] -2- [ [5-[[4- -2 L) WRME—1-J& ] FH JE Tk mg—
2- B BRI MenE I [3,4-d] mEng—6-JL ] 4

(28) -1-[4-[[6-[[6-[ (IR) ~1-F& £ FE ] -8-WRIE 1~ =ML I [3, 4-d ] mEng -2 ] S A ]
Mg —3—4k | P R D WRIGR -1 -2 ] P Joe—2 -1

(2R) -1-[4-[[6-[[6-[ (IR) ~1-F& £ F£ ] -8-WRME ~1-JEMEE I [3, 4-d ] mEng -2 ] S A ]
ML IE —3—4k | P R D WRIGR — 1 -2 ] P Joe—2- 1

(IR) ~1-[8- (T-H A BIA[2. 2. 1] Piki—T-F%) —2- [ [6-FH FE—5- (4-F FENRBE—1-3E) it
WE—2-JE | AL ML e FF (3, 4-d] W nE-6-2E ] £, ;

(1IR) -1-[2-[[5-[[ (2S) -2,4- I FLmR e —1 - J ] FH L T ik mg -2k ] 2 ik ] -8R Mg — 12
ML e I [3,4-d] EnE —6-55 ] B s

(IR) ~1-[8- (T-& AW [2. 2. 1] Pifi-7-F%) —2-[[6-[ [ (2S) -2, 4~ - H JENR e -1 ]
FA L T g —2— ik ] 2 R ] ML mE 9 [3, 4-d ] Mg 63 ] £ 5

(1R) -1-[2-[[5-[[ (3S) -3, 4-— HI HLmR e — 1 - ] FH L T nb mg -2k ] 2 Ok ] -8R Mg — 12
ML e I [3,4-d] Mg —6-55 ] L BE s

(IR) ~1-[8- (T-& AW [2. 2. 1] Pifsi—7-F5) —2-[[5-[[ (3S) -3, 4~ - H JEWR M~ 1t ]
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FR L T g —2— ik ] 2 ] b g 9 [3, 4-d ] M RE 63 ] £ 5

(IR -1-[2-[[5-[[4- Q-2 L FL) WRME -1 ] HH L ] it g —2— ik ] S ik ] -8R ik g I
[3,4-d]mEngE-6-%L ] 4.1F

1-[6-[[6-[ (IR) ~1-F2 £ K] -8- IR LML NE I [3, 4-d ] W& mE -2 Jk ] 0 & ] b mg -3 -2 Wik
W — 2l ;

1-[6-[[6-[ (2S) —1- 2P br—2-FE ] -8-WR e -1 - FEMEIE F [3, 4-d] M RE-2- 3 ) & B D ik
WE—3—3 ] Wk e —2— il ;

(28) —2-[2-[[6- -2 2. 3L) -7,8- — & —bH-1,6-Z5mg —2—FE ] 5 3L 1 -8-WR iE — 1 - Ltk g
FH[3,4-d] msng -6 ] N br—1-BF;

1-[6-[[6-[ (2R) —1- 2 br—2—-FE ] -8-WR e — 1 - FEMEIE FF [3,4-d] WERE-2-J& ) & BE it
WE—3—3 ] Wk e —2— il ;

(2S) —2-[2-[[5-[[4- - L HE) WRMe—1-J& ] H IE T b g -2k ] 2 2k ] -8 Wik g — 1 — kit
WEFF [3,4-d] MERE-6-JE ] P i1 -1 5

2-[2-[[6-[ (IR) -1-¥2 £ F:] -8-WRHE—1-FE ML iE I [3, 4-d] msrg-2-JL ] & L] -7,8-=
A -BH-1,6-Z50E 64 ] 4

(IR) —1-[2-[[6— (R ZFF | he-3-FLFFL) -7,8- & -5H-1,6-25mg -2 1 & L ] -8~k
WE—1-FEME e FF (3, 4-d] e -6-2E ] 2B ;

(1R) —1-[8-[ (3R) —3-9 MR AE -1 -3 ]-2- [ [5- [ (4-H FEMR R -1-J%) HH L Tk g —2- 3L ] &
FEINERE I [3,4-d] MERE-6-3E ] £F

(1R) =1-[8-[ (3R) -3~k e ~1-2& ] -2-[[5-[[4- Q- R L&) WRME-1-FE ] L Tk ng -2
Fe] AL E I (3, 4-d] e -6-2E ] 2B ;

(IR) —1-[2-[[6- (1-FFE R4 T fe—3-4%) -7,8- & -5H-1,6-Z50E -2 | & FL ] -8
MR E — 1 -FEMEE I [3, 4-d] mang —6-2 ] L BE s

(IR) -1-[2-[[6- @& 4 3H) -5, T-—ZAM & I [3,4-bI Mk mE -2 Fk ] ik ] -8-WRIE-1-J&
ML e I [3,4-d] Eng —6-%5] B s

(2S) -1-[2-[[5-[[4- @ L HE) WRMe—1 -2 ] H I T b g -2k ] 2 2k ] -8 Wik g — 1 — kit
WE I [3,4-d] MERE-6-J& ] P ki—2- 1% 5

1-[6-[[6-[ (2S) —2—F2 N FL ] -8R IE — 1 - FEMEBE FF [3, 4-d ] M mg -2k ] 2 Jk ] b g -3
5 R IGE -2 5

(29) -1-[2-[[6- -2 2. 3E) -7,8- — & —5H-1,6-Z5ng —2—FL ] 5 3L 1 -8-WR iE — 1 - Ltk g
FH[3,4-d]msng -6 ] N br—2-1F ;

8— (T-BARMI[2. 2. 1] Pif—7-3%) —6— R A3 1 -3-3L) -N-[5- (WRMe— 1L FH %) it
WE-2- 3 Tk iE I (3, 4-d ] e -2 s

6— (R T —3-3%) -N-[5— (R W — 13 FH L) b mg —2— ik ] -8R Mg — 1 - JE Atk g 7 [3,4-d ]
W IE — 2 I 5

8— (T-BAIA [2.2. 1] Pfi—T-3%) —6- CR AR IR -3-E) -N- (6-Wk e — 1 - LMk IR -3 5E)
me e I (3, 4-d ] mEng —2- % ;

6— (B 24 IR [ —3-3E) —N— (61K B —1 — LA B —3—3) —8-WR Mg —1-FE AL mg (3, 4-d ] mEmE -
2-Ji% s
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[2-[[6-[ (IR) ~1-F £ FE ] -8-WRIE - 1-FEMENE I [3,4-d ] Mg -2- Kk ] 2 Bk ] -7, 8- — & -
5H-1,6-Z8mE-6-3L] [ (2R) ~MHE S e 23 ] FF I 5

[2-[[6-[ (IR) ~1-¥ £ FE ] -8-WRIE - 1-FEMENE I [3,4-d ] Mg -2- Kk ] s 2k ] -7, 8- — & -
5H-1,6-Z8mE-6-3L ]~ [ (3S) ~MLME e 33 ] F i 5

[2-[[6-[ (IR) ~1-F2 £ FE ] -8-WRIE - 1-FEMENE I [3,4-d ] Mg -2- Kk ] 2 2k ] -7, 8- & -
5H-1,6-Z5ME-6-2& ][ (2R) —WRAE-2-2 ] FH i ;

[2-[16-[ (IR) ~1-F2 £ FE ] -8-WRIE - 1-FEMENE I [3,4-d ] Mg -2- Kk ] 2 Bk ] -7, 8- — & -
5H-1,6-Z50g-6-3& ][ (2R, 4S) —4-FEFEME g be—2-FE ] F i

[2-[[6-[ (AR) ~1-F £ FE ] -8-WRIE - 1-FEMENE I [3,4-d ] MEnE -2 Kk ] 2 Bk ] -7, 8- — & -
5H-1,6-Z50E-6-3& ][ (2R, 4R) —4—F2 LML & b —2- 3 ] HI

[2-[16-[ (IR) ~1-F £ FE ] -8-WRIE - 1-FEMENE I [3,4-d ] Mg -2- Kk ] 2 2k ] -7, 8- — & -
5H-1,6-Z%ME-6-2& ][ (3R) —MRAE—3-2 ] FH i ;

[ QR) ~& 43 T hi-2-3E]1-[2-[[6-[ (IR) ~1-¥2 £ 3L ] -8-WRME—1-FEME g I [3,4-d] W%
nE-2- L] S ] -7, 8- A -5H-1,6-Z50E-6-=] FH i ;

[2-[16-[ (IR) ~1-¥ £ FE ] -8-WRIE - 1-FEMENE I [3,4-d ] Mg -2- Kk ] 2 2k ] -7, 8- — & -
5H-1, 6-ZE g —6-3% | o IpR—2— 32 FH i ;

(IR) -1-[2-[[6- @-F I L. }) -7,8- &S -5H-1,6-Z=nE-2—HL ] 5 HL ] -8-MRmE -1 -JEntt
WEFE[3,4-d] MEnE-6-J5] 2. 5

[2-[[8- (T-& A [2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 L KL T mEng I [3, 4-d ] msng-2-
Fe)m H]-7,8- "5 -5H-1,6-Z8ME-6-3L] - [ (2R) —1—FH JEmE & fr—2— 3% ] H i 5

[2-[[8- (T-&ZHA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 £ KL T mng I [3, 4-d ] msng-2-
Fe] K] -7,8- "5 -5H-1,6-Z8ME-6-3L] - [ (2S) —1—FF JEML & fr—2— 3% ] H i 5

[2-[[8- (T-&ZHA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 £ KL Tk ng I [ 3, 4-d ] g -2-
Fe) K] -7,8- 5 -5H-1,6-Z8WE-6-3L] - [ (3S) —1—FH JEME & fr—3 -3 ] H i ;

[2-[[8- (T-& A [2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 £ KL Tk ng I [3, 4-d ] g -2-
B ] -7,8- " &-5H-1,6-Z%WE-6-4E] - [ (3R) —1—FH J&nth g br—3—Jk ] FH i ;

[2-[[8- (T-& A [2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 £ KL Tk ng I [3, 4-d ] msng-2-
) IE]-7,8- & -5H-1,6-Z50E—-6-JE]— [ (2R) —1—FF JEMR g —2—35 ] FH il

[2-[[8- (T-&ZHA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 £ KL T ng I [3, 4-d ] msng-2-
R R K] -7,8- A -5H-1,6-Z50E-6-FE ][ (2S) —1-FF RN mE -2 % ] F i

[2-[[8- (T-&ZHA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 L KL ML ng I [3, 4-d ] msng-2-
R K] -7,8- 4 -5H-1,6-Z80E-6-3E] - [ (2R, 4S) ~4-F2 I~ 1-F JEnE I g —2- 58 ] Y i

[2-[[8- (T-& A [2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 L KL T ng I [3, 4-d ] msng—2-
Fe] K] -7,8- "5 -5H-1,6-Z8ME-6-3L] - [ (2S,4R) —4—F2Fh—1-F JLnt g e —2— & ] FH

[2-[[8- (T-&ZHA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 L KL Tk ng I [3, 4-d ] msng—2-
R K] -7,8-4&-5H-1,6-Z50E-6-3E] - [ (2R, 4R) ~4-F2 31— JEnE I g —2- 28 ] Y i

[2-[[8- (T-&ZHA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 £ KL T mkng I [3, 4-d ] msng-2-
BRI -7,8- A -5H-1,6-250g-6-F]-[ (2S,4S) ~4-F8 31— H FLME % fe—2-55 ] H I

[2-[[8- (T-&ZHA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 £ KL Tk ng I [ 3, 4-d ] g -2-
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R R K] -7,8- A -5H-1,6-Z50E-6-FE ][ (3R) —1—FF FEMRmE -3 ] FH i ;

[2-[[8- (T-& A [2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 L KL T mEng I [3, 4-d ] msng-2-
R R K] -7,8- A -5H-1,6-Z50E-6-FE ][ (3S) —1—FF FEMR mE -3 ] FH i

[2-[[8- (T-& A [2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 £ KL T ng I [3, 4-d ] msng-2-
R R K] 7,8~ & -5H-1,6-28mE-6-3E ] - [ (2R) —1-FH SRS 4230 T -2 2L ] H i 5

[2-[[8- (T-& A [2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 L KL T mEng I [3, 4-d ] msng-2-
R E K] 7,84 -5H-1,6-Z8mE-6-3L] [ (2S) ~1-F R4 T -2 2L ] H i 5

[2-[[8- (T-& A [2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 L KL T ng I [3, 4-d] msng-2-
R K] 7,8~ & -5H-1,6-Z8ME 63 ] - (4 F FE NG Ipk-3-22) FH i ;

[2-[[8- (T-&ZAA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 L KL T ng I [3, 4-d ] msng-2-
R R K] 7,8~ & -5H-1,6-Z8ME 63 ] - (4 F FE NG Ipk—2-22) FH i 5

[2-[[8- (T-&ZAA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 L KL Tk ng I [3, 4-d] msng-2-
B ] -7,8- 4 -5H-1,6-280E-6-3E ] - (1-F FL B0 T he-3-38) W

[2-[[8- (T-&ZAA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 L KL T ng I [3, 4-d] msng-2-
FIRIHE]-7,8- & -5H-1,6-280—6-3E ]~ [ (2R) ~1- (2-F2 L JE) mE g -2 ] F i 5

[2-[[8- (TR AA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 £ KL Tk ng I [3, 4-d ] msng-2-
FIRIHE]-7,8- & -5H-1,6-280E—6-3E ] - [ (2S) ~1- 2-F2 L IE) L be—2-FE ] F i 5

[2-[[8- (T-&ZHA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 L KL Tk ng I [3, 4-d] g —2-
R IHE]-7,8- & -5H-1,6-280E—6-3E ] - [ (3S) ~1- (¥R £ JE) Mg fe—3-E ] F i 5

[2-[[8- (T-&ZHA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 L KL T mEng I [3, 4-d ] msng-2-
R HE]-7,8- & -5H-1,6-280E—6-3E ]~ [ (3R) ~1- (2-F2 L JE) Mg -3 ] F i 5

[2-[[8- (T-&ZAA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 £ KL Tk ng I [3, 4-d ] msng-2-
F]HH]-7,8- A -5H-1,6-Z8mE-6-2&]-[ (2R) —1- Q- ¥2 £ 58) WRWE -2 F& ] H 5

[2-[[8- (T-& A [2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 £ KL Tk ng I [3, 4-d ] msng-2-
F]HH]-7,8- A -5H-1,6-Z8mE -6 ][ (2S) —1- Q¥R £ 58) WRWE -2 F& ] H 5

[2-[[8- (T-&ZHA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 £ KL T mEng I [3, 4-d ] msng-2-
R H]-7,8- A -5H-1,6-ZEmE-6-31-[ (2R,4S) -4-F3-1- Q- 2 3L) Mg fg—2-3E ]
FH B 5

[2-[[8- (T-& A [2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 £ KL Tk ng I [3, 4-d] msng-2-
BRI -7,8- A -5H-1,6-ZEnE—6-%5]-[ (2S,4R) ~4-F2 31— Q-F2 2. 3L) Mg fe-2-% ]
FH I 5

[2-[[8- (T-&ZAA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 L KL T ng I [3, 4-d] g -2-
R H]-7,8- A -5H-1,6-ZEmE-6-31-[ (2R,4R) ~4-F3-1- Q- 2 3L) Mg fe—2-3& ]
FH ] 5

[2-[[8- (T-&ZHA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 L KL T mEng I [3, 4-d ] msng-2-
BRI -7,8- A -5H-1,6-Z5nE-6-%5]-[ (2S,4S) ~4-F23-1- Q- F2 2. 3) Mg fe-2-%]
FH B 5

[2-[[8- (T-&ZHA[2.2. 1] Piki-7-%5) —6-[ (IR) ~1-¥2 £ KL mEng I [ 3, 4-d ] msng-2-
R HHE]-7,8-4&-5H-1,6-Z8mE-6-3E] - [ (3R) —1- (- ¥R £ 2&) WRME 32 ] F i ;
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[2-[[8- (T-E ARG [2.2. 1] Fafi-T-55) —6-[ (IR) —1-F2 L FE ML RE I [3, 4-d] M mE -2
Fe)m K] -7,8- "5 -5H-1,6-Z8ME-6-3L] [ (3S) —1- (22 £ ) WRHE -3 ] HI i ;

[2-[[8- (T-E ARG [2.2. 1] Faki-T-55) —6-[ (IR) —1-F2 L FE ML RE I [3, 4-d] M mE -2
Fe]m K] -7,8- "5 -5H-1,6-Z80E-6-3L] - [ (2R) —1- Q- FR L %) AL T Ji—2-FE ] FH i 5

[2-[[8- (T BACUER[2.2. 11 Peke-7-3) -6-[ (IR) -1 230z IF [3, 4-d] -2
HEVEHE] -7, 8- 5 -5H-1, 6-F0E 62k ] - [ (25) ~1- Q-2 238) WA T e -2k ] 5

[2-[[8- (T BACUER[2.2. 11 Peke-7-3) -6-[ (IR) -1 Z 30z I [3, 4-d] -2
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WRZE—1-2) MERE - [3,4-d] msngE—6-JL ] 4.

[0222]  (1R) -1-[8- (4-FWRIE-1-2E) —2-[[5-[[4- Q-FR £ &) WRME-1-JE ] HF 2 Ttk g -2
FE] AL E I (3, 4-d] e -6-2E ] 2B ;

[0223]  (1R) -1-[8-(4,4-Z9RNKIE-1-3%) -2-[[5-[[4- - £ 58) WRMe—1-JE ] HH BE Tt
WE—2-JE ] AL ML e FF (3, 4-d] W nE-6-2E ] £, ;

[0224]  (IR)-1-[8- (4,4-—HIRnE—-1-3) —2- (5,6,7,8-PU&A 1, 6-ZEnE -2 FL & JL) Nk ng
FH[3,4-d]msng—6-%5] L BE s

[0225]  (IR)-1-[8- (4,4- —FWRNE-1-3&) -2-[[6- (2-F £ 3E) -7,8- & -HH-1,6-Z5nE -
2- B BRI MenE I [3,4-d] mEng—6-JL ] 4.

[0226]  (1R)-1-[8- (4,4-—%MkAE-1-3%) —2-[[6-[2- (ZH &) £ FHE]-7,8- =4 -5H-1,
6-ZENE—2—JE ] 2 JE ] MERE JF: (3, 4-d ] WEnE -6 2] L%

[0227]  (1R) -1-[2-[[5-[[4- - L) WRME—1-JE ] H L Tk g —2—- 2 ) & 2 1 -8-[ (2R) —2-
g e — 1 - T b g I [3, 4-d ] Mg -6 ] 1% s

[0228]  (1R) -1-[2-[[5-[[4- @R L H) WRME—1-JE ] H BL Tk e —2- 2 ) & 2 ] -8-[4- (=9
) DR BE — 1 —JE ] AL RE 1 [3, 4-d ] B RE 63 ] £

[0229]  (IR)-1-[8-(1,1-—4AR-1,4-MEmE—4-3E) -2-[[5-[[4- Q- L F) kMR -1 H
FeInb g -2 Kk g L Tk nE I (3, 4-d ] msnE-6-Jk ] £ BF

[0230]  (1R) —1-[2-[ (6—H J:-5-WRMa—1-FEnbmE —2-38) S 3L ] -8-mb s b —1- &k e 3 (3,
A-d ] ENE-6-3E ] £
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[0231]  (1R) —1-[2-[ (6-FH J-5-NR W —1-FL kg —2-3%) & 3L ] -8-WRIE -1 - LAk nE 3 (3, 4-
d]mEnE-6-3L] 2.

[0232]  (1R) -1-[2-[[5-[4- (- 3R £ 3%) WRIG-1-2 ] -6 H Lnib g -2 2L ] 4 2 ] -8k g - 1-
SN I [3, 4-d ] MENE 63 ] 4,1 ;

[0233]  4-[6-[[6-[ (1R) ~1-¥& £ FE]-8-WR M~ 1-JEnL g 5 [3, 4-d] msng-2-JE ] g L ] ke -
3-HE]-1,4- " F I BEkE -5 ;

[0234]  1-[6-[[8- (4-FWRNE-1-%) —6-[ (IR) ~1-F2 2 FE b me If (3, 4-d] mEng -2 ] &
S5 ] b e 32 1 MR MR -2 5

[0235]  (1R) —1-[2-[ (6-WRME—1—JikmkmE—3—Jk) S k] —8-WR mE—1-FEmt g 3, 4-d ] Mg -

6-3&] L BE

[0236]  2-[2-[[5— (WRME—1-2& H J&) Nk mg —2- 2 ) G 0 | -8R WE — 1 - JE b g - [3, 4-d ] W iiE -
63 ] L1

[0237]  1-[6-[[6- 2-F2 & 3L) —8—WRWE—1-FEMEIE H [3, 4-d] B rE—2—-FE ] Z L ] b g -3 -2 ]
Wk -2 ;

[0238]  2-[2-[ (6-WRMRE-1-J&mANR-3-J%) 22 ] -8R e —1-FEMEmE I [3,4-d] g -6 ]
¥

[0239]  2-[8-WRAE-1-3E£-2-(5,6,7,8-PUE —1,6-Z50E—2—FEL G JL) mEmg 7 (3, 4-d] Mg —6-
] O,

[0240]  2-[4-[[6-[[6- (FRH &) —8-WRHE—1—FEMENE I (3, 4-d] Mg -2 Jk ] 2 JE ] b iE -3
R PR R 12 ] &1

[0241]  1-[6-[[6- GRH KE) —8-NWRNE—1-FEMEBE I [3, 4-d] msng -2k ] 2 5k ] it g -3 J& ] IR
W —2— i ;

[0242]  (1R) -1-[2-[[5-[[4- -2 L) WRME-1-JE ] H JL Tk g —2—- 2 ) & 2 1 -8-[ (2S) —2-
HH AL e — 1 - R TN JF (3, 4-d ] g -6 ] 1%

[0243]  (1IR) -1-[2-[[5-[[4- -2 L) WRME-1-JE ] H JL Tk g —2- 2 ) & 2 1 -8-[ (3S) -3~
FH AL e — 1 - R TN JF (3, 4-d ] g -6 -] 1%

[0244]  (1IR) -1-[2-[[5-[[4- -2 L) WRME—1-JE ] H JL Tk g —2—- 2 ) & 3% 1 -8-[ (3R) -3~
H R e — 1 - SR T b g I [3, 4-d ] Mg -6 ] 1% s

[0245]  (1R) —-1-[8-(2,5- = H Bt ki—1-3%) —2-[[5-[[4- -2 £ F%) MR —1-J& ] HH 2L ]
M e —2—JE ] 2 JE T b WE JF: (3, 4-d ] BERE -6 3L ] £ 1% 5

[0246]  (IR)-1-[8-(3,3- R ML fi-1-38) —2-[[6-[[4- @2 L FE) ka1 ] 2]
M e —2—Jk ] 2 SR T b iE JF: (3, 4-d ] BERE -6 3L ] £ 1% 5

[0247]  (IR) —1-[8- (T-FARXGA[2.2. 1] Piki-T-55) —2- [ [6-[[4- - L F) WRIGR -1 -2 ]
FH T bk g -2k ] U B T ML E 5 (3, 4-d ] s g 62 ] £

[0248]  (1R) -1-[8- (3-F A [3.1.0] Cbi—3-4%) -2 [[5-[[4- C-FR L) WRiE-1-2E]
FH R T bk g —2—Jk ] U Bk T ML g 5 (3, 4-d ] s g 62 ] L%

[0249]  (IR) —1-[8- (8-F A [3.2. 1] Fhi-8-4k) -2 [[5-[[4- C-FR L) kMG —1-2E]
FH R T bk g —2— ik ] U B T ML g 5 (3, 4-d ] s g 62 ] £

[0250]  1-[6-[ (1R) -1-F& 3] -2-[[6-[[4- Q-F2 L 3E) WRME-1-F& ] I JE Tk g -2 2 | &
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FEINERE I [3, 4-d] MERE-8—JE ] Wk g —4- 1% ;

[0251]  [2-[ (6-WikMa—1-JEmAME—-3-2L) Bk ] -8R ME - 1-FL ML IE 7 [3,4-d] msng-6-J& ] H
P ;

[0252]  [2-[[5- (WRME—1-3 F J) nibme -2 2 ] (2 | - 8- Wk e — 1 -2 e I (3, 4-d ] Mg -6
] HEE

[0253] 2-[2-[[6- (2-¥2 2. 3k) -7,8- & -5H-1, 6-Z50E-2-F ] & HL ] -8-WR g — 1 - FEmL g IF:
[3,4-d]mEnE—6-JL ] 2% ;

[0254]  2-[2-[[6-[2- (=FI%E3E) 2. 3E]-7,8- & -5H-1,6- 25023 ] G 3L ] -8- R g —1-
FEMEnE (3, 4-d] mEng-6-3E ] 2.1 ;

[0255]  (IR)-1-[2-[[6- (2-¥2 £ 3E) -7,8- A -5H-1,6-Z50g—2—Fk ] g Jk ] -8-MR g -1
ML e I [3,4-d] MEng —6-55] B s

[0256]  (IR) -1-[8- (4-FMWRNE-1-%5) —2-[[6- (- L. 3E) -7,8- — 4 ~5H-1,6-Z50E —2- %]
A MEmE I [3,4-d] wEnE-6-J5 ] 2B ;

[0257]  (1R) —1-[8- (3,4~ A BEMEMG Ji—1-3%) —2-[ [5-[[4- 2-FE 2. F%) NRME—1-FE ] FH 3 ]
ML e —2-J ] S Tk e JF: (3, 4-d | B IE -6 ] 21 s

[0258]  (1R) —1-[2-[[6-[4~ (2 F ZEMAME L £, 2) WRIGR 128 | mkPgs - 3- 2L ] 0 2 | - 8- Wik e —
1-JEmEnE 3 [3, 4-d] msng-6-3& ] 2.,

[0259]  (1R) -1-[8- (4-%WRME-1-2%) —2- [ [6-[ (4-F LR MR —1-2%) HH & Tk -2 2L
SETnErE H[3,4-d] BERE -6 ] 1% 5

[0260]  (1R) —1-[8-[ (3R) —3—FmMt s b —1-J]-2— [[5-[ (4-FH LR IE—1-J&) FH L] ik ng—2-
ST FEI e I [3,4-d ] BEnE-6-3E ] 21 ;

[0261]  (1R) —1-[8-[ (3S) —3—FmMt s br—1-J]-2- [[5- [ (4-FH BREWR IR -1-J5) FH L] ik ng—2-
ST FE e IF (3, 4-d ] BEnE -6 ] 21 ;

[0262]  6-[ (1R) —~1-F 4R £ 2 ] -N- (6-WRME —1-JEMAMR -3 ) —8-MRiE —1 - &ML e JF [3, 4~
d]mERE-2- % ;

[0263]  6-[ (1R) —1-H 4 JE £ 3t ] -N-[5- (UR MR — 1 - F L) Mt mg —2— 2 ] -8k IE — 1 - JE Mt g
FH[3,4-d] wEnE-2-JK ;

[0264]  4-[6-[[6-[ (1R) —1-F& £ Fk ] -8-ME & ki —1-FEMEIE H [3, 4-d] wsng —2-J& ] s JL ] it
ME—3-FE ] —1-F 31, 4- BB e 5Tl ;

[0265]  4-[6-[[6-[ (1R) ~1-F2 £ FE]-8-WRME-1-JEMb e - [3, 4-d ] mrmg -2 3 ] 20 L ] ke -
3-FE]-1-H -1, 4- H A B die -5 5

[0266]  (1R) ~1-[2-[[5-[ (4~ £ FEWRIE - 1-3%) I & T nfkmg -2 2 ] 2 | - 8-k e - 1 - FE i e
H[3,4-d]mEng—6-%5] 2.1 ;

[0267]  (1R) ~1-[2-[[6~ (4-FH JEWR R - 1-J%) WAMR -3-JE ] S Ak | -8R ME — 1 - &k e JF: [3, 4~
d] msnE—6-JE] 2.8

[0268]  (1R) —1-[8- (4-FMNRIE-1-2&) —2- [ [6— (4—H JEWRIE 1) WA -3k ] S AL T ik e
H[3,4-d]mEng—6-%5] 2.1 ;

[0269] 8- (4-FWRFE-1-3E) —6-[ (1R) —1-H & Jk £ 3 ] -N-[6— (4-F LR IR —1-J%) MER -3
STk [3, 4-d ] N -2 5
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[0270] 8- (43I AE-1-3E) —6-[ (1IR) —~1-F 4Bk £ JE ] -N- (6-WR W — 1 - FL ik e —3— %) it g
FH[3,4-d]wEnE -2 ;

(02711  1-[6-[[6-[ (IR) —1-¥2 £ I ] -8-WRME - 1-FEMERE I [3, 4-d ] BERE-2-JL ) Z JE T b g -
3-3E]-1,4- H AR P21 5

[0272]  2-[4-[[6-[[6— (% FH &) —8-MRkie —1-JEmb e I (3, 4-d] msmg -2 5 ] Bk ] ik e -
3L ] A JWRIR-1-2 ] 2.1 5

[0273]  1-[6- (4 H 3E) —2-[[5-[[4- Q- F2 L Hk) WRME—1-KE ] HI AR T b g —2—-J ] 2 ] ik
WE FF [3,4-d] MENE-8—JL ] Wk g —4 -1 ;

[0274]  3-[2-[[6-[ (IR) ~1-¥2 £ FE ] -8-WRIE-1-FEMLRE H [3, 4-d ] Mg —2-FE ] & ] -7, 8-
& -BH-1,6-Z%E-6-FE ] N fi— 1% s

[0275]  (1R) -1-[2-[[5-[ (3S,4S) -3-%~1- (- £.3&) Wk g —4-3& ] S FE Mt g -2 3L 1 &=
He ] -8-WRIE - 1-FEALIE I [3,4-d ] g 62 ] L1

[0276]  (1R) -1-[2-[[5-[(3S,4R) -39~ 1- (2-F2 L F&) WRIE -4 Fk ] A LML g -2- ] 2
He ] -8-WRIE - 1-FEALIE I [3,4-d ] msnE 62 ] L1

(02771 (1R) -1-[8- (3, 3- oM AAI T fi—1-4&) —2—- [ [5- [ (4-HI BEWR M —1-F%) HH BE Tt
WE-2-JE VgL ML O[3, 4-d] mangE -6-2 ] L BE

[0278]  1-[6-[ (IR) -1-¥2 £ k] -2-[[5-[ (4-H FENR e —1-3%) HH L J b g -2 2 ] & 2 ] ik g
FH[3,4-d] msng -8k ] R IE -4 ;

[0279]  2-[2-[[6- (G2 H 2&) —8-WRNE—1 - &ML RE I [3, 4-d] mang -2 ) & 2L ] -7, 8- &~
5H-1,6-Z50E-6-2E ] 4. ;

[0280]  (1R) —1-[2-[[5-[ (4-HH BEWRMR-1-J) FH L] nibmg -2 28 ] 2 0k ] -8 [ (2R) —2—FH kit
W JoE—1-JE T L mE I [3, 4-d ] MEnE -6-3E | 2.1 ;

[0281]  (1R) —1-[2-[[5-[ (4-H JEWRMR-1-J8) L] nibmg -2 2 ] 2 0k ] -8 [ (2S) —2—Ff kit
& - 1-FE TR nE I (3, 4-d ] msngE-6-3L] 2.,

[0282]  (1R) —1-[2-[[5-[ (4-HH BLWRMRE-1-J5) L] nibmg -2 2 ] (9 ] -8 [ (3R) —3—FH Kkt
W JoE—1-JE T L mE I [3, 4-d ] Mg -6-3E ] 2.1 5

[0283]  (1IR) —1-[2-[[5-[ (4-HH BEWRMRE—1-J8) FH L] nfbmg -2 28 ] 2 0k ] -8 [ (3S) —3—FH Akt
& - 1-FL R nE I (3, 4-d ] msng-6-3L] 2.,

[0284]  (1R) —1-[8- (2,5~ - F FE MM Ji—1—3) —2— [ [5—[ (4—FF LR R —1-35) AL Tt —
2-FEVFFE ML mE I [3, 4-d] msng —6-3L ] 2. 1% ;

[0285]  (1R) —1-[8- (3,4~ HI kg ki—1-3) —2- [ [5- [ (4—-FF LR e —1-J%) F AL ] b mE -
2-JE VF AL ML I [3, 4-d] mang -6-2 ] L BE

[0286]  (1R) -1-[8-(3,3— = HI kg ki—1-3%) —2- [ [5- [ (4—-F LR e —1-J%) F AL ] b mg -
2-JE VA ML I [3, 4-d] mang -6-2 ] L BE

[0287]  (1R) -1-[8- (7T-Z XA [2.2. 1] Pike-7-45) -2 [ [5-[ (4-FH AEWR IR 1) FH ]
M e —2-J ] SR Tk e JF: (3, 4-d | EIE -6 ] 21 s

[0288]  (1R)-1-[2-[[5-[ (4-H HEWRME-1-J%) H L Tk nE -2 Jk ] 2 0k ] -8 - [4- (= 4h)
WRE—1-FE ML nE I [3, 4-d ] MEng -6-3& | 2.1 ;

[0289]  (1R) -1-[2-[[5-[ (4-H JEWR IR - 1-3%) HI L Tk mg —2— 3t ] 2 25t ] -8 N mpk—4—JE it g
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H[3,4-d]mEng—6-%5] 1% ;

[0290]  1-[2-[[5-[ (4—H 2Lk —1-2%) F AL T ik ng —2 -2k ] 2 2k ] -8 MR g — 1 -k we JF: (3,
4-d ] MENE 625 ] A e —1-1 5

[0291]  [2-[[6-[ (1R) ~1-F& £, 3] -8-WRHE — 1 -FEMENE I [3,4-d ] mEmg —2- ] & 3] -7,8-—
S -5H-1, 6-Z50E -6 ] - WRIE—4-3E H i ;

[0292]  [1- (¥ 2.3%) WRie—4-FE]-[2-[[6-[ (IR) —1-F% £ FE ] -8R AE —1-FE ML mE 7+ [3, 4~
d]mangE -2k | & 1 -7, 8- &(-5H-1,6-25ME 63 ] i ;

[0293]  [2-[[6-[ (1R) —1-F& £, 2] -8-WRHE — 1 -FEMENE I [3,4-d ] mEmg —2- ] & 3] -7,8-—
S-5H-1,6-Z80E-6-3E ] - (1-F JENR e —4-35) H i ;

[0294]  (1R) -1-[8- (4,4~ —FRNE-1-25) —2- [ [5-[ (4-FH Bk e —1-8) FR L ik ng —2- 2]
A MEmE I [3,4-d] wEnE-6-J5 ] 2B ;

[0295]  1-(2-¥2 2 2%) -4-[6-[[6-[ (AR) ~1-FR £, 2 ] -8 MR HE — 1 -FE ML BE FF [3, 4-d ] mE g —2-
SR FL e -3-3E] -1, 4= IR P -5 ;

[0296]  (1R) -1-[2-[[5-[[ 2R) -2, 4- - F BRI -1 -2 ] F R T nb g —2— 2 ] S 02 ] -8R Mg —
1-JEmEnE 3 [3, 4-d] msng-6-3& ] 2.,

[0297]  (IR) —1-[8-FA A &E-2-[[5-[[4- C-FR L) Wk —1- =] H & Tt g -2 Kk ] s Ak T it
WEFF[3,4-d] BEnE-6-J5] 2.8 5

[0298]  1-[6-[[8-3AHFE-6-[ (IR) ~ 1R L FETMEme I (3, 4-d ] mEng-2-FE ] & 3% | ke -3
HE TR -2 il ;

[0299]  (1R) —1-[2-[[5- (WRMe—1-JEFH 55) mbie —2-J8 ] G 2 ] -8-WR e — 1 - &Mk g - [3, 4-d]
WEE-6-3L] £ %

[0300]  (1R) -1-[8- GACMi—1-2&) —2-[[5-[[4- C-FR L) MR —1-2& ] & Tk g -2 -2 ]
A MEmE I [3,4-d] wEnE-6-J5 ] 2.8 5

[0301]  (1R) —1-[8- (3-Z& A XIF[3.1.0] Chr—-3-28) -2 [ [5-[ (4-FH LRI -1-28) 5]
M e —2- g ] SR Tk e JF: (3, 4-d | B IE -6 ] 21 s

[0302]  (1R) —1-[8- (B LI Fikr—1-2%) -2 [[5- [ (4-F FEIRIGE-1-28) A T mg -2 2 ] &
SETnErE H[3, 4-d] BERE-6-25] 1% 5

[0303]  (1R)-1-[2-[[5-[[4- 2-FR £ 2&) WRMGE—1-F& ] FE AL T kg -2 26 ] G 2 ] -8R g -1
SEMEwE I (3, 4-d] Mg -6-J5 ] P k-1 5

[0304]  (1S)-1-[2-[[5-[[4- Q- & &E) WRME—1-FE ] FH AL T npkmg -2 K ] 2 ik ] -8R g - 1-
SEMEwE I (3, 4-d] Mg -6-J5 ] P k-1 5

[0305]  (1R) ~1-[2-[[6- BAZ+¥F T Ji—3-3) -7,8- & -5H-1,6-ZEmE-2- 3 | & | -8-WKk
WE—1- LN IE 3 (3, 4-d ] mEE-6-3E] £, 1 s

[0306]  (1R)-1-[2-[[6- (2-Mdmph—4-F: 2 Jk) -7, 8- — & -BH-1,6-Z%WE 2L ] = k] -8-k
WE—1-JEMENE FF (3, 4-d] BERE-6-25 ] 2. ;

[0307]  (1R) —1-[8-WRHE—1-3&-2-[ (6-WRkHE -4 AaE 5L -7, 8- & -5H-1,6-ZEmE -2-3%)
A MEmE I [3,4-d] wEnE-6-J5 ] 2.8 ;

[0308]  (IR) —1-[8-WRAE—-1-FE—2-[ (5-WRIE-4-FL 5 FEML e —2-F8) LI mkne I [3, 4-d] %
WE-6-2k ] L
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[0309]  (1R)-1-[2-[[5-[1- (2- & L) WRIE —4-J& ] S FE M g -2 2 ] 2 i ] -8R Mg — 1 -
ML e [3,4-d] MEng —6-55 ] B s

[0310]  (2S) —2-[8-WRHE-1-FE-2-(5,6,7,8-PUE~1,6-ZEne—2-FL & L) mEme J (3, 4-d] m%
WE-6-3& ] P e 1 -1 5

[0311]  (2R) —2-[2-[[5-[[4- C-F& L&) WRME—1-FE ] FH AR T npkmg -2k ] 2 ik ] -8R g - 1-
FEMERE H [3,4-d ] mEngE—6-J ] N bi—1 -1 ;

(03121  (2R) -1-[2-[[5-[[4- Q-2 L HE) WRME—1-J& ] FH BL T ik g —2 -2 ] ik ] -8k WE - 1-
FEMERE H [3, 4-d] Eng—6-J ] N br—2-IF ;

[0313]  1-[6-[[6-[ (2R) —2-F2 N 2] -8R ME - 1-JEMERE I [3, 4-d ] MEE—2—- 3 ] Z JE T b g -
3k | MR IR -2 ;

[0314]  (2R)-1-[2-[[6- (2- 22 %E) -7,8- & -5H-1,6-Z50g—2— 5L ] 5 k] -8R Mg —1 -3
ML e I (3, 4-d ] s e —6-J& ] T fi -2 5

[0315]  (2R) —2-[2-[[6- (2-¥2 £ 3E) —7,8- A -5H-1,6-Z50g—2—FL ] G Jk ] -8-NR g -1
ML e I (3, 4-d ] s e —6-J5 ] A fi— 118 5

[0316]  (1IR) —1-[8- (B T hr—1-3) —2—-[[5- [ (4-H FEWRIE-1-J%) FE LTk mE -2 ] 2
FEIERE FF [3,4-d] MERE-6-3E ] £BF 5

(03171 (1R) -1-[8- (2, 2— - HA JE kgt Je—1-38%) —2— [ [5— [ (4—FF R e —1-J%) FH AL ] kg -
2- B & BRI nE I [3,4-d] mEngE—6-JL ] 4

[0318]  (1R) —1-[8- (8- A XIF[3.2. 1] Hi-8-JE) -2 [ [5-[ (4-FH LR IR -1-8) FH 5]
np e —2—- 32 ] = T e me 3 (3, 4-d ] g —6-J% ] 4.

[0319] (1R -1-[2-[[6- (BAHA T kt-3-45) -7,8- & -BH-1,6-Z8Mme 22 ] & AL ] -8-IKk
WE—1-FEME e FF (3, 4-d] e -6-2E ] 2.8 ;

[0320]  (1R) -1-[2-[[6-[1- -2 &%) BRI T hi-3-3L]-7,8- & -5H-1,6-ZHE—2-
He ) K] -8R IE -1 -JENEIE FF [3, 4-d ] BERE-6 3L ] £ 1% 5

[0321]  (1R) -1-[2-[[5-[ (4-H FEWRIE-1-3%) H 3L b i —2-JE ] 2 2 1 -8— (1, 4- S e A ¢
PR BEfE—4-28) MEwE H [3, 4-d ] BEnE-6-2 ] £ % s

[0322]  (1R)-1-[2-[[5-[[4- @ L) WRME-1-FL ] H 3L Db g —2-JE ] & 2 ] -8 (1, 4-%
ABEAINPEbi—4-55) MEBE I [3,4-d] MERE -6 ] L% s

[0323]  (1R) -1-[8-[(3S) —3-F WK NE—1-2&]-2- [ [5-[ (4-FH IR MR —1-2%) FE JE kg -2
FE]F AL E I (3, 4-d] e -6-2E ] 2B ;

[0324]  (1R) -1-[8-[ (3S) —3-MWkmE-1-F]-2-[[6-[[4- 22 L HE) WRME—1-J& ] FH L J it
WE—-2—JE | AL ML e FF (3, 4-d] W iE-6-2E ] £ ;

[0325]  (1R) -1-[8-[(3S) —3-smtmsbr—1-FE]-2-[[5-[[4- C-F2 £ F%) WRME-1-JE ] H1 3L ]
np e -2 32 ] = T e me (3, 4-d ] g —6-JL ] 4.

[0326]  (1R) -1-[8-[ (3R) —3- Mt br—1-J]-2-[[5-[[4- C-F2 £ F%) WRME-1-FE ] HH 3L ]
np e -2 3 ] (R T e me I (3, 4-d ] g —6- % ] 4.

[0327]  (2S) ~1-[4-[[6-[[6-[ (1R) ~1-¥& 2. FE ] -8-WR Mg~ 1-FE ML mE 3 [3, 4-d ] M ng -2-F ]
LML E-3-JE ] F AR TR -1 -2 ] P e —2- I 5

[0328]  (2R) ~1-[4-[[6-[[6-[ (1R) ~1-¥& 2 FE ] -8-WR Mg~ 1-FE ML mE 3 [3, 4-d ] mEng -2-F ]
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LML E-3-JE ] FH AR TR -1 -2 ] P e —2- 1 5

[0329]  (IR) —1-[8- (T-H AR [2. 2. 1] Peki—T-k) —2— [[6—H1 e —5— (4-H FENR IR -1-25)
np e -2 32 ] (R T L me I (3, 4-d ] s ng —6- 2% ] 4.

[0330]  (1R)-1-[2-[[5-[[(2S) -2,4- - FH HENRME—1-Jk ] B b mg —2— 0k ] 2 ik ] -8k g -
1-FEmE g I [3, 4-d] g -6-3L ] 2.8 ;

[0331]  (1R) ~1-[8- (T-& XA [2.2. 1] Bige-7-3%) —2-[[5-[[ (2S) -2,4- —H FLIR e -1~
] FEL T nE -2 JE ] AR I ML nE I [3, 4-d] BERE-6-3E ] £

[0332]  (1R)-1-[2-[[5-[[(3S) —3,4- - FH AENRME—1-Jk ] L Tt ng —2 -0k ] 2 ik ] -8k g -
1-FEmE e I [3, 4-d] g -6-3L ] 2.8 ;

[0333]  (IR) —1-[8- (T-H AR [2. 2. 1] Peki—T-4E) -2 [[5-[[ (3S) -3, 4~ HI HELMR & -1-
He] FBEL T nE -2 JE ] Z AR I ML RE I [3, 4-d] BERE-6-3E ] £

[0334]  (1R) -1-[2-[[5-[[4- (-2 L) WRME—1-J8 ] F B T nb g -2 2 ] 2 i ] -8 Jk it g
FH[3,4-d]msng—6-%5] L BE s

[0335]  1-[6-[[6-[ (1R) —1-F2 £ FL] -8R JEMEE H [3, 4-d ] s mE—2—-FE ] Z L ] b g -3 -2 ]
W W — 2l ;

[0336]  1-[6-[[6-[(2S) —1-FRIE A kE—2—FE ] -8-WRME —1- &ML R I [3, 4-d ] mEmE -2- 3L ] &
FETMEE-3-2E | R -2 ;

[0337]  (2S)—2-[2-[[6- (2-¥2 £ 3L) -7,8- A -5H-1,6-Z50g—2—Fk ] G Jk ] -8-MR g -1
ML e I (3, 4-d ] s e —6-J5 ] T fi—1-18% 5

[0338]  1-[6-[[6-[ (2R) 12N kE—2—FE ] -8-WRME — 1 - &ML R I [3, 4-d ] mEmE -2- 3 ] &
FE T e -3-3E | R B -2 ;

[0339]  (25)-2-[2-[[5-[[4- 2-FR & 4E) WRME—1- K& ] FH AR T npkmg -2k ] 2 ik ] -8R g - 1-
FEMERE H [3,4-d ] wEngE—6-J] N bi—1 -1 ;

[0340]  2-[2-[[6-[ (IR) ~1-F2 £ FE ] -8-WRME-1-FEMLRE H [3, 4-d ] Mg -2-FE ] & ] -7, 8-
T &(-5H-1,6-Z%ME-6-3L] L

[0341]  (1R) -1-[2-[[6- AAI T br-3-FEH L) -7,8-=5-5H-1,6-ZEmg -2 JL ] & 3t ] -
8-Wk e —1 - LML g H- [3, 4-d ] EmgE—6-JE ] 4.

[0342]  (1R) -1-[8-[ (3R) —3-9MMWRME—1-F&]-2-[[5-[ (4-FH LR e —1-3%) I L]t g —2-
R F AL E I (3, 4-d] e -6-2E ] Z.BF

[0343]  (1R) —1-[8-[ (BR) —3-FWRME~1-F& ] -2-[[6-[[4- Q&R 2 FL) WRME—1-3& ] B L Tl
WE—-2-JE ] AL ML e FF (3, 4-d] W nE-6-2E ] £, ;

[0344]  (IR)-1-[2-[[6- (I-HIREEFH T fi-3-3L) -7,8- =& -5H-1,6-ZEmE-2- 3L ] &
He ] -8-WRIE - 1-FEMLIE I [3,4-d ] g 62 ] L7

[0345]  (1R) -1-[2-[[6- 2-F& L) -5, 7- & MEtM& I [3,4-b] MEnE —2-JE ] JE | -8R IE -
1-FEmE e I [3, 4-d] g -6-3L ] 2.8 ;

[0346]  (25)-1-[2-[[5-[[4- C-F& &L 4E) WRME—1-FE ] FH AL T npkmg -2 K ] 2 ik ] -8R g - 1-
FEMERE H [3,4-d] EngE—6-J ] N br—2-IF ;

[0347]  1-[6-[[6-[ (2S) —2-F2 N 2] -8R ME - 1-JEMERE I [3, 4-d ] BEE-2-J& ) Z JE T b g -
3k | MR IR -2 ;
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[0348]  (2S)-1-[2-[[6- (2-¥2 2. 3E) -7,8- & -5H-1,6-Z50mg—2-FL ] G JL ] -8R g —1— 4
MEnE H [3, 4-d] msng 624 ] T b -2 5

[0349] 8- (T-Z&AXGA[2.2. 1] Pikr—T-2L) —6- A A K -3-2%) -N-[5- (R -1-FHH &)
Mg —2—J T ML RE 5F: (3, 4—d ] W g -2 iz s

[0350]  6- (B Z%3A)R—3-3E) -N-[5— (kM —1—J& HH J) mb g —2— 2 ] -8R g — 1 - JEmt e I (3,
4-d ) WENE -2 5

[0351] 8- (T-BAXIA[2.2. 1] FEfi—T-5) —6- A ZH [ —3-F%) —-N- (6-WRME -1 - mATE -
3-3%) MEmE I [3, 4-d] mEng-2-i% ;

[0352] 6~ (BA 24 IR0 —3-3) ~N- (6-WR a1 - &Mk -3 2) —8-WRNE —1-FEmL e I [3,4-d] %
g —2-fi% ;

[0353]  [2-[[6-[ (1R) —1-F& £, 2] -8-WRHE —1-FEMENE I [3,4-d ] mEmg —2- ] & 3] -7,8-—
S -5H-1,6-Z8mg—6-3E ][ (2R) —ML Mg ki—2-3E ] FF i

[0354]  [2-[[6-[ (1R) ~1-F& £, 3] -8-WRHE —1-FEMENE I [3,4-d ] mEmg —2- ] & 3] -7,8-—
S-5H-1,6-2%0E —6-3E ] [ (3S) —ME M i —3-3 ] H il ;

[0355]  [2-[[6-[ (1R) —1-F& £, 2] -8-WRHE —1-FEMENE I [3,4-d ] mEmg —2- ] & 3] -7,8-—
Z-5H-1,6-Z80E 624 ] - [ (2R) —WRME -2 ] FF I ;

[0356]  [2-[[6-[ (1R) —1-F& £, 2] -8-WRHE —1-FEMENE I [3,4-d ] mEmg —2- ] & 3] -7,8-—
S -5H-1,6-28nE—6-3£]-[ (2R, 4S) ~4-FB JEME s f—2— 3L ] FF i

[0357]  [2-[[6-[ (1R) —1-F& £, 23] -8-WRHE — 1 -FEMENE I [3,4-d ] mEmg —2- ] & 3] -7,8-—
S -5H-1,6-280E—6-3E]-[ (2R, 4R) —4-FB JEME s fg—2— 35 ] FF i

[0358]  [2-[[6-[ (1R) —1-F& £, 2] -8-WRHE —1-FEMENE I [3,4-d ] mEmg —2- ] & 3] -7,8-—
Z-5H-1,6-Z80E 62 ] - [ (3R) —WRME—-3-2% ] F i ;

[0359] [ (2R) -« T hi-2-2E]1-[2-[[6-[ (IR) ~1-¥2 £ FE ] -8R mE ~ 1 - JE ML mE 3 [3, 4~
dlmsnE-2-FE ] s 3] -7, 8- 4 -5H-1,6-250E-6-E ] Il ;

[0360]  [2-[[6-[ (1R) —1-F& £, 23] -8-WRHE —1-FEMENE I [3,4-d ] mEmg —2- ] & 3] -7,8-—
S -5H-1, 6-Z80E —6-J | - pf—2— 3L F i ;

[0361]  (1R)—1-[2-[[6- (2-F L2 F) -7,8- & —5H-1,6-ZEng—2-FL ] 5 FL ] -8-WRIE—1-
FEMEnE (3, 4-d] mEng-6-3E ] 2.1 ;

[0362]  [2-[[8- (T-&Z:XA[2.2. 11 Bike-7-3%) —6-[ (IR) -1-52 £ FE T nkmg 3 [3, 4-d ] ms
mE-2-FE ] | AL ] -7,8- & -5H-1,6- 2063 |- [ (2R) —1—H JE RIS e — 23 ] Y

[0363]  [2-[[8- (T-&Z4XA[2.2. 11 Bike-7-3%) —6-[ (IR) -1-F2 £ FE T ukmg 3 (3, 4-d ] ms
mE-2-FE ] WAL ]-7,8- & -5H-1,6-Z=NE 63 - [ (2S) —1—H JERHE s -2 3 ] Y i

[0364]  [2-[[8- (T-&Z:XA[2.2. 1] Bike-7-3%) —6-[ (IR) -1-FF £ FE T nkmg 3 [3, 4-d ] ms
mE-2-3E | L] -7,8- & -HH-1,6-Z80g —6-3L ] - [ (3S) —1-H JEnHL g Jog —3 3L ] R

[0365]  [2-[[8- (T-&Z4XA[2.2. 1] Bike-7-3%) —6-[ (IR) -1-52 £ FE T mkmg 3 [3, 4-d ] ms
mE-2-3E 1] -7,8- & -5H-1,6-Z80g—6-3E ] - [ (3R) —1-F JE N s Jog —3—JL ] R

[0366]  [2-[[8- (T-&Z:XA[2.2. 1] Bike-7-3%) —6-[ (IR) -1-FF £ FE T nkme 3 [3, 4-d ] ms
WE-2-JE 1 & 2] -7,8- & -5H-1,6-Z80E ~6-4E ] - [ (2R) —1-FF JEWR g -2 2 | il 5

[0367]  [2-[[8- (T-&Z:XA[2.2. 11 Bike-7-3%) —6-[ (IR) -1-5F £ FE T ukmg 3 (3, 4-d ] ms
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WE-2-JE 1 2] -7,8- & -5H-1,6-Z80E —6-JE ] - [ (25) —1-FH JEWRmE -2 2 | il 5

[0368]  [2-[[8— (T-Z WA [2.2. 1] FEki—7-3%) —6-[ (IR) ~1-¥8 £ FE T mk e 4 [3, 4-d ] %
WE-2-JE (217, 8- & -5H-1,6-Z80E -6-FE ] [ (2R, 4S) ~4-FR -1 - F L g fe -2 ]
i 5

[0369]  [2-[[8— (T-Z WA [2.2. 1] FEki—7-3%) —6-[ (IR) ~1-¥2 £ FE T nk g [3, 4-d ] %
WE-2-JE] k] -7, 8- & -5H-1,6-Z&NE —6-JE ] [ (2S,4R) —4-F2 51— H R g b -2 %L ]
i 5

[0370]  [2-[[8- (T-Z WA [2.2. 1] Fki—7-3%) —6-[ (IR) ~1-¥8 £ FE T nk e 4 [3, 4-d ] %
WE-2-FE ] F K] -7,8- & -5H-1,6-ZEME 63 ] - [ (2R, 4R) —4-FR -1 BLnfb g -2 2 ] FH
i 5

[0371]  [2-[[8- (-« BUA[2.2. 1] FEki—7-3%) —6-[ (IR) ~1-F2 £ FE T nk e+ [3, 4-d ] %
WE-2-JE | &2 ] -7, 8- A -5H-1,6-Z80E -6-JE ] - [ (25,4S) —4-FR -1 - F L g fe-2- 2L ]
i 5

[0372]  [2-[[8- (T-Z WA [2.2. 1] FEki-7-3%) —6-[ (IR) ~1-F2 £ FE T mk g [3, 4-d ] %
WE-2-3E 1] -7,8- & -5H-1,6-Z80E —6-4E ] - [ (3R) —1—FF SR mE -3 22 | H il 5

[0373]  [2-[[8~ (T-Z WA [2.2. 1] FEki—7-3%) —6-[ (IR) ~1-F2 £ FE T mk g 4 [3, 4-d ] %
WE-2-3E 1] -7,8- & -BH-1,6-Z80E —6-JE ] - [ (3S) —1-FF JEWRmE -3 2 ] HH 5

[0374]  [2-[[8- (T-Z& W [2.2. 1] PEfi-T-2%) —6-[ (IR) —1-F2 L FE ] MERE FF [3,4-d] %
WE-2-3E 1G] -7,8- & -5H-1,6-Z80E 62 ] - [ (2R) —1-H JE AR T e —2- 28 ] FH i
[0375]  [2-[[8— (T-Z WA [2.2. 1] FEki—7-3%) —6-[ (IR) ~1-¥2 £ FE T nk g 4 [3, 4-d ] %
WE-2-3E 1 g2 ]-7,8- & -5H-1,6-Z80E 62 ] - [ (25) —1-H JE R AR T e —2- 28 ] FH i 5
[0376]  [2-[[8— (T-Z WA [2.2. 1] FEki—7-3%) —6-[ (IR) ~1-¥2 £ FE T nk e 4 [3, 4-d ] %
WE-2-JL ] Z ] -7, 8- & -bH-1, 6-Z8NE 6k ] - (4—FH B bk —3—3) HH il ;

[0377]  [2-[[8~ (-« BUA[2.2. 1] FEki—7-3%) —6-[ (IR) ~1-F2 £ FE T nk e+ [3, 4-d ] %
ME-2-JL ] Z ] -7, 8- & -bH-1, 6-Z8NE —6- & ] - (4—FH B bk —2—3) HH il ;

[0378]  [2-[[8~ (T-Z WA [2.2. 1] FEki—7-3%) —6-[ (IR) ~1-F2 £ FE T mk e+ [3, 4-d ] %
ME-2-FE ] &I ]-7,8- & -5H-1,6-ZEmE-6-3E ] - (1-F IE R IR T ki —3-3) H i ;

[0379]  [2-[[8- (T-Z WA [2.2. 1] FEki-7-3%) —6-[ (IR) ~1-F2 £ FE T mk e [3, 4-d ] %
ME-2-JE 1 2] -7,8- & -5H-1,6-Z80E -6-2E - [ (2R) ~1- (2-FR £ 3%) ML e -2-3& ] H i 5
[0380]  [2-[[8— (T-Z WA [2.2. 1] FEki-7-3%) —6-[ (IR) ~1-¥8 £ FE T nk e 4 [3, 4-d ] %
ME-2-3E 1] -7,8- & -5H-1,6-Z80E -6-4E - [ (25) —1- (2-FR £ 2%) ML b -2- 3 ] H il 5
[0381]  [2-[[8~ (T~ WA [2.2. 1] FEki—7-3%) —6-[ (IR) ~1-F2 £ FE T nk e 4 [3, 4-d ] %
ME-2-JE 1 2] -7,8- & -5H-1,6-Z80E -6-4E - [ (3S) ~1- (2-FR £ 3%) ML e -3-2& ] H il 5
[0382]  [2-[[8- (T-Z WA [2.2. 1] FEki-7-3%) —6-[ (IR) ~1-¥8 £ FE T mk e 3+ [3, 4-d ] %
ME-2-2E 1] -7,8- & -5H-1,6-Z80E -6-2E - [ (3R) ~1- (2-FR £ 2%) ML e -3-2& ] H il 5
[0383]  [2-[[8- (T-Z WA [2.2. 1] Fki—7-3%) —6-[ (IR) ~1-¥2 £ FE T nk e [3, 4-d ] %
WE-2-3E 1] -7,8- & -HH-1,6-Z80E—6-2E - [ (2R) ~1- (2-F& £ 2%) WRiE -2 & ] FH i 5
[0384]  [2-[[8- (T-H& W [2.2. 1] FEfi-T-2%) —6-[ (IR) —1-F2 L FE ] MERE FF [3,4-d] %
ME-2-3E 1] -7,8- & -HH-1,6-Z8nE—6-E ] - [ (25) ~1- (2-F& £ 3%) WRiE -2 ] FH i 5
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[0385]  [2-[[8— (T-Z WA [2.2. 1] Fki—7-3%) —6-[ (IR) ~1-¥2 £ FE T mk e 4 [3, 4-d ] %
mE-2-3E | & HE]-7,8- & -5H-1,6-2ME-6-3E |- [ (2R, 4S) ~4- 2 FH-1- 2-F2 L. 3E) MErg fi—
23 ] B 5

[0386]  [2-[[8— (T-Z WA [2.2. 1] FEki—7-3%) —6-[ (IR) ~1-F2 £ FE T mk e 4 [3, 4-d ] %
mE-2-3E | & HE]-7,8- & -5H-1,6-2ME-6-3E |- [ (2S,4R) ~4- 2 -1 2-F2 £ 3E) MErg -
2-3 ] B 5

[0387]  [2-[[8- (T-Z WA [2.2. 1] FEki—7-3%) —6-[ (IR) ~1-F2 £ FE T mk e 4 [3, 4-d ] %
WE-2-JE ] & ] -7,8- & -BH-1,6-Z8NE-6-3E]-[ (2R, 4R) ~4-F2H-1- 2-FR L 3E) Mg e -
2—3 ] B 5

[0388]  [2-[[8— (T-Z WA [2.2. 1] Fki—7-3%) —6-[ (IR) ~1-F2 £ FE T nk e 4 [3, 4-d ] %
WE-2-3E | & HE]-7,8- & -5H-1,6-2=ME-6-3E ] - [ (2S,4S) ~4- 2 FH-1- 2-F2 L) MLrg -
23 ] B 5

[0389]  [2-[[8~ (T-Z WA [2.2. 1] FEki—7-3%) —6-[ (IR) ~1-F2 £ FE T nk e+ [3, 4-d ] %
ME-2-3L 1 ] -7,8- & -5H-1,6-Z5nE-6-%]-[ (3R) —1- (- 2. 3E) MR g —3-FE ] FH
[0390]  [2-[[8- (T-Z WA [2.2. 1] FEki—7-3%) —6-[ (IR) ~1-¥2 £ FE T nk g 4 [3, 4-d ] %
ME-2-3L 1 ] -7,8- & -5H-1,6-Z5nE—6-%]-[ (3S) —1- (- 2. 3E) MR g —3-%E ] FE
(03911  [2-[[8- (T-Z WA [2.2. 1] FEki—7-3%) —6-[ (IR) ~1-F2 £ FE T nk e 4 [3, 4-d ] %
ME-2-3E ] k] -7,8- & -5H-1,6-ZEmE-6-3E] - [ (2R) —1- Q-2 LHE) BAIF T hi-2-2E] H
i 5

[0392]  [2-[[8- (T-Z WA [2.2. 1] FEki—7-3%) —6-[ (IR) ~1-¥2 £ FE T nk e [3, 4-d ] %
ME-2-3E ] &k ] -7,8- & -5H-1,6-ZEmE-6-3E] [ (25) ~1- Q- LHL) BAIF T hi-2-FE] H
i 5

[0393]  [2-[[8~ (T-Z WA [2.2. 1] Fki—7-3%) —6-[ (IR) ~1-F2 £ FE T nk e 3 [3, 4-d ] %
mE-2-FE ] R I ]-7,8- & -5H-1,6-Z5ME 63 | - [4- Q-FR L) M ibk—3~FE ] F i 5

[0394]  [2-[[8- (T-Z WA [2.2. 1] Fki—7-3%) —6-[ (IR) ~1-¥2 £ FE T mk g 34 [3, 4-d ] %
WE-2-3E 1] -7,8- & -BH-1,6-Z80E -6-4E ] - [4- (2-FR £ 28) N mph—2- 2L ] F i 5

[0395]  [2-[[8— (T-Z WA [2.2. 1] Fki—7-3%) —6-[ (IR) ~1-F2 £ FE T nk g+ [3, 4-d ] %
mE-2-3E 1] -7,8- & 5H-1,6-ZE0E—6-FL - [1- QR L5 BAIF T e —3-JL ] F i ;
[0396]  1-[2-[[8- (T-&AWIF[2.2. 1] Fike-T-4%) —-6-[ (1R) —~1- 2 L KT MbnE I [3,4-d]
g -3 k] -7, 8- & -5H-1,6-ZEnE 63 ] 2Nk g k- 1-FE 2 B

[0397]  1-[2-[[8- (T-& AL [2.2. 1] Fike-T-4%) —-6-[ (1R) ~1- 2 L &ML nE I [3,4-d]
Mg -2 3k ] s k] -7, 8- & —5H-1, 6-Z5 g —6-3L ] -2 (3-FLIEMLng fi-1-HE) 21

[0398]  1-[2-[[8- (T-& AW [2.2. 1] Fike-T-4%) —-6-[ (1R) ~1-F2 L L] mbnE I [3,4-d]
Mg -2-Jk ] s k] -7, 8- & —5H-1, 6-Z5 g 63k ] -2 (3R Mg i —1-3L) 2.l ;

[0399]  1-[2-[[8- (T-& AL [2.2. 1] Fike-T-4%) —-6-[ (1R) —~1- 2 L LT MbnE I [3,4-d]
Mg -2-FE ] 51 L] -7, 8- A -5H-1,6-Z50E-6-3E ] —2- (B T hi-1-3) 28

[0400]  1-[2-[[8- (T-&AWIF[2.2. 1] Fike-T-4%) —-6-[ (1R) ~1- 2 L& MbnE I [3,4-d]
Mg -2-FE ] S0 L] -7, 8- A -5H-1,6-ZE0E-6-3L ] -2- (3-F R B T ki—1-3E) Z H ;
[0401]  1-[2-[[8- (T-& WA [2.2. 1] Fike-T-F%) —6-[ (1R) —~1- 2 L] mbnE I [3,4-d]
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W% IE-2-FE ] 51 L] -7, 8- A -5H-1,6-Z50E-6-3L ] -2- (- AL | hi-1-3) 21

[0402]  1-[2-[[8- (T-& MR [2.2. 1] Piki-7T-%5) -6-[ (IR) ~1-F2 £ 2 ]k ie I [3,4-d]
Mg -2-FE ] 51 L] -7, 8- A -5H-1,6-Z50E-6-3L ] -2-WRIE—1 3L 2. ;

[0403]  1-[2-[[8- (T-& MR [2.2. 1] Piki-7T-%5) -6-[ (IR) ~1-F2 £ F& ]k ie I [3,4-d]
Mg —2—JE ] Z Hk] -7, 8- & -5H-1,6-ZENE 62 ] -2- (4R JEIRIE-1-3E) LB 5

[0404]  1-[2-[[8- (T-&ZWIF[2.2. 1] Piki-T-%5) -6-[ (IR) ~1-F2 £ 2k ie I [3,4-d]
Mg -2 ] s L] -7, 8- 4 -5H-1, 6-ZEWE-6-3E ] -2 (4-FIRIE-1-5) 2 ;

[0405]  1-[2-[[8- (T-& AL [2.2. 1] Fike-T-4%) —6-[ (1R) —1- 2 L& mbnE I [3,4-d]
Mg -2-FE ] S0 ] -7, 8- A -5H-1,6-ZE0E-6-3L ] —2- (3-FREIRIE-1-3L) 2./

[0406]  1-[2-[[8- (T-& AL [2.2. 1] Fike-T-4%) —6-[ (1R) —~1-F& LT mbnE I [3,4-d]
Mg -2-FE ] 21 )7, 8- A -5H-1,6-ZEnE-6-3L ] -2- (3-FIRIE—1-3L) Z H ;

[0407]  2-[4-[[6-[[6- (BAZIF T Ji—3-3&) ~8—WRmE - 1-FEmE e I (3, 4-d ] mEng-2-FE ] &
STk rE -3 ) H AR J R - 125 ] 20 5

[0408]  2-[4-[[6-[[8— (- WIF[2.2. 1] Bef—-T-HE) —6- (A4 T J—3—3L) nkig I
[3,4-d]mgng -2 ] S ] M me -3 2L ] FA O R e - 13 ) 21 5

[0409]  [2-[[6-[ (IR) -1-¥& £ HE]-8-WRkNE -1 -FEMLBE I [3,4-d] msmg -2k ] & k] -7,8-—
S -5H-1,6-Z80E ~6-3E | N ph—3 -3 FH i

[0410]  ngmpk—2-2E-[2-[[6- CGAAIA T br—3-2%) —8-WRNE —1-JEMEmE (3, 4-d ] mrng -2 %]
SIE]-7,8- 5 -5H-1,6-Z50E 655 H i ;

[0411]  WEhibk—3-2-[2- [ [6- (AZIF T Je—3-2L) —8-WRIE -~ 1-JEMEIE I [3, 4-d ] Mg -2- 2 ]
SIE]-7,8- 5 -5H-1,6-Z50E 6355 H i ;

[0412]  [2-[[8- (- M [2.2. 1] PEfi—-T-3L) -6 CGAAFA T hi—3-38) Mbng I [3,4-d]
WEE-2—JE ] Z AL ] -7, 8- & -5H-1,6-ZEME-6-3& ] - [ (2R) —1—H FEL g e —2— 35 ] HH e 5

[0413]  [2-[[8- (T-& M [2.2. 1] PEfi-T-3L) —6— CGAAFA T ki—3-38) Mbng I [3,4-d]
WEE—2—JE ] Z AL ] -7, 8- & -5H-1,6-ZEWE-6-3& ] - [ (2S) —1—H FEML g e —2— 35 ] HH e 5

[0414]  [2-[[8- (T-& AW [2.2. 1] Fife—T-3E) —6- R4 T Hi—3-38) ML me I+ [3,4-d]
WEE—2—JE ] Z Ak ] -7, 8- & -5H-1,6-ZEWE-6-3& ] - [ (3S) —1—H FEML g e —3— 3 ] HH il 5

[0415]  [2-[[8- (T-& AW [2.2. 1] Fifi-T-3%) —6- GAZFA T Hi—3-38) ML me I+ [3,4-d]
Mg —2—JE ] Z Ak ] -7, 8- & -5H-1,6-ZEWE-6-3& ] - [ (3R) —1—H FEML g e —3— 35k ] HH il 5

[0416]  [2-[[8- (T-& AW [2.2. 11 Fifi-T-3E) —6- A4 T Hi—3-38) ML me I+ [3,4-d]
Mg —2—JE ] Hk ] -7, 8- & -5H-1,6-ZEME-6-2& ] - [ (2R) —1-H FENR g -2 5L ] FH il

[0417]  [2-[[8- (T-F M [2.2. 1] Pfi—-T-3L) —6— CGAAFA T hi—3-38) Mbne I [3,4-d]
WANE -2 | B AR ] -7, 8- A -5H-1, 6-Z8NE—6-3& ] - [ (2S) —1-H LR IE —2— 3 ] FHY i 5

[0418]  [2-[[8- (T-& M [2.2. 1] PEfi—-T-3L) —6— CGAAFA T hi—3-38) MLne I [3,4-d]
MENE -2 -k | S H]-7,8- A -5H-1,6-Z5nE -6 ] - [ (2R, 4S) —4-FFh—1—F JER g o —2-Fk ]
FH B 5

[0419]  [2-[[8- (- M [2.2. 1] PEfi—-T-3L) —6— CGAAFA T hi—3-38) Mtne I [3,4-d]
Mg -2 ] & 3L ] -7, 8- & -5H-1,6-ZENg 63 ] - [ (2S,4R) ~4—F8FE—1-F FEmE g b -2- 3 ]
FH B 5
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[0420]  [2-[[8- (- M [2.2. 1] PEfi-T-3L) —6— CGAAFA T hi—3-38) Mtne I [3,4-d]
WENE-2-FE | G 3L ] -7, 8- A -5H-1,6-ZEnE—6-3E ] - [ (2R, 4R) —4—FEFE—1—H JEML S e -2 ]
FH B 5

[0421]  [2-[[8- (T-F W [2.2. 1] PEfi—-T-3L) —6— CGAAFA T ki—3-38) Mbne I [3,4-d]
WENE 23 | G 3L ] -7, 8- & -5H-1,6-ZEng—6-3E ] - [ (2S,4S) ~4-FEFE—1 - H JEML S e -2 ]
FH I 5

[0422]  [2-[[8- (- M [2.2. 1] PEfi—-T-3L) -6 CGAAFA T hi—3-38) Mtne I [3,4-d]
Mg —2—JE ] Z HE ] -7, 8- & -5H-1,6-ZEmE-6-J& ] - [ (3R) —1—H FENR g -3 4L ] FH i ;

[0423]  [2-[[8- (T-& M [2.2. 1] PEfi-T-3L) —6— CGAAFA T ki—3-38) Mtne I [3,4-d]
WEE—2—JE ] Ak ] -7, 8- & -5H-1,6-ZEME-6-2& ] - [ (3S) —1—HI LNk g -3 ] FH il ;

[0424]  [2-[[8- (T-F M [2.2. 1] PEfi—-T-3L) —6— CGAAFA T hi—3-38) Mbng I [3,4-d]
WEE-2—JE ] J Ak ] -7, 8- & -5H-1,6-ZEME-6-3L ] - [ (2R) —1-H L 38 T b2 2 ] HH 5
[0425]  [2-[[8- (- M [2.2. 1] PEfi—-T-3L) -6 CGAAFA T ki—3-38) Mbne I [3,4-d]
WEE-2—JE ] E Ak ] -7, 8- & -5H-1,6-ZEME-6-3L ] - [ (2S) —1-H IE 3R T b2 2 ] HH 5
[0426]  [2-[[8- (- M [2.2. 1] PEfi—-T-3L) —6— CGAZIA T ki—3-38) Mbng I [3,4-d]
WEIE-2-JE ] S0k ] -7, 8- & -5H-1,6-ZEME-6-3& | - (4—H JE AL k-3 -3%) F i ;

[0427]  [2-[[8- (T-F M [2.2. 1] PEf—-T-3L) —6— CGAAFA T ki—3-38) Mtne I [3,4-d]
WEIE -2~ JE ] S0k ] -7, 8- & -5H-1,6-ZEME-6-3& | - (4 H JE AT k-2 3%) FF i ;

[0428]  [2-[[8- (- M [2.2. 1] PEfi—-T-3L) —6— CGAAFA T ki—3-38) Mbng I [3,4-d]
WEE-2—JE ] Z HE] -7, 8- & -5H-1,6-Z5ME—6-FL ] - (1-H LA 38 T Fe—-3-3) HI R ;

[0429]  [2-[[8- (- M [2.2. 1] PEfi-T-3L) —6— CGAAFA T ki—3-38) Mbng I [3,4-d]
WENE-2-FE | Z 3] -7,8- “A-5H-1,6-ZEmE-6-FL ][ (2R) —1- 2-F2 L FL) MEng i -2 2 ] H
i 5

[0430]  [2-[[8- (- M [2.2. 1] PEfi—-T-3L) —6— CGAAFA T ki—3—-38) Mbne I [3,4-d]
WEIE -2 ] G 3L ]-7,8- & -5H-1,6-250g-6-FL ] - [ (2S) —1- (2§ £ 3%) Mt ng kg —2-FL ] H
i 5

[0431]  [2-[[8- (T-& M [2.2. 1] Pfi—-T-3L) -6 CGAAFA T ki—3-38) Mbne I [3,4-d]
WEIE -2 ] Z 3L ]-7,8- & -5H-1,6-250E-6-FL ] - [ (3S) —1- (2§ £ 3%) Mt ng fg—3—FL ] H
i 5

[0432]  [2-[[8- (- M [2.2. 1] PEfi—-T-3L) —6— CGAAFA T ki—3-38) Mbne I [3,4-d]
MENE-2-FE | 3] -7,8- A -5H-1,6-ZEmE-6-FL ][ (3R) —1- 2-F2 L &L) MEngg i -3 -2 ] H
i 5

[0433]  [2-[[8- (- M [2.2. 1] PEfi—-T-3L) -6 CGAAFA T hi—3-38) Mtng I [3,4-d]
MEIE - 23k | | FE ] -7, 8- & -5H-1,6-Z50g-6-3L - [ (2R) —1- (-2 £ 3%) WRiE-2-J5 ] F i
[0434]  [2-[[8- (- M [2.2. 1] PEf—-T-3L) —6— CGAAFA T ki—3-38) Mbng I [3,4-d]
Mg - 23k | | JE ] -7, 8- & -5H-1,6-Z50g-6-3L - [ (25) —1- (2-F¥£ £ 3%) WRiE-2-J5 ] F i
[0435]  [2-[[8- (- M [2.2. 1] PEfi-T-3L) —6— CGAAFA T ki—3-38) Mbng I [3,4-d]
WENE-2-JE ] B L] -7,8- & -5H-1,6-ZEME -6 ][ (2R, 4S) ~4-F2K:-1- Q- L 58) ML
e -2 ] H P 5
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[0436]  [2-[[8- (T-E AN [2.2. 1] Beki—7-3%) —6- AR T ki—3-2%) Mg I [3,4-d]
WEE-2-JE ) Z Bk ] -7,8- & -BH-1,6-Z5WE-6-2E] - [ (2S,4R) ~4-F2H-1- Q- L) nEig
JE—2-3 | H Il 5

[0437]  [2-[[8- (T-E A [2.2. 1] Beki—7-3%) —6- A T ki—3-2%) Mg I [3,4-d]
WEE -2 ) Z Bk ] -7,8- & -bH-1,6-Z5WE-6-2:] - [ (2R, 4R) ~4-F2H-1- - L) mEig
JE—2-3% ] H Il 5

[0438]  [2-[[8- (T-E AN [2.2. 1] Beki—7-3%) —6- R T hi—3-2%) Mg I [3,4-d]
WEE -2 ) Z Bk ] -7,8- & -BH-1,6-Z5WE-6-2E ] - [ (2S,4S) ~4-F2H-1- Q- L) nEig
JE—2-3 ] H Il 5

[0439]  [2-[[8- (T-E A [2.2. 1] Beki—7-3%) —6- AR T ki—3-2%) Mg I [3,4-d]
WEE -2 ] AL -7, 8- A -5H-1,6-Z50E 63 ][ (3R) —1- (2-F% 2. 3E) WRnE -3-3& ] F i ;
[0440]  [2-[[8- (T-E AN [2.2. 1] Beki—7-3%) —6- R T ki—3-2%) Mg I [3,4-d]
WEE -2 ] B HE -7, 8- A -5H-1,6-Z50E 63 ][ (3S) —1- (2-FF 2. 3) WRnE-3-3& ] F i ;
[0441]  [2-[[8- (T-E A [2.2. 1] Beki—7-3%) —6- R T ki—3-2%) Mg I [3,4-d]
MEE -2 KL ) L] -7,8- & -5H-1,6-Z80E-6-3E ][ (2R) ~1- Q¥R 4 3E) B4 T k23]
FH

[0442]  [2-[[8- (T-E A [2.2. 1] Peki—7-3%) —6- R T ki—3-2%) Mg I [3,4-d]
WENE—2-FE ] & FE] 7,8~ & ~5H-1,6-ZEmE-6-3E ][ (25) ~1- Q- 2 F) BAIA T hi—2-3E]
FH

[0443]  [2-[[8- (T-EAAGA[2.2. 1] Peki—7-3E) —6- R T ki—3-2%) Mg I [3,4-d]
BENE -2 ] B ] -7, 8- A -5H-1, 6-Z80E 62 ] - [4- IR £ 2%) M mpk—3 -2k ] Y

[0444]  [2-[[8- (T-EAAGA[2.2. 1] Peki—T-3%) —6- R T hi—3-2%) Mg I [3,4-d]
WENE -2 ] B ] -7, 8- A -5H-1, 6-Z80E 62 ] - [4- - IR £ 2%) M mpk—2- 2% ] Y ]

[0445]  [2-[[8- (T-E AN [2.2. 1] Beki—T-3%) —6- R T ki—3-2%) Mg I [3,4-d]
g -2-JL ] L] -7, 8- A -5H-1,6-ZEnE 63 ] -[1- Q- 2 FE) BAFF T hi—3-FE] F i ;
[0446]  1-[2-[[8- (T-FARIA[2.2. 1] Beke-T-45) -6 CEUIRIA T b -3-3%) Mbng 7 [3,4-
dJmng-2-F ] S 3] -7, 8- A -5H-1, 6-ZENE-6—HE ] —2- MLk ki —1 -3k 2, i ;

[0447]  1-[2-[[8- (T-HARMIA[2.2. 1] Beke-T-45) -6 CEUIRIA T b -3-3%) Mbng 7 [3,4-
d]msnE-2-FE ] g k] -7,8- " &(-5H-1,6-ZENE-6-Jk | -2— (3-FJEnb g bi—1-45) L

[0448]  1-[2-[[8- (T-FARMIA[2.2. 1] Beke-T-45) -6 CEUIRIA T b -3-3%) MLng 7 [3,4-
d]mEnE—2-JE ] L] -7,8- & -5H-1,6-ZEME 6L ] —2— (3-FML & Ji—1-38%) £ s

[0449]  1-[2-[[8- (T-FARIA[2.2. 1] Beke-T-45) -6— CEUIRIA T b -3-3%) Mbng 7 [3,4-
dJ g -2 ] g ] -7, 8- & -5H-1,6-ZNE -6 ] -2- (R T fi-1-2%) LB s

[0450]  1-[2-[[8- (T-ZARIA[2.2. 1] Beke-T-45) -6 CEUIRIA T b -3-3%) Mbng 7 [3,4-
dlmgng-2-5L] 2B ]-7,8- & -bH-1,6-ZENE—6-Fk] -2- G- FRILE LI T hi-1-2%) 21 ;
[0451]  1-[2-[[8- (T-F AR [2.2. 1] Beke-T-45) -6 CEUIRIA T b -3-3%) Mbng 7 [3,4-
d Mg -2-Jk |k ] -7, 8- & -5H-1, 6-Z8NE 63k | -2 G- A T he-1-2k) L ;
[0452]  1-[2-[[8- (T-FARIA[2.2. 1] Beke-T-45) -6 CEURIA T b -3-3%) MLng 7 [3,4-
d]msngE—2-FE] 51 3] -7, 8- ~A-5H-1, 6-ZE0E-6-FE ] - 2-WRIE-1-FE 2 ;
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[0453]  1-[2-[[8- (T-Z& IR WA [2.2. 1] Pefe—T-4E) —6- CAZRIA T b —-3—2) MkiE JF [3,4-
d]mEnE—2-3L ) G K] -7,8- A -5H-1,6-Z5nE-6-3L ] —2— (4-FRILWRIE-1-45) 2 ;

[0454]  1-[2-[[8- (T-& IR WA [2.2. 1] Pefe—T-4E) —6- CAZRIA T b —-3—2) kg JF [3,4-
dlmEnE—2-J3L ) G K] -7,8- & -5H-1,6-Z5nE 63 ] -2 (4-HIRIE-1-3L) 2.0 ;

[0455]  1-[2-[[8- (T-& IR WA [2.2. 1] Pefe—T-4E) —6- AR T b —-3—28) MEiE JF [3,4-
dlmEnE-2-3L ) G K] -7,8- & -5H-1,6-Z8nE-6-3L ] -2- (3-FRILWRIE-1-4E) 2 ;

[0456]  1-[2-[[8- (T-& IR WA [2.2. 1] Pefe—T-4E) —6- CAZRIA T bi—-3—28) kg JF [3,4-
d]mEnE-2-3L ) & K] -7,8- & -5H-1,6-Z5nE-6-3L ] -2- B-HIRIE-1-3L) 2. ;

[0457]  4- (2-3223E) -1-[6-[[6-[ (IR) ~1-F& £ 5] -8- Wik e~ 1 -FE ML e IF (3, 4-d ] s g -2-
SRV G ML mE -3 -2 ] R IR -2l ;

[0458]  (IR) —1-[8- (T-H XA [2.2. 1] Piki-T-45) —2-[[5-[4- C-FR L HE) URME-1-%E] -
6 JEME g -2k ] s BE T L WE FF (3, 4-d ] g -6 ] 4 1% 5

[0459]  (1R) -1-[2-[[6-[4- (- & FE) Wk —1—Jk [ Wk -3 Jk ] 2 ik | -8 Wk g — 1 - &L g
H[3,4-d]mEng—6-%5] 2.1 ;

[0460]  (1R) -1-[8- (7T-ZAXIF[2.2. 1] Pike-7-45) —2-[[6-[4- C-FR L 58) URMR-1- 2]
M -3 ] S Sk T e JF: (3, 4-d | EIE -6 ] £ 1% ;

[0461]  1-[6-[[6-[ (1R) ~1-FR P FE] -8-WRME—1-JEMb e - [3, 4-d ] mrmg -2 3 ] 2 L ] ke -
3-3E]-1,4- R A P21 5

[0462]  4- (2-3223E) -1-[6-[[6-[ (IR) ~1-F& £ 5] -8~k e~ 1 -FE ML e IF (3, 4-d ] Mg -2-
SR FL e -3-3E] -1, 4= R IR P -2 ;

[0463]  1-[6-[[8— (T-&AWIF[2.2. 1] FEke-T-4%) —6-[ (1R) ~1-F2 L L] MbnE I [3,4-d]
WA g 22k ] A T b Mg -3 22 ] — 4 LR R 2~ ] 5

[0464]  1-[6-[[8— (B—EAWIF[3.2.1]FHi-8-4%) —-6-[ (1R) ~1-F& L &ML e I [3,4-d]
WA -2 2k ] R T b g -3 22 ] —4— FH IR -2 i

[0465]  (22) Z5WeH &9, HAE (1) ~ QD MAE— BT L & P s 2455 L r 8252 11
Eh A2 b T A

[0466]  (23) HACDKA/64MliE I AMA G, H&FH (D ~ QL MAE—Iprd 1t &
W22 BTS2 ) ERAE A U8 -

[0467]  (24) SRR T 4 L SHBKAEAL il 21 44k L i A 2 | B 1Y) TR Bl 25 8k iR 97 24,
A (D ~ QD BHUE—TIFTIR AL & el H 255 bl 852 10 £ A 20893

[0468]  (25) =X (1) AT /nHImERE (3, 4-d ] MERE T AE P a2k«

[0469]  [fh22K2]

RZ
[0470] i/ I \@
s ON /N‘Oe (11)

[0471] X (11) 1, R* R IRCi-shidk  Ca-s 3R i 3 .4~ 6T A 24 IR 3L L C1-s Tk 3L . ~COOR® , 5~
CONR'R'?;

[0472]  RPC1-shi i 25 F ST Mgl T 38 6 3 T BUAR : 0~ 14N —OH W [0~ 1M -0H. 0~1
AN Cr-abt I A0~ 3AN R T 1 BUI R0~ 24N Cr st S8 3 LU K 0~ 54N S8BT
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[0473] R[] Ca-s PR ke % [ M7 Mg 1 3 () SE T BUAR : 0~ 1N —OH 4 [0~ 14N —0H., 0
~ 1N C-a Bt I A0~ 3 I U T ] BUAR 0~ 24N R Cr-sli S8 38 0~ LN FR R 3 L DL K
0~5 IR 5

[0474] oot , REA N TCHUARI Cr-s ot 5 T HUAR K Ca-s PR b J5E AR — 55 FFY 32

[0475]  R®.R%\HIR'O%% (5 Ji 37 K/ AR T BC1-s i 5 5

[0476]  R*ff)4~6 70 R 23R HE AT %% H BB T —OH. Cr-aXie 3 L FIC -4 g S FE 1 1 ~ 4 [ Y
AREEFUR

[0477] R C1-sE 3L . ~COOR® , AI-CONR’R' W] 47 % F 4805 T+« —OH. FIC -4t S I 1 ~ 4N
HUARIEHUAR 5

[0478]  R*f¥j—CONRR'rF (IR IR O 1 25 b Pp g -0~ & T 2 B L 2 S5 e AT Vi 5 O SR T
iEZ

[0479]  SEFRPAI AL IR K 2 S5 7, 4-5 L3RI N IS I SRR T 6 TG IR Ay 1~ 24N 1) 48U
5, Horp, REAT S B AR AR

[0480]  (26) 2 (ITD) P npymLng 7t (3, 4-d ] mEng i A= a3

[0481]  [1h2:A3]

2
NN AR

N
[0482] \‘S/“\N/ N

z (111)

[0483] = (I11) o, R* R IRC1-sHi Ik  Ca-s P fidk 4~ 6 JC A Z2 R 3 L Cr-s ik 3L . ~COOR® 5~
CONR'R'?;

[0484]  R2[)C1-shi i 25 F J ST Mgl T 38 0 3 AT BUAR : 0~ 1AM —OH W [0~ 1M -0H. 0~1
AN Cr-abt I A0~ 3AN R T 1 BUIR 0~ 24N Cr st 83 LU K 0~ 54N S8BT
[0485] R[] Ca-s PR ke % [ M7 Mg 1 3 () SE T BUAR : 0~ 1N —OH 4 [0~ 14N —0H. 0
~ 1AM Croabr S8 2 A0~ 3 38U T~ AR HI 0~ 24N Cr-s e S8 2 L O~ TN PR FE L L DL I
0~5 IR 5

[0486] oot , REA N TCHUARI Cr-sfot 5 « T HUAR K Cas A b JiE AR — 55 FFY 32 5

[0487]  R®.R%\HIR'O%% [ Ji 37 Hh K /n R T BC1-s i 5 5

[0488]  R*f{)4~ 6701 AR 3 AT %% H F8UB T —OH. Cr-aXie 3  FIC-o g S FE 11 1 ~ 4 Y
AREEFUAR

[0489]  R*fC1-sE 3L . ~COOR® , AI-CONR’R W] 47 % F 4605 T« ~OH. FIC -4t S I 1 ~ 4N
EUARIEEAR

[0490]  R*f¥j—CONRR' A (IR AR O m 5 b Pp g B —0— 8 & T T B L 2 S5 e AT D 5 O SR T
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2- (ZH R LA %,

[0615] A BRI (D FrRm b SRS 20T DL s 7 T2 i R AR
PR Bl s 53R LSRR AR (IR  TH IR RIS IR IR SR LRI £ 5
IR LR IR I OIR VAR ZH IR HIR I IR VIR IR & 1R . oK IR  FLIR S E R
R VA R T A R R R L IR IR TR ORI IR % P R IR S5 1 A MLER M 2 B A
MR FERIR SER A AR R RRENZ RN 598 B F e B 3 545,
BN LR 5BV BERN S BN SRR O GBEER O R =
LG 4 R RIGE R (I IE | FR IR L BERG . — ARG = L BERE A O I g
N-FR LR e L = (R PP 3) R e NN — A 3L 2 2 i A WL 26 s e i 2,

[0616] Ak B H IR FE SN (D) FrRn A& — AN s 2 A IR w8 e [F A7 2= AU
PEFAL R IR &Y

[0617] AR B AFE (D) B R AL S YR ST AR Tt A SN e AR AT ol BE 1)
VAR AN, KRB E YA 18 & BRI A 7 A B A AR S 0L, X RER L
A S R A AL FE A K AL S P

[0618]  DATF, xhid =X (1) Fr it Ak BRAL S AR A ) & I AT Ul BH

[0619] AR BHIIAL &9 mT LB N i 7 vE AT & i 78 B I 2, %20, RYR% R LR
WA =X (1) B9 5E e o AF Rtk 2z = Brid 8 26 2R 10 ) B 71 55 AN anA SCH B
LB ARYE TR 2, % BT AT R0 4 1) PRAP R OR P, I HLRT AR 4 1) B 2R 47 Bt Ok
# (Z 3Rk : PROTECTIVE GROUPS in ORGANIC SYNTHESIS,4TH EDITION, John Wiley&
Sons, Inc.) o AR HEER H RIS G A A R 46 S 20 RS W R .

[0620]  Me: FF 3

[0621] Et:cZ. 3%

[0622]  Ph.ZHt

[0623]  Boc: | &L HikIE

[0624]  Chz: FEILHRIE

[0625]  THF: Y &k MR

[0626]  DMF:N,N-— F & B ik g

[0627]  NMP : N—FF JE by gt i il

[0628]  TFA: =% LR

[0629]  TBS:F ] 3 — FF FE F b fog It

[0630]  BINAP:2,2’ —XU (- AHEMRESL) -1, 1 -BrZE

[0631]  TBDPS: ] F I Fl Ik o ik
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[0632]  DIPEA:N,N-— N3 2%

[0633]  LAH: S fv52%H

[0634]  DMAP:4—— FF & St

[0635]  Ac:Z.FREdE:

[0636]  Ms : FP ik Jik

[0637]  WSC.: /K ¥ Ak — W% (1-2,34-3- (3- R NS ik — i)
[0638]  m—CPBA: ] &3t % F R

[0639]  DAST: =%k — L&A

[0640]  dba: P75 P

[0641]  DIBAL-H: — % T H:&A k4

[0642]  dppf:1,1" -3 (IRFERERL) — %Kk

[0643]  HATU:0- (T-& A4 2K = Me—1-3%) -N,N,N° N —PU FF IR 7S o 1ol 1 2
[0644] 1) (L EWIT-eIH Ak

[0645]  [fk2:X12]

Br Br Br N Br
[0646]  HO |
X ‘: "‘SJ\ OH —— \‘S"J\ . \S’J\N, l
(6]
l-a

l-a

[0647]  thT{L&MI- eFﬁ%/TE’MJcA%jJE%M%/a\%,IJLI:_ILJL_LZIK@TZEZ&*}\E@T
ORI IV R B, T DA A 20 45 ik

[0648]  2) ik &WT-e AL EWIT-F

[0649]  [fk=A3K13]

[0650]

l-e I-f
[0651]  FEi& M) A M A7) (1, DY (2R ) 20 (A7 AR Vi 22 1 4 e A4 77 (1) 4, st
1A (D) BIAFAE T IE A8 (a0, = 28 MAFAE R , 7238 A 1A LI 57 (5140, THE . DMF)
Hr, 70 °C Z ¥ I B IR VS BBl Y, 4k 9 T —e SR*-C=CHT K n [ A sty bk A2 7 AE
VI BL, B AT 2L AT .
[0652]  3) HALAT-f A LA YIT-h
[0653]  [fk2#aX14]

R2 R?

S // 2
[0654] > g R )\ — \@R
0654
Ns N/ [ \S)\N/ /N\OEJ
(0]

N\
£ g OH I-h

(06551 FEad =il (B4, ZBRBA) AOAFAE T BRARAEAE T, AE3E S (A HLIE R (B0, Z18)
B, FE0°C BIEFINAN IR 2645 N AL ST S Fe ke sl HL i e NgEAT B R Al )
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53 A YRR (A0, = T R BRI ST, T BB L AT,
[0656]  4) LA T-h e BAL A T-1
[0657]  [{2¢315]

2

2
N7 R /hi\ S
[0658] \.S/“\N/ /N(?Oe Sg NN
X (X=K %)

I-h I
[0659) {3 416y F HLIEEA) (A1, —5CFR ) eh SRR 1, 7E0°C F140°C 1 6
PR A b 5 24 470 O T R 40 7 e A B £ 11
[0660]  5) H AT 2 AL A T
[0661]  [fk2¥16]

2 2
)NI\\ e R R1"Y NI Ny S R
foesz] - NSNS Y S
(Y=H. ﬁlﬁ) R’

I I
[0663]  {ER'-YAIARATFEATEDITE LT , 7638 20 (100, = 2 8% BRER 41 L S AL 50)
MIAFAE R BCARAAAE N L 1E3E M A WL 7 (B4, THF, 1, 4- B8 k) s B 724 1, 750
C & VAR 7 IR G N (AL AT -1 SR T 7 B FR P B A7 42 9 S5 7 5 E
BEAEYIT-].
[0664]  {ER'-Y AMNER AT AP0 A WL & B B R 00 T 5 7638 24 AL 77 (Bl , 20 1R
HEAAD) AEEE T AR I G A (40, = 2K 3L B (BINAP . dppf) IFEAE F e AEFEAE T
&2 HI R (B0, = 2 BRIR B L S AN B AR N BCRAAAE R V& 4 A HLvE 7R ()
THF 1,4~ WEk5%) H, 750 °C F I RN F R I8 A i B i B Y A S 11 SR -Y BT R R
B AT AE S A LS R RN, B AR 2 & 15
[0665]  Tfj H., 7E 1% BL, AT LUK RAAR 4 H br &b ¥ 46 F A ATk R N B3 BT 2 i 5 a3k 47
L
[0666]  6) HALEWIT-jE ATk
[0667]  [fb2E=17]

2 2
1\1\ xR N R
|
[0668] \'SAN/ 2N Sg N
11
R (8), =
I-k

!
[0669]  FEI& i LI (B, S ke K)o, £E0°C I8 77 A ml it i T BE Y L Y
EEWIT- 5 51 41 A AR (140, Oxone (R)  [B) G R IR) OB, B 1S B4 STk
[0670]  7) ik &WT-JEL M-k & AL ET-1
[0671]  [fk=~3K18]

n=1 g 2
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RS
NS NN NS R
[0672] \SJI\N" =N Ng IN/ =N —_— /”\ A =N
S” N
R! ) R ((':':}q R
I Ik (n=1g§ 2) H (g=0,1 8¥ 2)

[0673]  FEI&EMKEHIEF (B, & HHe1,2- & kD) H, FE0°C ZE IEF I a3t 1)
BTSN, AT 5B YTk 538 2410 A7) (a0, N-SARBE B mE 0 f%) M, B
PR3 B AT -1 o 1 HL, EZ B B, T LR AR 38 E A 5 F 1 FH A SRR BE AR N 53 BT 28 0 1)
TEREAT e 4 o

[0674]  FTULEAM &, FEAL B I- 1 q=0/1E 0L T, 82 Tk, ol LLIZ IE6) 1 5 vE AT i )i
T

[0675]  8) HALAMT-1 &ML A T-m

[0676]  [fk2#3K19]

R3
3 X-N R?
i R~ H—NH NTRS
X R? — . )I\/ =N
ey T . AN
S7ON N7 R
(6) R1 n=18f 2 I |
n = X
- I-m
R4

[0678]  7Ei& M AAE P F (B a0, NMP L THE | B 2K) w8 726 440 3@ 24 1 s (1, &
BN = O N N-Z R N FE-N- 4 %) BIAFAE T BARAEAE R, 7E0°C 2 m A4 =1 i I B2
TGRS AIT-1 5R - (B A XK & Bk 05 25 ~NHe T 27 (K R AT AE 0 I 5 HR 75 3048
EY)I-m,

[0679]  FVLBHAI 2, FEALE Y T-mF R SR ARy A& 4 AR 0 AR P B 5 v R, AT BA
TR A SR AR N D BT A 7 VR AT BOR AP o 91 2, 7E3E 24 A HLVE ) (B, — & e
FAE L THF) H B A 264 T 5 £2.0°C 22 3 77 hn e g 140 s B 9 B P 5 i A 508 24 1) Jit DR 47
R (g, an SRARI I Boc N Y TRA R AL, 40 S ORI 358 DR 2 R I 228 DU 9 S SRR, 4
RARYH N Coz FEAEPA/CAEAE N WS RN, #EAT B AR (Z 75 3R :Green’ s
Protective Groups in Organic SynthesiS,4fiz,John Wiley&Sons Inc.)

[0680]  FEAL-EWMIT-mHH Z AR EECR G DL T , AT AR AL A 4 T-m P 25 7 DL > 19 it
AT AR

[0681] 534k, FiR9) ~13) Fronif S AR % B 1) 5O 2 A LUE LA T-mH IR VR,
FIRYE 2 AR5 8 )5 sORHEAT , 3EAT 55 I OIS S 7T BALLASE 24 1 5 73047 L AR

[0682]  9) HALEI -G AT

[0683]  [{h23X20]
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— R A

A - Ay

[0684] °T & /(N)\ - . N o KI
NH, H 7\ %

OH OH
I-m l-n

[0685]  YEIE MfIA HLIE A (i, —SUH e JNMPVTHF) H , 7RG M 1 R (A — k2
E) BE 2 BB (B0, BRER A = 2 ) BOAFAE R BARAEAE N 5 720 °C I 7 I A B Y
W RE Y BB Y SRR B A B i 45 R (K A S 0 T 5 P AR R PR S A 0 S B, e ot
R EYT-n,

[0686]  10) AL EMT-mE AL &I T-0

[0s87]  [fk=2aX21]

0 0O 0O
CI)LR R’H\OJ\R

T X 0 Rd» i 3

[0688] R HLAE 1+ Gon AR
T 517 ANA il _ l;lil- o X ;‘(N)\

NH, ~ H \T; ak )\

R 0 R

-m -

[0689]  {EX& 414G WA (4401, NMP L THE (L) F , 7658 24 i B (14, = 2 1 N, N-— 5
PIFE-N-2 %) BIAFAE R ECIRAAAE R, 7E0°C Z AT AR ml It i i B Y L P, A AER v LA 4
ol e 25 M AL A 0 T -m SR B S R BRI L R IR A4 & N, RT3 B B T-0.
FEARAH  REREE T Crslit I 4~ 12TCH) 42303 L Ca- 103 Be 3 L Co-1075 3 . 5~ 10T 4% 75
oL U~1270HI Z23R3E) Croalie it | (Ca-123RJ5edE) Croalie it | (Co-1075 25) Croshidk BK (5~107CHY
HeF5 ) Croshidt.

[0690]  11) AL EWIT-m& BRI &I

[0691]  [{h2:X22]

R4 B4R
[0692] ],;2 ay, /'\E

00 R4HAR

o
c” "R i
A N2 o :,{_Z:\
] _”\R
R 0

I-m Ip
[0693]  FE3&E 2414 HLIAEF (5140, NMP L THE I RE) o, 738 24 B9 B (51, = 2 i N, N-— 7
PRIHE-N-Z %) BIAFAE N B ARMEAE N, £E0°C A VA F N el i (45 R Y Bl o8 (s ZER v B 1A
B A & 45 A B ) T -m SRR SR N, B 1S B AL S T-p o FEAR U, R IR Cr-slii 2 4
~127CH Z4 3R FE L Ca- 123 B 3 L Co-1075 3 .5~ 10T 24 75 3 . (4~ 12T Z4 3R 3E) Crsle ik
(C3-123AJ5E38) Crosliidt y (Co-1075 2%) Croabi 3 «BY (5~ 107CHI 42 75 2%) Cr-abi ik .
[0694]  12) AL EWIT-mE AL BV T—q
[0695]  [fk22:X23]
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o
R 4]121;{‘ Raé;:Rb R 413{2&
[0696] T . AN B N A
N, N T O A,
Rﬂ
I-m l-q

[0697]  FE3& 1A HLVE 7 (19 2, NMP FREE) v, 7658 M IR (a0, L8 AFAE TS 2=
5 22 70 A m] IS P e P S T Py A AER Y LA A R A S M A T -m S R A AR
(%) T B T A AP 1 A Y 138 B R (9l an , = Bk AR R AL A SR I AL ) N
H AR B A T-qo EAR I, R GRY, AE AL S B AT T8 A (1 - CHIFI -CHR* R 8 44 , R
Cr-slidt A~ 1270 24303  Ca- 107 R i it . (A~ 1270 24 IR FE) Crosli FE L (Co-123h ke 3E) Crshic
F | (Co-107528) Crabi 2 BY (5~107TI 22 75 2) Cr-shi it

[0698]  13) HAL BTG b G-+

[0699]  [fk*:3X24]

R4HAC R4 AR
T @ AW R-X T AN
0700 S s /N
Hm br

[0701]  7E& A LI (51 01, NMP L THF (L RE) A, 7R 38 S 1988 (B, = 2 0% N, N-— 5%
PIFEN-2 %) BIAFEAE R ECIRAAAE R, 7E0°C Z AT AR ml It i i B Y L P, A AER LA 4
J& B AT G 25 M AL S D T-m S8 5 1 2 1 B R R S 0 R R B AL S Y RN HH
WA BRI E -1 AR, REIRC1-shi 3t .4~ 12T 4RI Co- 1230 e 2k L (4~ 1201 4~
L) Croabi 2y (Ca-1230 e 38) Crafii 2y (Co-1075 28) Cr-slt it BE (5~ 1070 4275 25) Ci-sfi o
[0702]  14) HALEWT-nd L&Y T-s

[0703]  [fk2~:X25]

Michael %2 14

Rc
R HUAG SOZ N RYHLAC
o704] LN RO R AnA
N, o ON - in & RaJ\rR“
H {EWG =-COOR, CN % ) Rb
RS EWG EWG
I-m I-s

[0705]  7EI& 1A HLYE R (10, FF B THE) 1, 7.0 °C 225 77 i # [m] e il ol B e el oy, {8
FER R BB AR R B i S5 A AL B 0 T-m 5 B Mi chae | 2RSS R4 B 0 I L, EH 75 2]
WA -s AR, LTFRRFIRS, AE AL 25 e T8 A5 1 - C-CH-45 #4 1) —CR*R"-CHR &
P, RIRCr-s e dE A~ 12T I Z AR\ Ca- 12 b 2 . (4~ 1270 2830 3E) Crsfii it | (Ca-123f %
H) Croabidi\ (Co-1075 %) Cr-alt it B (5~ 1070 28 75 25) Cisfii ik

[0706]  phy T AR B AL &) B A CDK4 /6 43 12 , PR %) H1 CDK4 /6415 ) 92 9 4 T B
TBITA B BART 6 TS KGR T 4 ShKAEAL Il 4F 4E Ak | i fi ZE Jsdhe IRV 97 IRy
BRI A 0 T R M 5T AR R E IR T ORI B A RN
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[0707] 34k, AU BH (P4 A W AR 3%k 55 A 3 L 5 6 CDK 4 / 6 40 sl v 1 HL A I 8 1 o 49
3% 55 CDK 230 175 14 75 125« B - CDK2 3 il 1. 2 55 DNAR 2 il , DR S JE 3l 75 5, ] 30 5 A 2 [
BEPERIA ML BRAR I B8R AR B Ak & P, A 328 AH B CDK 2 1T 32 3 44 Hh 3 1] CDK 4
[0708] A BH AT R R 43 Pl LA A ] A i 751 « 2 1 42 skt 751 L ABOIR 1070 5 RO A A 7508, 1 R
PRI B A3 GRS 7 48 R 7] G2 2 710D 3 FIR 7510 S R 771 28 B 31 L N N 771458 1) A AT o2 F o
FI AT LS

[0709] &G A BH (146 2808 43 ) il 3510w DA AR @ i o) 70 A0 BT FH R 9 I e gk A7 R )
DNIXEETR AN, T 28 H  AE AR R I LT, LB RERE R ATRE L EOKTER DR TER
SER AT R VR RO K RERR & BUEEER A M AR ER AT BE L MBI S AN S IR T 711 s 45 T 4
R R RN IR YE R R LT Yk 2B RIR 2 I I e Jo B 5 (0 RS 5 77 SE R
P SE AT RN R AT Y 2 TR R R AT 4 AN R R SR SR N I A s
A FHRE JIE B SIS S5 (1) T 771 2 PR R D D 4 3% L PR TR 26 PR DL 4 3 AR — F R IR A Fl 2
2R Y 2 SRR s o R s 78 BRI R O R S 868 )L AR SRR SR, 72 BCR ) FR
UL, L BRIV TS I 38 I 77 6 2 25 2K FR R IS 2R 2 1 R A7 71 B AT R 2 T 2508
FINFTE BR R S5 B G 7]  L—Pap IR 55 1) B A0 77 EDTASE B 245 7] R 2R 1L B4 BE R 8 05
[ =2 A A/ FLA TS

[0710] A BAIIA R 4 T &, 18 % N1 ~1000mg/ K747 , 45 T IR B S N1~ 3R/
Ko

[0711]  SEjiifs)

[0712]  DATF, 2T B AR S5 15 B A U B o SR T, A BH AN PR T3 e 1) St ]
[0713] ST BT 0 8 W3 T4k S W0 45 44, 3 3 P H-NMR AN/ B8 fof FH T 4% A5 H 1t 25 A Fr 2. 1Y
WAFAXAF (single quadrupole instrumentation) [ BT 43 #r  FLARIE 2 1) 73 A b AT 1
o

[0714]  S&F'H-NMRJ%: 1% (400MHz .DMSO—deCD30D B,.CDC13) , 3 7~ HAk 2447 4% (82 ppm) A1
A (T Hz) TR U, DU N4 E 2 RR L PN A s =B E S (singlet) «d=X
B (doublet) t==HEA (triplet) .q=VJHEZ (quartet) .brs=TE B H & (broad
singlet) m=Z E (multiplet) . X T EEH ML R, Wox M+H) *RIENTEAL S
4y F e () HP RN 5T () T 75 A4 R0 A O 00 281 P 3l 5 12

[0715]  [ZF4i1]

[0716]  5-iR-2- (FH ) M nE —4-H R 1) & &

[0717]  [{k2:3X26]

N7 Br
|
[0718] g A PN, OH
0

[0719]  FEZEIR T ) 2-F B2 BRI IR R £k (324g, 1. 16mol) /KR (2. 5L) A HITKL IR
iz (300g,1.16mol) A ZBIFIWIAAHZ0C , LA/ N = 2 & (486mL,
3.49mol) o 5 S N VA VR P R, A IS TLCRN S N 58 il 2 S » 5 S o v TR A I R TR (&40
250mL) il B 1 o a3 Wie £ B 7 A 1) o E Tl A4, K (B00mL) BEk 2R 2 J5 » = 2 T
(500mL) P2 o Yok e 5 BT 45 (1) [E 44, 73 2 F5 @40 &4 (160g, 1L #655%)
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[0720]  [Z1512]
[0721]  5—yR—2—H fin L g — 4 HH R Y IR 1) 55
(07221  [fh027]

N7 Br
|
(07231 ~g AP O
0

[0724] i fitpE5- -2 (FARREL) meng-4-F B2 (110g,0.44mol) [ BV (1. 1L) i1
Z0°C, i AR EE S (50mL,0.66mol) o5 I W IR 2% 18 N F4, 7EN# R R & S 47N
LC/MSAITLCHfIN J5 0 58 il » K S5 NI WA 35 V8 0 o 45 R 4 TRV N 18 25 , AR 78
i T 1R LT (1L) , FH10 % BREREN K VAR (200mL) g 34K - R A& £5 7K (200mL) Wi 2k ,
{5 BT 15 BB WLAE FH TG /KR BR B T4, i BB 22 B 2 I , 7E0R0E I W 4 i o K B 75 () R A
FHRER A 5 34T 4lAL , 15 25 AL 54 (88g, 1L FT5%) «

[0725]  [Z#1513]

[0726]  5—yR—2—FHIf s g —4— F i AT (59582 FR R JE s g -4 38) W A B BRIV B )
{okEgnY

[0727]  [{k2:3(28]

N7 Br N7 Br
[ |
[0728]  ~g AN | NN NN
0 OH

(07291 “Rg 5 —2— 1 He i Jor g e —4— 1 IR 1 i (25, 95mmo 1) B THFIE K (375mL) 7255
AN HIR-T8°C, AT HERE « 171Z 9 % INDTBAL-H (84mL , 143mmol , 1. M SRR , 75—
T8°C N HEA/INIY , FHTLORA A SR 58 i , E—78°C I ¥k AN FF e A5 s I A2 1, 48 5 80 Vs YR 2%
18 THIR Z20°C oK S BB L2 S WE MR 5 80 A HEAT W 51 0 i KB R A 2
7K (200mL) Yedk 20K, A BT 10 A HUAE PG /K BREBR Bk Tk, 3o R o 25 1 44 o iR 4 g VAR, #h LA
BbR LS PIRIR S (258 HUAE) AZRLARTC TR HE— B AR ] FH T — 25 S

[0730]  [ZZ 4]

[0731]  4— (6-FHENL e —3—K8) R GR—1-FH R AL T TR I1 & B

[0732]  [fh229]

[0733] >r0\[r'©
@]
[0734]  ¥5-VR-2-FEJEALNE (203g,1.37mol) WRME (153g,1.77mol)  PU T FERAL £
(25.2g,0.068mol) F#EREH (207g,1.50mol) 78 — FFEAK, (2. 6L) H1 . FE80°C T Hiikkid % . 14 &%
A AR 25 B SLE RN K (TL) H, 1 S8 WA B = A ) ] 4 o K i 43 14 [l 4
=& b (AL X 20K) Peidk , BEAT T 0 T U8V, & 2280 QL X 7IR) , F B A3 i A HLAH
F7K (2L) Peigk, 8 5 A& £h7K (L) Bk, FEE T AT W4 , 15 2 [l 44 . VR & Fr A5 (1 [

i, st — DAL I T — 21 RN
[0735] i [&| {4 (490g) ¥ fi# T THF (2L) A1/K (500mL) HF , s IR FR A4 (119g,1.42mol) . [7]
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ZRIFP A I R —RUT B (262g, 1. 2mol) , 7E IR I RES /NI o 7R Yl K R v 4 S N T
W, K aRvE 7K (L) BEATHRERE, F & B (1L X 3IR) FEEL, K TS B NURTR & 2 )5 » K
(1L) Je¥k o ¥ 1% KA F & H e (300mL) A HX VR & PR A3 A HLAH » TG /K IR BR BE AT T

[0736] BB 2 (44, FEWUE N AT W4 o A8 B 77 AR 1 [ AR = T SRR LT (2L) H, ik
£60°C, 7£60°C T i JERR 22 [ 44 o 729k T T BRI S 10 8144, Bt A5 2045 @4k &4 (191g, UK
#62%)

[0737]  APCI-MS (M+H) *309.1.C14H20N404=2308.15'H-NMRS (400MHz ,CDC13) :8.16 (d, J=
9Hz,1H) ,8.11(d,J=3Hz,1H) ,7.19(dd,J=9.3Hz,1H) ,3.64-3.61 (m,4H) ,3.45-3.42 (m,
4H) ,1.47 (s,9H) .

[0738]  [Z7515l5]

[0739]  4— (6-Z(JEMEME-3-38) MR- 1-F BB T R & Bk

[0740]  [4k2%=X30]

[0741] N

>]/OTN\)
o)

[0742] {2 FlArh A5 04— (6- A 2EMEnE -3-28) Wk -1 - ER#U T Fg (83g,269mmol) 7

Parr Shacker ¥ fE T H B (1.3L) , I I JE8E (15g,50 % /K B iF ) o R M IE RS S

SN (B50psi) 157N o H 52 87 7 Y I o Ak i 1 3, 3o i ok 25 A, TR R IR 4 TR o

Fr A5 B [ A4 22 v T — 2 Bk (120mL) AR B Ht4/NeS S N BRBEFEQ 'C R ¥ #1455 B o Ik Y8 Bk 25 [#]

A FERUE N 3T T8, B TS BRR AL A1) (62. 5, INHE83 %) .

[0743]  ESI-MS (M+H) "279.C14H22N402 =278 .17

[0744] DL R [BIARA-1~A-5 01 N 3EAT A B« 3% HE S 25 B4 FO5 11 J5 ¥ , A8 FE X IRE ) o 4%

WL e T 2 P RN R AT A ) AR e 23R4T 38 4 () DR S B AR 3 (1) I

[0745]  [fk2:K31]

N
QR QG

A1 A2 A3 A4 A5
[0747]  [Z%1jl6]

[0748] 62 & NEWE -3 HH 1) & Ak

[0749]  [fk2#3X32]

NH,

-~
0750
(07501 ol

[0751]  fi6-Z SEmtnE -3 5 (1.9g, 16mmol) ¥ f# T-THF (160mL) , AL FEIL R HE-T78C.
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E-78°C T MNZIE R P = AZ M InE b — 57 T 2545 (106.5mL, 1. SMFF 2R W) , 14 114 THiE
F20°CZ Ja, kBB FE 2/ o 7] s REVE I N VKK (100mL) A s R 4% 1k, 78 = &0 F o
(50mL) FAH3 X IRA BT A N &, A& Eh7K (100mL) Feik 1Kk , FTC/KBR R AN iEAT
TIge o ik YRR AR 2 I, TEVRUT N IR ARV, P v PR e A e vl iR AT AR 4 AL , 43 31 s it
WEPHAAR (1. 7g) 2T T St — DA R v T — PR M.

[0752]  [Z%457]

[0753]  4-[ (6—Z FEMEmE-3-3%) AL IR MR- 1-FF R T iR ) &k

[0754]  [fk&33]

0

[0755] >|\0J\N Ny NH2
kx”xﬂ

[0756] 8225456 & R 1) 6— 2 FE Mk e -3 - FE (P R A4 (1. 7g, 13 . 9mmol) FIUR R —1-F 12
T HE (3.2g,17.2mmol) ¥ fE-T & FH b (50mL) , 76 %R N BERES /NI o 171 1% S5 N I HH s
= W E EE N A A4 (8.84g,40. 9mmol) , 7EZ IR N HH12/ NS o FHLC/MSER B s ST 1R 4T
GGG S IR BR A /K VR (50mL) 8 [ WA 1E, F &R £ 1 (50mL) ZEHL3 IR VR &
FRAF A LA, A& 7K (100mL) BeEs 1R, FJC/KBRBR AN EEAT T8 . i yERR £ Bk 2 J5 . 78
T AR A DR, P 5 i P e AT o i AT A 4l , 73 20F5 AL &4 (3. 38, 1L Z81 %) &
[0757]  [Z=%518]
[0758]  1-(2— (GRUT 2 R R L) 28) 448 —4- ((6-F ke -3-2%) F B IRIE 1 &
Ji&
[0759]  [fk2:3X34]
[0760] TBDPSO\/\O \/@_,C[
[0761] [ 2-5(—5- (5L 48) MEnE (1.62g,10mmol) \1- (2 (GRUT J: 2R B LA ) 0 8)
/. 3E) WREE (3.87g,10.5mmol) HREREH (4.15g,30mmol) AL %A (150mg, 1. 0mmol) HH¥s N
DMF (33 3mL) o K 1% S BERAE60C TR 12/ N o [ S R BN K, 2.2 2.1 (80mL)
A2 o A AUAH F G AR BR AN AT T8 , Sl DR 22 [ 4%, A 4 VI o 4 7 1 P ek s A £
HAT AL, AR RS S A ) (3. 268, INH66%) .
[0762]  [Z75419]
[0763]  5-((4- (2- (GRUT 2R OREEFRE AL L) O 58) R -1-48) FH L) Mk mg -2 (1)
=107
[0764]  [fk&35]

K,N [/

[0766] [} S I8 G Rt 1- (2— (U T J 2R B F A e gk 48U 0E) &%) —4- ((6-SUntbiE -
3-3%) I FENREE (3.26g,6.6mmol) « 2K H WAV fi% (1.33mL,7.92mmol) = (I EARFEREH) —
£#(0) (302mg,0.33mmol) \BINAP (411mg,0.66mmol) AL T & FE4H (1.27g,13. 2mmol) s
HIF 2R (33mL) , FERVUR N 120°C R B FEat 1 o 1 s BV TR 2 T A 50, 8 s 3 s ik e ik
fek e BT8P e T 4R 4T (80mL) Peiss o K e VR FH /K P, it — 0 M AN & K
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Yetk o AN U I TE /K BREBRAN 1% S 8 ik 25 [l 4% , IR A8 R o Mo A 5 i 1 THIF (66mL) , ¥
INFTERIR KL (16mL, 2. 0mo 1 /1) o 4 S N WUAE =R T SR I o A8 122 B B 3 o i 3 78
A7 55 PR P B 8 AT 45 AR g 1K) A AR BRS AR S, R A i P A I e vk 2 Il B
(2.0mol /L, F B 00 156 H A I e Bt » W 4 P 45 R e JBL R, 45 B itk 59 (1. 17, i
37%)

[0767] DL FH I [B]4AB-1~B-1281 F 347 & i - $2 S 16 A7, 5 225 B8 A9 AE—
ST 7 3 B [ TV A P X L ) PR AT A 0 BT N (1 7 22 ot T 2B 400 S ARKE I ) AT A
Y, KR 5 EHEAT TG A ) ORAP B OR IR S

[0768] Wc#iﬁ%]

NH; NH,
N7 N = N N
(7 \ A
N N N N
BocN\) ,N N /N /Nr:)\ /@"«.

B-2 B3
NH, NH,
=
/

S ?? D

TBDPSO/\/N\) TBDPSO N TBDPSOA‘/N\’J \/N\) TBDPSO

[0769] =

8- B-9 B-10 B-11 B-12
[0770]  [ZZ1410]
(07711 4- (6~ RHEIHEE ~3-3) —3~ S AR~ 1 - Y R AL T T 2k
(07721 [{L23R37]

0 MNNO;
[0773] (U\ N -
0N

[0774]  Z7EW02012/0310049 Bric #8105 v2: , A 2—hiH2E-5—JRMENE (1.01g,5.0mmol) 2-4,
AR-4-WR g F R A T 8 (1.00g,5. 0mmol) FIAR R4 (3.26g,10.0mmol) &% T1,4- —BEkip,
RS EM3020 Bh o 1] 1% B I P VR Xant phos (246mg, 0. 43mmol) F1= (VR A i) —
1 (229mg, 0. 25mmol) , 72 INF R R HE2 /NN o K S B R AE 2 iR TR E 2 S5, I ZK AN
LR W e A @ AT T UE 4 B R B A HLAR K KA TR O R A= B VR A BT 15
AN, FJCK IR ER BN AT 1158 f5 , ik DB R 2 [ , 7R 980 T b A7 IR 4 o 1 B 45 1 5k v
Tk JR A i AT 4l 4k , 43 2R AL A (1.08g, IEE67 %) o

[0775]  'H-NMR (CDC1s) 6:8.67 (1H,d,J=2.4Hz) ,8.32 (1H,d,J=8.8Hz) ,8.15 (1H,dd, J=
8.8,2.4Hz) ,4.33 (2H,s) ,3.93-3.83 (4H,m) ,1.51 (9H,s) .

[0776]  [ZEH11]

[0777]  4- (6-Z HEmtnE -3-J) -3 SN 1-F R AU T R &

[0778]  [4k%~:X38]
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[0779] XOYN\)N

[0780]  ffiZHE M 10F Frf3Hib-&4 (1.08g,3.34mmol) V&AM T Z. % (45mL) FATHF (22mL)
o [ IV VR R I A B (108mg) , 7ESL UG N HE24 /NN o K s S VI8 it Ak g Lk A7 0
JE TRk T VA8 U8 W o i T R i A s 3R AT Al AL, 43 2R B & (0. 928, K
95%) o

[0781]  'H-NMR (CDC13) 8:7.99 (1H,d,J=2.4Hz) ,7.38 (1H,dd,J=8.8,2.4Hz) ,6.53 (1H,d,
J=8.8Hz) ,4.50 (2H,brs) ,4.24 (2H,s) ,3.78 (2H, t,J=5.1Hz) ,3.67 (2H,t,J=5.4Hz) ,
1.50 (94, s) .

[0782] DL AR IEAARC-1~C-6 40 F 34T & k- #H%’ﬂ"?"%%mm%nmaﬁﬁ/z A58 FOGE IR 1Y) 11
ARILLIE AT A2 40 S RHE 7 ) Pt S T A2, AR 75 23T 3& A B OR3P ORI ) S

[0783]  [4k%3X39]

NH,
NH, b
N N7
I ¢ Q
[0784] Tj T o t)
Boc ] KNBOC \ BocN
OTBS
C-1 Cc-2 C-3 c4 C-5 c-6

[0785]  [ZZ%1]12]
[0786]  JR -3~~~ ((6-FEMENE-3-3E) S0%) WRIE -1 FRRAL T TR 2
[0787]  [{k2:3X40]

“\F N Noz
[0788] B°°'O\ U
0 o

[0789]  fHEfb4h (48mg, 1. 2mmol) BiFFTHF (2mL) , IR 3 -3 - —4—FR FE MR e — 1 FF R
T TG (263mg, 1.2mmol) FITHRE IR (2mL) , 7E 536 N HE8E 1IN o 78 58 N )% 27
N5 -2- T FEMEE (142mg, 1.0mmol) I THRYAEWR (ImL) 2 J& , 7E =R R Hi#kid % . v FLC/
MSER I , SO 45 R i 1) SO RA IN K (10mL) 5 | il e i 452 1k, FH 20188 2. T (10mL) A
B3R IR A AT R B WA, A AN & bk PR 2 5, F T K B BR A AT Ik o 3ok i ik 2 ] 44
25 AEVHE R G R o R R J R € 1 EAT 24k, el A B AL A (310mg , Ui
FI1%) .

[0790]  [ZZ1]13]

[0791] 7 3t—4- ((6~F HERENE—3-3E) SAHE) —3— IR IE—1-F AN T MR 2 Al

[0792]  [fk2E41]
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F _N_ _NH
B A
[0793] °°“Q U
0 L

[0794] {25 |12 B 151 S 2U-3- 94— (6T FEML IE —3—J%) A 2%) WRIE-1-F IR T
fig (310mg,0.908mmo1) ¥ f# T THF (9mL) 1 H B (9mL) H o ] 12 35 90 H I8 I &4k 4 (486mg
9.08mmol) FIEEM K (594mg,9.08mmol) , 7EZ i T HiFE: L/INSF o S N Vi Ie it ik e 0k g
TEVRE T IR LA BEIR o 7] B8 P 7 DV R R BN /K VA (B0mL) 5 /KR FH — &0 FF ¢ (30mL)
2R AR A PRI G WA, FHICK BB AN AT 458 o 3k DB RR 25 [BA 2 5 , 7RI T e 4 Ik
T, 159 BhR AL A AR o TS RORLAA TE 75 2 AL B v T F — 2P I B

[0795] DA EHR[AIRD-1~D-3401 N 4T & il - 12 IS 5] 1 5 A 161 73 , 4 6T B2 1 i
ARALEIE R A0 AORE LR EAT AR AR 75 B AT 3 24 B R B AR 47 ) SN

[0796]  [fr2:K42]

NH,
=
o}
BocU BOCU BOCIO

[0798]  [Z%14]
[0799]  4- (6-GMAMR-3-3%) WRIR—1-F R A T R A A
[0800]  [fk25043]

[0797]

[0801] (\

>|/OYN\)

[0802]  {#i3,6- &Mk (5.01g,33.6mmol) FINRME—1-FF R4 T g (6.88g,37.0mmol) VA fif
F-DMF (50mL) , % 1= % (11.7mL,50. 4mmol) , ZE80°C T #thE i 7% . ¥ R R VA TR A I & 2
T IMNKZ )5 F & b 5 H BE A0 95 - YR A 7 (50mL) AEHL3 IR K IR & 10 AL
TooK B BR B EAT T8, 1 R L [k 2 )5 , TEUE N IR AR IE T - W BT 453 R AR FH — 20Tk
& IS BRI A (7. 0g, IR T0%) -

[0803]  [Z515]

[0804]  4-(6— (ALY Y J) %) Mk —3—28) MR —1-F BB T g 1) & Ak

[0805]  [fk2%:44]

[0806] J\j/ ;.
Sy

[0807]  fii 225 B 14h 43 I 4— (6- S Mk R —3-2) IR —1-F AL T I (59 . 8mg,
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0.20mmol) « % H i IV f% (43 . 5mg,0.24mmol) « = (Z W IEHE) — 4 (9. 2nmg,
0.010mmol) \BINAP (12.5mg,0.020mmol) M4 (130.3mg,0.40mmol) £ iF T %
(1.0nL) , £E100°C i HEIE AL FE SR T v 402 I3, 16 SR LM MU R AT 3 08, 2
MR £ BE R VR IR o K BT A5 DI VR P M A & SR KWV, LG /KBR IR B HEAT Tl )5, 1 DR
AR, FE IR T WA DT o g 5 v P e A € 1 R AT 24K, 45 2 AR AL & ) (6Tmg , SR
76%) -

[0808]  [Z#1{5]16]

[0809] 4 (6~ HEMAWE—3—HE) IR~ 1~ R AL T TR 45 1k

[0810]  [fk23t45]

NN | NH,

X
[0811]

N

>I,0\",N\)
0]

[0812]  f# S 5|15 FrfS 04— (6- (2RI 38) &(3E) Mk e —3-38) WRME - 1-FH IR AU T
M5 (67mg,0.151mmol) ¥ ff T THF (0.76mL) , IIAFTFARER KV ¥ (0.378mL,0.755mmo1 , 2mol/
L) , 7R = N R 8o 17 S B9 R I N T B R S /K A R (BmL) iEAT R AT, 4R &
fig (5mL) ZEHN 20K VR & A HLAH » FTC/K R BR BE AT )8 , ik 8RR L[ Rk 2 )5 , 7RI S R4
DEVR K FIT A R REL AR FH AT 2 R K (BmL) e idk , B AR 245 AL A4 (30mg , WX ZET1%) -
[0813] DL R AYHRIAAARE-1FIE-240 " BEAT & i : 3 MBS 5 17 ~ 19T — Fh 7 LBl &
(R 77325 a6 IS Py it A2 55 SR 0T AR A S REOKE 2 ) T AR 0, AR 75 3R A T 3 4 1 PR it
(Al SN
[0814]  [fk2546]

NH, NH,
N, = N~

[0815] N N
oo

E-1 E-2
[0816]  [:%{I17]
[0817] e A~ il i 52 6 2 % (91910 77 1, TEPAMEALFIAFAE R , 45 — 2 ARG L T /L
N 5257, 8- -1, 6- 2506 (5H) —H FR AL TGRS, HEAT MRS A .
[0818]  [{£2:3847]
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NH

(0
cl NH,

Pd,(dba)s, BINAP, NaOBu

[os19] B 2) ki kg N
P > =
N N
Boc Boc
F-1

[0820]  [sijififsi1]
[0821]  3— (4~ FF i 3 —2— FF s S s g — 5—3%) —2— PR Joke 35 2K F IR TG 1) 65
[0822]  [fk=48]

O
0
[0823] N7 k@
\s)l\N/ Pe

[0824]  #4Pd (PhCN) 2C12 (2.4g,6.4mmol) A4 4R (0.82g,4.3mmol) [ (t-Bu) sP1HBF4 (4g,
13.9mmol) 1,4~ —HELE VR (55mL) AT i < B e, £ % TV — 5 N % (18.5mL,
128.8mmo1) o 1% [ N AE I T B bE 738, SN2 N2 25 491 300 Frid #1512 &
T ot s g —4— FH i 1 (5 —2— PP Rt e Bk s g —4— %) AL I BEIR G4 (25, AL AA) i
e PR FE 2K H R B (20g, 128, 8mmo1) 1, 4- —RELEIA TR (55mL) & » B [ Ny AL =il N 3
FES/INBS o FHLC/MSER B S M. FT AT [ S T8 B ¥ I BOVR AW H 18 < B (L) #fe , il
Tk L EAT R 510 U, Rt R L BRI o 72 Dol TR IR 4 PIT A3 (1) D8 R 5 e e 15 X FE A
HEHT B R,
[0825]  [SEjitifl2]
[0826] 6 ((CRHIBEAIL) H3E) —2— (H L) MbrE I (3, 4-d ] g 7-4 44 (Int—1) 6 Ak
[0827]  [{k2%3X49]

0]

[0828] Ni’\\:CK\OJ\Q
\S)\ N/ o N\.O.

[0829] s St 451] 1 R &5 B 1 3— (4 B gt 2 — 2 — R g 25k o e — 5— k) —2— DA o 22k 2 HH TR T 1) R
ERET W (500ml) , 7 Z il U IR ¥ iz (8. 3g, 120mmol) A1 4 BN (10g, 120mmol) .
Pz R N A =R N6 N 2 5, Ol (1L) AT F R, IN NI R 81 (27 . 8¢,
200mmo1) 2 J& , fE50°C R i FE 37N o FHLC/MSER Bf S B2 R IEAT 5 I 87 58 T, 465 52 o7 5 AR 3
I FEE AT 51 U8 F GBR BB eE i - o BT A5 O DR VR A e /K B BRI AT T4, i
JERR AR 2 5 FEIR T AR I o 4 I A5 IR R A4 T ek IS (i b AT 4l Ak, , 15 2 bR AL &
) (5.0g, % 16%) .

[0830]  1H-NMR (DMSO-d6) 6:9.46 (1H,s) ,8.93 (1H,s) ,8.31 (1H,s) ,8.13 (2H,d,J=
7.6Hz) ,7.73(1H,t,J=7.3Hz) ,7.60 (2H,t,J=7.7THz) ,5.54 (2H,5) ,2.62 (3H,s) .

[0831]  LC/MS: (M+H) "=328.2.Ci6H13N3035=327.07
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[0832]  DAF Pt # b & Int—2~ Int—-94% MR SLHi 5 1 ~ 2 Fric 28 77 ik 6
[0833] [#1]

e win MR (M) | H 5% i

ﬁii'u‘
1H-NMR (CDCI3) &: 9.04 (1H,
s), 8.79 (1H, s), 8.14 (2H, d

e}

. J=15H), 1.71-1.40 (4H,
2 | K:C@L;J‘\O S et LTI 0 s [342.0 | aar. 08

© , 2.65 (3H, s), 1.79 (3H, d,

J =6.6 Hz).
TH-NMR (DMSO-d6) o : 9.44 (1N
, d J=0.4Hz), 885 (IH, s
oo |). 8.09 (IH, s), 4.87 (IH, q

s ~s AP NDe J-6.4H), 3.32 GH, 5, 2|22 | 107
61 (3H, s), 1.41 (3H, d, J =
6.4 Hz).
TH-NMR (CDCI3) &: 9.04 (iH,
[0834] /j:p s), 8.79 (1H, s), 7.65 (IH, s
Int-4 NN ), 4.25-3.90 (5H, m), 2.65 (3 |264.1 |263.07
s AN H, s), 2.62-2.46 (1H, m), 2.1
3-2.03 (1H, m).

TH-NMR (CDCI3) & : 8.99 (iH,
' Y@ s), 8.81 (1H, s), 7.98-7.93 (
~ & oH, m), 7.70-7.38 (4H, m), 4.
M5 AR 0 |8 e tou=62t), 34p |10
2R b (9H, t, J =6.0 Hz), 2.65 (3H
, 8).
1H-NMR (CDC13) &: 8.89 (iH,
s), 8.78 (1H, s), 7.96-7.91 (
S YQ 9H, m), 7.58-7.50 (2H, m), 7.

Int-6 NS 45-7.36 (24, m), 5.75-5.62 (1 | 356.1 |355.1
\Sim: 0 H, m), 3.55-3.45 (1H, m), 3.3
4-3.22 (1H, m), 2.63 (3H, s),

1.53 (3H, d. J = 6.4 Hz).

[0835] [#2]
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WEW g gy NHR ek | R R

{a_.:l
TH-NMR (CDCI3) &: 8.72 (1H,
s), 8.49 (1H, s), 7.52-7.20 (
Q 11H, m), 4.58-4.50 (1H, m), 3
Int-7 \ = .28-3.20 (1H, m), 2.98-2.89 ([490.2 |489.19

Nee
N @ iH, m), 2.65 (3H, s), 1.30 3
H d J=6.4H2), 096 OH,

s).
[0836] 1H-NMR (CDC13) &: 8.91 (1H,
s), 8.65 (IH, s), 7.56-7.24 (

Int-8 ’ﬁj/\/ 11, m), 4.05-3.92 (H, m), 2|490.2 |489.19
ANE @ 66 (3H, s). 1.42 GH, d, J =

7.2 Hz), 0.99 (9H, s).

0
-9 | NS Su'—é 490.30 | 489. 19

[0837]  [sLjitif53]
[0838]  8-G—2-FH A FL ML e I [3, 4-d ] Mg —6-FE 2K IR fiE (Int—10) )& %
[0839]  [fhZ350]

=
[0840] )::QN(\ J\©

[0841] syt fs2H A ) 6— (R FF AL HE L) —2- (R 2E) Mbng (3, 4-d] Mg 741
1 (5.0g,15.3mmol) VAR T & H ke (60mL) , AHIZE0°C o 7E0°C R [n] 12 ¥ ¥ ¥ o S A e
S (25mL, 343mmol) , 7E 25 5 N HE 167N o FHTLCRR B S 87 RT3 AT , S S 58 BN, 76 kR T I
95 I LYW, 33— 5 R (20mL) AT 3R E 20, B b4 2 0 B R S - 40 T 45 R B VS ) e
A R AT R Ak, B BRI &4 (2. T5g, HL#52%) .

[0842]  1H-NMR (DMSO-d6) 8:9.64 (1H,s) ,8.14 (1H,s) ,8.13-8.06 (2H,m) ,7.75-7.68 (1H,
m ,7.59 (2H,t,J=7.7Hz) ,5.56 (2H,s) ,2.69 (3H,s) .

[0843]  LC/MS: (M+H) “=346.0.C16H12C1N302S=345.03

[0844] DL FATIR#R M4 S Int—11~ Int—194% I8 52 151 3 0 BT 2000 77 V3R B o

[0845]  [#:3]
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[0846]
P
;L;_%_% 45 H NMR (MWeH) | K A T
R TH-NNR (DMSO-d6) o : 9.64 (1H
P ,'s), 8.14 (IH, s), 8.13-8.06
nt=11 | N k@ (2H, m), 7.75-7.68 (1H, m), |346.0 |345.03
: W 7.59 (24, t, J = 7.7 Hz), 5.5
6 (2H, s), 2.69 (3H, s).
TH-NWR (CDCI3) &: 9.19 (I,
0 s), 8.16-8.12 (2H, m), 7.68 (
NN 1, s), 7.64-7.58 (1H, m), 7.
AnE-E \SJL;@(LJJKQ 53-7.46 (2H, m, 6.27 (1H, g, |00 10 [3%0
| J=6.8Hz), 2.74 (3H, ), 1
.81 (3, d, J=6.4H).
TH-NNR (DMSO-d6) & : 9.62 (I
anhe | 9. 8.00 (K s, 452 @4,
nt-13 | LN a, J=6.3Hz), 3.30 (3H, ) [269.9 |260.04
) . 2.68 (34, s), 1.38 (3H, d,
J = 6.3 ).
TH-NWR (CDCI3) &: 9.17 (IR,
"/%J;\D s), 7.48 (1H, s), 4.25-3.90 (
nt-14 % LN 4H, m), 3.76-3.66 (IH, m), 2. |282.1 [281.04
L ¢ 74 (3H, s), 2.48-2.22 (M, m)
TH-NWR (CDCI3) &: 9.15 (I,
°‘n/© $), 7.98-7.93 (2H, m), 7.58-7
Int-15 | _ i’n\’ I .37 (4, m), 4.78 (2H, t, J =|360.1 |350.05
Ak « 6.4 Hz), 3.38 (2H, t, J = 6.
4Hz), 2.74 (3H, s).
TH-NHR (CDCI3) & : 9.10 (IH,
s), 8.00-7.93 (2, m), 7.58-7
0\“/@ .50 (IH, m), 7.48 (1H, s), 7.
nt-16| WO T YT 47-7.36 (2H, m), 5.66-5.54 (I
Y H, m), 3.39-3.20 (2H, m), 2.7
2 (3, s), 1.48 (3H, d, J =6
.4 Hz).
[0847]  [4]
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[0848]

op

KEV| an NMR M) | R R B

TH-NWR_(GDCI3) & : 8.93 (If,
@ $), 7.52-7.17 (11, m), 4.49-

: N 4.37 (1K, m), 2.99 (2H, d, J
W17 AT T (Sha . 2 @ o, 125|082 |90016
s @ @H, d, J=6.0Hz), 0.91 (9

Ci
H, s).

a

[y

TH-NNR (CDCI3) &: 9.09 (1A,
@ s), 7.52-7.26 (11H, m), 4.00-
Int-18| N SSOs4 |3.92 (0, m), 3.29-3.22 (1H, |508.2 |507.16
)I\ =N
N m, 2.75 G, ), 1.36 (H, d
! . J=176Hz), 0.93 OH, s).

TH-NMR (CDCI3) &: 9.09 (1H,
s), 1.52-7.44 (4H, m), 7.42-1

@ .34 3H, m, 7.33-7.26 (4H, m
Int-19| WSS9 ), 4.003.92 (H, m), 3.29-3. | 508.20 | 507. 16
~e AP @ 22 (1H, m), 2.75 GH, s), 1.3
|

6 (3H, d, J=17.2 Hz), 0.93 (
9H, s).

[0849]  [SEjitifsl4]

[0850]  (R) —1- (2 (FAiZE) —8— (WRME-1-2&) MEngE I [3, 4-d 1 mEng-6-3L) KR 4 Mg (Int-
20) 16 Ak

[0851]  [fk22K51]

O
Seas
[0852] \S/I\N/ N
O

[0853] Y42 HE St 491 1 ~ 3 BT ic 8k 1) 7 v & BRI (R) —1- (8—&—2— (FF i ) mbwe JF: (3,4~
d]msngE—-6-%5) K H R 2% (Int-2,720mg, 2. Ommol) FIWRNE (2.0mL) £E1,4- —ME 4% (6.0mL)
HTE100°C N dEa 1 - FTLCERER I BB HEAT , IROBNL45 5 5 K S ST VA B 22 30 - ) R
IS Y5 Y R A DV AT R A KV (40mL) 5 FH B2 241G (40mL) ZEHL 3R o 4 BT 151K A HLAH
B KPR, FTC/K B BR AW AT T, ik R R 22 AR 2 I, PRI T MR A YT o 1 T 15 1R
T Pt AT (il B AT A4k, B IS 2AR AL &4 (808mg , I3 99%) .

[0854]  LC/MS: (M+H) "=409.2.C22H24N40:S=408. 16

[0855]  [SEjitifsl5]

[0856]  (R) —1-(2— (FAHR L) —8— A FEML e I [3, 4-d] MENE-6-3%) ZKH IR 4.8 (Int-21) &
&

[o857]  [fr2:xK52]
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0o

PORAD

[0859] ] & M S it 51 1 ~ 3 BT iC 81 7 v & B (R) —1- (8—5—2— (R i 28) mb i - [3, 4-
d]msnE-6-3L) ZEH R 2,18 (Int—-2,290mg,0.80mmol) AL WAL (150mg, 1. 2mmol) FIPY (=
I 48 (0) (55mg,0.048mmol) S INL, 4— W kg (2. TmL) A0 AR BR 4 K 18 R
(1.67mL) , FER/SR N FE90°C RNt # it 7 o FHLC/MSER B [ N H HEAT S o0 485 AR 5 K s I
VTR BN 2 50 B S NI VR /KT M B, FH TR LR B K B3 I A LA FH B Rk
ks TR IR BN BEAT T8, ik EBR L[ R 2 J5 , TEUUE S R DE I - 5 BT 15 10 5k T A
AT AN, BT T — B0 R
[0860]  [sjififs16]
[0861]  (2— (FRAm L) -8~ (WRME—1-25) Mbie I [3, 4-d] msng —6-25) H B & &
[0862]  [fk2%3K53]
N X" 0H
\‘S)I\N/ 2N
O
[0864] 42 I S it 5] 1 ~ 4+ Bt 8 52 6 By (2- (FR B 2) -8 (R WE - 1-2) mkmg
[3,4-d]mEnE-6-J&) 2 R F IS (1. 3g) ¢ T~ 1 % (30mL)  THF (30mL) F17K (20mL) H , #E0K
A NN E AR (8. 2mL, 2mol /L) o K S SR AE 2 iR T FE 15785 o FHLC/MS PR i
SSLFHEAT 5 [ NG5 TR e A S BT - TR BRI N KK, 8 ik i inER R (1mo1/L) fdipH
NE5~62 J5, R CBEREIU3IR IR A AN, AR A& K e, HICK B BRI AT T
J o T PERR 22 A, TRV T T8 VR o W TR P Ak A € 1 B AT Al Ak, i A3 B AR 8k A
) (0.96g) .
[0865]  LC/MS: (M+H) "=291.0.C14H1sN40S=290.12
[0866]  'H-NMR (CDC13) :89.32 (s, 1H) ,7.19 (s, 1H) ,5.40 (brs, 1H) ,4.50 (s,2H) ,3.89 (brs,
4H) ,2.58 (s, 3H) ,1.67 (brs,6H) .
[0867] [ty 7]
[0868] 2 (FAffidE) —8— (WRME—1-2%) MERE I [3,4-d ] W g —6-H S 1 & Bk
[0869]  [fk2#3X54]

[0863]

[0870]

[0871]  ffiskpiti 6 & i) (2— (FH B 2E) —8— (WRWE —1-3) MLRE JF: [3, 4-d] Mg -6-55) HI

7
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(0.20g,0.689mmol) ¥ fif T & FH ki (3.0mL) , 7E0°C R HidE . FEE SR T, AE0C R VAR
FisiDeath-Martin Peryoginan (1.02g,2.0mmol) , % s W IR WRAE 15 N FE 15/ o FH
TLCHILC/MSER R [ B, [ N 48 IS, 45 S5 S VR FH 7K BEAT B o DN B R AN 7K I VR (Tmo 1/
L) ¥ pHIA T AT ~8, H & i A 2IR R A& TS A HUAH, & 3Kk 5, oK
FRANIEAT T8 o ik YERR £ WA 2 J5 , 7R T 4 I8, 15 2As 8L &4 (0. 19g) »

[0872]  LC/MS: (M+H) *=289.2.C14HieNs0S=288.10

[0873]  '"H-NMR (CDC13) :69.89 (s, 1H) ,9.49 (s, 1H) ,7.80 (s, 1H) ,4.02 (brs,4H) ,2.62 (s,
3H) ,1.71 (brs,6H) .

[0874]  [SLjitif518]

[0875] 66— (3R %) —2— (R 2E) —8— (WRWE—1—J%) MERE H [3,4-d] ERE (Int-22) 15 Ak
[0876]  [fkZ55]

N F

|

N

9

[0878] i iz i 49 7 +p A A 2— (FF A 2% ) —8— (WRME—1-3%) kg I [3, 4-d ] Mg —6- F jig
(0.19g,0.66mmol) A MR T & F %% (5.0mL) , 7E0°C FHEHE . AEE SR K, 7E0°C R [A iZ A i)
H1¥5 NDAST (0. 85mL,3.92mmol) , ¥ Je MV VAR = IR~ i FE 12785 o FHTLCHILC/MS #R R
INE A S NE I P K AT R R, B S e R 20K & YR A FTAS I A HLAE , FE AN 3 /K s
Z )G s TG /KR RN HEAT T4 o 1 DR 22 A 2 S5, TRV T IR 4 8 VL, Wy B s P ek B A £
TEHEAT AL, i A BAR AL S (65mg , = AN BERCR32%) .
[0879] LC/MS: M+H) "=311.4.Ci14H16F2aN4S=310.11
[0880]  'H-NMR (CDC13) :69.40 (s,1H) ,7.43 (s, 1H) ,6.85 (t,J=55Hz, 1H) ,3.99 (brs,4H) ,
2.60 (s,3H) ,1.70 (brs,6H) .
[o881]  [sLjififs19]
[0882]  2- (HHfZE) —8— (WRME-1-J8) MEnE JF [3,4-d] Mg -6 FH R 1Y & Ak
[0883]  [{k#3{.56]

0

NI\ X OH

[0884] s

S N
N

9

[0885] i 5z i f51] 7 A B AT 2— (R AR %) —8— (WR e —1-3%) i 7 [3, 4—d ] s ng -6 F Jig
(50mg, 0. 173mmol) ¥ i T HUT B (7.5mL) , s n2—F 5E-2-"T 4% (0. 3mL, 3. 47mmo1) . 7E & i
A ZVE R R IiNaC102 (157mg, 1. 74mmol) 5 — & 50 (162mg, 1. 04mmol) B /KA
(2.5mL) oK S DA AE U R BERE 16/ o FHTLCER B S B, S5 I 485 oK S, 7RI T ¥4 [
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VR AR IE TR R T R W (20mL) , A& ShoK ek 2 5 -G/ IRBR BN IEAT T8
I JERR 2 [EMAA 5 LR T R AE IR, H A SR L SRR A (50mg)

[0886]  LC/MS: (M+H) "=305.2.Ci4H16N402S =304 .10

[0887]  [skJitifs110]

[0888) 2 (Vi) ~8- (VR —1—38) WEE I [3, 4~d ) W6~ 257 PP S (Int—23) 945 %
[0889]  [fk2:X57]

t
[0890] \‘SJ\N/ 2N

[0891] e jE ik S fte — VR S HE 91T A i 2— (FR AR L) —8— (WRme —1-3) mbme JF (3, 4-d] s
IE -6 FH R (KL AR (100mg) Y& AT FR IS (1.5mL) , 7E0°C R RN AR EES (0.8mL) o KfiZ e v
VVRAE 2 T R 167NN o FHTLCRRER SN, [ B4 RS, 7RI T W 4 S NV TR o [ B T
IIANIK AT FREZ S5, FE0°C T I M AR B E AN 7K I W W pH R 7 88 K /K AH FH 4 1R 1
REEL K TR MU B K e, 3t — 20 R AN Eh/K PR i - K B WA S K B R A3k AT 1
W o I PERR L WA 2 5 TR T UG8 D8R - W R P A € v b AT Al AL , b it A3 31 s i
&4 (50mg, i #48%) .

[0892]  LC/MS: (M+H) *=319.2.Ci5HisN40:S=318.12

[0893]  [=jtafil11]

[0894]  (5—yR-2- (Hfiiid) —8—Ngmpk ARt g H: [3, 4—d ] Mg —6-2) % H G HF Ji 1) 5 1k

[0895]  [fk2~K58]

Br O
soage
[0896] \S)\N/ N
O

[0897] i e St ] 1 ~ A +p BT ic 8 5 v & B (2— (FR B 2%) —8— e mRARC i g - (3, 4—d]
W E —6-J5) 2K R F R (2. 0g,5.05mmol) ¥ T- £ M (40mL) , 7E0°C T S IIN-JR AR H L .
fi% (0.989g,5.56mmol) , 7E0°C F#iF: 1/ o FHLC/MSANTLCER B3 s B 5 [ W 485 3R 5 o I L s
W & R B RE , KBRS S5, AN 3h /K Pk K A LA FHC K B R B AT T4,
I ERR 2K AR G TEIE N AR G0 e VR o B v R IR (i R AT 4L, | 1S B hR L A
) (2.0g, % 83%) .

[0898]  LC/MS: (M+H) *=474.8&477.0.C20H19BrN40sS=474.04&476.03

[0899]  [skjitafsi11]

[0900]  (5-FH B:-2- (B ) — 8- N bk AR I e FF: [3, 4—d ] W g —6-2%) X FH R FE g (Int—24)
[ B

[0901]  [fk223K59]
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(9]
Peans
[0902] \S)\N/ N
o

[0903] skt 5] 10 & B (5-¥-2— (FR AR 2L) —8-ME bk ARk e 3 [3, 4-d ] W g —6-4%) %
H R F G (2.0g,4.21mmol) ¥R T 1,4~ —REHE (50mL) o 75 = 3T [ 1% 78 W 78 I TR 4
(1.16g,8.42mmol) 2,4 ,6-=H FEFEIALE (2.64g,21.05mmol) U (= ZRFEHRE) 4T (0. 438¢g,
0.379mmo1) , 7E110°C N #tFE16 /N o FHLC/MSFNTLCER B SN 5 J52 I8 4385 B S 5 6 I N Vs TR AE 35
TR RA N (EE N BT IR S B B T R LR R R, FK VR 2 05, P AN & 3 /K s
YA N TC KRB NI4T 05, ik BB 2 AR 2 )5 , R T IR A I o 8 TR P R e A

O

G REHAT AL, RS BRI &) (1. 0g, I3 582%6)
[0904]  LC/MS: (M+H) "=411.2.CaiH2oNa03S=410.14

[0905] DL FATIC#ER M AL A Int—25~ Int—434% IS4~ 1 1 Fric 31 77 vk A B

[0906] [F&5]

s
B

4

MR

(M+H)*

G

Int-25

o]
OO0
SO
N
A

1H-NMR (DMSO-d6) &: 9.33 (1H
, s), 8.09 (H, d J=73Hz
), .71 (4, t, J =17.4 H2),

7.58 (2H, t, J=17.7THz), 7.2
2 (H, s), 5.37 (2H, s), 4.00
-3.85 (4H, m), 2.67 (3H, s),

1.75-1.50 (BH, m).

395.2

394. 15

Int-26

NS OE/Q
OO
N
@

1H-NMR (CDCI3) & : 8.97 (1H,

s), 8.00-7.94 (2H, m), 7.57-7
.48 (1H, m), 7.44-7.35 (2H, m
), 6.85 (IH, s), 4.75 (2H, t,
J =6.4 Hz), 4.00-3.91 (4H,

m, 3.19 (2H, t, J = 6.8 Hz),
2.63 (3H, s), 1.79-1.70 (6H,
m).

409. 2

408. 16

[0907]

Int-27

N S : O\”/Q
O

TH-NMR (CDCI3) &: 8.94 (1H,
s), 8.00-7.93 (2H, m), 7.57-7
.48 (1H, m), 7.44-7.34 (2H, m
), 6.83 (IH, s), 5.70-5.58 (1
H, m), 4.00-3.85 (44, m), 3.2
4-3.14 (14, m), 3.09-2.99 (IH
, m), 2.62 (3H, s), 1.79-1.68
(6H, m), 1.43 (3H, d, J = 6.
4 Hz).

423.2

422.18

[nt-28

.

NS O'Si—é

\S/LN/ =N @

557.3

b56. 27

Int-29

&
L0

Si

N
\S/JLNr N @
O

TH-NMR (CDCI3) &: 8.95 (IH,

s), 7.58-7.49 (4H, m), 7.42-7
.27 (6H, m), 6.79 (IH, s), 4
.00-3.75 (6H, m), 3.13-3.04 (
1H, m), 2.63 (3H, s), 1.79-1.
69 (6H, m), 1.32 (3H, d, J =
6.8 Hz), 0.96 (H, s).

557.30

556. 27
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[0908]
[0909]

[#6]

NMR

(M+H) *

7 ¥

Int-30

N7
\SJI\N/ =N
N

ot
K

1H-NMR (CDCI3) &: 8.95 (1H,
s), 71.58-7.49 (4H, m), 7.42-7
.27 (6H, m), 6.79 (1H, s), 4
.00-3.75 (6H, m), 3.13-3.04 (
1H, m), 2.63 (3H, s), 1.79-1.
69 (6H, m), 1.32 G3H, d, J =
6.8 Hz), 0.96 (9H, s).

bb7. 30

556. 27

Int-31

o
NS0
~s IN’ N
@
E

1H-NMR (CDC13) & : 9.03 (1H,
s), 8.18-8.13 (2H, m), 7.64-7
.56 (1H, m), 7.53-7.44 (2H, m
), 7.05 (1H, d, J = 0.8 Hz),
6.18-6.09 (1H, m), 5.00-4.83
(1H, m), 4.25-4.06 (44, m), 2
.62 (3H, s), 2.23-1.95 (4H, m
), 1.73 (3H, d, J = 6.8Hz).

427.2

426. 15

Int-32

N
|

TH-NMR (CDCI3) &: 9.05 (1H,
s), 8.18-8.11 (2H, m), 7.65-7
.56 (1H, m), 7.53-7.44 (2H, m
), 7.10 (1H, s), 6.19-6.09 (1
H o m), 4.25-4.15 (4H, m), 2.6
1 (BH, s), 2.23-2.06 (4H, m),
1.73 (3H, d, J = 6.4Hz).

445, 2

444.14

[nt-33

1H-NMR (CDCI3) &: 8.97 (1H
s), 6.83 (1H, s), 5.34 (2H, b
rs), 4.25-3.85 (4H, m), 3.58-
3.44 (1H, m), 2.67 (3H, s), 2
.25-2.21 (2H, m), 1.95-1.82 (
4H, m), 1.60-1.48 (4H, m).

343.2

342. 15

Int-34

TH-NMR (CDCI3) & : 8.97 (1H,
s), 6.81 (1H, s), 4.25-3.85 (
8H, m), 3.58-3.44 (1H, m), 2.
62 (3H, s), 2.35-2.21 (2H, m)
, 1.85-1.70 (6H, m).

331.2

330. 15

Int-35

NS
\S)I\N/ =N

318.0

317.08

[0910]

[R7]

81




N 110036012 A W OB P 59/170 T
[0911]
A
%‘%"%& 4 NMR (M+H)* | 5 55 7 &
F
i\l"‘\. = F
Int-36 L 204.2 |293.04
L
F
N!‘\ s F
[nt-37 R 308.2 |{307.10
[e]
NS JK@
Int-38 | “s7owp 389.2 | 388.10
=
g
N
[e]
N =" ™= 0
\S)LN/ =N
[nt-39 402.0 | 401.12
Q
Pepge
Int-40 | SsAwAneN 402.0 |401.12
[s]
Seage
Int-41 | ~sonPneN 378.0 |377.08
=
\ O
[e]
N0
\S/II\Nf =N
Int-42 444.0 | 443.08
-
[e]
N J\Q
Int-43 ~s AN 392.0 |391.14
[0912]  [sjtifs12]
[0913]  (R) —1- (2— (HH L W k) —8— (WRAME-1-3%) MEnE 1 [3,4-d ] MENE-6-3%) ZKH R 4
fig (Int—44) 4%
[0914]  [{£Z2060]
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0
PORAS
[0915]  §7N 2N
O

0

[0916] s SE Rt 4FF A5 KD (R) —1- (2 (FF B 38) —8— (MR —1-3) MEE I [3, 4—d ] M5 -6
) F R 2,1 (Int-20,808mg, 1. 98mmol) ¥ % T- 4L (20mL) , B HIZ0°C . 7E0°C Tl
SSRGS NP S 3K R (488, 1. 98nmo1) , 2SI T R LIV o FILC/MSERB R
R FRIEAT o S8 45 TR IO\ P R R B K VA (30mL) AT R R » I 40 FF s (30mL) A€
IR IR A LA I TC K BRI AT 08 o 3 VBB J B 1k 2 J5 » 7E WU R VR4 VB
1B BR AL AR o T IR A T 75 2 A B AT P T — 2B 1 SR

[0917]  LC/MS: (M+H) "=441.2.C2H24N404S =440 .52

[0918]  [sZjitifs13]

(09191 (1R) —1- (2— (P P M 95) —8 - KERE I I [3, 4-d ] Mg —6-3) Z 1R 2.8 (Int-
45) 1141

[0920] [fk2¥61]

OO0

[0922]  fgisizfiti 55 G R (R) —1- (2— (FR AR 2E) —8- R JEMEnE I [3, 4-d ] Mg -6-2&) 2K H
i 2,18 (Int—21) MORARV MR T — & % (7. 1mL) , A HEIE0°C o A% 38 i 8 i ) & o 2
% (184mg,0.745mmol) , 7E0°C F#Hi#E 2043 8 o FILC/MSERBE s N EAT 5 s 45 3R I 0 s o
VAT R R U8 . R RIS W 48 4 FR We i ik e 1, W BT A3 000 8 3 FH b e I &0
IKIBTRBE 2 )5 » FITC /KGR ER AN AT 5 o 1 U IR Ze B K 2 J5 , 7RV N MR 4 e iR, K kvt
FARE A i 34T 24k , B R4S B bR L A 0 PR A (172mg , PRANFY BESCR58 %) o

[0923] LC/MS: (M+H) "=418.2.C23H19N303S=417.11

[0924]  [sZjtafi|14]

[0925]  6- (4 5) —2— (FF Rt 2) —8— (WRMWE —1-228) MEmE F [3, 4-d] s hE (Int-46) (1
=N

[0926]  [fr2:K62]

[0927] SN

[0928] SIS H A A6 (—FFT ) ~2- (TRREE) 8- (RWE—1-30) LW 3 (3, 4-d 1
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BE (Int-22,195mg,0.63mmol) ¥ f# T THF (10mL) 7K (3mL) ', fE0°C F ¥ iiOxone (R)
(967mg,1.572mmol) , 7E = I N HEHES /N o FHTLCER B8 I B 34T , S S 45 7R I 9 I JBE V3 W
FH/K AT R B, ¥ KA TR L B 2E B 2R VR A TR R A MU, R A& Ehok ik 2 Ja , H
TC KB B BN AT T 05 o ik JERR JL AR 2 J5 , 7RI R IR 4 JE T, 75 B AR AL A 1) 1R A
(120mg) ZAAT Tt — S AL Bp el T+~ — 2B =M.

[0929] LC/MS: (M+H) "=343.2.C14H16F2N4025=1342.10

[0930] DA R AFCE M4k S Int-45~ Int—714% M SC a5 12~ 14 Fric 2k i 5 k4 o
[0931]  [3%8]

ety |4 (M+H) ™ | 5 24 i &

Seaae
Int-47 s AN 427.1 | 426.14

COr0
Int-48 ~e AN a41.2 | 440.52
[0932] O

NI e o
Int-49 “‘g’km\/ 425.2 | 424.16

Int-50 ~s io 439.2 | 438.17

[0933] [Z9]

84



N 110036012 A W OB P 62/170 T

Hehis |44 (M) ™ | A% 4 i &
N™=y" ™% : O‘SQ
=51 | '% K |573.3 | 572.26
6 N

N™ "~ Ej
Int-52 - )LW é‘jé 573.3 | 572.26
6

(o]
SERA®
Int-53 NN 437.2 | 436. 16
i@

Int-54 3N 443.2 | 442.15

[0934] Q

\S N =N
Int-55 : ¢ 353.2 | 352.14
F
N~y ™~
Int-56 NN 359.2 | 358.15
o} N
<7
0
N{\ =
[nt-57 Ss NN 347.2 | 346.15
O
NI'\ 0"
Int-58 Se N 335.2 |334.15
o] N

[0935] [Z10]
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Rohms | 44 (M+H) ™ | A% 2 it &
NI X 07
[nt-59 SsL NN 351.9 | 350. 14
e
o]
Seage
Int-60 SN 422.2 | 421.15
0]
N™<y" O
Int-61 ~e AN 382.1 | 381.11
6
F
Nl T S F
Int-62 Ss NN 326.2 |325.03
oo A
\0
[0936] £
NI\ S F
Int-63 e % 340.2 | 339.09
00
[e]
SO0
Int-64 Ss N 421.0 | 420.09
00
=
N
(o]
SeRge '
Int-65 SN 421.2 | 420.09
00 P
]
N
(0]
N0
"'\S/LI\ A =N k@
Int-66 o 433.8 | 433.11
[0937]  [#11]
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Rehhs |44 (MeH) ™ | 4 20 i &
(o]
Seags
|
Int-67 SN 433.8 | 433.11
00
[e]
i i 0
Int-68 SsAwAeN k© 425.8 | 425. 05
o0 N
\ S
0]
N™" % O
[nt-69 s AN k@ 410.2 | 409.07
00 N\
\ O
0
iseags
~ A =N
Int-70 Fo 476.0 | 475.07
28
[0938]
[¢]
OO
|
Int-71 Ss A 424.0 | 423.13
0]
N™ "% 0
Int-72 e AN k@ 410.0 | 409. 11
do
o]
e
LT
[nt-73 NSO 351.0 | 350.10
(o]
PERRS
|
Int-74 “;;s\\*ru’ N 443.0 | 442.13
00 N
@

[0939]  [sLjitifsl15]

[0940]  (R) —4- (6- ((6- (1- CEH WA L) 2 %5) —8— (WRME—1-3L) Atk ng I [3, 4-d] msng—2-
3 I Mg -3-38) 501, 4~ E AR B k- 1 - F R U T R & R

[0941] (b2 63]
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[0942]

k

[0943] [ St 9 1 4 BT iC 30 5 v A & i) R) —1- (2~ (FR LR gk L) —8— (WiRme —1-3%) mk e
I3, 4-d]mEnE-6-%5) KRR 2. g (Int-48,110.9mg,0.252mmol) AR MBS H4E]10~ 111K )7
A U 4 (62 JENEIE -3-48) -5—4 -1, 4- =& Pl 1-H IR T i (C-3,154. 3mg,
0.504mmo1) F AN 24 (0.63mL) , 7E120°C N HE4 K o FHLC/MSEREZ R B[ HEAT , B H B =
T o P52 S VR A ) VR A B b A7 44k, H A5 2IFR AL 54 (19. 3mg, WL #11.5%) o
[0944]  LC/MS: (M+H) "=667.4.C36H12Ns05=666.77

[0945]  [sZjitifsl16]

[0946]  (R) —1-(2— ((5— (T-%8AK-1,4- Z AR Pele—1-25) MbiE-2-45) 2z 5) -8- (kg -1-
5) menE I [3,4-d ] Mg -6-34) 2K FH R Z B8 11 A Ak

(09471 [4k22X64]

0
OO0
Oy N
)

[0949] i St 5 1570 T 2515 (R) ~4— (6~ ((6- (1- R FRIBEAAAL) £ 98) —8~ (URWE~1-5E) Mt ng:
H[3,4-d]mgng—2-3) &) Mg -3-4%) —5-FA0-1,4- R AR B fe—1- R R T g
(19. 3mg) W AR T 4R J5% (1. 0mL) FITFA (1. 0mL) o1, 76 3 IR ikl 2N o FHLC/MSERES S S
HEAT R T4 AR LR R4 5 IV 0 45 ML A P B T T T 00 S
[0950]  [SEfitifs]17]

[0951]  (R) ~4- (6~ ((6- (1~ (R 2 3E) -8~ (YRWE— 1 -4 ML IF [3, 4 ) Mg -2-25) B HE) i
WE-3-E) -1, 4- AR Bk -5 (1 4 4189) 120

[0952]  [{k2:3X65]

[0948]
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N OH

PN

HN™ °N
N

[0953] "@ O

Oy N

)

[0954] sty 16HF Frfg i (R) —1- (2- ((5— (T-5AR-1, 4- B R Pide—1-58) b ng-2-
F) G H) 8- (WRIE—1-3) mbme I [3, 4-d] msng -6-3%) 2K F R 2 T8 i R A4 v it T HP I
(1.0mL) FATHF (1.0mL) 1 o [f] i 35 7 R 8 DB BR £ (12 3mg , 0. 089mmo1) , 7E % 3 N #i . H
LC/MSEREF I B[ HEAT » RN 25 R 5 3908 S LI, TERUTE T VR AR DI - W4 B 45 R0 R A4 FH 1
B TUHPLC (2 /7K /TFAR) AT 2hidk o 860 7 H AR 53 1 18 298 ook 5 B 2 FH 25 1 228 4 W i
(SCX) FAIAE , B A H A S AE A4 HiE _E W BT o 12 SCXAE F — G0 e e idk o HE— 2B & (2mol /L,
B0 (ESCXAE HR It B0 » B G ASE B R4 JT0E I o 72U R R 4 BT A3 () e R, Hh S B A
LAY (13.6mg) o
[0955]  LC/MS: (W+H) "=463.3.C24H30Ns02=462 .55
[0956]  [sjitifs118]
[0957]  (R) —1- (2 (6~ (4—FP JEWR e — 1 - L) kMR —3-3%) &%) -8 (WM —1-J8) nkre I [3,
4-d]WEnE-6-3%) LB ((b&123) 16 %
[0958]  [{k2%:3X66]

HNT SNZ SN
N
N/
[0959] :Ll O
)
N

[0960] ] ¢ L S it 5 14 BT 1 48 1 7 7 B (R) —1- (2— (FFY LM E ) —8— (WRME—1-2%) it
WE 3 [3, 4-d] mEngE—6-%5) X H R .18 (Int-48,44mg, 0. 10mmol) FI4% &S 4615~ 1 71 J5 1=
£ R 6 (4-FF RENR IS - 1-3L) mkIE-3—fi% (E-2,38. Tmg,0.20mmol) R A 24 (0. 25mL) , 7F
120°C NI R o FHLC/MSERER IR BN HIHEAT » R BLZE G , ¥ H 2 =05 iz R B VR 6 4 H
T JRAE t i AT Ali4k , 1 AT 2 A e 73 B RLAR JE 75 AL R AT T F — 2 I R L

[0961]  fii FIT A5 (ML 7 fif T FF 8% (1. OmL) AITHF (1. 0mL) 77 o ] 1% ¥ W i & S8 AL B K
R (0.075mL, 3. 0mmol ,4mol /L) , 7E %I N i ki 7% o FHLC/MSER IR S IR 34T, I v 25
J& > PRI T MRAF S MLV T o 4 BT 15 1A A4 il 46 B HPLC (L6 /7K / TFA RR) 1EAT 44k 4 8
& B AR B4 (E SRR M BH B8 T A2 b fig (SCX) ik 3k, 4 H A4 R AE W g L B
FFZSCXAE F B % o it — 252 2mol /L, FHBEIA W) 7ESCXAE Lt sl , ;i b H i ik
it o 7E ok T WA B AS H BE B0V, B ER AR 2AR AL 54 (20 Tmg) o
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[0962]  LC/MS: (M+H) "=450.3.Ca3H31No0=449.55

[0963]  [5jitifs119]

[0964]  (R) —1-(2— ((6— (4— (2— (B EEIL) £ 38) WRR—1-28) MAME -3-2%) & 2E) -8- (R
mE-1-4%) ibmg 3F (3, 4-d] mEng-6—34%) L (h&114) 16 R

[0965] [k 67]

S
N

N
)LN,
N

[0966] | O
E )

\\ -’f

[0967] @%EM@J 15~ 17Hmic #8M 5iEH & i R) —1- (2- ((6- (WRMEE-1-5) E e -3-35)
R L) —8— (WRIE—1-3&) MLrE H [3,4-d T MENE-6-3%) ZBF (13.6mg,0.0312mmol) V& fift T & A
(0.31mL) , ¥ n2— (A FE R e 55) 4—H FE 2R TR £ 15 (9. 6mg, 0. 0344mmo 1) FIN-Z, 5 — 7 A Ji
(6.1uL,0.0344mmol) 2 J5 , ¥ I M VAR AES0 C T $it ¥ 7% o FHLC/MSER B 2 B 113347, [ B
SEG W S SR 2 E R AR T R S LI W P A R B F 1) £ AU HPLCHEAT
afifl R0l B H BRI R o AR SRR 1 FH & A e IR (SCX) A badad, Btk s H AR o
TERS I IR o F1Z SCXAE FHH B i 2 Ja 2 (2mol /L, F BRI R) Vel B AR BT o 7298
A P AR R B O, B A B FR AL S (8. 6mg , W FE51%) .

[0968]  LC/MS: (M+H) "=542.3.C25H35N903S =541.26'H-NMR (CDC13) 6:9.08 (1H,s) ,8.60
(1H,d,J=9.6Hz) ,8.42 (1H,brs) ,7.06 (1H,d,J=9.6Hz) ,6.93 (1H,s) ,4.83 (1H,m) ,3.98
(1H,m) ,3.82 (4H,m) ,3.61 (4H,m) ,3.20 (2H,t,J=6.4Hz) ,3.05 (3H,s) ,2.95 (2H,t,J=
6.4Hz) ,2.68 (4H,m) ,1.85-1.52 (6H,m) ,1.51 (3H,d,J=6.4Hz) .

[0969]  [SLjitif5120]

[0970]  (R) —1- (8- (WRAE-1-&) —2— ((6— (WRFE-4-FEMEMEIL) —5,6,7,8-PUE -1, 6-ZE0E-2-
B &) ke I (3, 4-d ) mEnE-6-3%) L1 (L &4163) 115 %

(09711  [4k&68]

AT
HN” N2 SN

NZ N
[0972] g O

[0973] % PS5 15 AN 16 BT 1c 281 72 A ) R) —1- (8— (MR —-1-3%) -2-((5,6,7,
S—VUE~1,6-Z8NnE—2-3&) 1 FL) Mg [3,4-d] BEng—6-3&) K R 218 (51mg, 0. 10mmol) %
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it T & H % (ImL) A1 =2 % (21uL,0.012mmol) H1, ZE0°C N s in4— (SR TE L) IR iE—1-F
FRBUT G (34. 1mg, 0. 12mmo) Z J& , 7E = I NP HE I « FHLC/MSERER S NI BEAT 5 [ W &5
J& » U8 NP AR FR S AN K (10m) 45 J 2452 1, B &0 e (10mL) ZEHX3IR VR & S A
BLAH, TG B BR AN AT 1452 o 3 B B 2 [ 44 , R A Y8 o 15 T 15 (1) e P Ji A A ke Jld A £
T AT AL AL A AR T 7 3 — P AL BT T R — 2P R B

[0974] {15 HORLARIE R T = SUH ke (3mL) FATFA (ImL) H, 72 535 N B HE2/hf  FLC/MS
PRI SN RT3 AT 5 B N 45 TR IS A 00 e R i TR S BN 7K VA VR (10m) A e B 452 1k, B — S e
(10mL) ZEHU3IR VR A P AS A HUAH » G /KR BR b AT T4 o i DB Bk 2 [T 4, R 4 Y8 -
BT AR [ AR FH A AR AT e i AT R 2k . B S AR e 77 it — DA Rp o T~ —25
() I N o

[0975]  {i Ff 75 A ML A4S VA R T HR % (2. 0mL) FITHE (2.0mL) A7, R NG BE 49 (138mg,
1.0mmol) , 7E % I NI FES /NN o FHLC/MSERER [ B HEAT , [ 45 TR i, Us insK (10m) 2 f=
F =& e (10mL) B3R o TR & P A5 B A HLAR , G /K B ER N AT 45 o 1t B B 25 B4, 7
VRE T U AR TR BT AR (A 5% v ) ) 2% BV HPL kAT 4k, o 80 2 B b o 1R 488 43 7 B R 1tk
FH & 722 et g (SCX) (AT it , Bt s B R4 o 76 46 g BB o 4 122 SCXAS: FH H e 5%
2 Ja s FHE Cmol /L, FH AR Pl B ba¥ 5 7500 E T ¥ i B 15 10 e VR, | RS 21 b
tb&4 (38. 4mg , LR T0%) -

[0976]  LC/MS: (M+H) “=553.3.CaH36Ns0sS =552 . 26" H-NMR (DMS0-d6) 6:10.12 (1H,s) ,9.31
(1H,s) ,8.27 (1H,d,J=8.2Hz) ,7.63 (1H,d,J=8.7Hz) ,) ,7.25 (1H,s) ,5.27 (1H,d,J=
4.1Hz) ,4.70-4.60 (1H,m) ,4.46 (2H,s) ,3.84-3.68 (4H,m) ,3.64 (2H,t,J=5.9Hz) ,2.99
(2H,d,J=11.9Hz) ,2.87 (2H,t,J=5.5Hz) ,2.50-2.39 (2H,m) ,1.91-1.81 (2H,m) ,1.77-
1.60 (6H,m) ,1.56-1.42 (2H,m) ,1.38 (3H,d,J=6.9Hz) .

[0977]  [sZjitafl21]

[0978]  (S)-1-(4- ((6- ((6- ((R) —1-F2 £ %) -8~ (WRME-1-2%) MErgE I [3,4-d] s nE-2-F5)
) MEmE-3-%) L) IRE-1-28) N bi—2-1F (b & 4183) A Ak

(09791  [4k&69]

[0980] f*@ O
oy
HO N

[0981]  fi 4 IR St 9 1 5F016 P i B K 77 i ) (R) —1- (2— (5 (WRIR— 126k P 8) ik g —
2-H) B HE) 8- (WRWE—1-JE) WEWE I [3,4-d ] Mg —6-55) R H IR 418 (72mg, 0. 13mmo 1) VA fif
T HEE (ImL) , 780 (S) PR A A e (7.6mg,0. 13mmol) 2 J& » 4 S MW 1E5C R Pkt 1%
FHLC/MS BRER S SR BEAT 5 S N 45 TR » A2 s T R A 5 0L o 4 T 15 REL A P ek JR A € 7
TR TS ORISR BE— P AL RO TR — 2B A OB

[0982] i 45 (¥ KELAA 5 M7+ B (1. OmL) FNTHE (1. 0mL) v, ¥ N U8 /K (0. 2mL,
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0.80mmol,4mol/L) , 7E =i T HEFE . FHLC/MSER EF S B (34T, s i 65 R, ok g ks 2 [l 4
FEVRE T W 4 TRV - ¥ BT 15 FR) Bk T P 1) 4% T HPLC AT 44k, , 3605 B bR 0 i 48 20 (E R R
PERH & 122 et g (SCX) (AT @I, B AT H AR BER I IR B o 1 1% SCXAT F HH B e %
2 Ja s FHE Cmol /L, F AR Pl B ba¥ 5 7500 % T ¥ i B 15 10 e VR, HR LA 21 b
&4 (30. 6mg, YT %62 %) .

[0983]  LC/MS: (M+H) "=507.4.C27H3sNs02=506. 31

[0984]  [SLjitifs]22]

[0985]  2- ((5— (WRMg—1-2&) MEmE-2-3%) 2 3-8 (WRME -1-%) ML AE FF [3, 4-d ] B ngE -6-F IR
(b &¥23) 6 Rk

[0986]  [4k2:X70]

N/

[0987] Q O
N

EHJ
[0988] 4% M S jita 49 1 5 BT i 8k 1) 7 vk A At 2— (5— (4- GRUT S PR 58) DR —1-28) it
WE-2-5E) B HE) 8- (WRNE-1-2E) MEnE I [3, 4-d] msng—6-H L HY R (100mg, 0. 182mmol) ¥4 fif
T-HEE 5mL) JTHF (4mL) «A17K (ImL) /1, ZE0°C R s I AL B — /K &4 (23mg, 0. 546mmol) .
W I L TRAE i N A 167N o FHLC/MSBR B2 s 87 R 4T, S B 45 oK S » TR T e 4 [
JSEVE R o A BRI T T S e, KB, i — 20 R A& #h /KB % KA LA A G /K B
FRANREAT T4 o I VB RR A 5, EUE N4 I8, B A3 2FH A4 (100mg) o B 75 B fH A
LA ALRIT T T — B H R
[09891 g Fr 43 ML AR ) — B> (15mg,0.028mmol) V& T & W &% (3mL) , ZE0°C RN
HC1/1,4-ZWEKe i (0.5mL,4mol/L) o K S S AEO0C R4 HE /N o FHLC/MSER I 5 37 1)
AT, RS JG , PRk T WA S SR, B AT 2145 8L & P B HCLER (10mg) .
[0990]  LC/MS: (M+H) "=435.3.C22H26Ng02 =434 .22
(09911  [SEjitifs123]
[0992]  N,N-H 32— ((5- (WRMe—1-28) MbiE —2-2%) S 58— (URmE—1-2%) Mbng 4 [3,4-d]
W E -6- F I e (LA 4027) 16 Ak
[0993]  [fk2:X71]
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N N
| |
HN)\N/ =N

N

N7

[0994] Q O
N

EHJ
[0995] 4 W& St 451 22 pir i & 1 7 v, Ad12— (65— (4— (UT AU A B L) Wik e —1-2%) it g -2
) &) -8 (IRIE-1-2%) MEng H [3, 4-d] e rg —6-H B H /i (100mg , 0. 182mmo1) S5 & A fh 4
— K& (23mg, 0. 546mmol) S B, A8 FH Ut e 45 R A4 () — 35 43 (50mg, 0. 0936mmo 1) ¥ fif T
THF (2mL) H1 . 7E0°C R [ & i R s il = R A 2 < 1% (0. 05mL, 0. 280mmo1) FHHATU (53mg,
0.140mmol) o ¥4iZ% X MIFWRAEOC T HiFE 15508 2 Ja , INN = H %/ THF¥ K (0. 25mL , 2mo1/
L) o ¥ S B VETRAE 2R NP e 16 /8N o FILC/MSER IR S B R HEAT o 2E IR T R 4 s N VS V7, A
PRI T LR LR A UM 7K P 3t — 20 BV AT & SRk ek A HLAH B K it
FRANIEAT 15, 1 JERR £ R 2 f5 , FEE T W4 I8, B k15 2R A (50mg) - BT 15 R ¢
AR T N — 28 B
[09961 g Fr A5 FR R AR I T — S0 6 (3ml) , ZE0°C R ¥R ANHC1 /1, 4— Mgz 1A (0. 5mL,
4mol/L) o ¥4 R NV IRAE0C e /NN o FILC/MSER B 2 B[R HEAT o [ N 45 7R 5, 28 0k & T
RGN o W5 FH i) 28 T HPLCHEAT 24K , h B A5 2R 8L &4 (2. Omg) o
[0997]  LC/MS: M+H) "=462.41.C24H31No0=1461.27
[0998]  [SEjitifsil24]
[0999] 4~ (6— ((6—FF Mk ISR AR e I [ 3, 4—d ] Mg —2—3k) S J) Mk mE—3—3) WRIgR—1-
F R AT BR ) 6
[1000]  [fh22X72]

XN N0

A _.-N

)\
i; )

>L0A\o

[1002] {42 MRS 45 15 BT ic 2k 1) 77 766 i 4— (6— (6- (CRHI B AUR) HH L) —8—- NG kA
ME e H (3, 4-d ] wEng -2-2%) 20 AE) MEnE -3-48) URIE-1-H R4 T I (300mg , 0. 256mmo 1) ¥ i
T-THF (2mL) , JI R4 (25mL, 7~8% VAT , 72 25 T #FE 167NN o FHTLCRRER S B (1)
BT, IG5 R S5 5 WRAR I NE VT o F v K (20mL) FAvRE , FH AR I/ — G e TR B v 7 (1
9,75mL) ZEHU3 IR A WA TG K B BR AN E AT T8 , 1 B8 BR 25 WA 2 J5 , 7R 0T T W4 U8
T, B LA 2HAR (270mg) o AT PR TE TR AL BP T HF R — 2P 1 ) b o
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[1003]  ffi pr 43 ML A& (270mg) ¥ T 4.8 £ B (30mL) , 75 = i T I A\ 2- AR 2K F R
(162mg,0.576mmol) oK 1% s MIE TR IE60C T ik 16 /N o FATLCER B s N A HEAT 5 Js I &5 7R
Ji » 8908 S SE T o P DBV P K B 3t — 20 R AN B R /K B A LR FH JE /K B I
174, 1 DR L WA 5, TEVRUE T IR 45 I8 W o 1 SR ek A € v g AT Al AL, Hh A3 3
PRtk & YRR (130mg , IR 48%)
[1004]  LC/MS: (M+H) "=521.0.C26H32Ns04=520. 25
[1005]  [skjififs125]
[1006]  2,2,2- =3~ 1- (8- MM -2 ((5- (WRME-1-3E) nkme—2-3%) 2 IE) mEne I [3,4-d]
BANE-6-38) LB (tb & 435) (14 Rk
[1007]  [fk2:X73]

E

FLF

NS OH
-

|
T

N

[1008] NZ
DO
N
EHJ
[1009] g szt 451 24 H A 14— (6— (6 FF It 22— 8- bk AR Ik gt - [3, 4-d ] Mg -2 %) &=
B m g -3-3L) WRIGE -1 - FF AU T Bis A LA (25mg, 0. 048mmol) ¥ fi# T-THF (0.5mL) , #E0C N
AHAEOC R SR A N (5 H 28 = H A (23ul,0.143mmol) , SR J57E0°C
MNMEAL RV T R H A (1) 2 5, E0°C N2/ o FHLC/MSER EFR R M. 13547 , TR
IR SN SR T i AL DA F T R — P RO
[1010] [ AR AT & H &t (ImL) , 7E0°C FEANHCL /1, 4- —RE&H ¥R (0. 2ml, 4mol/
L) o ¥ S NS RAEO C R 1 RE300 8 o FHLC/MSER IR [ N I 34T, S N 45 3R s , 7RV I 4
LI o A4 5% T FH i 2% ZMHPLCHEAT 264k, 5 BT 45 1R 18 43 FH b ARk 1 S B0 70K T VAR R o) S
M2 J5, R Gl (TomL) ZEEN 2K IR -G B S A HLAE, 7RI T W4 , i L1824 8k &
) (6.0mg, L #£25% .
[1011]  LC/MS: (M+H) "=491.39.C22H25Ns02=490.21
[1012]  [sZjitif126]
[1013] DR A4 &1 ~ 3378 i F4 e S it 451 1 5~ 25 BT il (1) 5 s, AR i 5 B0 M M b A7
it OR AR o
[1014]  [#%12]
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[%13]

[1016]
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52 #6491 % 5 | Rt R2 R3 3 )-r

/

N—-X
V)

19 é/ o T \;«
(J

|
Ul

20 8\; \("oH L4 i

\
s ['?j
T
21

)
B
I
bz
/_\z J
Ao o o

=z

=
\

R3
s
3
=
O

-«II; \(?\\H H N‘: |
23 O o L N
(J
H
N?
24

(A
i
}—:::

[1022] [£%16]

98



76/170 7T

B B

L

CN 110036012 A

[1023]

b 2 \WO\ VNIWO\ WzKWO\ \WIWO\ FIW.\
O HED | =D [ HD | =D | R
=
m.lm
=
P i < S 2 % 3

[%17]
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[1029]
55 4 % 5 | R R2 R3 -4 \_f R*
T - 0
h @ vy |t :
I N
'S
“l]lw N
44 \/Lo i N
NH | N
'S
T T
45 \/LO As N
I (\N
OH HN\)
T
N .
|
46 ig \(Lo ke N
| N
c,) Is
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41 N i 5
Q — — (\N
HD/\/N\)
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48 A T N
( 7 OH - . ’
HOf\/N\/’
[1030]  [%20]
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[1032]
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[1129]

[1130]

*gg’ NMR % 4 M)+ | 4 58 %
1 437,95 | 436.23

TH-NWR (CD30D) 3 -7.64 (.00 d. J=2.9Hz). 7.32 (1. 0N,

dd, J=09.3 2.9Hz), 6.98 (1.0, s), 6.58 (1.0H, d,
2 - 9.3 Hz), 5.54 (1.0H, s), 4.45 (2.0H, s), 3.08-3.00 | 435.25 | 43425

(8.0H, m). 2.68-2.64 (4 OH, m), 2.38 (3.0H, s). 1.80-1.74

(4.0H, m), 1.66-1.59 (2.0H, m).

TH-NMR (CD30D) & : 9.29 (10N, 5), 8.28 (1.0H, d, J=6.8

Ho). 7.94 (1.OH d, J =2.9 Hz). 7.78 (1.0H, ), 7.41
3 (1.0H, dd, J—8.8, 2.9 Hz). 4.69 (2.0H, br s), 3.90-3.40 | 449. 25 | 448.23

(2.0H, m). 3.20-3.15 (4.OH. m), 2.67-2.50 (6.0H, m), 2.35

(3.0H. s). 2.03-1.95 (4.0H, m).

TH-NHR (CDCI3) 6 :9.13 (1.0H, 5). 8.27 (1.0H, d, J=0.0

Hz). 8.20 (1.0H, br s), 8.07 (1.OH. d. J = 2.9 H2),
4 7.38-7.32 (2.0H, m), 6.57 (1.ON t, J = 56.0 Hz). |457.20 | 456.22

3.99-3.87 (8.0H, br m), 3.29-3.10 (4.0H, m), 2. 70-2. 60

(4.0, m). 2.41 (3.0H, s).
§ 228,37 | 427. 2
7 723,15 [422.22
8 243,15 | 442. 20
9 221,31 [ 420.24
10 414.23 | 413.20
1 441,32 [ 440.22
12 434,15 | 433.18
13 455.19 | 454. 24
12 228, 35 | 427,21
15 428,32 | 427,21
16 220,32 | 419.15
17 20423 | 403,18
18 442.0 | 441.23
19 442.0 | 441,23
20 43424 | 433.17
2 218.27 | 417.19
27 43228 | 431.24
23 435.3 [ 434.22
2 435.33 | 434, 25
% 249,31 | 448. 23
2% 433.3 | 432,24
27 162,41 | 46127
28 434,37 | 433.23
29 445.4 | 44725
[#270]
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[1131]

[1132]

*ﬂgﬁgf’] NMR 3 45 WeH)* | 5 7 R &
30 448.37 | 447.20
31 424.35 | 423.16
32 437.43 | 436.23
33 437.40 | 436.23
34 451.33 | 450.25
35 491.39 | 490. 21
36 457.39 | 456.22
37 451. 43 | 450. 25
38 437.3 | 436.23
39 466.3 | 465.22
40 480.3 | 479. 24
4 480.3 |[479.24
42 479.3 | 478.24
43 463.4 | 462.29
44 504. 30 | 503. 31
45 493. 25 | 492.30
46 507. 30 | 506. 31
47 465.3 | 464.26

1H-NMR (CDCI3) &: 9.03 (I1H, s), 8.63 (IH, s), 8.28-8

.18 (2H, m), 7.66 (1H, dd, J =8.7, 2.3 Hz), 6.66 (1H
48 ,s), 4.78 (IH, g, J =6.4 Hz), 4.02 (44, br s), 3.60|479.4 |478.28

(9H, t, J=5.5Hz), 3.48 (2H, s), 2.62-2.44 (10H, m

), 2.03-1.95 (4H, m), 1.51 (3H, d, J = 6.9 Hz).

TH-NMR (CDCI3) &: 9.17 (2H, d, J = 3.7 Hz), 8.54 (IH

. d J=87Hz), 833 (1H, d J=1.8Hz), 7.72 (1H,

dd, J =8.5 2.1Hz), 6.94 (IH, s), 4.84 (1H, q, J =
49 6.4 Hz), 2.85 (4H, t, J = 5.3 Hz), 3.60 (2H, t, J = [493.4 |492.30

5.3 Hz), 3.51 (2H, s), 2.54 (10H, t, J = 5.5 Hz), 1.8

3 (H, t J=53Hz), 1.75 (24, d, J =5.0 Hz), 1.52

(3H, d, J = 6.4 Hz).
50 421.3 |[420.20

1H-NMR (CDCI3) &: 9.01 (iH, s), 8.34-8.25 (3H, m), 7

69 (1H, dd, J =8.9, 2.5 Hz), 6.67 (1H, s), 4.79 (IH
51 .0 J=64Hz), 403 (44, br s), 3.71 (4H, d, J =7|435.3 |434.22

8 Hz), 3.25 2H, t, J =5.3 Hz), 2.04-1.96 (4H, m),

1.51 (3H, d, J = 6.4 Hz).
[%71]
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[1133]

[1134]

5z 6.1
%5

NMR 2 4%

(M) *

AR E

52

TH-NMR (CDCI3) &: 9.67 (1H, s), 9.19 (1H, s), 8.61 (
H, d, J=9.1Hz), 842 (1H, d, J=2.7THz), 7.70 (1
H dd, J =89 25Hz), 6.94 (IH, s)," 4.83 (IH, q, J
=6.6 Hz), 3.80 (4H, t, J=5.0Hz), 3.73 (4H, t, J
=53 Hz), 3.26 (2H, t, J = 5.3 Hz), 1.81 (4H, br s),
1.75-1.68 (2H, m), 1.52 (3H, d, J = 6.4 Hz).

449.3

448. 23

53

449.3

448. 27

54

463. 4

462. 29

55

TH-NMR (CDCI3) &: 9.03 (1H, s), 8.60 (IH, s), 8.26 (

1H, d, J=1.8 Hz), 8.19 (1H, d, J =8.7 Hz), 7.67 (i

H dd, J =8.7, 2.3 Hz), 6.66 (1H, s), 4.78 (IH, a, J
= 6.4 Hz), 4.02 (4H, br s), 3.48 (2H, s), 2.47 (8H,

br s), 2.28 (3H, s), 2.01-1.97 (44, m), 1.51 (3H, d,
= 6.9 Hz).

449.3

448.27

56

TH-NMR (CDCI3) & : 9.48 (1H, s), 9.19 (1H, s), 8.53 (
H, d, J=8.2Hz), 8.36 (IH, d, J=1.8Hz), .71 (1
H, dd, J=8.5 2.1Hz), 6.94 (1H, s), 4.83 (IH, a J
=6.6 Hz), 3.84 (4H, t, J =5.3 Hz), 3.49 (2H, s), 2
.46 (8H, br s), 2.27 (3H, s), 1.87-1.80 (4H, m), 1.77
-1.70 (2H, m), 1.52 BH, d, J = 6.4 Hz).

463. 4

462. 29

57

1H-NMR (CDCI3) &: 9.01 (1H, s), 8.29 (1H, d, J = 9.1
Hz), 8.24 (1H, d, J = 1.8 Hz), 8.20 (1H, s), 7.70 (1
H dd, J=8.7, 2.3 Hz), 6.69 (IH, s), 478 (IH, a, J
=6.4 Hz), 4.47 (44, br s), 3.60 (24, t, J = 5.5 H2)
, 3.51 (2H, s), 2.59-2.46 (10H, m), 2.25 (4H, t, J =
7.5 Hz), 1.93-1.85 (2H, m), 1.50 (8H, d, J = 6.4 Hz).

505. 4

504. 30

58

TH-NMR (CDCI3) &: 9.14 (1H, d, J = 3.7 Hz), 8.57 (IH
. 8), 8.40 (IH, d, J=8.7Hz), 8.28 (IH, d, J=1.8
Hz), 7.72 (IH, dd, J =8.2, 23 Hz), 7.03 (IH d. J =
0.9 Hz), 4.87 (1H, a, J=6.4 Hz), 3.99 (4H, t, J =
4.6 Hz), 3.93 (4H, t, J =46 Hz), 3.61 (2H, t, J=5H
.3 Hz), 3.51 (2, s), 2.60-2.46 (10H, m), 1.54 (3H, d
, J = 6.4 Hz).

495.3

494,28

59

1H-NMR (CDCI3) &: 9.01 (1H, s), 8.22 (1H, d, 4 =2.3
Hz), 8.16 (1H, d, J = 8.7 Hz), 8.05 (IH, s), 7.67 (1
H dd, J=8.7, 2.3 Hz), 6.70 (1H, s), 4.78 (IH, a, J
=6.4Hz), 418 (4H, t, 4 = 5.9 Hz), 3.60 (24, t, J
=55Hz), 3.49 (2H, s), 2.59-2.45 (10H, m), 1.87 (4H
, 8), 1.61-1.55 (4H, m), 1.50 (BH, d, J = 6.4 Hz).

507. 4

506. 31

[#72]

153
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*%”@f NMR ¢ 3% M)+ | A AR
TH-NNR (DMSO—D6) o : 9.97 (IH, s). 9.29 (IH, s), 8.20
(1, d, J=8.7Hz), 7.49 (1H, d, J = 8.7 Hz), 7.24
60 (1H, s), 5.26 (1H, d, J = 4.6 Hz), 4.70-4.61 (1H, m),
3.84-3.66 (4H, m), 3.57 (2H, s), 2.86-2.73 (4H, m),
2.61-2.53 (2H, m), 2.46-2.38 (H. m), 2.16 (6H, s), 1
_78-1.60 (6H, m). 1.38 (3H. d. J = 6.4 Hz).
TH-NWR (DMSO-D6) o : 10.03 (IH. s), 9.31 (il s), 8.1
2 (H d J=82Hz), 7.49 (1H, d J=87H), 7.28
(H, s), 5.28 (1, d. J = 4.6 Hz), 5.03-4.82 (1H, m)
61 . 4.71-4.62 (1H, m), 4.10-3.94 (2H. m), 3.82-3.65 (2H |495.3 |494.29
" m), 3.57 (2H, s), 2.86-2.73 (4H, m), 2.62-2.53 (2H,
m, 2.46-2.38 (2H, m), 2.22-1.98 (8H, m), 1.95-1.79
©@H. m), 1.39 G3H, d, J = 6.4 Hz).
1H-NWR (DMSO-D6) &: 9.93 (IH, s), 9.29 (iH, s), 8.19
(H, d, J=8.2Hz), 7.45 (1H, d, J = 8.2 Hz), 7.24
62 (H, s), 5.26 (1H, d, J=4.6 Hz), 4.70-4.61 (1H, m), |406.3 |405.23
3.86-3.66 (6H, m), 3.05-2.97 (2H, m), 2.75-2.67 (2H,
m, 1.79-1.60 (6H, m), 1.38 (3H, d, J = 6.4 Hz).
TH-NWR_(DWSO-D6) & : 10.00 (iH, s), 9.31 (if, s), 8.1
1 (1H, d, J=8.2H), 7.46 (IH, d. J = 8.2 Hz), 7.27
(H, s). 5.29 (1H d. J = 4.6 Hz), 5.03-4.82 (1H, m)
[1135] |63 C4.71-4.62 (1H, m), 4.09-3.93 (20 m), 3.86-3.66 (4H |424.2 |423.22
o m), 3.06-2.07 (2H, m), 2.75-2.66 (2H, m), 2.16-1.08
(2, m), 1.95-1.79 (2H, m), 1.39 (3H, d. J = 6.4 H2)

477.4 | 476.30

1H-NMR (DMSO-D6) &: 10.36 (1H, s), 9.38 (1H, s), 8.3
1 (IH, d, J=2.7Hz), 8.26 (1H, d, J =8.7 Hz), 7.82
(1H, dd, J = 8.9, 2.5 Hz), 7.34 (1H, s), 5.32 (1H, d
64 , J=4.6 Hz), 4.73-4.63 (1H, m), 4.08-3.90 (4H, m), 485.48 | 484. 21
3.64 (2H, t, J =55 Hz), 3.40 (2H, s), 3.03 (2H, t,
J=55Hz), 2.79 (1H, s), 2.23-2.08 (4H, m), 1.40 (3
H, d, J=6.4Hz).
1H-NMR (DMSO-D6) & : 10.14 (iH, s), 9.32 (1H, s), 8.3
4 (1H, d, J=8.7Hz), 820 (1H, d, J =2.3 Hz), 7.70
(1H, dd, J=8.7, 2.3 Hz), 7.25 (1H, s), 5.27 (IH, d
65 , J= 4.6 Hz). 4.69-4.62 (1H, m). 4.54 (1H, d J = 3. | 464. 25 | 463. 27
H ), 3.80-3.68 (4H, m), 3.47-3.40 (3H, m), 6 (2H
J=11.0 Hz), 2.02 (2H, t, J = 9.8 Hz), ? -1.6
3 (BH. m, 1.41-1.32 (5H, m).
1H-NMR (DMS0-D6) & : 9.93 (1H, s), 9.21 (1H, s), 8.17
(1H, s), 7.96 (1H, d, J=8.7Hz), 7.68 (1H, d, J =
7.8 Hz), 6.99 (1H, s), 5.17 (IH, d, J = 4.6 Hz), 4.62
-4.52 (2H, m), 3.89 (4H, br s), 3.47-3.37 (3H, m), 2
66 (2H, br s), 2.03 (2H, br s), 1.93-1.86 (4H, m), 1
73-1.67 (2H, m), 1.42-1.33 (5H, m).

66 450.2 |449.25

[1136] [F£73]
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67

TH-NMR (DMSO-D6) &: 10.25 (1H, s), 9.35 (1H, s), 8.2
3-8.15 (2H, m), 7.76-7.72 (1H, m), 7.31 (1H, s), 5.30
(1H, d, J = 4.6 Hz), 4.71-4.64 (1H, m), 4.57 (iH, br
s), 3.86-3.74 (8H, m), 3.48-3.41 (3H, m), 2.68 (2H,
br s), 2.06 (1H, br s), 1.73-1.67 (2H, m), 1.44-1.34
(5H, m).

466. 2

465. 25

68

TH-NMR (DMSO-D6) & : 10.13 (1H, s), 9.32 (1H, s), 8.3
4 (1H, d, J=8.7Hz), 8.20 (IH, d, J=2.3 Hz), 7.70

(1H, dd, J =8.7, 2.3 Hz), 7.26 (1H, s); 5.28 (IH, b
rs), 4.69-4.62 (1, m), 4.40 (1H, br s), 3.82-3.70 (
4H, m), 3.42 (2H, s), 3.22 (2H, d, J = 5.9 Hz), 2.90
(1H, t, J =505 Hz), 2.80 (2H, d, J = 11.4 Hz), 1.88
(2H, t, J =10.5 Hz), 1.75-1.55 (94, m), 1.41-1.30 (5
H, m), 1.16-1.06 (2H, m).

478.25

477.29

69

TH-NMR (DMSO-D6) & : 9.93 (1H, s), 9.22 (1H, s), 8.19
(1H, s), 7.97 (IH, d, J = 8.2 Hz), 7.69 (1H, d, J =
8.2 Hz), 6.99 (1H, s), 5.16 (1H, d, J = 4.6 Hz), 4.63
-4.56 (1H, m), 4.42 (1H, br s), 3.89 (4H, br s), 3.47
(2H, br s), 3.22 (2H, br s), 2.85 (2H, br s), 1.95-1
.87 (6H, m), 1.63 (2H, d, J = 8.0 Hz), 1.40-1.31 (4H,

m, 1.17-1.08 (2H, m).

464. 25

463. 27

10

TH-NMR (DMSO-D6) & : 10.35 (IH, s), 9.37 (IH s), 83
0-8.21 (2H, m), 7.81 (1H, br s), 7.32 (IH, s), 5.31 (
1H, d, J =4.6 Hz), 4.71-4.64 (IH, m), 4.50 (1H, br s
), 3.87-3.75 (14H, m), 3.24 (2H, br s), 1.69 (2H, br
s), 1.46-1.08 (6H, m).

480. 2

479.26

n

TH-NMR (DMSO-D6) & : 10.15 (1H, s), 9.33 (1H, s), 8.3
5 (1H, d. 4=8.7THz), 8.20 (1H, d. J=1.8Hz), 7.69
(1H, dd, J =8.7, 2.3 Hz), 7.26 (1H, s), 5.27 (IH, s
), 4.75-4.63 (24, m), 4.45-4.33 (3H, m), 3.75-3.67 (I
H m), 3.26-3.18 (5H, m), 2.80 (2H, d, J = 11.0 H2),
2.70 (1H, s), 1.94-1.85 (4H, m), 1.65-1.57 (4H, m), 1
.46-1.28 (5H, m), 1.15-1.04 (2H, m). '

495. 25

493.28

12

TH-NMR (DMSO-D6) & : 10.31 (IH, s), 9.34 (IH, s), 8.4
4 (1H, d, J=8.7Hz), 8.30 (IH, d J=2.7Hz, 7.81

(1H, dd, 4 =9.1, 2.7 Hz), 7.27 (1H, s), 5.28 (IH, d
, J=4.6Hz), 4.69-4.64 (1H, m), 3.83-3.69 (6H, m),
3.19 (2H, br s), 2.80 (2H, br s), 2.33 (3H, s). 1.76-
1.64 (6H, m), 1.39 (3H, d, J = 6.9 Hz)

463. 25

462. 25

73

1H-NMR (DMSO-D6) & : 10.09 (1H, s), 9.23 (1H, s), 8.2
7 (1H, d, J =2.7Hz), 8.05 (1H, d, J = 9.1 Hz), .77

(1H, dd, J = 8.9, 2.5 Hz), 7.00 (1H, s), 5.18 (1H, d
, J=4.6 Hz), 4.63-4.57 (1H, m), 3.90 (4H, br s), 3.
69 (2H, t, J = 5.5 Hz), 3.16 (2H, s), 2.77 (2H, br s)
, 2.31 (3H, s), 1.94-1.88 (4H, m), 1.38 (3H, d, J =6
.4 Hz).

449.2

448. 23

[#74]
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14

TH-NMR (DMSO-D6) &: 10.38 (1H, s), 9.37 (IH, s), 8.3
1 (IH, s), 8.25 (1H, d, J=8.7Hz), 7.84 (IH, d, J =
9.1 Hz), 7.32 (1H, s), 5.31 (1H, d, J = 4.6 H2), 4.7
1-4.64 (1H, m), 3.86-3.71 (10H, m), 3.19 (2H, s), 2.8
0 (2H, s), 2.32 (3H, s), 1.39 (3H, d, J = 6.4 Hz).

465. 2

464. 23

15

TH-NMR (DMSO-D6) &: 9.90 (1H, s), 9.19 (1H, s), 8.17
(1H, s), 7.91 (1H, d, J =8.4 Hz2),7.69 (1H, d, J =8
.4 Hz.), 6.99 (1H, s), 5.23 (1H, d, J = 4.4 Hz), 4.62
-4.64 (1H, m), 4.41 (1H, br s), 4.28-4.30 (2H, m), 3.
47-3.49 (2H, m), 3.34(1H, s), 2.40 (10H, br s), 1.83-
1.87 (4H, m), 1.60 (6H,s), 1.31-1.41 (3H, d, J=6.4
Hz).

507. 35

506. 31

16

TH-NMR (DMSO-D6) &: 10.19 (1H, s), 9.34 (1H, s), 8.3
1 (iH, d, J=8.4Hz), 8.21 (I1H, s), 7.68 (IH, dd, Ji
=2Hz, J=8.4Hz.), 7.28 (1H, s), 5.28 (1H, br s),
4.56-4.69 (3H, m), 3.45-3.48 (5H, m), 3.03-3.08 (2H,
br m), 2.35-2.38 (10H, m), 1.95-1.98 (24, br m), 1.7
4-1.84 (2H, br m), 1.40 (3H, d, J = 6.4 Hz).

537. 35

536. 29

17

TH-NMR (DMSO-D6) & : 10.21 (1H, s), 9.35 (1H, s), 8.2
1-8.25 (2H, m), 7.69-7.71 (1H, d, J = 8.8 Hz), 7.29 (
1H, s), 5.31 (K, d, J = 4.8 Hz), 4.66-4.70 (1H, m),
4.35-4.38 (1H, m), 3.79-3.84 (14H, m), 3.46-3.49 (4H,
m, 2.54 (6H, s), 2.35-2.37 (8H, m), 2.29 (3H, s), 1
.40 (3H, d, J = 6.4 Hz).

508. 35

507. 31

78

TH-NMR (DMSO-D6) & : 10.21 (iH, s), 9.36 (1H, s), 8.2
9 (1H, d. J=8.4Hz), 821 (IH, s), 7.74 (IH, d, J =
7.2 Hz.), 7.03 (14, s), 5.32 (IH, d, J=4.8 Hz), 4
.87-5.03 (1H, br d), 4.66-4.69 (I1H, m), 3.37 (IH, br
s), 4.03 (2H, br s), 3.74-3.71 (2H, br m), 3.44-3.49
(4H, s), 2.35-2.38 (10H, m), 2.06-2.09 (2H, br m), 1.
89-1.90 (2H, br m), 1.40 (3H, d. J = 6.4 Hz).

511.35

510.29

19

TH-NMR (DMSO-D6) & : 10.26 (1H, s), 9.38 (1H, s), 8.1
9-8.22 (2H, m), 7.75 (IH, d, J = 8.4 Hz.), 7.34 (IH,

s), 5.34 (IH, d, J=4.4 Hz), 4.67-4.70 (1H, m), 4.46
-4.50 (1H, br s), 3.98-3.99 (4H, br m), 3.46 (4H, s)
, 2.33-2.41 (10H, br m), 2.12-2.19 (4H, br m), 1.41 (
3H, d, J =6.4 Hz).

529.3

528.28

80

TH-NMR (DMSO-D6) &: 10.05 (1H, s), 9.33 (I1H, s), 8.0
4 (1H, d, J=8.2Hz), 7.47 (IH, d, J = 8.7 Hz), 7.31
(H, s), 5.31 (IH, d, J=4.1Hz), 472-4.62 (1H, m)
, 4.06-3.90 (4H, m), 3.82 (2H, s), 3.02 (2H, t, J =5
.THz), 2270 (2H, t, J =5.3 Hz), 2.22-2.05 (4H, m),
1.39 (3H, d, J = 6.4 Hz).

442.3

1. 21

[%75]
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*gﬁf‘ NMR % 4% MeH)* | R
THNWR (DWSOD6) & 10.08 (i, 5), 9.34 (i, &), 8.0
5 (1H, d, J=8.THz), 7.51 (1H, d, J = 8.7 Hz), 7.31
" (H.'s). 5.30 (H, d J =4.6 H). 4 72-4.63 (I, m
, 4.49 (1H, t, J=5.3 Hz), 4.06-3.90 (4H, m), 3.63-3
'55 (4H, m), 2.86-2.74 (4H m). 2.58 (. t. J = 6.2
H2), 2.22-2.05 (4H, m). 1.39 (3H. d. J = 6.4 Hz).
1H-NHR (DNSO-D6) & 10.08 (IH, s). 9.34 (IH, s), 8.0
4 (H d J=87Hz, 7.50 (1H, d J=8.2H). 7.31
- (H, ). 5.31 (H, d J=4.1H). 4 73-4.62 (H, m
, 4.06-3.89 (4H, m), 3.57 (2H, s), 2.86-2.73 (4H, m),
2.62-2.54 (H, m). 2.47-2.39 (2H. m), 2.24-2.05 (10H
Cm. 1.39 GH d J = 6.4 Ho).
TH-NMR (DMSO-D6) &: 9.95 (1H, s), 9.23 (1H, s), 8.19
(1H, d, J=2Hz), 7.96 (1H, d, 4 =8.4 Hz), 7.70 (1
H odd, J1=2Hz J2=2.4H), 7.03 (IH, ). 5.21 (1
H d, J=40Hz), 4.84-4.83 (1H,br m), 4.61-4.64 (1H
83 |.m 4.34-4.36 (1 m), 4 16-4.19 (1H m), 3.88-3.91 | 493.35 | 492. 30
(tH, m), 3.46-3.49 (2H, m), 3.43-3.45 (2H, m), 2.34-
2.50 (10H, br m), 2.08-2.11 (1H, m), 1.97-2.06 (1H, m
). 1.80-1.83 (1H m, 1.63-1.67 (1H. m), 1.39 GH, d,
J=40Hz), 1.17 GH, d J=4.0Hz).
[1141] {H-NMR (DMSO-D6) & : 10.22 (iH, s), 9.36 (1H, s), 8.2
1-8.26 (2. m), 7.66 (1, d, J =8.0Hz), 7.31 (IH, s
), 5.31 (11, d. J=8.0H) 4 77-487 (H, m), 4 67-
84 |470 (IH, m), 4.34-4.37 (H m), 3.33-3.49 (4H. m), 2 |561.30 | 560.28
.90-2.98 (2H, m), 2.60-2.67 (1H, m), 2.34-2.37 (10H,
m. 1.92-1.95 QH, m), 1.71-1.74 (H, m), 1.41 (3H, d
, J=28.0H2)
TH-NWR_(DWS0-D6) o 10.27 (i, ). .40 (1A, &), 8.2
2 (IH d. J=2Hz), 8.08 (IH, d J=8.4Hz), 7.76-7
85 .79 (1H, m), 7.38 (1H, s), 5.35 (iH, d, J = 4.8 Hz),
4.69-4.73 (1H, m), 4.42 (4H, br s), 4.34-4.37 (1H, m
). 3.45-3.49 (4H, m). 3.28-2.29 (4H. br m), 2.34-2. 38
(10H brm, 1.41 GH d J=6.8 Ha).
1H-NMR (CDGI3) &: 8.97 (1H, s), 8.02-7.95 (2H, m), 7
36 (1H, d, J=8.7Hz), 6.62 (1H, s), 477 (H. q. J
" = 6.4 Hz). 4.01 (4H, br s), 3.46 (IH, s), 3.03 (4H,
t J=46H), 2.95 @H t J=4.6Hs), 2.47 GH, s
) 1.98 (H, t. J=6.6H). 1.50 GH, d. J = 6.4 H2)

486.48 { 485.24

513.4 |512.28

543.30 | 542. 24

435.3 |[434.25

TH-NMR (CDC13) &: 9.03 (1H, s), 8.30-8.24 (2H, m), 7
.39 (1H, d, J=28.7 Hz), 6.90 (1H, s), 5.26 (2H, s),

4.81 (1H, g, J=6.4 Hz), 3.81 (4H, t, J=5.3 Hz), 3
.01 (4H, t, J=4.8Hz), 285 (44, t, J=4.6 H2), 2
45 (3H, s), 1.83-1.77 (4H, m), 1.75-1.69 (2H, m), 1.4
9 (3H, d, J =6.9 Hz).

87 449.3 |448.27

[(1142] [3R76]
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88

TH-NMR (CDCI3) &: 9.05 (IH, s), 8.29 (IH, d, J=28.7
Hz), 8.14 (1H, s), 7.42 (1H, d, J = 9.1 Hz), 6.90 (1
H s), 483 (IH, q, J=6.4Hz), 3.85 (4H, t, J =5.3
Hz), 3.67 (2H, t, J =5.3 Hz), 2.95 (4H, t, J=4.8
Hz), 2.72 (4H, br s), 2.656 (2H, t, J = 5.3 Hz), 2.48
(3H, s), 1.88-1.80 (4H, m), 1.78-1.72 (2H, m), 1.51 (
3H, t, J =5.9 Hz).

493.3

492.30

89

TH-NMR (CDGI3) &6: 9.09 (1H, d, J = 2.3 Hz), 8.59 (1H
,d J=09.1Hz), 843 (IH, s), 8.21 (IH, d J=27
Hz), 7.63 (1H, dd, d = 9.1, 2.7 Hz), 6.93 (1H, s), 4.
84 (IH, a, J = 6.4 Hz), 3.88-3.82 (6H, m), 3.17-3.11
(4H, m), 2.89-2.84 (2H, m), 1.88-1.81 (4H, m), 1.77-1
.12 (2H, m), 1.52 (3H, d, J = 6.4 Hz).

463. 3

462. 25

90

TH-NMR (DMSO-D6) &: 10.75 (iH, s), 9.96 (IH, s), 9.1
6 (1H, d, J=7.0H2), 9.12 (1H, d, J = 1.8 Hz), 8.71
(1H, dd, J =7.1, 2.0 Hz), 8.32 (1H, s), 6.72 (IH, d
, J=3.7Hz), 6.42 (IH, d, J =239.2 Hz), 6.24-6.18 (
1H, m), 5.72-5.63 (2H, m), 5.53-5.44 (2H, m), 5.40 (2
H t, J=4.0Hz), 5.22 (2H, s), 4.92 (2H, s), 4.20-4
.10 (2H, m), 3.99 (2H, br s), 3.59 (3H, d, J =5.1 Hz
)

467.3

466. 22

N

IH-NMR (CDCI3) &: 9.06 (1H, s), 8.59 (iH, d, J = 10.
1 Hz), 8.32 (IH, s), 7.05 (1H, d, J = 9.6 Hz), 6.92 (
M, s), 484 (1H, q, J=6.4 Hz), 3.83 (4H, t, J = 5.
3 Hz), 3.57 (4H, t, J=5.0Hz), 3.04 (4H, t, J=5.3
Hz), 1.84-1.70 (6H, m), 1.52 (4H, d, J = 6.9 Hz).

436.3

435. 25

92

TH-NMR (CDCGI3) &: 9.06 (1H, s), 8.53 (1H, d, J =8.2
Hz), 8.36 (1H, s), 8.27 (IH, d, J=2.3 Hz), 7.75 (1
H dd, J=28.2, 2.3 Hz), 6.8 (1H, s), 4.03 (2H, t, J
= 5.3 Hz), 3.85-3.75 (4H, m), 3.50 (2H, s), 2.98 (2H
, t, J=5.3Hz), 2.94-2.86 (4H, m), 2.53-2.36 (4H, b
rm, 1.93-1.83 (44, m), 1.80-1.71 (2H, m).

449.4

448. 27

93

TH-NMR (CDCI3) &: 9.09 (IH, s), 8.65 (IH, d, J = 9.1
Hz), 8.57 (1H, s), 8.35 (IH, d, J=2.3 Hz), 7.76 (1
H dd, J=28.7, 2.7 Hz), 6.87 (1H, s), 4.03 (2H, t, J
=5.3 Hz), 3.84-3.71 (8H, m), 3.27 (2H, t, J=5.3H
z), 298 (2H, t, J=5.3 Hz), 1.92-1.82 (44, m), 1.79
-1.68 (2H, m).

449.3

448. 23

94

TH-NMR (CDCI3) &: 9.05 (IH, s), 8.61 (IH, d, J = 10.
1 Hz), 8.35 (1H, s), 7.07 (1H, d, J = 8.6 Hz), 6.86 (
1H, s), 4.03 (2H, t, J = 5.3 Hz), 3.80-3.72 (4H, m),
3.61-3.55 (4H, m), 3.08-3.02 (4H, m), 2.97 (2H, t, J
= 5.3 Hz), 1.88-1.78 (4H, m), 1.78-1.68 (2H, m).

436.3

435.25
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95

TH-NMR (DMSO-D6) &: 9.93 (1H, s), 9.21 (IH, s), 8.19
(HH, d, J=8.2Hz), 7.45 (1H. d. J =8.7 Hz), 7.01
(1H, s), 4.60 (1H, t, J = 5.3 Hz), 3.84-3.69 (8H, m),
3.01 (24, t, J=5.9 Hz), 2.81 (2H, t, J = 6.9 H2),
2.70 (2H, t, J=5.7 Hz), 1.77-1.60 (6H, m).

406. 3

405. 23

96

1H-NMR (DMSO-D6) & : 10.15 (1H, s), 9.32 (IH, s), 8.3
4 (1H, d, J=8.7Hz), 820 (1H, d, J=1.8 Hz), 7.70
(1H, dd, J=18.7, 2.3 Hz), 7.22 (1H, s), 5.36 (IH, s
), 4.50 (2H, d, J=3.7 Hz), 4.35 (IH, s), 3.73 (4H,
br s), 3.47-3.41 (4H, m), 2.44-2.32 (10H, m), 1.75-1.
63 (6H, m).

479.3

478.28

97

TH-NMR (DMSO-D6) & : 10.35 (IH, br s), 9.32 (1H, s),
8.42 (1H, d, J=8.2 Hz), 8.31 (1H, s), 7.77 (1H, d,
J=8.0Hz), 7.21 (1H, s), 5.36 (1H, s), 4.49 (2H, s)
, 3.76-3.63 (6H, m), 3.50 (2H, s), 3.12 (2H, s), 1.75
-1.61 (6H, m).

435.2

434.22

98

1H-NMR (DMSO-D6) &: 9.98 (1H, s), 9.23 (IH, s), 8.19
(1H,d, J =4.0Hz), 7.94 (1H, d, J =12 Hz), 7.70 (1
H d J=20Hz), 7.00 (1H, s), 5.17 (I1H, d, J=8.0
Hz), 4.89-4.90 (1H, br m), 4.59-4.61 (1H, m), 4.35-4
.38 (IH, m), 4.15-4.18 (1H, m), 3.86-3.90 (1H, m), 3.
34-3.49 (4H, m), 2.34-2.49 (10H, m), 2.97-1.10 (2H, m
), 1.81-1.84 (IH, m), 1.63-1.68 (1H, m), 1.41 (3H, d,
J=4.0Hz), 1.16 BH, d, J =8.0 Hz).

493. 30

492. 30

99

TH-NMR (DMSO-D6) & : 9.94 (1H, s), 9.22 (IH, s), 8.18
(1H, d, J=1.6Hz), 7.95 (IH, d, J = 8.4 Hz), 7.65-
7.68 (1H, m), 6.99 (1H, s), 5.17 (IH, d, J = 4.4 Hz)
, 4.58-4.63 (1H, m), 4.34-4.37 (1H, m), 4.17-4.21 (IH
, br m), 3.92-3.98 (1H, br m), 3.77-3.87 (1H, br m),

3.43-3.49 (5H, m), 2.34-2.37 (11H, br m), 2.05 (1H, b
rs), 1.45-1.58 (1H, m), 1.38 (3H, d, J = 6.4 Hz), 1.
09 (3H, d, J = 6.8 Hz).

493. 40

492. 30

100

TH-NMR (DMSO-D6) &: 9.95 (1H, s), 9.22 (1H, s), 8.18
(1H,d, J =1.6 Hz), 7.97 (1H, d, J = 8.8 Hz), 7.68 (
1H, dd, J1 = 2.4 Hz, J2 = 2.0 Hz), 6.99 (1H, s), 5.18
(1H, d, J =4.0 Hz), 4.58-4.61 (1H, m), 4.34-4.37 (1
H, m), 4.10-4.20 (I1H, m), 3.91-3.99 (I1H, m), 3.79-3.8
7 (IH, m), 3.43-3.45 (5H, m), 2.27-2.37 (11H, br m),
2.01-2.10 (1H, br m), 1.47-1.52 (iH, m), 1.40 (3H, d,
J=6.4Hz), 1.10 (34, d, J = 6.4 Hz)

493.35

492.30

[#78]
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101

TH-NMR (DMSO-D6) &: 9.80 (1H, s), 9.21 (IH, s), 8.18

(1H, d, J=1.6 Hz), 7.73 (2H, dd, J1 =2.0 Hz, J2 =

2.0 Hz), 6.98 (1H, s), 5.18 (IH, d, J = 4.0 Hz), 4.98
-4.99 (1H, m), 4.88-4.89 (1H, m), 4.59-4.61 (1H, m),
4.35-4.38 (IH, m), 3.50-3.43 (4H, m), 2.34-2.38 (10H,
br m), 2.01-2.05 (2H, m), 1.73-1.74 (24, m), 1.40 (3
H, d, J=4.0Hz), 1.24-1.25(6H, m).

507. 35

506. 31

102

TH-NMR (DMSO-D6) &: 9.97 (1H, s), 9.22 (1H, s), 8.18
(1H, d, J=2.0Hz), 7.93 (1H, d, ' J = 8.0 Hz), 7.67
(1H, dd, J1 = 2.0 Hz, J2 = 2.0 Hz ), 6.99 (IH, s), 5.
19 (1H, d, J = 4.0 Hz), 4.59-4.62 (1H, m), 4.35-4.38
(1H, m), 3.90-3.94 (2H, m), 3.77 (2H, s), 3.43-3.48 (
4H, m), 2.34-2.37 (10H, br m), 1.69-1.73 (2H, m), 1.3
8-1.39 (3H, m), 1.08-1.09 (6H, s).

507.35

506. 31

103

TH-NMR (DMSO-D6) &: 10.19 (1H, s), 9.32 (I1H, s), 8.3
7(H d J=80Hz), 822 (1H, d, J=1.6 Hz), 7.72
(TH, dd, J1 =1.6 Hz, J2 = 1.6 Hz), 7.24 (1H, s), 5.
27 (1H, d, J = 4.0 Hz), 5.20 (2H, s), 4.64-4.67 (1H,
m), 4.35-4.37 (1H, br s), 3.45-3.48 (4H, br m), 2.31-
2.39 (8H, br s), 1.78-1.80 (4H, br m), 1.49 (4H, d, J
=6.4Hz), 1.40 (BH. d. J=6.4 Hz), 1.23 (2H, s).

505. 35

504. 30

104

1H-NMR (DMSO-D6) &: 10.01 (1H, s), 9.24 (iH, s), 8.1
9 (IH,d, J=1.5Hz), 7.95 (H, d, J=9.0Hz), 7.71
(IH, d, J =12 Hz), 7.04 (1H, s), 5.20 (1H, d, J = 3.
0 Hz), 4.62-4.58 (I1H, m), 4.42-4.49 (2H, m), 4.34-4.3
8 (IH, m), 3.68-3.72 (2H, m), 3.44-3.50 (4H, m), 2.34
-2.38 (10H, br m), 1.64-1.67 (2H, br m), 1.38 (3H, d,
J=6.0Hz), 0.69-0.71 (1H, m), 0.18-0.22 (iH, m).

491.30

490. 28

105

TH-NMR (DMSO-D6) &: 10.08 (1H, s), 9.27 (1H, s), 8.1
9 (IH,d, J=2.0Hz), 8.06 (1H, d, J=8.0 Hz), 7.68
(1H, dd, J1 = 2.4 Hz, J2 = 2.4 Hz), 7.10 (1H, s), 5.4
2 (2H, d, J=24 Hz), 5.22 (1H, d, J = 4.0 Hz), 4.61-
4.64 (1H, m), 4.34-4.37 (1H, m), 3.41-3.44 (4H, m), 2
.36-2.37 (10H, br m), 1.96-1.98 (2H, m), 1.84-1.85 (3
H m), 1.78-1.80 (2H, m), 1.41-1.51 (3H, m), 1.39-1.4
0 (3H, m).

519. 40

518. 31

106

TH-NMR (DMSO-D6) & : 10.17 (1H, s), 9.34 (1H, s), 8.3
8 (IH, d, J=9.0Hz), 8.22 (IH, d, J=3.0Hz), 7.72
(1H, dd, J1 = 2.1 Hz, J2=2.1Hz ), 7.27 (IH, s), b
.29 (IH, d, J=6.0Hz), 476 (14, d, 3.0 Hz), 4.63-4
.71 (1H, m), 4.34-4.45 (3H, m), 3.71-3.77 (IH, m), 3.
45-3.49 (4H, m), 3.18-3.27 (2H, m), 2.27-2.38 (I0H, b
rm, 1.91-1.95 (24, br m), 1.64-1.67 (2H, br m), 1.3
9 (3H, d, J=3.0Hz).

509. 35

508. 29
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FIED R (W) | Hh 4
TH-NNR (DNSO-D6) & : 10.27 (I, s), 9.28 (IF, ), 8.23
(1H, d, J=10.1Hz), 7.37 (1H, d, J=10.1Hz), 7.18 (1H,

107 |s). 5.33 (H, brs). 4.48 (H. d, J = 3.7 Hz), 3.70 (4H, | 422.2 |421.23
brs), 3.43 (4, t, J=5.0Hz), 2.82 (4H, t, J=5.0H).
1.64 (6H, br s).
TH-NWR (DWSO-D6) & - 10.13 (1H, ), 9.32 (IF, ), &.33
(H, d J=8.2Hp), 8.20 (1K d, J=1.8 Hz), 7.70 (IH,

108 |dd J=8.7, 2.3Hz), 7.22 (iH, ), 5.35 (iH, br s), 4.50 | 435.25 | 434.25
OH, d J=46H). 3.74 @H brs), 3.41 (2, ). 2.66
@H t J=46H). 2.98 (4H, brs). 1.75-1.63 (6H, m).
1H-NKR (DMSO-D6) & : 9.97 (1. 5), 9.22 (1. ). 8.20 (IH,
d J=82Hz), 7.49 (H, d, J=8.7Hz), 7.01 (IH, s).

100|460 (1H t J=55H), 449 (1H t J =55 Hz) |450.3 |449.25
3.81-3.70 (6H. m), 3.62-3.54 (4H, m). 2.86-2.74 (6H, m).
257 OH, t, J=6.2Hz), 1.77-1.60 (6H, m).

110 477.3 | 476.30
TH-NWR (OWS0-D6) 3 9.96 (IR 57, 9.29 (1, ). 8.20 (IfL,
d J=8.7H), 7.49 (1H d. J = 8.7 Hz), 7.24 (IH, d
J=0.9Hz), 5.25 (H, d, J=4.6Hz), 4 71-4.60 (1H, m).

T 1448 (14, t, 4 =5.3 Hz), 3.84-3.66 (4, m), 3.64-3 54 | ¥°0-3 |449.25
@H, m), 2.86-2.74 (4, m), 2.58 (2H, t, J = 6.2 H),
1.79-1.59 (6H, m), 1.38 GH. d, J = 6.4 H).

112 68,3 | 46724
TH-NHR (DWSO-D6) & 9.94 (I 5). 9.21 (I 5), 8.18 (I,
s). 7.95 (1H, d. J=9.0Hz), 7.64-7.68 (1H, m). 6.98 (IH,
s). 5.16 (1H, d. J=6.0Hz). 4.56-4.59 (1H, m), 4.33-4. 37

M3 |l m), 3.96-3.99 (H, m), 3.66-3.67 (2H, m). 3.43-3.50 | 207-40 | 506.31
GH. m). 2.27-2.38 (12H, brm), 1.39 (3H, d, J =6.0 Hz).
0.96 (6H d. J = 6.0 H2)
TH-NHR (CDCI13) O 9.08 (ifl. 5), 6.61 (il 4. J=9.6 D).
8.42 (1H. ), 7.06 (1H, d. J=0 6Hz), 6.93 (IH, s), 4. 84
(H, q, J = 6.4 Hz), 3.98 (1H, br s), 3.82 (4H, t, J =

114 |5.3H2), 3.61 @H, t J=5.0Hz), 3.20 @H, t, J - 6.4 |542.3 | 541.26
Hz), 3.05 (3H, s), 2.95 (2H. t. J = 6.4 Hz), 2.68 (4H,
t J=48H2), 1.83-1.71 (6H, m), 1.52 (3H, d, J = 6.4
Hz).
TH-NWR (CDCI3) & 9.12 (I, o), 8.51 (I ). 8.45 (iH,
d J=82Hy), 8.28 (1H, d, J=1.8 Ho), 7.73 (IH, dd.
J=87 2.3H), 7.00 (IH s), 505-480 (H, m,

115 |4 12-4.03 (21 m), 3.96-3.90 (2H, m), 3.51 (2, s), 2,55 | 481-3 [480.28
GH. ). 2.34 GH, s), 2.23-2.03 (4H, m), 1.53 (3H, d,
J= 6.4 H).
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116

1H-NMR (CDCI3) &: 9.03 (1H, d, J = 4.1

d J=1.8Hz), 817 (1H, d, J=8.2 Hz), 8.09 (1H, s),
7.68 (1H, dd, J=18.7, 2.3 Hz), 6.76 (1H, s), 5.39 (1H,
d, J=53.1Hz), 4.81 (1H, q, J=6.4 Hz), 4.46-4.12 (5H,
m, 3.50 (2H, s), 2.62-2.38 (10H, m), 2.34 (BH, s), 1.53
(3H, d, J =6.4 Hz).

4.1 Hz), 8.22 (1H,
H

467.3

466. 26

117

467.3

466. 26

118

1H-NMR (CDGI3) &: 9.18-9.05 (2H, m), 8.61 (1H, d, J =
9.6Hz), 7.08-7.01 (2H, m), 4.34 (1H, q, J=6.3 Hz), 3.75
(4H, br s), 3.58 (4H, br s), 3.37 (3H, s), 3.06 (4H, br
s), 1.79-1.65 (6H, m), 1.46 (3H, d, J = 6.4 Hz).

450.3

449. 21

119

463. 3

462. 29

120

TH-NMR (CDC13) &: 9.01 (1H, s), 8.31-8.26 (2H, m), 8.19
(1H, d, J=2.7Hz), 7.58 (1H, dd, J=8.9, 2.5 Hz), 6.67
(1H, s), 4.79 (1H, q, J=6.4 Hz), 4.40 (IH, br s), 4.03
(44, br s), 3.88-3.84 (2H, m), 2.90-2.86 (2H, m),
2.76-2.70 (4H, m), 2.41 (3H, s), 2.03-1.98 (4H, m), 1.51
(8H, d, J = 6.4 Hz).

463.3

462. 25

121

TH-NMR (CDCI3) &: 8.15 (1H, s), 8.96 (1H, s), 8.60 (IH,
d J=8.7THz), 8.27 (IH, d, J =2.3 Hz), 7.63 (IH, dd,
J=9.1, 227THz), 6.94 (1H, s), 4.84 (1H, q, J= 6.4 Hz),
4.07 (1H, br s), 3.90-3.82 (6H, m), 2.91-2.87 (2H, m),
2.75 (44, t, J=8.9 Hz), 2.42 (3H, s), 1.87-1.80 (4H,
m, 1.76-1.71 (2H, m), 1.52 (3H, d, J = 6.4 Hz).

477.3

476. 26

122

471.3

476. 30

1123

1H-NMR (CDGI3) &:9.10 (1H, s), 8.58 (1H, d, J=19.6 Hz),
8.51 (1H, s), 7.05 (1H, d, 4 =10.1 Hz), 6.93 (1H, s),
4.83 (1H, g, J =6.4 Hz), 4.02 (1H, s), 3.82 (4H, t, J
=5.3Hz), 3.63 (4H, t, J=5.0Hz), 2.58 (44, t, J=5.3
Hz), 2.36 (3H, s), 1.85-1.77 (6H, m), 1.52 (3H, d, J =
6.4 Hz).

450.3

449. 27

124

TH-NMR (CDGI3) &: 9.15 (IH, s), 8.73 (1H, s), 8.50 (iH,
d J=9.6Hz), 7.05 (1H, d, J=9.6 Hz), 7.00 (IH, s),
4.99-4.80 (2H, m), 4.10-4.01 (2H, m), 3.90-3.77 (3H, m),
3.63 (4H, t, J=5.0Hz), 2.57 (4H, t, J=5.0Hz), 2.36
(3H, s), 2.19-1.95 (4H, m), 1.52 (3H, d, J = 6.4 Hz).

468. 3

467. 26

125

1H-NMR (CDCI3) &6 : 9.18 (1H, s), 8.78 (1H, s), 8.54 (1H,
d, J=10.1Hz), 7.12 (1H, s), 7.06 (1H, d, 4 =10.1 Hz),
4,97-4.80 (1H, m), 4.35 (IH, q. J =6.6 Hz), 4.13-4.02
(2H, m), 3.83-3.74 (24, m), 3.63 (4H, t, J=5.0Hz), 3.38
(3H, s), 2.57 (4H, t, J=5.0Hz), 2.35 (3H, s), 2.18-1.97
(4H, m), 1.47 (GH, d, J = 6.4 Hz).

482.3

481.27
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126

TH-NMR (CDGI3) &: 9.17 (1H, s), 8.82 (1H, s), B.53 (
iH, d, J=9.6Hz), 7.12 (1H, s), 7.05 (1H, d, J = 9.
6 Hz), 4.96-4.80 (1H, m), 4.35 (IH, q, J=6.4 Hz), 4
.12-4.02 (2H, m), 3.84-3.75 (2H, m), 3.57 (4H, br s),
3.38 (3H, s), 3.04 (4H, br s), 2.06 (4H, d, J = 48.5
Hz), 1.47 (3H, d, J = 6.9 Hz2).

468. 3

467.26

127

TH-NMR (CDCI3) &: 9.14 (1H, s), 8.93 (1H, s), B.60 (
H, d, J=09.1Hz), 829 (1H, d, J = 2.3 Hz), 7.65 (1
H dd, J=8.7, 27 Hz), 6.94 (1H, s), 4.84 (1H, q, J
= 6.3 Hz), 3.86 (TH, td, J =9.7, 5.0 Hz), 3.76 (2H,
s), 3.18 (2H, t, J=5.5Hz), 1.96-1.91 (2H, m), 1.8
3-1.73 (6H, m), 1.52 (3H, d. J = 6.4 Hz).

463.3

462. 25

128

499. 3

498. 27

129

1H-NMR (CDCI3) &: 9.15 (IH, s), 8.46-8.43 (2H, m), 8
.27 (1h, d, J=1.8Hz), 7.75 (1H, dd. J=8.7, 2.3 H
z), 1.32 (IH, s), 6.56 (1H, t, J = 56.0 Hz), 4.58-4.5
1 (2H, m), 4.04-3.97 (1H, m), 3.61 (2H, q, J=5.2 Hz
), 3.51 (2H, s), 3.46-3.38 (2H, m), 2.57-2.50 (10H, m
), 2.15-2.08 (2H, m), 1.86-1.77 (2H, m).

515.3

514.26

130

IH-NMR (DMSO-D6) &: 9.96 (IH, s), 9.29 (IH, s), 8.20
(1H, d, J=8.2Hz), 7.50 (IH, d, J =8.2 Hz), 7.24
(1H, s), 5.25 (IH, d, J = 4.6 Hz), 4.71-4.61 (IH, m),
4.51-4.40 (1H, m), 3.84-3.66 (4H, m), 3.57-3.43 (4H,
m), 2.86-2.78 (2H, m), 2.77-2.69 (2H, m), 2.56-2.48
(2H, m), 1.79-1.59 (84, m), 1.38 (3H, d, J = 6.4 Hz).

464. 55

463.21

131

1H-NMR (DMSO-D6) & : 10.00 (1H, s), 9.29 (IH, s), 8.2
7 (H, d, J=9.1Hz), 8.11 (IH, d, 4 =2.7 Hz), 7.55
(H, dd, J=09.1, 3.2 Hz), 7.23 (IH, d, J = 0.9 Hz),
5.24 (1H, d, J = 4.6 Hz), 4.73-4.52 (2H, m), 4.49-4.
38 (2H, m), 3.83-3.67 (4H, m), 3.54-3.46 (2H, m), 3.2
2-3.11 (1H, m), 2.82-2.73 (1H, m), 2.54-2.41 (2H, m),
2.34-2.17 (20, m), 2.13-2.03 (1H, m), 1.77-1.48 (7H,
m, 1.38 (3H, d, J = 6.4 Hz).

512.53

511.27

132

1H-NMR (DMSO-D6) &: 10.00 (IH, s), 9.29 (IH, s), 8.2
8 (IH, d, J=9.1Hz), 8.10 (1H, d, J=3.2 H2), 7.55
(H, dd, J =8.9, 3.0 Hz), 7.23 (1H, d, J = 0.9 Hz),
5.24 (1H, d, J = 4.6 Hz), 4.93-4.75 (1H, m), 4.70-4.
52 2H, m), 4.41 (IH, t, J = 5.3 Hz), 3.84-3.66 (4H,
m), 3.50 (2H, q, J =5.8 Hz), 3.02-2.88 (1H, m), 2.76
-2.40 (4H, m), 2.40-2.28 (1H, m), 1.97-1.60 (8H, m),
1.38 (8H, d, J = 6.4 Hz).

512.57

511.27

133

471.3

470. 24

[#82]
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134

TH-NMR (CDCI13) &: 9.10 (1H, s), 8.51-8.45 (2H, m), 8
.27 (IH, s), 7.74 (H, t, J = 4.3 Hz), 6.97 (IH, s),
4.85 (1H, q, J = 6.4 Hz), 4.53-4.47 (2H, m), 4.04-3.9
7 (1H, m), 3.50-3.39 (4H, m), 2.49 (8H, br s), 2.29 (
3H, s), 2.15-1.82 (4H, m), 1.53 (3H, d, J = 6.4 Hz).

479.3

478.28

135

1H-NMR (DMSO-D6) &: 9.99 (1H, s), 9.29 (1H, s), 8.21
(1H, d, J=8.2Hz), 7.52 (1H, d, J = 8.7 Hz), 7.20
(1H, s), 5.33 (1H, t, J =5.7 Hz), 4.69-4.44 (3H, m),
3.80-3.58 (8H, m), 2.86 (4H, br s), 2.70-2.63 (2H, m
), 1.75-1.62 (6H, m).

436. 25

435.24

136

TH-NMR (DMSO-D6) &: 9.91 (1H, s), 9.23 (IH, s), 8.19
(H, d, J=2.1Hz), 7.96 (1H, d, J =19.7 Hz), 7.05
(1H, dd, Ji = 2.1 Hz, J2 = 8.4 Hz), 7.00 (iH, s), 5.1
6 (1H, d, 4.5 Hz), 4.87-4.93 (1H, m), 4.58-4.62 (1H,

m, 4.14-4.18 (1H, m), 3.86-3.88 (1H, m), 3.46 (2H, s
), 2.49 (84, m), 2.23 (3H, s), , 2.11-1.94 (2H, m), 1
.80-1.86 (1H, m), 1.62-1.67 (1H, m), 1.42 (BH, d, J =
6.3 Hz), 1.17 (3H, d, J = 6.0 Hz).

463. 30

462. 29

137

TH-NMR (DMSO-D6) &: 9.98 (1H, s), 9.23 (IH, s), 8.19
(1H, s), 7.95 (IH, d, 4 = 9.0 Hz), 7.69 (IH, d, J =
12.0 Hz), 7.00 (1H, s), 5.15 (1H, d, J = 6.0 Hz), 4.8
8-4.93 (1H, m), 4.58-4.62 (1H, m), 4.15-4.18 (1H, m),
3.86-3.93 (1H, m), 3.46 (2H, s), 2.42 (6H, br s), 2.
23 (3H, s), 1.81-2.11 (3H, m), 1.63-1.68 (1H, m), 1.4
1 3H, d, J=6.0Hz) , 1.16 (3H, d, J = 6.0 Hz)

463. 30

462. 29

138

TH-NMR (300MHz DMS0-d6) &: 9.93 (IH, s), 9.22 (IH, s
), 8.18 (IH, s), 7.96 (1H, d, J = 9.0 Hz), 7.67 (1H,

d, J=6.0Hz), 6.99 (1H, s), 5.16 (14, d, J=6.0 Hz
y, 4.57-4.61 (H, m), 4.14-4.20 (1H, m), 3.83-3.96 (2
H, m), 3.43-3.52 (4H, m), 2.32-2.36 (8H, br m), 2.14
(3H, s), 2.04-2.06 (1H, m), 1.45-1.55 (1H, m), 1.40 (
3H, d, J=9.0Hz), 1.10 3H, d, J = 9.0 Hz).

463. 30

462. 29

139

TH-NMR (DMSO-D6) &: 9.94 (1H, s), 9.21 (IH, s), 8.18
(1H, s), 7.96 (1H, d, J=9.0Hz), 7.67 (14, d, J =
6.0 Hz), 6.99 (IH, s), 5.17 (IH, s ), 4.61 (IH, br &)
, 4.15-4.22 (1H, m), 3.97 (1H, s), 3.83 (IH, br s), 3
.44 (4H, s), 2.36 (9H, br s) 2.21 (3H, s), 2.06-2.16
(1H, m), 1.48-1.58 (1H, m), 1.38 (3H, d, J = 6.0 H2),
1.10 (3H, d, J = 9.0 Hz).

463. 35

462. 29
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140

TH-NMR (DMSO-D6) &: 9.78 (1H, s), 9.21 (IH, s), 8.19
(H, d, J=2Hz), 7.64-7.74 (2H, m), 6.98 (1H, s),
9.17 (1H, d, J = 4.5 Hz), 4.98-5.00 (1H, br m), 4.88
-4.91 (1H, br m), 3.43 (2H, s), 2.36 (8H, br s), 2.14
(3H, s), 2.03-2.06 (2H, br m), 1.72-1.77 (2H, m), 1.

40 (3H, d, J = 6.3 Hz), 1.25-1.21 (6H, m).

477. 35

476. 30

141

TH-NMR (DMSO-D6) &: 9.94 (1H, s), 9.21 (IH, s), 8.19
(H, s), 7.95 (IH, d, J =9.0 Hz), 7.66 (H, d, J =
12.0 Hz), 6.98 (IH, s), 5.17 (IH, d, J =3.0 Hz ), 4
58-4.62 (1H, m), 4.00-4.04 (2H, br m), 3.64-3.67 (2H,
br m), 3.44 (2H, s), 2.27-2.37 (10H, br m), 2.13 (3H
, 8) 0.96 (6H, d, J=6.0 Hz).

471.35

476.30

142

1H-NMR (300MHz DMSO-d6) & : 9.95 (1H, s), 9.22 (IH, s
). 8.18 (1H, s), 7.93 (1H, d, J = 6.0 Hz), 7.65-7.68
(1H, m), 6.99 (1H, s), 5.17 (1H, d, J = 3.0 Hz), 4.58
-4.62 (1H, m), 3.90-3.95 (2H, m), 3.77 (2H, s), 3.39-
3.48 (2H, m), 2.27-2.37 (6H,br m), 2.16 (3H,s), 1.69-
1.74 (2H, m), 1.39 (BH, d, J = 6.0 Hz), 1.10 (6H, s).

477.35

476.30

143

TH-NMR (DMSO-D6) &: 10.17 (1H, s), 9.32 (IH, s), 8.3

7 (1H, d, J=9.0Hz), 8.22 (IH, &), 7.68-7.72 (IH, m|

), 7.24 (1H, s), 5.27 (1H, d, J =3.0 Hz), 5.20 (2H,

s), 4.63-4.68 (1H, m), 3.45 (2H, s), 2.27-2.43 (8H, b
rm, 2.15 (3H, s), 1.77 (44, s), 1.48 (4H, d, J = 9.
0 Hz), 1.40 (3H, d, J=9.0 Hz ).

475.35

474.29

1H-NMR (300MHz DMSO-d6) &: 10.20 (1H, s), 9.36 (1H,

s), 8.22-8.26 (2H, m), 7.66 (1H, d, 4 = 9.0 Hz), 7.3
1 (1H, s), 5.30 (1H, d, J=6.0 Hz), 4.77-4.87 (2H, m
), 4.67-4.70 (1H, m), 3.46 (2H, s), 2.89-2.97 (2H, m)
, 2.55-2.60 (1H, m), 2.32-2.37 (8H, br m), 2.14 (3H,

s), .94 (H, d, J =12 Hz), 1.68-1.76 (2H, br m), 1.
40 (3H, d, J = 6.0 Hz).

531.30

530. 27

145

TH-NMR (DMSO-D6) &: 10.20 (1H, s), 9.36 (IH, s), 8.1
9 (H, d, J=12Hz), 7.74 (IH, d, J =9 Hz), 7.32 (1
H s), 5.29 (I1H, d, J =6 Hz), 4.69 (IH, s), 3.77-3.8
4 (BH, m), 3.45 (2H, s), 2.33-2.38 (8H, br m), 2.15 (
34, s), 1.40 (3H, d, J = 6 Hz)

465. 30

464. 26

146

TH-NMR (DMSO-D6) &: 10.15 (1H, s), 9.34 (IH, s), 8.4
0 (1H, d, J=9 Hz), 8.25 (IH, s), 7.74 (1H, d, J =9
Hz), 7.26 (1H, s), 5.21 (1H, d, J = 3 Hz), 4.44-4.50
(1H, m), 3.69-3.83 (4H, m), 3.53 (2H, s), 2.73-2.90
(11H, br m), 1.56-1.92 (84, br m), 0.85-0.90 (3H, m)

477. 35

476. 30

[#84]
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FEEV R 248 (W) | 44
TH-NWR (DMSO-D6) &: 10.09 (I, d, J = 12.6 H), 9.32
(1H, s), 8.22-8.35 (1H, m), 7.66 (1H, d, J = 8.4 H2)
L 7.26 (IH, ), 5.27 (1H, d J = 4.5 Hz), 4.61-4.74 (
W1 134, m), 3.76-3.85 (6H, br m), 3.05 (2H, d, J = 12.9 K |>17-40|016.30
2), 2.09 (H, br s), 2.68-2.78 (3H, br m), 1.55-1.80
(10H, br m), 1.39 (34, d, J = 6.6 H2).
TH-NWR (DMSO-DB) B : 10.08 (I, d, J = 10.2 Hz), 0.32
(1H, s), 8.26-8.33 (1H, m), 7.66 (1H, d, J = 8.7 H2)
726 (1H, s), 5.27 (1H, d. J = 4.5 Hz), 4.61-4.73 (
148 | 3H, m), 4.44 (IH, br m), 3.76-3.83 (6H. br m), 3.52 ( |561.35 |560.32
OH, brs), 2.90 (3, brs), 2.72-2.78 (2H, br m), 2.
40 @H, br s), 2.13 @H, br s), 1.55-1.80 (10H, br m)
. 1.39 GH, d, J=6.3 H).
TH-NWR (DWSO-D6) &: 10.08 (iH, d J = 8.4 Hz), 9.32
(H, s), 8 26-8.33 (IH, m), 7.64-7.68 (IH, m), 7.26 (
H, s), 5.27 (IH, d, J = 4.5 Hz), 4.61-4.73 @H, m,
149 | '3772-3.78 (6, br m, 2.66-2.90 (5H, br m, 2.17 (34 | 231-40|530-31
s), 1.95 (21 brs), 1.55-1.78 (10H, br m), 1.39 (
3, d, J =63 Ha).
150 4993 | 498.27
TH-NWR (CDCI13) & - 9.10 (I, s), 8.60 (I, d, J = 8.7
Hz), 8.52 (IH, s), 8.22 (IH, d, J=2.7 H2), 7.63 (I
Hodd, J=87 2.7Hz), 6.93 (IH, s), 4.84 (IH, q J
151 | =6.6Hz), 3.89-3.85 (6H, m), 3.67 (4, t, J =53 H|507.3 |506. 28
7)., 2.88 (6H. dd, J = 14.2, 8.2 Hz), 2.71 (@H, t, J =
5.5 Hz), 1.86-1.81 (4H, m). 1.76-1.72 (2H, m), 1.52
(3H, d, J = 6.4 Hz).
TH-NWR (CDCI13) & 9.16 (2, br s), 8.51 (I, d, J =
8.7 Hz), 8.34 (1H, d, J = 1.8 Hz), 7.69 (IH, dd, J =
8.7, 2.3 Hz), 6.93 (IH, s), 4.84 (I, q, J = 6.4 H),
4.04 (H, d, J=13.3 Hz), 3.88-3.83 (4H, m), 3.16 (
152 |44 U= 13.3 Ho), 2.72-2.61 GH, m), 2.53-2.46 (1 | 773 |476-30
. 2.24-2.18 (4, m), 2.15-2.08 (1H, m), 2.01-1.94
(1H, m), 1.88-1.80 (4H, m), 1.77-1.72 (2H, m), 1.52
@H, d J=64H), 1.18 GH, d, J = 6.4 Ho).
153 44925
154 405.19
155 1493 | 44827
156 290.3 | 489,20
[$85]
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157

TH-NMR (DMSO-D6) & : 9.99 (IH, s), 9.24 (IH, s), 8.20
(1H, d, J=1.8Hz), 7.93 (1H, d, J = 8.4 Hz), 7.67-
.71 (1H, m), 7.04 (H, s), 5.17 (1H, d, J = 4.8 Hz),
4.582-4.62 (14, m), 3.70 (2H, d, J = 12 Hz), 3.45 (2
H, s), 2.22-2.45 (8H, br m), 2.14 (3H, s), 1.64-1.66
(2H, br m), 1.38 (3H, d, J = 6.3 Hz), 0.68-0.73 (IH,
m), 0.20-0.22 (1H, m).

461. 30

460. 27

158

1H-NMR (DMS0-D6) &: 9.93 (IH, s), 9.23 (IH, s), 8.19
(H, s), 7.84 (1H, d, J = 8.7 Hz), 7.65-7.68 (1H, m)
, 1.03 (1H, s), 5.18 (1H, d, J = 4.5 Hz), 4.58-4.62 (
1H m), 4.09-4.19 (4H, m), 3.43 (2H, s), 2.36 (8H, br
s), 2.15 (3H, s), 1.74 (4H, br s), 1.47 (4H, br s),

1.38 (3H, d, J = 6.36 Hz).

477. 40

476. 30

159

TH-NMR (DMSO-D6) & : 10.12 (1H, s), 9.33 (IH, s), 8.3
6 (1H, d J=8.7Hz), 821 (IH, d, J=1.8 Hz), 7.70
-7.73 (1H, m), 7.25 (1H, s), 6.21 (1H, d, J = 4.8 Hz)
, 4.44-4.49 (I1H, m), 4.36 (IH, br s), 3.70-3.82 (4H,
m), 3.45-3.56 (4H, m), 2.31-2.39 (10H, br m), 1.84-1.
92 (1H, m), 1.63-1.72 (7H, m), 0.841-0.91 (3H, m).

507. 40

506. 31

160

TH-NMR (DMSO-D6) &: 10.12 (1H, s), 9.33 (1H, s), 8.3
6 (1H, d J=8.1Hz), 821 (14, d, J=1.5Hz), 7.70
-1.73 (1H, m), 7.25 (1H, s), 5.19 (IH, d, J = 4.8 H2)
, 4.44-4.49 (1H, m), 4.38 (1H, br s), 3.70-3.82 (4H,

m), 3.46-3.56 (4H, m), 2.40 (10H, br s), 1.84-1.92 (1
H. m), 1.58-1.72 (7H, m), 0.85-0.90 (3H, m).

907. 40

506. 31

161

1H-NMR (DMS0-D6) ¢&: 10.01 (1H, s), 9.31 (IH, s), 8.2
3 (IH, d J=84Hz), 7.52 (1H, d, J =8.4 Hz), 7.26
(1H, s), 5.26 (1H, d, J = 4.5 Hz), 4.61-4.69 (3H, m)
, 4.526-4.56 (2H, m), 3.71-3.82 (4H, m), 3.62-3.66 (1
H m), 3.46 (2H, s), 2.84-2.88 (2H, m), 2.62-2.65 (2H
, m), 1.67-1.73 (6H, br m), 1.39 @H, d, J = 6.3 Hz).

462. 30

461.25

162

1H-NMR (DMSO-D6) &: 9.99 (1H, s), 9.29 (1H, s), 8.20

(1H, d, J=8.7Hz), 7.49 (1H, d, J=8.7Hz), 7.24
(1H, s), 5.26 (IH, br s), 4.65 (IH, q, J = 6.3 Hz2), 3
.83-3.66 (44, m), 3.64-3.50 (6H, m), 2.85-2.74 (4H, m
), 2.67-2.57 (2H, m), 2.54-2.35 (6H, m), 1.77-1.60 (6
H m), 1.38 (3H, d, J = 6.4 Hz).

519.4

518. 31

163

IH-NMR (DMSO-D6) & : 10.12 (1H, s), 9.31 (IH, s), 8.2

7 (1H, d, J=8.2Hz), 7.63 (1H, d, J=8.7Hz), 7.25

(1H, s), 5.27 (1H, d, J = 4.1 Hz), 4.70-4.60 (1H, m)
, 4.46 (2H, s), 3.84-3.68 (4H, m), 3.64 (2H, t, J=05
9 HZ), 2.99 (2H, d, J =11.9 Hz), 2.87 (2H, t, J=05
.5 Hz), 2.50-2.39 (2H, m), 1.91-1.81 (2H, m), 1.77-1.
60 (6H, m), 1.56-1.42 (2H, m), 1.38 (BH, d, J=6.9 H
Z).

563.3

bb2. 26

[#86]
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1H-NMR (DMSO-D6) &: 9.97 (1H, s), 9.28 (1H, s), 8.25
(1H, d, J=8.7Hz), 8.05 (1H, d, J=3.2 Hz), 7.48
(1H, dd, J=9.1, 227 Hz), 7.23 (1H, s), 5.25 (1H, d,
J=46Hz), 469-4.60 (1H, m), 4.45-4.36 (1H, m), 3
.83-3.66 (4H, m), 2.99-2.88 (2H, m), 2.60-2.50 (2H, m
), 1.95-1.85 (2H, m), 1.76-1.60 (6H, m), 1.50-1.35 (5
H, m).

450.3

449. 25

165

1H-NMR (DMSO-D6) &: 9.97 (1H, s), 9.28 (1H, s), 8.26
(1H, d, J=90.1Hz), 805 (IH, d, J=2.7 Hz), 7.49
(IH, dd, J =9.1, 3.2 Hz), 7.23 (1H, s), 5.25 (IH, d,
J=4.6 Hz), 4.69-4.60 (1H, m), 4.43-4.34 (2H, m), 3
.83-3.66 (4H, m), 3.52-3.45 (2H, m), 2.78-2.66 (2H, m
), 239 (2H, t, J = 6.2 Hz), 2.30-2.19 (2H, m), 1.97-
1.87 (H, m), 1.77-1.55 (8H, m), 1.38 (3H, d, J =6.9
Hz).

494.3

493. 28

166

IH-NMR (DMSO-D6) &: 9.92 (1H, s), 9.23 (1H s), 8.20
(H, d, J=8.7THz), 7.45 (1H, d, J = 8.2 Hz), 7.00
(H, s), 4.57 (1H, t, J =5.5Hz), 3.84-3.64 (TH, m),
3.54-3.45 (1H, m), 3.01 (2H, t, J = 5.9 Hz), 2.93-2.
82 (1H, m), 2.70 (2H, t, J =5.7 Hz), 1.77-1.59 (6H,

m, 1.21 (3H, d, J = 6.9 Hz).

420.3

419. 24

167

1H-NMR (DMSO-D6) &: 10.13 (1H, s), 9.26 (1H, s), 8.3
6 (1H, d, J=8.2Hz), 8.20 (1H, d, J=2.3 Hz), 7.70
(1H, dd, J=8.7, 2.3 Hz), 7.02 (1H, s), 4.57 (IH, t
, J=55Hz), 435 (1H, t, J = 5.3 Hz), 3.84-3.65 (b
H, m), 3.55-3.39 (6H, m), 2.94-2.82 (1H, m), 2.35-2.3
4 (10H, m), 1.79-1.61 (6H m), 1.22 (3H, d, J=6.9 H
7).

507.4

506. 31

168

TH-NMR (CDGI3) , J =6.9 Hz).), 8.53 (IH, d, J=8.2
Hz), 8.33 (IH, s), 8.27 (1H, d, J = 1.8 Hz), 7.73 (1H
, dd, J=18.2, 2.3Hz), 6.84 (IH, s), 4.27-4.16 (1K,
m), 3.88-3.73 (4H, m), 3.65 (2H, t, J = 5.3 Hz), 3.53
(2H, s), 2.92-2.74 (2H, m), 2.74-2.38 (10H, m), 1.96
~1.64 (6H, m), 1.30 QH, d. J =5.9 Hz).

507.4

506. 31

169

463. 3

462. 25

170

TH-NMR (DMSO-D6) ¢ : 9.97 (1H, s), 9.22 (1H, s), 8.21

(MH, d, J=8.7Hz), 7.49 (IH, d, 4 =8.7 Hz), 6.99
(1H, s), 4.68 (1H, d, J = 4.6 Hz), 4.50 (1H, br s), 4
.13-4.00 (1H, m), 3.81-3.68 (4H, m), 3.64-3.54 (4H, m
), 2.87-2.72 (5H, m), 2.70-2.54 (3H, m), 1.80-1.59 (6
H, m), 1.09 (3H, d, J = 5.9 Hz).

464.3

463. 27

17

464.3

463. 27

[#%87]

168
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172

TH-NMR (DMSO-D6) &: 9.96 (1H, s), 9.25 (1H, s), 8.18
(1, d, J = 1.5 Hz), 8.07 (1H, d, J=8.4Hz), 7.74
(MH, d, J=8.4Hz), 7.06 (1H, s), 5.20 (1H, d, J =4
.5 Hz), 4.59 (2H, t, J =5.7 Hz), 4.38 (4H, br m), 3.
43 (1H, s), 2.38-2.27 (OH, br m), 2.15 (1H, s), 1.39
(3H, d, J = 6.3 Hz).

435. 30

434.25

173

TH-NMR (DMSO-D6) &: 9.87 (1H, s), 9.19 (1H, s), 8.18
(tH, d, J=1.8Hz), 7.91 (24, d, J =10.2 Hz), 7.68
(TH, dd, J1 = 8.7 Hz, J2= 2.1 Hz), 7.0 (IH, s), 5.2
0 (H, d, J=4.5Hz), 4.62-4.65 (1H, br m), 4.29 (2H
, t. J=6.3Hz), 3.46 (2H, br s), 2.50 (5H, br m), 2
.270 (4H, br s), 1.81-1.90 (4H, br m), 1.61 (6H, s),
1.40 (3H, d, J = 6.3 Hz).

477.35

476. 30

174

1H-NMR (DMSO-D6) & : 10.08 (1H, s), 9.27 (IH, s), 8.2
0 (1H, s), 8.05 (IH, d, J=8.4H2), 7.67 (1H, d, J =
7.8 Hz), 7.10 (1H, s), 5.42 (2H, d, J = 16.5 Hz), b.
21 (1H, s), 4.625 (1H, br s), 3.43 (2H, s), 2 36-2.74
(8H, br m}, 2.14 (3H, s), 1.63-1.97 (H, br m), 1.24
-1.48 (6H, br m).

489. 40

488. 30

175

TH-NMR (DMSO-D6) &: 9.98 (1H, s), 9.31 (1H, s), 8.22
(1H, d, J=8.7Hz), 7.52 (2H, d, J=8.7Hz), 7.25
(1H, s), 5.27 (1H, d, J = 4.2 Hz), 4.65-4.68 (1H, br
m), 3.76-3.82 (5H, br m), 3.42-3.53 (6H, br m), 2.83
(1H, s), 2.66 (2H, br s), 1.72 (6H, br m), 1.39 (3H,
d J=6.3Hz).

461. 35

460. 27

176

TH-NMR (DMSO-D6) &: 9.95 (1H, s), 9.27 (1H, s), 8.18
(1H, d, J =8.4Hz), 7.52 (1H, d, J = 8.4 Hz), 7.22
(1H, s), 5.24 (1H, d, 4 = 4.8 Hz), 4.63 (1H, br s), 4
.33-4.36 (2H,m), 3.71 (4H, br s), 3.42-3.49 (BH, br m
), 3.03 (1H, br s), 2.79-2.87 (4H, br m), 2 54-2 5B (
2H, m), 1.69 (6H, br s), 1.36 (4H, d, J = 6.6 Hz), 1.
20 (1H, s).

505. 35

504. 30

171

1H-NMR (DMSO-D6) &: 10.04 (1H, s), 9.27 (1H, s), 8.1
9 (1H, d, J=1.8Hz), 7.85 (1H, d, J = 8.4 Hz), 7.69
(1H, dd, J1 = 2.1 Hz, J2 = 8.7 Hz), 7.10 (IH, s), 5.
22 (IH, d, J = 4.8 Hz), 4.59-4.63 (1H, m), 4.30-4.39
(2H, m), 4.15-4.19 (2H, m), 3.71-3.75 (2H, m), 3.61-3
.63 (2H, m), 3.59 (IH, s), 2.37-2.49 (10H, br m), 2.1
4 (3H, s), 1.88-1.95 (2H, m), 1.39 H, d, J = 6.6 Hz
-

479.35

478.28

[#88]
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178

TH-NMR (DMSO-D6) & : 10.04 (1H, s), 9.27 (IH, s), 8.19
(1H, d, J=2.1Hz), 7.85 (1H, d, J =8.4 Hz), 7.69 (1H,
dd, J1 =2.1Hz, J2=8.4Hz), 7.10 (1H, s), 5.22 (IH,
d J=428Hz), 4.59-4.63 (1H, m), 4.30-4.39 (3H, m),
4.15-4.19 (2H, m), 3.71-3.75 (2H, m), 3.61-3.63 (2H, m),
3.48-3.59 (4H, m), 2.34-2.50 (10H, br m), 1.90-1.95 (2H,
m, 1.39 (3H, d, J = 6.6 Hz).

509. 40

508. 29

179

TH-NMR (DMSO-D6) &: 10.17 (1H, s), 9.35 (1H, s), 8.30
(1H, d, J=8.4Hz), 8.22 (1H, s), 7.72 (1H, d, J=9 Hz),
7.30 (14, s), 5.30 (14, d, J=4.5Hz), 4.90 (IH, d, J
= 48 Hz), 4.68-4.73 (1H, m), 4.07-4.14 (1H, br m),
3.96-4.02 (1H, br m), 3.86-3.92 (IH, br m), 3.73-3.77
(1H, br m), 3.45 (2H, s), 2.33-2.37 (8H, br m), 2.14 (3H,
s), 1.85-2.04 (2H, br m), 1.68 (2H, br s), 1.39 (3H, d.
J = 6.6 Hz).

481.35

480. 28

180

TH-NMR (DMSO-D6) &: 10.17 (1H, s), 9.35 (1H, s), 8.32
(MH, d, J=8.4Hz), 8.22 (1H, s), 7.23 (IH, d, J=8.4
Hz), 7.29 (IH, s), 5.31 (IH, d. J =4.8 Hz), 4.82-4.98
(1H, br d), 4.67-4.71 (1H, m), 4.37 (1H, br s), 3.77-4.10
(44, m), 3.45-3.48 (4H, m), 2.39 (10H, br s), 1.97-2.03
(2H, m), 1.85 (1H, br s), 1.68 (1H, br s), 1.40 (3H, d,
J=16.3 Hz).

511.40

510.29

181

TH-NMR (DMSO-D6) & : 10.01 (1H, s), 9.27 (IH, s), 8.19
(TH, s), 7.97 (UH, d, J=8.4Hz), 7.711 (IH, d, J=8.7
Hz), 7.07 (1H, s), 5.34-5.52 (1H, br d), 5.21 (1H, d, J
= 4.5 Hz), 4.62-4.64 (1H, m), 4.92-3.36 (5H, m),
3.39-3.49 (44, m), 2.05-2.50 (12H, m), 1.42 (3H, d, J =
6.3 Hz).

497. 40

496. 27

182

TH-NMR (DMSO-D6) & : 10.02 (1H, s), 9.27 (1H, s), 8.19
(1H, s), 7.95 (1H, d, J=9 Hz), 7.70 (IH, d, J =9 Hz),
7.07 (1H, s), 5.45 (1H, d, J =60 Hz), 5.21 (IH, d, J=
6.0 Hz), 4.60-4.68 (1H, m), 3.88-4.37 (5H, m), 3.44-3.50
(4H, m), 2.09-2.54 (124, br m), 1.40 (3H, d, J = 6.0 Hz)

497.35

496. 27

183

507.4

506. 31

184

TH-NMR (CDCI3) &: 9.10 (1H, d, J = 5.5 Hz), 8.54-8.49
(2H, m), 8.26 (1H, d, J=2.3Hz), 7.72 (IH, dd, J=8.7,
2.3Hz), 6.93 (1H, s), 4.84 (1H, g, J=6.4Hz), 3.87-3.80
(6H, m), 3.50 (2H, s), 2.70 (2H, br s), 2.54-2.40 (6H,
m), 2.34-2.22 (3H, m), 1.88-1.72 (6H, m), 1.52 (3H, d,
J=26.4Hz), 1.11 (3H, d, J =5.9 Hz).

507. 4

506. 31

185

475.3

474.29

186

477. 4

476. 30
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RIS w2 (WH)* | k44 77
187 2893 | 488,30
188 2774 | 476,30
189 289.3 | 488, 30
190 2863 | 485, 25
191 2422 | 44119
192 2633 | 46225
193 2643 | 463,27
194 2633 | 46225
19 507.4 | 506, 31

TH-NWR (NS0-D6) & 10.03 (I, ). 9.31 (I, 5), 8.23

(1H, d, J=8.4Hz), 7.57 (1H, d, J =8.4 Hz), 7.26 (1H,
196 s), 5.27T (1H, d, J=4.5Hz), 4.65-4.69 (1H, m), 3.95 (2H, | 445.25 | 444. 24

s). 3.72-3.83 (4H, brm), 3.68 (1H, s), 2.88 (4H. br s).

1.73 (6H, br s), 1.40 GH, d. J = 6.6 Hz).

TH-NUR (DNSO-D6) o . 9.97 (I, 5), 9.30 (I, s, 8.22 (N,

d J=9.0H2), 7.50 (1H, d J=9.0H), 7.5 (H. 8.

5.26 (1, d, J = 6.0 H2), 4.65-4.71 (H. m), 4.30-4.34
197 | oH, m). 3.71-3.82 (H, m). 3.51 (2H, s), 2.82 (@H, d |476-30|475.27

J=6.0Hz ), 2274 (2H, d, J = 6.0 Hz), 1.72-1.73 (6H,

brm), 1.39 (H, d, J = 6.0 Ha).

TF-NIR_(ONSO-D&) 8 10.18 (IR ). 9.35 (If o).

8.22-8.32 (2H, m), 7.70-7.73 (1H, m), 7.30(1H, s), 5.31

(H, d, J=3.0Hz), 4.89 (IH, d, J = 45.0 Hz), 4. 65-4. 71
198 (1H, m), 4.01-4.13 (2H, m), 3.82 (2H, s), 3.43 (2H, d, | 481.30 | 480. 28

J=12.0Hz ), 2.37 (8H, br s), 2.15 (3H, s), 1.98-2.08

(2H m), 1.75-1.84 (1, m), 1.69 (1H, br m). 1.42 (3H,

d).

H-NIR_OWS0-D6) & 10.18 (I, ). 9.36 (Il o,

8.23-8.32 OH, m), 7.72-7.73 (1H, br m), 7.31 (IH, s),

5.30 (IH, s), 4.89 (1H, d. J = 48.0 Hz). 4.58 (2H, s).
199 4.02-4.11 (2H, m), 3.82 (2H, s), 3.49 (4H, s), 1.99-2.50 511.35510.20

(10H, br m), 1.69-1.84 (4H, brm), 1.42 GH, d, J = 8.0

Hz).

TH-NHR (DWS0-D6) 3 9.98 (1N, 5), 9.30 (I, s), 8,22 (R,

d J=8.7Hz), 7.52 (1H, d, J=8.4 Hz), 7.25 (IH, s),

596 (1H d J=6.0Hz), 4 65-4.69 (I m), 3.71-3.82
2001 m). 3.34-3.48 (4H, m). 3.01-3.06 (1H, m), 2.80-2 86 | +7>-30 [474.29

4H m. 2.57-2.61 (2H. m. 2.24 (3H, s), 1.72 (6H, br,

s), 1.39 @, d J = 6.3 Ha)
[£290]
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201

TH-NMR (DMSO-D6) &: 10.09 (1H, s), 9.32 (1H, s), 8.2
6 (1H, d, J =8.4 Hz), 7.68 (IH, d, J =8.4 Hz), 7.25
(1H, s), 5.26 (1H, d, J = 4.5 Hz), 4.65-4.69 (IH, m)
, 4.54 (IH, t, 5.4 Hz), 3.87 (2H, s), 3.83 (2H, s), 3
.74-3.78 (4H, m), 3.55-3.61 (2H, m), 2.78-2.82 (2H, m
), 1.69-1.73 (6H, br, m), 1.41 (3H d, J =6.3 Hz).

436. 25

435.24

202

TH-NMR (CDCI3) &: 9.08 (IH, s), 8.58-8.47 (2H, m), 8
.29 (IH, d, J=20Hz), 7.74 (1H, dd, J=18.5, 2.2 H
z), 6.84 (IH, s), 5.93 (1H, br s), 4.28-4.16 (1H, m),
3.89-3.72 (4H, m), 3.61 (2H, t, J = 5.4 Hz), 3.52 (2
H s), 2.94-2.29 (124, m), 1.96-1.62 (6H, m), 1.30 (3
H, d, J =519 Hz).

507.4

506. 31

203

1H-NMR (CDGI3) &: 9.10 (1H, s), 8.72-8.61 (2H, m), 8
.36 (IH, d, J=2.4Hz), 7.76 (1H, dd, J=9.0, 2.7 H
z), 6.85 (1H, s), 5.90 (1H, br s), 4.28-4.16 (1H, m),
3.88-3.71 (BH, m), 3.27 (2H, t, J = 5.4 Hz), 2 94-2.
73 (2H, m), 1.98-1.59 (6H, m), 1.30 (3H, d, J = 6.3 H
7).

463. 3

462. 25

204

TH-NMR (CDCI3) &: 9.05 (1H, s), 8.36 (1H, d, J=8.3
Hz), 8.21 (1H, s), 7.42 (1H, d, J = 8.3 Hz), 6.82 (1
H s), 5.94 (1H, br s), 4.26-4.16 (1H, m), 3.87-3.66
(8H, m), 3.03-2.72 (8H, m), 1.93-1.62 (6H, m), 1.29 (
3H, d, J =5.9 Hz). :

464.3

463. 27

205

1H-NMR (CDCI3) &: 9.06 (IH, s), 8.60 (IH, d, 4 =8.7
Hz), 8.49 (iH, br s), 8.29 (IH, d, J = 1.4 Hz), 7.72
(1H, dd, J = 8.7, 1.8 Hz), 6.87 (1H, s), 5.22 (2H, b
rs), 420 (1H, t, J = 8.0 Hz), 4.12-4.04 (1H, m), 4.
03-3.95 (1H, m), 3.90 (1H, t, J = 8.0 Hz), 3.57-3.45
(3H, m), 2.99-2.83 (4H, m), 2.56-2.35 (4H, m), 2.28 (
2H, g, J=7.3 Hz), 2.02-1.86 (44, m), 1.61-1.47 (4H,
m).

481.3

486. 29

206

1H-NMR (CDCI3) & : 9.07 (IH, s), 8.62-8.45 (2H, m), 8
.29 (1H, &), 7.73 (1H, d, J = 8.2 Hz), 6.88 (1H, s),
4,20 (1H, t, J =8.0 Hz), 4.12-4.04 (1H, m), 4.03-3.7
6 (6H, m), 3.59-3.44 (3H, m), 2.98-2.84 (4H, m), 2.54
-2.37 (4H, m), 2.29 (2H, q, J = 7.3 Hz), 1.93-1.65 (6
H m.

475.3

474,29

201

TH-NMR (CDCI3) &: 9.04 (1H, s), 8.65 (HH, d, J =9.6
Hz), 8.36 (IH, s), 7.04 (1H, d, J = 10.1 Hz), 6.87 (
iH, s), 5.15 (2H, br s), 4.19 (1H, t, J = 8.0 Hz), 4.
12-4.04 (1H, m), 4.03-3.95 (iH, m), 3.89 (IH, t, J =
7.8 Hz), 3.62-3.46 (5H, m), 3.08-3.01 (4H, m), 2.28 (
M, q. J=7.3 Hz), 1.99-1.82 (4H, m), 1.59-1.45 (4H,
m).

414.3

473. 27
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208

1H-NMR (CDCI3) &: 9.05 (1H, s), 8.62 (IH, d, J = 10.
1 Hz), 8.40 (IH, s), 7.07 (1H, d, J = 9.6 Hz), 6.89 (
1H, s), 4.19 (1H, t, J = 7.8 Hz), 4.12-4.04 (1H, m),

4.03-3.88 (2H, m), 3.86-3.74 (4H, m), 3.63-3.48 (5H,

m, 3.10-3.01 (4H, m), 2.34-2.24 (2H, m), 1.88-1.62 (
6H, m).

462. 3

461.27

209

TH-NMR (CDC13) &: 9.13-9.07 (1H, m), 8.49-8.40 (1H,
m), 8.32-8.17 (1H, m), 7.57-7.47 (1H, m), 6.97-6.92 (
1H, m), 4.91-4.57 (3H, m), 4.06-3.76 (7H, m), 3.28-3.
15 (1H, m), 3.07-2.80 (3H, m), 2.26-2.06 (1H, m), 1.9
5-1.61 (9H, m), 1.54 QH, d, J = 6.4 Hz).

503. 4

502. 28

210

1H-NMR (CDCI3) &: 9.14-9.06 (1H, m), 8.49-8.40 (1H,
m), 8.30-8.14 (1H, m), 7.58-7.47 (1H, m), 6.99-6.90 (
H m, 4.91-4.81 (1H, m), 4.80-4.65 (2H, m), 4.03-3.
19 (6H, m), 3.34-2.79 (7H, m), 2.15-1.66 (8H, m), 1.5
4 (3H, d, J = 6.3 Hz).

503.3

502. 28

21

TH-NMR (DMSO-D6) & : 10.17-10.05 (1H, m), 9.31 (1H, s
), 8.36-8.22 (1H, m), 7.65 (1H, d, J = 8.8 Hz), 7.25
(1H, s), 5.28 (1H, d, J = 4.4 Hz), 4.89-4.52 (3H, m),
3.93-3.59 (7H, m), 3.04-2.71 (3H, m), 2.60-2.44 (IH,
m), 1.87-1.13 (15H, m).

517.4

516. 30

212

IH-NMR (DMSO-D6) & : 10.16-10.07 (1H, m), 9.31 (IH, s
). 8.36-8.23 (1H, m), 7.66 (1H, d, J = 8.3 Hz), 7.28-
1.22 (1H, m), 5.28 (1H, d J = 4.4 Hz), 4.83-4.54 (4H
, m), 4.25-4.04 (2H, m), 3.92-3.64 (6H, m), 3.09-2.73
(3H, m), 2.59-2.49 (1H, m), 1.92-1.59 (8H, m), 1.38
(8H, d, J = 6.8 Hz).

519.3

518.28

213

TH-NMR (CDG13) & : 9.13-9.07 (1H, m), 8.51-8.41 (1H,
m), 8.34-8.18 (1H, m), 7.58-7.46 (1H, m), 6.99-6.90 (
1H, m), 4.92-4.63 (3H, m), 4.39-4.29 (1H, m), 4. 25-4.
15 (1H, m), 4.06-3.79 (6H, m), 3.27-3.15 (1H, m), 3.1
1-2.87 (3H, m), 2.31-2.17 (1H, m), 2.08-1.66 (7H, m),
1.54 (3H, d, J =6.8 Hz).

519.3

518.28

214

TH-NMR (CDCI3) & : 9.13-9.07 (1H, m), 8.49-8.39 (1H,
m), 8.32-8.15 (1H, m), 7.57-7.47 (H, m), 6.97-6.92 (
1H, m), 4.86 (1H, q, J = 6.4 Hz), 4.81-4.64 (2H, m),
4.01-3.76 (6H, m), 3.16-2.62 (7H, m), 1.98-1.46 (13H,
m.

517.4

516. 30

215

TH-NMR (CDCI3) &: 9.13-9.07 (1.0H, m), 8.45 (1.0H, d
, J=8.7Hz), 832-8.17 (1.0H, m), 7.58-7.43 (1.CH,

m), 6.97-6.92 (1.04, m), 4.91-4.73 (2.3H, m), 4.51-4.
31 (1.7H, m), 4.09-3.42 (8.0H, m), 3.05-2.84 (3.0H, m
), 2.38-2.17 (1.0H, m), 1.94-1.70 (6.0H, m), 1.54 (3.
OH, d, J = 6.4 Hz).

489. 3

488. 26
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216

1H-NMR (CDCI3) &: 9.13-9.06 (1H, m), 8.49-8.38 (1H,
m, 8 .29-8.14 (tH, m), 7.58-7.46 (1H, m), 6.99-6.90 (
iH, m), 4.93-4.78 (2H, m), 4.74-4.59 (1H, m), 4.37-4.
26 (1H, m), 4.12-3.76 (7H, m), 3.76-3.63 (1H, m), 3.2
5-3.23 (6H, m), 1.94-1.68 (6H, m), 1.54 (3H, d, J =6
.3 Ha).

519.3

918.28

217

TH-NMR (DMSO-D6) &: 9.99 (1H, s), 9.31 (IH, s), 8.26
(H, d, J=28.4Hz), 7.52 (1H, d, J=8.7 Hz), 7.26
(1H, s), 6.00 (2H, br s), 5.26 (1H, br s), 4.66-4.67
(1H, br m), 3.60-3.66 (4H, m), 3.82 (2H, s), 2.72-2.9
3 (5H, m), 2.56-2.60 (2H, m), 1.72-1.73 (6H, br m), 1
.69-1.73 (6H, br, m), 1.39 (3H, d, J = 6.3 Hz).

449.1

448.27

218

TH-NMR (DMSO-D6) :  &: 10.04 (1H, s), 9.28 (IH, s),
8.29 (1H ,d, J=09.0Hz), 808 (IH, d, J = 2.9 Hz),
7.51 (IH,d, J =12 Hz), 7.21 (1H, s), 5.23 (3H, d, J
= 18 Hz), 4.63-4.67 (1H, m), 4.43 (2H, br s), 3.54 (2
H, s), 2.79-2.82 (2H, s), 2.26-2.28 (4H, s), 1.96(2H,
br s), 1.76 (6H, s), 1.46 (4H, d, J =9 Hz), 1.39 (3

H, d, J =16 Hz)

506. 30

505. 28

219

TH-NMR (DMSO-D6) &: 9.85 (1H, s), 9.23 (1H, s), 8.05

(1H, s), 7.86 (I1H, d, J = 9 Hz), 7.04 (1H, s), 5.34-
5.52 (1H, br s), 5.19 (1H, d, J = 3 Hz), 4.61-4.64 (1
H, m), 3.89-4.38 (6H, m), 3.49 (2H, d, 4 =9 Hz), 2.7
3 (2H, s), 2.19 (4H, d, J =6 Hz) 2.04 (2H, s), 1.64
(24, d, J=9Hz), 1.39 (3H, d, J = 6 Hz)

498. 30

497.26

220

1H-NIR (DMSO-D6) &: 9.99 (1H, s), 9.27 (1H, s), 8.2/
(1H, d, J =9 Hz), 8.05-8.06 (IH, s), 7.49 (IH, d, J
=12 Hz), 5.19-5.25 (3H, m), 4.61-4.68 (1H, m), 4.40

-4.45 (1H, m), 2.96 (2H, d, J =12 Hz), 2.62 (2H, d,

J=3Hz), 1.93 (24, d, J =9 Hz), 1.94 (4H, s), 1.37

-1.52 (9H, m)

462. 25

461.25

221

1H-NMR (DMSO-D6) &: 9.81 (1H, s), 9.22 (1H, s), 8.03
(1H, s), 7.85 (1H, d, J=9Hz), 7.49 (1H, d, J=9
Hz), 7.04 (1H, s), 5.34-5.52 (iH, br s), 5.18 (1H, d,
J =6 Hz), 4.61-4.64 (14, m), 4.42 (1H, s), 4.36-4.4
1 (4H, m), 2.95 (2H, d, J = 18 Hz), 2.60 (2H, d, J =
3 Hz), 2.24-2.25 (3H, m), 2.10 (2H, d, J =15 Hz), 1.

38-1.50 (5H, m)

454.25

453.23

222

TH-NMR (DMSO-d6) &: 9.30 (1H, s), 8.21(1H, d, J = 0.
0 Hz), 8.06 (IH, d, J = 3.0 Hz), 7.48-7.52 (1H, m), 7
.27 (1H, s), 4.72-4.96 (1H, m), 4.65-4.69 (1H, m), 4.

39-4.40 (1H, m), 4.01-4.07 (2H, m), 3.87-3.93 (1H, m)

, 3.65-3.73 (1H, br m), 3.49-3.53 (2H, m), 2.75 (2H,
br s), 2.32-2.45 (2H, m), 2.29-2.32 (2H, m) , 1.84-2.
07 (5H, br m) , 1.64-1.67 (3H, m) , 1.39 (3H, d, J =
3.0 Hz)

512.25

511.27
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TH-NMR (CDCGI3) &: 9.12-9.
8.29-8.12 (1H, m), 7.55-7.
5.41-5.14 (2H, br m), 4.9
m), 3.29-3.13 (2H, m), 3.

m), 2.07-1.45 (13H, m).

05 (1H, m), 8.52-8.42 (1H, m),
44 (1H, m), 6.96-6.88 (1H, m),
0-4.68 (3H, m), 4.11-3.83 (3H,
04-2.91 (2H, m), 2.45-2.11 (5H,

529.3

528. 30

224

TH-NMR (CDCI3) &: 9.12-
5.36-5.18 (2H, br m), 4.
m,

m), 2.06-1.45 (13H, m).

9.05 (1H, m), 8.51-8.42 (1H, m),
8.28-8.12 (1H, m), 7.54-7.43 (1H, m), 6.95-6.88 (1H, m),
89-4.69 (3H, m), 4.11-3.83 (3H,
.27-3.12 (2H, m), 3.03-2.91 (2H, m), 2.45-2.10 (5H,

529.4

528.30

225

1.86-1.67 (4H, m), 1.55-1.34 (7H, m).

3

2 _
TH-NMR (DMSO-D6) &': 10.22-10.14 (1H, m), 9.29 (iH, s),
8.30-8.18 (1H, m), 7.64 (1H, d, J = 8.7 Hz), 7.22 (iH,
s), 5.32-5.13 (3H, m), 4.71-4.57 (3H, m), 3.87-3.74 (2H,
m, 3.37 (H, t, J = 13.5 Hz), 2.92-2.73 (3H, m),
2.66-2.29 (2H, m), 2.26-2.19 (3H, m), 2.08-1.86 (2H, m),

529.3

528.30

226

TH-NMR (CDC13) &: 9.10-9.04 (1H, m), 8.51-8.43 (1H, m),
8.22-8.08 (1H, m), 7.54-7.43 (1H, m), 6.95-6.89 (1H, m),
5.37-56.16 (2H, br m), 4.89-4.62 (3H, m), 4.05-3.79 (3H,
m), 3.41-3.28 (1H, m), 3.03-2.90 (3H, m), 2.86-2.76 (1H,
m, 2.72-2.59 (1H, m), 2.53-2.43 (iH, m), 2.42-2.36 (3H,
m), 2.23-2.07 (2H, m), 2.02-1.85 (4H, m), 1.61-1.48 (7H,

m).

529.4

528.30

221

545.3

544.29

228

1H-NMR (CDCI3) &: 9.
8.23-8.08 (1H, m), 7.
5.37-5.17 (2H, br m),
m, 3.47-3.40 (2H, m
m, 2.00-1.88 (44, m
m).

10-8.
53-1.
4.8
), 3.02
), 1.85

05 (1H, m), 8.50-8.41 (1H, m),
44 (1H, m), 6.94-6.89 (1H, m),
8-4.70 (3H, m), 4.03-3.88 (3H,
-2.91 (2H, m), 2.66-2.54 (4H,
-1.60 (5H, m), 1.60-1.49 (6H,

529.3

528. 30

229

TH-NMR (DMSO-D6) & : 10.24-10.10 (1H, m),
m), 8.30-8.15 (1H, m), 7.71-7.36 (24, m),
m), 5.63-5.02 (4H, m), 4.71-4.48 (3H, m),
m), 3.88-3.57 (5H, m), 3.22-2.70 (3H, m)
m), 1.56-1.25 (8H, m).

]
1.
4
1

3

25-
.33

87

.31-9.25 (1H,
7.16 (1H,
-4.18 (1H,
-1.66 (4H,

531.3

530. 28

230

515.3

514.28

231

1H-NMR (CDCGI3) & 9.11-9.05 (1H, m), 8.51
8.23-8.11 (IH, m), 7.53-7.45 (1H, m), 6 95-
5.38-5.06 (3H, m), 4. 89 4.68 (3H, m), 4.06-
3.57-3.42 (2H, m), 3.06-2.83 (5H, m), 2.67-
2.29-1.84 (6H, m), 1.79-1.47 (TH, m).

-8.42 (1H, m),
6.89 (1H, m),
3.83 (3H, m),
2.56 (1H, m),

b47.4

546. 29

[#94]
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232

TH-NMR (CDCI3) &: 9.10-9.05 (1H, m), 8.52-8.43 (1H,
m, 8.23-8.11 (1H, m), 7.53-7.45 (1H, m), 6.95-6.90 (
1H, m), 5.37-5.16 (2H, br m), 4.88-4.66 (3H m), 4.39
-4.28 (1H, m), 4.05-3.81 (3H, m), 3.62-3.51 (2H, m),
3.10-2.85 (4H, m), 2.84-2.76 (1H, m), 2.66-2.56 (1H,
m, 2.20-1.45 (134, m).

545.3

544.29

233

TH-NMR (CDCI3) &: 9.10-9.05 (1H, m), 8.52-8.43 (1H,
m, 8.23-8.10 (1H, m), 7.54-7.45 (iH, m), 6.95-6.90 (
1H, m), 5.37-5.16 (2H, br m), 4.88-4.66 (3H, m), 4.39
-4.28 (1H, m), 4.05-3.81 (3H, m), 3.62-3.51 (2H, m),
3.09-2.86 (4H, m), 2.84-2.76 (1H, m), 2.66-2.56 (1H,
m, 2.21-1.47 (13H, m).

545. 4

544. 29

234

IH-NMR (CDCI3) & : 9.10-9.05 (IH, m), 8.53-8.45 (iH,
m), 8.24-8.10 (1H, m), 7.54-7.45 (1H, m), 6.95-6.89 (
1H, m), 5.36-5.16 (2H, br m), 4.88-4.73 (4H, m), 4.59
-4.51 (3H, m), 4.10-3.93 (2H, m), 3.74 (IH, t, J = 5.
9 Hz), 3.58-3.52 (2H, m), 3.04-2.91 (2H, m), 2.03-1.8
4 (4H, m), 1.61-1.48 (7H, m).

531.3

530. 28

235

TH-NMR (CDCI3) &: 9.10-9.05 (1H, m), 8.52-8.43 (1H,
m), 8.20-8.06 (1H, m), 7.52-7.44 (1H, m), 6.95-6.89 (
1H, m), 5.36-5.05 (3H, m), 4.88-4.79 (1H, m), 4.75-4.
61 (2H, m), 4.03-3.75 (5H, m), 3.53-3.46 (2H, m), 3.3
8-3.24 (2H, m), 3.03-2.89 (2H, m), 2.02-1.85 (4H, m),
1.60-1.49 (7H, m).

533.3

532. 27

236

TH-NMR (CDCI3) & : 9.10-9.05 (1H, m), 8.51-8.43 (1H,

m, 8.20-8.06 (1H, m), 7.52-7.43 (1H, m), 6.95-6.89 (
1H, m), 5.36-5.16 (2H, br m), 4.88-4.58 (7H, m), 4.06
-3.72 (3H, m), 3.56-3.50 (4H, m), 3.40-3.34 (2H, m),

3502_2' 88 (2H, m), 2.01-1.87 (4H, m), 1.60-1.49 (7H,

o _

557.3

556. 29

231

TH-NMR (CDCI3) &: 9.11-9.05 (1H, m), 8.52-8.42 (1H,
m)y, 8.27-8.12 (1H, m), 7.50 (IH, d, J = 8.7 Hz), 6.95
-6.89 (1H, m), 5.38-4.67 (5H, m), 4.34-3.82 (3H, m),
3.12-2.90 (4H, m), 2.31-1.49 (20H, m), 1.42-1.22 (1H,
m.

543. 4

542. 31

238

1H-NMR (CDCI3) &: 9.11-9.05 (1H, m), 8.52-8.42 (1H,
m, 8.25-8.10 (1H, m), 7.50 (1H, d, J = 8.7 Hz), 6.95
-6.89 (1H, m), 5.42-4.68 (5H, m), 4.34-3.85 (3H, m),
3.07-2.89 (44, m), 2.28-1.49 (20H, m), 1.39-1.21 (1H,
m) .

543. 4

542. 31

239

TH-NMR (CDCI3) &: 9.10-9.05 (1H, m), 8.52-8.43 (1H,
m), 8.23-8.08 (1H, m), 7.54-7.42 (1H, m), 6.95-6.90 (
1H, m), 5.36-5.16 (2H, br m), 4.89-4.43 GH, m), 4.14
-3.79 (2H, m), 3.73-3.48 (4H, m), 3.38-3.27 (2H, m),
2.93 (2H, t, J=57Hz), 2.37-2.31 (3H, m), 2.04-1.4
8 (11H, m).

515.4

514.28

[#95]

176



CN 110036012 A

" BB B

154/170 7

[1181]

[1182]

5 76 1
%%

NMR ¢ 4%

(M+H)*

LR Y

240

fH-NMR (CDCI3) &: 9.12 (1H, br s), 8.58-7.92 (2H, m)
, 1.42-7.28 (1H, br m), 6.92 (1H, s), 5.38-5.12 (2H,
br m, 4.84 (1H, q J=6.4 Hz), 3.67 (2H, t, J = 6.4
Hz), 3.54-3.39 (24, m), 3.23-3.12 (I1H, m), 3.09-2.91
(4H, m), 2.81-2.59 (2H, m), 2.41 (3H, s), 2.02-1.72
(4H, m), 1.61-1.46 (7H, m).

487.3

486. 29

241

IH-NMR (DMSO-D6) &: 9.95 (1H, s), 9.29 (IH, s), 8.2
7 (HH, d, J=9Hz), 826 (1H, d, J =3 Hz), 7.48 -7.
52 (1H, m), 7.24 (1H, s), 5.25 (1H, d, J = 4.2 Hz), 4
.64-4.68 (IH, m), 4.28-4.32 (4H, m), 3.08-3.12 (1H, b
rm, 2.73-2.80 (1H, m), 2.54-2.61 (2H, m), 2.00 (1H,
br s), 1.69-1.71 (7H, br m), 1.43-1.60 (2H, m), 1.3
9 (3H, d, J =6.6 Hz).

450. 20

449.25

242

IH-NMR (DMSO-D6) & : 10.01 (1H, s), 9.28 (1H, s), 8.
28 (IH, d, J =9 Hz), 806 (IH, d, J =3 Hz), 7.48 -7
.52 (1H, m), 7.21 (1H, s), 5.24 (1H, d, J = 4.5 Hz),
5.19 (1H, br s), 4.63-4.66 (1H, m), 4.25-4.30 (1H, m)
, 3.09 (1H, d, J =12.3 Hz), 2.73-2.80 (1H, m), 2.54
(2H, br s), 2.02-2.05 (1H, br m), 1.59 -1.76 (5H, m)
, 1.40 -1.55 (9H, m).

462. 20

461.25

243

TH-NMR (DMSO-D6) &: 9.98 (1H, s), 9.31 (IH, s), 8.1
9 (IH, d, J=9Hz), 8.06 (1H, d J=27Hz), 7 46-7
.50 (1H, m), 7.27 (1H, s), 5.27 (IH, d, J = 4.5 Hz),
4.73-4.92 (1H, br m}, 4.66-4.70 (1H, m), 4.38-4.42 (
1H, m), 3.78-4.11 (4H, m), 2.92-2.99 (2H, br m), 2.5
6-2.60 (2H, m), 1.83-2.20 (6H, m), 1.66 (1H, br s), 1
.38-1.51 (5H, m).

468. 25

467.24

244

449. 15

448. 23

245

1H-NMR (DMSO-D6) & : 10.01 (1H, s), 9.24 (1H, s), 8.
28 (1H, d, J = 2.4 Hz), 801 (1H, d, J=28.7Hz), 7.7
6 (IH, dd, J1 =120 Hz, J2 = 2.7 Hz), 6.98 (1H, s),
5.06 (1H, d, J =5.1 Hz), 4.87-4.89 (1H, m), 4.38-4.
40 (1H, m), 4. 16-4. 18 (1H, m), 3.88-3.92 (1H, m), 3.6
1-3.65 (2H, m), 3.41 (2H, s), 3.01-3.05 (2H, m), 2.85
(1H, br s), 1.83-2.09 (4H, m), 1.62-1.69 (2H, m), 1.
674 (3H, d, J = 6.3 Hz), 0.86-0.91 (3H, m)

463. 20

462. 25

246

1H-NMR (DMSO-D6) & : 10.01 (1H, s), 9.24 (iH, s), 8.
28 (IH, d, J =2.4Hz), 801 (1H, d, J=8.7Hz), 7.7
6 (1H, dd, J1 =120 Hz, J2 = 2.7 Hz), 6.98 (IH, s),
5.06 (1H, d, J = 5.1 Hz), 4.87-4.89 (1H, m), 4.38-4.
40 (1H, m), 4.16-4.18 (1H, m), 3.88-3.92 (1H, m), 3.6
1-3.65 (2H, m), 3.41 (2H, s), 3.01-3.05 (2H, m), 2.85
(1H, br s), 1.83-2.09 (4H, m), 1.62-1.69 (2H, m), 1.
674 (3H, d, J = 6.3 Hz), 0.86-0.91 (3H, m)

463. 20

462. 25
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TH-NMR (DMSO-D6) &' : 9.92 (IH, s), 9.23 (IH, s), 8.19
(HH, s), 7.95 (1H, d, J=9.0 Hz), 7.70 (IH, d, J =
9.0 Hz), 6.98 (1H, s), 5.06 (1H, d, J = 6 Hz), 4.89 (
1H, m), 4.4 (2H, m), 4.18-4.14 (1H, m), 3.91-3.88 (IH
, m), 3.44 (44, br s), 2.51 (10H, br s), 2.11-1.83 (4
H om , 1.69-1.62 (2H, m), 1.16 (3H, d, J = 6 Hz), 0.
91-0.86 (3H, m).

507. 30

506. 31

248

TH-NMR (DMSO-D6) & : 9.92 (1H, s), 9.23 (1H, s), 8.20
(1H, s), 7.98 (1H, d, J=9.0Hz), 7.70 (1H, d, J =
6.0 Hz), 7.02 (1H, s), 5.12 (1H, d, J = 6 Hz), 4.85-4
.83 (1H, m), 4.45-4.43 (14, m), 4.20-4.16 (1H, m), 3.
91-3.87 (1H, m), 3.48 (4H, br s), 2.50 (10H, br s), 2
.12-1.83 (4H, m) , 1.67-1.60 (2H, m), 1.16 (3H, d, J
= 6 Hz), 0.89-0.84 (3H, m).

507.30

506. 31

249

TH-NMR (DMSO-D6) &: 10.19 (1H, s), 9.34 (IH, s), 8.4
0 (1H, d, J =9 Hz), 8.25 (1H, s), 7.74-7.78 (1H, m),
7.27 (1H, s), 5.27 (IH, d, J = 3 Hz), 4.64-4.72 (2H,
m, 3.70-3.88 (4H, m), 3.47-3.49 (4H, m), 3.32-3.38
(2H, m), 3.01 (2H, s), 2.72-2.73 (2H, s), 1.68-1.74 (
6H, m), 1.40 (3H. d. J = 6 Hz)

507. 25

506. 28

250

TH-NMR (DMSO-D6) &: 9.85 (1H, s), 9.28 (IH, s), 8.0
4 (IH, d, J=3Hz), 7.85 (IH, d, J = 9.3 Hz), 7.47 -
7.51 (H, m), 7.04 (1H, s), 5.34 -5.52 (1H, br m), 5.
19 (1H, d, J = 4.8 Hz), 4.61-4.64 (1H, m), 3.89-4.32
(6H, m), 3.05-3.15 (IH, br m), 2.75-2.79 (24, m), 2.5
4 (2H, br s), 2.03-2.24 (3H, br m), 1.68 -1.71 (1H,
m, 1.45-1.53 (2H, m), 1.39 (3H, d, J = 6.6 Hz).

454.15

453.23

251

TH-NMR (DMSO-d6) & : 10.00 (IH, s), 9.31 (IH, s), 8.2
0(CtH, d, J=9.3 Hz), 8.06 (IH, d, J =3.0 Hz), 7.46-
7.50 (1H, m), 7.27 (14, s), 5.27 (1H, d, J = 4.5 Hz),
4.75-5.01 (1H, m), 4.66-4.70 (1H, m), 4.23-4.26 (1H,
m, 3.78-4.19 (4H, m), 3.07-3.12 (1H, m), 2.72-2.78
(1H, m), 2.50-2.55 (2H, m), 1.97-2.03 (4H, m), 1.64-1
.83 (2H, m), 1.49-1.59 (2H, m), 1.38-1.47 (3H, m).

468. 20

467.24

252

TH-NMR (DMSO-d6) &: 9.97 (IH, s), 9.29 (IH, s), 8.27
(MH, d, J =9.0Hz), 8.06 (1H, d, J = 2.7 Hz), 7.49-]
.53 (1H, m), 7.24 (1H, s), 5.26 (IH, d, J = 4.8 Hz),
4.64-4.68 (1H, m), 4.35-4.39 (2H, m), 3.71-3.77 (4H,
m), 3.46-3.52 (2H, m), 3.01 (1H, d, J =11.4 Hz), 2.6
5-2.69 (1H, m), 2.40-2.45 (2H, m), 2.12-2.18 (2H, m),
1.97-2.08 (1H, m), 1.62-1.78 (7H, br s), 1.48-1.60 (
1H, m), 1.30-1.45 (4H, m).

494. 20

493. 28
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1H-NMR (DMSO-d6) &: 10.02 (1H, s), 9.28 (1H, s), 8.28
(1H, d, J=9.0Hz), 8.07 (IH, d, J=2.4 Hz), 7.49-7.53
(1H, m), 7.22 (1H, s), 5.19-5.26 (3H, m), 4.61-4.69 (1H,
m, 4.39 (2H, br s), 3.49 (2H, d, J=3.9 Hz), 3.01 (2H,
d J=87Hz), 2.67-2.73 (1H, m), 2.35-2.45 (2H, s),
1.98-2.27 (3H, m), 1.77 (5H, br m), 1.38-1.56 (9H, m).

506. 30

505. 28

254

1H-NMR (DMSO-d6) & : 9.83 (1H, s), 9.19 (1H, s), 8.00 (1H,
d, J=3.0Hz), 7.82 (1H, d, J=9.0Hz), 7.45-7.49 (1H.
m), 7.01 (1H, s), 5.31-5.49 (1H, m), 5.15 (1H, d, J=4.8
Hz), 4.57-4.61 (1H, m), 3.87-4.36 (6H, m), 3.42-3.48 (ZH,
m, 2297 (1H, d, J=7.2Hz), 2.62-2.67 (1H, m), 2. 37-2.47
(2H, m), 1.99-2.23 (5H, m), 1.47-1.59 (1H, m), 1.34-1.36
(3H, m.

498. 20

497. 26

255

1H-NMR (DMSO-D6) & : 10.03 (1H, s), 9.31 (1H, s), 8.20
(1H, d, J=9 Hz), 8.06 (1H, d, J =2.7 Hz), 7.48-1.52
(1H, m), 7.27 (1H, s), 5.28 (1H, d, J=4.5 Hz), 4.80-4.96
(1H, br m), 4.66-4.70 (1H, m), 4.37 (24, br s),
3.78-4.10 (4H, m), 3.49 (2H, d, J = 6.4 Hz), 3.02-3.00
(1H, br m), 2.66-2.73 (1H, m), 2.49 (2H, br s),
1.97-2.27 (5H, m), 1.53-1.97 (4H, m), 1.38-1.42 (4H, m).

512.25

511.27

256

461.3

460. 23

257

449.3

448. 23

258

463. 3

462. 25

259

569. 3

568. 26

260

463. 3

462. 25

261

463. 21

462. 25

262

TH-NMR (CDCI3) &: 9.09 (1H, s), 8.51-8.43 (1H, m),
8.27-8.18 (1H, m), 7.53-7.44 (1H, m), 6.95-6.90 (1H, m),
5.36-5.18 (2H, br m), 4.89-4.71 (3H, m), 4.01-3.89 (3H,
m), 3.79-3.64 (1H. m), 3.33-3.26 (2H, m), 3.07-2.91 (2H,
m), 2.86-2.73 (2H, m), 2.34-2.22 (2H, m), 2.02-1.81 (6H,
m, 1.74-1.41 (9H, m).

559. 4

558. 31

263

TH-NMR (CDCI3) & : 9.10-9.05 (1H, m), 8.52-8.42 (1H, m),
8.23-8.07 (1H, m), 7.53-7.44 (1H, m), 6.95-6.90 (1H, m),
5.37-5.17 (2H, br m), 4.88-4.70 (3H, m), 4.02-3.86 (3H,
m), 3.65-3.55 (2H, m), 3.34-3.28 (2H, m), 3.06-2.90 (2H,
m), 2.82-2.32 (10H, m), 2.02-1.86 (4H, m), 1.62-1.49 (7H,
m.

588.4

587.33
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264

1H-NMR (CDGCI3) &: 9.10-9.05 (1H, m), 8.52-8.42 (1H,
m), 8.20-8.05 (1H, m), 7.53-7.44 (1H, m), 6.95-6.89 (
1H, m), 5.36-5.18 (2H, br m), 4.88-4.71 (3H, m), 4.02
-3.88 (BH, m), 3.34-3.27 (2H, m), 3.08-2.89 (2H, m),
2.78-2.20 (11H, m), 2.02-1.87 (4H, m), 1.61-1.50 (7H,
m).

b58. 4

567. 32

265

TH-NMR (CDCI3) & : 9.10-9.05 (1H, m), 8.51-8.42 (1H,
m), 8.22-8.09 (1H, m), 7.52-7.43 (1H, m), 6.95-6.89 (
1H, m), 5.37-56.17 (2H, br m), 4.84 (1H, q, J = 6.4 Hz
), 4.73-4.61 (2H, m), 3.95-3.74 (2H, m), 3.45-3.26 (1
OH, m), 3.02-2.88 (2H, m), 2.31-2.24 (3H, m), 2.01-1.
86 (4H, m), 1.60-1.50 (7H, m).

570.4

569. 32

266

TH-NMR (CDCI3) &: 9.10-9.05 (1H, m), 8.48-8.39 (1H,
m), 8.17-8.03 (1H, m), 7.55-7.45 (iH, m), 6.97-6.91 (
1H, m), 4.91-4.81 (1H, m), 4.80-4.58 (6H, m), 4.03 (1
H, br s), 3.95-3.73 (6H, m), 3.56-3.50 (4H, m), 3.40-
3.34 (2H, m), 3.01-2.88 (2H, m), 1.92-1.70 (6H, m), 1
.53 (3H, d, J = 6.4 Hz).

545.3

544.29

267

TH-NMR (CDCI3) & : 9.10-9.05 (1H, m), 8.51-8.42 (1H,
m. 8.23-8.10 (1H, m), 7.52-7.44 (iH, m), 6.95-6.89 (
1H, m), 5.34-5.19 (2H, br m), 4.84 (1H, g, J = 6.4 Hz
), 4.73-4.62 (2H, m), 4.24-4.12 (1H, m), 4.04-3.76 (3
H m), 3.41-3.28 (6H, m), 3.03-2.87 (2H, m), 2.59-2.4
6 (2H, m), 2.09-1.86 (6H, m), 1.67-1.52 (7TH, m).

571.4

570. 31

268

1H-NMR (CDCI3) & : 9.11-9.05 (1H, m), 8.48-8.38 (1H,
m, 8.21-8.08 (IH, m), 7.54-7.46 (1H, m), 6.97-6.90 (
iH, m), 4.86 (1H, g, J = 6.4 Hz), 4.74-4.62 (2H, m),
4,23-3.98 (2H, m), 3.94-3.76 (6H, m), 3.41-3.28 (6H,
m), 3.03-2.86 (2H, m), 2.58-2.46 (2H, m), 2.09-1.97 (
2H, m), 1.92-1.58 (6H, m), 1.54 (3H, d, J = 6.4 Hz).

559.4

5b8. 31

269

1H-NMR (CDCI3) &: 9.12-9.06 (1H, m), 8.49-8.39 (1H,

m, 8.24-8.08 (1H, m), 7.55-7.46 (1H, m), 6.97-6.91 (
1H, m), 5.29-5.05 (1H, m), 4.91-4.80 (1H, m), 4.76-4.
60 (2H, m), 4.05 (1H, br s), 3.96-3.75 (8H, m), 3.53-
3.46 (2H, m), 3.38-3.23 (2H, m), 3.03-2.89 (2H, m), 1
J91-1.71 (6H, m), 1.54 (BH, d. J = 6.4 Hz).

521.3

520. 27

210

TH-NMR (CDCI3) &: 9.11-9.05 (1H, m), 8.48-8.38 (1H,

m, 8.24-8.09 (1H, m), 7.54-7.47 (1H. m), 6.96-6.91 (
1H, m), 4.86 (1H, a, J = 6.3 Hz), 4.74-4.66 (2H, m),

4.06 (1H, br s), 3.96-3.78 (6H, m), 3.41-3.29 (6H, m)
, 3.03-2.88 (2H, m), 2.17-2.06 (2H, m), 1.91-1.71 (6H
., m, 1.54 (3H, d, J = 6.4 Hz).

503.4

502. 28
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27

1H-NMR (CDCI3) &: 9.16 (IH, s), 8.57 (1H, s), 8.43 (
1H, d, J=8.7Hz), 831 (1H, d, J=2.3Hz), 7.75 (1
H dd, J=8.7, 23 Hz), 7.07 (1H, s), 4.88 (1H, q, J
=6.4 Hz), 4.31-4.19 (2H, m), 3.83-3.70 (2H, m), 3.6
T 2H, t, J=5.5Hz), 3.53 (2H, s), 3.02-2.92 (1H, m
), 2.78-2.32 (10H, m), 2.27-2.07 (4H, m), 1.55 (3H, d
, J=6.4 Hz).

518.3

517.29

272

TH-NMR (DMSO-D6) & : 10.36 (1H, s), 9.37 (1H, s), 8.3
5-8.29 (2H, m), 7.80 (1H, dd, J =8.7, 2.7 Hz), 7.32
(1H. d. J=0.9Hz)., 532 (1H, d. J =4.6 Hz), 4.73-4
.63 (1H, m), 4.14-3.97 (2H, m), 3.73-3.55 (4H, m), 3.
40 (24, s), 3.21-3.11 (1H, m), 3.03 (2H, t, J =5.3 H
z), 2.83 (IH, br s), 2.15-2.01 (24, m), 1.99-1.85 (2H
, m, 1.39 (3H, d, J = 6.4 Hz).

474.3

473.23

273

TH-NMR (CDGI3) &: 9.16 (IH, s), 8.53 (IH, s), 8.47 (
1H, d, 4 =10.1 Hz), 7.11-7.04 (2H, m), 4.87 (IH, q,
J=6.4 Hz), 4.29-4.16 (2H, m), 3.80-3.67 (2H, m), 3.
64-3.55 (4H, m), 3.11-3.02 (4H, m), 2.99-2.89 (1H, m)
, 2.23-2.01 (44, m), 1.55 (3H, d, J = 6.4 Hz).

461.3

460. 24

214

TH-NMR (DMSO-D6) &: 10.04 (IH, s), 9.33 (IH, s), 8.1
0 (IH, d, J=8.2Hz), 7.47 (IH, d, J=8.2 Hz), 7.30
(1H, s), 5.31 (IH, d, J = 4.6 Hz), 4.73-4.62 (1H, m)
, 4.17-3.99 (2H, m), 3.83 (2H, s), 3.71-3.52 (2H, m),
3.22-3.12 (1H, m), 3.02 (2H, t, J =5.9 Hz), 2.71 (2
H t, J=57Hz), 2.14-2.01 (2H, m), 1.99-1.84 (2K,
m, 1.40 (BH, d. J = 6.4 Hz).

431.3

430. 22

275

1H-NMR (CDCI3) &: 9.06 (iH, s), 8.55 (IH, d, J=8.7
Hz), 8.39 (1H, s), 8.27 (1H, d, J=2.3 Hz), 7.74 (1
H, dd, J =8.2, 2.3 Hz), 6.87 (IH, s), 5.11-4.96 (4H,
m), 4.43-4.32 (1H, m), 3.98-3.87 (44, m), 3.61 (2H,
t, J=5.3Hz), 3.52 (2H, s), 3.02-2.23 (10H, m), 1.9
5-1.70 (6H, m).

505. 4

504. 30

276

TH-NMR (CDCI3) &: 9.09 (1H, s), 8.67-8.57 (2H, m), 8
.25 (1H, d, J=2.3 Hz), 7.65 (1H, dd, J=18.9, 2.6 H
z), 6.87 (IH, s), 5.10-5.04 (2H, m), 5.03-4.97 (2H, m
), 4.42-4.33 (1H, m), 3.96-3.83 (6H, m), 3.21-3.11 (4
H m), 2.93-2.85 (24, m), 1.92-1.70 (6H, m).

475.3

474.25

2717

1H-NMR (CDCI3) &: 9.05 (iH, s), 8.62 (1H, d, J = 10.
1 Hz), 8.39 (IH, br s), 7.08 (IH, d, J =10.1 Hz), 6.
86 (1H, s), 5.10-4.95 (4H, m), 4.42-4.31 (1H, m), 3.9
5-3.83 (4H, m), 3.65-3.55 (4H, m), 3.12-3.02 (4H, m),
2.02-1.70 (6H, m).

448.3

447.25

[£6100]
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1H-NMR (DMSO-D6) &: 10.06 (1H, s), 9.33 (1H, s), 8.1
1 (1H d J=82Hz), 7.51 (1H, d, J=8.7 H2), 7.30
(1H, d, J=0.9Hz), 5.30 (IH, d, J =46 Hz), 473~
4.63 (1H, m), 4.49 (1H, t, J =5.3 Hz), 4.18-4.01 (2H
, m, 3.71-3.52 (6H, m), 3.22-3.11 (1H, m), 2.89-2.74
(4H, m), 2.59 (2H, t, J = 6.2 Hz), 2.15-2.01 (2H, m)
, 1.99-1.84 (2H, m), 1.40 (3H, d, J = 6.4 Hz).

475.3

474.25

279

TH-NMR (DMSO-D6) &: 10.08 (1H, s), 9.33 (1H, s), 8.1
1 (1H, d, J=8.2 Hz), 7.52 (1H, d, J = 8.2 Hz), 7.30
(1H, d, J=0.9 Hz), 5.30 (1H, d, J = 4.6 Hz), 4.73-
4.62 (1H, m), 4.18-4.00 (2H, m), 3.68-3.52 (2H, m), 3
.51-3.38 (4H, m), 3.21-3.11 (1H, m), 3.08-2.99 (1H, m
), 2.89-2.77 (4H, m), 2.64-2.55 (2H, m), 2.24 (3H, s)
, 2.14-2.01 (2H, m), 1.99-1.84 (2H, m), 1.40 (3H, d,

J=6.4 Hz).

500. 3

499. 28

280

TH-NMR (DMSO-D6) d&: 9.95 (IH, s), 9.30 (1H, s), 8.1
8 (IH, d, J=6Hz), 7.46 (1H, d, J =9 Hz), 7.26 (1H
, s), 5.26 (I1H, d, J =6 Hz), 4.65-4.69 (1H, m), 4.37
~4.41 (1H, m), 4.00 (1H, d, J = 3 Hz), 3.70-3.82 (4H,
br s), 3.48-3.58 (3H, m), 3.08-3.10 (1H, m), 2.51-2
58 (1H, m), 2.40-2.46 (2H, m), 2.08-2.13 (2H, br s),

1.63-1.73 (8H, m), 1.39 (3H, d, J = 6 Hz)

476. 20

47%. 21

281

IH-NMR (DMSO-d6) & : 10.21 (1H, s), 9.29 (IH, s), 8.1
4 (1H, d, J=9.0Hz), 7.75 (IH, dd, J1 = 3.0 Hz, J2
=3.0Hz), 7.11 (1K, s), 5.40-5.45 (2H, m), 5.21 (IH,
d, J=23.0Hz), 461-4.65 (i1H, m), 3.62-3.65 (2H, m)
, 3.32 (2H,s), 3.03 (2H, s), 2.73-2.76 (1H, m) , 1.79
-1.98 (7H, m), 1.45-1.47 (3H, m), 1.39-1.41 (3H, m)

475.15

474.25

282

1H-NMR (DMSO-D6) &: 9.95 (1H, s), 9.30 (1H, s), 8.22
(1H, d, J=90Hz), 7.52 (IH, d, J =9.0 Hz), 7.25
(1H, s), 5.27-5.25 (1H, d, J = 6.0 Hz), 4.68-4.65 (1H
, m, 3.94-3.91 (2H, m), 3.82-3.69 (6H, m), 3.36-3.32
(2H, m), 2.85-2.81 (4H, m), 2.66-2.62 (1H, m), 1.82-
1.72 (8H, m), 1.59-1.47 (2H, m), 1.39 (3H, d, J =6.0
Hz) .

490. 15

489. 29

283

TH-NMR (DMSO-d6) ¢&: 9.94 (1H, s), 9.30 (1H, s), 8.19
(MH,d, J=9.0Hz), 7.49 (1H, d, J=9.0Hz), 7.25 (
1H, s), 5.25 (IH, d, J = 3.0 Hz), 4.65-4.68 (1H, m),
4.51 (1H, d, J = 3.0 Hz), 3.76-3.82 (4H, m), 3.67-3.7
1 (2H, m), 3.36-3.41 (1H, m), 2.72-2.81 (44, m), 2.40
-2.43 (1H, m), 1.80-1.89 (4H, m), 1.71-1.73 (6H, m),
1.38-1.40 (3H, m), 1.08-1.33 (4H, m)

504. 25

503. 30
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1H-NHR (DMSO-d6) &: 9.95 (1H, s), 9.30 (IH, s), 8.20
(1H,d, 4 =9.0Hz), 7.52 (1H, d, J =9.0 Hz), 7.25 (1H,
s), 5.26 (1H, d, J=3.0Hz), 4.65-4.68 (1H, m),.4.30 (1H,
d, J=230Hz), 3.76-3.78 (4H, m), 3.68-3.74 (2H, s),
2.72-2.81 (4H, m), 2.40-2.43 (1H, m), 1.72-1.80 (10H, m),
1.38-1.47 (7H, m)

504. 25

503. 30

285

IH-NMR (DMSO-D6) &: 10.10(1H, d, J = 15.0 Hz), 9.32
(1H, s), 8.51-8.46 (2H, m), 8.32-8.26 (1H, m), 7.69-7.60
(1H, m), 7.30-7.26 (3H, m), 527 (1H, d, J = 3.0 Hz),
4.75-4.65 (3H, m), 3.91-3.76 (8H, m), 2.84-2.80 (2H, m),
1.73 (6H, br s), 1.40 (3H, d, J = 6.0 Hz).

525.15

524.26

286

IH-NMR (DMSO-D6) & : 10.13 (1H, d, J = 12.0 Hz), 9.32
(1H, s), 8.36-8.27 (IH, m), 7.70-7.66 (1H, m), 7.55 (1H,
s), 7.26 (1H, s), 7.08 (1H, s), 6.87 (1H, s), 5.27 (1K,
d, J=6.0Hz), 5.14 (2H, d, J=9.0Hz), 4.73-4.65 (3H,
m), 3.84-3.77 (6H, m), 2.99-2.83 (2H, m), 1.74 (6H, s),
1.40 (BH, d, J =6.0 Hz).

514.20

513. 26

287

TH-NMR (DMSO-D6) & : 9.97 (1H, s), 9.30 (1H, s), 8.21 (1H,
d J=84Hz), 7.49 (1K, d, 4 =8.4 Hz), 7.25 (IH, &),
5.26 (IH, d, J = 4.5 Hz), 4.65-4.69 (1H, m), 3.76-3.78
(4H, m), 3.49 (2H, s), 2.82-2.86 (2H, m), 2.67-2.69 (2H,
m), 2.37 (3H, s), 1.73 (6H, br), 1.39 (3H, d, J = 6.3 Hz)

420.15

419.24

288

451.3

450. 25

289

451.3

450. 25

290

479.3

478.28

291

TH-NMR (CDCI3) &: 9.17 (1H, s), 9.03 (1H, s), 8.35 (1H,
d, J=8.7Hz), 833 (IH, d, J=2.3 Hz), 7.71 (1H, dd,
J=8.7, 2.3 Hz), 7.00 (1H, s), 5.19-5.13 (1H, m), 4.86
(1H, q, J=6.4Hz), 4.25 (1H, d, J=13.3 Hz), 4.07-4.01
(2H, m), 3.89 (1H, td, J = 11.4, 2.7 Hz), 3.78 (1H, d,
J=11.0Hz), 3.68-3.59 (1H, m), 3.50 (2H, s), 2.49 (8H,
brs), 2.28 (3H, s), 1.53 (3H, d, J=6.9 Hz), 1.30 (3H,
d, J=6.9 Hz).

479. 4

478.28

292

TH-NMR (CDC13) &: 9.21 (1H, s), 9.16 (1H, s), 8.35-8.32
(2H, m), 7.69 (1H, dd, J = 8.7, 2.3 Hz), 6.94 (1H, s),
5.26 (2H, s), 4.82 (1H, q, J =6.4 Hz), 4.03 (2H, dd, J
=10.5, 2.3 Hz), 3.69 (2H, dd, J = 10.5,. 1.4 Hz), 3.50
(2H, s), 2.48 (8H, br s), 2.28 (3H, s), 2.14-2.00 (5H,
m, 1.52 (3H, d, J = 6.4 Hz).

491.4

490. 28

293

509. 4

508. 29

294

509.4

508. 29

295

521.3

520.29
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ﬂiﬁuw&% M) | 9% o
296 465.3 | 464,26
297 165.3 | 264,26
298 4773 | 476.26
299 165.3 | 464.23
300 465.3 | 464.23
301 4773 | 476.23
302 2493 | 448.23
303 263.3 | 462,25
304 2914 | 49028
305 477.3 | 476.26
306 491.4 | 490.28
307 477.3 | 476.26
308 507.4 | 506,28
309 4773 | 476.26
310 1643 | 463.23
3Tt 178.3 | 477.25
312 2914 [ 49028
313 1914 | 490,28
314 512.3 |511.20
315 505.4 | 50430
316 479.3 | 478.28
317 291.3 | 490.28
318 163.3 | 462. 25
319 291.4 | 490.28
320 495.4 | 494,26
7 291.4 | 490,28
327 - 293.4 | 492.30

THNNR (CDCI3) ©: 9.00 (if. 5). 8.64 (I, 4. J=9.1H2).

8.57 (1H, s), 8.27 (iH, d, J = 2.7 Hz), 7.67 (IH, dd,
323 |=8.7, 2.7Hz). 6.87 (1H, 5), 5.10-5.04 (2H, m), 5.03-4.97 | 475.3 | 474.25

(OH, m). 4.43-4.32 (1H, m), 3.96-3.85 (6H, m). 3.78 (2H,

s), 3.25-3.14 (2H, m), 1.99-1.62 (8H, m).

THVNR (CDC13) @ : 9.10 (1, ). 8.59 (I, d, J=9.6 ),

8.45 (1H, 5), 6.94 (1, s), 6.71 (IH, d. J=9.6Hz), 4. 85

(H, g J=6.4H:), 4. 71 (QH t, J=6.6Hz), 4 55-4 48
324 [ o . 4.24 @48 s). 4.04 (1H, br s), 3.87-3.80 (4, | 043 | 50328

m. 3.80-3.72 (1, m), 3.51 (4H, s), 1.88-1.58 (6H, m),

1.53 (3H, d, J = 6.4 H).
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325

TH-NMR (CDGI3) &: 9.10 (1H, s), 8.53 (IH, d, 4 = 8.2
Hz), 8.35 (IH, s), 8.24 (IH, d, J = 1.8 Hz), 7.72 (1
H dd, J=8.7 2.3 Hz), 6.95 (1H, d, J=10.9 Hz), 4.
86 (1H, q, J = 6.4 Hz), 441 (4H, s), 4.04 (1H, br s)
, 3.93-3.82 (4H, m), 3.46 (2H, s), 2.52-2.20 (4H, br
m), 1.99-1.67 (10H, m), 1.54 (3H, d, J = 6.4 Hz).

490. 4

489.29

326

TH-NMR (CDCI3) &: 9.12 (1H, s), 8.55 (IH, d, J =8.7
Hz), 8.49 (IH, s), 8.27 (IH, d, d = 1.8 Hz), 7.72 (1
H d J=18Hz), 6.95 (1H, s), 4.86 (IH, q, J = 6.1
Hz), 4.05 (1H, s), 3.94-3.82 (44, m), 3.51 (2H, s),

2.82-2.58 (3H, br m), 2.51-2.24 (2H, br m), 2.04-1.72
(10H, m), 1.54 (QH, d, J = 6.4 Hz).

473.3

472.21

327

TH-NMR (CDCI3) &: 9.03 (1H, s), 8.22 (IH, d, J=8.7
Hz), 7.96 (1H, s), 6.92-6.85 (2H, m), 4.89-4.79 (IH,
m), 4.75-4.67 (2H, m), 4.55-4.48 (2H, m), 4.12 (1H,

d, J=5.0Hz), 400 (44, s), 3.92-3.81 (4H, m), 3.80
-3.71 (1H, m), 3.48 (4H, s), 2.40 (3H, s), 1.90-1.70
(6H, m), 1.53 (3H, d, J = 6.4 Hz).

517.4

516. 30

328

TH-NMR (CDCI3) & : 9.05 (1H, s), 8.30 (IH, d, J = 8.7
Hz), 8.07 (1H, s), 7.46 (1H, d, J = 9.1 Hz), 6.92 (1
H, s), 4.85 (1N, q, J = 6.4 Hz), 3.92-3.79 (4H, m), 3
.64-3.51 (4H, m), 3.16-2.90 (7H, m), 2.71-2.65 (2H, m
), 2.62-2.39 (7H, m), 1.91-1.70 (6H, m), 1.53 (3H, d,
J=6.4Hz).

948. 4

547. 34

329

TH-NMR (DMSO-d6) & : 10.17 (IH, s), 9.28 (I1H, s), 8.1
2-8.19 (2H, m), 7.63 (1H, dd, J1 = 3.0 Hz, J2=3.0 H
z), 7.11 (1H, s), 5.40-5.46 (2H, m), 5.21 (1H, d, J =
3.0 Hz2), 4.59-4.67 (1H, m), 3.79-3.82 (2H, m), 3.53
(2H, s), 2.96 (2H, m), 2.66-2.82 (1H, m), 2.09 (1H, m
), 1.77-1.86 (7TH, m), 1.47-1.53 (3H, m) , 1.41-1.44 (
3H, m)

489.25

488. 26

330

TH-NMR (DMSO-d6) &: 10.11 (1H, s), 9.32 (1H, s), 8.4
1-8.47 (2H,m), 8.26-8.30 (1H, m), 7.63-7.68 (2H, m),
7.26-7.36 (2H, m), 5.26 (1H, d, J =3.0 Hz), 4.79 (IH
, s), 4.65-4.69 (24, m), 3.83-3.90 (3H, m), 3.70-3.78
(5H, m), 2.82-2.87 (2H, m), 1.74-1.81 (6H, m), 1.39
(3H, d, J = 3.0 Hz)-

525.20

524. 26

331

1H-NMR (DMSO-D6) &: 10.11 (1H, d, J = 12.0 Hz), 9.3
2 (1H, s), 8.29-8.27 (1H, m), 7.69-7.68 (2H, m), 7.43
(1H, s), 7.26 (1H, s), 6.27 (1H, d, J =3.0 Hz), 5.2
7-5.25 (3H, m), 4.76-4.64 (3H, m), 3.88-3.77 (6H, m),
2.03-2.89 (2H, m), 1.74 (6H, m), 1.40 (3H, d, J = 6.
0 Hz).

514.25

513.26

[£104]
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5AB e 42 W) * | # R

Gy 5
TH-NMR (DMSO-d6) & : 10.14 (1H, s), 9.32 (1H, s), 8.4
6 (1H, s), 8.27-8.37 (1H, m), 7.97 (1H, s), 7.64-7.70
(1H, m), 7.26 (1H, d, J = 3.0 Hz), 5.38-5.42 (2H, m)
, 5.26 (1H, d, J = 3.0 Hz), 4.65-4.76 (6H, m), 2. 83-3
.00 (2H, m), 1.74-1.89 (6H, m), 1.39 (3H, d, J =3.0
Hz)
1H-NMR (DMSO-D6) &: 10.16 (1H, d, J = 12.6 Hz), 8.33
(1H, d, J =1.5Hz), 8.24-8.40 (2H, m), 7.70 (1H, d,
J=8.4H), 7.27 (1H, d, 4 = 2.4 H), 5 24-5.32 (3H,
m), 4.66-4.73 (3H, m), 3.76-3.85 (6H, m), 2.99-3.02
(1H, m), 2.84-2.86 (1H, m), 1.74 (6H, br s), 1.39 (
3H, d, J=28.4H).
1H-NMR (CDCI3) &: 9.05 (IH, s), 8.30 (IH, d, J =8.7
Hz), 8.04 (1H, s), 7.45 (1H, d, J =8.7 Hz), 6.92 (1
334 H, s), 4.85 (IH, q J =6.4 Hz), 4.12 (1H, br s}, 3.9
3-3.80 (4H, m), 3.62-3.53 (2H, m), 3.11-3.01 (1H, m),
[1199] 3.00-2.90 (6H, m), 2.64 2.42 (7H, m), 2.39 (3H, s),
1.91-1.70 (6H, m), 1.53 (3H, d, J = 6.4 Hz).
TH-NMR (DMSO-d6) &: 9.79 (1H, s), 9.28 (1H, s), 8.43
(?H, d, J = 15 Hz), 8.18-8.27 (1H, m), 7.58-7.67 (2H
335 ,om, 7.23-7.34 (2H, m), 5.08 (1H, d, J=4.5 Hz), 4. |525.20|524.26
65-4.81 (3H, m), 3.80-3.88 (8H, m), 2.76-2.93 (2H, m)
., 1.72 (6H, s), 1.40 (3H, d, J = 6.3 Hz).
TH-NMR (DMSO-d6) &: 10.14 (iH, s), 9.33 (IH, s), 8.2
7-8.34 (1H, m), 8.04 (1H, s), 7.67-7.74 (2H, m), 7.27
(1H, d, J = 3.0 Hz), 5.60-5.64 (2H, m), 4.79 (1H, s)
, 4.66-4.70 (2H, m), 3.64-3.91 (7H, m), 2.99-3.03 (1H
,m, 2.84-2.99 (1H, m), 1.74-1.89 (6H, m), 1.39 (3H,
d, J=3.0Hz
1H-NMR (DMSO-d6) &: 10.14 (IH, s), 9.33 (1H, s), 8.2
7-8.34 (1H, m), 8.04 (1H, s), 7.67-7.74 (2H, m), 7.27
(1H, d, J = 3.0 Hz), 5.60-5.64 (2H, m), 5.26 (1H, d,
J=230Hz, 466-4.79 (3H, m), 3.77-3.91 (6H, m), 2
.86-3.02 (2H, m), 1.74-1.89 (6H, m), 1.39 (3H, d, J =
3.0 Hz)

[1200]  [skjitifs120]

[1201] A CDK4/ZH g J& 1 2 1 D3 i il v

[1202]  f§i F§ M Carna Biosciencestkz &tk NFIAEMEAF] & (QS S Assist CDK4/
Cyclin D3 FPIRF|&) , M5 7 4k &9 CDK4 /20 A J& 301 25 1 D3 A3 1k o i 46 it 7 6
HTFMolecular Devices & IMAPH AR , 1 i 5E B FH WA FR AL 11D 5% 6 K4 5 TMAP LS &
BT 2 AT 51 S %) 58 5 iR 1) 22 4k, S U 5 S0t v 12k

(12031 K a1 A B AT 140 10 < ARG I 22 il B 54K 591 46 B 2 AP 10 4L PR 19 80 st A 00 2 il
FH T 8 VAU 1) o 44 470 30 PR AT 110 10 ORI 28 b FH A6 /K 3R AT 1O FiRE , TR | 17 R il 2%
TR 4G I 22 3 F 20mM. HEPES (pH7 . 4) 0. 01 % Tween20 F12mM — B 75 BEEE A4 1% o ik 38 Ak &
VIR T R B 6 Ak A R I (DMSO) F i) S 2% 94K B2 11 10O , R J FRAS: 2% v
AT 2505 R R, VR 1] R 2R FEE 1) 4435 o A7 B 5 10 5 X ATP/ JER A4/ Me ta L 3 9 FH ARG N 2%
MR AT S MR R R HIATP/ JIE )/ Me ta l ¥ W o F i 7] Bt 45 ¥ CDK4 / 41 g B 3 & (A D3 LAk

332 515.25 | 514.26

333 515.25 | 514. 26

518.4 |517.33

336 515.25 | 514. 26

337 515.25 | 514. 26
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B2 BER 2485 1 T7 X R I G2 pp i b 47 R RE SR TR 1 B VR (CDK4/ 4 i i) B B I D32 ik
N12.5~25ng/FL) K55 X IMAPEE & 22 (A RIS X IMAPZE & 22 PB4y 7 FH 44k 7K 34T 5 13%
PR, SR 5 LA IS B IMAPZE & 22 PR A : IMAPZE & 22 1l B= 85 : 151 i kAT VR A, [m) A s
B IMAPZE A 70 A 14 21400 £ 57 B I 1 A Wk 741) o

[1204]  [r)384FLAR HH A8 ISRL A IS A0 & W0 TR SRLIATP/ JE A /Me tal W, 3t — 5 Im
1OWL Py 1l 5 VR BASE WU 2% 9  aEAT VR A T 5| R Il s I8 o A s N7 3 B R 201 L/ £ L. S5 8 A 2H ol
J520mM HEPES (pH7.4) .0.01% Tween20 . 2mM A% F5HHEE . 100nM FITCHRic ikJEY (H Carna
Biosciencesi A A KT IRMIIKFFIHIAE E) ~100uM ATP. ImM&E L EE 1% DMS0.12. 5~
25ng/FLCDK4/ £ Jfd JA B R A D3 7E 500 SN 4550 B i, 18] 2% L AR S N6 0L i k6 Rk 751 , 78
T KA T RE— P RN 3053 B, A FHERARAX, M5E T AR IS : 485nm - P E I
K :535nm 1) R G IR o

[1205] RG9S NGV VR FE 8 IIDMSOSRAR B i BG4k & Wi VRIS () B 14 12 100 %6, 98 I
ok I % v A SR A Il I T FF 9 IMDMS O R A B 1 B0 A 5 I VR B ) e 12 120 %6, DAL T
T BRI A P ) B MR %R, IF HLd i A & S 2 Sk 1 S X CDK 4/ 41 g &
WA D350 % IR .

[1206] ¥ %A0A Yt X CDK4 /40 i i 2 1 D3VE PRI A& s T LA R R .

[1207] SR b (1) 9 1 58 B SR 7R HY < +4++ N TCs0fH << 10nM, ++ 4 10nM<< IC50{E <100nM, +24
100nM<<ICsofH

[1208]  [sizjififs121] A\CDK2/ 40 it J& 1 2 3 A2 )i 1k

[1209]  f#i FiMCarna BiosciencestkzU At AR MR FH & QS S Assist CDK2/Cyclin
A2 _FPikFfI&) , M5 T 1A 91 CDK2 /40 M Fi 3 A 1 A2 400 1) P o AR I ) S 2 T
Molecular DevicesZy &l IMAPHE A , 38 et i B FH A ik R A 11 2% 6 JIC 40 5 TMAP 25 - 711
S5 51 R B R AR IR 1) A2 A, , A & Wt v 1

(12101 K305 S0 B 7 ARG 10 >R I 28 v o P i Ak 7K 3R AT 1O i B R v skl e I 2 v idl , FH T
VAR ) A% W22 M F 20mM HEPES (pH7.4) 0. 01 % Tween20 A1 2mM — % 75 B B A4 1% o ik
ISAL AWV S V) R R E6 A& IE AR (DMSO) 1 1l B IR FE IR 10015 , 4R 5 A
GZ pRBEAT 255 FR RS, TR 1) B 2 TR FE R A% o 4 5 S B A5 0 5 X ATP/ JER ) /Me ta l 5 VR
22 b AT 51 B B R I ATP / JEE W /e ta L VAV o 43 77 0 B 1 £ CDK 2,/ 44 e J 191 2
A2VLIA B 23 FE 1 2485 1 77 20 A WU 52 o B3 A T 0 o >k 1R i Il 5 L (CDK 2/ 41 o S S B 1 A2
LR E 2. 5ng/FL) o BE5 X IMAPSE & 22 il A FH2lA K 34T 55 A SR IS TR DN IMAP 45 &3k
TR 25 21400 5 i T8 >R o i e DX o

(12111 ) 3844LAR HH A ISRL A 38 Ak & W0 R  SRLIATP/ Ji 4 /Me ta L I, 33t — 25U
1ORL Py 1l 5 VR B ASE WU 2% VA  sHEAT VR A SR 5| R I s B o A Js N7 3 B R 201/ L. S5 B R 2H ol
J520mM HEPES (pH7.4) .0.01% Tween20 . 2mM A% F5HHEE . 100nM FITCHRic ikJEY (H Carna
Biosciencesi A AR TIRMIILFHIHIAE ) ~30uM ATP. 5mME AL EE . 1% DMS0. 2. 5ng/ fL
CDK2 /40 Jil A ER I A2 7 % il T [ SL60 73 81 f5 5 7] 2% L A 7S IN6OuL A M) , 78 2 i
HEAE T E— B I N3053 Bt 5 , A8 FHERAR SO E 1 72 30K 3K - 485nm. I 5E % 4 : 535nm
THIR G -

[1212] RIS INEGVE R FE V8 IIDMSOSRAR B i BG4k & Wi VRN () B 14 12 100 %, 98 I
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A0 2% B AR B VL T IINDMS O RA R 1K 36 A 5 ) U (1 Bl 1 150 %6, RAIE DTS
TSI AL & P B A 2, O HLl i 005 P S L 2ok TSR X CDK2 / 240 i S

BASR 1 A21150 % HHITR B

[1213] KA &Pt X CDK2/ 40 Ji 118 1 A2V VE B s 1 s T U R R
[1214] & PP )35 1 0 B B OR HY < +++ A TCs0fH <10nM, ++ M 10nM<<ICs0fH <100nM, + Ky
100nM<ICsofH
[1215]  [3£105]
[1216]

SEHEI GRS | COKAFMENEYE | COK24M A3 vk SEH g | COKAHMHNEYE | COR24MHIVE M

1 ot + 2 o+ +

3 + + 4 ++ +

B +t + 6 o+ +

7 . + 8 T +

9 A 10 ++

11 e 12 ++

13 tH 14 +H+

15 o 16 +++

17 Al 18 -+

19 e 20 ++

21 ++ 22 et

23 + 24 -+ +

25 ++ + 26 ++ +

27 + + 28 ++ +

29 + + 30 -+ +

31 ++ 32 i N

33 +++ + 34 ++ +

35 ++ + 36 n +

37 ++ + 38 + i

39 T + 40 +++ +

41 +++ + 49 + n

43 e 44 ++

45 +t 46 o+

47 + + 48 -+ +

49 +++ + 50 4 N

ol T + 52 ++ +
[1217]  [3£106]
[1218]

SEHt g5 | COKAFMEEYE | COK2HM i3 14 SEHAI S | COKAHIEIEPE | CDK2H0HIE P

53 +++ + 54 +++ +

99 tH + 56 +++ +

o7 +++ + 58 4 N

59 T + 60 ++ +
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61 +++ + 62 +++ +
63 +++ + 64 +++ +
65 +++ + 66 ++ +
67 ++ + 68 +++ +
69 +++ + 70 ++ +
71 ++ + 72 +++ +
73 ++ + 74 ++ +
75 +++ ++ 76 +++ +
77 ++ + 78 +++ +
79 +++ + 80 +++ +
81 +++ + 82 +++ +
83 +++ ++ 84 +++ +
85 ++ + 86 +++ +
87 +++ + 88 +++ +
89 +++ + 90 +++ +
91 +++ + 92 +++ +
93 +++ + 94 +++ +
95 ++ + 96 +++ +
97 +++ + 98 ++ +
99 +++ + 100 +++ +
101 +++ + 102 +++ +
103 +++ + 104 +++ +
[1219]1  [#£107]
[1220]
SEt 514w | COKAFMIVEYE | CDK240 il Pk SEH ST | COKAFMHIVEYE | COK24M i1l Pk
105 +++ + 106 +++ +
107 +++ + 108 +++ +
109 +++ + 110 +++ +
111 +++ + 112 +++ +
113 +++ + 114 +++ +
115 +++ + 116 +++ +
117 +++ + 118 +++ +
119 +++ + 120 +++ +
121 +++ + 122 +++ +
123 +++ + 124 +++ +
125 ++ + 126 +++ +
127 +++ + 128 +++ +
129 +++ + 130 +++ +
131 ++ + 132 +++ +
133 ++ + 134 +++ +
135 +++ + 136 +++ +
137 ++ + 138 +++ +
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139 +++ + 140 +++ +
141 +++ + 142 +++ +
143 +++ + 144 +++ +
145 ++ + 146 +++ +
147 +++ + 148 +++ +
149 +++ + 150 +++ +
151 +++ + 152 +++ +
153 ++ + 154 +++ +
155 +++ + 156 +++ +

[1221]  [3108]

[1222]

SEHi 145 | COKAFMAIEGTE | CDK2H IS 14 SCHi 145 | COKAFMAIETE | COK2A i 14
157 +++ + 158 +++ +
159 ++ + 160 +++ +
161 +++ + 162 +++ +
163 +++ + 164 +++ +
165 +++ + 166 ++ +
167 +++ + 168 ++ +
169 ++ + 170 ++ +
171 ++ + 172 ++ +
173 +++ ++ 174 +++ +
175 +++ + 176 +++ +
177 +++ + 178 +++ +
179 +++ + 180 +++ +
181 ++ + 182 +++ +
183 +++ + 184 +++ +
185 +++ + 186 +++ +
187 +++ + 188 +++ +
189 +++ + 190 ++ +
191 ++ + 192 ++ +
193 ++ + 194 +++ +
195 ++ + 196 ++ +
197 ++ + 198 +++ +
199 +++ + 200 +++ +
201 +++ + 202 ++ +
203 +++ + 204 ++ +
205 +++ + 206 +++ +
207 +++ + 208 +++ +

[1223]  [£R109]

[1224]

SCHEIg S | COKAFMHENETE | CDK23M I Pt SIS | COKAFPHNEPE | COK24M i
209 +++ + 210 +++ +
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211 +++ + 212 +++ +
213 +++ + 214 +++ +
215 +++ + 216 +++ +
218 +++ + 219 +++ +
220 +++ + 221 +++ +
222 +++ + 223 +++ +
224 +++ + 225 +++ +
226 +++ + 227 +++ +
228 +++ + 229 +++ +
230 +++ + 231 +++ +
232 +++ + 233 +++ +
234 ++ + 235 +++ +
236 +++ + 237 +++ +
238 +++ + 239 +++ +
240 +++ + 241 +++ +
242 +++ + 243 +++ +
244 +++ + 245 +++ +
246 +++ + 247 +++ +
248 +++ + 249 ++ +
250 +++ + 251 +++ +
252 +++ + 253 +++ +
254 +++ + 255 +++ +
256 +++ + 257 +++ +
258 +++ + 259 +++ +
260 +++ + 261 +++ +

[1225]  [3110]

[1226]

SEHi 145 | COKAFMIEGTE | CDK2H IS 14 SCHi 145 | COKAFMAIETE | COK2A i 14
262 +++ + 263 +++ +
264 +++ + 265 +++ +
266 +++ + 267 +++ +
268 +++ + 269 +++ +
270 +++ + 271 +++ +
272 +++ + 273 +++ +
274 +++ + 275 +++ +
276 +++ + 277 ++ +
278 +++ + 279 +++ +
280 ++ + 281 +++ +
282 +++ + 283 ++ +
284 ++ + 285 ++ +
286 +++ + 287 +++ +
288 +++ + 289 +++ +
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290 ++ + 291 +++ +
292 F++ + 293 ++ +
294 +++ + 295 4+ +
296 +++ + 297 +++ +
298 +++ + 299 ++ +
300 ++ + 301 ++ +
302 +++ ++ 303 4+ +
304 +++ ++ 305 +++ ++
306 +++ ++ 307 +++ ++
308 F++ + 309 +++ +
310 +++ + 311 4+ +
312 +++ + 313 +++ +
(12271  [F&R111]

[1228]

SIS | COKAFMIEYE | COR2MIEE SIS | CORAMbEYE | COR2 MBI
314 +++ + 315 +++ +
316 F++ + 317 +++ +
318 +++ + 319 4+ ++
320 +++ + 321 +++ +
322 +++ + 323 ++ +
324 F++ + 325 +++ +
326 +++ + 327 4+ +
328 +++ + 329 +++ ++
330 ++ + 331 ++ +
332 ++ + 333 +++ +
334 +++ + 335 ++ +
336 ++ + 337 ++ +

[1229]  [SEjtife)22]

[1230] A\ CDK6/4H ifa & #A &% (A D3 Filys v

[1231]1  CDK6/ 4 g 4 3 2 (1 D3 H0 il M4 19 I 58 3@ 3L Of f—chipMobility Shift Assay
(MSA) V2R IFEAT - MSAVE 72 F) F FEL UK INF R 2 30 FEAR 488 2 1 DI - B B Ay 1) 22 St T AN [ oK
AT 70 B B 7 o AE O PR e s R Y JEE B 43 B ER SR Tl TR A %) JEC A P A ) B
(725 4k, , 8 e R A I FE B, K I e S v 1k

[1232] ¥ H20mM HEPES (pH7.5) <0.01% Triton X—100.2mM % 75 BE A4 ik (10 4 0 22 o
TR T &R S RS A A VI a0 ) e A S A H = F TR (DMSO) 1 1) Bl 2
WPEHI 10018 , SR fa PRSI 22 Bl AT 25 (8 W e, 1A 1| i 2204k B2 (X 4435 o F B ATP /SR /e tal
VW R 1) S 2R P P AR5 o W I Y00 1) D 2 Uk B 1 245 o J TR | 9 1 1R 45 -5 R BE 1 o)
HEAL S W AT 3 AL, A4 TAR B2 8 & B I IR

[1233]  [r)384FLAR HH A ISRL A I8 Ak & W0 TR  SRLIATP/ J& A /Me ta L I, 33t — 20 Im
1OWL Py il 5 VR BASE WU 2% VA sHEAT VR A SR 5| I s B o A J N7 3 B R 201/ £LL S5 B 2H ol
J920mM HEPES (pH7.5) .0.01% Triton X—100.2mM _Hi75FEEE . 1000nMik %) (DYRKtide—

192



N 110036012 A W OB P 170/170

F) \300uM ATP.5mME A8 1 %6 DMSO . i 5& 19 BE 1 CDK6 / 40 i & 8 A D3« 78 Z i B R Bi5
INEF G ) B FL A S N6 0RL R 2% 1 2% 9% (QuickScout Screening Assist MSA;Carna
BiosciencesA @l H#l) , ¥  MfE 1 3%, f# FCaliper Lifesciences’y ®HLabChip3000,
O3B SR8 B RN VR B RS A PR R TR A B o S E R R UG FEE (S) RO R A R U v
P) HEHI F=HILL (P/ (P+S) ) SKPEM il 52 i

[1234] KIS BRIV  FE U8 IIDMSOSRAR B B 56 Ak & W 5 VB 1) B V& PR 152100 96 5 K5
S 2% 13 R AR VAV 9 IMDMSOSRAR B i B Ak & W S RN P BV MR 10 %, LA
AT FAR I AL A P I B 1 4 ) 2, I ELIE sk A P S 28 SR vt B4 X CDK6 /40 it &
IR D350 % IR .

[1235]  [sCjtafi]23]

[1236] 257 AR AL G PR 5 PR

[1237]  ZE/NECATA (Collagen Antibody—-Induced Arthritis,JREAPREFHI T
R) KIRH (vehicle/+, 25 254H) ¥4 . 8mg/m1 I &+ X% TTAY i JiF 2 B9 1) B2 o [ 04
Cocktail (Arthritogenic MoAb Cocktail (Chondrex#53100) LL250uL/ R 3H47 IE I N 45 T
ZHIEANSELR) AEFEARIGLPS (0.5mg/mlJLPS Solution (E.coli 0111:B4) (Chondrex#
9028)) LA100uL/ R AT IEE N 245 T, oK 51 KI5 o AR VF 43, 22 H Hgh AT PR B 2 569
Ko NEBAR BNEESR , #4245 )R — UCdE H M AT RS T

[1238]  %t-FARK KL (vehicle/~4) , FEE 1K MEPBS pH7.2 (Gibco#20012-027) LL250uL/
AT RIS N 25 T, RS54 R R FEHLZE T LPS.

(12391 S F A A DU, S O PE 43 8 N0~ 455 B PF4y , BADY & 1 E o0 34T VAN o D43 1)
FEUEUTR :0: 34k, 1AL —NFE AR, 2 T i A0 RETER P G« 522 A48 b K 5 3+ 7 Mo AR 0 R
i R A — A F DA L i 5 4« g R0 AR v ik RO 4 3 K

[1240]  [skjitifs24]

[1241] e FH8% 77 40 A A 200 P B84 T VA

[1242] Dy 7 VPO 00T I o3 BE 4 B Jed i AR A, S it A5 FH 555 577 4 B 1 4 B 165 9 VP A7 o Je st )
SE RN T AR IEAA P BB 72 4L A 120/ J5 FIATP 8, SR PEAN G0 Ah G X6 240 it 36 5 11 52
M) .

(12431 {F 8% 5 40, A0 FH SR U T e Joa 1 20 e 1) TOSGAH A FIU-8TMGAH A , 33 FHATCC3R
HY o 1) 384FLAR HH 7S I BT T80 & 10 %6 FBS I 35 72 H (I 45uL A MV, 737 °C .5 %6 CO2 2% 4
AT R IR B FR24/ NN IS L Vs INSULE £E20mM. HEPES (pHT . 4) H i Hil ik 36 46 &4 (DMSO#
KWEE0.4%) , FEAHIF 264 T BT R 7% . 120/ 5 5 17) % AL P IN25uL B ATP i te
Istepidif] I H PerkinElmer A &) , - FR B2 70 o 7E R AL B B 550 8, f# FHEnvision
multimode reader (g HPerkinElmerA &) , itk K GE T - 7 AR &, il It & W7E10
M~ 10 "MA 3 Bl P 24T V747

[1244] RIS SR N2 0T B8 SE AT  fE24/N N 35 37 Ja ) FL AP I In5ulL i A 2
49%DMSO20mM HEPES (pH7.4) , %S IN25uLIATPlite 1-stepififll, it AE 1Y 5ol I & 6
55 o AN AEMR SR AT TS R FR 120/ K PR 0 K N B K R OGS 5 (100%) o 2 il &k
BGACA DI IS IR P T FL R G155 %6 Hr T S AR T 4 B 38 45 1) 55 R AB 150 %6 Sl B
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