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5= (=9 ) ) iR,

[0156] (1) 1- (2— (IH-REME-1-Jk) —4— (SR 2E) F0E) -3- (2- (4- C-F H-5-F ML nE-3-
H) IR HE) g -5-4E) R,

[0157]  (12) 1- (2- (4- (2—ZFE—-5— ML IE -3—H) A HE) Mg —5—-3%) —3— (2-9—4- (= H

) HIE) R,
[0158]  (13) 1- (2 (4— (2-Z K5 Gk HE -3—K8) K5 IE) Mg -5-2E) -3- 2-&-4- (=
) HIE) R,

[0159]  (14) 1- (2— {4-[2-&( F:-5- (5 2%) —3-mbme 5 ] R L} -5-meng L) -3- {5- (=
S IE) —2- [3- (=4 FF 28) —IH-MEme—1 -3 ] 2R 38 iR,

[0160]  (15) 1-{2-[4- (2- & J:-5-F-3-Mtue JL) R4 I | -5-meng L} -3-[4- (s L) -
- AT IR,

(01611 (16) 1-{2-[4- (2-ZF:-5- R —3-ML e JL) R L] -5-msng I} -3- [4- (=R ) -
2-BR AT IR,

[0162]  (17) 1-{2-[4- (2-F JE-5-5—3-MEmE 5L) HAHE ] -5-msng 3L -3-[2- (4-5H—-1H-nit
Mp—1-J%) -5 (= AL R R,

[0163]  (18) 1-{2-[4— (2-%& JL-5-S(—3- Mt nE 5L) 4 JL] -5
SR 3L —TH-ME -1 3L ] 2R3 IR,

[0164]  (19) 1-{2-[4- -& F-5-F-3-MLre &) KA ] -5-mEng B} -3-[2,4- X (=5 HF
5 RHETMR

[0165]  (20) 1- (2~ {4-[2-&( -5~ (= Fp FF AL) 3o ik ] SR 4R 0k ) -5 Mg Jt) -3-[2- (4~
S -1H-nE e -1-3%) -5- (:ﬁEF'ﬁ@)ﬂ*:ﬁE]ﬂﬁ

[0166]  (21) 1-{2-[4- (2~ & FE-5--3-MLng L) KA T ] -5-mEng 5k} -3 [2- (FF 2 ff ok
5 -5 (o R R IR,

[0167]  (22) 1- (2- {4-[2-& -5 (= &) —3-Mbme 2 | KA L) —5-mng At) -3-[2- (F
R L) -5- (Z & ) ZRIET R,

[0168]  (23) 1-{2-[4- (2-F FE-5-F-3-Mbue }&) R I ] -5-mrmg L} -3 [2— (FF e fisk Pk
5 —5- (5 &) R A ] IR Bk

[0169]  (24) 2—{[ (2- {4-[2-& -5 (ZFHH L) -3-MLnE L] KA FL) -5
FE) L} N N- " F -4 (=00 3 R R I

(01701 [22]#R#% EC[1] & 4] HE— LA 2 FSC [T &4, Hom:
01711 (1) 1- (22— (4~ (5~ (AR T i 1-3%) MLk I [1, 5-a] MENE -3-3&) ZR 4 JL) msng -5-
5) -3- (2- (knE-3-34) -5 (=& 23 KAL) IR,

[0172]  (2) 1- (2— (4~ (5— (B AFR T e 1-2%) bk I [1, 5-a] MENE -3-2&) R4 JL) Ming -5-
) -3- (2- (1-F He-1H-mEme-5-38) -5 (=& H 3) 2250 Ik,

[0173]  (3) 1- (2— (4— (5-H A JEMEME I [1, 5-a] MENE-3-JE) 2R 5 L) s g -5-3%) -3- (2— (it
ME-3-3) -5 (= F H 3%) K 38) Ik,

[0174]  (4) 1 (2— (4— (LM [1, 5-al MEmE-3-3E) JR A IE) mEng-5-3&) -3- (2- (L me -3~

B
?—T—ltll'
i

J-3-(5--2-[3- (=

Etf]v

NE ) B2 Jk 19t

10
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He) -5 (= 9E) 2 H0) IR,

[0175]  (5) 1- (2—{4-[5- (- H R L) MEME I [1, 5—a ] WNE-3—Jk | SRR L} -5 Mg g J) -3~
[2— (3-HtmEHL) -5 (= HUH 3k) K5k,

[0176]  (6) 1- (2—{4-[5- (IR ZFE) MEMEIR[1, 5-a] MEHE-3—JE ] K4
[2— (1-F F&—-1H-nE M -5-3ik) —5- (=3 3k) ZRFE T AR

(01771 (7) 1-{2-[4— (5-F EEMLME I [1, 5-a ] WANE -3—2K) R4 HE ] -5-Msng k) -3-[2- (3-Mlk
WE 58) -5 (=3 58) ZREE TR,

[0178]  (8) 1- (2— {4 [5- (L HLZFE) MEMETF: [1,5-a ] MENE-3—Jk | IRk | -5 g ) —3-
[3" —F dk—4- (=g FF J) —2- A L T AR

[0179]  (9) 1- (2—{4-[5- (R AE) MEME I [1, 5-a ] WENE-3—JL | SRR L} -5 Mg g J) -3~
[4- (=9 3) —2- A L TR

[0180]  (10) 1- (2— {4-[5- (WG HL) MEME I [1, 5—a] W NE -3—Jk | RS HE | -5 Mg J) -
3-[3 - dh—4- (= U ) —2- KR Ak ] iR el

[0181]  (11) 1- (2- {4-[5- (= HIFEZ L) MM If [1, 5-a] Mg -3—J ] A4 L) -5 Mg 5E) -
3-[2 -4 (= 5E) —2- ORIk T K

[o182]  [23]—Fhildh, & (D) A&, & Lk (11 a9 (D & L8R
N-2 AL VISP ILAT 24, (2) B as AT (3) TR &7 v] T 15 A1/ 846 7 Trk AR
RFIRIIFE T Ul B 24 0 Ul B P B i AR 2 5

[0183]  [24 AR ik [23 ] ity , F b v idk Trk A SR 9 A2 A

[o184]  [25]—Fhildh, & (D) A&, & Lk (11 a9 (D & L8R
N-2 AL VSV ER LT 24, (2) B as AT (3) i & v] T 15 A1/ 846 7 Trk AR
SRPFIPTHFE T U B 24 U B S B R AR A, 5 S M s S L AR S AR R 2 B 2R
Y UAIAR 25« HUE 24 \N—FF 3 -D— R A SRR 15 ) WL A 24 L o O AN 55 24 L 28 | I
/8% — B BERR £ (bisphosphonate) (b &EWINIH &

[0185]  [26 4Rk L ik [25] i il s , J b v idh Tk A SR i A2 A

[o186]  [27]—Ahiil i, AL E (1) A& WL 294 &), Foa & Bad (1] K (D)
HE W) FLER VNS LA 7 & W B L 24 F00 £ I 2 R 1 L AR S AR TR 24 JB 32
Y UAIAR 25 < G 24 \N—FF 3 -D— R A SRR 15 ) WL A o 24 L o O AN 55 24 L 28 i I
A/ R E A W), (2) AR AN (3) $REA Frid A& W mT F T 1B A0/ s T Trkor SRk
TRETE-T Ul B 24 0 10 B S B0 S bR 2 s A

[0187]  [28 4R ik [27 T il iy , F b v ik Trk AH I 5 A2 P o

[0188] R EHAIR

(01891 A WAL & W) HAT Tkt i)y 12 A0 R 47 ) SO e 4 A, A WAk & e 2410
HINGF IfIL A 2% 1 o DR, A R WAL S 0T N Trk A ORISR , 19 T2 VIR I Wh PR IE T g
B A P i S A S AR L S o N s ) TS R/ B T 5

[0190]  JREHTEIR

(01911 St A< A B B e 3K

[0192] AR HIAE T SR AT BARHIA .

[0193]  FEACK B, “C3- 10 IABRIA SOOI IA” WAL 45 , B4, PRI e VIR T It W IR

Fe} -5-MENE ) -3~

il

ESF

ESF

11
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ISR 2N 5 G2 N o T2 N B8 SN2 N2 e 2 93 2 N <2 N7 3 G2 N o N 2 9 At 7 N
TR GPRPE R R S R IF IR TR 2SI % (perhydropentalene) BE 4
S ¥ (perhydroazulene) i 4& el (perhydroindene) Efijii 25 AL WIEENEASE
(perhydronaphthalene) ¥,

[0194]  FEAKEAH , FRCy 1 H 1) “4- 2 10— 0 I AR IR OB 28 387 R G35, 49, S 38 T
B BAIA T 6 I e EE I S DRI | = e | DO e ik s e BE PR PGE R R L PR L P E \ IRA TR
G B TR A L L IR A 2l DRy TR T 4% 2 (thiepine) (VM | SRR g
P S TG I G DR R IR G445 (oxazepine) VA4 A A
(oxadiazepine) .M M WEBE (I B2 BR 4425 (thiazepine) JBiZ% “& 4%
(thiadiazepine) MW\ 57 05| Wie 5[ 168 | 28 FRIR IR L e 2R W g A e oy | St 28 R gy gl
A AR S AR  RE MM e (quinolidine) WERG (PRIGE HRIE | ZRIGE A MK e A AR P O, 4
FEIE ML R e R R 2R IF A 43R E (benzodioxole) 2K R A2 30 IR I
(benzoxathiole) B 2R FF IR E L 2K FFE I R = | IEE it R  MEL 1 5 IO AR I TR el
J56 ~ AR IBR L e e | DG PR bR | DU PR 5 | TEE PR B | IEE AR e L S e L DU e L AR L DO A
MRS M | DU SN AN L Rk R L DD Sk R L AR R L AR R B TUEUR

Ze B AR R A R R A R AR AR R AU DY R
N = e R T e I e S <1317 IV = 317 =
VU0 Sk B, DU SR A 5T A U 2 e U | O U (e ) | — S
P | DO e e (S ) S | DO S e (MR ) S S M | DO R e e (S
M E) SR IE L U SR L N e DO S e (U ) | SRR DU SR

E= 1N = B NI A I i e A S ey

B R A TRIRE T e DY A e (E ) | A
NI = St U SN < /S = N L B B R o= < /S A
ER TS = W I L1 S < B S B o= i e AN L1/ 2 SR s Nl o
I e A SRR A S ORI A R R R A R R IR L
SORFFMENY L SR FFEYy A R REN (A AR SRRy | AN e, A
W IR DL P R 2 S b . — S e P R DU & S M bR L 4 S R M R L — S BB R DY SR L 4
AR A ZENE DY SEENE A TENE S M IR R DU S W A | A S R L S
Ik« DY S PR R 2 S AR I —— S M Bk D S M R 4 S R L R SR A A L e A ORI
IR | S 2R I ME MR | ILE g P bk . — SR IR REME | A R IR REE | S R IR MEME | SR I
N 221/ N U AN o 1P 5 2 o1 N L SN = 067 NN = /3 7 N W 7S = /= T N s S = .5 2 N
e BRI (thiochromane) « AR “H B O AR I EM KA DM
(dihydrobenzoxathiine) €2y « FH e I8 g | IDK AR SHE Ik T | IDK Ak S L g AL 1A% - PLE g K e
FEEE R Ok P RO g | Ik Pe R g | IDK PR L g A — P FE I E A

[0195]  FEARRBAH, I Cy2H 1 “4- 2 10-JU B IA Je IR BN Z4 30, AN ELHE J8 PR 1, 3 Mk~
5-F” 5 FIRMCy 1 H ) “4-F 10~ JC HLIR JL PR 28 38 B AR 1 & S0 ANBEFE IR,
S-MgEME—5-3

SN

T |
S

N

T
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[0196]  fEAR KA, HoA I Cyo &t “4- 2 10-JU IR L IR B NOR 2430, A FE 4301, 3-8
W —5—-FE 3 1 Ak S 5t R 2 IE 2 (D A&, (BEANEFHE S @ (U) &) -
(Ra)r

j’\ Aq (R1)p
1971 (Ra)g \ 5 I A NJJ\N/@ (I
/ H H

\‘

[0198]  Hrhg ﬁi%o 20984, AW SR & 5 B [T AHE , 5T 8e 2, M9’ ARE
2H¢,R2£€@T%§@AMHHJT NEF

[0199]  FEAKAH, “x 27 ] B HE A & IR AL,

[0200]  FEAKEH, “Cl-6ke k" Al ALdE , il hn, FH o\ B IR 2 VB IR T 2 P T
RGBT A R TR R IR TR - A T 3R T L - R, 2-
FHOE TN L .2, 2- ISR 3L O 38 (1-H R I L 2 FR B R 3 L 3 FH SR T 0 L A-FR TR 3 L 1, 1~
THET R - TR L3R R 2 - R TR 2 3-SR T A I-H
Fe-1-Z FEH I 2-H I -2-Z FE AR 1-2 B T I 2-Z G T RN - 3

[0201]  FEAKBEHH, “C2-6)@ 5" ] B4, BN, 055  1- M 3L 2T 2 1T I dk L 2-
TR 3T AR L LR I 2 M A L 3 A A TR R 3 - R I 1T M A L 3 -2
TR - -3 TR L IO 2 O R SO R A O RS- O A .

[0202]  FEAKBEH A, “C2-6JRI" n] R4 , 0, £ b gk  1-PU B IE (2T R JE L 1T o ik 2
TR 3T BRI 1R I 2 bR 3 R A 3R BT 1S
2-CBR L 3-CUp It 4-CU R IE RS- R,

[0203]  FEARKBHH, “Co-6ERIRRRIA” Al GLHE , 5 41, 2R S bE 2R O bt R 00 S R 0 S BRI
T VAE TR AR,

[0204]  FEARK I, “B-F6- U B I AR Al GLHE , {51l G, HE R (IR M | =l | DU R L R (T
WE R IE WK | L TR | IRA TR (IR IEL g T 1y | P IR PEREA | SR | T e | S e e (K I
W e IR W R W A WIEIGR R IR L IR | L P e DR PR | DR A o — ek | — 4
Jot YR RRR | DU A A5 | ALk A R b s Ao | — S W DY S i AR L DY S R L A
VO SR IE | 4 S B E AR | DU S ME R A A R L AR | DU SR R L A R\ DY &
M R\ S ME Wy | DU ey . A E T | DU SUME R L SR | U S (R ) L S
e DY S e (G pe) | ek | DU S e (R or) S e e k| DU &1 S e (S

M dsE) « PRI | DU R I L A e | Y S e (PR e ) \:%ﬂ%ﬂ%\lﬂl%ﬂ%ﬂ%\:
SUNE TR PUSRE R A e U S e (g ) | AR R | DU A e | A
TR DY S R IR i IR RN AR B A B LRI

[0205]  FEAKRBAH, “Cl-3%ed” (45 H Ik . 2,38 L IE N L AL R 3

[0206]  FEARR AT, “C3-6IFLE " AFEIA P FE IR T 28 IR B FIFA O 2

[0207]  FEARRHAH, “Cl-6ht A E" ] ELFE, Bl an, FAE 2L L AL AR R INEE . TA
FEI-HRENAERE BT AR R T AR AR -FRETAE -FETEHES-FETH
R IR EAEIE L - SRR AIE 2, 2- T IR A - R AT 2

13
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P TR A 3 3 - R - IR 1, - R TR L - R T AL,
L TR - - 1- N - -2- o B NEI L, 2- R THEHE2,2-—H
BT R - R -2- IR I 2- 2 - 2-F L A N 1 - 2 3 TS 2

[0208]  TEAKR A, “3-FT-JRHIRJ IR 0l A, i, e VR AR T e BRI T
JE IS IR AR L | DU e LA IR DR I  WIR P LR R AR L R B R R
VR M R 42 2% T Iy | ISR R o 2% e TR | SR D I | SO TR T R NI
TR RS A R TR A T T TR TR VR RN VB R A L I L gt
S5 IR PR IRR | IDR A 62\ — AR\ — R e DU A R DU A 7 Ak AR ke e . — SIEE e DU L I
AU O SR | A | D A | A A AR | DY SRR L A SRR L A
BB AR B A AR B A R A R R TR Ak
MG 0 SR SR DU P R AR A o DO SR T e AU A o U DU
E Y | SRR\ DU IR B A 5 DU SRR 2 5 L A URR i 5 R | O S (W
M) R SIS S (RIS (R ) | A e Y
SR (MM ) AR DY SRR U e U e (R ) |
B DU R | A L DY | AR R A e TR R R R R R A e
SRS TR DA R AR S R A B A U e (T
M) R | DU SR | A R | O S T AR U D AR R A 5 A
B AR B AU A A 5 DU SRR 4 A P A U A R A I R R 1 ik A 4
RSNy £ N

[0209]  TEAKIAH, “5-Z 10~ JCH IR J5 e A PR B0 75 1 Z4 30 , ANELFE 43R 1, 3T k-5
FEFLLH” TR 45000, M DRI L Sk DO LA R BRI L IRATER | RN L RSk
R TRIRG | A 4% 5 BRIV T % e A SR | SRIBE AR TR I (PR I SRS R R
Z 5 TBE AR NG| SIS R | R Y | S S IRy | | i
B« SR K R e MV PRI | MBI | ZEOGE | A R K I AR | M K, TR | e |
SRR | S IR I L S S I S A I s R | DR A A TR | B A S L I L g S
WE | DK I L G L AR S RLE IE b P - g K A S A g A — P2 AL RE 246

[0210]  7EAR B, “5-F6-J0EL IR J5 1 A 387 AL 4G , 45, mbbogs L Ikmde | = me | PO Ik ik
WA L L PR I | KA R | PR IR\ TIE 17y | PR | SR D DA | S IR A IR I | P AR RIIEE
7

[0211]  EAK B, 5 ) “BEAh, 4B ARIE % F T A CL-3he 3 8% 3L , I HRs3E 4]
A E CH-6 IR A B~ FE6- 0 IR 4 IR 14 PR AR AT A B SR T, AT AT — S A T
FooR, N, DL 3

N

p

/

\

A\
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® D
D D

[0213]  JFLrft, 2R Cysﬁi%% 6 LI I B 5~ B 60 LI 8 I8 H ik RoREE R 1% Cy 1.
[0214] fztsj;zﬁﬂ 45 A1) “Rs /& —S02NR1sR19 H. 24 R1s fR19 8% [ M7 1 9 C1-64 0, Ris AR 19
A —IE R Al KR, il an, DL 2R

0 o}
V)
N \// \// N/

SN
L] . Fa

[0216]  FEA K B ,S%Cyl%ﬂﬁ%—ﬁ%ﬁﬁ%%—ﬁ—fﬁ%%%o

[0217]  FEARK B, IRCy 1 5B E AIR e I8 O e % ML PR PR IR  IEE 5 L IR TE R P
IR AR IR IO P S5 P B 55 P R B 5 32 6 JC FRLIA 5 IR 44 8

[0218]  FEAK BAH, BACy (1L A% A AR B 5 26— T0 HL I 5 IR A4 3R

(02191 FEARBH AR, FRCy 1318 AL A< S IE P  IDK s TG R L LG I L L PR BT | TRA PR L PRI
DEE Iy (RERA | SR | T e Y S IR AR 3RS

[0220]  FEAK B, BRCy TS SEAMIZE g 2K (IR (HEE A | IEEIE | FEE PR | 16 T Bk R 3R

[0221]  FEA K BAH, FRCy IR BE AR IR 25 | IE W Bt g 3

[0222]  FEAK B, BACy I8 B AR I 2R B IE 31

[0223]  FEARKEHH , BRCy L1 95— 22 10— 0 B IR 75 IR 4 A BOUURA 75 R 2 30, AN B4 22 30
1, 3-MEmE-5-JLFL[H

[0224]  FEAR K BH PR, FRCyo S AL 3% ML IE  NHL PR | DA g Tk PR | WG| P | S Mg Mok | g1 R | 2 P
R« S 20 S T I 4 I 1y S5 28 S I Iy L W s | O R S s R s R g MR A | DR L M L 25
TGE VPR OBR ¥ A BRI 265 PR | 5 S M e | 3 S R e L R IR I 2 g e (2R =
A L A SH T W IDK A SH ik R IDR A SH ML P LG % S ML W PDR A S L g | bk e L g i e vt
MGE  IDK M S b e B — Pk MG I R

[0225]  FEAR KB A, BRCyoids B AR 35 TR e I e L W I | Ik 1 N[ Wk | S M| e M| | i1 |
W RR | SR AR L MAE AR 0 PRIV  TERIGR MGEGE | ZIE | WA T R | PR R AR M AR\ R S A | DR T I
ZRFFIK I R TR N L 28 088 e S I I I PR R I IR AR A PR | IR A S I I b g
ML E | IDR P ML P L el S L i e g IDK el S b i B3 — Wk e g 3

[0226]  TEAK BHHR , PRCyo 1) B A 06 ANk g  IEL FER T g | Tk PR | ML A I e K A S A T
IDK P SH ML P L % S ML P  PDR A S L i MLt A S L W L e et g | DR e L g 5, — e e e g
Ko

[0227]  FEARR B A, FRCyoids B AL 158 AL I W I | L A - s e UK s Sk P IR P L e

15
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MEL G L I  PDK e 1 N i sl bt e L g 2

[0228]  FEA K BHH , B Cyofm AL 1%t A e BONEL s SHe M g 3

[0229]  ZEA KB, Rtk ly (1) g 25, (2) C1-3%e ke, HAT 2k Hb b i 25 B, (3) ZE3E,
FLAT M4 DL SE AT AR : — AN M Rs 5 [, (4) 5-ZF6- 0 530 75 e 4 38, AT ik Hh il
DL S AT AR : — AN ARsFE 4], (5) FF A I L 1l (6) N, N-— R Ik iz

[0230]  7EARKLEH, RIFEMIEN (1) K%, (2) FE, 3) =&HHFE, ) —HFE, 6) B4
L, (6) =&, (7) & H 2, 8) a &, (9) KIF, FAT S Mg LA S pr At : —
AN FEANReFE ], (10) B IR I = e D0 s b s I T R T O | T R | T g D gy | P
e | ST A S A I IR e g e PR, AT Ml DL R R AT s — N B
ARsFEMA], (11) FFBEmEME LB (12) N, N- FE LI e A

[0231]  FEARK B, ROEFEREM N (1) =2, (2) FHE, (3) =5 FHE, (1) ZHFE, 65)
FGR 3E, (6) ZRIR, (7) B3R, (8) FEZRIE, (9) H LR FR, (10) K ME | = M | uhk nde ol it
R, HAT e Mg DL S BB : — N Bk ANRs R 5 (1) FR R A 2

[0232]  FEARZEH  RIETEMRE A (1) x5, (2) =H 5, (3) 5, (4 KK, (5)
BN, (6) FH RS, (7) HIZEIR, (8) Km: , =M (nt Mk sl nth mE 34 , HAT % Mo gk LA 3 121
EUAR s — AN B AN 3 L g0 PP Skl = 9 P S (9) PP SRR Mt

[0233]  FEAREAH RO FEAREHA (1) =53, (2 ZHHFEE, ) K3, (4) =me npms
BILERE I, AT 38 Mgl DL S BT AR : —ANBR AN B 2 L o Y L B — U R 2 (B) F 2
Bk e 25

[0234]  FEARREAH, RifARIEHN (1) = &0H L5 (2) =Mk (e mde sl g 2R, JLAT 3% 4t DA
TR s — AN B A R L R R g

[0235]  FEARREAH, RALEN (1) K FK, (2) 2L, HAT IR Ml i 22 BT AR ER (3) C1-3%t 2,
HAT R H A DL 3 A B AR : R B A AR A

[0236]  ZEAAK B ReBEALIE A AL S A 3k R R O e R R 2 3

[0237]  FEA K BAH, Ref A1 FR S . — 0 HR R Bl U R 2 o

[0238]  FEA K BIH , Rofbi y (1) 5925, (2) C1-3%E 4%, HAT 2k il L T 3L A Fr B AR : ia &
R, (3) C3-6FRkEE, (4) C1-3e s A, (5) &2, (6) a2 L AR L IE TN R 3t 7
PR E S IE TR P T R U T R T R R A , Rk Hh R
FEPTHUR, (7) 3-Z7T-JCH I 3R 8, (8) —0- (3-ZT7T-JLHIFNKIF) .

[0239]  FEAR B RoOFEALIE AR 2 3L S L . UL a3 R L 3L R
R R -SRI 2 PRTN L RRE LA VR R L A
B 2- W -2-FR BE PN SR AL VR AN T R I A IR T eI LS ot PR BRI R

[0240]  FEAKBHH , RoICSEAR G A 25 FF 2 PR P 2 R A2 U0 P R R L A
IR T RSB VB ARIR T R R LS ot PR BOR E B

[0241]  FEARJR B, RodE AR IEHL i 22 L Y 2 V2 A0 T e PR sl s e 38

[0242]  FEABAH, Rof AR I A A S R 2 L U B B U 0 T e B0 o
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[0359] 1) %h7eAH/ B IGR Z A A W) T A/ BRI T 2R 5

[0360]  2) 2wz & R Bl /72 AR SRR A AL S P 771 B 5 A/ R

[0361]  3) Wit &Y EIE FH

[0362]  AKMAMEME 7 —Z4VEI A G 259 0] UL AR 20 1) — A 550 225 25 58
AT DA 3T 25 24 o SRS ISR IR 25 24 m] GG [R] I 25 25 RIAH AR 25 24  fE ARk 45 24, Al
Tt AR R AWAED, R IGR 2 i — 21, BB T E e h 20 n— 4, RIB B A4 AR KL G
Yo %25 2577 AT MR BANF

[0363]  ZHH A 25 AR T H 2 I TR A/ 56 TT ORI 50 , AT DL T A R B
WS T T AN/ BRI H R e AR/ B B A P O

[0364]  FH-T- b7 A1 /B3 5 A i BH AL A 90560 T 1) T0LSH AR/ B89 97 30 S 0 o — 254 ] £
5, 9000, X £ Bk My AE S ARTT R 24 VB 2 U AR 2 PUBUN 25 N-F R -D- R A&
QARSI WU FA S0 25 HT O E AT 24 SR [ R — iR SR &4

[0365]  fE £ A4t % 25 mT G, 1 U, UK MR K A7 R A BrT ] DL AR B ] DG A i1 551) (451 4
AR F UL AR - AR IR SR B EL) | e N N RSB S (BT IS SY L SR e L R R O
BT RERIR ORI RS FER T BN A J1 S5 AR 25 28 T 35 I8 35 3 gk 5
VAR BTG 36 S A SR A L ORIR IR B S BRI SRR ARKFT IR ANV S5 AT
S5 BRI EL IS S IR L IS S I BV S5 AR VIR SRS VBT IR S5 (Tiaprofen) ( Byb 2 I
FLIE S5 IS BRI ST N BT B 25 FLARIE 25 S5 IR W K R EE (aluminium mefenamate) .
FESF IR S HE T B PR 2R P A o I 2 e B v o R L L R VORI R VK
DGR | ER BRWE KRR SRR & 1 3 K BV IR 2 il R SR T VBRI  Sedes G Z AL
M -N.Sorbon. i B8t 1B E 245 A AW 2 281 AESPE T il Bk LRI RV FE kR
B DR E AT RS B S T SR MR SR AR B B AR R E A5

(03661 ] Jy R4 o mp A 45 , 51 G, WTARR AL 55 OK e S SN E B A R U IR B E S D B L
W P25 1 RN iR | A5

[0367]  HUAPARZG AT GG, 440 , = FAPUAPAR LY (], ERER R K B Ak L Eh IR KGR | Eh IR
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KA BH 3R R FEBRF SRR 25 HH B AR L SR IRV AR MR A L SR IR Hh KM B LR 520 1) DU R4t
AR 2] (a0 , £ R 5 B AR L BRI K 22 AR L E R IR w3 B MK | BT S AL il (MAO) #1701 77
GRIRYD R  MiE =AM EHE EAR R IS5 (SNRT) (140, 3 FRK AR 2 | $h R 5L
V) R M R E RGNS ) (SSRT) (4, SR ER ARV B L SRR A B Pa YT L 2h R
FPETT ERRR VAR 22) | I 25 B Bl 50 (9, R 7 ot e ) <5

[0368] LI Z4 v AU, 40, ZE B 2 \Puridomin, K 23, Z B8 e e JE Vb I T PR 2
SUETEPE R DT01 N IR ER N LM i | &I SR 55

[0369]  N-HIFL-D—R AR IR YU vT G, 5 4n , £h R FUKLER - 3 1R 4 W b ik « Eh R 35 4
LS = AN N

[0370] ML DA A 5t 24 W) 0 45 , 50 G0, 3% B I OB L T M IE MR L 4 R VR B L AR AT A
(pancronium bromide) 7} HH MRANEE .,

(03711  HUCMEATFL TG, 40, &R K i AL Z S PR R Rk | itk 58 4 R 2 < R L 36
PR B AR I TR B SRR B S P IR 25V R B B R L EE BRI IR BT L 2R A
TR GERLMFK L i /KB 5 i /R S

[0372]  AS[| e v G045 , 454, A 9 b 24 I R S35 Ath 2R S XU — 9 har s < T R U2 A
PR SR A N R A KA A5 AR AR T R A BR IR A5 A oK R T « — 36K S T Al 23 4
(77 Y =K (budesonide)) JXIR AN 2 PO 38 L FUR BT P S HBZE KA L BB ZEKFA TN IR
P« i FE KA T R I T TR M ZE K A (B R S AL T B A L T IR EAL T A W T IR N R & 7T 1Y
P TR 2 B A R B UK Je A B IR IR B AR AA IR F oK r (T e B A IR 7 1 A
% (beclometasone propionate)) i 22 78 {8 AR I IR L ZE KA  — A IR 70l UK AR |
TERFAFEFNER IR JEn I8 IR 5 FOKIA VA A5 A 55

[0373]  {E A IREES 259, AT B 4E IS IR vl 1 F4 VS0 PT I A LB IR S A v (R FA BN B8 30
PR AT A B R s 2 AT A IR JE AR I8 BEER IR JEFA e IR FAR EVIK JE A I8 - s I AR JE L
T WG VIR Je A RN BE R <1 IR JeAn « FF TR Je s e 2RISR IR JEAa e FR TR Je s e
BEEARR A  h 22 78 I e T 1 22 P 0 o 22 2 At FE KN | T T L FE KA 1 FE KA B R M
S N YN NSO T N N (7 N YN

[0374]  fRE AW A, AT AL HE A IR £ SOK A N BRI R A A S 4 e e b  ih 22 78
JeST—126P PR 234 | iy FE KA KR R I8 S B R S K e T TR 37 o =2 Bl b 5 mT 4 | ik i HY
FRIR Jers T FARIR Je s R FIRR 5%

[0375]  HRMEEIR AL SV RTELHE , 140, 4R R IR £ 003 IR B (R JeE IR R ZE ik
PR 5 SR R £ K TR B IR £ 5

[0376] ARG S 7 — 4 i & L A RE AR €

[0377] W] P APl 2 Fh o — 2 e 6

[0378]  FHT-#h 78 Fi/ B3 58 A% B AL & W PRI A1/ BTG T AR B 1 — AR # T
HRLLIZ 4 R 1k T A ME R, B FER T _FIRNIERAE S 5K 4l i e 1

[0379] @ ¥ AT Bk B ARG EA KA G — AR H G40
255 TR AR BL I A IS R 2L S, SR faid i T IRER B AR 25 AT A B R
e FH

[0380] %l & AT AR HE A 08 AR E VIR IR IT ROR 45 24577 2N TR T R IR I 0% 9 Ho AT AR
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Img 2 1000mg /71l &/ B N BITE N , B R AT —IRELZ IR D IRZE 2, 8035 7E0. Img 22 100mg/
FIE VG N , B RIEEAT —IRELZ IR B WA 2, BB R B N B ITK P I SR 25 24 L/ 2224
NI o

(03811  4n BRridk , Bl 771 & v R4 AN [F) g R @0 AT 2622 , IR b 2 8 & 4 AR IR T S g
MENETREaT2m T LR E.

[0382] AUk B G W EA K B AL S AN 5 — 23 A 25 v AR D T 9 AR 10 R ]
PRFRAL S  IRIBE AR 25 P e sl FH T B W4 h 24 BV ST 5L A 2 e 7 IR 245 7K B N 7 34T
“aY.

(03831 Py IR Py 10 IR ] 4 7000 280 ol 438 1 7900« AL 7 JS B 551 93 551 SR 77 5 o e 2 ] (0 45
IR HE AR HE o R T RS R A IG5 0 AR AR e 55

[0384]  FEHE P i o) ] 44 550 2 e AR AR 5 R 7 92, ] — b Bl 22 B 1 ) AR B 4R AT I
SR FENG e SR ) (FLAE H B B i A0 0 T n 4 4E 22 e S KK A 7T CRINEE A 4E %
5RO e B | At FR R R BE55) AR T G LA 4 285 5%) T 7 (RENIR IR B2 5%) A2
E S5 B R (R - R AR IR EE) TR fa dEAT O 1] o Bir i [ 4% 770 284 w4 a2k b FH A9 4570 (e
PE B RN AT 4 R RN S B B A 4R R AR RIS TR E A iR EW RS 2
JZ o VAR R B30 W] B3 AW S BT () an B RO 1 I

[0385]  pA IRV AR 24 mT G 24 5 b mT s ) K VR AR S LR BRI B R 5 o AR 24
Yirp , AR — Pk 2 e I ) 0 A VR B BT T I8 B IR RE A (24K 2B E
TRB D) AL 25340 0] 25 A8 TR R BB A S LA R R A SRR R 5 B R
G S

[0386]  FHT B W oh e 2510 4 FHZG 1 7B T A48, 6l 4 , 908 Bt fise 7 77 e B S Rl o )
RS JB JRORG 771 248 5751) « 25 A 7510 IR N 1) 1 25 1) L AR5 R B PR A BV VRS - BT IR TR A
— Pk 2 FhiE A T AT AR R A R T R B R R EAT A

[0387]  Z Ak 7] MR N FRIRANGS 25 711), B 1 388 48 FH AR R 771, T 35 A A 7 (491 4n I At PR
BN) TP S B 0 G2 ) (a0, AN AT R R ) AR S ) (B IndT R IR) . il 2% Mot 25 57
() 77 2 BARHE R 72, 5140, US 2,868,691 F1US3,095, 35507,

[0388]  FH T~ B M w25 245 1A 3 539 7910 T /60, 75 V5 AL VIR e AR L VBRI 8 FH T 0 v A el A T
VAL TR P A R 2P A B 7 o 1223 B 5 AT S A R VR AR s LA — R ek RS R T
FUR AT B o 129 7 mT DA, 9, VRS 28 18K ER K HE I TS B R 4 R ()
W) KL A B R AT S A RRE A B A (B R R AR R R AL ER R0
55) VBRI FLAT S 2] G2 v ) 97 8 RS o 2 S 7R T A e 4 KT BRI TG TR 4 AR Al
B o AEAS P , W40 7 [T A 131 551 (4810 6, R 1 ) 1) 88 5 98 1 2K T BTG T 28 1R 7K sl HG A
A CL TS

[0389]  HHT B W hen 25 HoA 40 &9 vl 38 H T B % 45 25 1A 770 A T 1 18 25 25 1 19
TERE, HoS A — el 2 PhidE vy g B AT AR 5 7 V34T B il

[0390]  FEACK A, “—Fhif ™ A F (D) AWAH G, KA AR KA & 4
KA MAEY, FriR H & 235 AR KA EMARR T ARG 2 SN FERE 254,
(2) 5, KA %A A, F (3) 87 Bt B 15 24 Ul B B A= B bR 2 R i 22 2D — A (B dE
55 S [ AR 28 A AR XS B AR LE) , By B X Lo 58 R B 41 A W mT F T TR A/ 8096 T Trk AR
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R, Bl ) it AT 16 15 08 PR PR Bl 25 ) (DRI & Bk 2z 19 3R S AR BT R 24 L Bl 2K 24
V) HUHNAR 2 BUBIA 25 N-HT DR A S IR Fs U] WL AR 5t 25\ PO AN 55 24 L 2R [ B
/B B IR AR A ) G

[0391] ATl ) 24 it Ui B 5 2 4 S 25— &0 B 07 3O, HAR 4 13 448l 25411
WEAE BN T H APharmaceutical Affairs Actff]”Tenpu Bunsho” (H8FK N "Nou-
gaki”) , WK R F5 4 )7 Summary of Product Characteristics (SPCEESmPC) ”, 3 [ Bk H3 4%
#)”US Package Insert (USPI)” LA A Hofth#h 77 1 [5] &5 SCAH .

[0392]  XEefATHE LIS B2 L 1T H APharmaceutical Affairs Act (WA 4
T, 2 W25 JR 199744 H 25 H AR H 1 55606 F1607 38 &1 A1/ 5 AH <8 %1) i) Tenpu Bunsho”
12552548168 (4) 26 55 WK B iR PEBEE T 45 422001 /83 /ECER 1155 55 (R A L 22, Z L
SmPCE I A1/ BEAH SGHHE ) , FNSE [E 25 i B $521 CFR 201.1005% (N SRA L2, 2 W21 CFR
201. 57N/ BYAH SIS 2% A51) FI € 1) FE 88 A0 35 0 BORE SR B AN 45 24 L 4R 2 U7 v VR 45 R/ B
2SR B

[0393] FF3E[EH,21 CFR 201Subpart BEXR, [ 7 EEZ5 M ULH P, Fr2% (label) Bifr &
(labeling) N7 A $& (T 32 [H 24 i i B 5 o 1350 0 BR A SR M5 S« AU AR 2 A2 48 EL4L 3R
BEAEZS AR b BFREE T AR 22 FE IR 25 A5 25 6, 28 11 Rl R 1] it — A2 A P B R ot PO ARE 22
[0394]  FEAKBHA , RG2S T8 A IS A K AP 254 6 W el & A K B
AL B T AR RGP 2 BBl 245 9000 4G 254008 2R 250 24 & 0 B i HLd
AR BIRT E AR HEBREET N EE T A B A ETE B, G/ R S M
B IR R B B R AR A VARG IR BRSSP PTP BRI AR AR 55

[0395]  EHANLAMHEMNELRES Ll tas 0B 45 250Ul B B A= S bR ) 2
DA (BLFE 5 3 (B AR 28 AR AT B 1) L) 20 &, S8 J5 vl I8 o B 2% T A A A Bl A e
KMBH IS T .

[0396]  AKBHIEATF T EAL & A K HWE W ZIMA S A A KA E Y Ak
2 25 SN 29 A SV T 1% 1% 07 VB Sl H AR 32 A AE FZ A A PR T
1/ BIR ST Trk AH IS o

[0397] b5 EBFE ARG S %G Sid 78RR SR 24 A A e
TH R KRG S — R R 4G 25T U 25 24 & AR T A/ B3R 97 Trk A
RPEI H IE , JCFH AR 2 AL o 1245 B By 1 Skl 2 AN &G T 5 i 34T
BT o BT ) 2 A ] DA R AT AR AR 24 5 VAL T HE oAZ  EAR M B A B R AR
WX 2% R G0 T IEAE VB - 5 R B AR R T T (Y 0T/ o sy A ) 5 ) L AT
B QR FRALT VK BRRER R 2 55) i) (BT KB AR CHH SR &, K
AR E CHHEESENE 2 BT &, s a8 &) R RS2 R T
(FL 2Bt Bf s B 5) JPOPT 2 (R M AT LA KRS B B ) VBB 15 (BB A e 4R
U LR KRR GO 4, Blan H i SR HAh T & (B srE KE LT .
AR AR N TR ARG S B

[0398]  BRAE JI oM K, A SC R FHI BT BOR TR 2R 1E F46 5 5 A8 % W T & 1 AR A38H,
AN D i R ) = AR

[0399]  ACHIiH B SR H AL FH1iE 52013-029563F12013-141246 I 264, Hoar HIHRAE T
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20134E2 H19H f1201347 Ho H , K4 N B SIAARXANEAS %,
[0400] A SCHHHAHE LI BT A & B SO AR5 R SO 505 2 SCBR G P 25 0] 430 51 N AR ST
VE AL — 357 .

St 1

(04011 A BHAE N LA SEiti 5 1) 77 QAT AR , 12 S 451 3 AN BR il 4 & B

[0402] IR FE (3% 43 B AITLCHB 43 36 5 v 003 77 2R 7 Pl FH Ry vl Pt s 7 B R 71, L
EE A AR FREL 7

[0403] IR FENMRIES 73 4 5 Hh B 751 s FH T2 10 771 o

[0404]  LC-MS/ELSDAZTELL N 214 FHTHI -

[0405]  {ff:Waters ACQUITY Cis CKif%2:1.7X10 m; 4K :30X2.1mm I.D.) ;i
1.0mL/min; #E3:40°C; 3 B0AH (A) :0.1% =5 L ER/KIE; ish A (B) :0.1% =5 LR 4
VAT A6 T (AR (A) i shAH B) FIEEH1) < [0min]95:5; [0.1min]95:5;[1.2min]5:95;
[1.4min]5:95;[1.41min]95:5;[1.5min]95:5; %l #% .UV (PDA) ,ELSD,MS}

[0406] ARG RAEH T EIEFamam, HARMBEIUPACH 4 RS
ACD/Name®#Chemdraw Ultra (12.08% ,Cambridge Soft) BXARHETUPACEY %4 R4 AT iy
EA P

[0407]  Sjitafoill : 1- (2 dk—4— (=9 AR 2R JE) — TH-nfk e

[0408] [ TH-AELME (0. 39g) 7E — IR (UL R i #% ADMS0) (5. 2mL) HH I H IS T
FEEH (0.7g) o ¥F 1% MR A ITE I £E40 0 Bh o 1711% [ TR A 40 v IZ 8T InN 13— 2 i
He-4- R 2K (1. 1g) ¥ Z R MRSV BEFEI0 7 8l 12 ) MR & P R N T AT
K I F G BR B FH 15 20 A L FHZK N A S A BN 7K I R %, AR
BETHE ARG VR R 4 B A3 B TR R RE AR Al (O bt LR A BE=10:1—2:1) 4l
b, 15 2 E2AG UL B R ) AR A 54 (0.43g) -

[0409]  TLC:Rf 0.43(C%t: LR ABE=3:1) ;

[0410]  'H-NMR (DMSO-ds) : 66.61-6.64 (m,1H) ,7.82(d,1H) ,8.07 (d,1H) ,8.20 (dd, 1H) ,
8.45-8.49 (m,2H) «

(04111 Sjtaf52 : 2— (TH-MEEPe—1 %) —5- (9 2%) K i

[0412] i) S5t 451 1 1) 2% (R A5 490 (430mg) 7E I (16mL) A (1) HH N8 ik (5 %698 &2
380mg) o ¥§1Z K MR G B T A I Z R AE6 /N B Z R NIR A i@ S Celite (7
il A4 FR) T UE SR R IR AR TR, 49 2 2 A LU Y BRHE ) FR L S 4 (35Tmg) -

[0413]  TLC:Rf 0.56 (Ckt: LERAMAE=3:1) ;

[0414]  'H-NMR (DMSO-de) :86.10 (s,2H) ,6.52-6.56 (m,1H) ,6.92 (dd,1H) ,7.19(d,1H) ,
7.45(d,1H) ,7.79(d,1H) ,8.21 (d,1H) .

[0415] S fs]3: (2— (LH-MHEPR—1-28) —5- (U 28) R0 R R2,2,2- — S 4T
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CF,
310
0416 Cl
R
Cl Ne
i\ J

[0417] ] 5K i 451 2 1) 4% B AL & 9 (356mg) 1E 4R 2, T8 (8mL) H ¥ 5 ¥ H i N ik iR & Y
(400mg) FIGEFHR-2,2,2- =5 £ 5 (430mg) - 1% R MR &V S IR EE 15000 8. 1711%
RERAEYIINAIK I FH G 1R L BEAHL 45 2 1A HLE R EREE 15, SR 5 Il R ik 4 o 1415 2
(R A AERE A 03 (Ckt: 2B e =10:1—2:1) 4tk , 15 354 LU T Vs i br
L&Y (610mg) -

[0418]  TLC:Rf 0.60 (Ckt: LERAAE=3:1) ;

[0419]  'H-NMR (DMSO-ds) : 64 .93 (s,2H) ,6.63-6.66 (m, 1H) ,7.66 (dd,1H) ,7.88(d,1H) ,
7.94(d,1H) ,8.29(s,1H) ,8.42(d,1H) ,10.6 (s, 1H) »

[0420]  sjfifs4: 5-AlFE—2- (4- (4,4,5,5-PUFF 51,3, 2- SEMIAA e —2-38) R

I
0.
jomet
ch O N
[0421] 5{5 NO;
HaC 4
Hs H3

[0422]  [F]4-(4,4,5,5- DU H 31,3, 2- S A< 30 IR b —2-3%) Z5y (10g) 78 DY SR (LA
N EFRATHR) (91mL) A R INN = 2% (TmL) F12—5-5-hHFEMENE (7. 6g) o K 1% MR
E T CHEHE LN % SR A PR T 18 £, T8 A 5 FH VRIS R S M 7K I T 7K AT
Y RN ARV TR - 15 2 HLE FBRER 8T, SR 5 R ik 4 , 19 2L LA DL R 43
RRAE R bR L &9 (17g)

[0423]  TLC:Rf 0.45(Ekt: LRAAE=4:1) ;

[0424]  'H-NMR (CDC13) :81.35 (s, 12H) ,7.20(d,2H) ,7.93 (d,2H) ,9.31 (s, 2H) .

[0425]  SEjfafs)5:2— (4 (4,4,5,5-PYH 3E-1,3, 2- SR 2 B I e —2—3ik) 4R JE) misng—5—

%
Q. N
o T,

H,C (5
HsC H;

[0427] [y SE it 5 A1) 2% AL A0 (17g) TE L1 (187mL) A1 Z PR £ T (94mL) HIVRA W0 1 %
WIS AR (20% W, 1.56g) o K5 1% [ DR A TE3S CE AR B EEA /N o 1711
REVR G I FEE (90mL) FyE MR (0. 32g) FHAEZ IR B FES 73 B o K 1% I MR & P it
Celite (R ih A4HR) ik YESR S VR AL IR o 7] T A 53R P INNABCT i PR R/ e R 12 1TR
E VAR R BT H B AT L 15 2B DU R BRI AR AL S (12.8g)

[0428]  TLC:Rf 0.29 (Ek%i: LMRATE=1:1) ;

[0429]  'H-NMR (CDC1s) :61.33 (s,12H) ,3.51 (br s,2H) ,7.14(d,2H) ,7.85(d,2H) ,8.06 (s,
2H) .

[0426]
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[0430] St 16 : 2— (4— (2-ZAHE-5-GUMLIE -3 —JL) FREAIL) MEIE -5

NH, O\"‘r\j\mz

Cl
[0432]  fm] SE Tt ] 5 ) 45 AL & P (L) #E2- A I (6. 4mL) A1, 2- —HI 4L 2% (1. 6mL) IR
AW R R NN 3R -5 S E -2 % (662mg) BB #H /K AR (M, 3. 2mL) A — (= 2K 3
) &AL (112mg) o ¥ 1% [ BV A I TESS C Rl AU R HE2 /NI 1% R NIRG 7A 1 2
Fiw L MRET IR Ol FFOR JE /KB K43 20 A HLZ - ERRZ (0.5M, 120mL) e ZHL . 4
RN B /K 2 PV R R B4 7K I AN 2R 2 s ZE B 415 2B HLE FB AT S AL Ak
WG , IR BN T, FF 98 5 i U8 15 2 B A ML Z W48 22 29100mL o Bz iR i i AEAE (2
#E (Fuji Silysia Chromatorex NH DM1020 (7 &FK) » LB £ l8) Laiifh , /32| BALLT
VIR AR AL 54 (85Tmg) o
[0433] TLC:Rf 0.32 (& H W : LM OTE: HIFE=8:4:1) ;
[0434]  'H-NMR (DMSO-de) :85.28 (br s,2H) ,5.82 (br s,2H) ,7.14(d,2H) ,7.39(d,1H) ,
7.45(d,2H) ,7.94(d,1H) ,7.99 (s,2H) .
[0435] s ff7: 1 (2- (LH-PREME-1-38) -5 (= 2%) L) -3- (2- (4- (-& & -5-At
WE —3-38) IR AEJE) MENE-5-JL) ik

[0431] N

CF3
NH, O\H/N 0
N A
[0436] N N~ N
| HoH |
. J

[0437] [y SEJiti 45116 il 4% (1 4. ) (400mg) NS i 51 3 1] £ 1 AL &4 (513mg) 7EN, N- - F 2t
LM (LR TR FR 9DMA) (2. 6mL) HH VTR R I = 2% (0. 018mL) o FERURH B
TR EYITE6S CHEFE2 VNG R 1% [ BR A WA H B =i, R EMBET LR L1 1 1% 15 2
(6 ML F 7K B 5% 39 3 FH AN AL AN /K I VR % LIR o #4245 21 G HLZ FBRBR SN T
U8, IR SRS K 15 B R R I TERE AR (il (& e LR A lg=2:1) kafifk, 133
BA VLN YBEAE T A K R4 &) (465mg) -

[0438]  TLC:Rf 0.29 (Ckt: LIRAME=1:3) ;

[0439]  'H-NMR (DMSO-de) :65.86 (br s,2H) ,6.68 (dd,1H) ,7.27 (d,2H) ,7.42(d, 1H) ,7.46-
7.56 (m,3H) ,7.75(d,1H) ,7.92-7.99 (m,2H) ,8.41(d,1H) ,8.58 (d, 1H) ,8.70 (s,2H) ,9.71
(br s,1H) ,9.97 (br s,1H) .

[0440]  SEjiif5)8

(04411 FHAH 2 2 B R 15 B S FURR TR 10 & W0 A8 St 91 3 1) 46 R AL B W 3dE AT 5 Sz it 1)
THRAN AR, 49 20 B DL Y3 B A K A E )

[0442]  Sjfafs8—1:1- (2— (4- (2-Z( -5 FUML BE—3—J&) KAL) meng —5-3%) —-3- 2- 4-H
FE-1H-123- =M -1-38) -5- (CHF ) K5 K
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LOTOAL)
| h_zcm

[0444]  TLC:Rf 0.21 (E%¢: LRATE=1:3) ;

[0445]  'H-NMR (DMSO-de) :82.38 (s, 3H) ,5.85 (s,2H) ,7.26 (d,2H) ,7.41(d,1H) ,7.50(d,
2H) ,7.58 (dd,1H) ,7.69 (d,1H) ,7.94(d,1H) ,8.39 (s, 1H) ,8.58-8.61 (m, 1H) ,8.68 (s,2H) ,
8.76 (s,1H) ,9.69 (s, 1H) .

[0446]  SLjitafs8-2: 1- (2— (4— (2— = FE -5 SN IE —3—J) R UJE) Mg —5-38) —3— (5— (5
H3E) —2- (3— (=4 3) — -k —1-3%) R F0) ik

NH, o\rﬂ,\h:LN i N Q

N
Cl
F3

[0448]  TLC:Rf 0.80 (LFRZBE: 2 i=2:1) ;

[0449]  'H-NMR (DMSO-ds) :65.85 (s,2H) ,7.12(d,1H) ,7.26 (s,2H) ,7.42 (s, 1H) ,7.51 (d,
2H) ,7.58(dd,1H) ,7.71(d,1H) ,7.95(d,1H) ,8.47 (s,2H) ,8.59 (s, 1H) ,8.67 (s,2H) ,9.48
(s,1H) »

[0450]  SEjfaff8-3:1—- (2— (1H-1,2,3—=M—1-3&) -5- (=G FF 3E) K 3E) -3- (2- (4- (-3
FE-5-GUE e -3-J) 2R AEIE) mengE 55 IR

[0451]  TLC:Rf 0.69 (L& Z.FiE) ;

[0452]  'H-NMR (DMSO-de) :85.84 (s,2H) ,7.26 (d,2H) ,7.41 (d,1H) ,7.51 (d,2H) ,7.61 (dd,
1H) ,7.74(d,1H) ,7.95(d,1H) ,8.09 (d,1H) ,8.57 (s, 1H) ,8.67 (s,3H) ,8.71 (s, 1H) ,9.65 (s,
1H) .

[0453]  SCjtf58—4:1- (2— (4— (2- S FE-5- S IE —3—J&) AR JE) Ming —5-JL) —3- (2-&(-5-
(U2 D) IR

CFa
[0443]

N
N

[0447] |

CF;
NHy OYNQ\ (o]
[0454] iy N)LN
| H H |

|
[0455] TLC:Rf 0.52(C¥i: LR LEE=1:2) ;
[0456]  'H-NMR (DMSO-ds) : 85.85 (s, 2H) ,7.26 (d,2H) ,7.41(d,1H) ,7.51 (d,2H) ,7.68 (dd,
1H) ,7.86-7.89 (m,1H) ,7.94 (d,1H) ,8.42 (s, 1H) ,8.74 (s,2H) ,8.79 (s, 1H) ,9.76 (s, 1H) .
[0457]  Sjfhi8—5: 1— (2— (4— (2—8 Jh—5-GUnk e —3-3L) ZE AR L) msngE—5-35) —3— (5— (4K
) —2— (4— =45 AP 3) —TH-Peme—1-3%) 26 38) iR
[0458]  TLC:Rf 0.36 (Ckt: LIRAAE=1:2) ;
[0459]  'H-NMR (DMSO-ds) : 85.85 (s, 2H) ,7.26 (d,2H) ,7.42(d,1H) ,7.50 (d,2H) ,7.56 (dd,
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1H) ,7.76 (d,1H) ,7.95(d, 1H) ,8.38 (s, 1H) ,8.54-8.59 (m, 1H) ,8.69 (s, 2H) ,8.98 (d,2H) ,
9.75(s,1H) .

[0460]  SZHtEf518-6:1- (2- (4— (2-F IL-5-S ML nE-3-3L) ZEA L) meng-5-3L) —3- (2- 3- (—
L) —1H-ME M- 1-38) —5- (=g 38) Z530) iR

[0461]  TLC:Rf 0.27 (Ckt: LIRAHE=1:2) ;

[0462]  'H-NMR (DMSO-de) :65.85 (s,2H) ,6.90-6.96 (m,1H) ,7.14 (t,1H) ,7.26 (d,2H) ,7.41
(d,1H) ,7.50(d,2H) ,7.53-7.59 (m,1H) ,7.72(d,1H) ,7.95(d,1H) ,8.41-8.46 (m, 1H) ,8.53
(s,1H) ,8.68(s,2H) ,8.95 (s, 1H) ,9.66 (s, 1H) .

[0463]  Sjffi8—7: 1- (2— (4— (2—5 H—5-SUnk mE —3—3L) ZEAH L) msng—5-35) —3— (5— (4K
B L) —2- (3- (= AL) —1H-1, 2, 4-=mp—1-HL) 8 H5L) g

[0464] TLC:Rf 0.62(C¥i: LR LEE=1:2) ;

[0465]  'H-NMR (DMSO—de) :85.85 (s,2H) ,7.26 (d,2H) ,7.42 (d,1H) ,7.50 (d,2H) ,7.63 (dd,
1H) ,7.81(d,1H) ,7.95(d, 1H) ,8.47-8.50 (m, 1H) ,8.65 (s, 1H) ,8.66 (s,2H) ,9.24 (s, 1H) ,
9.33 (s, 1) »

[0466]  SCjfaf58-8:1- (2 (3-Z M- 1H-MEMe-1-8) -5- (ZHUF L) ZK3E) -3- (2- (4- (2-
FIE-5-FUL e -3 k) KAL) mE e -5-8) ik

[0467]  TLC:Rf 0.34 (Ek%i: LRATFE=1:2) ;

[0468]  'H-NMR (DMSO-de) :82.58 (s, 3H) ,5.85 (s,2H) ,7.05(d,1H) ,7.26 (d,2H) ,7.42(d,
1) ,7.50(d,2H) ,7.57 (dd,1H) ,7.74(d,1H) ,7.95(d,1H) ,8.39(d, 1H) ,8.63 (s, 1H) ,8.68
(s,2H) ,8.74(s,1H) ,9.63 (s, 1H) .

[0469]  SLjfaf58-9:1- (2— (4- (2-Z( -5 FNML BE—3—J&) R SE) meng-5-3%) —-3- (2- 3-H
FE-TH-MEme-1-35) -5 (g FE) 2530 ik

[0470]  TLC:Rf 0.50 (LBRZME: Cike=2:1) ;

[0471]  'H-NMR (DMSO-de) :82.37 (s, 3H) ,5.85 (s,2H) ,6.45(d,1H) ,7.27(d,2H) ,7.43(d,
1H) ,7.47-7.54 (m,3H) ,7.70(d,1H) ,7.95(d,1H) ,8.28 (d,1H) ,8.57 (s, 1H) ,8.70 (s, 2H) ,
9.81(s,1H) ,9.92 (s, 1H) .

[0472]  SJaf5l8—10: 1- (2— (4— (2— % Ja—5— Sk g —3— %) JR 4 L) Mg —5-3L) —3- (3- (=4
HH3) R 38) ik

CF;
N
NH Yy © /ij

|
[0474]  TLC:Rf 0.47 (Ckt: LIRAHBE=1:4) ;
[0475]  'H-NMR (DMSO-d¢) :87.27-7.34 (m,3H) ,7.42-7.53 (m,4H) ,7.61-7.66 (m, 1H) ,7.88~
7.92 (m,2H) ,8.73 (s,2H) »
[0476]  SLJaf58—11:1- (2— (4— (2-ZJE-5-F ML g -3 k) JREAIL) Mg —5-3L) —3- (295
(U2 D) IR
[0477]  TLC:Rf 0.50 (& kt: LIRAMAE=1:2) ;
[0478]  'H-NMR (DMSO-de) : 65.85 (s,2H) ,7.26 (d,2H) ,7.38-7.55 (m,5H) ,7.95(d, 1H) ,
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8.51-8.55 (m, 1H) ,8.74 (s,2H) ,9.09 (s, 1H) ,9.30 (s, 1H) .

[0479]  SEJaf58-12:1- (2— (4— (- S -5 Sk e —3—J) KAL) Mg —5-J%) -3- (2- (4-H
FE-TH-MEme-1-35) -5 (g I 2530 iR

[0480]  TLC:Rf 0.55 (LBRZME: Cike=2:1) ;

[0481]  'H-NMR (DMSO-de) :62.15 (s,3H) ,5.85 (s,2H) ,7.26 (d,2H) ,7.42(d,1H) ,7.49-7.52
(m,3H) ,7.69 (d,1H) ,7.78(s,1H) ,7.95(d,1H) ,8.18 (d,1H) ,8.57 (d,1H) ,8.70(d,2H) ,9.83
(s,1H) ,9.97 (s, 1H) »

[0482]  SJaf5I8—13:1- (2— (4— (-G -5 Sk g —3—J&) KAL) ming—5-J%) -3- (2- (5-H
F-1H-1,2,3-=Me-1-38) -5- (Z 5 25 FH) Ik

[0483] TLC:Rf 0.63 (ZB&EZTE) ;

[0484]  '"H-NMR (DMSO-d¢) :62.19 (s,3H) ,5.84 (d,2H) ,7.26 (d,2H) ,7.42(d,2H) ,7.50(d,
2H) ,7.61(d,1H) ,7.84 (s,1H) ,7.94(d,1H) ,8.29 (s, 1H) ,8.64 (s, 1H) ,8.66 (s,2H) ,9.45 (s,
1H) .

[0485] S fsil8—14: 1- (2— (4— (-2 -5 Gk mE -3-2%) AL wang -5-2E) —3- (2-F -
5— (o H 2 2R FE) ik

[0486]  TLC:Rf 0.30 (LERZME: Cke=2:1) ;

[0487]  'H-NMR (DMSO-de) :62.32 (s,3H) ,5.85 (s,2H) ,7.28 (d,2H) ,7.31 (d,1H) ,7.39-7.44
(m,2H) ,7.51(d,2H) ,7.95(d,1H) ,8.27 (s, 1H) ,8.38 (s, 1H) ,8.75 (s,2H) ,9.34 (s, 1H) »
[0488] S ff8—15:1— (2— (4— (2—Z & -5-FUML g -3 J) R EUE) MEnE-5-3k) -3 (2- (3-
(1-F2F 2 F0) —TH-MEme-1-3%) -5- (R D) X5 Ik

[0489] TLC:Rf 0.19 (& ¥i: MR LEE=1:2) ;

[0490]  "H-NMR (DMSO-de) :61.44 (d,3H) ,4.92 (quint.,1H) ,5.23 (d,1H) ,5.85(s,2H) ,6.58
(d,1H) ,7.26 (d,2H) ,7.42(d,1H) ,7.47-7.54 (m,3H) ,7.72 (d,1H) ,7.95(d, 1H) ,8.28-8.31
(m,1H) ,8.50(d,1H) ,8.69 (s,2H) ,9.69 (s, 1H) ,9.85 (s, 1H) .

[0491]  sZjtaf8-16:1- (2- (1H-1,2,4-=M—1-J&) -5- (=G FH 4L) K HL) -3- 2- (4- 2-F
FE-5- G e —-3-J) ZRAEIL) mengE-5—J) IR

[0492]  TLC:Rf 0.46 (Z.B&ZTE) ;

[0493]  'H-NMR (DMSO-ds) :65.85 (s,2H) ,7.26 (d,2H) ,7.42(d,1H) ,7.50(d,2H) ,7.59 (d,
1H) ,7.77(d,1H) ,7.95(d,1H) ,8.42 (s, 1H) ,8.56 (s, 1H) ,8.68 (s,2H) ,8.79 (s, 1H) ,9.09 (s,
1H) ,9.66 (s, 1H) .

[0494]  SLJEf5I8—17:1- (2— (4— (-2 JE-H—F ML nE —3—Jk) KAL) mEnE—5-JE) —3—- (4-H -
3— (= ) R FE) ik

[0495]  TLC:Rf 0.80 (L) ;

[0496]  '"H-NMR (DMSO-ds¢) :62.36 (d,3H) ,5.85 (s, 2H) ,7.26 (dd,2H) ,7.34(d,1H) ,7.42(d,
1) ,7.51(dd,2H) ,7.57(d,1H) ,7.89(d,1H) ,7.96 (d,1H) ,8.72(s,2H) ,8.92(s,1H) ,9.18
(s,1H) »

[0497]  SLjtaf58-18:1- (2— (4— (2—-Z -5 R ML nE -3 k) JREAIL) Mg —5-3L) —3- 3-9p—5-
(U2 D) MK

[0498]  TLC:Rf 0.26 (LERZME: Cike=1:1) ;
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[0499]  '"H-NMR (DMSO-ds) :85.85 (s, 2H) ,7.26 (d,1H) ,7.27 (dd,2H) ,7.43 (d,1H) ,7.51 (dd,
2H) ,7.53-7.65 (m,2H) ,7.70 (s, 1H) ,7.95(d,1H) ,8.73 (s,2H) ,9.11 (s,1H) ,9.52 (s, 1H) .
[0500] S fsl8-19:1- (2— (4— (-G JE-H—F ML NE -3 k) KAL) Mg —5-3%) —3- (4-F-3-
(R ) R Ik

[0501]  TLC:Rf 0.53 (LBRZME: Cke=3:1) ;

[0502]  "H-NMR (DMSO-ds) :85.85 (s, 2H) ,7.25 (dd,2H) ,7.42(dd,1H) ,7.51 (d,2H) ,7.61 (d,
1H) ,7.70(d,1H) ,7.95(dd, 1H) ,8.06 (s, 1H) ,8.72 (s,2H) ,9.04 (s, 1H) ,9.44 (s, 1H) .

[0503] St f5il8-20: 1- (2— (4— (2- G k-5 Sk i —3—J) KAL) Mg —5-J%) —3- (2- (5-H
FE-TH-IEme-1-38) -5 (g FE) 2530 iR

[0504]  TLC:Rf 0.39 (LBRZMBE: Cike=2:1) ;

[0505]  '"H-NMR (DMSO—ds) :62.20 (s,3H) ,5.84 (s,2H) ,6.40 (s, 1H) ,7.26 (d,2H) ,7.41 (d,
1H) ,7.52(d,2H) ,7.53(d,1H) ,7.55(d,1H) ,7.75(d,1H) ,7.94 (d,1H) ,8.40 (s, 1H) ,8.61 (s,
1H) ,8.67 (s,2H) ,9.73 (s, 1H) .

[0506]  Sjtafsil8—21:1- (2— (4— (2— G -5 Sk e —3—J) KAL) Mg —5-J%) -3- (2- (5-H
H-3- CHEFR) -10-mm-1-35) -5- SH ) K1) IR

[0507]  TLC:Rf 0.28 (Ckt: LIRAAE=1:2) ;

[0508]  'H-NMR (DMSO-de) :62.19 (s,3H) ,5.85 (s, 2H) ,6.88 (s, 1H) ,7.26 (d,2H) ,7.38-7.43
(m,1H) ,7.46-7.63 (m,4H) ,7.92-7.97 (m,1H) ,8.31 (s, 1H) ,8.61 (s, 1H) ,8.67 (s,2H) ,9.38
(s,1H) »

[0509] S fsl8-22:1- (2— (4— (2—Z -5 ML iE —3— k) KAL) Mg —5-3%) —3- B3-&-5-
(R ) 75 Ik

[0510]  TLC:Rf 0.80 (L& Z M) ;

[0511]  'H-NMR (DMSO-ds) :65.86 (s,2H) ,7.27 (d,2H) ,7.43 (s,2H) ,7.51 (d,2H) ,7.84 (s,
2H) ,7.95(d,1H) ,8.73 (s,2H) ,9.15 (s, 1H) ,9.51 (s, 11) .

[0512]  Sjiif5)9

[0513]  3R4T L5 St 491 4— S e 491 5— S e 451 6 — S it 49 7 2R ABA ) 25 B, FH 3 —JR—5—& Mk g -2
[ , B 3R -5~ BE -2 FZ AR 3— 1R -5— A ML BE -2 fi% s 2 S —5—fil JE b g AR B 2— (-5
T B I E 5 o STt 491 3 1) 5 1) A5 A B8R ) 2 PR s A 5 AU S it 491 3 1) & U AL &
W, 19 B2 LU P ER I B A R AL &)

[0514]  SEZJfaf5)9-1:1- (2— (AH-MEMe—1-3) -5- (=& F 3%) K -3 (6- (4- @-FFE-5-Ft
WE —3—38) IR AEUIE) M iE-3-3%) ik

CFs
NH, 0\@\ o)
[0515] p?/O/ NJ\N
| HOH |
. \J

[0516]  TLC:Rf 0.62 (Ekt: LIRAME=1:4) ;
[0517]  '"H-NMR (DMSO-ds) :65.85 (s,2H) ,6.67 (t,1H) ,7.04 (d,1H) ,7.15(d,2H) ,7.39(d,
1) ,7.45-7.51 (m,3H) ,7.72(d,1H) ,7.93-7.94 (m,2H) ,8.00 (dd, 1H) ,8.19(d,1H) ,8.39 (d,
1H) ,8.58(d,1H) ,9.56 (s,1H) ,9.82 (s, 1H) »
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[0518]  SEjifs9-2:1- (2- (1H-1,2,3—-=Mr—1-3L) —-5— (= F &L) HI-3- (6- (4- (20— JE-
S-FIL e -3-%) ZREIL) mene-3-2%) Ik

CFs
NH, O\Q o)
[0519] ﬁ%;j/[::j/ HJKH
N
! "

[0520]  TLC:Rf 0.69 (.12 ZFE) ;

[0521]  "H-NMR (DMSO—ds) :65.84 (s,2H) ,7.04 (d,1H) ,7.16(d,2H) ,7.39(d,1H) ,7.47 (d,
2H) ,7.59(d,1H) ,7.72(d,1H) ,7.94(d,1H) ,7.99(dd, 1H) ,8.10(d,1H) ,8.15(d,1H) ,8.59-
8.61 (m,2H) ,8.68 (s, 1H) ,9.57 (s, 1H) .

[0522]  Sjifafs]9-3: 1- (2— (AH-MEME—1-3%) —5- (= HH ) 2R 23— (6— (4— (- -5t
WE —3-3) JREUSE) M iE-3-3%) ik

[0523]  TLC:Rf 0.27 (Ckt: LIRAAE=1:3) ;

[0524]  "H-NMR (DMSO-ds) :65.55 (s,2H) ,6.67 (t,1H) ,7.04 (d,1H) ,7.16 (d,2H) ,7.34 (dd,
1H) ,7.47-7.50 (m,3H) ,7.72(d,1H) ,7.91-7.94 (m,2H) ,8.01 (dd, 1H) ,8.19(d, 1H) ,8.39 (d,
1H) ,8.59(d,1H) ,9.55(s,1H) ,9.82 (s, 1H) »

[0525]  SEjitif510: 2— (MEmE-3-3&) -5- (—m &) K

CF3

[0526]  HN

\

[0527]  [h)2-VR-5- (=@ H 4E) ZE % (10g) AI3-ALE iES (5.63g) 76 2 (20mL) ) v

IIAZK (10mL) BREREN (14.57g) 1 — (=2 HEM) — &4 (0D (1.46g) fERE A, K iZ%

R PIFEL00 CHEFE LA/ % I NIR -G IA E1 2 i I H O TR CBR A KA HLZ

FHIRER BE 1158 , SR S IR IR 4 o 115 B R R ERE AT 13 (D)t ZTR A BE=1:0—0:1)

aifh, HOBEbe sk, R0 T8, 19 215G U I BRRHIE AR AL &4 (7.62g) .

[0528]  TLC:Rf 0.56 (LERZME: Cike=3:1) ;

[0529]  "H-NMR (DMSO-ds) :65.40 (s,2H) ,6.90 (d,1H) ,7.08 (s,1H) ,7.18(d,1H) ,7.48(dd,

1H) ,7.85(d,1H) ,8.57 (d,1H) ,8.60 (d, 1H) »

[0530]  Sjitfsi11:1- (6— (4— (2— % k-5 FUML e —3— %) R HE) Mt e —3-J%) —3— (2— (M hE-

3-3%) -5 (= 2%) A ) ik

[0531] 347 55 S i 51 3— S it 451 4 — S it 451] 5 — S itk 491 6 — St 451 7 ALK e 4, FH2— 55

TSR e AR B 25 —5— Al S M e S FH St 491 1 O i) 2% B AL & AR B s 1 2 1) 45 AL &9, 15
| HA LT Yy ébr’iaﬁztiﬁfﬁﬂc/\%

O\Cj\
[0532]
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[0533]  TLC:Rf 0.43 (ZBEZTE) ;

[0534]  'H-NMR (DMSO-de) :85.80 (s, 2H) ,7.04 (d,1H) ,7.16 (s,2H) ,7.41(d,1H) ,7.47 (s,
1H) ,7.50 (s, 2H) ,7.54-7.61 (m,2H) ,7.90 (dt,1H) ,7.91 (d,1H) ,7.99 (s, 1H) ,8.11-8.15 (m,
2H) ,8.43 (s, 1H) ,8.64-8.71 (m,2H) ,9.20 (s, 1H) .

[0535]  SLCjitffi12:1— (2— (4— (2— (k-5 FUME e —3— k) RS Jk) W g —5—J) —3— (2— (ML i -
3-3%) -5 (U 3k) R HE) ik

[0536]  REAT 5 S it 451 3— S it A1) 7 S ACA IR ER AR, FH St 451) 1O i 45 118 A & A AR S it A9 2 7
HAEY, 15 22 AA LU T R ébr’iﬁ’]ztiﬁw)c/\%

[0537] CP/@Ar \;\J\

[0538] TLC:Rf 0.60 (LBRZNE: FHEE=19:1) ;

[0539]  "H-NMR (DMSO-dse) :85.84 (s, 2H) ,7.25(d,2H) ,7.41 (d,1H) ,7.48-7.58 (m,5H) ,7.89
(dd,1H) ,7.94 (d,1H) ,8.23 (s, 1H) ,8.38 (s, 1H) ,8.65-8.68 (m,4H) ,9.23 (s, 1H) .

[0540]  Sjitifs]13

[0541]  EAT 15 STt 5] 10— St 451 3— S i A 7 AL R A, FHAH . F TR A & 47 B 0 R 1
B PARE 3N iE IR , 15 2 BA LU B B A R B AL &

[0542]  Sjtafsl13-1:1- (2— (4— (- S -5— Sk iE —3—J) KAL) Mg —5-J%) -3- (2- (1-H
FE-1H-IEme-5-38) -5 (g FE) 2530 iR

CF,
o}
NH; \j\ o}
[0543] r\|| \E EJ\E
n~CHa
cl —N

[0544]  TLC:Rf 0.60 (L& ZE) ;

[0545]  'H-NMR (DMSO-de) :83.65 (s, 3H) ,5.85 (s,2H) ,6.46 (s, 1H) ,7.27(d,2H) ,7.42(d,
1H) ,7.50-7.52 (m,4H) ,7.62 (s,1H) ,7.95(d,1H) ,8.09 (s, 1H) ,8.56 (s, 1H) ,8.68 (s,2H) ,
9.49 (s, 1H) .

[0546]  SEJtEf5]13-2: 1- (2— (4— (2-F L -5-FMt e -3-3%) ZRE L) ming-5-2%) -3- - (1-H
Fe-1H-nhme-4-3E) -5 (=& B 55 R F0) ik

CF3
NH O\|/N o}
j 0
[0547] ’¢/O \;\H)LH
Cl N—N

[0548]  TLC:Rf 0.40 (LFRZBE: FEE=9:1) ;

[0549]  '"H-NMR (DMSO-ds) :83.92 (s, 3H) ,5.85 (s, 2H) ,7.25-7.27 (m,2H) ,7.39-7.42 (m,
2H) ,7.49-7.51 (m,3H) ,7.76 (s,1H) ,7.95(d, 1H) ,8.10 (s, 1H) ,8.24-8.27 (m,2H) ,8.71 (s,
2H) ,9.41 (s, 1H) .

F3
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[0550]  Sijitfsil13-3:1- (2— (4— (-G -5 Sk e —3—J) KAL) Mg —5-J%) -3- (2- (1-H
F-3- (AL —1H-n e -5-3%) -5 (=3 FH ) R0 Ik

[0551]  TLC:Rf 0.78 (LERZME: Cike=2:1) ;

[0552]  '"H-NMR (DMSO-ds¢) :63.73 (s,3H) ,5.85 (s,2H) ,6.96 (s, 1H) ,7.26 (d,2H) ,7.42 (d,
1) ,7.51(d,2H) ,7.53(d,11) ,7.58(d,1H) ,7.95(d,1H) ,8.28 (s, 1H) ,8.53 (s, 1H) ,8.68 (s,
2H) ,9.32(s,1H)

[0553]  Sjitafsil13—4:1- (2— (4— (-G -5 Sk mE —3—J&) KAL) Mg -5-J%) -3- (2- (1-H
FE-1H-MH e -3-3) -5 (=3 FH ) R0 Ik

[0554]  TLC:Rf 0.48 (Z.B&Z.TE) ;

[0555]  'H-NMR (DMSO-de) :64.03 (s,3H) ,8.57 (s,2H) ,6.92(d, 1H) ,7.28(d,2H) ,7.39(d,
1) ,7.43(d,1H) ,7.52(d,2H) ,7.94 (dd,3H) ,8.65 (s, 1H) ,8.74 (s,2H) ,9.93 (s, 1H) ,10.77
(s,1H) .

[0556]  sijitifs14

[0557] kAT 5 St 15116 — St 451 7 AL 454 FH 3— 1R -5 38U g —2— e AR B 3— TR -5 &t
WE —2— % 5 A1 FH S it 451 S Bl A 8 1Y) 2 25 FHY PR I e R TR AL & M AR B St 913, (5 2L LA LA
VB B A K R E D -

[0558]  Sjifafsil14-1:1- (2— (4— (2—Z -5 FR ML nE —3— k) R AIL) Mg —5-3%) —3- (-9 —5-
(R ) 75D Ik

CF5

NH, O\(N“\ 0
[0559] N 'J\;\H)kﬂ

[0560]  TLC:Rf 0.65 (Ekt: LERAMAE=1:9) ;

[0561]  'H-NMR (DMSO-ds) : 85.56 (s, 2H) ,7.28 (d,2H) ,7.35-7.54 (m,5H) ,7.93 (d, 1H) ,
8.51-8.53 (m, 1H) ,8.74 (s,2H) ,9.09 (s, 1H) ,9.29 (s, 1H) .

[0562]  sjfafsl14-2:1- (2- (4— (2-&FE-5-F ML nE -3-2) KA g -5-24) -3- 3- (=
H ) 2R3 IR

[0563]  TLC:Rf 0.16 (LR MG : L ki=1:1) ;

[0564]  'H-NMR (DMSO-ds) : 85.56 (s, 2H) ,7.27 (d,2H) ,7.33(d,1H) ,7.38 (dd,1H) ,7.51 (d,
1H) ,7.53(dd,2H) ,7.60(d,1H) ,7.94 (d,1H) ,7.97 (s,1H) ,8.73 (s, 2H) ,8.98 (s, 1H) ,9.431
(s,1H) »

[0565]  Sjfafsi14-3:1- (2- (4— (2-&FE-5-F ML nE -3-2) KA mnE-5-24) -3- 6- (ZH
H L) -2- 3- E&EH 35 -1H-mkme-1-55) 2530 Ik

NH, o\l{j\NiN Q

;\\j

[0567] TLC:Rf 0.74 (LM LHE: Ci=2:1) ;

[0566] |
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[0568]  'H-NMR (DMSO-ds) :85.56 (s,2H) ,7.12(d,1H) ,7.27 (d,2H) ,7.37 (dd, 1H) ,7.53 (d,
2H) ,7.59 (dd,1H) ,7.71 (d,1H) ,7.94 (d,1H) ,8.47 (s,2H) ,8.58 (s, 1H) ,8.67 (s,2H) ,9.48
(s,1H) »

[0569]  Sjitafsil14—4:1- (2— (1H-MEmE—1-45) —5— (=9 J8) J808) —3- (2- (4- (-2 HE-5-%R
Mt g -3-2) AL mEnE-5-2%) IR

[0570] TLC:Rf 0.49 (LM 4ME: Eki=2:1) ;

[0571]  'H-NMR (DMSO—de) :85.56 (s,2H) ,6.68 (s, 1H) ,7.27 (d,2H) ,7.38(dd,1H) ,7.53 (d,
3H) ,7.75(d,1H) ,7.92-7.98 (m,2H) ,8.41 (s, 1H) ,8.58 (s, 1H) ,8.70 (s, 2H) ,9.70 (s, 1H) ,
9.96 (s, 1H) .

[0572]  SEJtafs14-5:1- (2—- (1H-1,2,3-=M:—1-3) -5- (Z R &) % 3) -3- 2- (4- -3
S-SR e -3-28) AL mEnE-5-20) IR

CF,
NH, OY\N;\
[0573] N 'J N’lOI\N
1 HOH
NR‘)

[0574]1  TLC:Rf 0.69 (L& Z.BE) ;

[0575]  'H-NMR (DMSO—de) : 85.55 (s,2H) ,7.27 (d,2H) ,7.37 (dd,1H) ,7.52(d,2H) ,7.61 (d,
1H) ,7.74(d,1H) ,7.93(d,1H) ,8.09 (s, 1H) ,8.57 (s, 1H) ,8.67 (s,3H) ,8.71 (s, 1H) ,9.65 (s,
1H) .

[0576]  SLjff14-6:1- (2— (4— (2-Z JE -5 Gk iE —3—J&) A EIL) meng-5-JL) -3- (2 (it
mE-3-38) -5- (= H 2 KI) Ik

CF,
NH, O\I/j\ (o]
[0577] N h! N/“\N
I H H

I
F N

[0578]  TLC:Rf 0.62 (LM LTE: HEE=19:1) ;

[0579]  'H-NMR (DMSO-ds) :85.55 (s, 2H) ,7.25(d,2H) ,7.36 (dd,1H) ,7.48-7.58 (m,5H) ,
7.89 (dd,1H) ,7.93(d,1H) ,8.24 (s, 1H) ,8.38 (s, 11) ,8.64-8.68 (m,4H) ,9.23 (s, 1H) .

[0580]  SEjitafsil14-7:1- (2— (4— (- S -5k mE —3—J) KAL) Mg —5-J%) -3- (2- (4-H
F-1H-1,2,3-—=M-1-48) -5- (H ) R D) Ik

[0581]  TLC:Rf 0.33 (LBRZME: Cke=3:1) ;

[0582]  'H-NMR (DMSO-de) :62.38 (s,3H) ,5.56 (s,2H) ,7.26 (d,2H) ,7.36 (dd, 11) ,7.52 (dd,
2H) ,7.60(d,1H) ,7.69(d,1H) ,7.94 (d,1H) ,8.34 (s, 1H) ,8.59(d, 1H) ,8.68 (d,2H) ,8.76 (s,
1H) ,9.69 (s, 1H) .

[0583]  Sjitafsi14-8:1- (2— (4— (- S -5 F Mk e —3—J) KAL) Mg —5-J%) —3- (2- (1-H
FE-TH-ME e —4-35) -5 (g FE) 2530 ik
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CF;
NH, \"/\j\ o]
L NJ\N
H H

F N—N
CH,

[0585]  TLC:Rf 0.31 (ZBRZME: FEE=9:1) ;

[0586]  '"H-NMR (DMSO-d¢) :83.92 (s, 3H) ,5.56 (s,2H) ,7.27 (d,2H) ,7.35-7.42 (m,2H) ,
7.51-7.55(m,3H) ,7.76 (s,1H) ,7.93(d,1H) ,8.10(s,1H) ,8.24 (s, 1H) ,8.28 (s, 1H) ,8.71
(s,2H) ,9.42 (s, 1H) »

[0587]  Sjtafsi14-9:1- (2— (4— (- S -5k e —3—J) KAL) Mg —5-J%) —3- (2- (1-H
FE-1H-ME e -5-3%) -5 (Z g FE) 2530 iR

[0588] TLC:Rf 0.50 (L& Z M) ;

[0589]  '"H-NMR (DMSO-ds) :63.65 (s,3H) ,5.56 (s, 2H) ,6.45 (s, 1H) ,7.27 (d,2H) ,7.37 (dd,
1H) ,7.49-7.54 (m,4H) ,7.62 (s,1H) ,7.94(d,1H) ,8.09 (s, 1H) ,8.56 (s, 1H) ,8.68 (s, 2H) ,
9.49 (s, 1H) »

[0590]  sEjfafs)14-10:1- (2- (1H-1,2,4-=M—-1-F5) -5- (=& F ) K -3- 2- 4- -
FE-5— SR e -3 J) IR AEIE) Mg -5—J) IR

[0591]  TLC:Rf 0.44 (LW ZTE) ;

[0592]  'H-NMR (DMSO-ds) :85.56 (s,2H) ,7.27 (d,2H) ,7.36 (dd,1H) ,7.51 (d,2H) ,7.57 (d,
1H) ,7.77(d,1H) ,7.93(d,1H) ,8.41 (s, 1H) ,8.56 (d,1H) ,8.68 (s,2H) ,8.78 (s, 1H) ,9.09 (s,
1H) ,9.66 (s, 1H) .

[0593]  Sjff14-11:1- (2— (4— (- -5 ML iE —3-J) R EUHE) ming-5-3%) -3- (2-H
HE-5— (U IE) R ER) ik

[0594]  TLC:Rf 0.38 (LBRZME: Cike=2:1) ;

[0595]  'H-NMR (DMSO-de) :62.32 (s,3H) ,5.56 (s,2H) ,7.25-7.46 (m,5H) ,7.54 (d,2H) ,7.94
(d,1H) ,8.27(s,1H) ,8.38(s,1H) ,8.75(s,2H) ,9.33 (s, 1H) .

[0596]  SLjtiffi14-12:1— (2— (4- (2—Z -5t e —3—J&) JREJE) meng —5-J%) —3- (2-&(-
5— (= H 2 R FE) ik

[0597]  TLC:Rf 0.71 (& %¢: LR ABE=1:9) ;

[0598]  '"H-NMR (DMSO-dse) :85.56 (s, 2H) ,7.28 (d,2H) ,7.36-7.41 (m,2H) ,7.53 (d,2H) ,7.72
(d,1H) ,7.93(d,1H) ,8.56 (s, 1H) ,8.74 (s, 2H) ,8.78 (s, 1H) ,9.71 (s, 1H) .

(05991  Sjtiffi14-13:1- (2— (4- (- -5 FRML e -3-J&) R4 IL) meng—5-Jk) —3- (2- (4-
- 1M e —1-38) —5- (= U 38) 2K 35 ik

[0600]  TLC:Rf 0.50 (LERZME: Cike=2:1) ;

[0601]  "H-NMR (DMSO-d¢) :82.15 (s, 3H) ,5.56 (s,2H) ,7.26 (d,2H) ,7.36 (dd, 1H) ,7.47-
7.55(m,3H) ,7.70(d,1H) ,7.78(s,1H) ,7.93(d,1H) ,8.18 (s, 1H) ,8.57(d,1H) ,8.70 (s,2H) ,
9.83(s,1H) ,9.96 (s, 1H) .

[0602]  SCjffi14-14:1- (2— (4- (2-F -5 e -3-3&) KAL) meng—5-Jk) —3- (2- (5-
FE-1H-1,2,3- =M -1-F) -5- (=& P ) K5 K

[o584] |
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[0603]  TLC:Rf 0.63 (LB ZME) ;

[0604]  "H-NMR (DMSO-ds¢) :62.20 (s,3H) ,5.55 (s, 2H) ,7.27 (d,2H) ,7.37 (dd,1H) ,7.53 (d,
2H) ,7.62(d,2H) ,7.84 (s,1H) ,7.94(d,1H) ,8.30 (s, 1H) ,8.65 (s, 1H) ,8.67 (s,2H) ,9.46 (s,
1H) .

[0605] S ff14-15:1- (2— (4— (2—Z & -5 ML BE —3-J) R EUHE) ming-5-3%) -3- (4-H
HE-3- (U IE) R ER) ik

[0606]  TLC:Rf 0.43 (Ckt: LIRAME=1:4) ;

[0607]  '"H-NMR (DMSO-d¢) :62.36 (s, 3H) ,5.57 (s,2H) ,7.27 (d,2H) ,7.30-7.42 (m,2H) ,
7.50-7.60 (m,3H) ,7.89 (s, 1H) ,7.94 (d,1H) ,8.72(s,2H) ,8.92(s,1H) ,9.18 (s, 1H) »

[0608]  Sjiiff14-16:1- (2— (4- (-5 e -3-3&) KAL) meng-5-Jk) —3- (2- (3-
- 1M e —1-3) —5- (= U 38) 2K 35 ik

[0609]  TLC:Rf 0.45 (LBRZME: Cke=2:1) ;

[0610]  "H-NMR (DMSO-ds¢) :62.37 (s,3H) ,5.56 (s, 2H) ,6.45 (s, 1H) ,7.28 (d,2H) ,7.38(dd,
1H) ,7.48-7.60 (m,1H) ,7.53(d,2H) ,7.70(d,1H) ,7.94 (d,1H) ,8.28 (d,1H) ,8.57 (s, 1H) ,
8.70(s,2H) ,9.81 (s,1H) ,9.92 (s, 1H) .

06111 SLjaff14-17:1- (2— (4- (- -5t e —3—J) R EJE) Meng —5-J%) —3— (3—Fi—
5— (o H ) 2R 3E) ik

[0612]  TLC:Rf 0.20 (LBRZMBE: Cike=1:1) ;

[0613]  "H-NMR (DMSO-ds) :85.57 (s, 2H) ,7.22-7.33 (m,3H) ,7.38 (dd, 1H) ,7.53 (d,2H) ,
7.62(d,1H) ,7.72(s,1H) ,7.94(d,1H) ,8.73 (s,2H) ,9.11 (s, 11) ,9.52 (s, 1H) .

[0614]  SLjtafs14-18:1- (2— (4— (- -5t e —3—J) JREASE) meng —5-J%) —3— (4-5(-
3- (U ) 2R3 IR

[0615]  TLC:Rf 0.46 (LR MG : L Ei=3:1) ;

[0616]  'H-NMR (DMSO-ds) :85.56 (s,2H) ,7.26 (d,2H) ,7.38 (dd,1H) ,7.52(d,2H) ,7.61 (d,
1H) ,7.68(d,1H) ,7.93 (dd,1H) ,8.07 (s, 1H) ,8.72(d,2H) ,9.05 (s, 1H) ,9.44 (s, 1H) .

[0617]  SEjtaff14-19:1- (2— (4— (2—Z L -5t e —3—J) JREAJE) meng —5-J%) —3— (3%
5— (U 28) 2855 IR

[0618]  TLC:Rf 0.80 (L& Z M) ;

[0619]  'H-NMR (DMSO-ds) :65.57 (s,2H) ,7.27 (dd,2H) ,7.36 (dd,1H) ,7.43 (s, 1H) ,7.53
(dd,2H) ,7.83(d,2H) ,7.93 (s, 1H) ,8.73 (s,2H) ,9.13 (s, 1H) ,9.49 (s, 1H) .

[0620]  Sjiiff14-20: 1- (2— (4-— (- -5 FRL e -3—3&) R L) meng—5-Jk) —3- (2- (5-
- 1M e —1-3) —5- (=30 38) 2K 35) ik

[0621]  TLC:Rf 0.39 (LBRZMBE: Cke=2:1) ;

[0622]  "H-NMR (DMSO-ds¢) :62.20 (s,3H) ,5.50 (s, 2H) ,6.40 (s, 1H) ,7.27 (d,2H) ,7.37 (dd,
1H) ,7.51-7.55 (m,4H) ,7.75(s,1H) ,7.93(d,1H) ,8.40 (s, 1H) ,8.61 (s,1H) ,8.67 (s,2H) ,
9.73 (s, 1) .

[0623]  SEjitifs|15

[0624] 4T 55 St 451 4— SIZ it 451 5 — S it 451 6 — S it 451 7 AU # A , FH 3R -5—F L e -2
¥ B AH L) A A 3— 1R -5 FUMEBE —2- 1% s FH2— -5~ fiH L M g Bl 25— 5Tl JE bt g 4§
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B 2~ G- BT Ja W I 5 AR AR 1 2 i YR i e S IR T A P A St 4813 1) 2% R A &
Y, 13 2 B A LU YA B A R AL S .

[0625] S i 15-1: 1— (2— (4= Q-2 k-5 BLRE g -3-Jk) FR4AUIL) Mg -5-4) -3- (38— (=
S ) R iR

CFs
JogoRle
[0626] N " NJLN
| H H

CH,

[0627]  TLC:Rf 0.22 (LB Mg : FEFE=9:1) ;

[0628]  'H-NMR (DMSO-d¢) :82.16 (s, 3H) ,5.47 (s,2H) ,7.21-7.27 (m,3H) ,7.33(d,1H) ,
7.47-7.54 (m,3H) ,7.62(d,1H) ,7.79 (s, 1H) ,7.97 (s,1H) ,8.73 (s,2H) ,8.99 (s, 1H) ,9.32
(s,1H) »

[0629]  Sjitafsl15-2:1— (2— (LH-MREME—1-E) —4— (9 2) R FE) —3- (2 (4- (-2 FE 5%
M e —3—J%) KAL) e -5 55) ik

NHZ O\"/ o QCF:;
[0630] N‘j\ﬁiﬁ

[0631]  TLC:Rf 0.54 (LR MG : L i=2:1) ;

[0632]  'H-NMR (DMSO-ds) :65.56 (s,2H) ,6.66 (d,1H) ,7.27 (d,2H) ,7.36 (dd, 11) ,7.52 (dd,
2H) ,7.75(d,1H) ,7.83 (s, 1H) ,7.94 (d,2H) ,8.42-8.44 (m,2H) ,8.70 (s,2H) ,9.57 (s, 1H) ,
9.97(s,1H) »

[0633] St fsil15-3:1- (2— (4— (-G -5 ML nE —3— k) KAL) Mg —5-3%) —-3- C-&-4-
(R ) 75D Ik

[0634]  TLC:Rf 0.37 (—&H ke FlFE=9:1) ;

[0635]  'H-NMR (DMSO-de) :85.56 (s,2H) ,7.29 (d,2H) ,7.38(dd,1H) ,7.50-7.55 (m,2H) ,
7.69(dd,1H) ,7.89(d,1H) ,7.94(d,1H) ,8.43(d,1H) ,8.75(s,2H) ,8.80 (s, 1H) ,9.77 (s,
1H) .

[0636]  Sjitafsl15—4: 1— (2— (1H-MEmE—1-5E) —4— (=5 ) J808) —3- (2- (4- (- HE-5-5
M e —3— k) KAL) s e -5 55) ik

NH, O\IIJ/E\ )OL /Q/CFa
[0637] M N N
N
W)

Cl

[0638]  TLC:Rf 0.40 (Ckt: LIRAME=1:2) ;

[0639]  'H-NMR (DMSO-de) :85.83 (s, 2H) ,6.67 (t,1H) ,7.28(d,2H) ,7.43(d,1H) ,7.52(d,
2H) ,7.74-7.77 (m, 1H) ,7.84 (s, 1H) ,7.94-7.97 (m,2H) ,8.43-8.45 (m,2H) ,8.72(s,2H) ,
9.57(s,1H) ,9.96 (s, 1H) .

[0640]  Sjtafsil15-5:1- (2— (4— (2-Z JE-5-F ML nE -3 k) KAL) Mg —5-3%) —-3- -9 —4-
(U2 D) Ik
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NH, o\rhr\j\ )OL CF;
[0641] N N N

Cl
[0642]  TLC:Rf 0.45 (LR MG ki=2:1) ;
[0643]  "H-NMR (DMSO-dse) :85.84 (s, 2H) ,7.27(d,2H) ,7.43 (d,1H) ,7.46-7.55 (m,3H) ,7.67
(d,1H) ,7.96(d,1H) ,8.38(t,1H) ,8.75(s,2H) ,9.24 (br,2H) .
[0644]  SEJtEf5]15-6: 1- (2— (4- (2-Z I -5-FIMbnE -3-3&) JRAL) wing-5-2%) -3- (-3 -4~
(R ) 75D Ik

JOROESeE
[0645] ' N N
{

Cl
[0646] TLC:Rf 0.45(C¥i: LR LHE=1:2) ;
[0647]  'H-NMR (DMSO-ds) :85.85 (s,2H) ,7.28(d,2H) ,7.43 (d,1H) ,7.52(d,2H) ,7.69 (dd,
1) ,7.89(d,1H) ,7.96 (d,1H) ,8.42(d,1H) ,8.75(s,2H) ,8.80 (s, 1H) ,9.77 (s, 1H) .
[0648]  SLJfEf515-7:1- (2— (4- (2-ZFE-H5-FNL e -3-3%) ZRASL) mine-5-4%) -3-(2,4-—
FUREL) Bx
[0649]  TLC:Rf 0.59 (LBRZMBE: Cike=2:1) ;
[0650]  'H-NMR (DMSO-ds) :85.85 (s,2H) ,7.27 (d,2H) ,7.41 (dd,1H) ,7.42 (d,1H) ,7.50 (d,
2H) ,7.63(d,1H) ,7.95(d, 1) ,8.14 (d,1H) ,8.57 (s, 1H) ,8.72(s,2H) ,9.59 (s, 1H) .
[0651]  SEJEf515-8:1- (2— (4— (- & FE -5t e -3-3%) ZREASL) Mine-5-4%) -3-(2,4-—
FREL) Bx
[0652]  TLC:Rf 0.50 (LERZME: Cike=2:1) ;
[0653]  "H-NMR (DMSO-ds) :85.56 (s, 2H) ,7.27 (d,2H) ,7.35-7.43 (m,2H) ,7.51 (d,2H) ,7.63
(d,1H) ,7.93(d,1H) ,8.14(d,1H) ,8.57 (s, 1H) ,8.72(s,2H) ,9.59 (s, 1H) .
[0654] S5 15-9: 1- (2— (4- (-2 -5t e —3—J) JREASE) meng-5-3%) -3-(2,4,5-
RS IR
[0655]  TLC:Rf 0.40 (L& Z ) ;
[0656]  'H-NMR (DMSO-de) :85.56 (s,2H) ,7.28 (d,2H) ,7.38(dd,1H) ,7.53 (d,2H) ,7.62-
7.66 (m,1H) ,7.94(d,1H) ,8.08-8.15 (m, 1H) ,8.73 (s,2H) ,8.93 (s, 1H) ,9.21 (s, 1H) »
[0657]  SEJtf5]15-10: 1- (2— (4 (Q-ZFE-5-FME g -3-3%) KAL) meng-5-4%) -3- (2,4-—
AL R
[0658]  TLC:Rf 0.45 (LR MG : L kEi=3:1) ;
[0659]  "H-NMR (DMSO-ds) :65.85 (s,2H) ,7.04 (t,1H) ,7.26 (d,2H) ,7.31 (dd,1H) ,7.42(d,
1H) ,7.51(d,2H) ,7.94-8.04 (m,2H) ,8.71-8.72 (m,3H) ,9.16 (s, 1H) .
[0660]  SEJtaf5l15-11:1- (2— (4— (2% FE-5-FMbrE -3-3%) ZRE L) Mg -5-4%) -3-(2,5-—
FUREL) Bx
[0661]  TLC:Rf 0.56 (LERZBE: Cike=2:1) ;
[0662]  'H-NMR (DMSO-d¢) :85.85 (s,2H) ,7.12(dd, 1H) ,7.26 (d,2H) ,7.42(d,1H) ,7.49-
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7.55m,3H) ,7.95-7.97 (m, 1H) ,8.26 (d, 1H) ,8.64 (s, 1H) ,8.74 (d,2H) ,9.68 (s, 1H) ,

[0663]  SEjtif5l15-12: 1- (2— (4 (2% FE-5-FMb g -3-3%) KAL) meng-5-4%) -3- (2,5-—
AL MR

[0664]  TLC:Rf 0.54 (LBRZME: Cke=3:1) ;

[0665]  "H-NMR (DMSO-ds) :85.85 (s, 2H) ,6.84 (m,1H) ,7.26-7.32 (m,3H) ,7.42(d,1H) ,7.51
(dd,2H) ,7.93-8.01 (m,2H) ,8.73 (s,2H) ,8.96 (s, 1H) ,9.27 (s, 1H) .

[0666]  Sjtifsi15-13:1— (2— (4- (- JE-5-FMLBE-3-J&) KAL) meng-5-J%) -3- (3- (=
TR 2RSS IR

[0667]  TLC:Rf 0.34 (& HFki: FEE=9:1) ;

[0668]  'H-NMR (DMSO-ds¢) :85.85 (s, 2H) ,7.00 (t,1H) ,7.17(d,1H) ,7.25-7.29 (m,2H) ,
7.39-7.45 (m,2H) ,7.49-7.53 (m,3H) ,7.78 (s, 1H) ,7.95(d,1H) ,8.73 (s,2H) ,8.91 (s, 1H) ,
9.17 (s, 1H) -

[0669]  Sjtafsl15-14:1- (2— (4- Q-2 IE-5-FUNEIE -3 J&) R IL) ME g -5-3%) —3- (4-H K
A ik

[0670]  TLC:Rf 0.50 (LBRZMBE: Cike=3:1) ;

[0671]  '"H-NMR (DMSO-d¢) :85.84 (s, 2H) ,7.06-7.13 (m,2H) ,7.25(d,2H) ,7.42(d,1H) ,
7.46-7.51 (m,4H) ,7.94 (d,1H) ,8.71 (d,2H) ,9.40 (br,2H) .

[0672]  SEJtEf5I15-15:1- (2— (4- (Q—-ZFE-5-FME g -3-3%) ZRE L) meng-5-4%) -3- (2,5-—
FUREL) Bx

[0673]  TLC:Rf 0.50 (LERZBE: Cike=2:1) ;

[0674]  "H-NMR (DMSO-ds) :85.56 (s, 2H) ,7.12(dd,1H) ,7.28(d,2H) ,7.37 (dd,1H) ,7.49(d,
1H) ,7.53(d,2H) ,7.94(d,1H) ,8.25(d,1H) ,8.64 (s,1H) ,8.73 (s,2H) ,9.68 (s, 1H) .

[0675]  SEJEf515-16:1- (2— (4— Q-Z FEMEmE -3-3&) AL meng-5-3%) -3- (- (ke -3-
55 -5- (T AR R 0E) ik

CFs
NH, O\II/\N;[\ o)
[0676] N W HJ\H

N

[0677]  TLC:Rf 0.47 (LM LG HEE=19:1) ;

[0678]  'H-NMR (DMSO-de) :65.57 (s,2H) ,6.66 (t,1H) ,7.24 (d,2H) ,7.34(d,1H) ,7.46-7.58
(m,6H) ,7.89(d,1H) ,7.94(d,1H) ,8.24 (s, 1H) ,8.38 (s, 1H) ,8.65-8.68 (m,3H) ,9.24 (s,
1H) .

[0679]  SEJtEf5I15-17:1- (2— (4 (2-ZFE-5-FMb g -3-3%) ZRE L) mEng-5-4%) -3- (3,4-—
AL R

[0680]  TLC:Rf 0.79 (LBRZME: Cki=3:1) ;

[0681]  '"H-NMR (DMSO-ds) :85.85 (s, 2H) ,7.13-7.16 (m, 1H) ,7.26 (d,2H) ,7.30-7.40 (m,
1H) ,7.42(d,1H) ,7.51(d,2H) ,7.59-7.67 (m,1H) ,7.95(d,1H) ,8.71 (s,2H) ,8.93 (s, 1H) ,
9.16 (s, 1H) -

[0682]  Sjiffi15-18: 1— (2— (4- (2-Z &L -5-FML e -3-3&) R L) meng-5-Jk) —3- (2- (3-
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- TH-nH - 1-38) —4- (/U 3h) 50 IR

[0683]  TLC:Rf 0.23 (Eki: LMRAFE=1:1) ;

[0684]  'H-NMR (DMSO-de) :82.36 (s, 3H) ,5.85 (s,2H) ,6.43 (d,1H) ,7.27(d,2H) ,7.42(d,
1H) ,7.50(d,2H) ,7.70(d,1H) ,7.76 (s,1H) ,7.95(d,1H) ,8.29 (d,1H) ,8.40 (d,1H) ,8.70 (s,
2H) ,9.63 (s, 1H) ,9.92 (s, 1H) »

[0685]  Sjitafsi15-19: 1— (2— (4— (2—%a J—5—Fh [N JE A g —3—4E) R4 ) Mg —5-3%) —-3- (3-
(U2 D) Ik

CF3

NH OYN o) /@
& |
[0686] ”\;\u)j\u

[0687]  TLC:Rf 0.54 (LB Mg : FEFE=9:1) ;

[0688]  'H-NMR (DMSO-de) :60.59-0.64 (m,2H) ,0.81-0.87 (m,2H) ,1.77-1.86 (m, 1H) ,5.36
(s,2H) ,7.01(d,1H) ,7.25(d,2H) ,7.32(d,1H) ,7.47-7.54 (m,3H) ,7.62(d,1H) ,7.80(d,
1H) ,7.97(s,1H) ,8.72 (s, 2H) ,8.99 (s, 1H) ,9.32 (s, 11) »

[0689] S f515-20: 1— (2— (4— (2—%4 Ja—5—FF Jtnh mg —3-J) R4 ) g —5- k) —3— (2-
(e —3-3%) —5- (=& %) K55 Bk

[0690]  TLC:Rf 0.53 (LBRZ Mg : HEE: Z/K=9:1:0.5) ;

[0691]  '"H-NMR (DMSO-ds) :82.15 (s, 3H) ,5.34 (s, 2H) ,7.20-7.24 (m,3H) ,7.46-7.58 (m,
5H) ,7.78(s,1H) ,7.87-7.90 (m, 1H) ,8.24 (s, 1H) ,8.38 (s, 1H) ,8.64-8.68 (m,4H) ,9.24 (s,
1H) .

[0692]  sjfafsi15-21:1- (2— (4- (2-Z JE-5-FNMLBE—3—J&) ZREA L) meng-5-J%) —3- (2— (it
mE-3-8) —4- (CE ) R Ik

[0693]  TLC:Rf 0.51 (ZBEZTE) ;

[0694]  "H-NMR (DMSO-dse) :85.84 (s, 2H) ,7.26 (d,2H) ,7.42(d,1H) ,7.51-7.56 (m,5H) ,7.76
(d,1H) ,7.90(d,1H) ,7.95(d,1H) ,8.24 (s, 1H) ,8.27 (d,1H) ,8.66-8.68 (m,2H) ,9.28 (s,
1H) .

[0695]  Sjififfi15-22: 1— (2— (4- (2—Z -5t e —3—J) RS meng-5-J%) -3- (3- (=
R 2RSS IR

[0696]  TLC:Rf 0.33 (—~&H&E: FlFE=9:1) ;

[0697]  "H-NMR (DMSO-ds¢) :85.57 (s, 2H) ,7.00 (t,1H) ,7.17(d,1H) ,7.26-7.29 (m,2H) ,
7.36-7.45(m,2H) ,7.51-7.55 (m,3H) ,7.78 (s, 1H) ,7.94 (d,1H) ,8.73 (s,2H) ,8.91 (s, 1H) ,
9.17 (s, 1H) .

[0698]  Sjififsi15-23: 1- (2— (4-— (- FE-5-FML e -3-3&) KAL) meng-5-J%) -3- (4- (=
R 2R IR

[0699]1  TLC:Rf 0.82 (L& ZTE) ;

[0700]  'H-NMR (DMSO-ds) :65.85 (s,2H) ,7.27 (d,2H) ,7.42(d,1H) ,7.51 (d,2H) ,7.64 (d,
4H) ,7.95(d,1H) ,8.73 (s,2H) ,8.98 (s, 1H) ,9.37 (s, 1H) »
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[0701]  SEJfEf15-24:1- (2— (4— (- Z LM e -3 -28) R L) ing-5-28) -3- (3- (A
5 R L) IR
[0702]  TLC:Rf 0.20 (LML TG : HEE=19:1) ;
[0703]  'H-NMR (DMSO-de) :85.58 (s, 2H) ,6.60 (dd,1H) ,7.25-7.37 (m,4H) ,7.47-7.63 (m,
4H) ,7.94-7.97 (m,2H) ,8.73 (s,2H) ,9.00 (s, 1H) ,9.33 (s, 1H) .
[0704]  Sjifafsi15-25: 1- (2— (4- (2-Z -5 e -3-3&) R L) meng—5-J%) -3- (4- (=
S FE) —2- B (=3 FH ) —1H-mEme—1-3%) 28 5%) ik
[0705]  TLC:Rf 0.39 (Ekt: LIRABE=1:1) ;
[0706]  'H-NMR (DMSO-ds) :65.85 (s,2H) ,7.11(d,1H) ,7.26 (d,2H) ,7.42(d,1H) ,7.50 (d,
2H) ,7.81(s,1H) ,7.85-7.88 (m,1H) ,7.95(d,1H) ,8.36 (d,1H) ,8.47 (s, 1H) ,8.53 (s, 1H) ,
8.67 (s,2H) ,9.50 (s, 1H) .
[0707]  SEZjf5]15-26: 1- (2— (4— (2—5 FEntk mE—3— ) HAH L) meng—5-3E) -3- (2- (3,4-—H
FERIE) -5 (CHUF 20 nibme-3-28) ik

H;

SO
[o708] | N

[0709] TLC:Rf 0.29 (& ¥i: LR LHE=1:4) ;

[0710]  '"H-NMR (DMSO-d¢) :82.31 (s,6H) ,5.57 (s, 2H) ,6.66 (dd, 1H) ,7.25(d,2H) ,7.31-
7.42 (m,4H) ,7.48(d,2H) ,7.95(dd,1H) ,8.35 (s, 1H) ,8.68-8.72 (m,3H) ,8.78 (s, 1H) ,9.51
(s,1H) »

07111 SEJEf515-27: 1- (2— (4 (Q-ZFE-5-FMbhE -3-3%) ZRE L) g -5-4%) -3- (2,4-—
AL R

[0712]  TLC:Rf 0.40 (LR MG : L li=2:1) ;

[0713]  '"H-NMR (DMSO-ds) :85.55 (s, 2H) ,7.00-7.09 (m, 1H) ,7.27 (d,2H) ,7.28-7.39 (m,
2H) ,7.52(d,2H) ,7.93(d,1H) ,7.96-8.02 (m,1H) ,8.70 (s, 1H) ,8.71 (s,2H) ,9.15 (s, 1H) .
[0714]  SEJtaf5]15-28: 1- (2— (4— (Q-ZFE-5-F Mk e -3-2%) KAL) meng-5-3%) -3- C-% K
&) ik

[0715]  TLC:Rf 0.50 (LERZME: Cike=3:1) ;

[0716]  '"H-NMR (DMSO-ds) :85.85 (s, 2H) ,7.03-7.06 (m, 1H) ,7.12 (t,1H) ,7.20-7.24 (m,
1) ,7.28(d,2H) ,7.42(d,1H) ,7.50 (dd,2H) ,7.95(d,1H) ,8.04 (t,1H) ,8.73 (s,2H) ,9.15
(br,2H) .

[0717]  SEJtEf5]15-29: 1- (2— (4- -ZFE-5-FMbne -3-2%) ZRE L) Ming-5-3%) -3-(2,4,6-
RS IR

[0718]  TLC:Rf 0.60 (Ekt: LIRAAE=1:9) ;

[0719]  '"H-NMR (DMSO-dse) :65.85 (s, 2H) ,7.24-7.30 (m,4H) ,7.42(d,1H) ,7.49 (d,2H) ,7.94
(d,1H) ,8.34 (s, 1H) ,8.70 (s,2H) ,9.22 (s, 1H) .

[0720]  SEJEf6]15-30: 1- (2— (4— (- FE-5- L iE—3-3%) R4 L) msmg—5-3%) —3— (2— (it
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mE-3-8) —4- (CE ) R Ik

[0721]1  TLC:Rf 0.50 (Z.B&Z ) ;

[0722]  'H-NMR (DMSO-ds) :865.56 (d,2H) ,7.27 (d,2H) ,7.36 (dd,1H) ,7.52(d,2H) ,7.53-
7.55(m,2H) ,7.70(d,1H) ,7.89-7.94 (m,2H) ,8.24 (s, 1H) ,8.28(d, 1H) ,8.66 (s, 2H) ,8.67-
8.69 (m,2H) ,9.29 (s, 1H) -

[0723]  Sjaffi15-31:1- (2— (4— (2-Z -5 FNML e —3—J&) R JE) meng —5-J%) —-3— (3%
4= (U AR A5 ik

[0724]  TLC:Rf 0.40 (LBRZBE: Cke=2:1) ;

[0725]  '"H-NMR (DMSO-de) :65.85 (s, 2H) ,7.27 (d,2H) ,7.42(d,1H) ,7.46-7.55 (m,3H) ,7.74
(d,1H) ,7.89(d,1H) ,7.95(d,1H) ,8.72(s,2H) ,9.09 (s, 1H) ,9.55 (s, 1H) .

[0726]  SEJitif5]15-32: 1- (2— (4— (2% FE-5-FMLnE -3-3%) ZRE L) meEng-5-4%) -3- (3,4-—
AL R

[0727]1  TLC:Rf 0.73 (LB ZTE) ;

[0728]  '"H-NMR (DMSO-ds) :85.56 (s, 2H) ,7.13-7.17 (m,1H) ,7.26 (d,2H) ,7.29(d,1H) ,7.38
(dd,1H) ,7.52(d,2H) ,7.59-7.67 (m, 1H) ,7.93(d, 1H) ,8.70 (s,2H) ,8.93 (s, 1H) ,9.16 (s,
1H) .

[0729]  Sjiifsi15-33: 1— (2— (4— (2—Z -5 FpL e —3—J) R AJE) meng —5-J%) —3— (2—Fi—
4= (U AR A5 ik

[0730]  TLC:Rf 0.45 (LBRZME: Cike=2:1) ;

[0731]  'H-NMR (DMSO-ds) :85.56 (s,2H) ,7.29(d,2H) ,7.38(dd,1H) ,7.52-7.56 (m, 3H) ,
7.69-7.76 (m,1H) ,7.94(d,1H) ,8.32-8.42 (m,1H) ,8.75(s,2H) ,9.12(d,1H) ,9.33 (s, 1H) «
[0732]  SEjitifsl15-34: 1- (2— (4— Q-ZFE-5-FMb g -3-3%) ZRE L) mEng-5-4%) -3- (2,5-—
AL MR

[0733]  TLC:Rf 0.80 (L2 ZTg) ;

[0734]  '"H-NMR (DMSO-ds) :85.57 (s, 2H) ,6.81-6.87 (m, 1H) ,7.25-7.58 (m,2H) ,7.29 (d,
1H) ,7.38(dd,1H) ,7.53(d,2H) ,7.92-8.00 (m,2H) ,8.73 (s,2H) ,8.96 (s,1H) ,9.26 (s, 1H) »
[0735]  Skjififfi15-35: 1— (2— (4— (-2 -5 FpL e —3—J) R EJE) meng —5-J%) —3— (3%
4= (U AR A5 ik

[0736]  TLC:Rf 0.40 (LBRZBE: Cke=2:1) ;

[0737]  'H-NMR (DMSO-ds) :85.57 (s,2H) ,7.28 (d,2H) ,7.39 (dd,1H) ,7.53(d,3H) ,7.75(d,
1H) ,7.94 (dd,2H) ,8.73 (s,2H) ,9.11 (s,1H) ,9.57 (s, 1H) «

[0738]  Sjififsi15-36: 1— (2— (4— (- & -5 e -3-3&) R L) meng—5-J%) -3- (4- (=
) RS IR

[0739]  TLC:Rf 0.80 (L& ZTE) ;

[0740]  'H-NMR (DMSO-ds) :85.58 (s,2H) ,7.27 (d,2H) ,7.38(dd,1H) ,7.54 (d,2H) ,7.61-
7.68 (m,4H) ,7.93(d,11) ,8.73 (s,2H) ,8.99 (s, 1H) ,9.37 (s, 1H) ,

(07411 SCjafs15-37: 1- (2— (4- (2-F &L -5-FML e -3-3&) R L) meng—5-Jk) —3- (2- (5-
-1 e —1-3) —4- (=30 38) 2835 ik

[0742] TLC:Rf 0.54 (& ¥i: LR LHE=1:4) ;
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[0743]  'H-NMR (DMSO-de) :82.18 (s, 3H) ,5.85 (s,2H) ,6.40 (s, 1H) ,7.26 (d,2H) ,7.41(d,
1H) ,7.50(d,2H) ,7.65(d,1H) ,7.74(d,1H) ,7.82(d,1H) ,7.95(d,1H) ,8.31 (s, 1H) ,8.47 (d,
1H) ,8.67 (s,2H) ,9.75 (s, 1H) .

[0744]  Sjfafsl15-38:1- (2- (4- Q-&E-5-FMknE-3-28) KAL) Mg -5-2%) -3- (3,5-—
AL MR

[0745]  TLC:Rf 0.68 (L& Z M) ;

[0746]  '"H-NMR (DMSO-ds) :85.85 (s, 2H) ,6.81-6.87 (m, 1H) ,7.19 (dd,2H) ,7.27 (d,2H) ,
7.42(d,1H) ,7.50(d,1H) ,7.52(d,2H) ,7.96 (d,1H) ,8.71 (s,2H) ,9.03 (s, 1H) ,9.36 (s, 1H) .
[0747]  SEJtEf5]15-39: 1- (2— (4- @-ZFE-5-F ML e -3-2%) KAL) Ming-5-3%) -3-(2,4,6-
RS IR

[0748]  TLC:Rf 0.59 (Ckt: LIRAME=1:9) ;

[0749]  '"H-NMR (DMSO-ds) :85.56 (s, 2H) ,7.25-7.30 (m,4H) ,7.37 (dd, 1H) ,7.52(d,2H) ,
7.93(d,1H) ,8.35(s,1H) ,8.70 (s, 2H) ,9.24 (s, 1H) .

[0750]  SLjifsi15-40: 1- (6— (4- (2-Z -5 FML e —3—J&) KAL) MbnE-3-3%) -3- (-
4- (o R 2R3 IR

NH, Fs
[0751] “L?’Oﬂﬁﬁiﬁlq

[0752]  TLC:Rf 0.64 (2 k%i: LMRATFE=1:3) ;

[0753]  'H-NMR (DMSO-d¢) :85.84 (s, 2H) ,7.08 (d,1H) ,7.16-7.20 (m,2H) ,7.20(d,1H) ,
7.39-7.41 (m,1H) ,7.47-7.51 (m,2H) ,7.68 (dd,1H) ,7.87(d,1H) ,7.95(d, 1H) ,8.03 (dd,
1H) ,8.24(d,1H) ,8.45(d,1H) ,8.68 (s, 1H) ,9.70 (s, 1H) »

[0754]  SEJtaf5l15-41:1- (2— (4- - FE-5-FML g -3-3%) ZRE L) meng-5-4%) -3- (3,5-—
AL R

[0755]  TLC:Rf 0.68 (L ZTE) ;

[0756]  "H-NMR (DMSO-ds) :85.56 (s, 2H) ,6.81 (t,1H) ,7.20 (dd,2H) ,7.28 (d,2H) ,7.38 (dd,
1H) ,7.53(d,2H) ,7.94(d,1H) ,8.72(s,2H) ,9.02 (s, 1H) ,9.35 (s, 1H) .

(07571 Sjtafsl15-42:1- (2— (4— - FE-5-HME e -3—J) R L) MEnE-5-3%) -3-(2,3,4-
RS IR

[0758]  TLC:Rf 0.50 (ZFR Mg : L li=2:1) ;

[0759]  '"H-NMR (DMSO-ds¢) :85.56 (s,2H) ,7.28 (d,3H) ,7.38 (dd, 1H) ,7.53 (d,2H) ,7.76-
7.80 (m,1H) ,7.94 (s, 1H) ,8.72(s,2H) ,8.91 (s, 1H) ,9.20 (s, 11) .

[0760]  SEJitif5]15-43: 1- (2— (4— Q-ZFE-5-FML g -3-3%) KAL) meng-5-4%) -3-(2,3-—
AL MR

[0761]1  TLC:Rf 0.49 (LB Z ) ;

[0762]  "H-NMR (DMSO-ds) :85.56 (s, 2H) ,7.05-7.16 (m,2H) ,7.29 (d,2H) ,7.38(dd, 1H) ,
7.53(d,2H) ,7.63-7.66 (m,1H) ,7.87 (t,1H) ,7.94 (d,1H) ,8.73 (s, 1H) ,8.96 (s, 1H) ,9.26
(s,1H) .

[0763]  Sjfiffi15-44: 1- (6— (4— (2—% Fa-5— L IE -3 %) SR L) kg -3-3%) -3- (-5
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4= (U AR A5 ik

[0764]  TLC:Rf 0.52 (& %t: LR ABE=1:3) ;

[0765]  '"H-NMR (DMSO-ds) :65.55 (s,2H) ,7.08(d,1H) ,7.18(d,2H) ,7.34 (dd,1H) ,7.50 (d,
2H) ,7.68(d,1H) ,7.87 (s,1H) ,7.93(d,1H) ,8.04 (dd,1H) ,8.24 (d,1H) ,8.45 (d,1H) ,8.68
(s,1H) ,9.70 (s, 1H) »

[0766]  SEJitif5l15-45:1- (2— (4— Q-ZFE-5-FML g -3-3%) KAL) g -5-4%) -3-(2,6-—
AL MR

[0767]1 TLC:Rf 0.75(ZBRZTE) ;

[0768]  '"H-NMR (DMSO-ds) :85.55 (s, 2H) ,7.12-7.28 (m,2H) ,7.27 (d,2H) ,7.36 (dd,2H) ,
7.53(d,2H) ,7.93(d,1H) ,8.42(s,1H) ,8.71 (s,2H) ,9.18 (s, 11) .

[0769]  SEJitif5]15-46: 1- (2— (4— (2% FE -5 -3-3%) KAL) g -5-4%) -3-(2,3,5,
6-VY AR TE) ik

[0770]  TLC:Rf 0.50 (ZFR Mg : L fi=2:1) ;

[0771]  '"H-NMR (DMSO-d¢) :85.56 (s,2H) ,7.28 (d,2H) ,7.38 (dd, 1H) ,7.53 (d,2H) ,7.74-
7.88 (m,1H) ,7.94(d,1H) ,8.72(s,2H) ,8.89 (s, 1H) ,9.33 (s, 1H) »

[0772]  SEJtEf515-47: 1- (2— (4— Q-Z Gkt e -3 %) R L) Mg -5-4%) -3- 3- (T 28) -
1- (B F 2 38 —1H-nHE M —5-358) iR

HaC. CHs
Hz

NH, N o
[0773] ,@/@ﬂ \IIJ/\;\N)'\N e
| H H 3 CH,

[0774]  TLC:Rf 0.35(ZBRZTE) ;

[0775]  'H-NMR (DMSO-ds) :81.26 (s,9H) ,1.99 (s, 3H) ,5.57 (s,2H) ,6.34 (s, 1H) ,6.66 (dd,
1H) ,7.20-7.50 (m,9H) ,7.94 (dd, 1H) ,8.39 (s, 1H) ,8.64 (s,2H) ,9.07 (s, 1H) »

[0776]  Sjififsi15-48: 1- (2— (4— (2-FFE-5-FML e -3-3&) KAL) meng-5-J%) —3- (3— (X
T3 —1- BEH R AL —1H-NfE e -5-35) fiik

07771 TLC:Rf 0.71 (LBR Mg : FEFE=9:1) ;

[0778]  'H-NMR (DMSO-de) :61.26 (s,9H) ,1.99 (s,3H) ,5.84 (s,2H) ,6.34 (s, 1H) ,7.25(d,
2H) ,7.31-7.43 (m,5H) ,7.50(d,2H) ,7.95(d, 1H) ,8.39 (s, 1H) ,8.64 (s,2H) ,9.07 (s, 1H) .
[0779]  SEJtaf515-49: 1- (2— (4— (Q-Z Akt e -3 %) R L) ming -5-F%) -3- 3- (T 28) -
1-(2,3- & - 1H-gi-5-3%) - 1H-nkm-5-%5) fix

HiG, P
OIS
[0780] 'G/@/ HJ\H ”%

[0781] TLC:Rf 0.68 (LMEZLTE: HiE=10:1) ;
[0782]  'H-NMR (DMSO—de) :81.25 (s,9H) ,2.06 (quint.,2H) ,2.85-2.94 (m,4H) ,5.56 (s,
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2H) ,6.33 (s, 1H) ,6.62-6.69 (m, 1H) ,7.19-7.27 (m,3H) ,7.30-7.37 (m,3H) ,7.47 (d,2H) ,
7.92-7.96 (m, 1H) ,8.56 (s, 1H) ,8.66 (s,2H) ,9.18 (s, 1H) »

[0783] S5 15-50: 1 (2— (4— (Q—F & -5 FF FEnhme -3 -38) JREIE) mEng -5-3%) -3- (3-
GRUT 25) —1- (BB HI 2R 3) —1H-niEme—5-%) fiik

[0784]  TLC:Rf 0.67 (LERZMBE: FHEE=9:1) ;

[0785]  'H-NMR (DMSO-de) :81.26 (s,9H) ,1.99 (s,3H) ,2.15(s,3H) ,5.33 (s,2H) ,6.34 (s,
1H) ,7.20-7.24 (m,3H) ,7.31-7.48 (m,6H) ,7.78 (s, 1H) ,8.39 (s, 1H) ,8.64 (s,2H) ,9.06 (s,
1H) »

[0786]  SLJafs15-51:1- (2—{4-[2-Z &5 (5 55) —3-Mbme 2k ] KA L) -5-F
3—[2- (IH-PHk -1 -3E) -5 (=5 38) R FE ] IR

[0787] 4] (LC-MS/ELSD) :100% ({#%BZI1E] : 1.014344)

[0788]  JfifE (ESI,Pos.) :601 (M+H) *;

[0789]  '"H-NMR (DMSO-ds) :66.49 (s,2H) ,6.67-6.69 (m, 1H) ,7.26-7.30 (m,2H) ,7.50-7.56
(m,4H) ,7.76 (d,1H) ,7.95(d,1H) ,8.26 (d,1H) ,8.41 (d,1H) ,8.58 (d,1H) ,8.70 (s,2H) ,9.71
(s,1H) ,9.97 (s, 1H) »

[0790]  SEJEf515-52:1- (2—{4-[2-Z &5 (U 55) —3-Mbme 2k ] KA L) 51
3-{6- (H ) —2-[3- (U 28) —TH-MEme—1-JE ] ORI} IR

S

g Jk) —

S

e Jk) —

CF3

Jogetle

N
CF5
F3

[0792]  4fiJF (LC-MS/ELSD) :100% (ff B E] - 1.0753%h) ;

[0793]  J5i&: (ESI,Pos.) :669 (M+H) *;

[0794]  'H-NMR (DMSO-ds) :86.48 (s,2H) ,7.12(d,1H) ,7.28 (d,2H) ,7.50-7.60 (m,4H) ,7.71
(d,1H) ,8.27 (s,1H) ,8.48(s,2H) ,8.59 (s, 1H) ,8.67 (s,2H) ,9.48 (s, 1H) .

(07951  sjitafsl15-53: 1 {2-[4- (- & & -5-F(-3- Mt e Jk) R4 JL ] -5-meng B} -3-[2- (2H-
1,2,3-=M—2-3%) -5- (=& F L) FFHE] K

[0796]  4fiJF (LC-MS/ELSD) :100% (ff B a] - 1.00%3%h) ;

[0797]  J5i#: (ESI,Pos.) :568 (M+H) *;

[0798]  'H-NMR (DMSO-de) :85.86 (s,2H) ,7.25-7.30 (m,2H) ,7.43 (d,1H) ,7.49-7.53 (m,
2H) ,7.59(dd, 1H) ,7.95(d,1H) ,8.07 (d,1H) ,8.33 (s, 2H) ,8.65(d, 11) ,8.72 (s, 2H) ,9.67
(s,1H) ,10.03 (s, 1H) .

[0799]  SEjfafs15-54:1-{2-[4- (2-& -5 -3-MLngs) KA L] -5-mEng i) -3-[6-5&(-
2- (2H-1,2,3- —Me—o—3E) ZREET iR

[0800]  4fiJ¥ (LC-MS/ELSD) :100% (ffE5 1] : 0. 9753 %h) ;

[0801]  JFifE (ESI,Pos.) :534 (M+H) *;

[0802]  'H-NMR (DMSO-de) :85.86 (s,2H) ,7.25-7.31 (m,3H) ,7.43 (d,1H) ,7.49-7.53 (m,
2H) ,7.80(d,1H) ,7.95(d,1H) ,8.26 (s,2H) ,8.32(d,1H) ,8.70(s,2H) ,9.37 (s,1H) ,9.93 (s,

[07911 |
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1H) .
[0803]  sLjitif515-55:1—{2-[4- Q-G FE—-5-F —3-Mng L) KA IL ] -5-MEng 3} -3-[4- (=
F L) —2- B R I ] IR

CF;
NH5 OYN (@]
[0804] N 'J\;I\HJ\H

Cl

[0805]  TLC:Rf 0.61 (2 ki: LMRATE=1:4) ;

[0806]  'H-NMR (DMSO-de) :85.85 (s,2H) ,7.26 (d,2H) ,7.40-7.60 (m,10H) ,7.95(d,1H) ,
8.09(s,1H) ,8.04 (s,1H) ,8.66 (s,2H) ,9.39 (s, 1H) »

[0807]  SLjiiffi15-56: 1—{2-[4- (2-Z -5 -3-MtrE 5k) R I ] -5-mang it} -3-[2- (2-
-3k ne 28) -5 (U 28) R T IR

[0808]  TLC:Rf 0.58 (LFRZME: FEE=19:1) ;

[0809]  '"H-NMR (DMSO-ds) :82.25 (s, 3H) ,5.85 (s,2H) ,7.23-7.31 (m,2H) ,7.35-7.56 (m,
6H) ,7.60-7.68 (m,1H) ,7.88(s,1H) ,7.94-7.98 (m,1H) ,8.52-8.56 (m, 1H) ,8.58-8.62 (m,
1H) ,8.65(s,2H) ,9.29 (s, 1H) .

[0810]  SEjfiff15-57: 1-{2-[4- Q- IE-5-G-3-Mhme ) FEHE]-5-mngdt) -3-[5-7K
F-2- CHEF L) —4-mbne IR

[0811]  TLC:Rf 0.38 (Cki: LERLEE=1:4) ;

[0812]  'H-NMR (DMSO-de) :85.86 (s,2H) ,7.25-7.31 (m,2H) ,7.42(d,1H) ,7.50-7.66 (m,
7H) ,7.95(d, 1H) ,8.43-8.46 (m,2H) ,8.69 (s,2H) ,8.75 (s, 1H) ,9.74 (s, 1H) .

[0813]  SLjififsi15-58: 1 {2-[4— (2-Z & -5—9R —3-MtrE B) R ] -5-ming it} -3-[4- (=
U L) 2RI ) R

CF.
N
L l\j\ i
H H

F

3

[0815]  TLC:Rf 0.60 (2 ki: LMRATE=1:4) ;

[0816]  'H-NMR (DMSO-de) :65.57 (s,2H) ,7.23-7.29 (m,2H) ,7.34-7.58 (m, 10H) ,7.92-7.96
(m,1H) ,8.09 (s, 1H) ,8.41 (s, 1H) ,8.66 (s,2H) ,9.39 (s, 1H) .

[0817]  SEjfaff15-59: 1- {2-[4- (2-F -5 -3-MLneEdd) KA ] -5-mng i) -3-[2- (4-
S 1H-IEME-1-35) -5- CHEP ) KRR

[0818]  TLC:Rf 0.56 (Ckt: LIRAME=1:4) ;

[0819]  'H-NMR (DMSO-de) :85.86 (s,2H) ,7.24-7.32 (m,2H) ,7.42(d,1H) ,7.48-7.58 (m,
3H) ,7.67-7.73 (m,1H) ,7.95(d,1H) ,8.03-8.07 (m,1H) ,8.56-8.60 (m,2H) ,8.70 (s,2H) ,
9.27(s,1H) ,9.85 (s, 1H) .

[0820]  SEjfafsi15-60:1—{2-[4- (2-F -5 -3-MLneEdd) KA ] -5-mng i) -3-[2- (4-
S 1H-IEME-1-35) -5- CHEP ) KRR
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[0821]  TLC:Rf 0.50 (Ekt: LIRAME=1:4) ;

[0822]  'H-NMR (DMSO-ds¢) :85.57 (s,2H) ,7.26-7.32 (m,2H) ,7.38(dd, 1H) ,7.51-7.59 (m,
3H) ,7.66-7.73 (m,1H) ,7.94 (d,1H) ,8.03-8.07 (m, 1H) ,8.55-8.60 (m, 2H) ,8.70 (s, 2H) ,
9.27(s,1H) ,9.85 (s, 1H) .

[0823]  SLjff15-61:1-{2-[4- (2-Z L -5-F—3-Mbmg Xk) e HE] -5-ming Bt} -3-[2-7F
J-5- (= 2E) -3-mkme L IR

[0824]  TLC:Rf 0.43 (Ckt: LIRAMAE=1:3) ;

[0825]  'H-NMR (DMSO-dg) :85.86 (s,2H) ,7.26 (d,2H) ,7.42(d,1H) ,7.49-7.70 (m,7H) ,7.95
(d,1H) ,8.43 (s, 1H) ,8.68 (s,2H) ,8.73 (s, 1H) ,8.76 (s,1H) ,9.47 (s, 1H) .

[0826]  SEJitif515-62: 1-{2-[4- Q-ZFE-5-F-3-Mbme i) ZRE L] -5-mng L} -3-[3 ,4° -
TR CGHEARS) 2-POREE R

[0827]  TLC:Rf 0.72 (Ek%i: LMRATFE=1:3) ;

[0828]  'H-NMR (DMSO-ds) :62.29 (s,6H) ,5.85 (s,2H) ,7.12-7.55 (m, 10H) ,7.95(d, 1H) ,
8.01(s,1H) ,8.44 (s,1H) ,8.66 (s,2H) ,9.44 (s, 1H) .

[0829]  SLjiiff15-63: 1-{2-[4- (2-Z -5 -3-MtrE 5k) JRA L] -5-ming it} -3-[2- (4-
S1H-MEME-1-35) -5- CHEP ) KRR

JogeS¥e

, f'y

Cl
[0831]  TLC:Rf 0.43 (& :HEE=19:1) ;
[0832]  '"H-NMR (DMSO-ds) :85.86 (s, 2H) ,7.24-7.30 (m,2H) ,7.42(d,1H) ,7.47-7.57 (m,
3H) ,7.70(d,1H) ,7.95(d,1H) ,8.07 (s, 1H) ,8.57 (d,1H) ,8.63 (s, 1H) ,8.70 (s,2H) ,9.11 (s,
1H) ,9.81 (s, 1H) .
[0833]  Sjififsi15-64: 1-{2-[4- (2-Z -5 -3-MrE 5L) KAL) -5-ming it} -3-[4° -H
F-4- CHEF R 2-BOR ] IR
[0834]  TLC:Rf 0.63 (& HE: LM ONE: HFE=8:4:1) ;
[0835]  '"H-NMR (DMSO-ds¢) :62.39 (s, 3H) ,5.86 (brs,2H) ,7.26 (d,2H) ,7.29-7.49 (m,7H) ,
7.50(d,2H) ,7.95(d,1H) ,8.05 (s, 11) ,8.43 (s, 1H) ,8.67 (s,2H) ,9.42 (s, 1H) ,
[0836]  Sjififsi15-65: 1-{2-[4— (2-Z -5 -3 - Mt rE 5L) 2RI ] -5-ming it} -3-[4° -H
H-4- CHEF R 2-BOR ] IR
[0837]  TLC:Rf 0.55 (& Fki: LFRATE: HEF=8:4:1) ;
[0838]  '"H-NMR (DMSO-ds¢) :62.39 (s, 3H) ,5.56 (brs,2H) ,7.26 (d,2H) ,7.29-7.48 (m,7H) ,
7.52(d,2H) ,7.94(d,1H) ,8.05 (s, 11) ,8.43 (s, 1H) ,8.67 (s,2H) ,9.42 (s, 1H) ,
[0839]  SLjififsi15-66: 1-{2-[4— (2-ZF FE-5-F-3-MtrE 5) KA ] -5-ming it} -3-[3 -H
H-4- CHERF R 2-BOR ] IR
[0840]  TLC:Rf 0.58 (“&H Wi LM MG HFE=8:4:1) ;
[0841]  'H-NMR (DMSO-de) :62.39 (s, 3H) ,5.86 (brs,2H) ,7.19-7.55 (m,11H) ,7.95 (d, 11) ,

[os30]
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8.04 (s,1H) ,8.43 (s,1H) ,8.66 (s, 2H) ,9.43 (s, 1H) .

[0842]  Sjifafsi15-67: 1-{2-[4— (2-Z & -5—9 -3 - Mt rE 5k) KA L ] -5-ming it} -3-[3 -H
H-4- CHEF R 2-BOR ] IR

[0843]  TLC:Rf 0.53 (& H Wi LM OME: HFE=8:4:1) ;

[0844]  '"H-NMR (DMSO-ds) :62.38 (s,3H) ,5.57 (brs,2H) ,7.19-7.48 (m,9H) ,7.52 (d,2H) ,
7.94(d,1H) ,8.04 (s, 1H) ,8.44 (s, 1H) ,8.66 (s,2H) ,9.43 (s, 1H) .

[0845] S5 15-68: 1 {2-[4- (2-Z -5 -3-MtrE 5k) JRA L] -5-ming it} -3-{2-[4-
TR D) —IH-mE -1 -2 ] -5 (U ) 2R IR

[0846]  TLC:Rf 0.20 (C)i: LR LTE: HE=6:4:0.4) ;

[0847]  "H-NMR (DMSO-dse) :85.85 (s, 2H) ,7.16 (t,1H) ,7.26 (d,2H) ,7.41(d,1H) ,7.48-7.57
(m,3H) ,7.74(d,1H) ,7.94(d,1H) ,8.17 (s, 1H) ,8.55(d, 1H) ,8.69 (s,2H) ,8.70 (s, 1H) ,9.19
(s,1H) ,9.85(s,1H) »

[0848]  SLjiif515-69: 1 {2-[4- (- IE-5-FR -3 - Mt rE 5k) JRA L] -5-mEng it} -3-{2-[4-
TR D) —IH-mE -1 -3 ] -5 (U ) 2R IR

[0849]  TLC:Rf 0.16 (2 ki: LR AT : FHE=6:4:0.4) ;

[0850]  '"H-NMR (DMSO-d¢) :85.56 (s,2H) ,7.16 (t,1H) ,7.26 (d,2H) ,7.36 (dd,1H) ,7.49-
7.57 (m,3H) ,7.74(d,11) ,7.92(d,1H) ,8.18 (s, 1H) ,8.55(d, 1H) ,8.69 (s,2H) ,8.70 (s, 1H) ,
9.19(s,1H) ,9.85 (s, 1H) »

[0851]  SEJfafsi15-70: 1-{2-[4- (2-Z Fk—-5—5—3-Mtme k) HE ] -5-mrng L) -3- {5-5 -
2—[4— (55 P L) — T H-ntme—1— 35 ] 6 K ) iR

[0852]  TLC:Rf 0.17 (B %i: LR AT FHlE=6:4:0.4) ;

[0853]  '"H-NMR (DMSO-d¢) :85.85 (s, 2H) ,7.14 (t,1H) ,7.22-7.29 (m,3H) ,7.41 (d,1H) ,
7.47-7.53 (m,3H) ,7.94(d,1H) ,8.12(s,1H) ,8.24 (d,1H) ,8.58 (s, 1H) ,8.68 (s,2H) ,8.91
(s,1H) ,9.78 (s, 1H) »

[0854]  Sjfs15-71:1-{2-[4- (2-Z -5 -3-MtnE Kk) SR L] -5 Mg Bt} -3 {55
2-[3— (=4 FF L) —1H-nthme—1— 35 ] L) iR

Cl
N
vy Om/\;l\mim/éj
H H N,
& \_/
Fa
[0856]  TLC:Rf 0.21 (B %i: LIRATES: FHlE=6:4:0.4) ;
[0857]  '"H-NMR (DMSO-ds) :85.85 (s, 2H) ,7.07 (s, 1H) ,7.22-7.31 (m,3H) ,7.39-7.53 (m,
4H) ,7.94(d,1H) ,8.18 (s, 1H) ,8.37 (d,2H) ,8.65 (s,2H) ,9.43 (s, 1H) .
[0858]  SLjiiffi15-72:1—{2-[4- (2-Z -5 —3-MtnE Kk) SR L] -5-mEng Bt} -3 {55
2—[3— (=4 FF L) —1H-nthme—1— 35 ] 6 L) iR
[0859]  TLC:Rf 0.29 (Ckt: LIRAME=2:3) ;
[0860]  '"H-NMR (DMSO-ds) :81.25 (t,3H) ,2.69 (q,2H) ,5.86 (s,2H) ,7.20-7.55 (m, 11H) ,
7.95(d,1H) ,8.09 (s, 1H) ,8.40 (s, 1H) ,8.66 (s,2H) ,9.40 (s, 1H) »

[0855]

55



CN 106986857 B ﬁﬁ HH :I:; 54/139 11

[0861]  Sjfifsi15-73: 1-{2-[4- (2-F -5 -3-MtrE 5) KAL) -5-mng ik} -3-[3 -4
F-4- GRS 2-BORE R

[0862]  TLC:Rf 0.32(Ekt: LIRAAE=2:3) ;

[0863]  'H-NMR (DMSO-de) :81.22 (t,3H) ,2.68 (q,2H) ,5.85 (s,2H) ,7.24-7.55 (m,11H) ,
7.94(d,1H) ,8.06 (s, 1H) ,7.38-7.42 (m, 1H) ,8.65 (s,2H) ,9.41 (s, 1H) »

[0864]  SEjfafs15-74:1-{2-[4- (2-F 55 -3-MknEdd) KA ] -5-mng k) -3-[3 -4
H-4- GRS 2-POREE R

[0865]  TLC:Rf 0.33 (B ki: LMRATFE=2:3) ;

[0866]  'H-NMR (DMSO-ds) :81.22 (t,3H) ,2.68 (q,2H) ,5.57 (s,2H) ,7.24-7.56 (m, 11H) ,
7.94(d,1H) ,8.07 (s,1H) ,8.39(s,1H) ,8.66 (s,2H) ,9.41 (s, 1H) »

[0867]  SEjitifs)15-75: 1- {2—[4- (2-Z k-5 -3 Mt Mg L) KA HL | -5-msng Bk} -3-[2-F %
H—4- (U IE) R AR ] ik

[0868]  4fii (LC-MS/ELSD) :100% ({#FF 18] : 0. 944> 41)

[0869]  JFifE: (ESI,Pos.) :531 (M+H) *;

[0870]  '"H-NMR (DMSO-d¢) :83.97 (s, 3H) ,5.86 (s,2H) ,7.25-7.33 (m,4H) ,7.43 (d,1H) ,
7.49-7.56 (m,2H) ,7.96 (d,1H) ,8.32(d,1H) ,8.70 (s, 1H) ,8.73 (s,2H) ,9.66 (s, 1H) .

(08711  SLjfafs15-76: 1-{2-[4- (- FE-5-F-3-MtrE 5L) 2RI ] -5-ming it} -3-[2- (H
FERSE L) —4- (=& P ) KA R

[0872]  4fiJi (LC-MS/ELSD) :100% ({#FF 18] :0.904>41)

[0873]  J5i&: (ESI,Pos.) :579 (\M+H) *;

[0874]  '"H-NMR (DMSO-d¢) :83.42 (s, 3H) ,5.87 (s,2H) ,7.26-7.33 (m,2H) ,7.43 (d,1H) ,
7.47-7.57 (m,2H) ,7.96 (dd, 1H) ,8.04-8.12 (m,2H) ,8.50 (d, 1H) ,8.76 (s,2H) ,9.04 (s, 1) ,
10.36 (s, 1H) »

[0875]  SEJtafsl15-77:1-{2-[4- (Q-ZFE-5-F-3-Mbme 1) ZRE L] -5-mng L} -3-[2,4-X
(U 2L R IR

oo Te
[0876] N Iy
| H H

CF3

|
[0877]  4fiJEF (LC-MS/ELSD) :100% (ffE5 1] : 0. 9853 %h) ;
[0878]  JFif: (ESI,Pos.) :569 (M+H) *;
[0879]  'H-NMR (DMSO—de) :85.86 (s,2H) ,7.26-7.34 (m,2H) ,7.42-7.44 (m,1H) ,7.49-7.56
(m,2H) ,7.95-7.99 (m,2H) ,8.04 (d,1H) ,8.33(d,1H) ,8.56 (s, 1H) ,8.75(s,2H) ,9.80 (s,
1H) »
[0880]  sjitafs15-78:1-{2-[4- (Q-&JE-5-F-3-ML e L) JRE L] -5-mEne 3} -3- (-5
2—FEROR D) ik
[0881]  4fiJ¥F (LC-MS/ELSD) :100% (ffE5 1] : 0. 8853 %h) ;
[0882]  JFifE (ESI,Pos.) :481 (M+H) *;
[0883]  'H-NMR (DMSO-de) :82.22 (s,3H) ,5.86 (s,2H) ,7.01 (dd,1H) ,7.20(d,1H) ,7.25-
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7.32(m,2H) ,7.43(d,1H) ,7.48-7.55 (m,2H) ,7.95-7.99 (m,2H) ,8.26 (s, 1H) ,8.74 (s, 2H) ,
9.30(s,1H) .

[0884]  sjitafs15-79:1-{2-[4- Q-&JE-5-F-3-ME e L) JRE I ] -5-mEng 3} -3- (-5
2—FERORE) ik

[0885]  TLC:Rf 0.32 (&M :HEE=19:1) ;

[0886]  'H-NMR (DMSO-de) :85.86 (s,2H) ,7.23-7.30 (m,2H) ,7.42(d,1H) ,7.46-7.56 (m,
3H) ,7.70(d,1H) ,7.95(d, 1H) ,8.06 (s, 1H) ,8.56 (d,1H) ,8.62 (s,1H) ,8.69 (s,2H) ,9.11 (s,
1H) ,9.81 (s, 1H) .

[0887]  sjiif5i15-80: 1—{2-[4- (2- & JE -5 —3-Mtne KL) R L] -5-meng kL -3-{5- (=
S ) —2-[3- (=4 28) —IH-ME M- 1-JE 2R 58 IR

[0888] TLC:Rf 0.47 (T ¥i: LR LEE=1:2) ;

[0889]  'H-NMR (DMSO-ds) :65.85 (s,2H) ,7.08 (d,1H) ,7.13 (t,1H) ,7.25(d,2H) ,7.39-7.44
(m,2H) ,7.50(d,2H) ,7.60(d,1H) ,7.94(d,1H) ,8.28 (s, 1H) ,8.40-8.43 (d, 1H) ,8.46 (s,
1H) ,8.66 (s, 2H) ,9.42 (s, 1H) .

[0890]  sjitafs15-81:1-{2-[4- (Q-&JE-5-F-3-ML e L) JRE I ] -5-mEne 3} -3- {4-F-
2—[3— (=4 F 3E) —TH-Eme—1-JE ] 2R 358 iR

[0891]  TLC:Rf 0.51 (Ekt: LIRAAE=1:2) ;

[0892]  'H-NMR (DMSO-de) :85.84 (s,2H) ,7.05(d,1H) ,7.24 (d,2H) ,7.40(d,1H) ,7.52(d,
2H) ,7.53-7.61 (m,2H) ,7.94 (d,1H) ,8.01 (d,1H) ,8.35 (s, 1H) ,8.37-8.42 (m, 1H) ,8.63 (s,
2H) ,9.35 (s, 1H) .

[0893]  SLJEfs15-82:1- (2—{4-[2-F &5 (5 55) —3-Mbme 2k ] KA L) -5-F
3—{2-[3— (U 3%) —1H-MEme—1-JE ] -5 (=4 FF ) 2R 38 R

[0894]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [a] : 1.044>44)

[0895]  JFifE: (ESI,Pos.) :651 (M+H) *;

[0896]  'H-NMR (DMSO-de) : 66.48 (s,2H) ,6.93 (d,1H) ,7.14 (t,1H) ,7.26-7.33 (m,2H) ,
7.49-7.60 (m,4H) ,7.73(d,1H) ,8.27(d,1H) ,8.45(d,1H) ,8.54 (d,1H) ,8.69 (s, 2H) ,8.95
(s,1H) ,9.66 (s,1H) »

[0897]  SEJaf515-83: 1- (2—{4-[2-Z 55— (=G &) —3-Mtme 3k ] ZE A k) —5-1
3-{6- (ZH ) 2-[3- A ) -1H-1,2,4-— M- 1-FL ORI IR

[0898]  4fiJ&F (LC-MS/ELSD) :100% ({3 BZ I 1a] : 1.024341)

[0899]  J5i&: (ESI,Pos.) :670 (M+H) *;

[0900]  'H-NMR (DMSO-de) :86.48 (s, 2H) ,7.25-7.32 (m,2H) ,7.48-7.58 (m,3H) ,7.72 (dd,
1H) ,7.82(d,1H) ,8.27 (d,1H) ,8.49(d, 11) ,8.66-8.69 (m,3H) ,9.24 (s, 1H) ,9.33 (s, 1H) .
[0901]  SEJEf15-84:1-[2— (3—Z, WE - TH-AE e —1-35) -5- (=& P 3E) R3] -3- (2- {4-
[2-5 -5 (L H ) —3- Nk e I | RS ) -5 2) iR

B

g Jk) —

S

e Jk) —
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CF5

fdonsS¥e

[0902] | R H N,
N
H

[0903]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZI1a] : 1.014344)

[0904]  J5i&: (ESI,Pos.) :643 (\M+H) *;

[0905]  'H-NMR (DMSO-ds) :62.59 (s,3H) ,6.48 (s,2H) ,7.04-7.07 (m, 1H) ,7.24-7.32 (m,
2H) ,7.48-7.62 (m,4H) ,7.75(d, 1H) ,8.25-8.29 (m, 1H) ,8.40 (d, 1H) ,8.63 (d, 1H) ,8.68 (s,
2H) ,8.75(s,1H) ,9.64 (s, 1H) »

[0906]  SEjfafs15-85:1- (2— {4-[2-&E-5- (ZF &) -3-Mime | KAL) 50
3-[2- - H 2&-3-nkmE %) -5 (U 28 AT MK

[0907]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [a] : 0. 844> 41)

[0908] i (ESI,Pos.) :626 (M+H) *;

[0909]  'H-NMR (DMSO-ds) :62.25 (s,3H) ,6.48 (s,2H) ,7.23-7.57 (m,8H) ,7.63 (dd, 1H) ,
7.88(s,1H) ,8.27(d,1H) ,8.53 (s, 1H) ,8.59 (dd, 1H) ,8.65 (s, 2H) ,9.29 (s, 11]) .

[0910] S5 15-86: 1— (2— {4-[2- % -5 (o F JE) —3- Mt me Bk ] R 4k ) -5 Mg i) —
3-[2— (4%~ 1H-PL e —1-38) —5- (= H F 38) 2R 3L ] iR

[0911]  4fiJ&F (LC-MS/ELSD) :100% ({3 BZ I 1a] : 1.024341)

[0912]  J5i&: (ESI,Pos.) :619 (\M+H) *;

[0913]  'H-NMR (DMSO-de) : 86.49 (s,2H) ,7.26-7.33 (m,2H) ,7.48-7.58 (m,4H) ,7.68(d,
1H) ,8.03-8.07 (m, 1H) ,8.26-8.30 (m, 1H) ,8.56-8.63 (m,2H) ,8.70 (s,2H) ,9.27 (s, 1H) ,
9.85 (s, 1H) .

[0914]  SEHafs15-87:1- (2- {4-[2-& -5 (= F FF L) -3-Mime | KAL) 50
3-[2- (4-& - 1H-FEme-1-3) -5- (= 38) ZRFE ] iR

CF;

NH, \f\'\;\ (o]
W N)I\N/¢
HOoH

Cl
[0916]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [a] : 1.067>41) ;
[0917]  J5i&: (ESI,Pos.) :635 (\M+H) *;
[0918]  'H-NMR (DMSO-de) :86.49 (s,2H) ,7.26-7.32 (m,2H) ,7.50-7.59 (m,4H) ,7.70(d,
11) ,8.07-8.09 (m, 1H) ,8.26-8.30 (m, 1H) ,8.57 (d, 1H) ,8.63-8.64 (m, 1H) ,8.69 (s, 2H) ,
9.11 (s, 1H) ,9.81 (s, 1H) .
[0919]  SEjfafs15-88:1- (2— {4-[2-& -5 (ZH &) -3-Mime | KAL) 50
3-[2-F-4- CHF ) K] R
[0920] 4} )& (LC-MS/ELSD) :100% ({#%BZ I 1a] : 1.044>44)
[0921]  J5i&: (ESI,Pos.) :569 (M+H) *;

S

e Jk) —

B

g Jk) —

[0915] N

B

e Jk) —
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[0922]  'H-NMR (DMSO-de) :86.49 (s, 2H) ,7.27-7.34 (m,2H) ,7.50-7.60 (m,3H) ,7.70 (dd,
1H) ,7.89-7.93 (m, 1H) ,8.26-8.31 (m, 1H) ,8.43 (d,1H) ,8.75(s,2H) ,8.81 (s, 1H) ,9.78 (s,
1H)

[0923]  sEjfafs15-89:1- (2— {4-[2-& -5 (= H &) -3-Ming | KAL) 50
3-[2-F-5- =H 20 K] R

[0924] 4l (LC-MS/ELSD) :100% (ff B ] - 1.0253%h) ;

[0925]  J5if: (ESI,Pos.) :569 (M+H) *;

[0926]  'H-NMR (DMSO-de) :86.49 (s, 2H) ,7.26-7.34 (m,2H) ,7.40 (dd,1H) ,7.50-7.59 (m,
3H) ,7.73(d,1H) ,8.26-8.30 (m,1H) ,8.56 (d,1H) ,8.75 (s, 2H) ,8.79 (s,1H) ,9.72 (s, 1H) .
[0927] S5 15-90: 1- (2— {4-[2- % -5 (o FH JE) —3-Mbme Bk ] R 40 ) -5 Mg i) —
3-[2-5-5- (=H 20 K] IR

[0928]  4fiJ¥F (LC-MS/ELSD) :100% (f&E5 1] : 0. 9853 %h) ;

[0929]  JFif (ESI,Pos.) :553 (M+H) *;

[0930]  'H-NMR (DMSO—de) :66.49 (s,2H) ,7.26-7.33 (m,2H) ,7.38-7.59 (m,5H) ,8.26-8.30
(m,1H) ,8.52(dd,1H) ,8.75(s,2H) ,9.11 (s, 1H) ,9.31 (s, 1H) .

[0931]  SEHfafs15-91:1- (2- {4-[2-&FE-5- (ZF FF L) -3-Ming | KAL) 51
3-(2,5- & IRE) K

[0932]  4fiJF (LC-MS/ELSD) :100% (ff B E] - 1.0143%h) ;

[0933]  JFifE (ESI,Pos.) :535 (M+H) *;

[0934]  'H-NMR (DMSO-de) :56.49 (s, 2H) ,7.12(dd, 1H) ,7.27-7.34 (m,2H) ,7.50-7.59 (m,
4H) ,8.26-8.30 (m,2H) ,8.65 (s, 1H) ,8.74 (s,2H) ,9.68 (s, 1H) .

[0935]  Sjfafs15-92:1- (2- {4-[2-& -5 (ZF L) -3-Mimg | KAL) 50
3- (2,4~ ~FIEFD) Mk

[0936]  4fiJF (LC-MS/ELSD) :100% (ffE5 ] - 1.0053%h) ;

[0937]  J5if (ESI,Pos.) :535 (M+H) *;

[0938]  'H-NMR (DMSO-de) :86.49 (s, 2H) ,7.27-7.33 (m,2H) ,7.39 (dd,1H) ,7.50-7.59 (m,
3H) ,7.64(d,1H) ,8.14 (d,1H) ,8.27-8.30 (m, 1H) ,8.59 (s, 1H) ,8.73 (s,2H) ,9.60 (s, 1H) .
[0939]  Sjiiff15-93: 1- (2— {4-[2- % -5 (o F JE) —3-Mbme 5k ] R 4 0 ) -5 Mg i) —
3-[2-F H-5- (= U 3h) ] IR

[0940]  4fiJ¥F (LC-MS/ELSD) :100% (f£E5 1] : 0. 9853 %h) ;

[0941]  J5i&: (ESI,Pos.) :549 (M+H) *;

[0942]  'H-NMR (DMSO-de) : 62.32 (s,3H) ,6.49 (s,2H) ,7.27-7.34 (m,3H) ,7.42(d,1H) ,
7.50-7.59 (m,3H) ,8.26-8.30 (m,2H) ,8.39 (s, 1H) ,8.75(s,2H) ,9.34 (s, 1H) »

[0943]  SEjfafsl15-94:1- {2-[4- Q-& -5 -3-NMLue k) KA ] -5-mng ) -3-[2-R N
HE-5— (U IE) R AR ] ik

[0944]  TLC:Rf 0.67 (LB ZTE) ;

[0945]  'H-NMR (DMSO-de) : 61.22 (d,6H) ,3.21 (m, 1H) ,5.86 (s,2H) ,7.25-7.31 (m,2H) ,
7.39-7.56 (m,5H) ,7.95(d,1H) ,8.12-8.15 (m,1H) ,8.43 (s, 1H) ,8.74 (s,2H) ,9.28 (s, 1H) .
[0946] S f5115-95: 1- {2-[4- Q-& IE-5-F-3-Mhme ) A HE] -5-mgdt) -3-[2-4

B

g Jk) —

B

e Jk) —

B

g Jk) —
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Fe-5- (EH T L) R ] IR

[0947]1  TLC:Rf 0.35(ZBRZTE) ;

[0948]  '"H-NMR (DMSO-d¢) :81.20 (t,3H) ,2.69 (q,2H) ,5.86 (s,2H) ,7.25-7.31 (m,2H) ,
7.33-7.46 (m,3H) ,7.48-7.56 (m,2H) ,7.95(d, 1H) ,8.24-8.27 (m,1H) ,8.38 (m,1H) ,8.75 (s,
2H) ,9.34 (s, 1H) .

[0949]  SCjifafs15-96: 1-{2-[4— (2-Z & -5—9 -3 - Mt rE 5k) R AL ] -5-ming it} -3-[2- (H
FMEREAL) -5 SRS KA IR

CFy
NH YN\ (0]
2
[0950] N N\)\NJ\N
I H H "

i
[0951]  TLC:Rf 0.44 (&{)i:HEE=19:1) ;

[0952]  '"H-NMR (DMSO-ds) :83.38 (s, 3H) ,5.57 (s,2H) ,7.25-7.31 (m,2H) ,7.37 (dd, 1H) ,
7.48-7.56 (m,2H) ,7.61-7.67 (m, 1H) ,7.93 (d, 1H) ,8.04-8.09 (m, 1H) ,8.61-8.65 (m, 1H) ,
8.75(s,2H) ,8.97 (s,1H) ,10.30 (s, 1H) .

[0953]  SEJEf515-97:1- (2—{4-[2-Z -5 (5 55) -3-Mbme 2k ] KA L) 51
3-[2- (F B M%) —4- (= U 3) R3] ik

[0954]  TLC:Rf 0.31 (&45: HEE=19:1) ;

[0955]  '"H-NMR (DMSO-ds) :83.42 (s, 3H) ,6.49 (s,2H) ,7.27-7.33 (m,2H) ,7.49-7.58 (m,
3H) ,8.03-8.11 (m,2H) ,8.25-8.30 (m, 1H) ,8.50 (d, 1H) ,8.76 (s,2H) ,9.04 (s, 1H) ,10.36 (s,
1H) .

[0956]  SLJEf5115-98:1- (2—{4-[2-Z &5 (& 55) -3-Mbme 2L ] KA L) -5-F
3-[2- (H JEmIE ) -5 (U 28) 2R K

C

NH, ij\ (o]
[0957] o NJ\N’ i
| H H
o*

o]
Hj

S

e Jk) —

S

g Jk) —

F3

<,
F3

[0958]  TLC:Rf 0.32 (&M :HEE=19:1) ;

[0959]  '"H-NMR (DMSO-ds) :83.38 (s, 3H) ,6.49 (s,2H) ,7.24-7.32 (m,2H) ,7.48-7.58 (m,

3H) ,7.64(d,1H) ,8.06(d,1H) ,8.24-8.29 (m,1H) ,8.61-8.64 (m, 1H) ,8.75 (s,2H) ,8.97 (s,

1H) ,10.30 (s, 1H) .

[0960] S5 15-99: 1-{2-[4- (- L5593 - Mt AE 5k) R I ] -5-mEng it} -3-[2- (4-

S1H-MEME-1-35) -5- CHE ) KRR

[0961]  TLC:Rf 0.28 (& ¥i: LR LHE=1:2) ;

[0962]  'H-NMR (DMSO-ds) :85.56 (s,2H) ,7.27 (d,2H) ,7.36 (dd,1H) ,7.51-7.57 (m, 3H) ,

7.68-7.74 (m,1H) ,7.93(d,1H) ,8.06 (s, 1H) ,8.56 (s, 1H) ,8.62 (s, 1H) ,8.69 (s,2H) ,9.10

(s,1H) ,9.80 (s, 1H) »

[0963]  Sjififsi15-100: 1-{2-[4- (- FE-5-F-3-MbrE IL) ZREA L] -5-mrng Jk} -3-[3-H
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HE-5— (U AE) R AR ] ik

[0964]  4fiJF (LC-MS/ELSD) :100% (ffE5 1] : 0. 9453 %h) ;

[0965]  JFif: (ESI,Pos.) :515 (M+H) *;

[0966]  'H-NMR (DMSO-de) :62.36 (s,3H) ,5.86 (s,2H) ,7.15 (s, 1H) ,7.26 (d,2H) ,7.40-7.45
(m,2H) ,7.50(d,2H) ,7.76 (s,1H) ,7.95(d, 1H) ,8.73 (s,2H) ,8.98 (s, 1H) ,9.23 (s, 1H) .
[0967]  SEJifif]15-101: 1-{2-[4— (2-ZFE-5—F-3-MENE H) HRE AL | -5 g A} —3-[2- I
HE—4- (U IE) R R ik

[0968]  4fiJEF (LC-MS/ELSD) :100% (ffE5 1] :0.93%3%h) ;

[0969]  J5if: (ESI,Pos.) :515 (M+H) *;

[0970]  'H-NMR (DMSO-de) :62.32 (s,3H) ,5.86 (s,2H) ,7.27 (d,2H) ,7.45(d, 1H) ,7.47-7.54
(m,3H) ,7.56 (s,1H) ,7.95(d,1H) ,8.14 (d,1H) ,8.40 (s, 1H) ,8.75(s,2H) ,9.39 (s, 1H) .
(09711 SLjafsi15-102: 1-{2-[4- (2-ZFE-5-F-3-MErE 3) KAL) -5- Mg ik} -3-[2,5-
R3S 2R IR

[0972]  4fiJF (LC-MS/ELSD) :100% (ffE5 ] : 0. 9753 %h) ;

[0973]  J5i&: (ESI,Pos.) :569 (M+H) *;

[0974]  'H-NMR (DMSO-ds) :65.86 (s,2H) ,7.27(d,2H) ,7.42(d,1H) ,7.50(d,2H) ,7.63 (d,
1H) ,7.90-7.97 (m,2H) ,8.41 (s, 1H) ,8.57 (s, 1H) ,8.74 (s,2H) ,9.73 (s, 1H) .

[0975]  SKjifif5]15-103: 1-{2-[4— (2-ZFE-5—F - 3-MENEH) HRA AL | -5 g H} -3 [2- I
A5 (P ) R AT IR

[0976]  4fiJF (LC-MS/ELSD) :100% (ffE5 1] :0.93%3%h) ;

[0977]  J5i#: (ESI,Pos.) :531 (M+H) *;

[0978]  'H-NMR (DMSO—de) :63.96 (s,3H) ,5.86 (s,2H) ,7.17-7.37 (m,4H) ,7.42(d,1H) ,7.50
(d,2H) ,7.95(d,1H) ,8.48(d,1H) ,8.66 (s, 1H) ,8.72(s,2H) ,9.60 (s, 1H) .

[09791  sEjitiff15-104: 1-{2-[4- (2-5 -5 -3 N k) R4k ] -5 Bt} -3 [2- (FF
FEmEREIL) -5- SR ) FH] R

CF;

NH, \"/N\ lo]
[0980] N N\;\H)LH -

07 "CH;

Cl
[0981]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZI1E] : 0. 914344)
[0982]  J5i&: (ESI,Pos.) :579 (\M+H) *;
[0983]  'H-NMR (DMSO-de) : 63.38 (s,3H) ,5.87 (s,2H) ,7.25-7.31 (m,2H) ,7.43 (d,1H) ,
7.48-7.54 (m,2H) ,7.62-7.67 (m,1H) ,7.96 (d,1H) ,8.07 (d,1H) ,8.61-8.65 (m,1H) ,8.75 (s,
2H) ,8.97 (s, 1H) ,10.31 (s, 1H) .
[0984]  SLjfafs15-105:2- {[ (2- {4-[2-&FE-5- (R P& -3-nbme 2L | KA ) -5-W e
5 WA EE ] E A N N- T H-4- (SR ) Y
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CF3

N
NH, U\ o]
[0985] N A N’JJ\N
| H H

e
CF3 (J:H3

[0986]  TLC:Rf 0.64 (2 ki: LIRATE=1:4) ;
[0987]  'H-NMR (DMSO-ds) :62.76 (s,6H) ,6.49 (s,2H) ,7.27-7.35 (m,2H) ,7.50-7.65 (m,
4H) ,7.94(d,1H) ,8.26-8.30 (m, 1H) ,8.61 (s, 1H) ,8.74 (s,2H) ,8.99 (s, 1H) ,10.31 (s, 1H) »
[0988] S ffi15-106: 1—{2—[4— (2—F JE-5- 53— Mk mE 3E) A L] -5-msng L) —3-[3° -
BAEF ) -4- CGHEF R 2-POREE K
[0989]  4fiJF (LC-MS/ELSD) :100% (ffE5 1] : 0. 9553 %h) ;
[0990]  J5i&: (ESI,Pos.) :607 (M+H) *;
[0991]  'H-NMR (DMSO-de) :64.59 (d,2H) ,5.28 (t,1H) ,5.86 (s,2H) ,7.22-7.33 (m,3H) ,7.36
(s,1H) ,7.37-7.53 (m,7H) ,7.93-7.98 (m, 1H) ,8.06 (s, 1H) ,8.42 (s, 1H) ,8.66 (s,2H) ,9.42
(s,1H) »
[0992]  SEjEf15-107: 1-{2-[4— (2—F JE-5- 3Nk IE 5E) R L] -5-msng L) —3-[3° -
BT -4- CHERAF L 2-PORE R
[0993]  4fiJi (LC-MS/ELSD) :99% ({4 R [a] :0. 8853 %) ;
[0994]  J5if: (ESI,Pos.) :591 (M+H) *;
[0995]  'H-NMR (DMSO-de) : 64.58 (d,2H) ,5.28 (t,1H) ,5.57 (s,2H) ,7.22-7.32 (m,3H) ,
7.35-7.56 (m,8H) ,7.94 (d,1H) ,8.06 (s, 1H) ,8.42 (s, 1H) ,8.66 (s,2H) ,9.42 (s, 1H) .
[0996] S5 15-108: 1—{2—[4— (2— % JE-5- 53Nk mE 3E) A L] -5-msng k) —3-[3° -
(IR 5 4- CHEF ) 2- BRI
[0997]  4fiJ&F (LC-MS/ELSD) :100% ({%BZ I [d] : 0. 984> 41)
[0998]  JFifE: (ESI,Pos.) :621 (M+H) *;
[0999]  'H-NMR (DMSO-ds) :81.36 (d,3H) ,4.74-4.93 (m,1H) ,5.21 (d, 1H) ,5.86 (s, 2H) ,
7.22-7.36 (m,3H) ,7.38-7.56 (m,8H) ,7.95(d,1H) ,8.09 (s, 1H) ,8.37 (s, 1H) ,8.66 (s,2H) ,
9.40 (s, 1H) .
[1000]  SEjEf15-109: 1-{2-[4— (-5 FE-5- 3Nk hE 3E) R L] -5-msng L) —3-[3° -
(IR 5 4- CHEF ) 2-BR ] IR
[1001]  4fiJ& (LC-MS/ELSD) :100% ({3 BZ I [a] : 0. 9143 44)
[1002]  J5i&: (ESI,Pos.) :605 (M+H) *;
[1003]  'H-NMR (DMSO-ds) :81.36 (d,3H) ,4.74-4.93 (m,1H) ,5.21 (d,1H) ,5.57 (s, 2H) ,
7.22-7.57 (m,11H) ,7.94(d,1H) ,8.09 (s, 1H) ,8.37 (s, 1H) ,8.66 (s,2H) ,9.40 (s, 1H) .
[1004]  SCjtafsl15-110:1- (2 {4-[2-% -5 (9 AE) —3-Mb e ik | R4 0 ) —5-mng ) —
3-[2- (ZFmERE L) -5- CHE ) KE R
[1005]  TLC:Rf 0.59 (B k%i: LMRATE=1:4) ;
[1006]  'H-NMR (DMSO-de) :81.15 (t,3H) ,3.45 (q,2H) ,6.48 (s,2H) ,7.27(d,2H) ,7.51 (d,
2H) ,7.55(d,1H) ,7.62(d,1H) ,8.02(d,1H) ,8.24-8.28 (m,1H) ,8.64 (s, 1H) ,8.74 (s, 2H) ,
9.00(s,1H) ,10.32 (s, 1H) .
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[1007]  SEjtfs)15-111:1-{2-[4- (-2 FE-5—F—3-MEWE JE) R4 Sk ] -5 Bk} -3- [5-F(-
2— (P BEm I O) L ] ik

[1008]  TLC:Rf 0.38 (& f: HEE=19:1) ;

[1009]1  'H-NMR (DMSO-de) :83.33 (s,3H) ,5.86 (s,2H) ,7.25-7.31 (m,2H) ,7.36 (dd, 1H) ,
7.43(d,1H) ,7.48-7.55 (m,2H) ,7.85(d,1H) ,7.96 (dd,1H) ,8.33 (d, 11) ,8.75 (s,2H) ,8.88
(s,1H) ,10.26 (s, 1H) »

[1010]  SEjfafs]15-112: 1- (2— {4-[2-Z F-5- (Z U 5E) —3-nthme 3k ) JK A 0 ) -5 Mg 3k —
3—[5——2— (F BLmk Jk) Rk ] g

[1011] 4% (LC-MS/ELSD) :100% ({#%BZ I 1E] : 0. 9243 41)

[1012]  J5i& (ESI,Pos.) :563 (\M+H) *;

[1013]  'H-NMR (DMSO-de) : 83.31 (s,3H) ,6.49 (s,2H) ,7.09-7.19 (m,1H) ,7.29(d,2H) ,
7.50-7.60 (m,3H) ,7.92(dd, 1H) ,8.11 (dd, 1H) ,8.25-8.32 (m, 1H) ,8.75 (s, 2H) ,8.95 (s,
1H) ,10.29 (s, 1H) .

[1014]  sEjaf15-113:2- {[ (2- {4-[2-&FE-5- CHEF ) -3-nbme 2 KA K] -5-Wne
5 B EE ] R 45N, N- T R Y

[1015]  4fiJ& (LC-MS/ELSD) :100% ({%BZ I [d] : 0. 984> 41)

[1016]  JFi# (ESI,Pos.) :592 (M+H) *;

[1017]  'H-NMR (DMSO-de) : 62.70 (s,6H) ,6.49 (s,2H) ,7.09-7.18 (m,1H) ,7.28 (d,2H) ,
7.48-7.59 (m,3H) ,7.80(dd,1H) ,8.11 (dd, 1H) ,8.25-8.30 (m, 1H) ,8.74 (s, 2H) ,8.98 (s,
1H) ,10.29 (s, 1H) .

[1018]  Sjtafsl15-114:1-{2-[4- (-2 L -5-J—3- Mt nE Jk) JR 4 gk | -5 Mg Kk} -3-[2- (H
FemAE) -5- R ) R IR

[1019]  TLC:Rf 0.25(Ekt: LIRAME=1:2) ;

[1020]  '"H-NMR (DMSO-d¢) :62.53 (s, 3H) ,5.56 (s,2H) ,7.26 (d,2H) ,7.35-7.43 (m,2H) ,
7.49-7.56 (m,3H) ,7.92(d,1H) ,8.18(d,1H) ,8.44 (s,1H) ,8.73 (s,2H) ,9.64 (s, 1H) .

(10211 Sjtafsl15-115:1- (2— {4-[2-% -5 (9 T AR) —3-Mb e ik | R 40 ) —5-msng ) —
3-[2- (F JE W REREIL) -5- (S5 30 R IR

[1022]  TLC:Rf 0.34 (ZBRZTE) ;

[1023]  'H-NMR (DMSO-de) :62.88 (s,3H) ,6.47 (s,2H) ,7.27 (d,2H) ,7.48-7.57 (m,3H) ,7.65
(d,1H) ,7.90(d,1H) ,8.26 (s,2H) ,8.73 (s,2H) ,9.25 (s, 1H) ,9.68 (s, 1H) »

[1024]  SCjtafsl15-116: 1-{2-[4- (2-Z -5 -3 Mt NE Ik) JR 4 gk | -5 Mg ik} -3-[2- (H
R -5- CSHET R KRR

[1025] TLC:Rf 0.32 (LR ZTE) ;

[1026]  "H-NMR (DMSO-ds¢) :62.88 (s,3H) ,5.56 (s,2H) ,7.27 (d,2H) ,7.36 (dd,1H) ,7.52 (d,
2H) ,7.65(d,1H) ,7.88-7.94 (m,2H) ,8.26 (s, 1H) ,8.73 (s,2H) ,9.24 (s, 1H) ,9.68 (s, 1H) »
(10271 Sjtafsl15-117:1- (2 {4-[2-% & -5 (9 T AR) —3-Mb e ik | R4 0 ) —5-msng ) —
3-[5-&—2- (H S i I 2) 2R3 1 R

[1028] TLC:Rf 0.43 (LM LTE: HEE=19:1) ;

[1029]  'H-NMR (DMSO-de) :52.86 (s,3H) ,6.48 (s,2H) ,7.27 (d,2H) ,7.35(dd, 1H) ,7.51 d,
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2H) ,7.55(d,1H) ,7.67 (d,1H) ,8.00 (d,1H) ,8.25-8.29 (m, 1H) ,8.73 (s, 2H) ,9.24 (s, 1H) ,
9.69 (s, 1H) .

[1030]  SEHEf15-118:1-{2-[4— (2-58 -5~ 3- Mt g 3L) HAA L] -5-msng 3L} -3-[3 -
Q-F3-2-THHE) -4- CHEP I 2-BEFEE R

[1031] 4] (LC-MS/ELSD) :100% (ff B a] - 1.00%3%h) ;

[1032]  J5i&: (ESI,Pos.) :635 (\M+H) *;

[1033]  'H-NMR (DMSO-de) : 61.45 (s,6H) ,5.07 (s, 1H) ,5.85 (s,2H) ,7.21-7.33 (m,3H) ,
7.40-7.60 (m,8H) ,7.95(d,1H) ,8.10(s,1H) ,8.34 (s, 1H) ,8.65 (s,2H) ,9.38 (s, 1H) .

[1034]  SEjtafs]15—-119: 1- (2— {4-[2-Z F-5- (Z U L) —3—-nthme ik ) R A 0k ) -5 Mg 3k —
3-[3 - Q- F-2-3) —4- (ZFH P L) 2-BEF ] iR

[1035] 4] (LC-MS/ELSD) :100% (ffE5 18] - 1.0653%h) ;

[1036]  J5i&: (ESI,Pos.) :669 (M+H) *;

[1037]  'H-NMR (DMSO-de) : 61.45 (s,6H) ,5.07 (s, 1H) ,6.48 (s,2H) ,7.22-7.34 (m,3H) ,
7.41-7.60 (m,8H) ,8.10 (s, 1H) ,8.25-8.29 (m, 1H) ,8.34 (s, 1H) ,8.65 (s,2H) ,9.39 (s, 1H) .
[1038]  sEjitifs)15-120: 1- {2 [4- (2-Z K5 —3-MEWE JE) R4 k] -5 Bk} -3 [5-F (-
2— (1H-MEme—1-3%) ZR LT AR

[1039]  TLC:Rf 0.43 (Ekt: LIRABE=3:7) ;

[1040]  'H-NMR (DMSO-de) :85.87 (s,2H) ,6.63-6.64 (m,1H) ,7.23 (d,1H) ,7.24-7.28 (m,
2H) ,7.40-7.55 (m,4H) ,7.91(d,1H) ,7.96 (d,1H) ,8.27 (d,1H) ,8.30(d,1H) ,8.70 (s,2H) ,
9.40(s,1H) ,9.91 (s, 1H) .

(10411  Sjtafsl15-121:1-{2-[4- 2-Z -5 —3-MbnE 5k) R4 Ik ] -5 Mg it} -3-[4-F(-
2— (1H-MEme—1-3%) ZR LT AR

[1042]  TLC:Rf 0.52 (Ekt: LIRABE=3:7) ;

[1043]1  'H-NMR (DMSO-de) :85.86 (s,2H) ,6.61-6.65 (m,1H) ,7.26 (d,2H) ,7.41-7.47 (m,
2H) ,7.52(d,2H) ,7.64(d,1H) ,7.91(d,1H) ,7.96(d,1H) ,8.14 (d,1H) ,8.36 (d,1H) ,8.69 (s,
2H) ,9.37 (s, 1H) ,9.85 (s, 1H) »

[1044]  SEHf5]15-122:1- {2-[4— (2-2 JE—5- 50— 3- Mg L) KA L] -5-msng 5L} -3-[2-
(IH-1,2,3-=Mr-1-J) —4- (= ) 3] IR

[1045] 4] (LC-MS/ELSD) :100% (ffE5 ] : 0. 8743 %h) ;

[1046]  J5i#: (ESI,Pos.) :568 (M+H) *;

[1047]1  'H-NMR (DMSO-de) :65.86 (s,2H) ,7.26 (d,2H) ,7.42(d,1H) ,7.50 (d,2H) ,7.89-7.92
(m,2H) ,7.95(d,1H) ,8.09 (s, 1H) ,8.45(d, 1H) ,8.68-8.70 (m,4H) ,9.69 (brs, 1H) .

[1048]  SEjfafs)15-123: 1-{6-[4- Q—F IE-5-G—3-Mtng 5L) ZEA L] -3-nth g 3k} -3-[2- % -
5 (U &) R IR

[1049] 4] (LC-MS/ELSD) :100% (f£ B} 1E] :0.99%3%h) ;

[1050]  JFif (ESI,Pos.) :518 (M+H) *;

[1051]  'H-NMR (DMSO—d¢) :85.85 (s,2H) ,7.07 (d,1H) ,7.17 (d,2H) ,7.39-7.53 (m,5H) ,7.94
(d,1H) ,8.05(dd,1H) ,8.22(d,1H) ,8.56 (dd, 1H) ,8.96 (d,1H) ,9.25 (s, 1H) .

[1052]  SEHif5]15-124:1- {6 [4— (2—28 JE—5- 50— 3 Mg J5) KA L] -3-nhng L) -3-[2-
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(1H-PH e —1-35) —4- (=g AL LR

NH O. N o CFs3
2 | ]
[1053] "{?/Q \O\HJ\H T
I O

[1054] 4] (LC-MS/ELSD) :100% (ff B E] - 1.0143%h) ;

[1055]  J5i&: (ESI,Pos.) :566 (M+H) *;

[1056]  'H-NMR (DMSO-de) :85.85 (s, 2H) ,6.65 (t,1H) ,7.05(d,1H) ,7.16 (d,2H) ,7.40(d,
1H) ,7.47(d,2H) ,7.74(d,1H) ,7.81(d,1H) ,7.93-8.00 (m, 3H) ,8.22 (d, 1H) ,8.42-8.44 (m,
2H) ,9.42 (s, 1H) ,9.84 (s, 1H) »

[1057]  SEHif5]15-125:1- {6 [4— (2— 58 JE—5- 50— 3Nt mg J5) KA L] -3 g L) -3-[2-
(IH-1,2,3-=Mr-1-J) —4- (= ) ] IR

[1058]  4fiJ¥F (LC-MS/ELSD) :100% (ffE5 1] :0.93%3%h) ;

[1059]  J5i&: (ESI,Pos.) :567 (\M+H) *;

[1060]  'H-NMR (DMSO-de) :85.85 (s, 2H) ,7.04 (d,1H) ,7.16 (d,2H) ,7.40(d,1H) ,7.47(d,
2H) ,7.59(dd, 1H) ,7.72(d,1H) ,7.94 (d,1H) ,7.99 (dd, 1H) ,8.10(d,1H) ,8.15(d, 1H) ,8.59-
8.61 (m,2H) ,8.69 (s,1H) ,9.57 (s, 1H) .

[1061]  SEjtifs)15-126: 1- {2 [4- (2-Z K -5 —3- ML g JE) R4 k] -5 Bk} -3- [5-F(-
2— (3N mE 5E) R EE ] IR

[1062]  4fiJ& (LC-MS/ELSD) :98% (4B [a] :0. 7953 %H) ;

[1063]  JFif (ESI,Pos.) :544 (M+H) *;

[1064]1  'H-NMR (DMSO-de) :85.86 (s,2H) ,7.23-7.30 (m,4H) ,7.42(d,1H) ,7.49-7.55 (m,
3H) ,7.80-7.85 (m, 1H) ,7.95(d, 1H) ,8.08 (d,1H) ,8.14 (s, 1H) ,8.56-8.65 (m,4H) ,9.21 (s,
1H) .

[1065]  Sjf15-127: 1- {2— [4— (2—% JE-3-Mtng 55) A It ] -5-meng 3 ) -3-[2- (1H-Mt
e-1-38) -5- (= 2 K] IR

[1066] 4] (LC-MS/ELSD) :100% (ffE5 ] : 0. 7653 %h) ;

[1067]  J5i&: (ESI,Pos.) :533 (\M+H) *;

[1068]  'H-NMR (DMSO-de) :85.58 (s,2H) ,6.64-6.68 (m,2H) ,7.26 (d,2H) ,7.35 (dd,1H) ,
7.47-7.54 (m,3H) ,7.75(d,1H) ,7.93-7.95 (m,2H) ,8.42 (d,1H) ,8.59 (d,1H) ,8.70 (s, 2H) ,
9.60-10.08 (br,2H) .

[1069]  sZjitafs]15-128: 1- (2 {4-[2-%FE-5- (S 3%) -3-mbme 3 ) FR A L) -5 Mg ) -
3-[2- 3-mtne k) -5- (&) KEEIR

[1070] 4] (LC-MS/ELSD) :100% (ffE5 1] : 0. 9053 %h) ;

[1071]  J5i# (ESI,Pos.) :612 (\M+H) *;

[1072]1  'H-NMR (DMSO—de) :66.48 (s,2H) ,7.24-7.29 (m,2H) ,7.50-7.58 (m,6H) ,7.86-7.91
(m, 1H) ,8.25-8.28 (m, 2H) ,8.38 (d, 1H) ,8.62-8.71 (m,4H) ,9.25 (s, 1H) .

[1073]  sEjtafs)15-129: 1- (2 {4-[2-%FE-5- (S 3%) —3-mbme 3 ) SR A L) -5 Mg ) -
3-[2- (1H-1,2,3-=M-1-F%) -5- (Zm I R Rk
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[1074] 4] (LC-MS/ELSD) :100% (ffE5 1] : 0. 9353 %h) ;

[1075]  J5i&: (ESI,Pos.) :602 (M+H) *;

[1076]  'H-NMR (DMSO-de) : 86.48 (s,2H) ,7.28 (d,2H) ,7.50-7.56 (m,3H) ,7.61 (dd,1H) ,
7.74(d,1H) ,8.10(s,1H) ,8.27(d,1H) ,8.58 (d,1H) ,8.69-8.73 (m,4H) ,9.67 (s, 1H) .

[1077]  SEZjtaf5)15-130: 1-{6-[4- Q-FIE-5-F-3-Mtnedb) FFEH] -3-me ) -3- - =
ST L) 2-[3- (U 25) —1H-TEme -1 ] 2R ) IR

[1078]  4fiJ& (LC-MS/ELSD) :100% ({#%BZ I [a] : 1.084>41)

[1079]  J5i&: (ESI,Pos.) :634 (\M+H) *;

[1080]  '"H-NMR (DMSO-d¢) :85.85 (s, 2H) ,7.04 (d,1H) ,7.14-7.18 (m,3H) ,7.40(d,1H) ,
7.45-7.49 (m,2H) ,7.56 (dd,1H) ,7.69(d,1H) ,7.94 (d,1H) ,7.98 (dd,1H) ,8.16 (d, 1H) ,8.45
(s,1H) ,8.47(d,1H) ,8.51(d,1H) ,9.40 (s, 1H) «

[1081]  Sjtafsl15-131: 1-{6-[4- (- -5 —3-MtrE I) R L] -3-ntne k&) -3- {5- (=
S ) —2-[3- (=4 FF 28) —IH-ME M- 1 - 2R 58 IR

[1082]  4fiJ& (LC-MS/ELSD) :100% ({#%BZI1a] : 1.014344)

[1083]  Jji&: (ESI,Pos.) :618 (\M+H) *;

[1084]1  'H-NMR (DMSO-de) :85.55 (s,2H) ,7.04 (d,1H) ,7.14-7.18 (m,3H) ,7.41 (dd,1H) ,
7.46-7.51 (m,2H) ,7.55(dd,1H) ,7.68(d,1H) ,7.92(d,1H) ,7.97 (dd,1H) ,8.15(d, 1H) ,8.44
(s,1H) ,8.46-8.47 (m,1H) ,8.51 (d,1H) ,9.39 (s, 1H) .

[1085]  SEjifsl15-132: 1 {2-[4- (- F-5-5 3Nk ig 58) ZE A L] -5-mng 3L ) —3-[3-
(TH-MEme-1-F%) -5- (A Rk

[1086] 4] (LC-MS/ELSD) :100% ({#%BZ I 1H] : 0. 9343 41)

[1087]  J5if (ESI,Pos.) :567 (M+H) *;

[1088]  'H-NMR (DMSO-d¢) :85.87 (s, 2H) ,6.58-6.59 (m, 1H) ,7.28(d,2H) ,7.43 (d,1H) ,
7.49-7.54 (m,2H) ,7.80-7.84 (m,3H) ,8.00(d,1H) ,8.25 (s, 1H) ,8.63 (d,1H) ,8.75 (s, 2H) ,
9.09(s,1H) ,9.55(s,1H) .

(10891  Sjafsl15-133: 1-{2-[4- (- Z FE-5-F—3-Mtng 5) R4 Jk ] -5 Mg Bt} -3-[3- (3-
M e ) —5- (= 28) R ] IR

[1090]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [E] : 0. 824> 41)

[1091]  J5i# (ESI,Pos.) :578 (\M+H) *;

[1092]1  'H-NMR (DMSO-de) :65.87 (s,2H) ,7.28 (d,2H) ,7.43 (d,1H) ,7.50-7.55 (m,3H) ,7.66
(s,1H) ,7.95-7.96 (m,2H) ,8.01 (s,1H) ,8.09-8.13 (m, 1H) ,8.62-8.64 (m, 1H) ,8.75 (s,2H) ,
8.90(d,1H) ,9.13 (s, 1H) ,9.44 (s,1H) .

[1093]  SEjtafs)15-134:1-{6-[4- Q- IE-5-F-3-Mkne k) KA ] -3-nhng 3t} -3-[2- (4-
FHE-1H-1,2,3- =M -1-F) -5 (=& ) KA IR

[1094]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [H] : 0. 967> 41)

[1095]  J5i# (ESI,Pos.) :581 (M+H) *;

[1096]  'H-NMR (DMSO-de) :62.39 (s,3H) ,5.84 (s,2H) ,7.04 (d,1H) ,7.14-7.17 (m,2H) ,7.39
(d,1H) ,7.45-7.48 (m,2H) ,7.56 (dd, 11) ,7.67 (d,1H) ,7.93 (d,1H) ,7.99 (dd, 11) ,8.15(d,
1H) ,8.38(d,1H) ,8.61-8.62 (m,2H) ,9.59 (s, 1H) .

66



CN 106986857 B ﬁﬁ HH :I:; 65/139 1L

[1097]  sEZjtaf5)15-135:1-{2-[4- Q- F-5-F-3-Mtmedd) FKE I ] -5-mEng L) -3-[5-5(-
2- (1H-1,2,3-=Me—1-3&) ZRILT IR

[1098]  4fif&F (LC-MS/ELSD) :98% (fREFHF1E] :0. 855 %) ;

[1099]  J5if (ESI,Pos.) :534 (M+H) *;

[1100]  '"H-NMR (DMSO-ds) :85.86 (s, 2H) ,7.24-7.29 (m,2H) ,7.32 (dd, 1H) ,7.42(d,1H) ,
7.48-7.53 (m,3H) ,7.95(d,1H) ,8.06 (d,1H) ,8.27 (d,1H) ,8.51 (s, 1H) ,8.59 (d, 1H) ,8.67
(s,2H) ,9.60 (s, 1H) »

[1101]  SEJEf]15-136: 1-{2-[4- Q- F-5-F-3-Mtmedd) FKE L -5-mEng L) -3-[2- (5-
-3k e 3) —5- (U R 28) R IR

[1102]  TLC:Rf 0.58 (LML TG : HlE=19:1) ;

[1103]  "H-NMR (DMSO-ds) :82.38 (s, 3H) ,5.86 (s,2H) ,7.24-7.31 (m,2H) ,7.40-7.54 (m,
5H) ,7.70-7.74 (m,1H) ,7.95(d, 1H) ,8.20 (s, 1H) ,8.40-8.47 (m,2H) ,8.51-8.55 (m, 1H) ,
8.66 (s,2H) ,9.28 (s, 11) .

[1104]  SEjafs)15-137: 1-{2-[4- Q—F HE-5-F—3-Ftne 3L) ZE A JE ] -5-msng k) -3-[2- (5-
-3k e i) —5- (=l T AL) R ] JIR

[1105]  TLC:Rf 0.45(LMRAMEE: HEE=19:1) ;

[1106]  '"H-NMR (DMSO-ds) :82.38 (s, 3H) ,5.57 (s,2H) ,7.22-7.31 (m,2H) ,7.37 (dd, 1H) ,
7.43-7.58 (m,4H) ,7.68-7.75 (m, 1H) ,7.93 (d,1H) ,8.20 (s, 1H) ,8.40-8.46 (m,2H) ,8.51~
8.55 (m,1H) ,8.66 (s,2H) ,9.29 (s, 1H) .

[1107]  SEjafs)15-138: 1-{2-[4- (Q—F I -5 —3- At ng 3L) ZE A JE ] -5-msng k) -3-[2- (2-
-3k e 3) —5- (U R 2h) R ] IR

[1108]  TLC:Rf 0.18 (LML TG : HlE=19:1) ;

[1109]  "H-NMR (DMSO-ds) :82.25 (s, 3H) ,5.56 (s,2H) ,7.22-7.30 (m,2H) ,7.33-7.56 (m,
6H) ,7.59-7.66 (m,1H) ,7.87 (s,1H) ,7.93(d,1H) ,8.53 (s, 1H) ,8.56-8.61 (m, 1H) ,8.65 (s,
2H) ,9.28 (s, 1H) .

[1110]  SEhafs]15-139: 1-{2-[4— (2-F FE 583Nk mE L) ZE A L ] -5-msmg k) —3-[5-2¢
F-2- (CHE AR —4-nbme 2] IR

[1111]  TLC:Rf 0.44 (E%i: LR OTE=1:4) ;

[1112]  "H-NMR (DMSO—ds) :65.57 (s,2H) ,7.25-7.32 (m,2H) ,7.37 (dd, 1H) ,7.50-7.65 (m,
TH) ,7.94(d,1H) ,8.42-8.47 (m,2H) ,8.69 (s,2H) ,8.75(s,1H) ,9.74 (s, 1H) .

(11131 Sjtafsl15-140: 1-{2-[4- Q-Z -5 —3-Mtng 5) R4 Jk ] -5 Mg Bt} -3-[2- (6-
-3k e i) —5- (=l T AL) R ] JIR

[1114]  TLC:Rf 0.68 (LERZBig: FHEE=9:1) ;

[1115]  'H-NMR (DMSO-de) :62.55 (s,3H) ,5.85 (s,2H) ,7.26 (d,2H) ,7.42-7.53 (m,6H) ,7.76
(dd,1H) ,7.95(d, 1H) ,8.20 (s, 1H) ,8.42 (s, 1H) ,8.50 (d, 1H) ,8.67 (s,2H) ,9.28 (s, 1H) .
[1116]  SZhitafi15-141:1- {2-[4- Q- -5 —3- ML uE L) SR I ] -5-msng 3L} —3-[2- %
F-5- CHE AR -3-mbme 2] IR

[1117]  TLC:Rf 0.43 (E%¢: LR ATFE=1:3) ;

[1118]  'H-NMR (DMSO-ds) :85.57 (s,2H) ,7.27 (d,2H) ,7.38(dd,1H) ,7.51-7.69 (m,7H) ,
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7.94(d,1H) ,8.43 (s, 1H) ,8.68 (s,2H) ,8.73 (s, 1H) ,8.76 (s, 1H) ,9.47 (s, 1H)

(11191 SCpif15-142:1- {2 [4- (2-Z =593 ML WE 5E) RS ] -5-meng Bk} -3-[37
£ -THEA- CHERFP R 2-BOR ] IR

[1120]  TLC:Rf 0.79 (Ckt: LIRAME=1:3) ;

[1121]  "H-NMR (DMSO-ds) :82.29 (s, 6H) ,5.56 (s,2H) ,7.13-7.56 (m, 1OH) ,7.93 (d, 1H) ,
8.01(s,1H) ,8.45(s,1H) ,8.67 (s,1H) ,9.45 (s, 1H) .

[1122]  Sjtafsl15-143: 1-{2-[4- Q- ZHE-5-G—3-MtrE 5) R4 Ik ] -5 Mg Bt} -3-[2- (6-
2 -3-mkne 28) -5 (U 28) R T IR

[1123]  TLC:Rf 0.69 (LBRZBg: FHEE=9:1) ;

[1124]  'H-NMR (DMSO-de) :62.55 (s,3H) ,5.56 (s,2H) ,7.26 (d,2H) ,7.35-7.57 (m,6H) ,7.77
(dd,1H) ,7.94(d,1H) ,8.20 (s, 1H) ,8.42(s,1H) ,8.50(d, 1H) ,8.70 (s,2H) ,9.28 (s, 1H) .
[1125]  Sjtafsl15-144: 1-{2-[4- 2-Z -5 —3-MtnE Ik) JR 4 gk | -5 Mg Jk} -3-[2" -H
F-4- CHEA R 2-BOR ] IR

[1126]  TLC:Rf 0.59 (“&H Wi : LM OME: HFE=8:4:1) ;

[1127]  "H-NMR (DMSO—ds) :62.04 (s,3H) ,5.86 (brs,2H) ,7.16-7.46 (m,9H) ,7.50 (d,2H) ,
7.72(s,1H) ,7.95(d,1H) ,8.53 (s, 1H) ,8.65 (s,2H) ,9.45 (s, 1H) .

[1128]  sEZjfifs)15-145:1-{2-[4- Q-&FE-5-F-3-Mt e dk) FREIE ] -5-mEng st} -3-[2 -H
F-4- CHEF R 2-BOR ] IR

[1129]  TLC:Rf 0.56 (“&H i : LB OTE: HFE=8:4:1) ;

[1130]  '"H-NMR (DMSO-ds) :62.04 (s,3H) ,5.56 (brs,2H) ,7.16-7.48 (m,9H) ,7.52 (d,2H) ,
7.72(s,1H) ,7.93(d,1H) ,8.53 (s, 1H) ,8.65 (s,2H) ,9.45 (s, 1H) .

[1131]  SEhEfs)15-146: 1-{2-[4- (2—F H-5-5—3-AtnE L) ZFE L] -5- Mg ) -3-[2' -2
H-4- CHEF R 2-BOR ] IR

[1132]  TLC:Rf 0.51 (@kt: LIRAHE=1:2) ;

[1133]  'H-NMR (DMSO-d¢) :80.99 (t,3H) ,2.21-2.50 (m,2H) ,5.85 (s, 2H) ,7.16 (d,1H) ,
7.15-7.51 (m,10H) ,7.66 (s, 1H) ,7.94 (d,1H) ,8.53 (s, 1H) ,8.64 (s,2H) ,9.47 (s, 1H) »

[1134]  SEjfs)15-147: 1-{2-[4- (Q—F FE-5-F—3-AtnE L) ZFE L] -5 Mg L) -3-[2' -2
H-4- CHEF R 2-BOR ] IR

[1135]  TLC:Rf 0.50 (2 k%i: LMRATFE=1:2) ;

[1136]  'H-NMR (DMSO-ds) :80.99 (t,3H) ,2.21-2.50 (m,2H) ,5.56 (s,2H) ,7.16 (d,1H) ,
7.22-7.56 (m,10H) ,7.66 (s, 1H) ,7.93 (d,1H) ,8.53 (s, 1H) ,8.64 (s,2H) ,9.47 (s, 1H) »

[1137]  SEjtif5)15-148: 1- {2 [4- (2-Z B -5 9 —3- ML g JE) R4k ] -5 Bk} -3— {(5-&(-
2—[4— (40 35) —1H-PEme—1-2E ] 2 58) R

[1138]  TLC:Rf 0.16 (2 %i: LR AES: FHE=6:4:0.4) ;

[1139]1  'H-NMR (DMSO-de) :85.56 (s,2H) ,7.13 (t,1H) ,7.20-7.29 (m,3H) ,7.36 (dd,1H) ,
7.46-7.57 (m,3H) ,7.92(d,1H) ,8.11(s,1H) ,8.23(d,1H) ,8.58 (s, 1H) ,8.67 (s,2H) ,8.90
(s,1H) ,9.77 (s, 1H) »

[1140]  SEjtif5)15-149: 1- {2 [4- (2-ZFE 59 —3- ML g JE) R4k ] -5 Bk} -3— {(5-&(-
2—[3— (=4 F 3E) —TH-mEme—1-JE ] 2R 356 iR
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[1141]  TLC:Rf 0.20 (Cki: LIRATE: HEE=6:4:0.4) ;

[1142]1  'H-NMR (DMSO-de) :85.56 (s,2H) ,7.07 (s,1H) ,7.20-7.32 (m,3H) ,7.37 (dd,1H) ,
7.43-7.57 (m,3H) ,7.92(d,1H) ,8.18 (s, 1H) ,8.37 (s, 2H) ,8.65 (s,2H) ,9.43 (s, 1H) .

[1143]  S2jfs)15-150: 1- {2-[4- (- FE-5-G—3-Mhre k) ZF A Ik ] -5-msng Ik} -3 [5G -
2 (45 - 1H-NE -1 -3) ZREE] IR

[1144]  TLC:Rf 0.45(E%t: LIRAAE=1:2) ;

[1145]  'H-NMR (DMSO—de) :85.85 (s,2H) ,7.19-7.30 (m,3H) ,7.38-7.54 (m,4H) ,7.91-7.99
(m,2H) ,8.24 (d,1H) ,8.42(d,1H) ,8.69 (s,2H) ,8.94 (s, 1H) ,9.76 (s, 1H) »

[1146]  SCjifs)15-151: 1- {2 [4- (-2 FE 59 —3- ML g JE) R4k ] -5 Ak} -3 [5-F(-
2— (4= 1H-MH -1 -38) SR FE ] IR

[1147]  TLC:Rf 0.39 (Ek%i: LMRATFE=1:2) ;

[1148]  'H-NMR (DMSO-de) :85.56 (s,2H) ,7.19-7.30 (m,3H) ,7.36 (dd,1H) ,7.44 (d,1H) ,
7.51(d,2H),7.92(d,1H) ,7.95(d,1H) ,8.24 (d, 1) ,8.42(d,1H) ,8.68 (s,2H) ,8.94 (s, 1) ,
9.75(s,1H) .

[1149]  SEjafs)15-152: 1-{2—-[4- (2—F HE-5-F—3- At nE k) ZFE L] -5- Mg L) -3-[4 -2
F-4- GRS 2-POREE R

[1150]  TLC:Rf 0.31 (Ekt: LIRALAE=2:3) ;

[1151]  'H-NMR (DMSO-ds) :61.24 (t,3H) ,2.69 (q,2H) ,5.57 (s, 2H) ,7.24-7.31 (m, 2H) ,
7.34-7.56 (m,9H) ,7.93(d,1H) ,8.09 (s, 1H) ,8.41 (s, 1H) ,8.67 (s,2H) ,9.41 (s, 1H) .

[1152]  SEjfs)15-153: 1-{2-[4- Q—F HE-5-S—3-Mtng 5L) ZE A FE ] -5-msng k) -3- [5-% -
2— (3N mE 5E) R EE ] IR

[1153]  TLC:Rf 0.51 (LBR Mg : FHEFE=9:1) ;

[1154]1  'H-NMR (DMSO-de) :85.86 (s,2H) ,7.02 (dt,1H) ,7.24-7.31 (m,3H) ,7.42(d,1H) ,
7.49-7.55 (m,3H) ,7.82 (dt,1H) ,7.88(dd,1H) ,7.95(d,1H) ,8.12 (s, 1H) ,8.58-8.65 (m,
4H) ,9.23 (s, 1H) .

[1155]  SCjiffi15-154: 1-{2-[4- (2-ZFE-5-F-3-MErE 3L) KAL) -5- Mg ik} -3-[3,4-
R (=50 ) 2R R IR

[1156] 4] (LC-MS/ELSD) :100% (ffE5 1] :0.99%3%h) ;

[1157]  J5i& (ESI,Pos.) :569 (\M+H) *;

[1158]  'H-NMR (DMSO-de) :85.87 (s,2H) ,7.25-7.31 (m,2H) ,7.43 (d,1H) ,7.49-7.55 (m,
2H) ,7.86-7.98 (m,3H) ,8.20 (s,1H) ,8.74 (s,2H) ,9.16 (s,1H) ,9.77 (s, 1H) .

[1159]  SCjfafs15-155: 1-{2-[4- (2-Z -5 -3-MErE 3L) KA ] -5-mrng Jk} -3-[3-H
H—4- (U IE) R AR ik

[1160] 4] (LC-MS/ELSD) :100% (ffE5 1] : 0. 9453 %h) ;

[1161]  JFi# (ESI,Pos.) :515 (M+H) *;

[1162]1  'H-NMR (DMSO-de) :82.39 (s,3H) ,5.87 (s,2H) ,7.25-7.32 (m,2H) ,7.42-7.61 (m,
6H) ,7.95(d,1H) ,8.73 (s,2H) ,8.98 (s, 1H) ,9.28 (s, 1H) .

[1163]  SEjafs]15-156: 1-{2-[4- Q-5 HE-5-S—3-Mtng 5L) ZE A FE ] -5-msng k) -3- [3-% -
4- (o ) 2R L IR
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[1164] 4] (LC-MS/ELSD) :100% (ff B} 1E] - 0.93%3%h) ;

[1165]  J5i# (ESI,Pos.) :519 (M+H) *;

[1166]  'H-NMR (DMSO-de) :85.87 (s,2H) ,7.25-7.32 (m,2H) ,7.33-7.39 (m,1H) ,7.43(d,
1H) ,7.48-7.51 (m,2H) ,7.63-7.74 (m,2H) ,7.96 (d,1H) ,8.73 (s,2H) ,9.10(s,1H) ,9.62 (s,
1H) .

[1167]  S2hfs)15-157 : 1-{2-[4- Q—F HE-5-G—3-Mtng 5L) ZE A FE ] -5-msng k) -3- [3-% -
4- (o ) 2R IR

[1168] 4] (LC-MS/ELSD) :100% (f£E5 1] : 0. 9053 %h) ;

[1169]  J5i# (ESI,Pos.) :531 (\M+H) *;

[1170]  'H-NMR (DMSO-de) :83.84 (s,3H) ,5.86 (s,2H) ,7.07-7.15 (m,1H) ,7.25-7.32 (m,
2H) ,7.41-7.56 (m,5H) ,7.95(d,11) ,8.73 (s,2H) ,8.98 (s, 1H) ,9.38 (s, 11) .

(11711 S2hf515-158: 1-{2-[4— (2-Z FE-5-5 -3 Mk mE ) ZEE L) -5-msng 2} -3-[2, 3-
R4 (R ) R IR

[1172] 4] (LC-MS/ELSD) :100% (ffE5 1] : 0. 9553 %h) ;

[1173]  J5i& (ESI,Pos.) :537 (\M+H) *;

[1174]1  'H-NMR (DMSO-de) :85.86 (s,2H) ,7.25-7.32 (m,2H) ,7.43 (d,1H) ,7.48-7.61 (m,
3H) ,7.94-7.98 (m, 1H) ,8.13-8.21 (m, 1H) ,8.75 (s,2H) ,9.36 (s, 2H) .

(11751 SCjfafs15-159: 1-{2-[4- 2-Z L -5-F-3-MbrE I) KA ] -5-mng ik} -3-[4-H
A3 (P ) R AR IR

[1176] 4] (LC-MS/ELSD) :100% (ffE5 ] : 0. 8743 %h) ;

[1177]1  J5i#& (ESI,Pos.) :531 (\M+H) *;

[1178]  'H-NMR (DMSO-de) : 63.84 (s,3H) ,5.87 (s,2H) ,7.19-7.31 (m,3H) ,7.43 (d,1H) ,
7.49-7.54 (m,2H) ,7.60 (dd,1H) ,7.80(d,1H) ,7.95(d,1H) ,8.71 (s,2H) ,8.90 (s, 1H) ,9.03
(s,1H) »

(11791 SEZfEf5)15-160: 1-{2-[4- Q-&IE-5-5-3-Mhnedd) KA I ] -5-mgng k) -3-[3-H
A5 (P ) R AT IR

[1180]  4fiJ¥F (LC-MS/ELSD) :100% (ffE5 1A : 0. 9153 %h) ;

[1181]  J5i# (ESI,Pos.) :531 (\M+H) *;

[1182]1  'H-NMR (DMSO-de) :83.80 (s,3H) ,5.87 (s,2H) ,6.83-6.90 (m,1H) ,7.24-7.31 (m,
3H) ,7.41-7.45 (m,1H) ,7.46-7.55 (m,3H) ,7.94-7.97 (m,1H) ,8.72(s,2H) ,8.98 (s, 1H) ,
9.31(s,1H) .

[1183]  SLjaff15-161: 1-{2-[4- (2-Z -5 —3-MErE IL) KAL) -5-mEnE ik} -3-[3,4-
R (=5 ) 2R R R

[1184] 4] (LC-MS/ELSD) :100% (ffE5 1] : 0. 9253 %h) ;

[1185]  J5i& (ESI,Pos.) :553 (\M+H) *;

[1186]  'H-NMR (DMSO-de) :85.58 (s, 2H) ,7.25-7.33 (m,2H) ,7.38 (dd,1H) ,7.51-7.58 (m,
2H) ,7.85-7.99 (m,3H) ,8.19-8.23 (m, 1H) ,8.74 (s,2H) ,9.17 (s,1H) ,9.78 (s, 1H) .

[1187]  SEZjfifs]15-162: 1-{2-[4- Q-&IE-5-F -3-Mhne k) KA I ] -5-mng k) -3-[3-H
HE—4- (U IE) R AR ] ik
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[1188]  4fiJi (LC-MS/ELSD) :100% ({#FFI 18] : 0. 874> 41)

[1189]  J5i& (ESI,Pos.) :499 (\M+H) *;

[1190]  'H-NMR (DMSO-de) :82.40 (s,3H) ,5.58 (s,2H) ,7.25-7.60 (m,8H) ,7.94-7.96 (m,
1H) ,8.73 (s, 2H) ,8.98 (s, 1H) ,9.28 (s, 1H) »

(11911 S2hEfs)15-163: 1-{2-[4- Q—F I -5 —3-Mtne 5L) ZE A FE ] -5-msng k) -3- [3-% -
4- (o) 2R R IR

[1192]  4fiJ& (LC-MS/ELSD) :100% ({#FFI 18] : 0. 864> 41) ;

[1193]  J5i& (ESI,Pos.) :503 (M+H) *;

[1194]1  'H-NMR (DMSO—de) :65.58 (s,2H) ,7.25-7.43 (m,4H) ,7.50-7.58 (m,2H) ,7.63-7.75
(m,2H) ,7.94(d,1H) ,8.73 (s,2H) ,9.10 (s, 1H) ,9.61 (s, 1H) .

(11951 SCjfafsi15-164: 1-{2-[4- 2-Z -5 —3-MErE IL) KAL) -5-mng ik} -3-[2-H
A4 R ) R AT IR

[1196]  4fiJ& (LC-MS/ELSD) :100% ({#FFI 18] : 0. 874> 41)

[1197]  J5i& (ESI,Pos.) :515 (\M+H) *;

[1198]  'H-NMR (DMSO-ds) :63.97 (s,3H) ,5.57 (s,2H) ,7.25-7.57 (m,7H) ,7.94 (d, 1H) ,
8.29-8.36 (m, 1H) ,8.69-8.75 (m,3H) ,9.66 (s, 1H) .

(11991 SCjfafs15-165: 1-{2-[4- (2-Z -5 —3-MErE IL) KA I ] -5-mng Jk} -3-[3-H
A4 R ) R AT IR

[1200]  4fiJ& (LC-MS/ELSD) :100% ({#FFI 18] : 0. 834> 41)

[1201]  J5i&: (ESI,Pos.) :515 (\M+H) *;

[1202]  'H-NMR (DMSO-ds) :863.83 (s,3H) ,5.57 (s,2H) ,7.07-7.14 (m, 1H) ,7.25-7.32 (m,
2H) ,7.35-7.57 (m,5H) ,7.93 (d,1H) ,8.72(s,2H) ,8.97 (s, 1H) ,9.37 (s, 1H) .

[1203]  SEjtif5)15-166: 1- {2 [4- (2-Z K59 —3-MLIE JE) R4k ] -5 FE ) -3- (4%
3— (o ) R ] iR

[1204]  4fij& (LC-MS/ELSD) :88% (ff AR /Al :0.83%3%H) ;

[1205]  J5i&: (ESI,Pos.) :503 (M+H) *;

[1206]  'H-NMR (DMSO—de) :65.58 (s,2H) ,7.25-7.32 (m,2H) ,7.35-7.58 (m,4H) ,7.65-7.75
(m, 1H) ,7.92-8.00 (m,2H) ,8.72 (s,2H) ,9.01 (s, 1H) ,9.31 (s, 1H) .

[1207]  SEjif5)15-167: 1-{2-[4- Q-&IE-5-F -3-Mhnedd) KA I ] -5-mng k) -3-[4-H
A3 () R AR

[1208]  4fiJ& (LC-MS/ELSD) :100% ({#FFI 18] : 0. 804 41)

[1209]  J5i&: (ESI,Pos.) :515 (M+H) *;

[1210]  'H-NMR (DMSO-ds) :863.84 (s,3H) ,5.58 (s,2H) ,7.19-7.31 (m,3H) ,7.38(dd, 1H) ,
7.50-7.57 (m,2H) ,7.58-7.65 (m, 1H) ,7.78-7.83 (m, 1H) ,7.93-7.96 (m, 1H) ,8.72 (s, 2H) ,
8.90(s,1H) ,9.03 (s, 1H) .

(12111 SCfafs15-168: 1-{2-[4- (2-Z -5 —3-MErE IL) KAL) -5-mng Jk} -3-[3-H
A5 (P ) R AT IR

[1212]  4ii% (LC-MS/ELSD) : 100% ({841 /8] : 0. 844 fh)

[1213]  J5i& (ESI,Pos.) :515 (\M+H) *;
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[1214]1  'H-NMR (DMSO-d¢) :83.80 (s,3H) ,5.57 (s,2H) ,6.86 (s, 1H) ,7.25-7.58 (m,7H) ,7.94
(d,1H) ,8.72(s,2H) ,8.98 (s, 1H) ,9.31 (s, 1H) »

[1215]  SCjaff15-169: 1-{2-[4- (2-ZFE-5-F -3-MErE 3L) KAL) -5-mEng ik} -3-[2,6-
ZR3- (=R ) R R

[1216] 4] (LC-MS/ELSD) :100% (ffE5 1] : 0. 8453 %h) ;

[1217]  J5i& (ESI,Pos.) :537 (\M+H) *;

[1218]  'H-NMR (DMSO—de) :85.86 (s,2H) ,7.24-7.30 (m,2H) ,7.37-7.55 (m,4H) ,7.71-7.82
(m,1H) ,7.95(d,1H) ,8.67 (brs,1H) ,8.72(s,2H) ,9.38 (brs, 1H) .

[1219]  S2jEfs15-170: 1-{2-[4- (2-F FE-5-F -3 Ak nE ) ZEE L) -5 Mg L) -3-[2,6-
ZR3- (=R ) R R

[1220] 4] (LC-MS/ELSD) :100% (B E] 0. 7750 %h) ;

[1221]  J5i& (ESI,Pos.) :521 (\M+H) *;

[1222]1  'H-NMR (DMSO—de) :85.57 (s,2H) ,7.24-7.31 (m,2H) ,7.35-7.56 (m,4H) ,7.71-7.82
(m, 1H) ,7.92-7.96 (m, 1H) ,8.66 (s, 1H) ,8.72 (s, 2H) ,9.37 (s, 1H) .

[1223]  SCjaff15-171:1-{2-[4- 2-FFE-5-F-3-MErE 3L) KAL) -5-mEng ik} -3-[3,5-
R3S 2R IR

[1224] 4] (LC-MS/ELSD) :100% (ffE5 ] - 1.00%3%h) ;

[1225]  J5i& (ESI,Pos.) :569 (M+H) *;

[1226]  'H-NMR (DMSO—de) :85.87 (s,2H) ,7.25-7.31 (m,2H) ,7.42-7.45 (m, 1H) ,7.49-7.55
(m,2H) ,7.65-7.70 (m,1H) ,7.95-7.98 (m, 1H) ,8.15(s,2H) ,8.74 (s,2H) ,9.21 (s, 1H) ,9.68
(s,1H) »

[1227]  SEHE6I15-172:1-{2-[4- Q-&FE-5-F-3-Mtne k) KA L] -5-mne L) -3-[3,5-
R3S 2R IR

[1228]  4fiJ¥F (LC-MS/ELSD) :100% (ffE5 1] : 0. 8953 %h) ;

[1229]  J5i&: (ESI,Pos.) :485 (\M+H) *;

[1230]  'H-NMR (DMSO-de) :85.86 (s,2H) ,7.05-7.13 (m,1H) ,7.25-7.37 (m,3H) ,7.43(d,
1H) ,7.48-7.56 (m,2H) ,7.95(d,1H) ,8.20(dd,1H) ,8.74 (s,2H) ,8.97 (s, 1H) ,9.28 (s, 1H) »
(12311 SCjaff15-173: 1-{2-[4- @-FFE-5-F-3-MErE 3) KAL) -5-mEng Jk} -3-[3,5-
R3S 2R IR

[1232] 4] (LC-MS/ELSD) :100% (ffE5 1] : 0. 9653 %h) ;

[1233]  J5i# (ESI,Pos.) :501 (M+H) *;

[1234]1  'H-NMR (DMSO-de) : 65.86 (s,2H) ,7.20 (t,1H) ,7.25-7.31 (m,2H) ,7.43 (d,1H) ,
7.49-7.56 (m,4H) ,7.95(d,1H) ,8.72(s,2H) ,9.09 (s, 1H) ,9.33 (s, 1H) .

[1235]  Sjptifs)15-174:1- {2 [4- (-2 BE-5-F—3-MEWE JE) R4k ] -5-meng Ak} -3- (3-F -
5—HH R L) IR

[1236]  4fiJF (LC-MS/ELSD) :100% (ff B E] : 0. 9153 %h) ;

[1237]  J5if (ESI,Pos.) :481 (\M+H) *;

[1238]  'H-NMR (DMSO-de) :83.32 (s,3H) ,5.86 (s,2H) ,6.86-6.90 (s, 1H) ,7.10-7.15 (m,
1H) ,7.24-7.31 (m,2H) ,7.42-7.55 (m,4H) ,7.95(d,1H) ,8.72(s,2H) ,8.92 (s, 1H) ,9.06 (s,
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1H) »

[12391  Sjfs)15-175:1—{2-[4- (-G FE-5-G—3-Mkre k) FEE kL] -5-msng k) -3- -5 -
5 AIE) ik

[1240] 4] (LC-MS/ELSD) :100% (f£E5 1] : 0. 9053 %h) ;

[1241]  J5i& (ESI,Pos.) :485 (\M+H) *;

[1242]  "H-NMR (DMSO-ds) :85.86 (s, 2H) ,6.98-7.06 (m, 1H) ,7.25-7.55 (m,7H) ,7.95(d,
1H) ,8.72(s,2H) ,9.06 (s, 1H) ,9.36 (s, 1H) .

[1243]  SZjfs)15-176:1— {2-[4- (-G FE-5-G—3-Mkre k) ZEE L] -5-ming k) -3- -5 -
2-F AR ED) IR

[1244] 4] (LC-MS/ELSD) :100% (f£E5 1] : 0. 9053 %h) ;

[1245]  J5i& (ESI,Pos.) :497 (\M+H) *;

[1246]  'H-NMR (DMSO-de) :83.88 (s,3H) ,5.86 (s,2H) ,6.98-7.08 (m,2H) ,7.25-7.32 (m,
2H) ,7.43(d,1H) ,7.49-7.55 (m,2H) ,7.95(d,1H) ,8.18 (d,1H) ,8.56 (s, 1H) ,8.72 (s, 2H) ,
9.59 (s, 1H) .

[1247]  S2jfs)15-177:1- {2-[4- (- FE-5-G—3-Mhre k) ZEE L] -5-msng Ik ) -3- -5 -
5 SIR D) IR

[1248]  4fiJ¥F (LC-MS/ELSD) :100% (ffE5 ] : 0. 8753 %h) ;

[1249]  J5i& (ESI,Pos.) :497 (\M+H) *;

[1250]  'H-NMR (DMSO-de) :83.74 (s,3H) ,5.86 (s,2H) ,6.60-6.66 (m,1H) ,6.95-7.00 (m,
1H) ,7.15-7.20 (m,1H) ,7.24-7.30 (m,2H) ,7.43 (d,1H) ,7.45-7.55 (m,2H) ,7.95(d, 1H) ,
8.71(s,2H) ,8.93(s,1H) ,9.13 (s, 1H) »

[1251]  SEjafs)15-178:1-{2-[4- Q-F I -5-F-3-Mkng k) JKE I ] -5-msng 3t} -3-[5-5&-
2- (PR R IR

[1252] 4] (LC-MS/ELSD) :100% (ffE5 1] : 0. 9453 %h) ;

[1253]  J5if (ESI,Pos.) :535 (M+H) *;

[1254]1  'H-NMR (DMSO-ds) : 65.86 (s,2H) ,7.25-7.31 (m,2H) ,7.34-7.40 (m, 1H) ,7.43 (d,
1H) ,7.49-7.55 (m,2H) ,7.72(d,1H) ,7.95(d,1H) ,8.10-8.14 (m, 1H) ,8.42 (brs, 1H) ,8.74
(s,2H) ,9.67 (brs,1H) .

[1255]  Sjffi15-179: 1-{2-[4- (2-FFE-5-F-3-MErE 3) KAL) -5-mng ik} -3- (2, 3-
TR ik

[1256] 4] (LC-MS/ELSD) :100% (ff B 1E] : 0. 9153 %h) ;

[1257]  J5i# (ESI,Pos.) :501 (M+H) *;

[1258]  'H-NMR (DMSO-de) :85.86 (s,2H) ,7.25-7.55 (m,7H) ,7.96 (d,1H) ,8.08-8.15 (m,
1H) ,8.66 (s, 1H) ,8.74 (s,2H) ,9.65 (s, 1H) »

[1259]  SEjtafs)15-180: 1-{2-[4- Q- IE-5-F-3-Mkng k) JKE ] -5- Mg 3t} -3- (4-5&-
2-F A AR ED) IR

[1260] 4] (LC-MS/ELSD) :100% (ffE5 1] : 0. 8953 %h) ;

[1261]  J5i&: (ESI,Pos.) :497 (\M+H) *;

[1262]1  'H-NMR (DMSO-de) :83.90 (s,3H) ,5.86 (s,2H) ,6.96 (dd,1H) ,7.10(d,1H) ,7.25-
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7.31 (m,2H) ,7.42(d,1H) ,7.48-7.55 (m,2H) ,7.95(d,1H) ,8.09 (d, 1H) ,8.45 (s, 1) ,8.71
(s,2H) ,9.52 (s, 1H) »

[1263]  SEjtifs)15-181:1- {2 [4- (2-Z K5 —3- ML g JE) R4 k] -5 FE} -3- (4-F-
2—FERORE) ik

[1264] 4] (LC-MS/ELSD) :100% (ffE5 ] : 0. 8743 %h) ;

[1265]  JfisE (ESI,Pos.) :481 (\M+H) *;

[1266]  'H-NMR (DMSO-de) : 62.23 (s,3H) ,5.86 (s,2H) ,7.18-7.31 (m,4H) ,7.42(d,1H) ,
7.48-7.55 (m,2H) ,7.80(d,1H) ,7.95(d,1H) ,8.22 (s, 1H) ,8.72(s,2H) ,9.21 (s, 1H) .

[1267]  SEjtifs)15-182: 1- {2 [4- (-2 B -5 —3- ML g JE) R4 k] -5 FE} -3- (4-F-
2-F AR IE) ik

[1268] 4] (LC-MS/ELSD) :100% ({3 BZI[a] : 0. 874341)

[1269]  J5i&: (ESI,Pos.) :485 (\M+H) *;

[1270]1  'H-NMR (DMSO-de) :65.86 (s,2H) ,7.20-7.55 (m,7H) ,7.95(d,1H) ,8.09 (t,1H) ,8.73
(s,2H) ,8.56 (s,1H) ,9.22(s,1H) .

(12711 S2hEf)15-183: 1-{2-[4- Q-F I -5-F-3-Mkng k) JKE I ] -5- Mg 3t} -3-[4-&-
2— (P LM I O) R ] i

[1272]  4}iJ&F (LC-MS/ELSD) :100% ({#%BZ I [d] : 0. 8543 41)

[1273]  J5i# (ESI,Pos.) :545 (\M+H) *;

[1274]1  'H-NMR (DMSO-de) : 83.36 (s,3H) ,5.86 (s,2H) ,7.25-7.32 (m,2H) ,7.43 (d,1H) ,
7.49-7.56 (m,2H) ,7.75-7.84 (m,2H) ,7.96 (d,1H) ,8.21 (d,1H) ,8.74 (s,2H) ,8.79 (s, 1H) ,
10.18(s,1H) »

[1275]  SEjitifs)15-184: 1- {2 [4- (-2 B -5 —3- ML g JE) R4 k] -5 Bk} -3-[4-F(-
3— (H JEEmit i Jik) R ] ik

[1276]  4liJ&F (LC-MS/ELSD) :100% ({#BZI[E] : 0. 755041)

[1277]  J5i#& (ESI,Pos.) :545 (\M+H) *;

[1278]  'H-NMR (DMSO-de) : 83.35 (s, 3H) ,5.87 (s,2H) ,7.25-7.32 (m,2H) ,7.43 (d,1H) ,
7.49-7.55 (m,2H) ,7.63 (d,1H) ,7.78 (dd,1H) ,7.95-7.96 (m, 1H) ,8.27 (d, 1H) ,8.73 (s,2H) ,
9.00(s,1H) ,9.56 (s, 1H) .

[1279]  SEhEfs)15-185: 1-{2-[4- Q-5 HE-5-S—3-Mtng 5L) ZE A FE ] -5-msng k) -3-[4-5(-
2- PR R IR

[1280]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [d] : 0.934341)

[1281]  J5i# (ESI,Pos.) :535 (M+H) *;

[1282]  'H-NMR (DMSO—de) :65.86 (s,2H) ,7.25-7.31 (m,2H) ,7.42-7.45 (m,1H) ,7.49-7.55
(m,2H) ,7.71-7.79 (m,2H) ,7.95-8.01 (m,2H) ,8.38 (s, 1H) ,8.74 (s,2H) ,9.57 (s, 1H) .

[1283]  SEjfifs)15-186:1-{2-[4- Q- I -5-G-3-Mkng k) JRE ] -5-mng it} -3-[2- (2,
3- A -1H-Ei-5-3&) -5 (=5 ) KA IR
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NH, 01{23\NjiN

Cl

=

[1284] |

[1285]  TLC:Rf 0.49 (Eki: LR ATFE=1:2) ;

[1286]  '"H-NMR (DMSO-dsg) :82.00-2.10 (m,2H) ,2.93 (t,4H) ,5.85 (s, 2H) ,7.17 (dd, 1H) ,
7.25-7.27 (m,3H) ,7.37-7.44 (m,4H) ,7.50 (d,2H) ,7.95(d,1H) ,8.04 (s, 1H) ,8.45 (s, 1H) ,
8.67 (s,2H) ,9.45 (s, 11) .

[1287]  SEjfafs)15-187: 1-{2-[4- (Q—F FE-5-F—3-MtnE 3L) ZE A JE ] -5-msng k) -3-[2- (2,
3- A -1H-i-5-3%) -5 (=5 H ) K] IR

[1288] TLC:Rf 0.44 (Ek%i: LMRATFE=1:2) ;

[1289]  '"H-NMR (DMSO-dsg) :82.00-2.10 (m,2H) ,2.93 (t,4H) ,5.57 (s,2H) ,7.16 (dd, 1H) ,
7.25-7.28 (m,3H) ,7.35-7.44 (m,4H) ,7.52(d,2H) ,7.93 (d,1H) ,8.04 (s, 1H) ,8.45 (s, 1H) ,
8.67 (s,2H) ,9.45 (s, 1H) .

[1290]  SCjtafsl15-188: 1-{2-[4- (2-Z -5 —3-MtnE 3) R4 Ik ] -5-meng Bt} -3-[2- (2,
3- A -1-ZRIFRRIR -5-3%) -5 (A Rk

[1291]  TLC:Rf 0.28 (Ckt: LIRAAE=1:2) ;

[1292]  "H-NMR (DMSO-ds) :63.25 (t,2H) ,4.60 (t,2H) ,5.85(s,2H) ,6.91 (d,1H) ,7.14 (dd,
1H) ,7.24-7.29 (m,3H) ,7.37-7.42 (m,3H) ,7.50 (d,2H) ,7.95(d, 1H) ,8.03 (s, 1H) ,8.44 (s,
1H) ,8.67 (s,2H) ,9.45 (s, 1H) .

[1293]  SEjtifs]15-189: 1- {2- [4- (-2 JE-5—F—3-MLIE &) R4k | -5-msng Bt} -3-[2- (2,
3- A -1-ZR IR -5-3%) —-5- (a3 Rk

[1294]  TLC:Rf 0.24 (Ek%i: LR OTFE=1:2) ;

[1295]  '"H-NMR (DMSO-ds) :63.25 (t,2H) ,4.60 (t,2H) ,5.57 (s,2H) ,6.91 (d,1H) ,7.14 (dd,
1H) ,7.25-7.29 (m,3H) ,7.35-7.42 (m,3H) ,7.53 (d,2H) ,7.94(d,1H) ,8.03 (s, 1H) ,8.45 (s,
1H) ,8.68 (s,2H) ,9.45 (s, 1H) .

[1296]  SEjfafs]15-190: 1-{2-[4- Q-5 JE-5-F—3-Mtne 5L) ZE A FL ] -5-msng L) -3- (5 (=
B2 —2-[3- (m T 58) —1H-ME k-1 -2 ) 2R ) g

[1297]  TLC:Rf 0.40 (E%i: LR ATFE=1:2) ;

[1298]  'H-NMR (DMSO-de) :65.56 (s,2H) ,7.08 (d,1H) ,7.13 (t,1H) ,7.26 (d,2H) ,7.32-7.45
(m,2H) ,7.51(d,2H) ,7.60(d,1H) ,7.92(d,1H) ,8.28 (s, 1H) ,8.41 (s, 1H) ,8.45 (s, 1H) ,8.65
(s,2H) ,9.42(s,1H) .

[12991  SEhafs)15-191: 1-{2-[4- Q—F HE-5-F—3-Mtne 5L) ZE A FE ] -5-msng k) -3- {(4-5(-
2—[3— (=& F 3E) —TH-mEme—1-JE ] 2R 358 iR

[1300]  TLC:Rf 0.45(Ekt: LIRAAE=1:2) ;

[1301]  '"H-NMR (DMSO-d¢) :85.56 (s,2H) ,7.06 (d,1H) ,7.25(d,2H) ,7.36 (dd, 1H) ,7.49-
7.62 (m,4H) ,7.92(d,1H) ,8.02(d, 1H) ,8.35 (s, 1H) ,8.38-8.42 (m, 1H) ,8.64 (s,2H) ,9.36
(s,1H) »
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[1302]  SEJEf15-192:1-{2-[4- Q- FE-5-F -3-Mtme k) KA L] -5-mne L) -3-[2,3-
4 U ) R ER ] IR

[1303]  4fiJi (LC-MS/ELSD) :93% ({4 B [a] :0.89%3%H) ,

[1304]  J5if (ESI,Pos.) :521 (M+H) *;

[1305]  'H-NMR (DMSO-de) :85.57 (s,2H) ,7.26-7.33 (m,2H) ,7.38 (dd,1H) ,7.51-7.62 (m,
3H) ,7.94 (d,1H) ,8.13-8.22 (m, 1H) ,8.75(s,2H) ,9.36 (s, 2H) »

[1306]  Sjifs)15-193: 1— {2-[4- (- FE-5-G—3-Mhie k) ZE A k] -5-msng Ik} -3-[3-5& -
295 (=5 28) R AR T IR

[1307] 4] (LC-MS/ELSD) :100% (ff B a] - 1.00%3%h) ;

[1308]  Jifif: (ESI,Pos.) :553 (M+H) *.

[1309]  SEjtafs)15-194:1- (- {4-[2-IE-5- (ZH T L) -3-mhne i ] e IE) -5-mng k) -
3-[2- (5—H 2&-3-kmE L) -5 (U 28) AT MK

[1310] 4] (LC-MS/ELSD) :100% (f£E5 1] : 0. 8953 %h) ;

[1311]  J5i& (ESI,Pos.) :626 (M+H) *;

[1312]  'H-NMR (DMSO-ds) : 62.38 (s,3H) ,6.48 (s,2H) ,7.24-8.54 (m, 13H) ,8.66 (s,2H) ,
9.29(s,1H) .

[1313]  SEjitaf5]15-195: 1- (2— {4-[2-Z F-5- (=G L) -3tk me ik ) K A 0k ) -5 Mg Jih) —
3-[4- CHEF ) 2-BOR ] IR

[1314] 4] (LC-MS/ELSD) :100% (ff B ] - 1.09%3%h) ;

[1315]  J5if (ESI,Pos.) :611 (M+H) *;

[1316]  'H-NMR (DMSO-de) :86.48 (s,2H) ,7.25-7.31 (m,2H) ,7.40-7.59 (m, 10H) ,8.09 (s,
1H) ,8.26-8.30 (m, 1H) ,8.40-8.44 (m, 1H) ,8.66 (s,2H) ,9.40 (s, 1H) .

[1317]  SE2jafs)15-196:1- (- {4-[2-FE-5- (& P L) -3-mhne i ] A IE) -5-mng k) -
3-[5-FHE-2- (T L) —4-nmbne L IR

[1318]  4fiJ¥F (LC-MS/ELSD) :100% (ff B ] - 1.0253%h) ;

[1319]  J5i# (ESI,Pos.) :612 (\M+H) *;

[1320]  'H-NMR (DMSO—de) :86.48 (s,2H) ,7.26-7.32 (m,2H) ,7.49-7.66 (m,8H) ,8.27-8.30
(m, 1H) ,8.42-8.46 (m,2H) ,8.69 (s,2H) ,8.75 (s, 1H) ,9.74 (s, 1H) .

[1321]  SEJtafs]15—-197 : 1- (2— {4-[2-Z F—-5- (Z U 36) —3-nthme ik ) K A 0k ) -5 Mg 3k —
3-[2-FFE-5- (5T 4L -3-nmbne L IR

[1322] 4] (LC-MS/ELSD) :100% (ff B E] - 1.0143%h) ;

[1323]  J5if (ESI,Pos.) :612 (\M+H) *;

[1324]  'H-NMR (DMSO—de) :86.48 (s,2H) ,7.25-7.32 (m,2H) ,7.49-7.70 (m,8H) ,8.26-8.30
(m,1H) ,8.43 (s,1H) ,8.68 (s, 2H) ,8.74-8.75 (m, 1H) ,8.76-8.78 (m, 1H) ,9.47 (s, 1H) .

[1325]  SEjfafs)15-198:1- (- {4-[2-F -5 (=& P L) -3-mhne i ] A IE) -5-mng k) -
3-[3 ,4 - HHE-4- CHEP R 2-BEFERE] R

[1326]  4fiJ¥F (LC-MS/ELSD) :100% (ff B M) - 1. 1753 %h) ;

[1327]  J5i& (ESI,Pos.) :639 (\M+H) *;

[1328]  'H-NMR (DMSO-ds) :62.29 (s,6H) ,6.48 (s,2H) ,7.12-7.58 (m, 10H) ,8.01 (s, 1H) ,
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8.26-8.30 (m, 1H) ,8.45-8.48 (m, 1H) ,8.67 (s,2H) ,9.46 (s, 1H) »

(13291  Sjtafsl15-199: 1- (2 {4-[2-% &5 (9 T AE) —3- Mk e Jik | R4 0 ) —5-msng ) —
3-[2- (6-H 2&-3-kmE 2%) -5 (S5 28 AT MK

[1330]  4fiJ&F (LC-MS/ELSD) :98% ({4 /a] : 0. 84534h) ;

[1331]  J5i& (ESI,Pos.) :626 (M+H) *;

[1332]1  'H-NMR (DMSO-de) :82.55 (s,3H) ,6.48 (s,2H) ,7.25-7.32 (m,2H) ,7.39-7.59 (m,
6H) ,7.75-7.80 (m,1H) ,8.19-8.23 (m, 1H) ,8.26-8.30 (m, 1H) ,8.41-8.44 (m, 1H) ,8.49-8.53
(m,1H) ,8.67 (s,2H) ,9.28 (s, 1H) .

[1333]  SEjfafs]15-200: 1- (2- {4-[2-FIE-5- (=& T L) -3-mhne i ] A IE) -5-mng k) -
3-[3— =9 ) 2R L IR

[1334] 4] (LC-MS/ELSD) :100% ({#%BZ I 1d] : 0. 967> 41)

[1335]  J5i&: (ESI,Pos.) :535 (\M+H) *;

[1336]  'H-NMR (DMSO—de) :86.49 (s,2H) ,7.26-7.36 (m,3H) ,7.48-7.66 (m,5H) ,7.96-8.00
(m, 1H) ,8.27-8.30 (m, 1H) ,8.73 (s,2H) ,8.99 (s, 1H) ,9.33 (s, 11) .

[1337]  SEjtafs)15-201:1- (- {4-[2-B -5 (=& P L) -3-mhne i ] e IE) -5-mng k) -
3-[2-F-4- CH A 2 K] R

[1338]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [a] : 1.004>41)

[1339]  J5if (ESI,Pos.) :553 (M+H) *;

[1340]  'H-NMR (DMSO-de) :86.49 (s, 2H) ,7.26-7.34 (m,2H) ,7.49-7.59 (m,4H) ,7.72 (dd,
1H) ,8.26-8.31 (m, 1H) ,8.37 (t,1H) ,8.75(s,2H) ,9.14 (s, 1H) ,9.34 (s, 1H) .

[1341]  S2jaf5)15-202: 1- (- {4-[2-F -5 (=P L) -3-mhne i ] R IE) -5-mng k) -
3-[2-F-4- CH A 2 K] R

[1342]  TLC:Rf 0.28 (LB ZTE) ;

[1343]  'H-NMR (DMSO-de) : 61.20 (t,3H) ,2.68 (q,2H) ,5.57 (s,2H) ,7.25-7.46 (m,5H) ,
7.51-7.58 (m,2H) ,7.94 (d, 1H) ,8.25 (s, 1H) ,8.38 (s, 1H) ,8.75 (s,2H) ,9.34 (s, 1H) .

[1344]  SCjitaf5]15-203 : 1-{2-[4- (- -5-F—3-MtnE 5) R4 Jk ] -5 Mg Bt} -3-[2- (6-
L33 ) —5- (I H H 28) K] IR

[1345]  TLC:Rf 0.34 (—&H W : LB OME: HFE=8:4:1) ;

[1346]  'H-NMR (DMSO-de) :81.29 (t,3H) ,2.84 (q,2H) ,5.86 (brs,2H) ,7.26 (d,2H) ,7.39-
7.54 (m,6H) ,7.80(dd,1H) ,7.95(d,1H) ,8.24 (s, 1H) ,8.40 (s, 1H) ,8.54 (d, 1H) ,8.67 (s,
2H) ,9.26 (s, 1H) .

(13471 SCjtafs]15-204 : 1- {2 [4- (- -5 —3- ML nE J) R4 Ik ] -5 Mg Bt} -3-[2- (6-
L3 ) —5- (U H 28) R IR

[1348]  TLC:Rf 0.34 (—“&H W : LB OTE: HFE=8:4:1) ;

[1349]1  'H-NMR (DMSO-de) :81.29 (t,3H) ,2.84 (q,2H) ,5.58 (brs,2H) ,7.26 (d,2H) ,7.37
(dd,1H) ,7.41-7.55 (m,5H) ,7.80 (dd,1H) ,7.94 (d,1H) ,8.24 (s, 1H) ,8.40 (s, 1H) ,8.54 (d,
1H) ,8.67 (s,2H) ,9.26 (s, 1H) .

[1350]  SEjfif5)15-205: 1-{2-[4- 2-Z I -5-F-3-Mkne k) JEA ] -5- Mg 3t} -3-[2- (5-
L33 ) -5- (28 R IR
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[1351]  TLC:Rf 0.33 (& H I : LM OE: HFE=8:4:1) ;

[1352]  'H-NMR (DMSO-de) :61.23 (t,3H) ,2.70 (q,2H) ,5.86 (brs,2H) ,7.26 (d,2H) ,7.42(d,
1H) ,7.45-7.55 (m,4H) ,7.73 (s, 1H) ,7.95(dd, 1H) ,8.23 (s, 1H) ,8.38 (s, 1H) ,8.47 (d, 1H) ,
8.54(d,1H) ,8.65 (s,2H) ,9.27 (s, 1H) .

[1353]  SEjfifs)15-206: 1-{2-[4- -Z I -5-F—3-MknE k) KA ] -5- Mg 3t} -3-[2- (5-
L33 ) -5- (I a H 28) K] IR

[1354]  TLC:Rf 0.33 (& H W : LB ONE: HFE=8:4:1) ;

[1355]  '"H-NMR (DMSO-d¢) :81.23 (t,3H) ,2.70 (q,2H) ,5.57 (brs,2H) ,7.26 (d,2H) ,7.37
(dd,1H) ,7.47-7.56 (m,4H) ,7.73 (t,1H) ,7.93(d, 1H) ,8.23 (s, 1H) ,8.38 (s, 1H) ,8.47(d,
1H) ,8.54 (d,1H) ,8.65 (s, 2H) ,9.27 (s, 11) .

[1356] S5 15-207: 1-{2-[4- (2-Z -5 -3 - MR 5k) R L] -5 meng it} -3-[2-
P AR5 (a2 2R ] IR

CF5

N.
NHa \O\ (o]
[1357] b NJ\N
| H H

HiC™ "CHj
F

[1358]  TLC:Rf 0.38 (ZB&ZTE) ;

[1359]  '"H-NMR (DMSO-ds¢) :81.22 (d,6H) ,3.14-3.27 (m, 1H) ,5.57 (s,2H) ,7.26-7.33 (m,
2H) ,7.36-7.57 (m,5H) ,7.94 (d,1H) ,8.12-8.15 (m, 1H) ,8.43 (s, 1H) ,8.74 (s,2H) ,9.28 (s,
1H) .

[1360] St f5i15-208: 1—{2—[4- (2—Z -5 —3- Mt NE Jk) JR 4 gk | -5 Mg ik} -3-[2- (H
FERSE L) —4- (=& P ) KA R

[1361]1  TLC:Rf 0.62 (LB ZTE) ;

[1362]  '"H-NMR (DMSO-ds) :83.42 (s, 3H) ,5.58 (s,2H) ,7.27-7.34 (m,2H) ,7.38 (dd, 1H) ,
7.52-7.60 (m,2H) ,7.94 (d,1H) ,8.05-8.12 (m,2H) ,8.46-8.56 (m,1H) ,8.76 (s,2H) ,9.04 (s,
1H) ,10.36 (s, 1H) .

[1363]  SLjitafs15-209: 1-{2-[4- (- -5-F—3-Mtng 5) R4 Ik ] -5 Mg Bt} -3-[2- (4-
FIE-TH-I e -1-3) -5 (=g B ) R TR

[1364]  TLC:Rf 0.20 (Ckt: LIRAAE=1:2) ;

[1365]  'H-NMR (DMSO-ds) :85.85 (s,2H) ,7.26 (d,2H) ,7.41 (dd,1H) ,7.50 (d,2H) ,7.58 (d,
1) ,7.73(d,1H) ,7.94 (dd,1H) ,8.52 (s, 1H) ,8.54 (s, 1H) ,8.69 (s,2H) ,8.80 (s, 1H) ,9.13
(s,1H) ,9.63 (s, 1H) »

[1366]  SLJfaf5]15-210: 1-{2-[4- Q- F-5-F-3-Mtmedd) FKE L] -5-mEng L) -3-[2- (4-
FIE-TH-mE e -1-3) -5 (=g B ) R TR

[1367]  TLC:Rf 0.16 (2 k%i: LRATE=1:2) ;

[1368]  'H-NMR (DMSO-ds) :85.56 (s,2H) ,7.26 (d,2H) ,7.37 (dd,1H) ,7.52 (d,2H) ,7.58 (d,
1H) ,7.73(d,1H) ,7.92(d,1H) ,8.52 (s, 1H) ,8.54 (s, 1H) ,8.68 (s, 2H) ,8.80 (s, 1H) ,9.13 (s,
1H) ,9.63 (s, 1H) .

[1369]  Sjtafs]15-211:1-{2-[4- (-2 Jk -5 -3 Mt ie Jk) R4 Jk | -5-msng Bk} -3 2R JL g
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[1370]  4fiJ& (LC-MS/ELSD) :100% ({#BZI1E] : 0. 775344)
[1371]  J5i& (ESI,Pos.) :433 (\M+H) *;
[1372]1  'H-NMR (DMSO-de) :85.86 (s,2H) ,6.98 (t,1H) ,7.23-7.32 (m,4H) ,7.41-7.55 (m,
5H) ,7.95(dd,1H) ,8.72 (s, 2H) ,8.85 (s, 1H) ,8.93 (s, 1H) »
[1373]  SEjafs)15-212: 1-{2-[4- (2—F H-5-G—3-AtnE L) ZF | JE ] -5-msng ) -3-[5- (=
B R —2-IgE sy L R

CF;

2 |
[1374] N A NJLN
| H H

|
[1375]  4fiJ&F (LC-MS/ELSD) :100% (ffE5 1] : 0. 9053 %h) ;
[1376]  J5i&: (ESI,Pos.) :507 (\M+H) *;
[1377]1  'H-NMR (DMSO—de) :85.86 (s,2H) ,6.62-6.66 (m,1H) ,7.25-7.32 (m,2H) ,7.38-7.45
(m,2H) ,7.49-7.55(m,2H) ,7.95(d,1H) ,8.72 (s,2H) ,9.23 (s, 1H) ,10.60 (s, 1H) .
[1378]  Sjtafsl15-213: 1-{2-[4- 2-Z FE-5-F—3-Mtng 5) R4 Jk ] -5 Mg Bt} -3-[2- (4-
N bR i) — 3Pk e ] IR
[13791  4liJ&F (LC-MS/ELSD) :100% ({#BZI1E] : 0. 714344)
[1380]  JFif (ESI,Pos.) :519 (M+H) *;
[1381]1  'H-NMR (DMSO-de) :82.96-3.03 (m,4H) ,3.80-3.86 (m,4H) ,5.86 (s,2H) ,7.08 (dd,
1H) ,7.25-7.32 (m,2H) ,7.43(d,1H) ,7.48-7.55 (m,2H) ,7.95-8.02 (m,2H) ,8.14 (s, 1H) ,
8.28(dd,1H) ,8.74 (s,2H) ,9.71 (s, 1H) .
[1382]  SEjaff15-214: 1-{2-[4- (2-F FE-5-5-3-MkmE L) ZEE L) -5-msng ) -3- (2, 3-
TEC1-RIERRIR -7 5E) IR
[1383]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I 1d] : 0. 804>41)
[1384]  J5if (ESI,Pos.) :475 (\M+H) *;
[1385]  'H-NMR (DMSO-ds) :63.22 (t,2H) ,4.60 (t,2H) ,5.86 (s,2H) ,6.76 (t,1H) ,6.89 (d,
1H) ,7.24-7.30 (m,2H) ,7.42(d,1H) ,7.49-7.55 (m,2H) ,7.77 (d,1H) ,7.95-7.98 (m, 1H) ,
8.35(s,1H) ,8.71(s,2H) ,9.24 (s, 1H) .
[1386]  SLjiff15-215: 1-{2-[4— (2-FFE-5-F-3-MEmE 3L) KAL) -5-mEng ik} -3- (2, 3-
T AR IERRIR -5 5E) IR
[1387]  4fiJ&F (LC-MS/ELSD) :100% (ff B E] - 0. 7553 %h) ;
[1388]  JFif (ESI,Pos.) :475 (\M+H) *;
[1389]  'H-NMR (DMSO-de) :83.14 (t,2H) ,4.47 (t,2H) ,5.86 (s,2H) ,6.67 (d,1H) ,7.06 (dd,
1H) ,7.24-7.29 (m,2H) ,7.34-7.38 (m, 1H) ,7.42-7.44 (m,1H) ,7.48-7.55 (m,2H) ,7.95-7.98
(m, 1H) ,8.65-8.97 (m,4H) .
[1390]  sEjffi15-216:2-[ ({2-[4- (2-&FE-5-F—3- ML e Kk) FR5FL ] -5-mgng It} 2 JL H
P ) EFE ] -N N- 4 () ZRIE

%
i)

=
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CF3
NH, Y\'i\ lo]
[1391]1 N b HJ\H e
| ,_N,CHa
Lhy

F

[1392]  TLC:Rf 0.57 (Ckt: LIRAME=1:4) ;

[1393]1  'H-NMR (DMSO-de) :82.76 (s,6H) ,5.57 (s,2H) ,7.26-7.32 (m,2H) ,7.38(dd, 1H) ,
7.51-7.64 (m,3H) ,7.92-7.98 (m,2H) ,8.61 (s, 1H) ,8.74 (s,2H) ,8.99 (s, 1H) ,10.31 (s, 1H) .
[1394]  SLjtafsl15-217: 1-{2-[4- (- L -5-F—3-MtnE Ik) IR 4 gk | -5 Mg Kk} -3-[2- (H
SRR R R

[1395]  4fiJ&F (LC-MS/ELSD) :99% ({4 a] :0. 76534%h) ;

[1396]  J5if (ESI,Pos.) :511 (M+H) *;

[1397]1  'H-NMR (DMSO-de) :83.28 (s,3H) ,5.87 (s,2H) ,7.26-7.34 (m,3H) ,7.42-7.45 (m,
1H) ,7.49-7.55 (m,2H) ,7.66-7.73 (m, 1H) ,7.85(dd, 1H) ,7.95-7.98 (m, 1H) ,8.15(d, 1H) ,
8.75(s,2H) ,8.77 (s,1H) ,10.13 (s, 1H) -

[1398]  SEjtafs)15-218: 1-{2-[4- (2-& I -5-F—3-MknEdb) KA ] -5-mng k) -3-[2- (F
SRR R R

[1399] 4] (LC-MS/ELSD) :100% (f£E5 1] : 0.69%3%h) ;

[1400]  J5i&: (ESI,Pos.) :495 (\M+H) *;

[1401]1  'H-NMR (DMSO-de) :83.28 (s,3H) ,5.57 (s,2H) ,7.25-7.34 (m,3H) ,7.38(dd, 1H) ,
7.51-7.57 (m,2H) ,7.69 (td, 1H) ,7.85 (dd,1H) ,7.94 (d,1H) ,8.15(d, 1H) ,8.75 (s, 2H) ,8.77
(s,1H) ,10.13 (s, 1H) »

[1402]  SEjitafs]15-219: 1- (2— {4-[2-Z F-5- (Z G L) —3-nthme ik ) R A 0k ) -5 Mg Jik) —
3—[2— (F SR hsi gt ) o O ] ik

[1403] 4] (LC-MS/ELSD) :100% (f£E5 1] : 0. 8553 %h) ;

[1404]  J5i# (ESI,Pos.) :545 (\M+H) *;

[1405]  'H-NMR (DMSO-ds) : 63.28 (s,3H) ,6.49 (s,2H) ,7.26-7.33 (m,3H) ,7.50-7.59 (m,
3H) ,7.69 (td,1H) ,7.85(dd,1H) ,8.15(d, 1H) ,8.26-8.30 (m, 1H) ,8.75-8.81 (m,3H) ,10.13
(s,1H) »

[1406]  SLjtif5)15-220: 1- {2 [4- (-2 KE -5 9 —3-MLIE JE) R4k ] -5 FE ) -3- (5-F(-
2—FEROR D) ik

[1407]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [d] : 0. 8243 41)

[1408]  J5i&: (ESI,Pos.) :465 (\M+H) *;

[1409]1  'H-NMR (DMSO—de) :62.22 (s,3H) ,5.57 (s,2H) ,7.00 (dd,1H) ,7.20(d,1H) ,7.28 d,
2H) ,7.38(dd,1H) ,7.52(d,2H) ,7.93 (d,1H) ,7.97 (d,1H) ,8.26 (s, 1H) ,8.74 (s,2H) ,9.30
(s,1H) »

[1410]  sjtafsl15-221:1- (2 {4-[2-% & -5 (9 T AR) —3-Mb e Jik | R 40 ) —5-msng ) —
3-[3 - FRIEH ) -4- CHEH ) 2-BEEE] IR

[1411]1 45 (LC-MS/ELSD) :99% (ff£E3 /Al : 1.01534%h) ;

[1412]  J5i# (ESI,Pos.) :641 (\M+H) *;
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[1413]  'H-NMR (DMSO-ds) : 64 .58 (d,2H) ,5.28 (t,1H) ,6.48 (s,2H) ,7.22-7.58 (m, 1 1H) ,
8.06 (s,1H) ,8.27 (s,1H) ,8.42 (s, 1H) ,8.66 (s,2H) ,9.42 (s, 1H) .

[1414]  SZjtafe]15-222: 1- (2— {4-[2-Z F-5- (Z U 6) -3t e ik ) K A 0 ) -5 Mg 3k —
3— {5 —2-[3- (U ) —1H-mEme—1-JL ] R I} IR

[1415]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I 1E] : 1.064>41) ;

[1416]  J5i& (ESI,Pos.) :635 (\M+H) *;

[1417]1  'H-NMR (DMSO-de) : 86.48 (s,2H) ,7.08 (d,1H) ,7.22-7.35 (m,3H) ,7.43-7.59 (m,
4H) ,8.18(d,1H) ,8.23-8.29 (m,1H) ,8.36-8.42 (m,2H) ,8.66 (s,2H) ,9.44 (s, 1H) .

[1418]  sEjafs15-223:2- {[ (2- {4-[2-&FE-5- CHE PR -3-mbme 2 | KA ) -5-Wne
5 EAEEFEAE ] F A N -4 G ) KRB

[1419]  TLC:Rf 0.36 (Ckt: LIRAME=1:4) ;

[1420]  '"H-NMR (DMSO-ds¢) :83.27-3.38 (m,3H) ,6.49 (s,2H) ,7.27-7.34 (m,2H) ,7.49-7.63
(m,4H) ,7.93-7.99 (m, 1H) ,8.02-8.13 (m, 1H) ,8.28 (s, 1H) ,8.56 (s, 1H) ,8.75 (s, 2H) ,8.90
(s,1H) ,10.23 (s, 1H) »

[1421]  sZjffi15-224:2-[ ({2-[4- Q-&FE-5-F -3 ML ne sb) FK5FL ] -5-mEng it} 2 L H
P dE) ZFE ] -N N- -4 () ZRIE

[1422]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [d] : 0. 984> 41)

[1423]  J5i& (ESI,Pos.) :608 (\M+H) *;

[1424]  'H-NMR (DMSO-de) :82.76 (s,6H) ,5.87 (s,2H) ,7.28(d,2H) ,7.43(d,1H) ,7.52(d,
2H) ,7.60(d, 1H) ,7.92-7.98 (m,2H) ,8.61 (s, 1H) ,8.75 (s,2H) ,8.99 (s, 1H) ,10.31 (s, 1H) .
[1425]  SEjitafs]15-225: 1- (2— {4-[2-Z Fh-5- (=G ) —3-nthme ik ) R A 0k ) -5 Mg Jik) —
3-[5—H -2 (W LA E5) R L1 IR

[1426] 4] (LC-MS/ELSD) :100% ({#%BZ I [E] : 0. 9243 41)

[1427]  J5i#& (ESI,Pos.) :559 (M+H) *;

[1428]  'H-NMR (DMSO-de) :62.37 (s, 3H) ,3.24 (s, 3H) ,6.49 (s,2H) ,7.12(d,1H) ,7.28 d,
2H) ,7.52(d,2H) ,7.55(d,1H) ,7.73(d,1H) ,7.99 (s, 1) ,8.26-8.29 (m, 1H) ,8.72 (s, 11) ,
8.75(s,2H) ,10.12 (s, 1H) »

[1429]  SEjaf5)15-226:1- (- {4-[2-F -5 (=& P L) -3-mhne i ] R IE) -5-mng k) -
3-[5-F—2- (FF ELM e L) R ] IR

[1430]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZI1E] : 0. 9743 44)

[1431]  Jf&: (ESI,Pos.) :579 (M+H) *.

[1432]  SEjfs)15-227: 1-{2-[4- Q-G HE-5-S—3-Mtne 5L) ZE A Fk ] -5-msng k) -3- [5-% -
2— (P LM I ) 0L ] i

[1433]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [d] : 0. 8543 41)

[1434]  J5i#: (ESI,Pos.) :529 (\M+H) *;

[1435]  'H-NMR (DMSO—d¢) :83.15(d,3H) ,5.87 (s,2H) ,7.10-7.19 (m, 1H) ,7.28 (d,2H) ,7.43
(d,1H) ,7.52(d,2H) ,7.92(dd,1H) ,7.96 (d,1H) ,8.11 (dd, 1H) ,8.75 (s, 2H) ,8.95 (s, 1H) ,
10.29 (s, 1H) .

[1436]  SEjtafs)15-228:1- (- {4-[2-F -5 (=& P L) -3-mhne i ] e IE) -5-mng k) -

i)
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3-[2- (ML) -5- CHEMP ) KRR

[1437]  TLC:Rf 0.30 (E%i: LRATFE=1:2) ;

[1438]  'H-NMR (DMSO-de) :62.53 (s,3H) ,6.47 (s,2H) ,7.27 (d,2H) ,7.40 (dd, 1H) ,7.48-
7.57 (m,4H) ,8.18 (s, 1H) ,8.24-8.28 (m,1H) ,8.44 (s, 1H) ,8.73 (s,2H) ,9.64 (s, 1H) .

[1439]  SEjafs)15-229: 1-{2-[4- Q-5 HE-5-G—3-Mtng 5L) ZE A FE ] -5-msng k) -3- (4% -
3- (U KA IR

[1440]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [d] : 0. 944> 44)

[1441]  J5i#& (ESI,Pos.) :519 (\M+H) *;

[1442]  'H-NMR (DMSO-de) :85.86 (s,2H) ,7.27 (d,2H) ,7.40-7.57 (m,4H) ,7.64-7.72 (m,
1H) ,7.94-7.99 (m,2H) ,8.73 (s,2H) ,9.03 (s, 1H) ,9.33 (s, 1H) .

[1443]  SCjtafs]15-230: 1- (2— {4-[2-% -5 (9 T AR) —3- Mk e Bk | R A0 ) —5-mng ) —
3-[3 - (1-BF LI —4- (CHF L) 2-BRFE IR

[1444] 4] (LC-MS/ELSD) :100% ({#%BZ I 1E] : 1.05341)

[1445]  J5i&: (ESI,Pos.) :655 (\M+H) *;

[1446]  'H-NMR (DMSO-de) :81.36 (d,3H) ,4.79 (quint, 1H) ,5.20(d, 1H) ,6.48 (s, 2H) ,7.27
(d,2M) ,7.27-7.35(m,1H) ,7.39-7.58 (m,8H) ,8.09 (s, 1H) ,8.27 (d,1H) ,8.37 (s, 1H) ,8.66
(s,2H) ,9.40 (s, 1H) »

[1447]  S2jaf)15-231:1- (- {4-[2- -5 (T L) -3-mhne i ] e IE) -5-mng k) -
3-[5-F -2 (FF B dd) 2R AL IR

[1448]  TLC:Rf 0.55 (L& ZTE) ;

[1449]1  'H-NMR (DMSO-de) :62.42 (s,3H) ,6.48 (s,2H) ,7.08-7.14 (m,1H) ,7.27 (d,2H) ,7.43
(d,1H) ,7.51(d,2H) ,7.55(d,1H) ,8.06 (d,1H) ,8.25-8.28 (m, 1H) ,8.48 (s, 1H) ,8.73 (s,
2H) ,9.76 (s, 1H) .

[1450]  SEjtifs)15-232: 1- {2 [4- (2-Z K59 —3- ML g JE) R4 ik ] -5 FE} -3 [5-F(-
2— (FH R ) 2R 5L IR

[1451] TLC:Rf 0.42 (LR TR 5

[1452]  'H-NMR (DMSO-de) :62.42 (s,3H) ,5.57 (s,2H) ,7.10 (dd, 1H) ,7.27 (d,2H) ,7.37 (dd,
1H) ,7.43(d,1H) ,7.52(d,2H) ,7.93(d,1H) ,8.06 (d,1H) ,8.48 (s, 1H) ,8.73 (s,2H) ,9.76 (s,
1H) »

[1453]  SEjtafs)15-233: 1-{2-[4- Q- -5-F—3-MLnE k) JKE ] -5-msng 3t} -3- [5-5&-
2— (FF 25 W me o ) 2R L R

[1454]  TLC:Rf 0.61 (LBRZME: FEE=9:1) ;

[1455]  'H-NMR (DMSO-de) :62.85 (s,3H) ,6.48 (s,2H) ,7.27 (d,2H) ,7.32-7.41 (m,2H) ,7.53
(d,2H) ,7.67(d,1H) ,7.93(d,1H) ,8.00(d,1H) ,8.73 (s,2H) ,9.23 (s, 1H) ,9.69 (s, 1H) .
[1456]  SCjtafs]15-234: 1- (2— {4-[2-% &5 (9 T AR) -3k e gk | R 40 ) —5-msng ) —
3-[2- (1-FF Rk TH-PE gk —5-J) —5- (=Gl %) A0 ) Ik

[1457]  4liJ& (LC-MS/ELSD) :100% ({#%BZ I 1a] : 1.024341)

[1458]  J5if (ESI,Pos.) :615 (M+H) *;

[1459]1  'H-NMR (DMSO-de) :63.65 (s,3H) ,6.48 (s,2H) ,7.27 (d,2H) ,7.46-7.61 (m,6H) ,7.62
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(d,1H) ,8.10(s,1H) ,8.27(d,1H) ,8.56 (s, 1H) ,8.68 (s,2H) ,9.50 (s, 1H) .

[1460]  SEjfafs15-235:2- [ ({2-[4- -FHE-5-F-3-Mkned) KA ] -5-mng i) | H
P ) Sk ] -N-2 FE-N-F R4 (00 ) PR Tt %

[1461]1  TLC:Rf 0.65 (LB ZTE) ;

[1462]  'H-NMR (DMSO-de) :61.04 (t,3H) ,2.80 (s, 3H) ,3.20 (q,2H) ,5.85 (s,2H) ,7.26-7.32
(m,2H) ,7.43(d,1H) ,7.50-7.55 (m,2H) ,7.57-7.62 (m, 1H) ,7.94-8.01 (m,2H) ,8.54-8.58
(m,1H) ,8.75(s,2H) ,8.92 (s, 1H) ,10.30 (s, 1H) .

[1463]  SEjtaf5)15-236: 1- {2-[4- Q-FHE-5-G-3-MLne k) JKE I ] -5-mgng 3t} -3- (JU&A -
2H-H I —4-3%) IR

[1464]  4liJ&F (LC-MS/ELSD) :100% ({#%BZI[H] : 0. 657>41)

[1465]  Jfis (ESI,Pos.) :441 (\M+H) *;

[1466]  "H-NMR (DMSO-de) :61.32-1.50 (m,2H) ,1.71-1.83 (m,2H) ,3.32-3.42 (m,2H) ,3.60-
3.89 (m,3H) ,5.85(s,2H) ,6.48 (d, 1H) ,7.22-7.28 (m,2H) ,7.42(d,1H) ,7.47-7.54 (m,2H) ,
7.95(d,1H) ,8.54 (s, 1H) ,8.65 (s,2H) .

[1467] S 15-237 :rel-1-{2-[4- (2-% J:-5-S—3- Mk mE 5L) R L] -5-msng 3} -3-
[ (IR, 2S,5R) —2- S N ZE-5-H A L IR

CHs
Jogel¥e

[1468] N N NJ\ ;
I H H i

Hy,C” ™ CH,

Cl
[1469] 4] (LC-MS/ELSD) :100% (ff B E] - 1.0143%h) ;
[1470]  J5i&: (ESI,Pos.) :495 (\M+H) *;
[1471]1  'H-NMR (DMSO-de) :60.70-1.15 (m,12H) ,1.32-2.04 (m,6H) ,3.31-3.50 (m,1H) ,5.85
(s,2H) ,6.21(d,1H) ,7.21-7.28 (m,2H) ,7.42(d,1H) ,7.47-7.54 (m,2H) ,7.95(d, 1H) ,8.48
(s,1H) ,8.65-8.69 (m,2H) .
[1472]  SEZjtif5)15-238: 1-{2-[4- Q-&IE-5-F -3-Mnedd) KA ] -5-mng 3k} -3- 0-%&
IR Ik
[1473] 4] (LC-MS/ELSD) :100% (ffE5 ] : 0. 6753 %h) ;
[1474]  J5i&: (ESI,Pos.) :455 (\M+H) *;
[1475]  'H-NMR (DMSO-de) :61.00-1.35 (m,4H) ,1.45-1.70 (m,2H) ,1.78-1.97 (m,2H) ,3.15-
3.38(m,2H) ,4.68(d,1H) ,5.85 (s,2H) ,6.28 (d,1H) ,7.22-7.28 (m,2H) ,7.41 (d,1H) ,7.47-
7.54 (m,2H) ,7.94-7.98 (m, 1H) ,8.62-8.69 (m, 3H) .
[1476]  SZjfif5]15-239: 1-{2-[4- Q-&IE-5-F-3-Mnedd) KA ] -5-mng k) -3- 0-%&
IR Ik
[1477] 4] (LC-MS/ELSD) :100% (ffE5 1] : 0. 6553 %h) ;
[1478]  Jfi&: (ESI,Pos.) :455 (M+H) *.
[1479]  SCjtafs15-240:2- [ ({2-[4- 2-ZFE-5-F-3-MErE 3) 2R IE ] -5 Mg It}
P dE) L] -N N-" 24— () ZRIE I
[1480]  TLC:Rf 0.45 (&M :HEE=19:1) ;

FH

i)
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[1481]  'H-NMR (DMSO-de) :61.03 (s,6H) ,3.30 (q,4H) ,5.87 (s,2H) ,7.25-7.31 (m,2H) ,7.43
(d,1H) ,7.49-7.56 (m,2H) ,7.58(dd, 1H) ,7.96 (d,1H) ,8.00(d,1H) ,8.49 (d,1H) ,8.75 (s,
2H) ,8.84 (s, 1H) ,10.30 (s, 1H) »

[1482]  Sjtafsl15-241:1-{2-[4- 2-ZHE-5-F—3-MEng 5k) K5 Ik ] -5 Mg it} -3-[5-GF(-
2— (A-FUSE-1H-nEme—1-28) REET iR

[1483]  TLC:Rf 0.40 (Ckt: LIRAAE=1:2) ;

[1484]  '"H-NMR (DMSO-ds) :85.85 (s, 2H) ,7.23-7.32 (m,3H) ,7.42(d, 1H) ,7.47-7.54 (m,
3H) ,7.95(d,1H) ,8.24(d,1H) ,8.48 (s, 1H) ,8.56 (s, 1H) ,8.68 (s,2H) ,9.04 (s, 1H) ,9.56 (s,
1H) .

[1485]  Sjfifs15-242:2—[ ({2-[4- (2-ZFHE-5-F-3-MErE 3) KA IE ] -5 Mg It}
P ) Sk ] -N—H L OR T Pt fi

[1486]  4fiJF (LC-MS/ELSD) :100% (fRE5 1] :0.8043%4) ;

[1487]  J5if: (ESI,Pos.) :526 (\M+H) *;

[1488]  '"H-NMR (DMSO-ds¢) :62.46 (s,3H) ,6.04 (brs,2H) ,7.19-7.33 (m,3H) ,7.47-7.65 (m,
4H) ,7.72-7.80 (m,2H) ,7.98(d,1H) ,8.12(d,1H) ,8.71-8.79 (m,3H) ,10.06 (s, 1H) .

[1489]  sEjfafs15-243:2-[ ({2-[4- -FHE-5-F-3-Mkned) KA ] -5-mng i) J I H
P ) S ] -N-P 24— (a2 Rt i

[1490]  4fi & (LC-MS/ELSD) :100% (fREIE] - 1.0153%4) ;

[1491]  J5i& (ESI,Pos.) :622 (\M+H) *;

[1492]  'H-NMR (DMSO-de) : 80.77 (t,3H) ,1.32-1.47 (m,2H) ,2.77-2.88 (m,2H) ,6.15 (brs,
2H) ,7.27-7.35 (m,2H) ,7.50-7.62 (m,4H) ,7.96-8.04 (m,2H) ,8.17-8.25 (m, 1H) ,8.54 (s,
1H) ,8.76 (s,2H) ,8.89 (s,1H) ,10.22 (s, 1H) »

[1493]  sLjtafs15-244:2- [ ({2-[4- 2-Z -5 -3-MErE 3) KAL) -5 Mg It}
kL) S ] N N-— P BE ok e

[1494] 4 (LC-MS/ELSD) :100% (fRE5 1] : 0. 8553 %4) ;

[1495]  J5i# (ESI,Pos.) :540 (M+H) *;

[1496]  "H-NMR (DMSO-d¢) :62.69 (s,6H) ,5.86 (s,2H) ,7.25-7.32 (m,3H) ,7.43 (d,1H) ,
7.49-7.56 (m,2H) ,7.62-7.78 (m,2H) ,7.96 (d,1H) ,8.14 (d,1H) ,8.74 (s,2H) ,8.80 (s, 1H) ,
10.14(s,1H) .

(14971 SCjtafs15-245:2— [ ({2-[4- (2-FFE-5-F -3-MtrE 5k) ZRAIE ] -5 Mg I} &
P ) ] -N- Q- FR Bk N J) —N-FH 4 (90U ) R Tt %

[1498]  4fi & (LC-MS/ELSD) :100% (fRE5H1E]:0. 9743 %h) ;

[1499]1 & (ESI,Pos.) :652 (M+H) *.

[1500] S5 15-246:2- {[ (2 {4-[2-ZF -5 (=5 5) —3-mbme L] R A L) -5 ng
HE) G A ] Uk ) N N 4 (o D) Rt i

[1501]  4fiJ&F (LC-MS/ELSD) :100% (fREFIE] - 1.0743%4) ;

[1502]  J5i&: (ESI,Pos.) :656 (M+H) *;

[1503]  'H-NMR (DMSO-de) :61.04 (s,3H) ,2.80 (s, 3H) ,3.20 (q,2H) ,6.49 (s,2H) ,7.25-7.32
(m,2H) ,7.50-7.64 (m,4H) ,7.97 (d,1H) ,8.26-8.29 (m, 1H) ,8.55(d, 1H) ,8.75 (s, 2H) ,8.93

T

A H

T

A H

E

FH

i)

E}
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(s,1H) ,10.31 (s, 1H) .

[1504]  sEjfafs15-247:2- {[ (2- {4-[2-&FE-5- CH PR -3-nbme 2 | KA ) -5-W e
) B IE ] E ) N ON-— 2 4 (S ) SRR

[1505]  4fiJ& (LC-MS/ELSD) :100% ({#%BZ I [a] : 1.094>41)

[1506]  JFif (ESI,Pos.) :670 (M+H) *;

[1507]1  'H-NMR (DMSO-de) :81.03 (s,6H) ,3.27-3.35 (m,4H) ,6.48 (s,2H) ,7.25-7.32 (m,
2H) ,7.50-7.61 (m,4H) ,8.00(d,1H) ,8.27-8.30 (m,1H) ,8.47-8.49 (m,1H) ,8.75 (s, 2H) ,
8.85 (s, 1H) ,10.30 (s, 1H) .

[1508]  SEjfifs)15-248:1- (- {4-[2-FIE-5- (& T L) -3-mhne i ] e IE) -5-mng k) -
3-[2- (-0 T fe b hait L) —5— o AR 2R L IR

[1509]  4fiJ& (LC-MS/ELSD) :100% ({#%BZ I 1a] : 1.05341)

[1510]  JfisE (ESI,Pos.) :654 (\M+H) *;

[1511]  "H-NMR (DMSO-de) :62.02-2.15 (m,2H) ,3.77-3.82 (m,4H) ,6.49 (s,2H) ,7.25-7.32
(m,2H) ,7.49-7.66 (m,4H) ,7.99(d,1H) ,8.26-8.29 (m, 1H) ,8.68 (d,1H) ,8.75 (s, 2H) ,8.94
(s,1H) ,10.35 (s, 1H) .

[1512]  SCjif15-249: 2— {[ (2— {4-[2- % JE-5- (o H k) —3 Mk e It ] R4 2k} —5-F
5 FEEFEE ] FA) -N- Q- RN -N-F -4 R L) KM%

[1513]  LC-MS/ELSD: {4 B4 B8] : 1.025 %

[1514]1 & (ESI,Pos.) :686 (M+H) .

[1515]  SEjfafs)15-250: 1- {2-[4- Q- -5-G-3-Mkne k) R ] -5-mng 3k} -3-[2- (3-
PR3- T ) 5- (=& ) KA R

[1516]  4liJ&F (LC-MS/ELSD) :100% ({#%BZ I [E] : 0. 953 41)

[1517]  J5if (ESI,Pos.) :587 (M+H) *;

[1518]  'H-NMR (DMSO-ds) :81.17 (s,6H) ,1.61-1.70 (m,2H) ,2.63-2.75 (m,2H) ,4.37 (s,
1H) ,5.86 (s,2H) ,7.27 (d,2H) ,7.32-7.44 (m,3H) ,7.51 (d,2H) ,7.95(d, 1H) ,8.09 (s, 1H) ,
8.39(s,1H) ,8.74(s,2H) ,9.28(s,1H) .

(15191 SCjfafsl15-251: 1-{2-[4- - Z FE-5-F—3-Mtng 5) R4 Jk ] -5 Mg Bt} -3-[2- (3-
PR3- HE-1-TH-1-38) -5 (P ) KA IR

[1520]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZI1a] : 1.014344)

[1521]  J5i# (ESI,Pos.) :583 (M+H) *;

[1522]  "H-NMR (DMSO-ds¢) :61.54 (s,6H) ,5.60 (s, 1H) ,5.86 (s, 2H) ,7.28 (d,2H) ,7.35 (dd,
1H) ,7.43(d,1H) ,7.52(d,2H) ,7.58 (d,1H) ,7.96 (d,1H) ,8.32 (s, 1H) ,8.35(d, 1H) ,8.74 (s,
2H) ,9.84 (s, 1H) .

[1523]  SEjifs)16

[1524] kAT 5 L1516 — St 5] 7 AL 454 , FH4 -2 25— TR M g A 8 3— -5 - Sk g -
2-M%, HFAH R 2 258 H R 15 Bl S SRR R AL S AR S ) 3 & A &4, 1B B R A LR
YIEAE BA K R E D -

[1525]  sEjffl16-1:1- (2- (4- (- FEmE e -5-Jk) KAL) Mg -5-8) -3- C-&-5- (=5
HH38) R 38) ik

B

S

e
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CFs

[1526] NJE/OAT\jNiNJ?
k H H |

[1527]  TLC:Rf 0.58 (LML TG HEE=19:1) ;
[1528]  'H-NMR (DMSO-ds) :66.66 (s,2H) ,7.29 (d,2H) ,7.40(d,1H) ,7.48 (d,2H) ,7.75(d,
1H) ,8.03 (s, 1H) ,8.36 (s, 1H) ,8.57 (s, 1H) ,8.75-8.79 (m,3H) ,9.72 (s, 1H) -
[1529]  sEZjfl16-2: 1- (2 (4- (- FEmE e -5-Jk) KA IEL) e -5-8) -3- Q%5 (=5
H ) 8 E) ik
[1530]  TLC:Rf 0.51 (LM LG HlE=19:1) ;
[1531]  "H-NMR (DMSO-de) :66.67 (s, 2H) ,7.28(d,2H) ,7.43-7.54 (m,4H) ,8.03 (s, 1H) ,8.36
(s,1H) ,8.52(d,1H) ,8.75(s,2H) ,9.10 (s, 1H) ,9.30 (s, 1H) .
[1532] S ff16-3: 1- (2— (4— (- L ms g -5 k) IR k) miemg —5-J) —3- (2— (ML e -3-
£) -5- EHE A E) A5 IR

|

NH, OYN o]
[1533] NJ:;'/O IJ\;\N)LN
(§ H H
N

[1534]  TLC:Rf 0.45 (LR BE: HEE : & /K=9:1:0.5) ;

[1535]  "H-NMR (DMSO-dse) :86.66 (s, 2H) ,7.26 (d,2H) ,7.45-7.58 (m,5H) ,7.89(d,1H) ,8.03
(s,1H) ,8.24(s,1H) ,8.35(s,1H) ,8.38 (s, 1H) ,8.60-8.68 (m,4H) ,9.24 (s, 1H) »

[1536]  sjifufs16-4:1- (2— (4- (A-Z FEmE e -5-3%) JREHL) Mg -5-3%) -3- B- R )
RHE) IR

[1537]  TLC:Rf 0.51 (LBRZ M : HEE : & /K=9:1:0.5) ;

[1538]  'H-NMR (DMSO-ds) :86.67 (s,2H) ,7.27-7.34 (m,3H) ,7.47-7.54 (m,3H) ,7.62 (d,
1H) ,7.97 (s, 1H) ,8.03 (s, 1H) ,8.36 (s, 1H) ,8.75(s,2H) ,8.99 (s,1H) ,9.32 (s, 1H)

[1539]  sZjififs]16-5:1- (2— (4- (A-Z FEmE e -5-3%) JREL) Mg -5-3%) -3- - FH-5- (=
T R) Mk mE-3-5) IR

CFs
NH5 O\|/ o]
[1540] N)’\j/(;/ 'J\ELNJ\N L
I H H

[1541]1  TLC:Rf 0.25(ZBRZTE) ;

[1542]  "H-NMR (DMSO-dse) :66.65 (s, 2H) ,7.26 (d,2H) ,7.45-7.67 (m,7H) ,8.02 (s, 1H) ,8.35
(s,1H) ,8.55(s,1H) ,8.67 (s,2H) ,8.72 (s, 1H) ,8.74 (s, 1H) ,9.60 (s, 1H) .

[1543]  SCjfafs16-6: 1— (2— (4— (4-Z Mg -5 %) IR 5L meng—5-J%) -3- (2- (3,4-—H
FEORHE) -5 (S5 2E) MEnE-3-2%) ik

[1544]  TLC:Rf 0.68 (LBRZBig: FHEE=9:1) ;

[1545]  'H-NMR (DMSO-d¢) :62.31 (s,6H) ,6.65 (s,2H) ,7.25-7.48 (m,7H) ,8.02 (s, 1H) ,

CF;3
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8.35-8.40 (m,2H) ,8.60-8.65 (m,3H) ,8.77 (s, 1H) ,9.55 (s, 1H) ,
[1546] iﬁWJ 16-7:1- (2— (4— (4-Z@ L mEE —5-3&) KA FL) mEng-5-3L) —-3- (3- (RUT &%) -

1-(2,3- =& - 1H-Efi-5-3&) — | H-ntme-5-35) g
HsC,_ CHs
N CHj3
NH, \r o
[1547] N\;\HJ\H N

[1548]  TLC:Rf 0.49 (LR AME: HEE=10:1) ;

[1549]1  'H-NMR (DMSO-de) :81.25 (s,9H) ,2.05 (quint.,2H) ,2.85-2.95 (m,4H) ,6.33 (s,

1H) ,6.65 (s, 2H) ,7.18-7.30 (m,3H) ,7.30-7.36 (m,2H) ,7.46 (d,2H) ,8.02 (s, 1H) ,8.35 (s,

1H) ,8.56 (s, 1H) ,8.66 (s,2H) ,9.19(s,1H) .

[1550]  sEjiffi16-8: 1- (2— (4- (-2 FEMENE -5 2%) RS Mg —5-38) -3- 3- (U T &) -

1- (B F 2 3E) —1H-AHk e —5-35) g

[1551]  TLC:Rf 0.48 (LML TE: HE=9:1) ;

[1552]  'H-NMR (DMSO-d¢) :81.25 (s,9H) ,1.99 (s, 3H) ,6.34 (s, 1H) ,6.66 (s,2H) ,7.25(d,

2H) ,7.31-7.48 (m,6H) ,8.02 (s, 1H) ,8.35 (s, 1H) ,8.40 (s, 1H) ,8.64 (s,2H) ,9.07 (s, 1H) .

[1553]  SEjifafs17 : 3—JR-5-5 Mt MEIE (1, 5-a] M50

[1554]  Mg5-GnEbPEI:[1,5-a] BEnE (9g) FETHF (147mL) HF AR AES CHEFE o % R BRIV A

YR IMAN—RBEFABE W % (11g) FAE R BHE LN o A2 S STVR A P I B R S Al 7K

%ﬁ#%#%ﬁ%%ﬁ%mw%vwmﬁ%ﬁ%%%¢ﬁk@ﬂ%&%m@ﬁﬁ%2&
CBEAEE A5 B A ALZ PR AR R BN 7K IS MR BE 3 PR IR, K — IR 9F AR A &1k 4

I BEEE— IR KA BN A HLZ R ER AN TR I ok U8, SR Ja R r 2 ke 25, 15 2 B DA

SRR AR B S (13.6g) o

[1555]  TLC:Rf 0.40 (C)i: LM LTE=4:1) ;

[1556]  'H-NMR (DMSO-ds) :66.85 (d,1H) ,8.12 (s, 1H) ,8.54 (d, 1H) .

[1557]  Sjitife] 18 : 3—YR—5— (kg i— 1) Mk Jf: [1, 5-a] MENE

nN-N
[1558] /q\

[1559] m%mmwﬂ%mwA%@BQf*ﬁﬁEmeWﬂﬁwmmemm¢m%
WA= 2 (2. 25mL) AIntkrg e (1. 3mL) FH44 %R S W7E HIBFE LN R R MR &
V1B 2= R R SNV I H G TR SR 2 B 415 2 A HLZ FZK R AN S AN /K I TR
BRI KRR AN T8 K 15 2 A HLZ U8, S8 5 28 18R 2218 1o 7] B 5 5 R M0 A
TR R R, 15 2 B DU AR AR AL B ) (2.498)

[1560]  TLC:Rf 0.30 (Ekt: LIRAAE=2:1) ;

[1561]  'H-NMR (DMSO-de) :61.95-2.12 (br s,4H) ,3.35-3.85 (br s,4H) ,6.14(d,1H) ,7.80
(s,1H),8.18(d,1H) »

[1562]  SZjitif519: 2— (4— (5 (Mg ke—1-2) MEMEH [1, 5-al MENE-3-J8) JREASE) MEnE -5 1%
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YN
N/IQ}] N\;\NHz
[1563] N

)
O

[1564] AT 5 STt fFI6 AL 44T » FH STt 451 1 8 1) £ H AL & WA 31 -5 - Sk i —2- fi%
52 B4 UL YR AR B S
[1565]  TLC:Rf 0.52 (& H Wi : LM OME: HE=8:4:1) ;
[1566]  'H-NMR (DMSO—ds) : 61.94-2.08 (br s,4H) ,3.40-3.74 (br s,4H) ,5.05-5.35 (br s,
2H) ,6.41(d,1H) ,7.04 (d,2H) ,7.96 (s,2H) ,8.05 (d,2H) ,8.33 (s, 1H) ,8.61 (d, 1H) .
(15671  SCjiaf5120: 1- (2— (LH-AREME—1-3%) —5— (9 2) 2R 3E) -3 (2— (4— (65— (k& -1
FL) m e [1, 5—a] MEIE -3-3%) KAL) mEng-5-3%) Ak

CF,
0. N,
T o]
- qCF N\J\ﬁiﬁﬁl
1568 X; N
) U

O

(15691  HEAT 5 S 1 7S ALLP) 45 A 5 B St 49 1 9 il £ 1) AL & W AR B S it 4511 6 1) 2% 1 A &
V0,15 20 B CL R B B A R B S

[1570]  TLC:Rf 0.50 (L2 ZTg) ;

[1571]  'H-NMR (DMSO-de) :61.94-2.08 (br s,4H) ,3.40-3.72 (br s,4H) ,6.42(d,1H) ,6.67
(dd,1H) ,7.15(d,2H) ,7.51 (dd,1H) ,7.74 (d,1H) ,7.95(d,1H) ,8.10(d,2H) ,8.36 (s,1H) ,
8.40(d,1H) ,8.58(d,1H) ,8.62(d,1H) ,8.67 (s,2H) ,9.68 (br s,1H),9.92 (br s,1H) .

[1572]  =Zjfifp)21

(15731 AT 5 5Lt 7R ERAF , B St 451 191 5 1 Ak & W slAH B e Ak & AR 5
it A5 19 1) 2% B AL S 400 5 0 FH SIS Tt A1) 3 1) 48 1) e A5 P B A 82 1) 2 26 P TR i 8 e U BR R A 5 40
AB St 7 3] & A& 0, 159 2 A LU R B B A R B AL &0

[1574]  sgjifs21-1:1- (2— (4- (5— AR T hi—1-58) mEmEIE (1, 5-a] MEnE -3-55) KAL)
BENE-5—J%) —3- (2 (Mkng-3-3%) -5- (= &P L) KR Ik

CF3
o._N
\ll’ o]
NXO( N\;\NJI\N
[1575] X H H

&y

L]
[1576]  TLC:Rf 0.22 (& {)i: HEE=19:1) ;
[1577]1  'H-NMR (DMSO-de) : 62.32-2.42 (m,2H) ,4.12-4.18 (m,4H) ,6.23 (d,1H) ,7.10-7.16
(m,2H) ,7.46-7.58 (m,3H) ,7.86-7.90 (m, 1H) ,8.03-8.09 (m,2H) ,8.22 (s, 1H) ,8.35-8.39
(m,2H) ,8.60-8.68 (m,5H) ,9.21 (s, 1H) .

S
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[1578]  Schifh21-2:1- (2 (4 (5- (FRIE T pe-1-5) MEMETF [1, 5-a] MENE-3-4E) FR4AIL)
WS IE —5—Jk) —3— (2— (1-H I -1 H-ME M -5-2E) —5- (=98 T ) R fiR

CF;
\@L 9
[1579] N | : HJ\E
N N—CHa
I} —
]
[1580]1 TLC:Rf 0.33 (ZBEZTE) ;
[1581]  "H-NMR (DMSO-d¢) :62.37 (t,2H) ,3.65 (s,3H) ,4.15(t,4H) ,6.23 (d, 1H) ,6.44 (d,
1H) ,7.14(d,2H) ,7.48(d,2H) ,7.61(d,1H) ,8.04-8.10 (m,3H) ,8.36 (s, 1H) ,8.55 (s, 1H) ,
8.62(d,1H) ,8.64 (s,2H) ,9.46 (s, 1H) .
[1582]  sEjifs21-3: 1- (2— (4- (5— AR T hi—1-55) mEmEIE (1, 5-a] MEnE -3-5) KA )
EE-5—3%) —3— (2— (3-H Z&—1H-MEME-1-35%) -5- (& 20) K30 IR
[1583]  TLC:Rf 0.66 (L1 ZTR) ;
[1584]  'H-NMR (DMSO-d¢) :82.35-2.44 (m,5H) ,4.15 (t,4H) ,6.24 (d,1H) ,6.44 (d,1H) ,7.14
(d,2H) ,7.48(dd,1H) ,7.69(d,1H) ,8.06 (d,2H) ,8.26 (d,1H) ,8.36 (s, 1H) ,8.56 (d,1H) ,
8.62(d,1H) ,8.67 (s,2H) ,9.78(s,1H) ,9.87 (s, 1H) .
[1585]  sEjififs)21-4:1- (2— (IH-MEME—1-3) -5- (=& FF3L) ZK3) -3- - U- G- (B4 T
Je—1-2%) MM [1, 5—a] MERE-3-28) 2RI mEne-5-2%) ik
[1586]  TLC:Rf 0.47 (LB ZTE) ;
[1587]  'H-NMR (DMSO-dsg) :62.37 (t,2H) ,4.15 (t,4H) ,6.24 (d,1H) ,6.68 (d,1H) ,7.14 (d,
2H) ,7.51(dd,1H) ,7.74(d,11) ,7.95(d,1H) ,8.07 (d,2H) ,8.36 (s, 1H) ,8.40 (d,1H) ,8.58~
8.67 (m,4H) ,9.68 (s,1H) ,9.92 (s, 1H) »
[1588]  sEjtifs|21-5: 1- (2— (4- (5— AR T hi—1-55) MEMEIE (1, 5-a] MEnE -3-4) KA )
BEE-5—3%) —3- (3— (& 2E) RID) IR

CF;
O.
10

[1589] ”\N! H H

S

L]
[1590]  TLC:Rf 0.19 (&45: HEE=19:1) ;
[1591]  "H-NMR (DMSO-dse) :62.33-2.43 (m,2H) ,4.06-4.12 (m,4H) ,6.25(d,1H) ,7.13-7.20
(m,2H) ,7.33(d,1H) ,7.52 (t,1H) ,7.62(d,1H) ,7.98(s,1H) ,8.05-8.12 (m,2H) ,8.39 (s,
1H) ,8.65(d,1H) ,8.71 (s,2H) ,8.96 (s,1H) ,9.31 (s, 1H) »
[1592]  sZjEfi21-6:1- (2- (kmE-3-2%) -5- (ZH 3 FHE) -3- 2- (4- (5 (ML ke -1
FL) m e [1, 5—a] MEIE -3-3%) KAL) mEng-5-3%) Ak
[1593]  TLC:Rf 0.34 (LR L TR) ;
[1594]  "H-NMR (DMSO-ds¢) :81.94-2.05 (m,4H) ,3.51-3.67 (m,4H) ,6.43 (d,1H) ,7.14(d,
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2H) ,7.47-7.58 (m,3H) ,7.89 (dd,1H) ,8.10 (d,2H) ,8.23 (s, 1H) ,8.38 (d,2H) ,8.61-8.68 (m,
5H) ,9.22 (s, 1H) »

[1595] S ff21-7:1- (2— (4= (5— (MEM& Bi-1-3%) MLk I [1, 5-a] MEnE-3-3%) KAL) 1%
mE-5-3%) -3- (3- &) KH) Ik

[1596]  TLC:Rf 0.68 (L& Z i) ;

[1597]1  'H-NMR (DMSO-de) :81.95-2.04 (m,4H) ,3.52-3.65 (m,4H) ,6.44 (d,1H) ,7.24 (d,
2H) ,7.46(d,1H) ,7.57 (t,2H) ,7.72(d,1H) ,7.93 (s,1H) ,8.16 (d,2H) ,8.36 (s, 1H) ,8.64 (d,
1H) ,8.76 (s,2H) ,10.23 (s, 1H) .

[1598]  Sjifafsi21-8: 1— (2— 2R JE-5- (=3 2%) mbme -3—J) —3— (2— (4— (5— (ML b —1-3%)
ML I (1, 5-a] MENE -3-J5) JREAIE) MEnE-5-48) IX

[1599]1  TLC:Rf 0.76 (Z.B&Z ) ;

[16001  'H-NMR (DMSO-de) :81.92-2.05 (m,4H) ,3.52-3.65 (m,4H) ,6.43 (d,1H) ,7.15(d,
2H) ,7.56 (d,3H) ,7.65-7.68 (m,2H) ,8.11 (d,2H) ,8.39 (s, 1H) ,8.41 (s, 1H) ,8.62(d, 1H) ,
8.65(s,2H) ,8.72(s,1H) ,8.76 (s,1H) ,9.44 (s, 1H) .

[1601] S fI21-9: 1- (2 (4~ 5 S IEMEMEIE [1, 5-a] MEngE -3-3E) ZREIE) Mg -5-J8) -
3- (2- (kmE-3-3%) -5- & ) ) Ik

CF;
O, N
1/ (@]
[1602] qO/ \;\H)LH
N
M
—CHs;

[1603]  TLC:Rf 0.45 (LB ZTE) ;

[1604]  "H-NMR (DMSO-dse) :84.03 (s, 3H) ,6.61 (d,1H) ,7.21 (d,2H) ,7.46-7.58 (m,3H) ,7.89
(dt,1H) ,8.10(d,2H) ,8.23 (s, 1H) ,8.39 (s, 1H) ,8.58 (s, 1H) ,8.64-8.68 (m,4H) ,8.93 (d,
1H) ,9.23 (s, 1H) -

[1605]  SCjfafsl21-10:1— (2— (IH-PREME—1-J&) —5— (9 2%) R FE) —3— (2— (4- (5—H AUt
M [1, 5-a] MEmE-3-J8) JREESE) MinE-5—05) ik

[1606]  TLC:Rf 0.45 (&M :HEE=19:1) ;

[1607]  "H-NMR (DMSO-dse) : 64 .04 (s, 3H) ,6.62(d,1H) ,6.68 (t,1H) ,7.20-7.26 (m,2H) ,7.53
(dd,1H) ,7.76(d,1H) ,7.96 (d,1H) ,8.09-8.14 (m,2H) ,8.42 (d,1H) ,8.58-8.61 (m,2H) ,8.70
(s,2H) ,8.94(d,1H) ,9.71(s,1H) ,9.96 (s, 1H) .

[1608]  SCjEf21-11:1- (2— (4— (5—H A FEMEMEIE (1, 5-a] MEE-3-J8) R IE) MEmE -5
55 -3 (3— (o 3k) R HE) ik

[1609]  TLC:Rf 0.45(C¥i: LR LHE=1:2) ;

[1610]  "H-NMR (DMSO-dse) : 84 .04 (s, 3H) ,6.62(d,1H) ,7.21-7.27 (m,2H) ,7.33(d,1H) ,7.52
(t,1H) ,7.63(d,1H) ,7.96-8.00 (m,1H) ,8.10-8.15 (m,2H) ,8.59 (s, 1H) ,8.72 (s, 2H) ,8.94
(d,1H) ,8.99(s,1H) ,9.32(s,1H) .

(16111 SZjEf21-12:1- (2- (4~ 56— (- R FHE-2-F I PG IE) &IL) MM [1,5-a] BENE-3-
B RAEFL) mEng-5-3%) -3- G- (=& &) K5 Ik

P
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CF5
L Q
N N
H H
H O
H,C ©OH

[1613]  TLC:Rf 0.41 (&Ah:HE=9:1);

[1614]  "H-NMR (DMSO-de) :61.19 (s,6H) ,3.43 (d,2H) ,4.62 (s, 1H) ,6.48(d,1H) ,7.14-7.20
(m,2H) ,7.33(d,1H) ,7.48-7.56 (m,2H) ,7.63 (d,1H) ,7.96-8.00 (m, 111) ,8.06-8.12 (m, 2H) ,
8.31(s,1H) ,8.47(d,1H) ,8.71 (s, 2H) ,8.97 (s, 11) ,9.32 (s, 1H) .

[1615]  SZhEf21-13:1- (2— (4- (LM I [1, 5-a] MEng-3-3%) KAL) MEng-5-J%) -3- (2-
(ke -3-3%) -5 (=g 4E) 25380 IR

[1612] N

F3

Cl
O.__N.
e
[1616] NIQ d\;\ﬁj}\n
N
|

[\J N

[1617]  TLC:Rf 0.22 (LM ZTE) ;

[1618]  'H-NMR (DMSO-de) :87.11 (dd,1H) ,7.24 (d,2H) ,7.47-7.58 (m,3H) ,7.86-7.91 (m,
11) ,8.16(d,2H) ,8.22 (s, 1H) ,8.39 (s, 1H) ,8.60-8.68 (m,5H) ,8.76 (s, 1H) ,9.16 (dd, 1H) ,
9.23 (s, 1) .

[1619]  SZhEfI21-14:1- (2— (4— (EMEIE (1, 5-a] MENE-3-3&) A IE) MEnE-5-3%) -3- (3-
(U2 D) IR

[1620]1  TLC:Rf 0.65 (LB ZME) ;

[1621]1  'H-NMR (DMSO—de) :87.11 (dd,1H) ,7.25(d,2H) ,7.32(d,1H) ,7.51 (t,1H) ,7.61 (d,
1) ,7.97 (s, 1H) ,8.17(d,2H) ,8.66 (dd, 1H) ,8.71 (s,2H) ,8.76 (s, 1H) ,8.98 (s, 1H) ,9.16
(dd,1H) ,9.32 (s, 1H) »

[1622]  SEjafs]21-15: 1— (2— (IH-AHEME—1-25) —5- (=4 3E) ZF38) -3— (2- (4- (kM gt (1,
5-a] MEIE-3—Jk) KAL) MEE-5—05) ik

[1623]1  TLC:Rf 0.74 (LB ZTE) ;

[1624]1  'H-NMR (DMSO-de) :66.67 (t,1H) ,7,11(dd,1H) ,7.25(d,2H) ,7.52(dd,1H) ,7.74 (d,
1) ,7.95(d,1H) ,8.17 (d,2H) ,8.40(d, 1H) ,8.58 (d, 1H) ,8.64-8.70 (m,3H) ,8.75 (s, 1H) ,
9.15(dd, 1H) ,9.67 (s,1H) ,9.94 (s, 1H) .

[1625]  SEjfafs)21-16:1- (2- (1H-1,2,3-=M:—1-3&) -5 (= 3k) #3E) -3- (2 (4- (mkme
FE[1,5-a] Mg -3—5k) JREA L) MEnE-5-55) ik

[1626]  TLC:Rf 0.60 (L& Z ) ;

[1627]1  'H-NMR (DMSO—de) :87.10 (dd,1H) ,7.24 (d,2H) ,7.61 (d,1H) ,7.73(d,1H) ,8.09 (s,
11) ,8.16 (d,2H) ,8.57 (s, 1H) ,8.66 (s,2H) ,8.67-8.70 (m,2H) ,8.75 (s, 2H) ,9.15 (s, 1H) ,
9.63 (s, 1H) .

[1628]  SCjEf21-17:1- Q-%-5- (HHF ) ) -3-(2- - (MM [1,5-a] BEng-3-
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5 KAL) MEnE -5-55) ik

[1629]  TLC:Rf 0.65 (LW ZTR) ;

[1630]  "H-NMR (DMSO-d¢) :87.11 (dd, 1H) ,7.26 (d,2H) ,7.37-7.44 (m, 1H) ,7.46 (t,1H) ,
8.17(d,2H) ,8.51(dd,1H) ,8.65 (dd,1H) ,8.72(s,2H) ,8.75(s,1H) ,9.08 (s, 1H) ,9.15(dd,
1H) ,9.28 (s, 1H) .

[1631]  SEjEf21-18:1- - -5- (HHF ) K E) -3-(2- (- (MM [1,5-a] BEng-3-
5 R MEnE -5-55) ik

[1632]  TLC:Rf 0.69 (L& Z ) ;

[1633]  'H-NMR (DMSO-de) :67.10 (dd, 1H) ,7.26 (d,2H) ,7.40 (dd,1H) ,7.72(d,1H) ,8.17 d,
2H) ,8.56 (d, 1H) ,8.66 (dd, 1H) ,8.73 (s,2H) ,8.75 (s, 11) ,8.77 (s, 1H) ,9.15 (dd, 1H) ,9.69
(s,1H) »

[1634]  Sjtafsl21-19: 1 (2-H JE-5- (U 3k) % 3k) —3- (2— (4— (M MEIE (1, 5-a] BEnE-3-
5 KAL) MEnE-5-55) ik

[1635] TLC:Rf 0.72 (LR ZTE) ;

[1636]  'H-NMR (DMSO-de) :62.32 (s,3H) ,7.11 (dd,1H) ,7.26 (d,2H) ,7.29(d,1H) ,7.42d,
1) ,8.17(d,2H) ,8.27 (s, 1H) ,8.37 (s, 1H) ,8.66 (dd, 1H) ,8.73 (s,2H) ,8.76 (s, 1H) ,9.16
(dd,1H) ,9.31 (s, 1H) »

[1637]  SEjEf21-20:1- (3% —5- (&) 5 -3-(2- (4- (MM [1,5-a] g -3-
5 R mEnE -5-55) ik

[1638]  TLC:Rf 0.76 (ZB&ZTE) ;

[1639]1  'H-NMR (DMSO-de) :87.11 (dd,1H) ,7.20-7.30 (m,3H) ,7.54-7.72 (m,2H) ,8.18(d,
2H) ,8.65-8.76 (m,4H) ,9.09 (s, 1H) ,9.16-9.20 (m, 1H) ,9.51 (s, 1H) .

[1640]  SCjafsl21-21:1— (4-H 5E-3— (U 3h) R 3k) —3- (2— (4— (kM IE (1, 5-a] BEnE-3-
5 KAL) mEnE -5-55) ik

[1641]1  TLC:Rf 0.76 (LB ZTE) ;

[1642]  'H-NMR (DMSO-de) :62.36 (s,3H) ,7.10 (dd,1H) ,7.25(d,2H) ,7.33(d,1H) ,7.52 (dd,
1) ,7.88(d,1H) ,8.17(d,2H) ,8.65 (dd, 1H) ,8.70 (s,2H) ,8.75 (s, 1H) ,8.91 (s, 1H) ,9.15
(d,1H) ,9.17(d,1H) »

[1643]  SEjifs|21-22: 1- (2-2K 35— (R 25) Mbne-3-38) -3- (2— (4— (kM FE[1,5-a] %
WE —3-38) IR ) MENE-5-JL) ik

[1644]1  TLC:Rf 0.77 (LB ZTE) ;

[1645]  'H-NMR (DMSO-de) :87.11 (dd,1H) ,7.25(d,2H) ,7.52-7.62 (m,3H) ,7.62-7.69 (m,
2H) ,8.17(d,2H) ,8.41 (s,1H) ,8.62-8.80 (m,6H) ,9.16 (dd, 1H) ,9.45 (d, 1H) .

[1646]  Sjfs|21-23: 1- (3— (3 28) R 5E) —3- (2— (4— (LM JF [1, 5-a] mEnE -3-45) K5
FE) mEng-5-3%) ik

[1647]  TLC:Rf 0.73 (LML TE) ;

[1648]  'H-NMR (DMSO-de) :87.00 (t,1H) ,7.11 (dd,1H) ,7.18 (d,1H) ,7.26 (d,2H) ,7.42 (¢,
M) ,7.52(d,1H) ,7.77 (s, 1H) ,8.17 (d,2H) ,8.66 (dd, 1H) ,8.71-8.76 (m, 3H) ,8.89 (s, 1H) ,
9.17(d,2H) .
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[1649]  SCjfafs21-24:1- (3,5- 9 AR HE) —3— (2— (4— (MEMEFF [1, 5-a] MEnE-3-J%) R4 L)
Mg -5-3) ik

[1650] TLC:Rf 0.74 (LR ZTE) ;

[1651]  "H-NMR (DMSO-ds¢) :66.80 (dt,1H) ,7.11 (dd,1H) ,7.19(dd,2H) ,7.26 (d,2H) ,8.17
(d,2H) ,8.66 (dd,1H) ,8.70 (s,2H) ,8.75 (s, 1H) ,9.00 (s, 1H) ,9.16 (dd, 1H) ,9.30 (s, 1H) .
[1652]  SCjfafs21-25: 1- (2— (AH-MEME—1-J) —4- (3 ) R 3E) —3- (2— (4- (- (B4 3h
T 1-2) MEME (1, 5-a] MEnE-3-J8) I MEnE-5-28) IR

edaasd
[1653] RN
oy U

L]

[1654]1  TLC:Rf 0.63 (LB ZTE) ;

[1655]  'H-NMR (DMSO-de) :62.45-2.42 (m,2H) ,4.15 (t,4H) ,6.24 (d,1H) ,6.65 (t,1H) ,7.15
(d,2H) ,7.74(dd,1H) ,7.82(d,1H) ,7.93(d,1H) ,8.60 (d,2H) ,8.36 (s, 1H) ,8.43 (dd,2H) ,
8.63(d,1H) ,8.67 (s,2H) ,9.54 (s,1H) ,9.26 (s, 1H) »

[1656] S ff21-26:1- (2— (4— (5— (FEIRIA T Fi—1-F%) MEMEIF (1, 5-a] Meng -3-JE) K4
) mEnE-5-38) -3- C-F-4- CHE ) R Ik

[1657]  TLC:Rf 0.44 (Ek%i: LR OTFE=1:2) ;

[1658]  'H-NMR (DMSO-de) :62.36-2.42 (m,2H) ,4.15 (t,4H) ,6.24 (d,1H) ,7.16(d,2H) ,7.68
(dd,1H) ,7.87 (s,1H) ,8.07 (d,2H) ,8.37 (s, 1H) ,8.42(d,1H) ,8.63 (d,1H) ,8.72 (s, 2H) ,
8.78(s,1H) ,9.73 (s, 1H) .

[1659]  SLiff21-27:1- (2— (4— (5— (EIRIA T Fi—1-F%) MEmE I (1, 5-a] Meng -3-JL) K4
H) mEnE-5-3k) 3-SR IR

[1660]  TLC:Rf 0.20 (& A : HEE=19:1) ;

[1661]  "H-NMR (DMSO-de) :62.33-2.43 (m,2H) ,4.11-4.19 (m,4H) ,6.25(d, 1H) ,6.95-7.02
(m,1H) ,7.13-7.19 (m,2H) ,7.25-7.34 (m,2H) ,7.42-7.47 (m,2H) ,8.06-8.10 (m,2H) ,8.38
(s,1H) ,8.64(d,1H) ,8.70(s,2H) ,8.82(s,1H) ,8.91 (s, 1H) .

[1662]  SZJEf21-28:1- -F—4- (& 55 KIE) —-3- (2- (4 (5— (kg b —1-38) MLk I
[1,5-a] e —-3—Jk) JREAIL) MEnE-5-55) ik

[1663]  TLC:Rf 0.62 (& HE: LB OTE: HFE=8:4:1) ;

[1664]  'H-NMR (DMSO-de) :61.92-2.06 (br s,4H) ,3.40-3.70 (br s,4H) ,6.43(d,1H) ,7.17
(d,2H) ,7.69(dd,1H) ,7.88(d,1H) ,8.12(d,2H) ,8.37 (s,1H) ,8.43(d,1H) ,8.63 (d,1H) ,
8.72(s,2H) ,8.79(s,1H) ,9.75 (s, 1H) »

[1665]  SLjEff21-29:1- -F-4- (CHHF R FE) -3-2- - (MM [1,5-a] BEng-3-
5 KAL) mEnE-5-55) ik

[1666]  TLC:Rf 0.80 (L& Z M) ;

[1667]  'H-NMR (DMSO-dg) :67.10 (dd,1H) ,7.26 (d,2H) ,7.68 (dd,1H) ,7.87 (s, 1H) ,8.17 (d,
2H) ,8.42(d,1H) ,8.66 (dd, 1H) ,8.73 (s,2H) ,8.75 (s, 1H) ,8.78 (s, 1H) ,9.16 (d,1H) ,9.74
(s,1H) »
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[1668] S f121-30:1-{2-[4- (5-F A LML f [1, 5-a] MEng -3-3%) SR JE ] -5-Wang
) -3-[2- A-F S -1H-AE M —5-3E) -5- (U ) ALk

[16691  4liJ&F (LC-MS/ELSD) :100% ({#%BZI1E] : 1.014344)

[1670]  J5i&: (ESI,Pos.) :602 (M+H) *;

[1671]  "H-NMR (DMSO—ds) :63.65 (s,3H) ,4.03 (s,3H) ,6.45(d, 1H) ,6.61 (d,1H) ,7.22(d,
2H) ,7.46-7.52 (m,2H) ,7.62 (d,1H) ,8.09-8.12 (m,3H) ,8.56 (s, 1H) ,8.59 (s, 1H) ,8.66 (s,
2H) ,8.93(d,1H) ,9.48 (s, 1H) »

[1672] S f21-31:1-{2-[4- (5-F A SEME M If [1, 5-a] MEng -3-3%) SR HE ] -5-ManE
FE} -3-[2- (3-F JE-1H-Mhme—1-3%) —5- (= U 38) ZR 3] ik

[1673]  'H-NMR (DMSO-de) :62.37 (s,3H) ,4.03 (s, 3H) ,6.45(d,1H) ,6.61 (d,1H) ,7.20-7.25
(m,2H) ,7.48(dd,1H) ,7.69 (d,1H) ,8.09-8.13 (m,2H) ,8.28 (d,1H) ,8.57 (d,1H) ,8.58 (s,
1H) ,8.68 (s,2H) ,8.93(d,1H) ,9.80 (s, 1H) ,9.90 (s, 1H) »

[1674] S f121-32:1-{2-[4- (5-F A SEME M f [1, 5-a] MEng -3-3%) SR HE ] -5-Wang
) -3-[2- U-H S -1H-AEme—1-3E) -5- (U ) AL IR

[1675]1  4liJ& (LC-MS/ELSD) :100% ({#%BZ I [a] : 1.084341)

[1676]  J5i&: (ESI,Pos.) :602 (M+H) *;

[1677]1  'H-NMR (DMSO-de) :62.14 (s, 3H) ,4.03 (s,3H) ,6.61 (d,1H) ,7.22(d,2H) ,7.49 (dd,
1) ,7.70(d,1H) ,7.78 (s, 1H) ,8.11(d,2H) ,8.18 (s, 1H) ,8.57-8.58 (m, 2H) ,8.69 (s, 2H) ,
8.93(d,1H) ,9.83 (s, 1H) ,9.95 (s, 1H) .

[1678]  SZHfif5121-33:1-{2-[4- (5- FH AR LML M I [ 1, 5-a] MENE -3- L) R4 JE] -5-ms g
H)-3-[2- G-nknedk) —4- SHEP R KRR

[16791  4liJ&F (LC-MS/ELSD) :100% ({#%BZ I [d] : 0. 9243 41)

[1680]  J5i&: (ESI,Pos.) :599 (M+H) *;

[1681]1  'H-NMR (DMSO-de) :84.03 (s,3H) ,6.61 (d,1H) ,7.19-7.24 (m,2H) ,7.53-7.57 (m,
2H) ,7.75(dd,1H) ,7.88-7.92 (m, 1H) ,8.08-8.12 (m,2H) ,8.24-8.29 (m,2H) ,8.58 (s, 1H) ,
8.64-8.68 (m,4H) ,8.93 (d, 1H) ,9.28 (brs, 1H) .

[1682]  sEjfaff21-34:1-[2-5 -5 (5 28) K] -3-{2-[4- (- A &ML M I [1,5-a]
Wz g —3— k) TR Ik ] -5 e L) iR

[1683] 4] (LC-MS/ELSD) :100% ({#%BZ I 1a] : 1.05341)

[1684]  Jji&: (ESI,Pos.) :556 (M+H) *;

[1685]  'H-NMR (DMSO—de) :64.03 (s,3H) ,6.61 (d,1H) ,7.24 (d,2H) ,7.40 (dd,1H) ,7.73(d,
1H) ,8.11(d,2H) ,8.57-8.59 (d,2H) ,8.73 (s,2H) ,8.78 (s, 1H) ,8.94 (d,1H) ,9.70 (s, 1H) .
[1686] S f121-35:1-{2-[4- (5-F A LML If [1, 5-a] MEng -3-3%) SR JE ] -5-Mang
R} -3-[2-H H-5- (CH 20 K] IR

[1687]  4liJ& (LC-MS/ELSD) :100% ({#%BZ I [E] : 1.004>41)

[1688]  J5i&: (ESI,Pos.) :536 (\M+H) *;

[1689]1  'H-NMR (DMSO-de) :82.32 (s, 3H) ,4.03 (s,3H) ,6.61 (d,1H) ,7.24(d,2H) ,7.30(d,
1H) ,7.41(d,1H) ,8.09-8.13 (m,2H) ,8.28 (s, 1H) ,8.37 (s, 1H) ,8.59 (s, 1H) ,8.73 (s, 2H) ,
8.94 (d,1H) ,9.32 (s, 1H) .
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[1690]  SEjfaf5)21-36:1- (2,4- G A IE) -3-{2-[4- (G- FF LM 3 [1,5-a] MEng-3-3%)
IR ] oM L) R

[16911  4liJ&F (LC-MS/ELSD) :100% ({#%BZ I 1a] : 1.034341)

[1692]  J5i# (ESI,Pos.) :522 (\M+H) *;

[1693]1  'H-NMR (DMSO—de) :64.03 (s,3H) ,6.61 (d,1H) ,7.23 (d,2H) ,7.39(dd,1H) ,7.63 (d,
1H) ,8.10-8.16 (m,3H) ,8.57 (s, 1H) ,8.59 (s, 1H) ,8.71 (s,2H) ,8.93 (d,1H) ,9.58 (s, 1H) -
[1694]  SLjtif521-37:1- (2— {4-[5— (= HIE &) MEME I [1, 5-a] MEE -3 2k ] R4 JE) -5
Wz e ) —3—-[2— (3-Mb e L) —5— (=9 T JE) 2R L IR

CFs
Q.
T\j\ 0
o NJI\N
[1695]1 N H H

N
—CHs

!

HaC

[1696]  TLC:Rf 0.32 (&1 HEE=19:1) ;

[1697]  "H-NMR (DMSO-ds¢) :83.19 (s,6H) ,6.62(d,1H) ,7.12-7.17 (m,2H) ,7.46-7.57 (m,
3H) ,7.86-7.90 (m, 1H) ,8.06-8.11 (m,2H) ,8.22 (s, 1H) ,8.37-8.38 (m,2H) ,8.61-8.68 (m,
5H) ,9.21 (s, 1H) »

[1698]  sEjiff21-38:1- (2— {4-[5- (CH AL ZIL) MEME I [1,5-a] MEnE -3 ] JR A JE) -5
M IE Jk) —3-[2— (1H-RHME—1-35) —5— (= J P 3 5] iR

CFa
O.
1o Se
[1699] N:TO/ HOH Cy
N \ N
&,(NHCHa
Hal

[1700]  TLC:Rf 0.30 (& : HEE=19:1) ;

[1701]1  'H-NMR (DMSO-de) :83.19 (s,6H) ,6.63 (d,1H) ,6.67-6.68 (m,1H) ,7.14-7.17 (m,
2H) ,7.52(dd,1H) ,7.75(d,1H) ,7.95(d, 1H) ,8.08-8.11 (m,2H) ,8.39 (s, 1H) ,8.41 (d,1H) ,
8.59(d,1H) ,8.64 (d,1H) ,8.68 (s,2H) ,9.69 (s, 1H) ,9.93 (s, 1H) .

[1702]  SEJEf21-39: 1-[2-%—5— (U 28) R3] -3- {2-[4- (G- H A MM I [1,5-a]
W g —3— k) TR A JE ] -5 e L) iR

[1703]  4fiJ& (LC-MS/ELSD) :100% ({#%BZI1a] : 1.014344)

[1704]  J5i& (ESI,Pos.) :540 (\M+H) *;

[1705]  '"H-NMR (DMSO-ds) :84.03 (s, 3H) ,6.61 (d,1H) ,7.21-7.26 (m,2H) ,7.39-7.53 (m,
2H) ,8.09-8.14 (m,2H) ,8.53 (dd, 1H) ,8.59 (s, 1H) ,8.73 (s,2H) ,8.93 (d,1H) ,9.02-9.36 (br
s,2H) .

[1706]  SCjfafs21-40: 1-[5-F—2— (3-Mtne KE) KAk ]-3-{2-[4- (5-F =ML I [1,5-a]
W g —3— k) TR AL ] -5 e L) iR

[1707] 4] (LC-MS/ELSD) :100% (ffE5 ] : 0. 8743 %h) ;

e
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[1708]  J5i&: (ESI,Pos.) :565 (M+H) *;

[1709]1  'H-NMR (DMSO-de) :84.03 (s,3H) ,6.60 (d,1H) ,7.20-7.30 (m,4H) ,7.53 (dd,1H) ,
7.81-7.85 (m, 1H) ,8.08-8.12 (m,4H) ,8.55-8.64 (m,5H) ,8.93 (d,1H) ,9.18 (s, 1H) »

[1710] s fl21-41:1-{2-[4- (5-F A SEME M [1, 5-a] MEng -3-3%) SR L] -5-Mang
HE} -3 {5- (U AE) -2 [3- (9l 2%) —1TH-mEme—1 -5 ] 2R L) iR

[1711]1 4% (LC-MS/ELSD) :100% ({#%BZ I 1a] : 1.094>41)

[1712]  J5i& (ESI,Pos.) :656 (M+H) *;

[1713]  'H-NMR (DMSO-de) :64.03 (s,3H) ,6.61 (d,1H) ,7.12(d,1H) ,7.20-7.24 (m,2H) ,7.58
(dd,1H) ,7.10(d,1H) ,8.09-8.13 (m,2H) ,8.47-8.48 (m,2H) ,8.58 (s,2H) ,8.65 (s,2H) ,8.93
(d,1H) ,9.46 (s, 1H) .

[1714]  SLjifl21-42: 1 {2-[4- (5-Z A FEMEME 35 [1, 5—a] Msng —3-38) JE 4 FE ] -5-m% g
FE} -3-[2- G-nkmedE) -5- (=& F L) ] IR

MTO/OTJ\NiN
[1715] \ H H
%

cHs

[1716]  4liJ&F (LC-MS/ELSD) :100% ({%BZ I [d] : 0. 984> 41)

[1717]  J5i& (ESI,Pos.) :613 (\M+H) *;

[1718]  'H-NMR (DMSO-de) : 61.40 (t,3H) ,4.49 (q,2H) ,6.58 (d,1H) ,7.18-7.22 (m,2H) ,
7.47-7.58 (m,3H) ,7.87-7.91 (m, 1H) ,8.05-8.10 (m,2H) ,8.23 (s, 1H) ,8.39 (s, 1H) ,8.57 (s,
1H) ,8.64-8.68 (m,4H) ,8.92(d,1H) ,9.23 (s, 1H) .

(17191 S f21-43:1-{2-[4- (5-FF T JEMEMEIf [1, 5-a] MEng-3-3%) SR HE ] -5-Wang
HE)-3-[2- 3-nknedk) -5- (ZH P ) KRR

[1720] 45 (LC-MS/ELSD) :99% ({84 /a] : 1.03534h) ;

[1721]  J5i& (ESI,Pos.) :623 (\M+H) *;

[1722]1  'H-NMR (DMSO—de) :81.85-2.12 (m,2H) ,2.33-2.42 (m,4H) ,3.73-3.84 (m, 1H) ,6.97
(d,1H) ,7.24 (d,2H) ,7.47-7.58 (m,3H) ,7.87-7.91 (m, 1H) ,8.18-8.23 (m,3H) ,8.39 (s, 1H) ,
8.64-8.68 (m,5H) ,9.01 (d,1H) ,9.23 (s, 1H) .

[1723] s fl21-44:1-{2-[4- (5-F A SEME M [1, 5-a] MEng -3-3%) SR JE ] -5-WanE
e} -3-[2- (2H-1,2,3-=Mp-2-Jk) -5- (=G0 JE) A FE ] Ik

[1724]1 4] (LC-MS/ELSD) :100% ({#%BZ I [E] : 1.094>41)

[1725]  J5i& (ESI,Pos.) :589 (M+H) *;

[1726]  'H-NMR (DMSO-de) :84.03 (s,3H) ,6.62(d,1H) ,7.23 (d,2H) ,7.58 (dd, 1H) ,8.05-
8.13 (m,3H) ,8.33(s,2H) ,8.59 (s, 1H) ,8.65(d, 11) ,8.70 (s, 2H) ,8.93 (d, 1H) ,9.66 (s, 1H) ,
10.00 (s, 1H) »

[1727]  SEjtafs)21-45: 1-[5-5—-2- (QH-1,2,3- =Mp—2-FL) K K] -3 {2- [4- (5 F & Lk mp
I [1,5-a] WEng-3-45) JRE L] -5-mEne &) K

[1728]  4liJ&F (LC-MS/ELSD) :99% ({84 /a] : 1.08534h) ;

Fa
|

N
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[1729]  J5i# (ESI,Pos.) :555 (M+H) *;

[1730]  '"H-NMR (DMSO-ds) :84.03 (s, 3H) ,6.61 (d,1H) ,7.20-7.25 (m,2H) ,7.29 (dd, 1H) ,
7.80(d,1H) ,8.09-8.13 (m,2H) ,8.26 (s,2H) ,8.33 (d, 1H) ,8.58 (s, 1H) ,8.69 (s,2H) ,8.93
(d,1H) ,9.36 (s,1H) ,9.91 (s, 1H) «

(17311 S5 21-46:1- (2- {4-[5- (L-F AP0 T bedk) mbmef [1,5-a] MEnE—3—JE ] R4
FE} -5-mEngE L) -3-[4- (=@ 55 —2-Fe R AL ik

[1732]  TLC:Rf 0.24 (& 4)i: HEE=19:1) ;

[1733]  '"H-NMR (DMSO-de) :62.31-2.44 (m,2H) ,4.10-4.19 (m,4H) ,6.24 (d,1H) ,7.10-7.18
(m,2H) ,7.39-7.59 (d,7H) ,8.03-8.12 (m, 3H) ,8.37 (s, 1H) ,8.41 (s, 11) ,8.60-8.66 (m, 3H) ,
9.37 (s, 1H) .

[1734]  sSZjif521-47:1- (2- {4-[5- (L-Z AP0 T bedk) mbmef [1,5-a] MEnE—3—JE ] R4
S} -5-mEngE ) -3-[2- (6-H 2 -3-mtne L) -5- (&) KA TR

[1735]  TLC:Rf 0.33 (&M :HEE=19:1) ;

[1736]  'H-NMR (DMSO-de) :82.32-2.43 (m,2H) ,2.55 (s, 3H) ,4.10-4.19 (m,4H) ,6.24 (d,
1H) ,7.11-7.18 (m,2H) ,7.40-7.51 (m,3H) ,7.76 (dd,1H) ,8.03-8.10 (m,2H) ,8.18 (s, 1H) ,
8.37 (s, 1H) ,8.41-8.43 (m, 1) ,8.51 (d, 1H) ,8,61-8.69 (m,3H) ,9.25 (s, 1H) .

(17371 SCjtiff21-48:1- (2— {4-[5— (= A IR EIE) MEME I [1, 5-a] MEnE -3 2k ] SR JE) -5
e J) —3-[2— (6—FF AL -3k mE ) —5— (U 28) 2RIk

[1738]  TLC:Rf 0.30 (& H i : LM OME: HFE=8:4:1) ;

[1739]  "H-NMR (DMSO-dse) :82.55 (s, 3H) ,3.19(s,6H) ,6.63 (d,1H) ,7.15(d,2H) ,7.38-7.52
(m,3H) ,7.76 (dd,1H) ,8.10(d,2H) ,8.18(s,1H) ,8.38(s,1H) ,8.42 (s, 1H) ,8.50(d, 1H) ,
8.64 (s,2H) ,8.64 (d,1H) ,9.25 (s, 1H) »

[1740]  SCjf5121-49: 1- (2— {4-[5- (1-E 2 PR T ke ) mbme 3t [ 1, 5-a] msng—3- 3] 284
Bt} -5-mEngdE) —3-[4 -FE-4- SRR 2-BEIE R

[1741]1  TLC:Rf 0.32 (&M :HEE=19:1) ;

[1742]  'H-NMR (DMSO-ds¢) :82.30-2.45 (m,5H) ,4.10-4.19 (m,4H) ,6.24 (d,1H) ,7.11-7.18
(m,2H) ,7.30-7.47 (m,6H) ,8.01-8.10 (m,3H) ,8.37 (s, 1H) ,8.42-8.45 (m, 1H) ,8.62-8.66
(m,3H) ,9.39 (s, 1H) »

(17431 SCjaf521-50: 1- (2— {4-[5— (= A IR SUIE) MEME I [1, 5-a] MEnE -3 2k ] R4 JE) -5
M e ) —3- [2- A -5- (3 28) —3-mbme B T iR

[1744] 4] (LC-MS/ELSD) :100% ({#%BZI1E] : 1.014344)

[1745]  Jfiz (ESI,Pos.) :612 (\M+H) *;

[1746]  'H-NMR (DMSO-de) :83.19 (s,6H) ,6.63 (d,1H) ,7.12-7.19 (m,2H) ,7.51-7.68 (m,
5H) ,8.05-8.13 (m,2H) ,8.36-8.47 (m,2H) ,8.62-8.67 (m,3H) ,8.71-8.73 (m,1H) ,8.75-8.78
(m,1H) ,9.45 (s, 1H) »

(17471 SCjafs21-51:1- (2— {4-[5— (= HH IR L) MEME I [1, 5-a] MEnE -3 2k ] R4 JE) -5
WEIE FE) —3-[2- (1-FF - 1H-nth e -5-3%%) -5 (=3 FH ) R AL T iR
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CF,

o (o]
NIO(T N)LN
[1748] '\, H o O
&,‘K —
—CHs
HoC
[17491 4] (LC-MS/ELSD) :100% ({#%BZ I [d] : 0. 984> 41)
[1750]  J5i# (ESI,Pos.) :615 (M+H) *;
[1751]  'H-NMR (DMSO-de) :63.19 (s,6H) ,3.65 (s, 3H) ,6.45(d,1H) ,6.63 (d,1H) ,7.13-7.19
(m,2H) ,7.44-7.54 (m,2H) ,7.62(d,1H) ,8.06-8.14 (m,3H) ,8.38 (s, 1H) ,8.56 (s, 1H) ,8.63-
8.68 (m,3H) ,9.47 (s, 1H) .
[1752]  SCjafs21-52: 1- (2— {4-[5— (= HH IR L) MEME I [1, 5-a] MEnE -3 2k ] R4 JE) -5
M e J5) —3-[2— (3—H FE—1H-nH e —1-3%) -5 (=3 3%) A FE T ik
[1753]1  4fiJ& (LC-MS/ELSD) :100% ({#%BZ I [a] : 1.044>44)
[1754]  J§isE (ESI,Pos.) :615 (\M+H) *;
[1755]  "H-NMR (DMSO-de) :62.37 (s, 3H) ,3.19(s,6H) ,6.45(d,1H) ,6.63 (d,1H) ,7.14-7.21
(m,2H) ,7.48 (dd,1H) ,7.69(d,1H) ,8.07-8.14 (m,2H) ,8.28 (d,1H) ,8.39 (s, 1H) ,8.57(d,
1H) ,8.63-8.70 (m,3H) ,9.80 (s, 1H) ,9.89 (s, 1H) .
[1756]  SCjif521-53: 1- (2— {4-[5— (= HHIE L) MEME I [1, 5-a] MEnE -3 2k ] R4 JE) -5
e L) —3- {6~ (&AL —2-[3- (U 25) —1H-MEme -1 ] 2R ) IR
[1757]1  4liJ&F (LC-MS/ELSD) :100% ({#%BZI1a] : 1.074344)
[1758]  J5i&: (ESI,Pos.) :669 (M+H) *;
[1759]1  'H-NMR (DMSO-de) :83.19 (s,6H) ,6.63 (d,1H) ,7.10-7.20 (m,3H) ,7.58 (dd,1H) ,
7.70(d,1H) ,8.07-8.14 (m,2H) ,8.38 (s, 1H) ,8.45-8.50 (m,2H) ,8.57 (s, 1H) ,8.63-8.67 (m,
3H) ,9.45 (s, 1H) »
[1760]  SEZjfif5)21-54:1-[2- (4-F - 1H-MEme-1-F5) -5- (=& ) K] -3- 2-{4-[5- (=
FH L S 08) MMk I [1, 5-a] e e -3—JE ] SR AAUJE ) -5 g L) fix
[1761]1 4] (LC-MS/ELSD) :100% ({3 BZ I [a] : 1.064341) ;
[1762]  J5i&: (ESI,Pos.) :635 (\M+H) *;
[1763]1  'H-NMR (DMSO-de) :83.19 (s,6H) ,6.63 (d,1H) ,7.14-7.20 (m,2H) ,7.53 (dd,1H) ,
7.70(d,1H) ,8.06-8.14 (m, 3H) ,8.39 (s, 1H) ,8.56-8.71 (m,5H) ,9.09 (s, 1H) ,9.78 (s, 1H) .
[1764]  SCjaf521-55:1- (2— {4-[5— (= A IR L) MEME I [1, 5-a] MEnE -3 2k ] R4 JE) -5
mEmE ) -3- {5- (ZH P2 2-[3- GRS —1H-1,2 4 =M -1 -FL ) 2R AL} IR
[1765]1  4fiJ& (LC-MS/ELSD) :100% ({#%BZ I [a] : 1.024341)
[1766]  J5if: (ESI,Pos.) :670 (\M+H) *;
[1767]1  'H-NMR (DMSO—de) :83.19 (s,6H) ,6.63 (d,1H) ,7.13-7.20 (m,2H) ,7.60-7.65 (m,
1H) ,7.81(d,1H) ,8.05-8.14 (m, 2H) ,8.38 (s, 1H) ,8.50 (d, 1H) ,8.57-8.68 (m,4H) ,9.21 (s,
1H) ,9.33 (s, 1H) .
[1768]  SEJfaff]21-56:1-[5-50—2— (2H-1,2,3- =M—2-JL) R HE]-3- (2 {4-[5- (— FF 35
B MM I (1, 5-a] Mg -3-JE ] AL ) —-5-mng 3t) IR
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[17691  4liJ&F (LC-MS/ELSD) :100% ({3 BZ I [a] : 1.024341)

[1770]  J5i& (ESI,Pos.) :568 (M+H) *;

[1771]1  'H-NMR (DMSO-de) :83.19 (s,6H) ,6.63 (d,1H) ,7.13-7.21 (m,2H) ,7.29 (dd,1H) ,
7.80(d,1H) ,8.07-8.14 (m,2H) ,8.26 (s,2H) ,8.32(d,1H) ,8.38 (s, 1H) ,8.64 (d,1H) ,8.68
(s,2H) ,9.36 (s,1H) ,9.90 (s, 1H) .

[1772]  SCjf21-57: 1-[5-F—2— (3-MERE L) 2R K] -3- (2— {4-[5- (= HFL %) MLk I
[1,5-a]msnE—3—Jk] SR JE ] -5-mEnE 5L) ik

[1773]1  4liJ&F (LC-MS/ELSD) :100% ({#%BZ I 1H] : 0. 834> 41)

[1774]  J5i#& (ESI,Pos.) :578 (\M+H) *;

[1775]  'H-NMR (DMSO-de) : 83.19 (s,6H) ,6.62(d,1H) ,7.15(d,2H) ,7.21-7.30 (m,2H) ,
7.49-7.55 (m,1H) ,7.80-7.85 (m, 1H) ,8.06-8.12 (m,4H) ,8.38 (s, 1H) ,8.56-8.66 (m,5H) ,
9.17 (s, 1H) .

(17761  SCjtaf521-58: 1- (2— {4-[5— (= HH IR &) MEME I [1, 5-a] MEnE -3 2k ] R4 JE) -5
W% E L) —3—-[2— (ITH-MEME—1-35) —4- (S P 55 R R IR

[1777]1 4l (LC-MS/ELSD) :100% ({#%BZ I 1E] : 1.024341)

[1778]  J5i# (ESI,Pos.) :601 (M+H) *;

[17791  'H-NMR (DMSO-de) :83.19 (s,6H) ,6.60-6.68 (m,2H) ,7.16 (d,2H) ,7.74 (dd,1H) ,
7.80-7.85 (m,1H) ,7.92-7.95 (m, 1H) ,8.10(d,2H) ,8.37-8.46 (m, 3H) ,8.61-8.69 (m, 3H) ,
9.55(s,1H) ,9.94 (s, 1H) .

[1780]  SLjif521-59: 1- (2— {4-[5— (= HHIE L) MEME I [1, 5-a] MEnE-3—Jk ] R4 JE) -5
I IE L) —3-[2-F—4- CHE PR ERIR

[17811  4liJ&F (LC-MS/ELSD) :100% ({#%BZ I [d] : 1.004341)

[1782]  J5i# (ESI,Pos.) :553 (M+H) *;

[1783]1  'H-NMR (DMSO-de) :83.16 (s,6H) ,6.62(d,1H) ,7.17(d,2H) ,7.54(d,1H) ,7.70(d,
1H) ,8.06-8.16 (m,2H) ,8.32-8.42 (m,2H) ,8.64 (d,1H) ,8.72(s,2H) ,9.17 (s, 1H) ,9.40 (s,
1H) »

[1784]  SLjtaf521-60: 1 (2— {4-[5— (= A IR EUIE) MEME I [1, 5-a] MEnE -3 2k ] R4 JE) -5
e L) —3-[3- (&P KRR

[1785]  4fiJEF (LC-MS/ELSD) :100% (ff B 1E] : 0. 9753 %h) ;

[1786]  J5i&: (ESI,Pos.) :535 (\M+H) *;

[1787]1  'H-NMR (DMSO-de) :83.19 (s,6H) ,6.63 (d,1H) ,7.17(d,2H) ,7.32(d,1H) ,7.51 (t,
1H) ,7.62(d,1H) ,7.97 (s, 1H) ,8.10(d,2H) ,8.39 (s, 1H) ,8.64 (d,1H) ,8.70 (s,2H) ,8.96 (s,
1H) ,9.31 (s, 1H) .

[1788]  SLjfaff21-61:1-[2-F-5- (L) K] -3- - {4-[5- (= HF A Z(E) mbme I
[1,5-a]msnE—3—Jk] SR JE ] -5 nE 5L) ik

[17891  4liJ& (LC-MS/ELSD) :100% ({#%BZI1a] : 1.034341)

[1790]  J5i#: (ESI,Pos.) :569 (M+H) *;

[1791]1  'H-NMR (DMSO-de) :83.19 (s,6H) ,6.63 (d,1H) ,7.17(d,2H) ,7.39(d,1H) ,7.72d,
1H) ,8.11(d,2H) ,8.39(s,1H) ,8.57 (d,1H) ,8.65(d,1H) ,8.72 (s,2H) ,8.78 (s, 1H) ,9.69 (s,
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1H) .

[1792]  sLjifh21-62:1- (2— {4-[5- (= HI HL L) MEMEIF (1, 5-a] MEnE -3k ] ZR 4 Jk} -5
M e J5) —3-[2—FF FE -5 (=3l 3%) A FE T ik

[1793]  TLC:Rf 0.18 (Ekt: LIRAME=1:4) ;

[1794]  'H-NMR (DMSO-ds) :62.32 (s,3H) ,3.19(s,6H) ,6.62 (d,1H) ,7.16 (d,2H) ,7.29 (d,
1H) ,7.41(d,1H) ,8.10(d,2H) ,8.27 (s, 1H) ,8.37(d,2H) ,8.64 (d,1H) ,8.71 (s,2H) ,9.30 (s,
1H) .

[1795]  SEJEf521-63:1- (2— {4-[5- (C FH IR (JE) MEME I [1, 5—al meng -3 ] A I} -5
Mg FE) —3-[2-% -5 (=& FF %) KT iR

[1796]  4fifF (LC-MS/ELSD) :100% (f&EFHF1E] :0.99% %) ;

[1797]  J5i& (ESI,Pos.) :553 (\M+H) *;

[1798]  'H-NMR (DMSO-d¢) :83.19 (s,6H) ,6.62 (d,1H) ,7.16 (d,2H) ,7.36-7.43 (m,1H) ,
7.45-7.54 (m,1H) ,8.10(d,2H) ,8.38 (s, 1H) ,8.49-8.56 (m, 1H) ,8.64 (d,1H) ,8.71 (s, 2H) ,
9.08(s,1H) ,9.27 (s, 1H) .

[1799]  SZhEf21-64:1- (2,4- " EFKEE) -3- (- {4-[5- (- H LG IE) e [1,5-a] 1%
WE 33 ] IR AUk ) -5 g JL) ik

[1800]  4fif&F (LC-MS/ELSD) :100% (fREFHFE] :1.0150 %) ;

[1801]  J5i&: (ESI,Pos.) :535 (M+H) *;

[1802]  '"H-NMR (DMSO-d¢) :63.19 (s,6H) ,6.62 (d,1H) ,7.16 (d,2H) ,7.38(dd,1H) ,7.62(d,
1H) ,8.09(d,2H) ,8.13(d,1H) ,8.38 (s, 1H) ,8.56 (s, 1H) ,8.64 (d,1H) ,8.70 (s,2H) ,9.56 (s,
1H) .

[1803]  sLjtif521-65: 1 {2—[4— (5 EEMEMEIf [1, 5-al MEE-3-J&) IRk ] -5 MH g 5k ) -
3—-[2- (3-MkrEHE) —5— (=9 H AR) 2R L IR

CF3
N g
[1804] NQ(O/ hl\;\HJ\H
L

Ha

E

[1805] TLC:Rf 0.43 (& Hki: FEE=9:1) ;
[1806]  'H-NMR (DMSO-de) :62.60 (s,3H) ,6.99 (d, 1H) ,7.23 (d,2H) ,7.45-7.59 (m,3H) ,7.89
(d,1H) ,8.14 (d,2H) ,8.23 (s, 1H) ,8.39 (s, 1H) ,8.61-8.72 (m,5H) ,9.00(d, 1H) ,9.23 (s,
1H) »

[1807]  SLJEf521-66:1- (2— {4-[5- (L FEEIFE) MM [1, 5—al ming -3-JE ] KA JE ) -5
WE FE) —3—[2- (3-MhmE %) —5- (g 3%) R FE ] ik

[1808]  TLC:Rf 0.31 (&M :HEE=19:1) ;

[1809]  '"H-NMR (DMSO-ds¢) :81.22 (t,3H) ,3.38-3.47 (m,2H) ,6.26 (d,1H) ,7.11-7.18 (m,
2H) ,7.46-7.65 (m,4H) ,7.86-7.92 (m, 1H) ,8.04-8.11 (m,2H) ,8.23 (s, 1H) ,8.31 (s, 1H) ,
8.37-8.41 (m,1H) ,8.46 (d,1H) ,8.61-8.69 (m,4H) ,9.22 (s, 1H) »

[1810]  SEJEf521-67:1- (2— {4-[5- (L FEEIE) MM [1, 5—al mMing -3-JE | R JE ) -5

E

E
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WE Jk) —3-[3" —H -4 (= P 38) -2 OR L ] iR

CF,
O_ N
\|/ (o]
4\;\NJ\N
[1811] \ | H H

N

Hr-\:H8

[1812]  TLC:Rf 0.36 (& f5: HEE=19:1) ;

[1813]  'H-NMR (DMSO-d¢) :81.22 (t,3H) ,2.38 (s,3H) ,3.36-3.48 (m,2H) ,6.26 (d,1H) ,
7.11-7.46 (m,8H) ,7.60 (t,1H) ,8.00-8.11 (m,3H) ,8.30 (s, 1H) ,8.42-8.48 (m,2H) ,8.63 (s,
2H) ,9.39 (s, 1H) .

[1814] S f5121-68:1- (2- {4-[5- (L-ZFh T bedk) mbmef [1,5-a] MEnE-3—JE ] K4
Hk} -5-mEnE ) —3-[2— (FF BRI JL) —5— (9 3k) Bk ] ik

[1815]  TLC:Rf 0.43 (&M :HEE=19:1) ;

[1816]  'H-NMR (DMSO-de) :82.32-2.44 (m,2H) ,3.38 (s,3H) ,4.10-4.20 (m,4H) ,6.24 (d,
1H) ,7.13-7.20 (m,2H) ,7.61-7.66 (m,1H) ,8.04-8.11 (m,3H) ,8.38 (s, 1H) ,8.61-8.67 (m,
2H) ,8.73 (s, 2H) ,8.96 (s, 1H) ,10.27 (s, 1H) .

(18171 SLjaf521-69: 1 (2— {4-[5— (= HHIE L) MEME I [1, 5-a] MEnE -3 2 ] SR JE) -5
Wz e ) —3—[2— (FF AR P ) —5— (i 2) R ] ik

[1818]  TLC:Rf 0.48 (LR ZTR) ;

[1819]  'H-NMR (DMSO-d¢) :83.19 (s,6H) ,3.38 (s,3H) ,6.63 (d,1H) ,7.15-7.22 (m,2H) ,
7.61-7.69 (m,1H) ,8.05-8.15 (m,3H) ,8.39 (s, 1H) ,8.63-8.68 (m,2H) ,8.73 (s, 2H) ,8.96 (s,
1H) ,10.27 (s, 1H) .

[1820]  SLjfs21-70:1- (2— {4-[5— (= IR EIE) MEME I [1, 5-a] MEnE -3 2k ] R4 JE) -5
mEnE J) —3-[4- (g 2) —2- R T iRk

CF3
& 1
N)I\N
H H
3

CH,

[18211 7\
N
Sl o
HsC
[1822]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZI[E] : 1.094>41)
[1823]  J5if (ESI,Pos.) :611 (M+H) *;
[1824]  'H-NMR (DMSO-de) : 83.19 (s,6H) ,6.62(d,1H) ,7.15(d,2H) ,7.40-7.58 (m,7H) ,
8.06-8.12 (m,3H) ,8.38 (s, 1H) ,8.41 (s, 1H) ,8.61-8.66 (m,3H) ,9.36 (s, 1H) .
[1825]  sEjiffi21-71:1- (2— {4-[5- (CH L ZAE) MEME I [1,5-a] MEnE -3 ] JR 5 JE ) -5
MENE L) —3-[4° —F S —4- (SR 2-BRSE R
[1826] 4] (LC-MS/ELSD) :100% ({#%BZI1a] : 1. 134341)
[1827]  J5if (ESI,Pos.) :625 (M+H) *;
[1828]  'H-NMR (DMSO-de) :62.39 (s,3H) ,3.19(s,6H) ,6.62(d,1H) ,7.15(d,2H) ,7.28-7.47
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(m,6H) ,8.03 (s, 1H) ,8.09 (d,2H) ,8.38 (s, 1H) ,8.43 (s,1H) ,8.61-8.66 (m,3H) ,9.39 (s,
1H) »

[1829]  sLjiff21-72:1- (2— {4-[5- (=W HLZHE) MEMEIF [1,5-a] MEnE -3k ] R4 Jk} -5-
ENE L) —3-[4 ~Z 54— (CHEF L) 2-BoREE Ik

[1830]  4fif&F (LC-MS/ELSD) :100% (ffEFHFIE] : 1. 165 %1) ;

[1831]  J5i&: (ESI,Pos.) :639 (\M+H) *;

[1832]  'H-NMR (DMSO-de) :81.24 (t,3H) ,2.68 (q,2H) ,3.19 (s,6H) ,6.62(d,1H) ,7.14(d,
2H) ,7.35-7.49 (m,6H) ,8.03-8.12 (m,3H) ,8.38 (s, 1H) ,8.41 (s, 1H) ,8.61-8.66 (m,3H) ,
9.38(s,1H) »

[1833]  sLjtiff21-73:1- (2— {4-[5- (= HIHLZIE) MEMEIF [1,5-a] MEnE -3k ] ZR 4 Jk} -5
MENE ) —3-[3 —F -4 (SR FE) 2-B R L R

CF,
O, N
o8
N N
[1834] N\, H H
L
N—CHs CH;

HaC
[1835]  4fif&F (LC-MS/ELSD) :100% (fREFHF1E] : 1. 1350 %) ;
[1836]  JFif (ESI,Pos.) :625 (M+H) *;
[1837]  "H-NMR (DMSO-de) :62.38 (s, 3H) ,3.19(s,6H) ,6.62(d,1H) ,7.14 (d,2H) ,7.19-7.32
(m,3H) ,7.36-7.47 (m,3H) ,8.02(s,1H) ,8.09 (s, 1H) ,8.11 (s, 1H) ,8.38 (s, 1H) ,8.44 (s,
11) ,8.64 (s,2H) ,8.66 (s, 1H) ,9.40 (s, 1H) .
[1838]  sLjtiff21-74:1- (2— {4-[5- (= HIHLZIE) MEME I [1,5-a] MinE -3k ] R4 Jk} -5-
EE HE) —3-[3" ~Z 34— (Z 5P ) —2- BRI IR
(18391  4fif&F (LC-MS/ELSD) :100% (fREFHFIE] : 1. 1750 %) ;
[1840]  J5i&: (ESI,Pos.) :639 (\M+H) *;
[1841]1  'H-NMR (DMSO-de) :81.22 (t,3H) ,2.68 (q,2H) ,3.19 (s,6H) ,6.62(d,1H) ,7.15(d,
2H) ,7.22-7.36 (m,3H) ,7.40-7.49 (m,3H) ,8.05 (s, 1H) ,8.10(d,2H) ,8.38 (s, 1H) ,8.40 (s,
1H) ,8.63 (s,2H) ,8.66 (d,1H) ,9.38 (s, 1H) «
[1842]  SLjif521-75:1- (2— {4-[5- (= HI HLZHE) MEMEIF [1,5-a] MinE -3k ] R4 Jk} -5-
WENE FE) —3-[2' —F 34— (U 38) —2- B IR LT IR

CF5

O. N
\|/ o]
IJ\;\NJJ\N
[1843] N E H CHy
|

—CH;

[1844] érlgr“ (LC-MS/ELSD) :100% ({*FHES[E] 1. 1443%) ;
[1845]  Jfis (EST,Pos.) :625 M+H) *;
[1846]  'H-NMR (DMSO-d¢) :62.04 (s, 3H) ,3.19(s,6H) ,6.62(d,1H) ,7.10-7.22 (m, 3H) ,
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7.26-7.46 (m,5H) ,7.70 (s, 1H) ,8.09 (d,2H) ,8.38 (s, 1H) ,8.53 (s, 1H) ,8.62 (s,2H) ,8.65
(s,1H) ,9.42(s,1H) .

[1847]  SLjiff21-76:1- (2— {4-[5- (= HI HLZHE) MEMEIF [1,5-a] MEnE -3 ] ZR 4 Jk} -5-
BEnEHL) —3-[3 , 4 - H -4 (U ) 2-BOREE iR

[1848]  4fif&F (LC-MS/ELSD) :100% (fREFHFIE] : 1. 1750 %) ;

[1849]  J5i&: (ESI,Pos.) :639 (\M+H) *;

[1850]1  'H-NMR (DMSO-de) : 62.29 (s,6H) ,3.19 (s,6H) ,6.62(d,1H) ,7.12-7.19 (m,3H) ,
7.19-7.22 (m,1H) ,7.30(d,1H) ,7.36 (d,1H) ,7.42(dd, 1H) ,8.00 (s, 1H) ,8.09 (d,2H) ,8.38
(s,1H) ,8.44-8.48 (m, 1) ,8.62-8.67 (m,3H) ,9.42 (s, 1H) .

[1851]  Sjiff21-77:1- (2— {4-[5— (FFAEZ L) MbMEJf [1,5-a] Mg —3—JL ] R ) -5 %
WE F%) —3—[2- (H JEhea it L) —4— (=9 T 3R) 2R L DR

[1852]  4fif&F (LC-MS/ELSD) :100% (f&EFHF1E] :0.93% %) ;

[1853]  J5i&: (ESI,Pos.) :599 (M+H) *;

[1854]  'H-NMR (DMSO-de) :62.93 (d,3H) ,3.41 (s,3H) ,6.27 (d,1H) ,7.17 (d,2H) ,7.56-7.67
(m,1H) ,8.03-8.17 (m,4H) ,8.32 (s, 1H) ,8.43-8.55 (m,2H) ,8.73 (s,2H) ,9.03 (s, 1H) ,10.33
(s,1H) »

[1855]  sjiiff21-78:1- (2— {4-[5— (FH AR L) Mk Mg [1,5-a] Mg —3—JL ] AR ) -5 %
mEdk) —3-[2 - 34— (=5 35) —2-Bc R &L ik

[1856]  TLC:Rf 0.38 (& Afj: HEE=19:1) ;

[1857]1  'H-NMR (DMSO-de) : 62.04 (s,3H) ,2.92(d,3H) ,6.28 (d,1H) ,7.11-7.45 (m,8H) ,
7.56-7.73 (m,2H) ,8.06-8.13 (m,2H) ,8.31 (s, 1H) ,8.46 (d,1H) ,8.51-8.54 (m, 1H) ,8.62 (s,
2H) ,9.42 (s, 1H) .

[1858]  SLJEf521-79:1- (2— {4-[5— (FF L &L MM [1, 5—al meing -3 JE ] AR JE ) -5
mE L) —3-[2- (3-Mtme ) —5- (a5 KA R

[1859]  TLC:Rf 0.30 (&M :HEE=19:1) ;

[1860]1  'H-NMR (DMSO-de) :82.92 (d,3H) ,6.27 (d,1H) ,7.11-7.18 (m,2H) ,7.46-7.65 (m,
4H) ,7.89 (dt,1H) ,8.06-8.14 (m,2H) ,8.23 (s,1H) ,8.31 (s, 1H) ,8.39 (s, 1H) ,8.46 (d, 1H) ,
8.61-8.69 (m,4H) ,9.22 (s, 1H) »

[1861]  SLjif521-80: 1 (2— {4-[5— (FH AR L) MbMEJf [1,5-a] Mg —3—JL ] AR ) -5 %
WE FE) —3—[4- (5 H 28) —2- TR gk ] ik

[1862]  TLC:Rf 0.42 (& Affi: FEFE=19:1);

[1863]1  'H-NMR (DMSO-de) :82.92 (d,3H) ,6.26 (d,1H) ,7.11-7.17 (m,2H) ,7.38-7.64 (m,
8H) ,8.04-8.12 (m,3H) ,8.31 (s, 1H) ,8.39-8.42 (m, 1H) ,8.46 (d,1H) ,8.63 (s,2H) ,9.35 (s,
1H) .

[1864]  sLjiff21-81:1- (2— {4-[5- (= HIHLZIE) MEMEIF [1,5-a] MinE -3k ] R4 Jk} -5-
Wz e ) —3—-[2— (FF AR W hea ok L) —5— (= 9m P ) 2R R D IR

[1865] TLC:Rf 0.14 (LR ZT8) ;

[1866]  'H-NMR (DMSO-dsg) :62.89 (s,3H) ,3.19 (s,6H) ,6.62(d,1H) ,7.15(d,2H) ,7.64 (d,
1H) ,7.90(d,1H) ,8.09 (d,2H) ,8.26 (s, 1H) ,8.38 (s, 1H) ,8.63 (d,1H) ,8.70 (s,2H) ,9.22 (s,

E

E

E

E
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1H) ,9.65 (s, 1H) .

[1867]  sEjiiffi21-82:1- (2— {4-[5- (CH AL ZIL) MEME I [1,5-a] MEnE -3 ] JR 5 L) -5
mEnE L) —3-[3 - (- L) -4- CHRIF ) 2-PORE K

[1868]  4fiJ& (LC-MS/ELSD) :99% (ff£E3 /Al :1.07534%h) ;

[1869]  J5if (ESI,Pos.) :655 (M+H) *;

[1870]1  'H-NMR (DMSO-ds) :61.36 (d,3H) ,3.19 (s,6H) ,4.74-4.83 (m, 1H) ,5.20-5.23 (m,
1H) ,6.62(d,1H) ,7.15(d,2H) ,7.27-7.36 (m, 1H) ,7.38-7.56 (m,5H) ,8.04-8.26 (m,3H) ,
8.37(s,1H) ,8.38(s,1H) ,8.63 (s,2H) ,8.66 (s, 1H) ,9.36 (s, 1H) »

(18711 S f121-83:1-{2-[4- (5-F A LML If [1, 5-a] MEng -3-3%) SR JE ] -5-Wang
B} -3-[2- (LH-m k-1 -3%) —4- (=50 3%) RFE T AR

[1872]  4fiJ&F (LC-MS/ELSD) :100% ({3 BZI1a] : 1.05341)

[1873]  J5i# (ESI,Pos.) :588 (M+H) *;

[1874]1  'H-NMR (DMSO-de) :84.03 (s,3H) ,6.61 (d,1H) ,6.65-6.66 (m,1H) ,7.20-7.25 (m,
2H) ,7.73-7.83 (m,2H) ,7.93 (d,1H) ,8.00-8.13 (m,2H) ,8.41-8.44 (m,2H) ,8.58 (s, 1H) ,
8.69 (s,2H) ,8.93(d,1H) ,9.56 (brs,1H) ,9.95 (brs,1H) .

[1875]  Sjifs21-84:1-[3— (4 2%) 2R 5] -3 {2-[4- (5 AL M I [1, 5—a] BERE -
3-Jk) RS I ] -5-mEne 5L IR

[1876]  4liJ&F (LC-MS/ELSD) :100% ({#%BZ I [d] : 0. 923 41)

[1877]  J5i# (ESI,Pos.) :504 (M+H) *;

[1878]  'H-NMR (DMSO-de) :64.03 (s,3H) ,6.61 (d,1H) ,7.00-7.24 (m,4H) ,7.42 (t,1H) ,7.52
(d,1H) ,7.78(s,1H) ,8.10-8.13 (m,2H) ,8.59 (s, 1H) ,8.71 (s, 2H) ,8.90-8.95 (m,2H) ,9.16
(s,1H) »

[1879]  Sjif5|21-85:1- (2, 5- AR HE) —3—{2-[4- (5-H LML M [1, 5-a] BEIE-3-3%)
IR ] -5 e L) R

[1880]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [E] : 1.044>44)

[1881]  JFif (ESI,Pos.) :522 (M+H) *;

[1882]  'H-NMR (DMSO-de) :84.03 (s,3H) ,6.61 (d,1H) ,7.12(dd,1H) ,7.21-7.26 (m,2H) ,
7.51(d,1H) ,8.09-8.14 (m,2H) ,8.26 (s, 1H) ,8.59 (s, 1H) ,8.63 (s, 1H) ,8.72 (s, 2H) ,8.93
(d,1H) ,9.66 (s, 1H) «

[1883]  SEJfaf5|21-86:1- (2,5- F A IE) —3-{2-[4- (5—FF A JEmk M 9 [1,5-a] MEng-3-3%)
IR L] -5 ) R

[1884]  4liJ&F (LC-MS/ELSD) :100% ({#%BZ I [H] : 0. 94> 41)

[1885]  J5if&: (ESI,Pos.) :490 (\M+H) *;

[1886]  'H-NMR (DMSO-de) :84.03 (s,3H) ,6.61 (d,1H) ,6.81-6.89 (m,1H) ,7.21-7.34 (m,
3H) ,7.93-8.00 (m, 1H) ,8.10-8.14 (m,2H) ,8.59 (s, 1H) ,8.72 (s,2H) ,8.92-8.96 (m,2H) ,
9.25 (s, 1H) .

[1887]  SEjfafs21-87:1-[2-F—4- (ZHH 25) K& ]-3-{2-[4- (G- A &ML M I [1,5-a]
W g —3— k) TRk ] -5 g L) iR

[1888]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZI1E] : 1.064>41) ;

E&F
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[1889]  J5i&: (ESI,Pos.) :556 (M+H) *;

[1890]  '"H-NMR (DMSO-ds¢) :84.03 (s, 3H) ,6.61 (d,1H) ,7.22-7.26 (m,2H) ,7.69 (dd, 1H) ,
7.89(d,1H) ,8.00-8.14 (m,2H) ,8.43 (d,1H) ,8.59 (s, 1H) ,8.73 (s,2H) ,8.79 (s, 1H) ,8.93
(d,1H) ,9.76 (s, 1H) »

[1891]  SLjEf121-88:1-{2-[4- (5 F S JEMEME I [1,5-a] MEng -3-J&) KA FE ] -5-BEng
H}-3-[2- (4-FHR-1H-1,2,3-=M—1-3) —5— (ZH P ) BRI

[1892] 4] (LC-MS/ELSD) :100% ({#%BZ I [E] : 1.004>41)

[1893]  J5i& (ESI,Pos.) :603 (M+H) *;

[1894]1  'H-NMR (DMSO-de) : 62.38 (s,3H) ,4.03 (s,3H) ,6.62(d, 1H) ,7.20-7.24 (m,2H) ,
7.58-7.71 (m,2H) ,8.08-8.13 (m,2H) ,8.33 (s, 1H) ,8.51-8.60 (m,2H) ,8.67 (s,2H) ,8.75 (s,
1H) ,8.93(d,1H) ,9.68 (s, 1H) .

[1895]  Sjfaf521-89: 1-[5-5F—2— (IH-FLME—1-3%) K FE]-3- {2-[4- G-FAEIEMmM (1,
b—a] MEIE-3—Jk) JR A JE | -5-menE AL IR

[1896] 4] (LC-MS/ELSD) :100% ({#%BZ I [a] : 1.05%341)

(18971  Jfi& (ESI,Pos.) :554 (M+H) ;

[1898]1  'H-NMR (DMSO-de) :84.03 (s,3H) ,6.59-6.62 (m,2H) ,7.19-7.24 (m,3H) ,7.51 (d,
1H) ,7.89(d,1H) ,8.08-8.12 (m,2H) ,8.26 (d,1H) ,8.27 (d,1H) ,8.58 (s, 1H) ,8.67 (s,2H) ,
8.92(d,1H) ,9.36 (s,1H) ,9.87 (s, 1H) .

[1899]  sLjiff21-90: 1- (2— {4-[5— B AAFF T Le ) MEMEJF [1,5-a] MEnE-3—JE ] oK
AL -5-mEnE JE) -3 [2- (3-MkmEFL) —5— (U 3k) R FE ] ik

[1900]  4fiJ¥ (LC-MS/ELSD) :94% (ff- B4 [8] : 0. 894 #)

[1901]  J5i# (ESI,Pos.) :641 (M+H) *;

[1902]1  'H-NMR (DMSO-de) :84.67-4.71 (m,2H) ,4.99 (t,2H) ,5.71-5.79 (m, 1H) ,6.69 (d,
1H) ,7.21-7.26 (m,2H) ,7.47-7.58 (m,3H) ,7.83-7.91 (m, 1H) ,8.00-8.04 (m,2H) ,8.24 (s,
1H) ,8.39 (s, 1H) ,8.60 (s, 1H) ,8.64-8.69 (m,4H) ,9.00 (d,1H) ,9.24 (s, 1H) .

[1903]  SEZjtafs]21-91: 1-[5-5—2- (1H-1,2,3- =Mp—1-FL) FE K] -3 {2- [4- (5 F & Lk
FE 1, 5-a]mang-3-3k) IR JE | -5 Mg 1) IR

[1904]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [E] : 0. 95> 41)

[1905]  J5i&: (ESI,Pos.) :555 (M+H) *;

[1906]  'H-NMR (DMSO—de) :64.03 (s,3H) ,6.61 (d,1H) ,7.22(d,2H) ,7.31(dd,1H) ,7.51 (d,
1H) ,8.06-8.12 (m,3H) ,8.27 (d,1H) ,8.49 (s, 1H) ,8.59 (s, 1H) ,8.65 (s,2H) ,8.70 (s, 1H) ,
8.93(d,1H) ,9.58 (s, 1H) .

[1907] s f521-92:1- (2- {4-[5- (L-FIFh T bedk) mbmef [1,5-a] MEnE-3—JE ] R4
) -5-mEngE ) -3- {5- CHE L) 2-[3- CHF ) —1H-Mbme-1-JE ] %K) IR

[1908]  4fiJ&F (LC-MS/ELSD) :99% (ff B4 a] : 1. 10534h) ;

[1909]  Jfi& (ESI,Pos.) :681 (M+H) *;

[1910]1  'H-NMR (DMSO-de) :82.32-2.42 (m,2H) ,4.15 (t,4H) ,6.23 (d,1H) ,7.12-7.17 (m,
3H) ,7.58(dd,1H) ,7.70(d,1H) ,8.04-8.09 (m,2H) ,8.37 (s, 1H) ,8.48 (s,2H) ,8.57 (s, 1H) ,
8.62-8.65 (m,3H) ,9.45 (s, 1H) .
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(19111 SZhi 5 21-93:1- (2- {4-[5- (L-F P01 bedk) mbmef [1,5-a] MEnE-3-JE ] K%
B} —5-mEnE ) —3-[2— (4—H - TH-ME e —1-5E) —5— (=450 FF ) 2R LD IR

[1912]  4fiJ¥ (LC-MS/ELSD) :98% (ff- B4 [E] : 1. 1040 8)

[1913]  J5if (ESI,Pos.) :627 (\M+H) *;

[1914]  'H-NMR (DMSO-de) :62.15 (s,3H) ,2.32-2.42 (m, 2H) ,4.15 (t,4H) ,6.24 (d,1H) ,7.15
(d,2H) ,7.49(dd,1H) ,7.70(d,1H) ,7.78 (s, 1H) ,8.05-8.09 (m,2H) ,8.18 (s, 1H) ,8.37 (s,
1H) ,8.58(d,1H) ,8.62-8.68 (m,3H) ,9.82 (s, 1H) ,9.94 (s, 1H) .

[1915]  SCjife21-94: 1- (2— {4-[5- (1- B 2 PR T ke i) mbme 3t [ 1, 5-a] msng—3- 3] 284
Bk} -5-mEnE L) —3-[2- (3-ME e 5E) —4- (o ) R L] ik

[1916]  4liJ&F (LC-MS/ELSD) :97% ({84 /a] :0.93534h) ;

[1917]  J5i& (ESI,Pos.) :624 (\M+H) *;

[1918]  'H-NMR (DMSO-de) :82.32-2.42 (m,2H) ,4.15 (t,4H) ,6.24 (d,1H) ,7.11-7.16 (m,
2H) ,7.53-7.58 (m,2H) ,7.76 (dd,1H) ,7.88-7.92 (m,1H) ,8.06 (d,2H) ,8.23 (s, 1H) ,8.28 (d,
1H) ,8.37 (s, 1H) ,8.62-8.68 (m,5H) ,9.27 (s, 1H) «

[1919] S f5121-95:1- (2- {4-[5- (L-FFh T bedk) mbmef [1,5-a] MEnE -3 4k ] R4
Fh} -5-mgnE L) —3- [5-5—2- (IH-MEme—1-4%) ZR 5 IR

[1920]  4fiJ& (LC-MS/ELSD) :100% ({#%BZ I [E] : 1.034>41)

[1921]  J5i& (ESI,Pos.) :579 (\M+H) *;

[1922]  'H-NMR (DMSO-de) : 62.32-2.42 (m,2H) ,4.15 (t,4H) ,6.24 (d,1H) ,6.62 (t,1H) ,
7.13-7.17 (m,2H) ,7.22(dd, 1H) ,7.51 (d,1H) ,7.89(d, 1H) ,8.04-8.09 (m,2H) ,8.26 (d, 1H) ,
8.28(d,1H) ,8.37 (s,1H) ,8.62-8.66 (m,3H) ,9.37 (s,1H) ,9.87 (s, 1H) .

[1923]  sjif5121-96:1- (2- {4-[5- (L-Z AP0 T bedk) mbmef [1,5-a] MEnE—3—JE ] R4
S} -5-mEngE L) -3- [5-F—2- (3-MbngEdd) K] IR

[1924]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I 1E] : 0. 864> 41)

[1925]  J5if (ESI,Pos.) :590 (M+H) *;

[1926]  'H-NMR (DMSO-de) :82.32-2.42 (m,2H) ,4.15 (t,4H) ,6.24 (d,1H) ,7.11-7.16 (m,
2H) ,7.23(dd,1H) ,7.28(d,1H) ,7.53 (dd,1H) ,7.80-7.85 (m, 1H) ,8.04-8.12 (m,4H) ,8.37
(s,1H) ,8.59-8.65 (m,5H) ,9.17 (s, 1H) .

[1927]  SLjfF21-97: 1- (2— {4-[5- (1-B 2 PR T ke i) mEme 3t [ 1, 5-a] msng—3- 3] 284
e} —5-mEngEBL) —3-[2- (2H-1,2, 3- = Mp—2-3L) —5- (=4 1 4L) HIHL] IR

[1928]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [a] : 1.084>41)

[1929]1  J5i# (ESI,Pos.) :614 (\M+H) *;

[1930]  'H-NMR (DMSO-de) :82.32-2.42 (m,2H) ,4.15 (t,4H) ,6.24 (d,1H) ,7.13-7.18 (m,
2H) ,7.58(dd, 1H) ,8.05-8.09 (m,3H) ,8.32 (s,2H) ,8.38 (s, 1H) ,8.62-8.66 (m,2H) ,8.69 (s,
2H) ,9.66 (s, 1H) ,9.99 (s, 11) .

[1931] S f521-98:1- (2- {4-[5- (L-ZFh T bedk) mbmef [1,5-a] MEnE—3—JE ] R4
e} -5-mng L) -3-[5-50—2- (1H-1,2, 3-=m—1-HL) ZKEL ] I

[1932]  4fiJ&F (LC-MS/ELSD) :96% ({84 i a] : 0. 9453 %h) ;

[1933]  J5if (ESI,Pos.) :580 (M+H) *;
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[1934]1  'H-NMR (DMSO-de) :82.32-2.42 (m,2H) ,4.15 (t,4H) ,6.24 (d,1H) ,7.12-7.17 (m,
2H) ,7.31(dd,1H) ,7.51(d,1H) ,8.05-8.08 (m, 3H) ,8.27 (d, 1H) ,8.37 (s, 1H) ,8.48 (s, 1H) ,
8.59-8.65 (m,4H) ,9.57 (s, 1H) .

[1935] s f521-99:1- (2- {4-[5- (L-ZFh T bedk) mbmef [1,5-a] MEnE—3—JE ] K4
e} -5-mng HL) -3-[5-51—2- (2H-1, 2, 3—=mp—2—HL) ZREL ] fig

[1936] 4] (LC-MS/ELSD) :100% ({3 BZ I 1a] : 1.064341) ;

[1937]1  J5i& (ESI,Pos.) :580 (M+H) *;

[1938]  'H-NMR (DMSO-de) :82.32-2.42 (m,2H) ,4.15 (t,4H) ,6.24 (d,1H) ,7.13-7.18 (m,
2H) ,7.29 (dd,1H) ,7.80(d,1H) ,8.05-8.09 (m,2H) ,8.26 (s,2H) ,8.33 (d,1H) ,8.37 (s, 1H),
8.64(d,1H) ,8.68 (s, 2H) ,9.36 (s, 1H) ,9.90 (s, 1H) .

[1939]  SZEf21-100: 1- (2— {4-[5— (1-ZZeHF T ki) mEme 3t (1, 5-a] mEng-3-JE ] 2K 4,
5L} -5-mEnE L) -3-[2-F-5- (R 28 KB IR

[1940] 4] (LC-MS/ELSD) :100% ({#%BZ I [a] : 1.034>41)

[1941]  J5i& (ESI,Pos.) :581 (M+H) *;

[1942]1  'H-NMR (DMSO-de) :82.32-2.42 (m,2H) ,4.15 (t,4H) ,6.24 (d,1H) ,7.14-7.19 (m,
2H) ,7.40 (dd,1H) ,7.72(d,1H) ,8.05-8.09 (m,2H) ,8.38 (s, 1H) ,8.57 (d,1H) ,8.64 (d,1H) ,
8.72(s,2H) ,8.78(s,1H) ,9.69 (s, 1H) .

[1943]  SZHEf21-101: 1- (2— {4-[5- (1-ZZeHF T ki) mEme 3t (1, 5-a] mEng-3-JE ] 2K 4
5L} -5-mEnE L) -3- [2- -5 (mU 28 JREE IR

[1944] 4l )& (LC-MS/ELSD) :100% ({#%BZ I 1E] : 1.004:41)

[1945]  J5i&: (ESI,Pos.) :565 (\M+H) *;

[1946]  'H-NMR (DMSO-de) :82.32-2.42 (m,2H) ,4.15 (t,4H) ,6.24 (d,1H) ,7.13-7.18 (m,
2H) ,7.38-7.53 (m,2H) ,8.04-8.09 (m,2H) ,8.37 (s, 1H) ,8.52 (dd, 1H) ,8.63 (d,1H) ,8.71 (s,
2H) ,9.08 (s, 1H) ,9.27 (s, 1H) .

[1947]  SZHEf21-102: 1- (2— {4-[5- (1-ZZeHF T ki) mEme 3t (1, 5-a] mEng-3-JE ] 2K 4
Bk} —5-mEnE 5L) —3-[2—FF -5 (U 3k) AR ] ik

[1948]  4liJ&F (LC-MS/ELSD) :99% ({84 /a] :1.03534h) ;

[1949]  J5i&: (ESI,Pos.) :561 (M+H) *;

[1950]  'H-NMR (DMSO-de) :82.32-2.42 (m,5H) ,4.15 (t,4H) ,6.24 (d,1H) ,7.14-7.18 (m,
2H) ,7.29(dd,1H) ,7.41 (d,1H) ,8.05-8.09 (m,2H) ,8.27 (s, 1H) ,8.37-8.38 (m,2H) ,8.64 (d,
1H) ,8.72(s,2H) ,9.31 (s, 1H) .

[1951]  SEjEf21-103: 1- (2— {4-[5- (1-Z ZeHF T hidd) mEme 3t (1, 5-a] mEng-3-JE ] 2K 4,
St} -5-mEnE 5) -3- (2,5~ &I Mk

[1952]  4fiJ&F (LC-MS/ELSD) :97% ({84 /a] : 1.06534h) ;

[1953]  J5if (ESI,Pos.) :547 (\M+H) *;

[1954]1  'H-NMR (DMSO-de) :82.32-2.42 (m,2H) ,4.15 (t,4H) ,6.24 (d,1H) ,7.10-7.18 (m,
3H) ,7.50(d,1H) ,8.05-8.09 (m,2H) ,8.26 (d,1H) ,8.38 (s, 1H) ,8.63-8.71 (m,4H) ,9.66 (s,
1H) »

[1955]  SEjEf21-104:1- (2— {4-[5— (1-Z ZeHF T ke dd) mEme 3t (1, 5-a] mEng-3-JE ] 2K 4
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FE} -5-mEnE L) -3- (2,4- &KL Bk

[1956] 4] (LC-MS/ELSD) :100% ({#%BZ I 1a] : 1.024341)

[1957]1  JfisE (ESI,Pos.) :547 (\M+H) *;

[1958]1  'H-NMR (DMSO-de) :82.32-2.42 (m,2H) ,4.15 (t,4H) ,6.24 (d,1H) ,7.13-7.17 (m,
2H) ,7.38(dd,1H) ,7.63(d,1H) ,8.04-8.09 (m,2H) ,8.14 (d,1H) ,8.37 (s, 1H) ,8.56 (brs,
1H) ,8.66 (d,1H) ,8.70 (s,2H) ,9.57 (brs,1H) .

[1959]  SCjf21-105: 1 (2— {4-[5— (1= A T Fe ) MEME I [1, 5—a] MERE 33 ] R4
B} -5-mEng k) -3- (2,5~ AL IR

[1960] 4] (LC-MS/ELSD) :100% (ff B 1E] :0.9353%h) ;

[1961]  J5i# (ESI,Pos.) :515 (M+H) *;

[1962]1  'H-NMR (DMSO-de) :82.32-2.42 (m,2H) ,4.15 (t,4H) ,6.24 (d,1H) ,6.81-6.88 (m,
1H) ,7.13-7.18 (m,2H) ,7.25-7.34 (m, 1H) ,7.94-8.00 (m, 1H) ,8.05-8.09 (m,2H) ,8.38 (s,
1H) ,8.64 (d,1H) ,8.70 (s, 2H) ,8.95 (s, 1H) ,9.25 (s, 1H) .

[1963]  SZEf21-106: 1- (2— {4-[5— (1-ZZeHF T ki) mEmk 3t (1, 5-a] mEng-3-JE ] 2K 4,
B} -5-mEnE L) -3-[3- (CHE ) KR

[1964]  4liJ&F (LC-MS/ELSD) :99% ({841 a] : 0. 9053 4%h) ;

[1965]  J5if: (ESI,Pos.) :529 (M+H) *;

[1966]  'H-NMR (DMSO-de) :82.32-2.42 (m,2H) ,4.15 (t,4H) ,6.24 (d,1H) ,6.81-7.19 (m,
4H) ,7.41 (t,1H) ,7.51 (d,11) ,7.77 (s, 1H) ,8.05-8.09 (m, 2H) ,8.38 (s, 11) ,8.64 (d, 1H) ,
8.70(s,2H) ,8.89(s,1H) ,9.16 (s, 1H) »

[1967]  SEjaf21-107:1-{6-[4- (5-H A LML M I [1, 5-a] MEnE -3-28) JRA L] -3-MLne
H)-3-[2- 3-nknedk) -5- (ZH P ) KRR

[1968] 4] (LC-MS/ELSD) :100% ({#%BZ I 1d] : 0. 967> 41) ;

[1969]  J5if: (ESI,Pos.) :598 (M+H) *;

[1970]  'H-NMR (DMSO-de) : 64.02 (s,3H) ,6.60 (d,1H) ,6.99(d,1H) ,7.10-7.15 (m,2H) ,
7.45-7.58 (m,3H) ,7.87-7.91 (m, 1H) ,7.97 (dd, 1H) ,8.07-8.09 (m,4H) ,8.42 (s, 1H) ,8.56
(s,1H) ,8.64-8.69 (m,2H) ,8.92 (d,1H) ,9.16 (s, 1H) .

(19711 SEjaf21-108:1-{6-[4- (5-H A LML M I [1, 5-a] MEnE -3-2%) JRA L] -3-MLne
F}-3-[2- (AH-MEme-1-38) -5 (=5 28) 2R IR

[1972]  4liJ&F (LC-MS/ELSD) :100% ({%BZ I [a] : 1.084341)

[1973]  J5if (ESI,Pos.) :587 (M+H) *;

[1974]1  'H-NMR (DMSO-de) : 64.02 (s,3H) ,6.60 (d,1H) ,6.66-6.68 (m,1H) ,7.01 (d,1H) ,
7.11-7.16 (m,2H) ,7.49 (dd,1H) ,7.73(d,1H) ,7.94 (d,1H) ,7.99(dd,1H) ,8.06-8.11 (m,
2H) ,8.16(d,1H) ,8.40(d,1H) ,8.56 (s, 1H) ,8.60 (s, 1H) ,8.92(d,1H) ,9.54 (s, 1H) ,9.80 (s,
1H) »

[1975]  SEjfs21-109: 1-{6-[4- (5-H A &ML M I [1, 5-a] MEnE -3-3%) JRA L] -3-MLne
5} -3- {5 (TS —2-[3- (U 58 —TH-mpme—1 -6 ] L) IR

[1976]  4liJ&F (LC-MS/ELSD) :100% ({#%BZI1a] : 1. 13341)

[1977]  J5i& (ESI,Pos.) :655 (\M+H) *;
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[1978]  'H-NMR (DMSO-de) :64.02 (s,3H) ,6.60 (d,1H) ,7.01 (d,1H) ,7.12-7.15 (m,3H) ,7.55
(dd,1H) ,7.68(d,1H) ,7.96 (dd,1H) ,8.07-8.13 (m,3H) ,8.43 (s, 1H) ,8.47 (d, 1H) ,8.52(d,
1H) ,8.56 (s, 1H) ,8.92(d,1H) ,9.38 (s, 1H) .

(19791 SCjtafsl21-110:1- (2— {4-[5— (= FE B EUHE) MEme Hf [1, 5—al MERE-3-JE ] R4 Sk} -5
M e J5) —3-[2— (4—H -1 H-nH e —1-3%) -5 (=3 3%) A FE T ik

[19801  4fiJ&F (LC-MS/ELSD) :100% ({3 BZ I 1a] : 1.064>41) ;

[1981]1 & (ESI,Pos.) :615 (M+H) *.

[1982]  sjfafsl21-111:1- (2— {4-[5- (= FE B EUHE) MEME Hf [1, 5—al MERE-3-JE ] R4 Sk} —5-
Wz e ) —3—-[2— (3-MbmE L) —4— o ) 2R LR

[1983]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [E] : 0. 894> 41)

[1984]  J5i# (ESI,Pos.) :612 (\M+H) *;

[1985]  'H-NMR (DMSO-de) :83.19 (s,6H) ,6.63 (d,1H) ,7.12-7.19 (m,2H) ,7.52-7.60 (m,
2H) ,7.75(dd, 1H) ,7.90 (dt,1H) ,8.07-8.13 (m,2H) ,8.22 (s, 1H) ,8.28 (d, 1H) ,8.38 (s, 1) ,
8.62-8.70 (m,5H) ,9.26 (s, 1H) .

[1986]  sEjtafsl21-112:1- (2 {4-[6- (CH JEE L) MM [1, 5-a] Meng -3 ] RS -5
Mg L) -3 [2- (FF ML) —4- (U 58 R IR

[1987]  TLC:Rf 0.50 (L ZTE) ;

[1988]  'H-NMR (DMSO-de) : 83.32 (s,6H) ,3.41 (s,3H) ,6.63(d,1H) ,7.15-7.22 (m,2H) ,
8.04-8.15 (m,4H) ,8.39 (s, 1H) ,8.48-8.55 (m, 1H) ,8.65 (d,1H) ,8.73 (s,2H) ,9.03 (s, 1H) ,
10.33 (s, 1H) »

[1989]  SZjEf21-113:1- (2— {4-[5- (1-ZZeHF T ki) mEme 3t (1, 5-a] mEng-3-JE ] 2K 4
S} -5-mEng ) —3-[2- (FF AR AL) —4- (U 28) R T IR

[1990]1  TLC:Rf 0.37 (&M : HEE=19:1) ;

[1991]1  'H-NMR (DMSO-de) :82.31-2.42 (m,2H) ,3.41 (s,3H) ,4.12-4.18 (m,4H) ,6.24 (d,
1H) ,7.10-7.19 (m,2H) ,8.01-8.11 (m,4H) ,8.37 (s, 1H) ,8.49(d,1H) ,8.63 (d,1H) ,8.73 (s,
2H) ,9.02 (s,1H) ,10.32 (s, 1H) .

[1992]  sEjafsl21-114:1- (2— {4-[6- (CH JEE L) MM [1, 5-a] Meng -3 2 ] RS -5
M E ) —3-[2- (5-H 2&-3-mkng %) -5 (=5 28) AT MK

[1993]1  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [E] : 0. 8943 41)

[1994]  J5i&: (ESI,Pos.) :626 (\M+H) *;

[1995]  'H-NMR (DMSO-de) : 62.38 (s,3H) ,3.19 (s,6H) ,6.63 (d,1H) ,7.13-7.19 (m,2H) ,
7.44-7.53 (m,2H) ,7.69-7.73 (m, 1H) ,8.07-8.13 (m,2H) ,8.18 (s, 1H) ,8.38 (s, 1H) ,8.42-
8.45 (m,2H) ,8.51-8.54 (m, 11) ,8.63-8.67 (m,3H) ,9.25 (s, 1H) »

[1996]  SZjEf21-115:1- (2— {4-[5- (1-ZZeHF T ki) mEme 3t (1, 5-a] mEng-3-JE ] 2K 4,
S} -5-mEngE L) -3-[2- (5-H A -3-mkne L) -5- (&) KA TR

[1997]  4liJ&F (LC-MS/ELSD) :99% ({841 a] :0. 9053 4h) ;

[1998]  J5i&: (ESI,Pos.) :638 (\M+H) *;

[1999]  'H-NMR (DMSO-ds¢) :82.32-2.47 (m,5H) ,4.12-4.19 (m,4H) ,6.24 (d,1H) ,7.12-7.18
(m,2H) ,7.43-7.53 (m,2H) ,7.70-7.73 (m, 1H) ,8.04-8.10 (m,2H) ,8.18 (s, 1H) ,8.37 (s, 1H) ,
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8.42-8.46 (m,2H) ,8.51-8.54 (m, 1H) ,8.63-8.66 (m,3H) ,9.26 (s, 1H) .

[2000]  SEjEf21-116:1- (2— {4-[5— (1- 0 T ki dd) mEme 3t (1, 5-a] mEng-3-3E ] 2K 4,
S} -5-mEnE L) —3-[3 47 — R -4 D) —2- ORI ] ik

[2001]  4fiJ%¥ (LC-MS/ELSD) :99% (ff- B4 [E] : 1. 1940 8)

[2002]  JFif (ESI,Pos.) :651 (M+H) *;

[2003]  'H-NMR (DMSO-de) :82.30 (s,6H) ,2.33-2.44 (m,2H) ,4.11-4.19 (m,4H) ,6.24 (d,
1H) ,7.12-7.18 (m,3H) ,7.20-7.22 (m, 1H) ,7.28-7.46 (m,3H) ,8.00 (s, 1H) ,8.04-8.10 (m,
2H) ,8.37 (s, 1H) ,8.45-8.48 (m, 1) ,8.62-8.66 (m,3H) ,9.42 (s, 1H) »

[2004]  SEEM21-117:1- (2— {4-[5- (1-ZZeH0 T ki) mEme 3t (1, 5-a] mEng-3-JE ] 2K 4
Bt} -5-mEngdE) —3-[3 -FS-4- (SRR 2-BRIE IR

[2005] 4} )& (LC-MS/ELSD) :100% ({#%BZI1a] : 1. 15341)

[2006]  J5i&: (ESI,Pos.) :637 (M+H) *;

[2007]  'H-NMR (DMSO-ds) :82.32-2.43 (m,5H) ,4.11-4.20 (m,4H) ,6.24 (d,1H) ,7.12-7.18
(m,2H) ,7.20-7.32 (m,3H) ,7.37-7.48 (m,3H) ,8.00-8.11 (m,3H) ,8.37 (s, 1H) ,8.43-8.46
(m,1H) ,8.63-8.66 (m,3H) ,9.41 (s, 1) .

[2008]  sjtafsl21-118:1- (2— {4-[5— (= FH B EUHE) MEME Hf [1, 5—al MERE-3-JE ] R4 Sk} -5
W g ) —3- [2- (FH AR ML) 2R 2 ] ik

[20091  4fiJ& (LC-MS/ELSD) :100% ({#%BZ I 1E] : 0. 864> 41) ;

[2010]  J5i# (ESI,Pos.) :545 (M+H) *;

[2011]  'H-NMR (DMSO-de) :63.19 (s,6H) ,3.28 (s,3H) ,6.63 (d,1H) ,7.14-7.20 (m,2H) ,7.27
(td,1H) ,7.65-7.71 (m,1H) ,7.85(dd,1H) ,8.09-8.18 (m,3H) ,8.39 (s, 1H) ,8.65(d,1H) ,
8.72-8.78 (m,3H) ,10.09 (s, 1H) .

[2012]  Sjtafsl21-119: 1- (2 {4-[5— (FIEEIL) MEMEIE (1, 5-a] MemE—3—Jk | SR A JE ] -5
e AE) -3 [2- (H &ML L) -5 (U 50 R

[2013]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I 1E] : 0. 92> 41)

[2014]  J5i&: (ESI,Pos.) :599 (M+H) *;

[2015]  'H-NMR (DMSO-de) :62.93 (d,3H) ,3.38 (s, 3H) ,6.27 (d,1H) ,7.17 (d,2H) ,7.56-7.68
(m,2H) ,8.03-8.18 (m,3H) ,8.32(s,1H) ,8.47 (d,1H) ,8.63 (s, 1H) ,8.73 (s, 2H) ,8.96 (s,
1H) ,10.28 (s, 1H) .

[2016]  SEJtEf5]21-120: 1- (2 {4-[6- (CH B IE) MM I [1, 5-a] Meng -3-J& ] R JE) -5
Wz e L) —3-[2— (L AR e L) —5- (i 2) R3] ik

[2017]  TLC:Rf 0.24 (C)i: LR LTE=1:4) ;

[2018]  'H-NMR (DMSO-de) :51.14 (t,3H) ,3.18 (s,6H) ,3.45(q,2H) ,6.61(d,1H) ,7.16 (d,
2H) ,7.62(dd,1H) ,8.01(d,1H) ,8.10(d,2H) ,8.38 (s, 1) ,8.61-8.67 (m,2H) ,8.72 (s, 2H) ,
8.99 (s,1H) ,10.28 (s, 1H) »

[2019]  sEjtafsl21-121:1- (2— {4-[56- (- H ) MM [1, 5-a] Meng -3 2 ] RS -5
MEE L) —3-[2- (F A -5- CHEF ) KETRK

[2020]  TLC:Rf 0.28 (L& Z ) ;

[2021]  'H-NMR (DMSO-de) :62.53 (s,3H) ,3.19 (s,6H) ,6.62 (d,1H) ,7.16 (d,2H) ,7.40 (dd,
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1H) ,7.54(d,1H) ,8.10(d,2H) ,8.19(d,1H) ,8.38 (s, 1H) ,8.42 (s, 1H) ,8.63 (d,1H) ,8.70 (s,
2H) ,9.62 (s, 1H) .

[2022]  sjtafsl21-122:1- (2— {4-[5— (Z FH B EUHE) MEme 1, 5—al MERE-3-J& ] R4 Sk} -5
M e ) —3- [5-H—2— (FF SE I 2L) AL T IR

[2023]  4fiJ& (LC-MS/ELSD) :100% ({%BZ I 1E] : 0. 9343 41)

[2024]  J5i&: (ESI,Pos.) :599 (M+H) *;

[2025]  'H-NMR (DMSO-de) :63.20 (s,6H) ,3.30 (s, 3H) ,6.63 (d,1H) ,7.09-7.21 (m,3H) ,7.91
(dd,1H) ,8.08-8.17 (m,3H) ,8.39 (s, 1H) ,8.65(d, 1H) ,8.72 (s, 2H) ,8.93 (s, 1H) ,10.26 (s,
1H) .

[2026]  sjtafsl21-123:2—{[ (2—{4-[5- (= HI FEEIE) MEME I [1, 5—a] Meng —3—JE | R4 JE) -
B i ) G P R ] G ) N, N- R -4 (g PP L) R e i

F3

[o¥¥e
[2027] N H H
A

CH;

Hs

c
o g

0o-Z O

N—CHs
Had

[2028]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I 1a] : 1.044344)

[2029]  J5if: (ESI,Pos.) :642 (M+H) *;

[2030]  'H-NMR (DMSO-de) :82.75 (s,6H) ,3.19 (s,6H) ,6.63 (d,1H) ,7.17 (d,2H) ,7.59 (dd,
1H) ,7.94(d,1H) ,8.11(d,2H) ,8.39(s,1H) ,8.61 (d,1H) ,8.65(d,1H) ,8.72 (s,2H) ,8.98 (s,
1H) ,10.28 (s, 1H) .

[2031]  sjtafs21-124:2—{[ (2—{4-[5- Q- AFF T Le ) mbme I [1, 5-a] MEnE -3—JL ] 4
B} -5-mnE k) G A ) ) N N- R4 (ST ) R

[2032]  4fiJF (LC-MS/ELSD) :100% (ff B Ia] - 1.0653%h) ;

[2033]  JFif (ESI,Pos.) :654 (M+H) *;

[2034]  'H-NMR (DMSO-d¢) :82.31-2.44 (m,2H) ,2.75 (s,6H) ,4.15 (t,4H) ,6.24 (d,1H) ,7.16
(d,2H) ,7.60(dd,1H) ,7.95(d,1H) ,8.08(d,2H) ,8.38 (s, 1H) ,8.61 (d,1H) ,8.64 (d, 1H) ,
8.72(s,2H) ,8.98(s,1H) ,10.28 (s, 1H) »

[2035]  sjtafsl21-125:2—{[ (2—{4-[5- (= HI FEEIE) MEME I [1, 5—a] Meng —3—JE | R4Sk -
S ) AL MRS ) 2 ) 438N N- - ORIt i

[2036]  4fiJF (LC-MS/ELSD) :100% (ffE5 1] : 0. 9853 %h) ;

[2037]  Jfi& (ESI,Pos.) :592 (M+H) .

[2038]  sLjitifs|21-126:1- (2— {4-[5- (CHI B IE) MM [1, 5-a] Meng -3 2 ] KAL) -5
IENE L) —3-[3 - R —4- CHEP ) 2-BEFEE R

[2039]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [a] : 1.044>44)

[2040]  Jfis (ESI,Pos.) :641 (\M+H) *;

[2041]  'H-NMR (DMSO-de) :83.19 (s,6H) ,4.58 (d,2H) ,5.28 (t,1H) ,6.63 (d,1H) ,7.15(d,
2H) ,7.31(d,1H) ,7.36 (s,1H) ,7.37-7.56 (m,4H) ,8.04 (s, 1H) ,8.10(d,2H) ,8.38 (s, 1H) ,
8.42 (s, 1H) ,8.62-8.68 (m,3H) ,9.39 (s, 1H) .
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[2042]  SEjEf21-127:1- (2— {4-[5- (1- 430 T ke dd) mEme 3t (1, 5-a] mEng-3-JE ] 24,
) -5-mEng ) -3-[3 - GBI ) —4- R 2 —2-BORE IR

[2043] 4] (LC-MS/ELSD) :100% ({3 BZ I [E] : 1.05341)

[2044]  J5i#: (ESI,Pos.) :653 (M+H) *;

[2045]  'H-NMR (DMSO-d¢) :62.37 (quint,2H) ,4.15 (t,4H) ,4.58 (d,2H) ,5.30 (t,1H) ,6.24
(s,1H) ,7.14(d,2H) ,7.24-7.56 (m,6H) ,8.02-8.09 (m, 3H) ,8.37 (s, 1H) ,8.42 (s, 1H) ,8.60-
8.63 (m,3H) ,9.38 (s, 1H) .

[2046]  SZJEf21-128:1- (2— {4-[5- (1-FZeHF T ki) mEme 3t (1, 5-a] mEng-3-JE ] 2K 4
) -5-mEnE ) -3-[3 - BRI L) 4- R ) 2-BORE IR

[2047] 4] (LC-MS/ELSD) :100% ({#%BZ I 1d] : 1.084341)

[2048]  J5i&: (ESI,Pos.) :667 (\M+H) *;

[2049]  '"H-NMR (DMSO-de) :61.36 (d,3H) ,2.37 (quint,2H) ,4.15 (t,4H) ,4.75-4.82 (m, 1H) ,
5.21(d,1H) ,6.24 (d,1H) ,7.14(d,2H) ,7.29-7.34 (m,1H) ,7.38-7.53 (m,5H) ,8.02-8.10 (m,
3H) ,8.37 (s, 2H) ,8.62-8.64 (m,3H) ,9.37 (s, 1H) .

[2050]  sEjtafs]21-129:1- (2 {4-[56- (= HI B ) MM I [1, 5-a] Meng -3 ] R JE) -5
EE ) —3-[3 - Q- FH-2-TH3) 4- CHEF 1) 2-BRE IR

[2051]  4fiJ& (LC-MS/ELSD) :100% ({#%BZ I [a] : 1.064>41) ;

[2052]  Ji&: (ESI,Pos.) :669 (M+H) .

[2053]  SEjfif5]21-130:1-[3 - BRI I 4- CHEFIH) 2-Fea R ] -3-{2-[4- -3
ML [1, 5-a] MENE -3-J5) SR L] -5-mEne &) K

[2054]  4fiJ& (LC-MS/ELSD) :100% ({#%BZ I 1a] : 1.024341)

[2055]  JFif: (ESI,Pos.) :612 (M+H) *;

[2056]  'H-NMR (DMSO-de) :82.60 (s, 3H) ,4.58 (d,2H) ,5.28 (t,1H) ,6.98(d,1H) ,7.23(d,
2H) ,7.30(d,1H) ,7.34-7.56 (m,5H) ,8.05 (s, 1H) ,8.14 (d,2H) ,8.42 (d,1H) ,8.65 (s, 2H) ,
8.66 (s,1H) ,9.00 (d,1H) ,9.40 (s, 1H) .

[2057]  sjfafs21-131:1-[3 - (I-FRIE LK) —4- (AR —2-PoR 5] -3-{2-[4- G-H
FEMEmE I [1, 5-a] WEnE-3-J%) KA HE] -5-mgne ) IR

[2058] 4] (LC-MS/ELSD) :100% ({#%BZ I 1a] : 1.044344)

[2059]  JFif: (ESI,Pos.) :626 (M+H) *;

[2060]  'H-NMR (DMSO-de) :61.36 (d,3H) ,2.60 (s,3H) ,4.74-4.83 (m, 1H) ,5.21 (d, 11) ,6.98
(d,1H) ,7.23(d,2H) ,7.27-7.35 (m,1H) ,7.39-7.52 (m,5H) ,8.07 (s, 1H) ,8.10-8.17 (m,2H) ,
8.37(s,1H) ,8.64 (s,2H) ,8.66 (s, 1H) ,9.00(d,1H) ,9.38 (s, 1H) »

[2061]  SEjafsl21-132:1-[3 - @-FHE-2-TA3) 4- R ) 2-POR ] -3-(2-[4- G-
N e I [1, 5—a ) MEIE —3-3%) ARG IE ] -5-mene L) iR

[2062] 4] (LC-MS/ELSD) :100% ({#%BZ I 1a] : 1.064>41) ;

[2063]  J5i&: (ESI,Pos.) :640 (\M+H) *;

[2064]1  'H-NMR (DMSO-de) :81.45 (s,6H) ,2.60 (s,3H) ,5.07 (s, 1H) ,6.98(d,1H) ,7.23(d,
2H) ,7.24-7.31 (m, 1H) ,7.41-7.59 (m,5H) ,8.08 (s, 1H) ,8.11-8.18 (m,2H) ,8.34 (s, 1H) ,
8.64 (s,2H) ,8.66 (s,1H) ,9.00(d,1H) ,9.37 (s, 1H) .
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[2065]  sEjitafs)21-133:1-{2-[4- (5-F LML e 3 [1, 5-a] MEnE -3-3&) JRAIE ] -5 MEnE L) -
3— {6 (o AE) -2 [3— (3R k) —1H-MEme—1 - ] 2R L) IR

[2066] 4l (LC-MS/ELSD) :100% (ff B a] - 1.09%3%h) ;

[2067]  J5i&: (ESI,Pos.) :640 (\M+H) *;

[2068]  'H-NMR (DMSO—de) :62.60 (s,3H) ,6.98 (d,1H) ,7.12(d,1H) ,7.23(d,2H) ,7.58 (dd,
1) ,7.70(d,1H) ,8.14 (d,2H) ,8.47 (s,2H) ,8.57 (s, 1H) ,8.63-8.67 (m,3H) ,9.00 (d, 1H) ,
9.46 (s, 1H) .

[2069]  sEjitafsl21-134:1-[2- (F JEMERESL) -5- (S P IE) K38 ]-3- - {4-[5- (3-F 4%
TSR MEME IR (1, 5-a] Mg -3-FE ] KAL) -5 e 5 IR

[2070]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZI[E] : 0. 975>41)

[2071]  J5if (ESI,Pos.) :642 (M+H) *;

[2072]  'H-NMR (DMSO-ds) :83.38 (s, 3H) ,4.63-4.76 (m,2H) ,4.96-5.04 (m,2H) ,5.76
(quint,1H) ,6.70(d,1H) ,7.26 (d,2H) ,7.64 (d,1H) ,7.99-8.11 (m,3H) ,8.59-8.64 (m,2H) ,
8.75 (s, 2H) ,8.93-9.03 (m,2H) ,10.29 (s, 1H) .

[2073]  Sjtifs22

[2074] AT 55 STt 7 SAUT HRAE , FH ER 6 SRR I (1, 2-b ] WA il 2% (1) A5 B 1 Ak & 4
B H 5S-G eI (1, 5—a] Mg i) 4% 1 St 451019, HL P S e 451 3 il 2% Fe) Ak & 0 sRFR 97 ) 4 3
HH R 16 2 BUR R Ak & W A B St 451 3 ) 25 AL &40, 15 21 B A LU 038 4 5 1 A%k B AL
a0

[2075]  SEjfafs)22-1:1- (2— (AH-MEME-1-3%) -5- (=& ) K 3) -3- - (4- (6- B LH T
Fe—1-38%) DKM I [1, 2-b] Mk —3-3%) IR UJE) MEnE-5-J%) ik

CF3

[2076] '(Tgom/jﬁiu/?
&

i

[2077]  TLC:Rf 0.50 (LBRZ B : FHEE=9:1) ;

[2078]  '"H-NMR (DMSO-ds) :82.32-2.42 (m,2H) ,4.08 (t,4H) ,6.64-6.68 (m,2H) ,7.27 (d,
2H) ,7.51(d,1H) ,7.74(d,1H) ,7.88(d,1H) ,7.95(s,2H) ,8.21 (d,2H) ,8.40 (d,1H) ,8.58 (s,
1H) ,8.69 (s, 2H) ,9.69 (s, 1H) ,9.95 (s, 1H) .

[2079]  sEjtifs|22-2: 1- (2— (4- (6— AR T hi—1-55) BKMEIE (1, 2-b] WklR-3-J) IR JE)
Mg -5-3) —3— (2— (MHkmE-3-3%) -5 (=& FF 55 KF0) Ik

[2080]  TLC:Rf 0.52 (LBRZMWE: FHEE=9:1) ;

[2081]  '"H-NMR (DMSO-ds¢) :82.32-2.42 (m,2H) ,4.08 (t,4H) ,6.66 (d, 1H) ,7.24-7.27 (m,
2H) ,7.47-7.58 (m,3H) ,7.87-7.95 (m,3H) ,8.20-8.23 (m,3H) ,8.38 (s, 1H) ,8.65-8.68 (m,
4H) ,9.24 (s, 1H) .

[2082]  sEjtifs)22-3: 1- (2— (4— (6— AR T hi—1-55) BKMEIE (1, 2-b] WklE-3-J) IR %)
BEE-5—2%) —3- (3— (& 2 K3D) IR

[2083]  TLC:Rf 0.28 (&M : HEE=19:1) ;
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[2084]  '"H-NMR (DMSO-ds¢) :62.33-2.43 (m,2H) ,4.06-4.12 (m,4H) ,6.67 (d,1H) ,7.25-7.36
(m,3H) ,7.52(t,1H) ,7.62(d,1H) ,7.90 (d,1H) ,7.96-7.99 (m,2H) ,8.19-8.26 (m,2H) ,8.73
(s,2H) ,8.99(s,1H) ,9.31(s,1H) .

[2085]  sjptifs|22—4: 1- (2— (4— (6— AR T hi—1-55) BKMEIE (1, 2-b] WklR-3- ) R4 JE)
Wz E—5—Jk) —3— (22K JE-5- (i HH D) Mk e —3-3%) ik

[2086]  TLC:Rf 0.34 (& :HEE=19:1) ;

[2087]  '"H-NMR (DMSO-ds¢) :62.33-2.43 (m,2H) ,4.06-4.11 (m,4H) ,6.68(d,1H) ,7.25-7.29
(m,2H) ,7.53-7.61 (m,3H) ,7.64-7.69 (m,2H) ,7.90(d,1H) ,7.97 (s, 1H) ,8.20-8.25 (m, 2H) ,
8.43 (s, 1H) ,8.69 (s,2H) ,8.72-8.75 (m, 1H) ,8.76-8.79 (m, 1H) ,9.47 (s, 1H) .

[2088] Sy ff22-5: 1— (2— (MERE-3-3%) —5— (5 3E) 2R L) —3- (2— (4- (6— (MR ke—1-
FE) KI5t [1, 2-b] mkBE-3-3%) ZRAEIL) mEnE-5-3%) iR

CF:
N/VQ/ O\@\ )?\
N N
[2089] Q )

O

[2090]  TLC:Rf 0.59 (LBRZBE: FHEE=9:1) ;

[2091]  "H-NMR (DMSO-de) :61.96-2.01 (m,4H) ,3.47-3.52 (m,4H) ,6.87 (d,1H) ,7.25-7.28
(m,2H) ,7.50-7.58 (m,3H) ,7.85-7.94 (m,3H) ,8.23-8.28 (m,3H) ,8.39 (s, 1H) ,8.65-8.68
(m,4H) ,9.24 (s, 1H) »

[2092]  SEjiff22-6:1- (2— (4— (6— (MEM& bE—1-F%) WKL I [1, 2-b] WA MR —3—Jk) IR 4R JE) W%
IE-5-%) —3- (3— (=& ) KI) Bk

[2093]  TLC:Rf 0.40 (ZB&Z ) ;

[2094]  "H-NMR (DMSO-de) :61.96-2.02 (m,4H) ,3.47-3.54 (m,4H) ,6.88(d,1H) ,7.26-7.36
(m,3H) ,7.53(t,1H) ,7.61(dd,1H) ,7.87(d,1H) ,7.95-7.99 (m,2H) ,8.28 (d,2H) ,8.73 (s,
2H) ,8.98 (s, 1H) ,9.31 (s, 1H) .

[2095]  Sjfafs22-7: 1— (2— 2R JE-5- (=30 2%) mbme —3—J) —3— (2— (4— (6— (ML b —1-J%)
IR I (1, 2-b] Wk —3-2E) R L) mEng -5-28) ik

[2096]  TLC:Rf 0.50 (ZLERZBg: FHEE=9:1) ;

[2097]  '"H-NMR (DMSO-ds¢) :81.96-2.03 (m,4H) ,3.46-3.55 (m,4H) ,6.87 (d,1H) ,7.27 (d,
2H) ,7.52-7.69 (m,5H) ,7.86 (d,1H) ,7.94 (s, 1H) ,8.26 (d,2H) ,8.40-8.44 (m, 1H) ,8.67-
8.78 (m,4H) ,9.45 (s, 1H) .

[2098]  sEjfafsl22-8:1- (2— (4— (6- FH ALK T [1, 2-b] AR -3 %) R L) mEnE-5-2%) -
3— (2 (kg -3-3%) -5 (= %) K5 ik

3
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Noaoll
[2099] Q o

HsC

[2100]  TLC:Rf 0.27 (LBRZBE: FEE=9:1) ;

[2101]1  'H-NMR (DMSO-de) :84.01 (s,3H) ,6.95(d,1H) ,7.29-7.32 (m,2H) ,7.47-7.58 (m,
3H) ,7.87-7.91 (m,1H) ,8.07-8.10 (m,2H) ,8.20-8.24 (m,3H) ,8.39 (s, 1H) ,8.65-8.69 (m,
4H) ,9.25 (s, 1H) .

[2102]  Sjfafs22-9: 1- (2— (LH-AEME—1-J%) —5- (U 28) 2R 3E) -3— (2— (4- (6-FH ALK
M3 (1, 2-b] Mk —3-Jk) IR SEJ) M nE—5-2%) ik

[2103]  TLC:Rf 0.68 (LERZNig: FHEE=9:1) ;

[2104]  'H-NMR (DMSO-de) :64.02 (s,3H) ,6.68 (t,1H) ,6.95(d,1H) ,7.31-7.34 (m,2H) ,7.52
(dd,1H) ,7.75(d,1H) ,7.96 (d,1H) ,8.07-8.10 (m,2H) ,8.21-8.24 (m,2H) ,8.41(d,1H) ,7.58
(d,1H) ,8.71(s,2H) ,9.70 (s, 1H) ,9.97 (s, 1H) »

[2105]  SLjf5122-10: 1- (2— (4— (6—H SRR e I [1, 2-b ] Mk g —3— %) ZR S Jk) &g —5-
AE) -3- (3- (=5 28) 855 Ik

[2106]  TLC:Rf 0.59 (LBRZBg: FHEE=9:1) ;

[2107]  'H-NMR (DMSO-de) :64.02 (s,3H) ,6.95 (d,1H) ,7.31-7.34 (m,3H) ,7.51 (t,1H) ,7.62
(d,1H) ,7.98(s,1H) ,8.07-8.10 (m,2H) ,8.21-8.24 (m,2H) ,8.74 (s,2H) ,8.99 (s, 1H) ,9.31
(s,1H) »

[2108]  sZjfEff]22-11:1- (2— (4- (6- Q- FL PG —2-38) BKMEIF [1, 2-b] mkE-3-J%) A HE)
MEIE-5-%) -3 (3— (=3 28) KAL) K

CF,
wj\ i /@
N NJtN
[2109] H H

N\
N
|

CF3

Ha
HaC OH

[2110]  TLC:Rf 0.20 (&M :HEE=19:1) ;

[2111]  "H-NMR (DMSO-ds) :81.59 (s,6H) ,5.61 (s, 1H) ,7.31-7.38 (m,3H) ,7.50-7.64 (m,
3H) ,7.97-8.00 (m, 1H) ,8.17 (d, 1H) ,8.22-8.28 (m,3H) ,8.75 (s, 2H) ,9.00 (s, 1H) ,9.32 (s,
1H) .

[2112]  SEhEf22-12:1- (2 (4= (6= (I-FRIE L FE) BRI IF [1, 2-b] Mk BE-3-3%) R FL) &
IE-5-3%) —3- (3— (=& ) KI) Bk

[2113]  TLC:Rf 0.19 (&f5: HEE=19:1) ;

[2114]  'H-NMR (DMSO-de) :81.49 (d,3H) ,4.85-4.93 (m,1H) ,5.74 (d,1H) ,7.31-7.37 (m,
3H) ,7.41(d,1H) ,7.52(t,1H) ,7.60-7.65 (m,1H) ,7.97-8.00 (m, 1H) ,8.18-8.25 (m,4H) ,
8.75(s,2H) ,9.00(s,1H) ,9.32(s,1H) .
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[2115]  SEjtifi22-13:1- (2— (4— (6— ((2—-FFL—2—F BL A L) G J) ke 3f (1, 2-b] Wk —3—
H) R HE) meng-5-FE) —-3- (3- (= HUH L) ZHEL) IR

WogoBle

[2116] Q
Cl

HX Hy
H,C OH

[2117]  TLC:Rf 0.35(LBR MG : FEFE=9:1) ;

[2118]  'H-NMR (DMSO-ds) :61.19 (s, 6H) ,3.27 (d,2H) ,4.57 (s, 1H) ,6.87-6.90 (m, 2H) ,
7.26-7.34 (m,3H) ,7.51 (t,1H) ,7.62(d,1H) ,7.73(d,1H) ,7.85(s,1H) ,7.97 (s, 1H) ,8.20-
8.25 (m,2H) ,8.73 (s,2H) ,8.98 (s, 1H) ,9.31 (s, 1H) .

[2119]  SEHEf22-14:1- (2— (4= (BEBEIE (1, 2-b] Wk BE-3-J) AR L) msng-5-J) —3- (2-
(e -3-45) -5- (=& 5 K5 IR

CF.
N
0\", o
N
O .

[2121]  TLC:Rf 0.50 (LML TG : HEE=19:1) ;

[2122]  '"H-NMR (DMSO-ds¢) :87.26-7.34 (m,3H) ,7.47-7.58 (m,3H) ,7.87-7.93 (m,1H) ,8.15-
8.28 (m,5H) ,8.38 (s, 1H) ,8.63-8.70 (m,5H) ,9.24 (s, 1H) »

[2123]  SEjfafs)22-15:1- (2- (1H-1,2,3-=M:-1-3&) -5 (= 3k) #3E) -3- (2 (4- (wkme
FE[1, 2-b] Wkmg—-3-4k) JREA L) MEnE -5-55) ik

[2124]  TLC:Rf 0.45 (LB ZTE) ;

[2125]  'H-NMR (DMSO-de) :87.27-7.38 (m,4H) ,7.59-7.65 (m,1H) ,7.74 (d,1H) ,8.10 (s,
1H) ,8.16-8.28 (m,4H) ,8.58 (s, 1H) ,8.63-8.73 (m,4H) ,9.66 (s, 1) .

[2126]  SEjaf5122-16: 1— (2— (IH-AHEME—1-3E) —5- (=46 3E) ZF38) —3— (2— (4- (kM f (1,
2-b] Mk —3-J%) IR EJE) MENE-5-JL) ik

[2127]  TLC:Rf 0.38 (B ki: LMRATE=1:2) ;

[2128]  '"H-NMR (DMSO-ds¢) :66.67-6.72 (m, 1H) ,7.26-7.40 (m,3H) ,7.50-7.57 (m,1H) ,7.75
(d,1H) ,7.95-8.00 (m, 1H) ,8.16-8.30 (m,4H) ,8.40-8.45 (m, 1H) ,8.59 (s, 1H) ,8.64-8.68
(m,1H) ,8.70(s,2H) ,9.70 (s, 1H) ,9.96 (s, 1H) .

[2129]  SEjEf22-17:1- -F-5- (CHHF ) K5 -3-(2- (4- (KM [1, 2-b] MklE -3
5 KAL) MEnE -5-55) ik

[2130]  TLC:Rf 0.27 (ZBRZTE) ;

[2131]  "H-NMR (DMSO—ds) :67.28-7.43 (m,4H) ,7.74 (d,1H) ,8.16-8.27 (m,4H) ,8.56 (dd,
1H) ,8.64 (dd, 1H) ,8.75(s,2H) ,8.78 (s, 1H) ,9.72 (s, 1H) »

[2132]  sEjffs22-18:1- (- -5— (CH &) KAL) -3- (2— (4— (WKW FE[1, 2-b] Mk R -3
5 R mEnE-5-55) ik

3
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[2133]  TLC:Rf 0.30 (ZBEZTE) ;

[2134]  'H-NMR (DMSO-ds¢) :87.27-7.54 (m,5H) ,8.16-8.27 (m,4H) ,8.53 (dd, 1H) ,8.63 (dd,
1H) ,8.75(s,2H) ,9.08 (s, 1H) ,9.31 (s, 1H) ©

[2135]  SEjitaf5)22-19: 1- (2— (4= (BKMEIF [1, 2-b] mkigE—-3-3k) 248 3k) meng-5—4k) -3- (0-H
HE-5— (U AE) R ER) ik

[2136]  TLC:Rf 0.43 (LB ZTE) ;

[2137]  '"H-NMR (DMSO—ds) :62.32 (s,3H) ,7.27-7.41 (m,6H) ,8.17-8.26 (m,6H) ,8.64 (dd,
1H) ,8.75 (s, 2H) .

[2138] S f5122-20: 1- (2— (4— (WKME I [1, 2-b 1 mkEE-3-3&) L) Mg -5-3k) -3- (3-
(R ) R Ik

[2139]1  TLC:Rf 0.47 (LB ZTE) ;

[2140]  'H-NMR (DMSO-d¢) :67.27-7.36 (m,4H) ,7.51 (t,1H) ,7.62(d,1H) ,7.97 (s, 1H) ,
8.17-8.26 (m,4H) ,8.64 (d,1H) ,8.74 (s,2H) ,8.99 (s, 1H) ,9.31 (s, 1H) »

[2141]  SEjEf22-21:1- (3—%-5- () ) -3-(2- (4- (KM [1, 2-b] Mk MR -3
5 KAL) mEnE -5-55) ik

[2142]  TLC:Rf 0.22 (ZBRZTE) ;

[2143]  "H-NMR (DMSO-ds¢) :87.22-7.37 (m,4H) ,7.62(d,1H) ,7.70 (s, 1H) ,8.15-8.27 (m,
4H) ,8.26 (d,1H) ,8.63 (dd,1H) ,8.73 (s,2H) ,9.12(s,1H) ,9.52 (s, 1H) »

[2144]  SCjif22-22:1- (2 (4- (6— (FEIRIA T Fi—1-F%) BKMEIF [1, 2-b] AR —3-JE) IR,
) wEnE-5-38) -3- C-F-4- CHE AR R Ik

[2145]  TLC:Rf 0.57 (L& B : ¥ =9:1;CHROMATOREX NH TLC PLATE) ;

[2146]  "H-NMR (DMSO—ds) :82.32-2.42 (m,2H) ,4.08 (t,4H) ,6.67 (d, 1H) ,7.27-7.30 (m,
2H) ,7.69 (dd,1H) ,7.88-7.91 (m,2H) ,7.97 (s, 1H) ,8.21-8.24 (m,2H) ,8.44 (d,1H) ,8.75 (s,
2H) ,8.82 (br s,1H) ,9.76 (brs,1H) .

[2147]  SEJEf)22-23:1- Q-F—4- & ) KAL) -3- (2- (4- (6-H ALK IR [1,2-b]
i e —3— k) KAL) e -5 58) ik

[2148]  TLC:Rf 0.53 (LBRZBE: FHEE=9:1) ;

[2149]  '"H-NMR (DMSO-ds) :84.02 (s, 3H) ,6.95(d,1H) ,7.32-7.35 (m,2H) ,7.69 (dd, 1H) ,
7.89(d,1H) ,8.07-8.10 (m,2H) ,8.21-8.24 (m,2H) ,8.43 (d,1H) ,8.76 (s,2H) ,8.80 (s, 1H) ,
9.78(s,1H) .

[2150]  sEjff22-24:1- - -4- R ) KIH) -3- (- 4- (KM [1, 2-b] A -3~
5 R mEnE -5-55) ik

[2151]1  TLC:Rf 0.33 (ZBEZTE) ;

[2152]  "H-NMR (DMSO-d¢) :67.31 (dd, 1H) ,7.36 (d,2H) ,7.68 (dd, 1H) ,7.88-7.92 (m, 1H) ,
8.17-8.28 (m,4H) ,8.43 (d,1H) ,8.64 (dd, 1H) ,8.75 (s,2H) ,8.79 (s, 1H) ,9.78 (s, 1H) »

[2153]  SEjfiff]22-25:1- (2— (4— (BKME I [1, 2-b] AR -3-3%) 4 L) Mg -5-3%) -3- (4-
(R ) 75D Ik

[2154]  TLC:Rf 0.20 (Ckt: LIRAAE=1:3) ;

[2155]  '"H-NMR (DMSO—ds¢) :67.28 (dd, 1H) ,7.35(d,2H) ,7.61-7.69 (m,4H) ,8.16-8.28 (m,
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4H) ,8.64(d, 11) ,8.74 (s,2H) ,8.99 (s, 1H) ,9.37 (s, 1H) .

[2156] S f22-26: 1 (2— (4— (6— (IR T fi—1-F%) BKMEIF [1, 2-b] AR —3-JE) IR
5) mEnE-5-38) -3- (3,5~ AL IR

[2157]1  TLC:Rf 0.25(ZBRZTE) ;

[2158]  'H-NMR (DMSO-d¢) :86.76-6.85 (m,1H) ,7.19 (dd,2H) ,7.27-7.35 (m,3H) ,8.17-8.27
(m,4H) ,8.64 (dd,1H) ,8.72(s,2H) ,9.15 (s, 1H) ,9.46 (s, 1H) .

[2159]  SEjEff]22-27: 1- (6— (4— (BKME I [1, 2-b] AR -3-3E) 4R L) MEie-3-3%) —3- (3-
(U2 D) K

CF3

[2160] fiN\/NO/ ﬁﬁiﬁ’@

[2161]1  TLC:Rf 0.51 (ZBEZTE) ;

[2162]1  'H-NMR (DMSO-de) : 67.07 (d,1H) ,7.22-7.31 (m,4H) ,7.50 (t,1H) ,7.59(d,1H) ,
7.97-8.00 (m, 1H) ,8.03 (dd,1H) ,8.14-8.25 (m,5H) ,8.63 (dd,1H) ,8.90 (s, 1H) ,9.14 (s,
1H) »

[2163]  SLjEf122-28:1-{2-[4- (6 F S JEMKME I [1, 2-b] Mk —3-J) R JL | -5 g
) -3-[2- A-F S -1H-AEm—5-3E) -5- (U ) ALk

[2164]  4fiJ& (LC-MS/ELSD) :96% (ff B [a] :0. 8743 %H) ,

[2165]  J5if: (ESI,Pos.) :602 (M+H) *;

[2166]  'H-NMR (DMSO-de) :63.65 (s,3H) ,4.01 (s,3H) ,6.45(d,1H) ,6.95(d,1H) ,7.30-7.33
(m,2H) ,7.46-7.52 (m,2H) ,7.62(d,1H) ,8.07-8.23 (m,5H) ,8.56 (s,1H) ,8.69 (s, 2H) ,9.50
(s,1H) »

[2167]  SLjEf122-29:1-{2-[4- (6 FF S JEKME I [1, 2-b] Mk -3 -J) R4 JE | -5 g
FE} -3-[2- (3-F JE-1H-MEme—1-3%) —5- (= U 3%) R3] ik

[2168]  4fiJi (LC-MS/ELSD) :99% (ff 4B [a] :0. 9453 %H)

[2169]  J5if (ESI,Pos.) :602 (M+H) *;

[2170]  'H-NMR (DMSO-de) :62.37 (s,3H) ,4.02 (s, 3H) ,6.45(d,1H) ,6.95(d,1H) ,7.30-7.35
(m,2H) ,7.49 (dd,1H) ,7.70(d,1H) ,8.07-8.11 (m,2H) ,8.23-8.25 (m,2H) ,8.28 (d, 1H) ,8.57
(d,1H) ,8.71(s,2H) ,9.81 (s, 1H) ,9.93 (s, 1H) »

[2171]  SEjEf122-30:1-{2-[4- (6 FF S JEIKME I [1, 2-b] Mk —3-J) R4 JE | -5 g
) -3-[2- - F S -1H-AEm—1-3E) -5- (U 38 AL IR

[2172]  4fiJ& (LC-MS/ELSD) :96% (4B [a] :0. 9553 %H)

[2173]  J5if (ESI,Pos.) :602 (M+H) *;

[2174]1  'H-NMR (DMSO—de) :62.14 (s,3H) ,4.02 (s,3H) ,6.95(d,1H) ,7.32(d,2H) ,7.49 (dd,
1H) ,7.70(d,1H) ,7.79(s,1H) ,8.07-8.11 (m,2H) ,8.19-8.24 (m,3H) ,8.57 (d, 1H) ,8.71 (s,
2H) ,9.84 (s, 1H) ,9.98 (s, 1) »

[2175]  SEjEf122-31:1-{2-[4- (6-F S JEBKME I [1, 2-b] Mk e -3-J&) R4 FE] -5+
) -3-[2- G-nknedk) —4- SHEPE) KRR

B
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[2176] 4] (LC-MS/ELSD) :100% ({3 BZI[E] : 0. 784341)

[2177]  J5i& (ESI,Pos.) :599 (\M+H) *;

[2178]  'H-NMR (DMSO-de) :64.01 (s,3H) ,6.95 (d,1H) ,7.31 (d,2H) ,7.54-7.57 (m,2H) ,7.76
(dd,1H) ,7.88-7.92 (m, 1H) ,8.07-8.10 (m,2H) ,8.20-8.29 (m,4H) ,8.65-8.69 (m,4H) ,9.30
(s,1H) »

[2179]  Sgifif122-32: 1- {2- [4- (6-FF AIEBK I IF (1, 2-b] kR —3-5E) Z 4k ] -5 e
R} -3-[2-H H-5- (CH 20 K] IR

[2180]  4fiJ& (LC-MS/ELSD) :100% ({3 BZI1E] : 0. 8743 41)

[2181]  J5i&: (ESI,Pos.) :536 (\M+H) *;

[2182]  'H-NMR (DMSO-de) :62.32 (s,3H) ,4.02 (s,3H) ,6.95(d,1H) ,7.29-7.34 (m,3H) ,7.42
(d,1H) ,8.08-8.11 (m,2H) ,8.20-8.25 (m,2H) ,8.28 (s, 1H) ,8.38 (s, 1H) ,8.75(s,2H) ,9.34
(s,1H) »

[2183] s f122-33:1-{2-[4- (6 H ALK If [1, 2-b 1 Wk ME-3-2) JR4HJE ] -5-Wa g
5} -3- {5 (TS —2-[3- (U 58) —1H-mpme -1 -6 ] L) IR

[2184]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [E] : 0. 9753 41)

[2185]  Jji&: (ESI,Pos.) :656 (M+H) *;

[2186]  'H-NMR (DMSO-de) :84.01 (s, 3H) ,6.93 (d,1H) ,7.12(s,1H) ,7.31(d,2H) ,7.58(d,
1H) ,7.70(d,1H) ,8.07-8.10 (m,2H) ,8.21 (d,2H) ,8.47 (s,2H) ,8.59 (s, 1H) ,8.67 (s,2H) ,
9.49 (s, 1H) .

[2187]  SEjEf122-34:1-{2-[4- (6- L ALK I [1, 2-b] Mk -3-J&) K4 FE] -5+
H)-3-[2- 3-nknedk) -5- (ZH P ) KRR

'\(%7/@ T\j\NiN
[2188] N H H
Oy .
cH,

[2189]  4fiJi (LC-MS/ELSD) :99% ({4 B [a] :0. 8653 %H) ;

[2190]  J5i& (ESI,Pos.) :613 (M+H) *;

[2191]1  'H-NMR (DMSO-ds) :81.41 (t,3H) ,4.40 (q,2H) ,6.92(d,1H) ,7.28-7.32 (m,2H) ,
7.47-7.58 (m,3H) ,7.87-7.91 (m, 1H) ,8.05-8.09 (m,2H) ,8.16-8.20 (m,2H) ,8.24 (s, 1H) ,
8.38(s,1H) ,8.64-8.68 (m,4H) ,9.24 (s, 1H) .

[2192]  Sjiff]22-35: 1- (2— {4-[6— B FA T Le k) WKMEIF [1, 2-b] Wk —3-JE ] oK
S -5 L) —3-[2- (3-MbmeE ) -5 P &) KA IR

[2193]1  4fiJ&F (LC-MS/ELSD) :99% ({84 a] :0. 7953 4%h) ;

[2194]  J5i# (ESI,Pos.) :641 (M+H) *;

[2195]  'H-NMR (DMSO-de) : 84 .70 (dd,2H) ,4.95 (t,2H) ,5.62-5.71 (m,1H) ,7.02(d,1H) ,
7.32-7.36 (m,2H) ,7.36-7.59 (m,3H) ,7.87-7.91 (m,1H) ,8.06-8.10 (m,3H) ,8.15(d,1H) ,
8.25(s,1H) ,8.39 (s,1H) ,8.65-8.69 (m,4H) ,9.26 (s, 1H) .

[2196]  SEjtaf522-36:1- {2-[4- (6-H JERKME I [1, 2-b] WA -3 J) R ] -5 Mg ) -

E&F
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3-[2- (3-MmE kL) -5 (=5 A8 A5 ] ik

[2197]  4fifF (LC-MS/ELSD) :100% (ffEFHF1E] :0. 765 %1) ;

[2198]  J5i& (ESI,Pos.) :583 (\M+H) *;

[2199]  '"H-NMR (DMSO-ds¢) :82.59 (s, 3H) ,7.19(d,1H) ,7.29-7.34 (m,2H) ,7.47-7.58 (m,
3H) ,7.87-7.91 (m, 1H) ,8.09 (d, 1H) ,8.16-8.24 (m,4H) ,8.39 (s, 1H) ,8.64-8.69 (m,4H) ,
9.25(s,1H) »

[2200]  sjitafs)22-37: 1-[2-95—5— (9 H 2) 2R 381 -3- (2 {4-[6- G-I T bk Ih)
KR I [1, 2-b] Wik —3—Jk | SR A I | -5 g JE) fix

ﬂ“ﬁ b

O

O

[2202]  TLC:Rf 0.31 (&Af: HEFE=19:1);

[2203]  '"H-NMR (DMSO-ds) :64.70 (dd,2H) ,4.96 (dd,2H) ,5.63-5.71 (m, 1H) ,7.03 (d, 1H) ,
7.34-7.55 (m,4H) ,8.06-8.13 (m,3H) ,8.15(d,1H) ,8.53 (dd, 1H) ,8.76 (s,2H) ,9.13 (s, 1H) ,
9.32(s,1H) »

[2204]  SLjfEf522-38:1-[3 - Q- FdE-2-N ) -4- R 2- k2] -3- (2- {4-[6-
(3-SR T i S A0 WRME I [1, 2-b] AR -3-FE | R4 L ) -5-meng 5) ik

[2205]  4fif&F (LC-MS/ELSD) :100% (f&BFHF1E] 0. 945 %) ;

[2206]  J5i&: (ESI,Pos.) :698 (M+H) *;

[2207]  '"H-NMR (DMSO-de) :61.45 (s,6H) ,4.70 (dd,2H) ,4.95 (dd,2H) ,5.07 (s, 1H) ,5.61-
5.72 (m,1H) ,7.02(d,1H) ,7.29(d,1H) ,7.35(d,2H) ,7.41-7.60 (m,5H) ,8.03-8.19 (m,5H) ,
8.34(s,1H) ,8.67 (s,2H) ,9.39 (s, 1H) ,

[2208]  SZjif5122-39:1-{2-[4- (6 F S JEMKME I [1, 2-b] Mk -3-J) R JE ] -5 g
e} -3-[2- (IH-NHEme—1-38) —4— (=50 3) 2R RE] IR

[2209]  4fifF (LC-MS/ELSD) :98% (fREFHF1E] :0. 915 %) ;

[2210]  J5i&: (ESI,Pos.) :588 (M+H) *;

[2211]  "H-NMR (DMSO-ds) :84.01 (s, 3H) ,6.65-6.66 (m, 1H) ,6.95 (d,1H) ,7.32(d,2H) ,7.75
(d,1H) ,7.83(s,1H) ,7.94 (d,1H) ,8.07-8.11 (m,2H) ,8.22 (d,2H) ,8.41-8.44 (m,2H) ,8.71
(s,2H) ,9.57 (s,1H) ,9.98 (s, 1H) «

[2212]  SEJEf522-40:1-[3- (B &) R3] -3-{2-[4- (6-FF A IR [1, 2-b] AR -
3-3%) RS ] -5-mEnE B} iR

[2213]  4fifF (LC-MS/ELSD) :100% (fEFHFE] :0. 7750 %1) ;

[2214]  Jfi& (ESI,Pos.) :504 (M+H) *;

[2215]  '"H-NMR (DMSO-ds) :84.02 (s, 3H) ,6.82-7.19 (m,3H) ,7.31-7.35 (m,2H) ,7.42 (t,
1H),7.52(d,1H) ,7.78 (s, 1H) ,8.08-8.11 (m,2H) ,8.20-8.25 (m,2H) ,8.74 (s,2H) ,8.92 (s,
1H) ,9.17 (s, 1H) .

[2216]  SLjfafs22-41:1-[2-F—5— (g H 6) 2Rk ] -3 {2-[4— (6—FF ALKk 3 [1, 2-D]
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ik g —3— k) JR A Jk ] -5 g L) iR

[2217]1  4}iJ&F (LC-MS/ELSD) :100% ({#%BZI1E] : 0. 9143 44)

[2218]  J5i&: (ESI,Pos.) :556 (\M+H) *;

[2219]1  'H-NMR (DMSO-de) : 84 .02 (s,3H) ,6.95 (d,1H) ,7.31-7.36 (m,2H) ,7.40 (dd,1H) ,
7.73(d,1H) ,8.08-8.11 (m,2H) ,8.21-8.25 (m,2H) ,8.57 (d,1H) ,8.76 (s,2H) ,8.79 (s, 1H) ,
9.72(s,1H) .

[2220]  sEjtafs]22-42:1-[2-9 -5 (= 3%) K FE -3 {2-[4- (6-H ALK I+ [1,2-b]
i g —3— k) R Jk ] -5 e L) iR

[2221] 4] (LC-MS/ELSD) :100% (ffE5 ] : 0. 8753 %h) ;

[2222]  J5i# (ESI,Pos.) :540 (M+H) *;

[2223]  'H-NMR (DMSO-de) :84.02 (s,3H) ,6.95(d,1H) ,7.31-7.36 (m,2H) ,7.38-7.54 (m,
2H) ,8.08-8.11 (m,2H) ,8.20-8.25 (m,2H) ,8.53 (dd, 1H) ,8.75 (s,2H) ,9.10 (d,1H) ,9.31 (s,
1H) .

[2224]  Sjtaf5)22-43:1- (2, 5- =GR HE) —3— {2 [4- (6—H ALK M [1, 2-b] WA —3-3%)
IR ] -5 ) R

[2225] 4] (LC-MS/ELSD) :100% ({#%BZ I [H] : 0. 894> 41)

[2226]  J5i#: (ESI,Pos.) :522 (\M+H) *;

[2227]1  'H-NMR (DMSO-de) :84.02 (s,3H) ,6.95(d,1H) ,7.11 (dd,1H) ,7.31-7.35 (m,2H) ,
7.50 (d,1H) ,8.07-8.10 (m, 2H) ,8.20-8.26 (m,3H) ,8.64 (s, 1H) ,8.74 (s,2H) ,9.68 (s, 1H) .
[2228]  sjtafsl22-44:1- (2, 4- =GR HE) —3— {2 [4- (6—H ALK M [1, 2-b] WA —3-3%)
IR ] oM L) R

[2229]  4liJ& (LC-MS/ELSD) :100% ({#%BZ I [d] : 0. 894>41)

[2230]  JFif (ESI,Pos.) :522 (\M+H) *;

[2231]1  'H-NMR (DMSO-de) :84.02 (s,3H) ,6.95(d,1H) ,7.31-7.35 (m,2H) ,7.39 (dd, 1H) ,
7.64(d,1H) ,8.07-8.11 (m,2H) ,8.14(d,1H) ,8.20-8.25 (m,2H) ,8.58 (s, 1H) ,8.74 (s, 2H) ,
9.60 (s, 1H) .

[2232]  Sjitaf5)22-45:1- (2, 5- AR AE) —3—{2—[4- (6—H ALK M [1, 2-b] Wi —3-3%)
IR ] -5 ) R

[2233] 4] (LC-MS/ELSD) :100% ({#BZI1E] : 0. 795>41)

[2234]  J5i&: (ESI,Pos.) :490 (\M+H) *;

[2235]  'H-NMR (DMSO-de) :84.02 (s,3H) ,6.81-6.90 (m,1H) ,6.95 (d,1H) ,7.26-7.35 (m,
3H) ,7.94-8.00 (m, 1H) ,8.08-8.12 (m,2H) ,8.20-8.25 (m,2H) ,8.74 (s,2H) ,8.97 (s, 1H) ,
9.28(s,1H) .

[2236] s fp122-46:1-{2-[4- (6 F ALK I [1, 2-b 1 W ME-3-2) JR4HJE ] -5-Wa g
) -3-[2- U-FJE-1H-1,2,3-=M—1-3%) -5- (= ) FKFE ]k

[2237]1 4] (LC-MS/ELSD) :99% ({41 a] : 0. 86534h) ;

[2238]  J5i&: (ESI,Pos.) :603 (M+H) *;

[2239]1  'H-NMR (DMSO-de) :62.38 (s,3H) ,4.01 (s,3H) ,6.95(d,1H) ,7.30-7.34 (m,2H) ,7.59
(dd,1H) ,7.70(d,1H) ,8.07-8.10 (m, 2H) ,8.20-8.24 (m,2H) ,8.39 (s, 1H) ,8.60 (s, 1H) ,8.69
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(s,2H) ,8.76 (s,1H) ,9.70 (s, 1H) .

[2240]  SLZJtEf5)22-47:1-[5-5—2— (AH-MEMe-1-3%) I ] -3- {2-[4- (6-F EIEKME I [1,
2-b] Mk R —3-J%) IRk ] -5 g L} iR

[2241]1 4] (LC-MS/ELSD) :100% ({#%BZ I [d] : 0. 884341)

[2242]  J5i#: (ESI,Pos.) :554 (M+H) *;

[2243]  'H-NMR (DMSO-de) :84.01 (s,3H) ,6.61-6.63 (m,1H) ,6.94 (d,1H) ,7.22(dd,1H) ,
7.30-7.34 (m,2H) ,7.51(d,1H) ,7.89 (d,1H) ,8.07-8.10 (m,2H) ,8.19-8.24 (m,2H) ,8.26 (d,
1H) ,8.27(d,1H) ,8.69 (s,2H) ,9.37 (s,1H) ,9.89 (s, 1H) »

[2244]  SCjtaf522-48: 1-[6-F—2— (3-Mtne KE) KA ]-3-{2-[4- (6—F USRIk IE [1,2-D]
ik e —3— k) R Jk ] -5 g L) iR

[2245] 45 (LC-MS/ELSD) : 77% (f#£ B4 /a] :0. 7553 %h) ;

[2246]  J5iH: (ESI,Pos.) :565 (M+H) *;

[2247]1  'H-NMR (DMSO-de) :84.02 (s,3H) ,6.95(d,1H) ,7.22-7.34 (m,4H) ,7.54 (dd,1H) ,
7.80-7.85 (m,1H) ,8.07-8.23 (m,6H) ,8.59-8.66 (m,4H) ,9.20 (brs, 1H) .

[2248]  SLjEf5122-49:1-{6—[4- (6 F S JEKME I [1, 2-b] Mk —3-J) R4 JE ] -3 - Nk ng
FE}-3-[2- G-nkmedE) -5- (=& F L) R

[2249]  4fiJ& (LC-MS/ELSD) :98% ({4 B [a] :0. 8353 %) ;

[2250]  J5i&: (ESI,Pos.) :598 (\M+H) *;

[2251]1  'H-NMR (DMSO-de) : 64.00 (s,3H) ,6.94 (d,1H) ,7.05(d,1H) ,7.18-7.23 (m,2H) ,
7.45-7.59 (m,3H) ,7.87-7.91 (m, 1H) ,8.00 (dd, 1H) ,8.06-8.21 (m,6H) ,8.42 (s, 1H) ,8.64-
8.69 (m,2H) ,9.18 (s, 1H) .

[2252]  SEjEf5122-50:1-{6—[4— (6 F S JEMKME I [1, 2-b] Mk —3-J) R JE ] -3 -k ng
Ht} -3-[2- (IH-mkme-1-3) -5 (=3 FH ) R AL TR

[2253]  4fiJEF (LC-MS/ELSD) :100% (ffE5 1] : 0. 9553 %h) ;

[2254]  J5i&: (ESI,Pos.) :587 (\M+H) *;

[2255]  'H-NMR (DMSO-d¢) :84.01 (s, 3H) ,6.67-6.68 (m,1H) ,6.94 (d,1H) ,7.07 (d,1H) ,
7.19-7.24 (m,2H) ,7.50(dd,1H) ,7.73(d,1H) ,7.95(d,1H) ,8.00-8.10 (m,3H) ,8.18-8.21
(m,3H) ,8.40(d,1H) ,8.59(s,1H) ,9.56 (s, 1H) ,9.83 (s, 1H) .

[2256]  SEjEf122-51:1-{6—[4- (6 F S JEMKME I [1, 2-b] Mk e —3-J) R JE ] -3 - Nk ng
HE} -3 {5- (U AE) -2 [3- (g 3%) —1H-mpme—1 -5 ] 2R L) iR

[2257]1 4] (LC-MS/ELSD) :100% ({3 BZI1a] : 1.014344)

[2258]  Jji&: (ESI,Pos.) :655 (M+H) *;

[2259]1  'H-NMR (DMSO-de) :64.01 (s,3H) ,6.94 (d,1H) ,7.07 (d,1H) ,7.13(d,1H) ,7.19-7.24
(m,2H) ,7.55(dd,1H) ,7.69(d,1H) ,7.99 (dd,1H) ,8.01-8.21 (m,5H) ,8.45-8.52 (m,3H) ,
9.40(s,1H) .

[2260]  SLjiff]22-52: 1- (2— {4-[6— B AFA T LeFE %) WKMEIF [1, 2-b] mkng—3-JE ] oK
O] -5-mEngdt) -3-[3- (= 3E) ZRIE IR

[2261] 4] (LC-MS/ELSD) :100% ({#%BZ I [a] : 0. 8443 41)

[2262]  Jfi&: (ESI,Pos.) :564 (M+H) ;
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[2263]  "H-NMR (DMSO-ds) :64.68-4.72 (m,2H) ,4.93-4.98 (m,2H) ,5.63-5.72 (m, 1H) ,7.02
(d,1H) ,7.31-7.40 (m,3H) ,7.51 (t,1H) ,7.61(d,1H) ,7.96-8.00 (m, 1H) ,8.07-8.17 (m,4H) ,
8.74(s,2H) ,9.00(s,1H) ,9.32 (s, 1H) .

[2264]  sjfafsl22-53: 1-[2-8-5- (= H 28) K31 -3- - {4-[6- G-HIHA T Hi i E )
IR JF (1, 2-b] Wk —3-J ] 2R 4 2L} -5-msng 56) Jix

[2265]1 4] (LC-MS/ELSD) :100% ({%BZ I [E] : 0. 904>41)

[2266]  J5i&: (ESI,Pos.) :598 (M+H) *;

[2267]  "H-NMR (DMSO-ds) :64.68-4.73 (m,2H) ,4.93-4.99 (m,2H) ,5.63-5.72 (m, 1H) ,7.03
(d,1H) ,7.35-7.43 (m,3H) ,7.73(d,1H) ,8.07-8.17 (m,4H) ,8.57 (d,1H) ,8.76 (s,2H) ,8.80
(s,1H) ,9.73 (s, 1H) »

[2268]  Sjifafsi22-54 : 1 [2—F JE—5- (U 2) 2R L] -3 (2— {4-[6- G- ZH T hi %
FE) KI5t (1, 2-b] mkBE-3-FE | FRAEIE) —5-msng Jh) iR

[22691 4] (LC-MS/ELSD) :100% ({#%BZ I [H] : 0. 864> 41) ;

[2270]  J5i&: (ESI,Pos.) :578 (\M+H) *;

[2271]1  'H-NMR (DMSO—de) :62.32 (s,3H) ,4.67-4.74 (m,2H) ,4.93-4.99 (m,2H) ,5.63-5.71
(m,1H) ,7.03 (d,1H) ,7.27-7.45 (m,4H) ,8.07-8.18 (m,4H) ,8.27-8.30 (m, 1H) ,8.39 (s, 1H) ,
8.76 (s,2H) ,9.35(s,1H) .

[2272]  SEjtaf5)22-55:1- (2,4- " &OKREE) -3- (- {4-[6- G-I | Fed L) mkme it [1,
2-b] MkWE—3—JL ] RS ) -5 nE L) ik

[2273]1 4] (LC-MS/ELSD) :100% ({#%BZI1E] : 0. 8743 41)

[2274]  J§isE (ESI,Pos.) :564 (\M+H) *;

[2275]  "H-NMR (DMSO-ds¢) :64.67-4.74 (m,2H) ,4.92-5.00 (m,2H) ,5.63-5.72 (m, 1H) ,7.03
(d,1H) ,7.34-7.43 (m,3H) ,7.64 (dd,1H) ,8.06-8.19 (m,5H) ,8.59 (s, 1H) ,8.75 (s,2H) ,9.61
(s,1H) »

[2276]  sEjfafs|22-56:1- (5-F—2-F IR IE) -3 (- {4-[6- (B3-S J 3R T hi 2L A 28) ke Jf:
[1,2-b]mkMe—3—Jk ] SR JE ] -5 Mg 5L) ik

[2277]1 4l (LC-MS/ELSD) :100% ({#%BZ I 1E] : 0. 8443 41)

[2278]  J5i&: (ESI,Pos.) :544 (\M+H) *;

[2279]1  'H-NMR (DMSO-de) :82.22 (s, 3H) ,4.70 (dd,2H) ,4.96 (dd,2H) ,5.63-5.72 (m, 1H) ,
6.98-7.05 (m,2H) ,7.20(d,1H) ,7.36 (d,2H) ,7.98(d, 1H) ,8.05-8.19 (m,4H) ,8.27 (s, 1H) ,
8.75(s,2H) ,9.31(s,1H) .

[2280]  Sjifafsl22-57:1- (2, 5- g AR L) —3— (2— {4-[6— (G-I T btk L) ke IE 1,
2-b] MkWE—3—JL ] RS} —5-mRnE JL) ik

[2281]1  4fiJ&F (LC-MS/ELSD) :99% ({841 a] :0.81434h) ;

[2282]  J5if: (ESI,Pos.) :532 (M+H) *;

[2283]  'H-NMR (DMSO—de) :84.70 (dd,2H) ,4.96 (dd,2H) ,5.62-5.72 (m, 1H) ,6.81-6.92 (m,
1H) ,7.03(d,1H) ,7.23-7.32 (m,1H) ,7.38(d,2H) ,7.93-8.01 (m, 1H) ,8.04-8.19 (m,4H) ,
8.75(s,2H) ,8.98(s,1H) ,9.29 (s, 1H) .

[2284]  SLJaf522-58: 1-[5-F 32— (HF ARk ) 2R JE ] -3- (2 {4-[6- (B3-SI T ki dk
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FE) BRI (1, 2-b] mABE-3-JE ] SR FE ) -5-mEne L) Ak

[2285] 4] (LC-MS/ELSD) :100% ({#%BZI1E] : 0. 775344)

[2286]  JFif: (ESI,Pos.) :588 (M+H) *;

[2287]  'H-NMR (DMSO-de) :62.37 (s, 3H) ,3.24 (s, 3H) ,4.71 (dd,2H) ,4.96 (dd,2H) ,5.62-
5.72 (m,1H) ,7.03(d,1H) ,7.12(d,1H) ,7.37(d,2H) ,7.73(d, 1H) ,7.99 (s, 1H) ,8.05-8.20
(m,4H) ,8.73 (s, 1H) ,8.77 (s,2H) ,10.13 (s, 1H) «

[2288]  Sjifafs22-59 : 1 [5-F—2— (H JEMlt i ) 2R ] -3 (2— {4-[6- B T it %
FE) BRI 5t [1, 2-b] Mk -3-FE | FRAEIE ) —5-msng Jh) iR

[2289] 4] (LC-MS/ELSD) :100% ({#%BZ I [E] : 0. 834> 41)

[2290]  J5i&: (ESI,Pos.) :608 (M+H) *;

[2291]1  'H-NMR (DMSO-de) :83.32 (s, 3H) ,4.70 (dd,2H) ,4.95 (dd,2H) ,5.63-5.71 (m, 1H) ,
7.03(d,1H) ,7.23-7.31 (m,3H) ,7.85(d,1H) ,8.03-8.19 (m,4H) ,8.33 (d,1H) ,8.77 (s,2H) ,
8.88(s,1H) ,10.14 (s, 1H) .

[2292]  SEJEf522-60: 1-[5-%—2— (FF Rl ) 3L ] -3- (2 {4-[6- QA T it &
FE) KI5t [1, 2-b] Mk -3-FE | FRAEIE) —5-msng Ih) iR

[2293]1  4}iJ&F (LC-MS/ELSD) :99% ({84 a] :0. 7953 4%h) ;

[2294]  J5i#: (ESI,Pos.) :592 (M+H) *;

[2295]  'H-NMR (DMSO-de) :83.32 (s, 3H) ,4.71 (dd,2H) ,4.96 (dd,2H) ,5.62-5.72 (m, 1H) ,
7.03(d,1H) ,7.20-7.30 (m,1H) ,7.37 (d,2H) ,7.92 (dd, 1H) ,8.03-8.20 (m,5H) ,8.76 (s,2H) ,
8.95(s,1H) ,10.30 (s, 1H) »

[2296]  sjtafs22-61: 1-[2— (FHAEREPBE L) —5- (29 3k) R3] -3- (2 {4-[6- B-F 4t
T A IL) DKM [1, 2-b Mk -3 ] RS ) -5 E L) ik

[2297]  4fiJ& (LC-MS/ELSD) :98% (4R [a] :0. 8743 %H) ;

[2298]  J5if: (ESI,Pos.) :642 (M+H) *;

[2299]1  'H-NMR (DMSO-de) :83.39 (s, 3H) ,4.70 (dd,2H) ,4.95 (dd,2H) ,5.62-5.73 (m, 1H) ,
7.03(d,1H) ,7.37(d,2H) ,7.64(d,1H) ,8.03-8.20 (m,5H) ,8.63 (s, 1H) ,8.77 (s,2H) ,8.98
(s,1H) ,10.32(s,1H) .

[2300]  sEjifsi22-62: 1-[2— (FF AR ) 2R 0] -3- (2 {4-[6- (3% 230 T e 5 Ah) Ik
P [1, 2-b] MkRE -3 2 ] AR —5-meng ) Ik

[2301]  4fiJ& (LC-MS/ELSD) :93% (B [a] :0. 7353 %H) ;

[2302]  JFif (ESI,Pos.) :574 (M+H) *;

[2303]  'H-NMR (DMSO-de) :83.28 (s, 3H) ,4.70 (dd,2H) ,4.96 (dd,2H) ,5.62-5.73 (m, 1H) ,
7.03(d,1H) ,7.25-7.33 (m,1H) ,7.37(d,2H) ,7.62-7.72 (m, 1H) ,7.85 (dd, 1H) ,8.04-8.20
(m,5H) ,8.77 (s,3H) ,10.14 (s, 1H) .

[2304]  sEjtafs22-63: 2 [ ({2-[4- (6 Z S FEBKME I [1, 2-b] AR -3-3) K5 L ] -5-ME g
) I EE) BN N- T H-4- (SR I Y

[2305]  4fiJ& (LC-MS/ELSD) :100% ({#%BZ I [d] : 0. 994> 41)

[2306]  JFif: (ESI,Pos.) :643 (\M+H) *;

[2307]  'H-NMR (DMSO-de) :81.41 (t,3H) ,2.76 (s,6H) ,4.42(q,2H) ,6.92(d,1H) ,7.33(d,
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2H) ,7.60 (dd,1H) ,7.94 (d,1H) ,8.05-8.10 (m,2H) ,8.20 (d,2H) ,8.61 (s, 1H) ,8.75 (s, 2H) ,
8.99 (s,1H) ,10.31 (s, 1H) »

[2308]  sEjff22-64:1-{2-[4- (6-Z A FEPKMEIF [1, 2-b] MkME-3-4%) JRA L] 5"
) -3-[2- (FREREEESL) -5 (a2 R ] IR

[2309]  4fiJ&F (LC-MS/ELSD) :100% ({#%BZ I [d] : 0. 944> 44)

[2310]  Jfiz (ESI,Pos.) :614 (\M+H) *;

[2311]  'H-NMR (DMSO-de) :81.41 (t,3H) ,3.38 (s,3H) ,4.42(q,2H) ,6.93(d,1H) ,7.33(d,
2H) ,7.64(d,1H) ,8.03-8.26 (m,3H) ,8.20(d,2H) ,8.63 (s, 1H) ,8.76 (s, 2H) ,8.97 (s, 1H) ,
10.31 (s, 1H) »

[2312]  sEjifh]22-65: 1- [5G —2— (FF B M ) R0k ] -3 {2- [4- (6- LS BEmK M IF [1, 2-
b] kMg —3—J5) ZR S Sk | -5-ME g 5L IR

[2313] 4] (LC-MS/ELSD) :100% ({#%BZI1E] : 0. 914> 41)

[2314]  J5i# (ESI,Pos.) :580 (M+H) *;

[2315]  'H-NMR (DMSO-de) :61.43 (t,3H) ,3.32(s,3H) ,4.45(q,2H) ,7.26(d,1H) ,7.35-7.41
(m,3H) ,7.85(d,1H) ,8.18(d,2H) ,8.27 (d,1H) ,8.33 (d,1H) ,8.40 (s, 1H) ,8.77 (s,2H) ,8.89
(s,1H) ,10.33 (s, 1H) .

[2316]  SEjaf5]22-66:1-[3 — (FRE I 3E) —4- (= 3E) —2- B H ] -3- 2- {4-[6- B-%
FOR T e S A IE) KM 5 [1, 2-b] Mk —3-FE | FRAESE ) -5-msng Jh) iR

[2317]1 45 (LC-MS/ELSD) :99% (ff£ B3I /a] : 1.07534%h) ;

[2318]  JFif (ESI,Pos.) :670 (M+H) *;

[2319]1  'H-NMR (DMSO-de) : 84 .58 (d,2H) ,4.70 (dd,2H) ,4.95 (dd,2H) ,5.29 (t,1H) ,5.67
(quint,1H) ,7.03 (d,1H) ,7.27-7.56 (m,8H) ,8.04-8.15 (m,4H) ,8.15(d,1H) ,8.42(d, 1),
8.68(s,2H) ,9.43 (s, 1H) .

[2320]  sEjfaff22-67:1-[3 - (1-FRHELHE) -4- CHF ) 2-BOK R ]-3- 2-{4-[6- (3
AN T eI BRI (1, 2-b] WhMR -3 3L ] R FE ) -5-msne 55) Ik

[2321]1 45 (LC-MS/ELSD) :99% ({4 a] :0. 9453 %h) ;

[2322]  Jfi& (ESI,Pos.) :684 (M+H) ;

[2323]  'H-NMR (DMSO-de) :81.36 (d,3H) ,4.70 (dd,2H) ,4.76-4.83 (m,1H) ,4.95 (dd,2H) ,
5.21(d,1H) ,5.67 (quint,1H) ,7.02(d,1H) ,7.27-7.56 (m,8H) ,8.03-8.13 (m,4H) ,8.15(d,
1H) ,8.37 (s, 1H) ,8.67 (s,2H) ,9.41 (s, 1H) .

[2324] Syt f5)23

[2325]  RAT 5 SLHt 1 7RAAR ERAE , B R AE L) XA Ze Ak G 00 1) 45 1 A S iz A6 & 4
B H 5S-G eI (1, 5—a] M mg i) 4% 1 St 451019, HL P S e 451 3 il 2% Fe) Ak & 0 sRFR 97 ) 4 3
HH R 16 2 BUR R Ak & M A B St 451 3 1l 25 AL &40, 15 21 BAA DL 038 4 5 1 A% B AL
“H,

[2326]  Sjfafsl23-1:1- (2- (4— (6- FH ALK [1, 2-a] MEnE -3-J5) A L) Mg -5-2%) -
3— (3— =9 T AE) 2R3 IR

B

e
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CF,
0
[2327] NN
N
O

[2328]  TLC:Rf 0.52 (LBRZBE: HEE=9:1) ;

[2329]1  'H-NMR (DMSO-de) :83.81 (s,3H) ,7.10 (dd,1H) ,7.30-7.37 (m,3H) ,7.52 (t,1H) ,
7.54-7.65 (m,2H) ,7.71 (s,1H) ,7.73-7.77 (m,2H) ,7.98-8.03 (m,2H) ,8.75 (s, 2H) ,9.00 (s,
1H) ,9.32 (s, 1H) .

[2330]  Sjitafsl23-2:1- (2— (4— (6— (2—F2FE P —2—35) DKM JF: [1, 2—a] ML e —3-3%) IR JE) s
E-5—J%) —3- (3— (=& ) KI) Bk

[2331]  TLC:Rf 0.26 (&M :HEE=19:1) ;

[2332]  '"H-NMR (DMSO-ds) :81.48 (s,6H) ,5.30 (s, 1H) ,7.30-7.43 (m,4H) ,7.49-7.74 (m,
6H) ,7.95-7.99 (m, 1H) ,8.50-8.53 (m, 1H) ,8.75 (s,2H) ,9.00 (s, 1H) ,9.32 (s, 1H) .

[2333]  sjitafs|23-3: 1- (2— (1H-MEmE—1-3E) —5— (=5 J) 2R 38) —3— (2— (4— (kM3 (1, 2-
a] ML e —3—Jk) KAL) MEnE —5-55) ik

[2334]  TLC:Rf 0.59 (LBRZBE: FHEE=9:1) ;

[2335]  'H-NMR (DMSO-d¢) :86.67 (t,1H) ,6.96 (t,1H) ,7.27-7.37 (m,3H) ,7.51 (d,1H) ,
7.64-7.77 (m,5H) ,7.95 (s, 1) ,8.41(d, 1H) ,8.55-8.58 (m,2H) ,8.71 (s,2H) ,9.70 (s, 1) ,
9.97 (s, 1H) .

[2336]  SEjfafs)23—4:1— (2— (4— (BEMEIE[1, 2-a] Atk iE-3-3) ZE4R L) msng -5-3%) -3- (2— (it
mE-3-38) -5- (= H 2 K30 Ik

[2337]  TLC:Rf 0.27 (LW ZTE) ;

[2338]  'H-NMR (DMSO-ds¢) :86.95-7.00 (m, 1H) ,7.27-7.36 (m,3H) ,7.48-7.60 (m,3H) ,7.64-
7.72 (m,3H) ,7.77 (s, 1H) ,7.88(dt,1H) ,8.24 (s, 1H) ,8.39 (s, 1H) ,8.56 (d, 1H) ,8.65-8.69
(m,4H) ,9.25 (s, 1H) »

[2339]  Sjtafs|23-5: 1 (2— (4— (WKW I [1, 2—a] N iE—3-JL) JR 4R JE) meng —5-45) -3- (3—- (=
) 2R IR

[2340]1  TLC:Rf 0.46 (LB Z ) ;

[2341]  'H-NMR (DMSO-de) :86.95-7.05 (m, 1H) ,7.28-7.38 (m,4H) ,7.52 (t,1H) ,7.60-7.74
(m,4H) ,7.78(s,1H) ,7.98(s,1H) ,8.57 (d,1H) ,8.74 (s,2H) ,9.02 (s, 1H) ,9.34 (s, 1H) ,
[2342]  sEjaf5]23-6:1- (2— (4- (BKMEIE (1, 2-a] MEiE-3-3%) JREIE) MEnE-5-3%) -3- (2K
F-5- CHEA R Mtve-3-28) Ik

[2343]  TLC:Rf 0.29 (L2 ZTg) ;

[2344]  'H-NMR (DMSO-de) :66.95-7.01 (m, 1H) ,7.27-7.37 (m,3H) ,7.54-7.78 (m,9H) ,8.43
(s,1H) ,8.56 (d,1H) ,8.70(s,2H) ,8.73 (s, 1H) ,8.76 (d,1H) ,9.48 (s, 1H) .

[2345]  sEjitaf5)23-7:1- (2— (4= (IH-PER& I [2, 3-b] Mtk iE -5—J%) A IE) Mg -5-3&) -3- (2-
(e —3-3%) —5- (=& %) K55 ik

126



CN 106986857 B ﬁ'ﬁ HH :I:; 125/139 7T

CF,
\@ 0
[2346] N N HJ\H

HN Lj
[2347]  TLC:Rf 0.23 (LM ZTE) ;
[2348]  "H-NMR (DMSO-de) :66.49 (d,1H) ,7.26 (d,2H) ,7.47-7.58 (m,4H) ,7.73 (d,2H) ,7.90
(d,1H) ,8.19-8.25 (m,2H) ,8.39 (s, 1H) ,8.49-8.51 (m, 1H) ,8.65-8.68 (m,4H) ,9.24 (s, 1H) ,
11.7(s,1H) »
[2349]  sEjitafs23-8:1- (2— (4= (IH-PEA& I [2, 3-b] Mtk iE -5—J%) A IL) Mg -5-3E) -3- (3-
(R ) R Ik
[2350]  TLC:Rf 0.60 (L& ZE) ;
[2351]  'H-NMR (DMSO-de) :66.49-6.50 (m, 1H) ,7.26-7.36 (m,3H) ,7.46-7.54 (m,2H) ,7.62
(d,1H) ,7.74(d,2H) ,7.97 (s, 1H) ,8.21 (s, 1H) ,8.50-8.53 (m, 1H) ,8.73 (s, 2H) ,8.98 (s,
1H) ,9.31(s,1H) ,11.7(s,1H) .
[2352] s f5123-9:1- (2- (4- (6~ FE-1H-MLM% I [2, 3-b] ML e -5-3%) JKE L) MEnE -5-
) -3- (- (Mkme-3-3%) -5- (R 2 KD Ik

CF,
NH, O\©\ o)
[2353] N N A N)LN
| H H
HN I
— N

[2354]  TLC:Rf 0.35(ZBRZTE) ;

[2355]  'H-NMR (DMSO-de) : 85.19 (s,2H) ,6.20-6.24 (m,1H) ,6.99 (t,1H) ,7.23(d,2H) ,
7.46-7.58 (m,6H) ,7.88-7.92 (m, 1H) ,8.23 (s, 1H) ,8.38 (s, 1H) ,8.63-8.68 (m,4H) ,9.23 (s,
1H) ,10.9(s,1H) .

[2356]  SEaf23-10:1- (2— (4= (BEMEIE (1, 2-a] ML HE-3-JE) AR L) msng-5-J%) —3- (2-
(e -3-45) -5- (=& P8 K5 IR

CF,
Q.
- T3
[2357] M“IO/ “\j\ﬁfu\ﬁ
N

|
N

[2358] TLC:Rf 0.34 (& H ke HEE=9:1) ;

[2359]  '"H-NMR (DMSO-ds¢) :87.38 (d,2H) ,7.46-7.59 (m,3H) ,7.78 (d,2H) ,7.85-7.91 (m,
1) ,7.92(d,1H) ,8.06 (s, 1H) ,8.24 (s, 1H) ,8.38 (s, 1H) ,8.58-8.69 (m,5H) ,9.13 (d, 1) ,
9.25(s,1H) »

[2360]  sjEf23-11:1-(2— (4- (LM [1,5-a] ihng-3-3%) KAL) Ming-5-3%) -3- (2-
(ke -3-3%) -5 (=g 4E) 25380 R
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CF;
o"’ji
[2361] N A S
H H

4
[2362]  TLC:Rf 0.29 (L2 M) ;
[2363]1  'H-NMR (DMSO-de) :86.94 (t,1H) ,7.74-7.35 (m,3H) ,7.46-7.58 (m,3H) ,7.71(d,
2H) ,7.89(d,1H) ,7.96(d,1H) ,8.23 (s, 1H) ,8.36-8.38 (m,2H) ,8.64-8.74 (m,5H) ,9.22 (s,
1H) »
[2364] S f23-12:1- (2— (4= (LH-ME MR 3 [3, 4-b ] Ak mg —5-3L) A L) meng -5-3L) —3-
(2- (b mE-3-3%) -5 (Z 5 28 KAL) MK

CF3
j\ 0
N)I\N
H H
|
N

[2366]  TLC:Rf 0.23 (LIRS ;

[2367]  'H-NMR (DMSO-ds) :87.29 (d,2H) ,7.47-7.58 (m,3H) ,7.79(d,2H) ,7.87-7.93 (m,
1H) ,8.18-8.21 (m,1H) ,8.24 (s,1H) ,8.38 (s, 1H) ,8.47(d,1H) ,8.64-8.68 (m,4H) ,8.83 (d,
1H) ,9.23(s,1H) ,13.7 (s, 1H) »

[2368] 23 7 SEG41)«

[23691 24 PS4l 1 . A F A Trk A— 28 40 i 0B Trk AU 40 s 1tk

[2370] 441 i 22 Gt v (0 T k AR U0 8375 11k 2 8 238 N TrkARINFAT-b1a ) CHO-K 1 4 g
(CellSenser™ TrkA-NFAT-bla CHO-K14HMI, Invitrogen) JUl& [ .

[23711 PR FT— K, ¥CellSenser™ TrkA-NFAT-bla CHO-KI14H & T ik 1% 77 4 b
(Opti—-MEM1y /b Iy 35 77 5L (Reduced Serum Medium) (Invitrogen) , Ho5H0.5% iEHTHI
a4 Mg (Invitrogen) 0. ImMIE L R EEE (Invitrogen) « ImMPA lER 4N (Invitrogen)
P& (100U/mLE % £ A1100ug/mLEER % (Invitrogen))) I B T4 42,4 X 10" 4H /40
nL/FLHI96 L IE AR I (Corning,Catalogue No. :3882) o fEIXELFLH, I AN 40uL/FL
MBS IR 2 CRA) o M4 %, 4 10mMAS & B AL & (DMSOVE) 73 il T-96 Lk (Costar,
Catalogue No.:3363) H FIDMSOUA 31 JUART bt i35 AT 3 4 o o g 32 802 ol FH k5% 7 S
FE1004% , DL & A 105 W B ) AR BIAL S W0 00 (DMSOMKEE < 196) o [] 40 BRI i AR
CLSuL/FLANAAR R A6 A 4 JER 2R 7E 3T C I 5% C02, 95 % 25 K1 COo3% 77 4 P 15 97
30435 o X X6 HE RN 25 5 %6 B, B2 1 % DMSOFA I 5 15 F=2 L LLsuL /LN A E A & B 4k
EYIHITER - 2% , & ANGF Mouse 2.5s,Natural,Invitrogen) B MIRE; 7= HE PL5uL/ L
INZAZAR (NGF [ e 49K S : 50ng/m1) FFRHZARAEST T 5415 % C02, 95 % 2 T M CO 15 -
WG FR5 /NN 0 T2 R IR ZE, N IR 77 35 , A8 Bl / FLEINGE o 4 45 5 Wl I 55
(reporter assay detection reagent) (10uL/fL) I ZZA , SR 5 R AZMAE 5 T et 5 77
1204340 o PR R 45 MR AS MR 77 /2 fHLiveBLAzer™-FRET B/G Loading Kit (Invitrogen)
#1251 o fEAnalyst GTH Molecular Devices Japan,K.K.) ,FL1E405nm ik & 6 e 5T,
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F 72 46 0nmAN530nm ¥ 5 6 38 FE AR DL R A K ITHE & AL (8] 73 #F 0O LR AE B 7% 7%
(TR-FRET) HIEL 3K

[2372]  [/v:1]

[2373]  TR-FRETEL 2 = (Ass0x—Ads0r) / (As30x—As30r)

[2374] Hirp.

[2375]  Asox: A K AL A W) %) HE B2 5 %) I FE 46 0nmi) 5 G o &
[2376]  Aseor : TC AN B FEA60nmT) % Y6558 FiE
[2377]  Assox: A K HAL S W) ) I8 Bl 2 5 %) R ZE 5 30nmi) 2 G i & 5 Al

[2378]  Assor: JC4H A AES30nmF) 26 58 i .

[2379]  ARHELL T AT HEA K A E YD EI TR-FRETHI ] 2 (%) -

[2380] [ 302]

[2381] =R (%) = {1- (Ax-Ap) / (Ac-Ap) } x 100

[2382] Hrh

[2383]  Ax: 2 IIAA S BAAE & P (I TR-FRETEE % ;

[2384]  Ap: =¥ X I TR-FRET ; A1

[2385]  Ac: XJ HE¥JTR-FRET.

[2386] P 3L T A BHAL A WLE SV BE I3 22 1 4l il 42 1 H S A R PR AL S P 1 CsofE
[2387] L5 HE I, AR S EAO. SuMsl 5B K TCsofl B LA TrkASHINE It . —te A
RIWAE DI ICsolE U N R 1E2HTR

[2388] %1
5 7.4 TrkA F#p#17E K (IC50; M)
7 0.001
8-1 0.001
8-2 0.002
8-4 0.001
[2389] 9-1 0.003
9-2 0.001
11 0.001
13-1 1.002
14-5 0.001
14-6 0.001
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15-4 0.001
15-5 (.003
15-6 0.002
15-52 (.004
15-55 0.004
15-58 0.002
[2390] 15-63 0.002
15-71 0.002
15-77 0.002
15-87 0.001
15-96 0.0004
15-98 0.0008
15-104 0.0005
15-105 0.004
[2391] %2
[2392]
STt 451 Trk A4 )35 1 (1C50 5 uM)
21-1 0.001
21-2 0.001
21-9 0.001
21-13 0.001
21-37 0.001
21-51 0.001
21-65 0.0007
21-67 0.004
21-70 0.002
21-73 0.003
21-75 0.004
22-8 0.001
22-9 0.001
22-34 0.001
23-3 0.001
23-7 0.002
23-10 0.001
23-11 0.001
23-12 0.001
[2393]  Z5PHSLIR 512 B 1 Tk () e FX) P47 13 A ikl e 438 1)
[2394] Wl R BAEYD) ¥ T = H LA A DL i) 2 IR B (BuM) frI 10045 B B .

P W A v (20mM HEPES,0.01% Triton X-100,2mM DTT,pH 7.5) #t— D #kE

2545 , 15 PNFEIE I LA 77 3, FHRE X B2 Joi 1) 26 S et A0 S A
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(23951 ¢ IR 22 ph ol i) 2% B BRI 445 Wk FE 1 (Bul) BuLIR#)/ATP/ 4x J& (Mg) )4
R FE VAN L OR LI 1) 2435 W B Vi VR & 1 58 s 384U AR 1 AL H Lk AR Z IR R B 1/
o 38 o N 60RLZ% 1F 22 i (QuickScout Screening Assist MSA;Carna Biosciences)
VFAZ I 24 1E o 12 BN Y H TR RS A TR RH g R A ) IR 2 20 5 o B o TN I R P AR Y
b (P/ (P+S) ) BEAT VRAS B, 12 A G EE A& F e A IR B4 U vag B2 (S) st I A I P g v i (P) 1B
1) o Tt 3 45 1 S 0w By ) LAt 3 2 L 451 401, b—Raf FTKDR o T 3R 33871 [ 42 7E 25 1) g
et 1 S H I ASE RSS2  JEC AU 5 L ATPAS B ABH M X6 HEECA) o

[2396] %3
[2397]
g A ATP (uM) [E 2 B8,
AR (nM)
b-Raf MAP2K 1 1 1000 ZM336372
KDR CSKtide 1000 75 FIRFT

(23981 il 2 ph & SRR A IR SR P 34945 5 5 BETE SR, TS0 5 A AT S NL R oy
2% 50 B LA P 22945 5 5 D90 96 F I T 55 AL CRINAB) (728455 51 2 2910096 $0H1 .
2RI SUMIR FEE PR AR K WAL & W) BAT (R S F 13 A R R AT 7R

[2399] %4
- WHE (%)
b-Raf KDR
) 40 0
8-1 6.5 0
8-2 21 0
13-1 33 35
14-5 13 0
14-6 45 1.7
[2400] 15-4 0 0
15-6 37 0
15-52 20 0
15-55 30 0
15-58 30 0
15-63 43 0
15-71 40 0
15-77 32 0
15-87 34 0
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15-96 22 2
15-98 23 8
15-104 53 18
15-105 26 0
21-1 36 1.5
21-2 30 1
21-37 50 16
[2401]
21-51 49 9
21-65 58 19
21-67 19 0
21-70 19 0
21-73 21 0
21-75 4] 0
22-34 56 19

[2402]  MIXANGE ST LLUERH , AR B AL & 90 2 7s X BR T TrkAZ AMP 3G (B, b-Raf
FUKDR) PRI 4], TR Trk A I HS 98 PR 4 1] o 8 1)1 150, A% R B AR S XS Trk AR 0
0. SuMER BEAICIR) TCs0, 45 2R U 24 38 22 St A5 1 s , T AR R B AL S P03 i Trk Az A1 1) I , B
T & AE3UMA I BEA 0% 22 2958 % , 45 SN2 B == S 2 B 7~ o IR bk, o] LAAIEBR , AR B AL
E Y Trk AR H 61| B A 5 L3814 H B A ) e 2 1 .

[2403] 2P E25206 3 KIRNGFFE 5 1Y ML R V5 a3 14 ) 470 1)

[2404]  FE AR BHAL S P00 Trk AFIE 1 76 A N 2EAT PPl 9 T i AR R B &
AR %5 24 (45 250 B : 5mL/kg) ZMEMECD (SD) IGS KR (7T-Z 9, Charles River
laboratories Japan,Inc.) , ¥ ILADGIET KA BT RS 24 (45 254681 - bul/ke) =X B4
AR 2 25256 128014/, 45 3ug /mL )46 1570 1 %6 BSA (Sigma-Aldrich) i £ 7K 4 1)
NGF (Mouse 2.5s,Natural,Invitrogen) ¥R BN 4524 GRll & ;s 50uL/ AL 50 T3 Ge hR I sh 1)
JE I3 AL X T IEH A, B 50, 1 %BSAR #h /K i N 25 24 GR) & 50uL/fr &) 2 H G
B3 o 2 N 25 25 Ja SR 1 % R SC A (Tokyo Chemical Industriy Co.,Ltd.) B
k25 25 (45 23R FR : 3mL/kg) - 25 2451073 85 , 38 ik U1 I8 32 sh KR Z S Ab B8 4475 35

BN 45 25 A s (3L 10 VIR I8 12 B2 AT it 70 70l 6 #% 2248 4L# (Asahi Glass Co.,
Ltd.) LA o4 F L IZ (0. 8mL/ L) IN 2 a2 M W4 AR 25 3 FEAE 60 °C 55 TR 18 o 5 H ok e A
HUHE (200uL) 42 22 96 FLAR 44 T~ HY Ik Jie A 2 B B SRR R RO BE (K = 620nm) 7ERROYE
FENEFRIY (SpectraMAX 190,Molecular Devices Japan,K.K.) bE#E47 & . [ &0 E A& T
FF 9 i F) B SC R B AR v B (000.78.1.5613.13.6.25.12.5.25F150ug/mL) fIWR 6 (B¢
K :620nm) , DA77 AR il 2 o 5 T 2R v il 8 A o IR B T SRORE i AR SRR )k
£ o K I — A B ISCER 1 = A Bz JERASE s ) B S B VA BE BT 3904, 19 BN s HIME « A K
AL G P00E K BRNGF 15 5 11 I 8 8 22 14 A 4 28 AR LA R A X8

[2405]  [AF3]

[2406] % (%) = {1- (Ax—Av) / (Ac—Aw) } X 100

[2407] oA WAL S P00 B SCRBIE IR FE (— AN = ANFE L 19T 318D

[2408]  Ax: IEH 4B SCRBIE IR FE (— NS = ANFE L 19T 351H)
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(24091 Ac: XA ST BIKEE (NS =R T 251E)

[2410] PR, AR WAL S (3mg/ke s 45 245 R 6 /N HA 470 % B K BUNGF 755 (14 1L & 7B
BB VLRI AN, TR, AR AL S PRI R AEAR A — B [a) 2 Ji5 473 56 220 3t 400 ] 1 7k
BiEE

[2411] g, — AR B &1 (Img/ ke s 45 245 Ja 14801 2/NE) BB A KRNG5 3 A L
B IEVE AN 40 T R M6 FTR o

[2412] 35
P Ao AR E M ér?éf%:l £ (%)
(¢35 & 640 ) (h))
7 97% (14 h)
8-1 94% (14 h)
8-2 100% (14 h)
8-4 96% (14 h)
9-1 86% (14 h)
9-2 100% (14 h)
[2413] 11 100% (14 h)
13-1 100% (14 h)
14-5 93% (14 h)
14-6 78% (12 h)
15-4 100% (14 h)
15-5 92% (14 h)
15-6 95% (14 h)
15-52 96% (14 h)
15-55 94% (14 h)
15-58 100% (14 h)
15-63 99% (14 h)
15-71 100% (14 h)
15-77 100% (14 h)
[2414] 15-87 86% (14 h)
15-96 90% (14 h)
15-98 80% (14 h)
15-104 100% (14 h)
15-105 100% (14 h)
[2415] K6
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[2416]
5 3,451 A A5 A M ﬁﬁdﬂ’%ﬁl%ﬁ (%)
(2524 J5 9 9% 9] (h))
21-1 87% (14 h)
21-2 100% (14 h)
21-9 100% (14 h)
21-13 100% (12 h)
21-37 98% (14 h)
21-51 95% (14 h)
21-65 92% (14 h)
21-67 90% (14 h)
21-70 100% (14 h)
21-73 92% (14 h)
21-75 100% (14 h)
22-8 100% (14 h)
22-9 100% (14 h)
22-34 91% (14 h)

[2417] 4B S20 504 6 SRS FR A5 S O BB K R ) R 4

[2418]  fdf H LIS R AN (DL T TTRRAMIA) (Sigma—Aldrich Japan) 55 [R50 K iR
Tl A R B A YD) B AE

[2419] (1) MIAWS T AIBEAL R 1) 7= 28

[2420]  7ESHCHERRIEE T, 4 KSR pBE A Ja i R o A L (1) B 9 R 250 120mg /mLIFIMTAYE 7R
FHEC A 29G4t Sk 7E S 2% (BD Lo—Dose,Beckton Dickinson Japan) 4524 & %45 Jo %
W o [ 135 6 BB 45 25 250l R 7K

[2421]1  (2) HAHM A A AH

[2422]  Fr A 3E I 2 40 o I X BRAH L s %o R 2 PR A Rl 2 e sl 28 Bk 1 OB N
HRAH B KRR AT 0 L, (615 76 F B30 (D) BT i 73 72 AR IMT A 3 )5 14 R B ALK BRI
F B EE (weight load ratio) GZELZAIMIEAE N SCHEATHEIR) 765410 AH[A] o
[2423]  (3) BFF « il B 2 s ng e 14 it FH

[2424]  ¥GAE NRFERI A R AL B9 45 ¥ FWellsolve (Celeste Corporation) DAl 4%
W N0.1.0. 3F0 Img/mL I - 45 BT il 4 10 . 1.0, 385 I mg /mL ) ¥4 V0 FH 28 1 /K 515 5 ¢ L,
#114:0.02.0.06850. 2mg/mLISIVATR (Wellsolve I B W B :20%) o 44 FH It % BB 254 (jth &
Z%) T T 3R K DA 45 2mg /mL KTV R - B K BH 14 % HE 244 (M) 95 3R 7K LA i) -0 . 6mg /mLL
I - FAMIAYS 3 )5 55 14K R 23R, Bl ARV R (0.1.0. 38 1mg/kg) LARER IR 1 iR 4e
ZERPEA BB 10K 7E FIMIATE SIS A5 24K , 28 B A5 )5 B A7 JE B RS/, iz aak ke
W AT ORG24, FEAE MR HT 1/ B2 R4 25 37K o i S o 20 Bl k20 11 e 225220 %
Wellsolve, BERPIIK, FFEE10K , R FIMIAYE 5 51K 55 14 K B 523K o 76 FIMIAS 5 5 11 55
24K, AE A J5 I 7 E LG RT3 /NN, 4420 % Wellsolve FEAT I IRZE 24 , 37 A6 M R 1/t
B R 45 25 i o (10mg/kg) B MEIE R (3mg/kg) o 155 T HE ZH A2 5 5o R 2H 4225220 %
Wellsolve, BfER I, FrE:10K , B FIMIAYS S 5 514K £ 5523 K  7F FIMIAE S5 1 55
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24K, fEM = A Ja B B L RS/ 20 % Wel 1sol ve FREAT 1 ARES 24, F1 76 &= 5T 1 /)N
B4 23K

[2425]  (4) A5 5 o S s EE ) N &

[2426] HLinton Incapacitance Tester MJS Technology INC.,UK) & A 4 5 i B
BB KRR £ Linton Incapacitance TesterJ8 1A F 85454 Ja AL Ja i
93 IAE— X B AR IS R RS b AR 2R R e BT S A S 2 = A S RN
FJaE B A E3FD Bl iZ M E R R KR E R 3IR A TIRB R e R, fEAMIAE 4 RS
PFJE H14ARZ AR EEE R B 2K, B R B B R AE I8 HH & B 2043 B al BB A o b Ak, 75 I &
TS B KE OR R AE 8 1 R B OE S 1043 B o X T 1 35 %0 FRZH L e o o FRUAH R 4 (45 24 5 37
) b 2 (45 24 fa 1/h) FndmEee (4524 f5 1) , 78 FIMIAYS 3 J5 5514k HAE S 40T,
PL A AR T G 55 24K , W 7e 40 Ja JB ) A 36 o 28 45 5 ORI A I B A JE 3848 AR 3 T A1 A
RATHE AR T E R ER A R A EN . DLE 7 (blind manner) #E4T1Z & AR $5 T
A S A RFE R AR B SV 23 1 43 bR 3E T FIMIAYS S 5 S 24 R &AM A 5 ik
B EETHER) NI PPAl 1R (& AL &) B ERAE -

[2427]  [/Ax4]

[2428] A5 M ELEB (%) = {Ar/ (Ar+Ar) X 100}

[2429] Hr.

[2430]  Ap: A7 JE A EE (s R ORBR = &2 1~ $504ED) A

(24311 Av: Ao JE IR S B (B R OR R =&~ 394E) -

[2432] [AF5]

[2433] 3 FEAIECE B 20l (%) = {1- (Br—Be) / (Bx—Be) } X 100

[2434] .

[2435]  Be: IE %X RRZH I~ 3518 5

[2436] By 5 Xt REZH ) P 35048 ; A

(24371 Br: il R4 R P I1E.

[2438]  [A| UG, AR AL & B A o o b, HOR T B804 108 0 /R0 7R it 2 26 A0
Ny ) 35 T 0 B o BRI, B S AR BRGS0 B A 2 T B T i 2 R ) £E R A
o

[2439]  — AU B AL A PRIMT AT S (A58 R R ) BRI A A (5035 1 20 L) 1) STt )
T (FHFH P R 24 il B 215 20 1 25 50) AN 8 (FHRH PR HE 245 g iE 45 211 25 2R) P o

2|

[2440] K7

[2441]

SE it 451 o H ot (%)
7 61

8-1 60

14-5 47

15-6 51

21-9 64

21-13 66
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FH A RE 24 G H 4 (%)
HHEPAS 43

[2442] k8

[2443]
5 #.45) HET I (%)
14-6 53

[2444]
15-52 60
15-55 62
15-63 53
15-77 55
15-87 5%
15-98 57
15-104 54
21-37 67
21-51 68
21-70 61
21-73 62

e b2 B 25 HET T (%)

o i 54

[2445] [ 157 skt ] ]
[2446] i35S 1
(24471 FRAEH IR K UL B 1R A R R R, 152110, 000 Fr , B 7 & 10mg i 14 1%

4

IT o
[2448]

1-(2-(4-(2-RIA-5- Ao -3- 2 ) R AL )7 -5- 4 )-3-(2-(4- F AA-1H-1,2,3-
EU R SENES P S ¥ 3 100 g

RFEGT S Z45 (AR 20g

ARG BRAE (IR A 10g

fken (e & 870 g

[2449] il 71 Lt 4512

[2450]  AR¥EHE TR UL IR G, Sk Rt yESR I U8, Lhoml 73 Bt T2 R 7
S HCKTE 152110, 000 20, BEAN 2 HL 5L 2 A 20mg (1) 35 14 853 o

[2451]  1-(2- (4- 2-Z He-5-FMLHE-3-J%) IR ) msnE -5-J) —-3- (2- (-1 JE-1H-1, 2,
3-=Mp-1-3) —5- (=3 R Ik 200g

[2452] HF&ME 20g

[2453]  Z&18IK 50L

[2454] Tk M
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[2455] Ak BAAL &P B A Trk g 1 o D5 ik B - J0 A0/ k3697 Trk 2 5 19505 , 1
PR IRPE I WA R T ThRE RS 12 i L 3o B 8 L 26 M s AN e

[2456] A REAPE UL R 7T -

[2457]  1.38z0 (D REFHMEP) L HN-A W) B A al a2 -

(R1)
Az O _Aq P
R Az 5N 9
[2458] ( ﬂq@i%ﬂ\: \AIE\:/J\NJJ\N@ (I)
Ry H H

[2459] Hr,

[2460]  BRCy AR ZEC3- 10 BRI IR SR B PR B A~ %10~ 70 L B 4 FR B0 4437 ¢
[2461]  FRCyofR 74— 10-TC IR JL R OGR4 FR , AN ALFE JR BT, 3T M —5- L JE [
[2462] RfRF:

[2463] (1) [ &

[2464]  (2) C1-6%i3t \C2-6/A 3L B C2-6k I , FAT LM 3% F L R AU BURIEEUR : (1) s &
A(i1) Fadks

[2465]  (3) CH5-6HLEAAREA , HAT et gl DA FE A B AR : — AR AR L 4] 5

[2466]  (4) 5-%6-JCHINJ2IA , HAT ik gl LR FE B BT B : — ANl A Rs2E [ 5
[2467]  (5)-S(0) mi—Rs;

[2468] (6) —SO2NR7Rs;;

[2469]  (7) —C (0) ORo;

[2470]  (8) -NR10C (0) Ri1;

[2471]  (9) —C (0) NRi2R13;

[2472]  (10) —OR14;

[2473]  (11) -NRi5R16;

[2474]  (12) &, 5%

[2475]  (13) g2

[2476]  Rsft%:

[24771 (1) [ &;

[2478]  (2) -S(0) m2—Ri7;

[2479] (3) =S02NR18R19

[2480]  (4) —C (0) OR20;

[2481]  (5) -NR21C (0) Raz;

[2482]  (6) —C (0) NR23Raa;

[2483]  (7) —ORgs;

[2484]  (8) —NR26Ra7;

[2485]  (9) &L,

[2486]  (10) i 5%,

[2487]  (11) C1-3kedk, HAR sl e B DL A BARE AR : (D) s 25, (1) BEEM (111) %
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AIEH 5

[2488]  AFAE P/ MRsIE B, 1ZRs2E ] AT b 37 Ho AR 5] B AN A 5

[2489]1  JthAb, 4P RsIE A & B AT M oA C1-3ke el R 3L , H RsFE A B2 2 C5-6 AR BRI
B{5- A 6- TR PR _E AR L AH AR Bk ) BATTAT — T R 5

[2490]  ReZRor#$ H ALK R (1) SR 184 (2) C1-64tdk , ATk Hhpk DL T B By BUAR -
(1) 2B (1) F20E

[2491]  HRisFIR105: B 7 H A CL-6%8 5L , Ris AR 1oL A n] —iE T A

[2492] RoARER:

[2493] ()X =;

[2494]  (2) Cl1-6ke st , HAT et gl DL I FrEAR : (1) i 2Rk (11) F2 0

[2495]  (3) C3-63Jidk , HAT R Hi gl DL T B M T AR : (1) i FR Bk (1) F2 2

[2496]  (4) C1-6ke %A Ak , HATI Mgl i 25 BT AR

[2497]  (5) —NR2sRag;

[2498]  (6) 3-ET7-JCEAFR4FE ; 5L

[24991  (7) -0- (3-&ET-JLHIL4IE) ;

[2500]  RosAlR2o % H AL IR R (1) &R 8L (2) C1-6)e Kk , HAT e Mgl DL R 5E [ Fr AR«
(1) 2B (1) F20

[2501]  AvRIA2%% H A7 H 78 = CRs-B =N-—;

[2502]  As A4 AsFlA6SS H ALK = CRe-B =N-;

[2503]  RsMIR4# H M7 R R AR F B 2

[2504] mIfCFROZE 2024,

[2505] m2fCFROE 20 B4,

[2506]  pARFOZETHIHEEL

[2507]  qfRFOZTHIHEEL

[2508] rfRFKOZE 20 HEHL

[2509]  Ri#/2 , Zpafr sl o 2805 R A BEAUNT , Ro \Ro AR 25 A1 AT 2% [ b 37 i A 7] 2
A

[2510]1 2. 1HILEW, HAiZ IR Cyoft 5- 2 10— 76 B3R 55 I Z4 IR B8 0UFR 55 i 4438 , AN F5
JeIRT, 3-MEME-5-JL L[

[2511] 3. 1802, HoHP IR Cy ot I IE BA W5 E BA | L I 8 g B | IDK A S Ik 2R 2
IR A L P AN L P ML P A  IOK e b 1 A B Lt e FHEILE e 3

[2512] 4 ARFE1-3 R AR —TRMIAL &Y, Hoh A RIA 1 — AN =N-1fij 55— =CH-B
NN =N-HAs3. A4 A5 Al A6 52 = CH—,

[2513] 5. 1ftb&Y, HAidE (D HiEl 0-1) 8od X T-11) FrilEE:
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[2514]
(R4)t (Ra)r (RB)r
NH> 2 [
JQ/O \r\J\ J @ (1) )N%/O/ U JL (I-ii)
~ Ro.a)a (Rz.a)q

[2515]  HARo-ofUSR T SRR 955 35 q-a AR 0-3 1 35 tAUSR0- 4R H s HL A AT
T HASUHERAIR A& S A5 » Za-a MR 28CE KA AU, Ro- MR ] W] 25
SElva:yE EE RN

[2516] 6. 1HtLEP, Hri@a (D diE (-1i1) BEdE (-iv) s

[2517]

(Ra)r (R )t (Rs)r
(R“)‘ \ (Rop ; (R”"

’TO/ \f\j\ (l ii) /IO/ \L;\ JL (-iv)

N
Q\A(sz)crb (sz)‘“’

[2518]  HH1Ro-ofRFK T SRoAHEI & s q-bARFRO-41) 24y s HHALRT 5 B A 51508
El’J?FHHEI’J/‘x AUHRAE » 2 q-bARIR 28 5 K BEEUT , Ro-o 3 [ W 4% 5 S 37 i AH [F) B AN A
[2519] 7T AR#E1-6-AE— DAL &4, Horp i M Cy & R Bl 65— 26— J6 FL B 75 i 2 34
[2520] 8. 7iALEYD, HAZIRCy 2 AP (LI SR B L 3R

[2521] 9 MR¥E1-5H AT —Ti b &9, HoN:

[2522] (1) 1- (2— (IH-RHEPR— 1) -5 (=50 A 28) 8 HE) -3- (2- (4- (2-Z 2 -5- Sk g -3
5 AR L) g 53 Ik s

[2523]  (2) 1- (2 (4- (2-ZF&E-5-FMLnE -3 58) R HL) ming —5-48) —3- (2- 4-H JE-1H-1,
2,3~ = Me—1-3%) -5 (=R 3E) ) BR 5

[2524]  (3) 1- (2 (4~ (- 5L RE -3-2) IR L) Mg —5-J%) —3- (5- (= 2%) —2-
(3— (=& 38) —1H-mE g —1-2%) L) ik

[2525]  (4) 1- (2— (4- 2-Z Fe-5-GMtIE-3—-J) F A L) Mg -5-3L) -3- 2-&-5- (=M H
5 REL) IR 5

[2526]  (5) 1- (2 (1H-RHEME-1-2E) —5- (=56 FH &) 2R E-3- (6- (4- (2 BE-5- &Mk IE -3
H) R L) MEnE-3-28) R 5

[2527]1  (6) 1- (2- (1H-1,2,3-=M:-1-3&) -5- (= H 3L) 33— (6- (4- - F-5-5
Mg —3—J5K) ZR A L) M e -3-5) IR s
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