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R2 & 7-H. -ORb. -NRbRc. -(C;-Co)tt ik (Cr-Cot 2. -(Cp-Cy)
Mk KAEE A —ARE AL H Rd 3R Re IR 4-Cyl, E+-(C-C%
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R7 &+~ R4 3AEL A —/A R Z A H Re RHERTRAKG &%
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F(C-Coltdk . «(Cr-COMAERA(Cr-CO A TIEL A —ANREANLH
Ra Fa/3—A A H Rg A

2~ Re M2 Fo-H. (C-Cobt 2k ~(Cr-Co)Mi 2 3 -(C-Co) e L,
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BN Rg M3 & FAELE A —AR F A~ H Ra 3 Re R4 49-Cyl;
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R1 £ 7-H. «(Ci-Co)lt 2k «(Co-Ca)ti 2k K ~(Cr-Co) ik, 1 -(Ci-Cy)
B -(CrCothi A R~(Cr-Co) A TAEIL ) — A K % A~ FA H] Ra BRAX;

R2 %7-H. -ORb. -NRbRc. ~(Ci-C)¥t sk . -(Cr-Coti %k . -(C,-Cs)
e RAELE A —A-K % AN RD & Re BRAKE-Cyl, £ F-(C-Cit
F A(Cr-Co A H-(Cr-Coye TR A — AR E A A HE Rd Fo/HK—
A3 A REBAX;

R3 & Rl SAFL A —A R % A4 H Ra 3 Re R 6-Cy2;

R4 & 7-H.-(Ci-Ca)ltt  -(Cp-Co) B R~(Co-Co)t 25, 3t ¥ -(C1-Cy)
B (Cor-Co)l A R-(Cr-Co) R TAEL ] — AR $ A FRTFRAK

A R3 Fo R4 T —RY A5 FAede, faFa 54, e 1%3
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A—AEEAEH Re X £/R TR 5-K 6-THRFE;
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A Ra #2/3—A~A H Rg BA;
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ZA~ Rf 3 5 AR A — A3 % A~ 2L H] Ra & Rh AKX 49-Cyl;

5A- Rg 3 A FAER A —A R $ A A H Ra 3 Re RAHY-Cyl;

ZA Rh 3R Z FZT-(C-Cott k. -(Cr-CoM A R-(Cr-Co) ik,
AT X sk K AER ) — AR S AL H Ra BRAX;

&/~ Rh'# % & 7~-H 2-Rh;
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AFRTE., REC-COBEERTE2 ZANERTFA—AREI R
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REERTOLIEANMRTED O. SFANKEET. TIE
AVURA AL T ) AL EIRAR 69 55 7% 5-K 6-LE3K4 C-K N-£ H.
FZA) LI 48| vkvh . R kel B | ReRek | ek ] D 4-BE
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EL N ALY Tl ST A
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RINTLL. "Bk, %Rk, R, b, W &odi(tetrahydropiran). P
Bl . WEok . BEedok, vk, Eedok, abedok, skedok, FREekek,
FoEebak, A, BA. 12408 ek 12458 —ek | 134
1,3,4-58 —wk | vk, wkek, FEEed . RoRed | BEed | osbek | owbek, wR
o, vy, 1,23-Zv 124-Z0k, bk, ik, s AeeduR e L.
MILF % Cyl 9 EHIA L CIERIK[33.0]F K. RIK[2.2.1]8%. R
HR[2.22]1F 5. MIR[4.3.0]EH . WIR[4.4.0)5 5. RIR[3.3.1]5H.
SRER[3.2.113F 5. AL RIboked, Fofbekmb, FoPEwd. Fibgwy,
T S DS S L A A LA L L L
AU, FeEuk. WA A Sk, AT (naphthiridine). b, ek
o ol | vibed SPeey | wked | wSedolk | BolkforfrBokeg A H

FAE AR — AR S ANBRRRIEE B TRBRRKA -4 K3
A ARE 1L 20 3 R AANBRAREARK, LH4AHEREA 1. 2. 3
K 4 A B HIRAKMLE .

AL TR ARESEFOIEETF . MG feds sk g, AR
RBHFLTRIORBEBRFIBERR, E6E5AFFHYA
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2 AE hAR AR eG4 . ae- WA/ BT A,
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% o |
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RAAE, A RAER AR AR, RIS, AT AR — ik ik
F, AT EERA LB d FHYRY RS KL RS YR F
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-OC(=0)(Cy-C¥tsk . -OC4 stk -N[(Ci-Co)btik], &K K&, fikAH
R EFZHHF, BIKATEG T ELRTFASYGRY AL,

AT @ 4o F AT 6 — A7) AT IRIRAF L F R1 AF-H@ X146
(A AKX la t91LE-9):

14
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EE—FHP, X IX e HEd LG AEAFHE. F&
Boik B T F AR B A AL ) S & Rt (B3 & BRI 3A RAL4T)
B, 3| XN e4iedh., A, TR X 6¢9iesdh b X X 948
AW (B 2o AR K F B ARAT)R AL, 5 X X1 9eedh. MAREY
BER T AT, Blde NN-ZF R F B, Rikhed, AT R okt
17, RETHRBIL LIRS F BRI, #R XI Ao XL M40 a4
AR lla 84e4h. HRYP R AEMAET EER FH#AT, W TEER
WEE, ik, KAETE, ERIAASEMRAR ()4 PA-C)fF £
THAEMGCE., T, OWAKAHKXCBTE)FHATEREHE,

T AR A, T 6940847 X, [la F= IlIb #4LA-4 FF 46 #14-X,
I e9i oM Prid ey E M, BN IV s FX Xila X
XIb #bM R EFEX IX his¥, £F Y £ F-CN.
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-OC(=0)(C1-Ctitk . -O(C-Ctitk. -N[(Ci-Co)li k), X%, thik
A R

OH
R3 R4 GS
HN’\ R6
K/ Xilta N Re
N K/N
o R3 R4

N, 0 o

R5 - o) as o AR5 /N ‘o
e, Y —
X R3 R4

v R7 Xiib IX b7

44 1Mla. IIb. Va. Vb. VIa. VIb. VIc. VIa. VIIb. VIiIa.
VIIIb. X. Xllla #= XIIIb *T B M RF, 5+ ATRESH EFRAT E44&.
Flda, X VIa F= VIIb #9444 T44E B. S. Furniss“Textbook of
practical Organic Chemistry” % 5 #&(1989) Longman Scientific &
Technical #]&. X IV 6946847 4= WO 03/008395 Ffid 3K, 3+ A4R
BHBEAARBRHIL, —EiTRR AT 1 Hs4hitir,

AEPH—NFEHFT R EH N-BALH G X 114, KERAY
F—AFkFEFAEX LAY, £ F Rd &K % .=CRaRc.=CRcRe.
-CN. -C(=O)Re'. -C(=0)ORe'. -C(=0)NRe'Rh'. =O. -ORe'. -OC(=O)Re'.
-NRe'Rh'. =NRe'. -N'Re'Rh'Rh'. -N;3. -NRh'ORe'. -NRe'ORN'. -NO,,
-NRe'C(=0)Rh'. -NRh'C(=O)Re'. -NRe'C(=0)ORN'. -NRh'C(=0)ORe'.
-NRe'C(=0)NRe'Rh'3%-NRh'C(=0)NRe'Rh'.

AEPHH—AFHRFETEAKTHEY, E¥ Rl AF-H X
1FiE ) — AR % AN A H Ra RAREG-(Cr-Co)bn k. RE MY FH —/N%H4
FEPIEELF Rl AF-HHX 1144,

AEREH—AFAAFT R EX 1 094eb¥, HF R2 &F-H.
(C1-C}e i ~(Cr-Coi 2 R-(Cr-Co)ie k., EF-(C-CB . (C-Co)
W B R (Cp-COMRETAEL A — AR E A AR Rd F/R—A A H Rf IR
Re RAERPHFH—ANFEHRFEFTEX ] 094, P R2 ATiEik
A —A-K % A4k 5k B -Re. B % . =CRaRc. =CRcRc. -CN. -C(=O)Re"'.

16
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-C(=0)ORe'. -C(=O)NRe'Rh'. =0. -ORe'. -OC(=O)Re'. -NRe'Rh'.
=NRe' . -N'ReRh'Rh'. -N; . -NRh'ORe'. -NRe'ORh' . -NO, .
-NRe'C(=O)Rh'. -NRh'C(=O)Re'. -NRe'C(=0)ORh'. -NRh'C(=0)ORe'-
-NRe'C(=0)NRe'Rh'#K-NRh'C(=0)NRe'Rh'#4 # ) B X, #9-Cyl. A% 9
H—ANREFEFTEN] Y, KPP R2EARE, 64153
A3 it B O. S Ao N #RBR T 4954k 5-R 6-LE IR C-3 N-AH .,
€41 £33k h O, SH N KRBT IEMmE 3] 5-K 6-LIK
B 5-R 6-LIRA G F VIR £ 69 C- N-AH, HFHAwRR
RTAELMA-(Cr-Cotitk. -(Cr-Cotisk. -(Cr-Cosk. B&E. -CN.
-C(=O)Re'. =O. -ORe'. -NRe'Rh'. -NO,, -NRe'C(=0)Rh'. -NRh'C(=0)Re'
B, B -(C-Caytith. (Co-Co)Mi 2k K -(Cr-Co) S A TAE L ] — A3,
% /A~ H) Ra BR4X.,

REPG H—AFHhFTEFRN]TG0EY, L F R3AF-H K
1R ) —A 3% A Ra BARH-(C-Cobi sk, R4 AF7-H HAFLA—/
RE A0 ERTFBARM-(C-Ca)ln k.

AERYGH—AFEHRTEPEAELF RS £7-F B R6 £7-H K-F
X 11ed.

AL H —NFhr L AKX ] 69es4, ¥ X A F-NH-,
R7 & TAFE A K £ X Re B #Y 5- 6-L 5k, ALAMH—/A%
A EFELEF X £7-0-B R7 £7-H AKX 1164,

AERGH—AFHFTRFEN 1 9e4, L+ Rl £F-H;
R2 & -H. «(C-Colt k. -(Co-COF R-(Cr-C)sr ik, HP-(C-Cy)
A (Cr-C) A RA(Cr-Co) b A TAE LA — AR S A2 H Rd Fo/3K
—AEH Rf B, KA R2 ATHERA —AREANIRLiEA-Re. K
% . =CRaRc. =CRcRc. -CN. -C(=0)Re'. -C(=0)ORe'. -C(=O)NRe'Rh'.
=0. -ORe'. -OC(=O)Re'. 'NReR'. =NRe'. -N'ReRhR'. N3+
-NRh'ORe'. -NRe'ORh'. -NO,. -NRe'C(=O)Rh'. -NRh'C(=O)Re' .
‘NRe'C(=0)ORh' . -NRWC(=0)ORe' . -NRe'C(=O)NRe'Rh'

17
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-NRh'C(=O)NRe'Rh'#4 2 H B 4X, #9-Cy1; R3 & 7-H RAFLE A —4K %
A~ Ra BAEY-(C-Co)i 2k ; R4 A F-H RAFRA—AREANAHERT
BARE-(C-C¥e 2k ; RS £F-F, R6 &7-H &k-F; X £5-NH-, R7
FATARLE R B &R Re BRARH 5-R 6-TLF ik, REFLF X &AF-0O-
H R7 &=-H. {

5ok, AR BTG RO FIA T HA L h KBkt 35

AE PG T Lo —AREAN B RET, BHENTLS 8
M, BEH AL RN, BF ETRZGROKOIALL O,
5RMB A, RGBSR, SRR, SRER. AIER. & AU
FREFRERR, A B A VBRG R, AVMI LK. FHAKR., =7
R, CARBR. FAEBR. <t FABR. RTER. B, AL,
BRR. KB, TLR. BEMADLRKR., KEXRGLESHRETE
S—ARENBRFTF, BENTEBRY AL, XM RALHGH
. RSB THOELELREETHYE, wBEEET. BEbLEE
FxAEBETF; RHTHH VR AABREAL, o F 369 £ B EA FR4],
HEMAHZ L HRE ETHEZHE, TRTFALE T kb mk
RBEIHH RS YRR, — R TR AR AW 0 5 B
KA R H STt BHQESBIBREKIAWEN (Lot TKRT
B, T8, FABERTHRAL RO T REFGXEE, XI1eH
BABAREZLET - RBMWTG, BB ALXRAERCNASR
o,

AL AN T 6§ — e W T A RER WAER T XA E, B
RSP REFEFN Y. REPOLIER B EBG A X EAH
E-

A6 — AT 4 BT 5| FlALE-4 64 T B §UR F 69 N-RAL
WG, RER QLIET R WG FTA N-RiLd.

18



200780009354. 0 oM P FE14/43m

B ] — R TEAINS FBRNE, AL QIEHA T
3 RAHXALREY., BEERE LM TLEL, RSBk
HACAH MU B BBk A2, T H & 54 % dh Ak,

AZRAX T BT Lo —AXEAF e, bsh, KL
K1 91T LA Lt F-H b, KE P Q5 —F T 669 R F-
MARB L RAY, LERINEAORAY ., TRIATE A F &L
—st R F MR, Blhe s BT 5 AR L BEATS B SN RAY, waAEst
B AR 6 Bt dh AR IF N i R, FHE&R, BEEITS
KAV, THAEFTFHE AT EIARBK 1 697 W70 4550
XA, TRRFLLFAR MR 6 XA B bk & — M A R ARFE
A [ WA QTR AR . AR IR 6 — 24 7T 4 b HAt k2t
B MR E, BETHEARARSE, wEMRSREHR. REPY
— s Bt T A AR AR . AR QA B TUAT A R A R
BAdh . KK QIS FMARR RS (B 4o K3 REY), L
WRTHEAAYEREKF. N AW AFREFNE, HLA
HERRS. Bk, REAP—F AT EEAFKXEBX | T XML
At a—Fb 3,5 # T LT 2 A A 69 B 404 .

AEPLERBEZHNERZ R EGHHALSY, HBEGHELXN ]
ALY RE G A EREFNNHE —FrRE M HF ETHETHRY
Al AT AREN GBI A 6 KA A DI, LA A AL ¢
. o

RE NG =T AEFT B HI R 6T Kb 2. S AIRME
MY G R RS iR iR, TRAIEFAHRZ, FleaR, 2
Ak, MR, B3, BMSNOFELT. LAF#N). L. ®
AR, BA. BH. B3R, 2HE. HAXIMLH.

BT o JREA 6 BRI AH QIEEH A LB A RSG5
B F) G R A B AesR BR B AR ) .

19
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$)& 7 R T AT F LS R 5 R A (ka7 L LA, EE
F AR RER . AR AWRRA . BUAR . B BRR X
BERGEERA, TR, BEFERET.

TARIE RARB M Ao b 77 R0 R R, kMR EAR, BRHLE
RRITFBREOR., LT HAFEEQRA., LBH . BEAH RIHE M A @S
BB B LA ERAEY., TR R AR T AR
F QR H A FMAESY ., ERARBGIRER, BT EER
MIRSL, CTT CARKER, of8 b R,

@it A K E) S O IRBRER RN TS T hERALSHE 5
BAIRRER . BFH . LA, EF AR A REHF. T
ANFAIKT ], Bldodok ], HER FA &7,

KA, THRER G WA 0 BoRRF BREF, deilA .
BRN . UK. RERN . ER. B R EH K.

R EE, TAEESLHRTEBRARLSGKT 4 EERH X EE
F. &AM, BARRC_BR LT RAY T S5 HUK,

iX S B ) T €L A5 B A AR LA A K.

AT BB AHG TR G EBERKEEARATHOLE
BRA . RERRILN, FT LA, &FAH. BN KEN
R &l

LT Bl A B T A Rgk s, RIF @ AEFLER . Al BRA,
A B RAAH . T RABR . BRa H e, ;L‘Pﬁﬁk,'ft/\
MR ET RETESHBRER T, BB, JULA. FLeisx
. ORBERH . KKEEN . EAR. REFWRFEAN. Kids
Walk. §FHIRBHRLY,

AE R HAA 3T R B DA A E M, L aiEk LKA
METF. B2KAEE TR ER, B, KELAPTEAX] Y
R T4 &SRz, Pk shih T8 57 fa/ R S (LIEA)E

20
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BAR, B, RKXYPLHRIEST F/RTG (LB mE R
W7k, BT kL TN 16ied.

FHRSOFEBEMETALRATAL TR EIEY . LHE
2. T2 RROWRF T EHAREHFGFE. —RAFRE
5B &, SR FEEGNRAEHS A9 0.001 £4) 100mg/kg 4hE
IR, THAZFNEISTHNERY. Kd, METHRNE—RBEL
FH

BBV B FARA 2R P, 3755 R LI ETRQELR
AR RR . B RERXRTR., RAeRR—FBIATE
A VLI AL R, Xt SR A LR, TSR ARy R AR K B o

L.

5 7.4

44 &) 'H-NMR %5 VARIAN UNITY-300 3 MERCURY
400MHz X &3R4, WLFAAHETH A = F AN 4749 ppm (5).

JiiE M Agilent 1100 VL S FF .

HPLC-ESI-MS /A vA F &% &3t 17: Agilent 1000 &, B&-4
RERELNE 1100VL BFIAME FENGXAESTR), A3
# A2, ChemStation SM-Foig AT, HIEM AT Eik7 iE:

7 i% A: Column Kromasil 100 C18, 40x4.0mm, 3.5um, Ri%:
0.7mL/min, #%Bli&: A=0.1%FBR(£KF), B=0.1%TFBR(E TH+),
#/%: Omin 5% B - 8min 90% B.

7 3% B: Column Gemini 5u C18 110, 40x4.0mm, /#i% : 0.7mL/min,
HMR: A=0.1%FB(EKT), B=0.1%FER(ETHF), #E: Omin
5% B - 8min 90% B.

MedE B 94580, AT & ¥ i 4 HPLC-ESI-MS #4B A 7 % A &

-0
]

EEHRPIFPEANATES:

21
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DMAP: 4-= % & R

DMF: NN-= %z ¥ #h

EDC: #8 1-3-=FARLAR)3-THEK - B
eq: BRAE

EtOAc: B T8

HOBt: 1-ZXEKH =

HPLC-ESI-MS: &4 # & AR &3 -0 ) F & F1-Fik
m/z: ME/ITXE

it: PR G a8

THF: W &%

A IV P a4k g 364

o4 IV_1 [3-(- R-4-9%-1- R K) 7 0Eek -5 28 F K] A Res
3-A AR S F 44 WO 03/008395. 4 F 184k 10, HAmHwF 38 R AT
iR AT, |

b4 TV 2 N-[3-(3-f-4-7kFe-1- 2 K 3 Fr ek 54 F X Tk
P VA EANT BRIV _1 697 X4, by N-[3-(3,4-= AR ) - Redk-5-
AT A )TBE(E A WO 03/008395 84 ¥ a4k 9) KA FhEek-3-24
-[3-(3,4-= AR ) F- BBk -5- 5 T A M,

a4 TV_3 [3-(3,5-= M-4-9%% - 1- A R ) A 0Erd-5- 2 F AR R PE
wp 3 AR 4 F £ 4] WO 03/008395 &9 184k 18, HA-R % 40 |
ik 347

WA IV_4 [3-(3-F-4-T0 % -1- A KA A 0Eed-5- K| FEEAD 5 T %
#) WO 03/008395 ¢4 ¥ la]4k 3, H A mAcH 34 RAT K #4T,

A IX F 184k 84 3640
WA T 7 EZ—FE &1 TN IX 69ieed.

22
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Fi% 1: & DMF F4) 0.15M X Xllla &R B (leq)#) &R AN
EDC(1.5eq). HOBt(1.5eq)#= = LA (2eq). £ E R RAY 15 04F.
RN IV 698 (leq), HI§ RAMBAF 14 ) 0. Je N2y 10 4 DMF
WREG K, FATRRIELIE, FBRA KRG, B LRA RN
BT, HRAMA EtOAc FIR K, KRB HKREAAMHEL,
2R RABANT IR, 08, FARETRYSG. wRAE, @THEEN
TEAERR B S AP AR 4.

ik 2: ) DMF ¥4 0.1M X IV e W (leq)tyiER AN = T
(1.1eq). DMAP(0.1eq)#= X XIIIb #9BLH.(1.1eq). AR ELJE#H4THEEE
M, BB K, Aengy 10 4y DMF ARAR B 8K, 4 FiFRicid g,
FaERF Kk, EEAREERGEALT, FRsHA EtOAc FIR
2k, REMRBKEEFEIANFLR, BRKREBMNTE, Tk, F4
BIE TR, R, @ith BN AR LSEALHTF =W,

A1

% a6 | 2R JB At HPLC-ESI-MS
)
X1 | 2B -G RA DBt A RE T )R |V 12 R AR |t 6370
AT QEE UL W AT RE. ) (XIlla_1) m/z: 478/480
IX 2 | 2-8-1-(4-02- RA-[S-(FMEL3-ABATFT AR | IVIFRTBR |t 6016
Mo 3. K | KA VkB-1-2L) TR (XIIb_1) m/z: 438/440

A Hla W 184k 69 52641

%M P. L. Beaulieu, J. Med. Chem, 2004, 47(27), 6884 Ffif#y
B A EH S A TR 2 Armeg X Ila 69 F 4Kk, ARG TR FBRMK
23, 4= M. A. Phillips, J. Chém. Soc. 1929, 2820 Ffi&,

23
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&2
Tl | BAR TR HPLC-ESI-MS
Ila_68 | 2-F F Rk -5-F 8L LK. 4-B-3-FIARTRFTBEAF |t -
A m/z: 177
Mla_ 69 |12-=FAEHFfkeb 5 T8k | Lok, 4-F3-ABERKTFERFEMAT | r: 0846
H R m/z: 191
Ma 70 |1-RARTFE2-FLARFR | 0B 4R3-HEETFTRTPEMR |t 2.962
5. 8% AT m/z: 231
IMa_71 |2-FRA-1-AAERHFoked-5-F | 28 4-RI3-MEXFTETEAR | 2.816
B E-¥::3 m/z: 219
IMa_72 | 2-F3-1-2-FmEA)VEKHFK | L. 4-B-3-AERTHEBE2-A |t 3.307
5B B o 3k R m/z: 215
a_73 | 1-%5&A-2-F AR Hoked-5- | T8 4-B3-HEARXFTHTEEAE | 2.646
A% v 8 m/z: 217
IHa_74 | 1-3R KA 2-F A -Kifokek | T8, 4-R3-HMAXFTHRTEFRK | r: 3.467
-5-F R XSS m/z: 245
s 75 | 1R E2-F A-R AR | LB 4-B3FMEL TR TEAR | rt: 3939
S5-FER T A m/z: 259
IMa_137 | 6-(N-ZA-N-F 2) A& -toF | 6-BsZ 3-FHR LEBEMTATE |t 1330
3-FEg » ;3 m/z: 181
Ila_138 | 6-(NN-= % &) R Aoz -3- | 6-BR-3-FTHIBA_TAE | - |
TR S m/z: 167
Ma_139 | 6-[N-2- F &AL LA AL | 6-F ko2 -3- TR LB A2-F RA |1t -
v -3-FER %93 m/z: 197
Ila_140 | 6-(N-FARA)E-3-FEL | 6-Fboz-3-F 8L LESA T AN it -
m/z: 153
[la_141 | f#2kebea3- 4 T8 e -3 ¥ Bk e RAL AT i 0.443
m/z: 154
A I )4k &g 52641

WA F AT % 12 2—1F5) & 3 B ey X 11 e940a-4 .

Fikl: MEF—FINANS TR, F—FBAE FaHalEX X 40
GWFTE Tk 1, ARARAXTV X Vi 698,

RE, PG ATRTEEABAN, WK THETLE, 53|
0.1IM iE#, FHAimA—RET T FAEBR(.5eq). HFRE LR AL, A

24
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B RHE R BB LN k., BRAARRAWAERE TR, HaEBREMN
IKERMNF Y, RASMA BtOAc FIR =K, RE A HKEER
AR K, ZIKABANTIRR, L&, FARETRE, wROE,
@it AT BT AR IR B S ALFTAF 24,

£ PG £7 N-9-HABERAZKR)Y, ¥H/FZHWET 91
THF:DMF, 433 0.IM &%, FAe A7k Z(5eq). B A AT IR & A5
¥, AR RAEEEEN LHEX, EBETALRE THF. $HEREA
BRI BR AN B Z A, R A EtOAc IR =k, REM EKkE
HHARRK, ZIKABMTIR, L%, HERETRE., wRLE,
Bt AE BAT AR B BALETIR 2.

Gk 2 MEFAARATR. EF—FRY, OHAEET
2T DMF # X IX #9184 (1eq)8d 0.5M &k An A & FA40(1.1eq).
FR B B A 20(150W; 150°C), 3R EMBGE Y b imdk, 3| EH
EEEEMN LK &, EERMALY 10 4 DMF AR EHK, HHHFR
a4, PR AR, R KA. R IR A RS ILT,
K RAM M BOAc FIR =R, KGR #HAKKBA VAR R, 2K
BT, iR, FABETRE. WwREB, Bitl BN ARE L
LACFTAF 4.

KA AFX X e ethisT FEE, 52| 0.IM R, A 10%
PA-C(H —F B b AR5 10% T &), #&FRELLART R
AR EAAEEEEN LN A, HRAMHAL celite I8, BARELEBE
FRERE, R, @il BEMEAR LA Y.
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3

%A | B AR At HPLC-ESI-MS

1)

M1 | 2-80E-1-(4-{2- Bed-[5-(FWBek -3- R AR T | [V_1AN-R T RAK | rt: 3.677
A)FREeR-3- KPR kR-1-K) TR A H R B (VIIa_1) m/z: 401

2 | 2-8H-1-(4-(2- R-4-[5-(F B -3- A AR T | IX 1408 RibsH rt: 3.895
EIR R SES SV L ST SLY mz: 415

M3 [ 2-BA1-(4-2-A4-[5-(FMEL-3- 2 BE T | IV_1AN-R T REH |1 4467
) F ek 3K R K kE-1-5)2-FA T | A -DL-o- R A H A8 | m/z: 477
Bl (Vlila_2)

04 | N-G-{4-[4-Q-BA TBA)RE-1-A]3-A | IV2HN-RTERAK | r: 3147
KA F T 52 F R LB AR B (VIIa_1) m/z: 376

05 [1-(4-{2-F-4-[5-(FREL3- A AL TR)RIE | IV_1fN-O-H A T A | r: 7428
s 3R RARE-1-A)2-FA ALK | 2HA)N-FRH A | m/z: 415

(Vllla_3)

6 | 2-8A&-1-(4-{2,6-= R-4-[5S-(FNBeL-3- K & | IX 240 & RALéh . 3.942
AT E)F ek 3K R A RA-1-2) L m/z: 419

0.7 | (S)-2-84-1-(4-{2- R-4-[5-(FPEL-3- A& | IV 1 AN TRLHE | rt: 3.941
A PR AT 3 AR A Y RE-1- KRR | A-L-HAKRVIE 4) | m/z 415

I8 [ (R)-2-B&-1-(4-{2- A-4-[5-(FMEs3- 2 & | IV_ 1 foN-d T &A% | rt: 3.950
AT R)FEEe 3 R R RE-1- AR | A-D-RASM(VIIIa_S) | m/z: 415

19 [ (R)-2-8A-1-4-(2- A-4-[5-(FPEe3- R 8 | IV_1AN-R T REAHK | 4317
AT R) R MG 3- KR K RA-1-4)-3-F | A-D-4iAM(VIIIa_6) | m/z: 443
A TH

I_10 | (S)-2-BE-1-(4-{2- A-d-[5-(FREre3- A & | IV 1 AwN-3 T S E & | rt: 4338
A PR F e 3 R PR A RE-1-4)-3-F | A-L-BAB(VIIa_7) | m/z: 443
A TH

011 | 2-8H-1-{4-[4-(5-Z A FA-FMEL 3 LYK | IV 4AVIIa_I(N-R T | r: 3.146
A kE-1-£ )L FAEAHAR) m/z: 335

0012 | 2- £k -1-(4-{2- B-4-[5-(F PB4 -3- X AL F | IV_001 Fo | t: 4.026
) 0T 3 R RE-1-28)2-F AR | Villa_8(Boc-a- ¥ & & | m/z: 429
#iF) £B8)

013 | (1- 8K KA)-(4-{4-[5-(FPE=2-3- X RA | IV_001 Fo | 1t: 4.275
B MEe 3 RV RE-1-28) TR Villa_9(1-(N-Boc- &%) | m/z: 455

RS T BR)

I1_014 | (S)-2- 8 -1-{4-[4-(5-5 & - F R A WEed-3- | IV_004 Fo VIIIa_4(N-4 | rt: 3.384

)RRk E-1-K}R-1-87 TEAHAL-HAK) | m/z: 349

26
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A 1A 6 52364

BIA TR F ik 1-4 Z—FA L4 70X 1 e,

Fik 1. AYFREX IXEHArdeFiE 1, ARMAXI
& leFe X 1la 4988 .

Fik 2 ALY FaHHEX IX AW F %2, #ARAXI
64 Ji Ao X, T1Ib 69 BEAL. |

Fik 3 IN KRB leqRAmAZ] X, 1 #12Y(1eq) e
4:1:1 THF: 7 B KR A8 0.1M i8R, % R2 &7 /A-0C(=0)Rc I
Rega, HF Re AFRARFEA. BREEERRH, LIRH
EEEEN LNk, KRR MAEBETRERS. FhmAzn
Y, BRAYARTRERZK, RERLKREAINFHL, 2
FKAABRANT IR, L&, FFEBETRSG, F24E X1 698,

Fik 4 HEART AABERL G (leq)d ToRT K,
2] 0.IM k. WANZRT#(20eq), KAM L TR, HIRAH
EFEEN LA, ¥R REMEBETRERGE., KKK A
KERMAD 4, RAMARFTRER= K., RERA L KEE
HHAF K, 2FNKABANTIR, T8, FERETRE. i 4%
WAL BRI L 2L, FFEIARE KT 6 R,

& 4

% 3% | B4R JB HPLC-ESI-MS

1)

L1 | N-[2-(4-{2-A-4-[5-(FmBe-3- A R A T | L1 FNN-= F 3 T8 | rt: 4546
H)FMEek 3k R A R -1-44)-2- R | Be(lITb_1) m/z; 429
X A T 8L .

12 | N-[2-(4-{2- B-4-[5-(FFErL-3- L AA T | 114 TELE(IIIb_2) t: 4.588
) RE3- R R AR YRR -1-20)-2- m/z: 443
RTE) TR

13 | N-[2-(4-{2-R-d-[5-GFIBe-3- A8 A T | I A= 30 A K A & | 5.757
A)F WEed 3K R A Y ok%R-1-4)-2- 8, | (IIIb_3) m/z: 497
X TR IR T B

27



200780009354. 0

w5 2E23/431T

14 [ N-[2-(4-{2-BAAd-[5-(FUE4-3- K AL T I_1 7 vE ek gt -5- FORR | ri: 4.391
A)F B 3R PR A Y kE-1-4)-2- 8 | (a_1) m/z: 516
AR T H P e -5 - T BLAR

L5 | CEN-[2-(4-{2-R-4-[5-(RIEk-3-A 8 | L1 7w CBLR A TB R |t 4.942
AFTE)FMGer3- KR KA k%-1- | (1Ib_4) m/z: 501
A)-2-F K AR T B T &

16 | N-2-(4-{2-Red-[5-G+IGe-3-ARAT | IL14 F & A TBA |1t 4905
H)FABed -3 K R K kA-1-4)-2- 4 | (LTTb_S) m/z: 473
K TA2-FRA B

L7 | N-[2-(4-{2-B-4-[5-(FMEoe-3- X BA T | 1S ri: 4.446
A)F 0T 3 )R A k-1 )-2- R m/z: 459
R THK)2-#2 5 LB

18 | N-{[2-(4-{2- R-4-[5-(FPBek-3- 2 RA | ILIAN-RTRAKE | 2 5611
) F 0 -3- R Y okod-1-40)-2- | H AL (1TTa_2) m/z: FAER)
FRCEBATHA)TE)RA TR
T By N

19 | N-[2-(4-{2-f-4-[5-(FPEnb-3- A R AT *1"1_1 Fo3-M A FEL(ITa_3) | rt: 4.289
A)F i 3- R R AR R %-1-4)-2- 8 m/z: 515
RO H)-3-M A 7 B

110 | 2-2,5- =& ARmked 30 4-20)-N-[2-(4-{2- | II_1#=5-Z A BL Wk T BR | rt: 4.363
R-4-[5-(F Pk -3- A B T K)F-0%e4 | (Ia_4) m/z: 541
SB-RJERARER-1-4)2-RRT AL
LI

LI | 2-2,6- = 84K -123,6- 9 A F -4 [[L1Fo4- L E" T 8K |rt: 4330
3£)-N-[2-(4-{2- #-4-[5-(F- W% -3- 2 & | (uracylaceticacid)(Illa_5) | m/z: 553
ES - FSEN LK SES AL L W
£)2-F AR LK) LB

112 | N-[2-(4-{2-R-4-[5-(FPEek-3- A RA T | I_14o 1-(REHKK)-1-5R | 1t: 4.653
F)FMEe 32 R A kg -1-4)-2- & | F T 82 (1la_6) m/z: 512
R KR AR-1,1-= F B

13 N-[2-(4-{2-Ro4-[5-GHITo2-3- A RA T | ML 1A 2- M E X FBE | 12 5650
) FiEed 3o K 1K A )k -1-2)-2- 4 | (TIb_6) m/z: 550
ROK]-2-A R K T BRI

114 | N-[2-(4-{2-R-4-[5-(FFEed-3- A BA T | [L_1404-F RAXFBLA | rt: 5.789
F) S 0Ted 3. PR A Y kE-1-)-2- £ | (TIb_7) m/z: 535
KT HK)-4-F FIR T BLA:

L15 | N-[2-(4-{2-B-4-[5-(FVE-3- R AR T |1 A3- 2 A X T R | 5210
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£)F 0B 3 R R kA -1-2)-2- &, | (Tla_7) m/z: 521
RO K]3-H A KT B

[16 | N-[2-(4-(2-A-4-[5-(FPBe-3- R RATF (L1 A 4- 2 X X T 8 | : 5.09
;g)g%%_}g]gg}yﬁ%-l-g)a-';’L: gIIIa_S) m/z: 521
GXEIPET S L e

17 | N-[2-(4-{2- R-4-[5-(FWEoe-3- 2 RAF |1 40 2- 2 2 X F 8 | rt: 6.038
) Fr BT 3R )R A R E-1-28)-2- & | (LTTa_9) m/z: 521
KT A]-2-72 KK T B

118 | N-[2-(4-{2-F-4-[5-(FMEr3- R RA T (I 1422-5 4 4-FA X | it 6395
AR)FREe 3K PR Mk %R-1-48)-2- R | T (1la_10) m/z: 535
RTHA)2-# 5K -4-F LR T B

19 | N-[2-(4-(2-R-4-[5-(F o -3- 28R T | IL142-B 4 3-FEX |t 6752
) F Bk -3- A R vksR-1-48)-2- 80 | FE(ITa_11) m/z: 535
RTHK)2-F2 4 -3-FART B

120 | 4- B -N-[2-(4-{2- B -4-[S-(FMEe 3- 4 | T 1504-R-2- 2 A X ® | rt: 6313
AA T A)F0Eee 3- KR A )R % -1- | B([Ta_12) w/z: 539
H)-2-BMRGAJ2- B AR T B

21 | 5-f-N-[2-(4-{2- B-4-[5-(FMBed 3- 5 | 1 1405-R-2- 2 A X T | 6116
_ﬁlg‘?g)_ﬁ_%@g-}g]iﬁ}“&%-ly B (1lla_13) m/z: 539
R)2-FAR LA 2-F K T AL

(122 ] 3- B-N-[2-(4-{2- B-4-[5-(F-PErk 3 & | T 1Aw3-A-4- 2 AR T | it 5.267
FA T R)FuEa 3K R A ) URE-1- | B(Illa_l4) m/z: 539
A)-2-FARTH)4- 2 K OK T B

123 | 2- B-N-[2-(4-{2- B-4-[5-(FPBok-3- 4 | 1A/ 2-8-6- 2 KK F | 2 6.715
RAETE)F MG -3- KRR UkR-1- | B(a_15) m/z: 539
2)-2-BA LH]-6- 5K T BLEE

124 | N-[2-(4-{2-F-4-[5-(FPE3- K BA T | I_143-F K-245-Z# | i 5.835
) FeBEok 3.2 1R R ) k-1 )-2- B, | K T B (llla_16) m/z: 575
ROHK]3-4-2,4,5 = FK T B

125 | 23-= A N-[2-(4-{2- 8-4-[5-(FF0E | 1492 3- =5 KK FTBR | rt: 5487
3R F R )F B3 A R koA | (TTa_17) m/z: 537
-1-2)-2- AR AR T B

126 |34-=# % N-[2-(4-{2- A-4-[5-(F-PBoe | 143 4-— 5 AKX THE | n: 4870
3-A R T H)FEe 3 KR A kR (Ila_18) m/z: 537
1R)-2- B LR T AL "

1127 | 2,6-=# K N-[2-(4-{2- B4-[5-(F Mok | I_1702,6- AKX FTE | rt: 5968
3R A TR ) RT3 R k% | (TTa_19) m/z: 537
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A1-E)-2- AR A KT B

128 | 24-= %K N2-(4-{2- R-4-[5-(FF0Eet | TI_14024-— KK TR [t 5411
S RA T R)F0TR-3- AR A ks | (ITa_20) m/z: 537
-1-30)-2- B AR T LRk

129 | N-[2-(4-{2-R-4-[5-(FBeL-3-A RA T [ 1L1742-2 4 -5-F & & | r: 5983
B F Bk -3- KR A kR -1-K)-2- 8, | K F 8 (ITa_21) m/z: 551
RTHE2-BHE-5-F BAERTBUK

130 | N-[2-(4-{2-F-4-[5-(F-PEee-3- R RA T | IL_142- 2K -4-F &A | rt: 6168
A)FRErL-3- A R A R%R-1-4)-2- R | KT 8(1lla_22) m/z: 551
ROA)2-244-F BHR T BB

131 | N-[2-(4-{2-F-4-[5-(F-PEe-3- R BA T | IL_143-2 K 4- 2 A K | ;. 5.760
A)F R -3- K KA k- 1-48)-2- A | T 84 (1Tla_23) m/z: 566
R OA])3-F R -4-FH R T Bl

132 | 4- R A -N-[2-@-2- B-4-[5-(FPBok-3- [T 1H4- R A 2-2 KK | r: 5354
AR T R)F0E-3- KKK RE-1- | Fir(lla_24) m/z: 536
Z)-2-BATA)-2- AR T B ‘

133 | 5- 88 -N-[2-(4-{2- R-d-[5-(F G2 3- | 1 4o 5- B A-2- 24 K |t 4363
A RA T HR)FAMEE-3- R KA ) k% 1- | T8 (1a_25) m/z: 536
H£)2-FAR A 2- B AR T BUE

134 | 2-8RAN-[2-(4-{2- R-4-[5-(FMEee-3- | T 1402- R A-5- XK | it 4362
ARAT R)FMEeL-3-A)RE )R %-1- | T B(1lla_26) m/z: 536
E)2-FARLA)-5-F AR T 8L |

135 |4-R A -N-[2-(4-{2- B-4-[5-(FPEvk3- | 1 1/m4-A X 3-LAK | rt: 4749
AR T HE)FITre-3- KKK k%R-1- | FEL(Ma_27) m/z: 536
£)-2-B MK TAR]3-F2E K T Bk

136 | 3-8 A -N-[2-(4-{2- B-4-[5-(FPEed 3- | T 1A3-A A 4- A XK | t: 4398
A FK T R)A0E-3- KPR R%k-1- | F B (1lla_28) m/z: 536
H)-2-F N T HE)-4-2E R T B

137 | 4-REN2-(4-{2- R-4-[5-(FREAL 3 [IL 1A 4- R A K F 8 | rt: 4973
A EA T R) A PR3- AR AR %-1- | (TTa_29) m/z: 520
£)-2-BAR KR T BLE: |

138 | 2- B A N-[2-(4-{2- A-4-[S-(FPEee-3- [T 1A 2- 2 A X F 8 |t 5564
ARA T ) AT 3- A KK Uk%-1- | (Ta_30) m/z: 520
H)-2-BARCAR T B

139 | 3-8 -N-[2-(4-{2- B-4-[5-(FVEr3- [ 111 Ao 3- B A K F B | rt: 4.778
FEEOE T R) BT 3 A AL UR%E-1- | (LTa_31) m/z: 520
H)-2-FK LA R T B "
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140 | 34-= 8 N-[2-(4-{2- 8-4-[5-(FMEo | 1403 4-—RARTE | rt: 4384
3-EAE T A)FE-3- AR K kR | (TTa_32) m/z: 535
1-E)2- R AR TR |

141 |35-=RAEN[2-(4-{2-#-4-[5-(FF-WEedt | TT 1403,5- — R AKX FTEL | it 4.168
S3-H AR TR RT3 R R A k% | (Ta_33) m/z: 535
-1-3)-2- AR LA PR T B

142 | 2- 8 A -N-[2-(4-{2- -4-[5-(F PEoe 3= | 1 Aw2- R A -5- A A K | rt: 5824
R TR FIE -3 H R KRB 1- | T BR(llla_34) m/z: 565
£)-2-FAX T )-5-FH A K T BLE

143 | 3-=F A RA-N-[2-(4-{2-A-4-[5-(FPE | I_1Fo3- = FEALARTF | rt: 5.574
e 3 RA T A)AMEee-3- KK A )k | B2 (ITTa_35) m/z: 548
%-1-20)-2- BAR T AR 7 B

144 | N-[2-(4-{2-R-4-[5-(FMEo2-3- X BA T | I 1F034-(ZF =R &) | rt: 5708
F) R B 3R )R A RSR-1-8)2- 8 | X FBLAIb_B) m/z: 549
R THEIFI[1,3]1 = R4 30 K H-5-F Bt
Jge

145 | 3- A N-[2-(4-{2- B-4-[5-(F VT 3- [ L1 A 3- R AKX TBLE | 12 5.667
ARA T RA)FIEL-3- KPR A R %-1- | (IIb_9) m/z: 530
H)-2-FAK LA K T B

146 | 2- R -N-[2-(4-{2- B-4-[5-(FWE=e-3- [ 111 Fo 2- R K F 88 | nt: 5.254
BB T )R8 -3 X PRK )7k %-1- | (TTa_36) m/z: 530
#A)-2-BAR TR T BLAE e

147 | 2-BN--G-(2- Rd[-(FIEE3- £ |11 # 2- B X T 8 | 6004
AT R) R B3 K ) KK Y okk-1- | (TTa_37) m/z: 523
£)-2-BR AR T oL

148 | N-[2-(4-{2- F-4-[5-(F B -3- K BA T | L 1704-(ckrd-1-K)K F | rt: 4.283
) AT 3K R K Y okR-1-28)-2- 8 | BA(111a_38) m/z: 571
R LA 4 (k1 - ) K T B

149 | N-2-(4-{(2-R-d-[5-GFIBo-3-2 BA T | I_143-(GR-1- )R T | t: 4360
A)FREeR -3 KR k% -1-4)-2- A | B2(1TTa_39) m/z: 571
R T E]-3-2ke 14K T BLIE

.50 | N-[2-(4-{2-R-4-[5-(FPBe-3- A BA T | I_1A=3-(vibe-1- ) KT | rt: 5.846
) F e 3k 1R Y okek-1-50)-2- 8, | 82(111a_40) m/z: 571
R TH)-3-mbed - 12K T BLAR

5T | N-[2-(4-{2-B-4-[5-(FrPBrd-3- R BA T | 11 F03-(2- F A Ee-5- | 1t 6.264
A)F ek 3K )RR PR R-1-2K)-2- 8 | AR T 8 (lla_41) m/z: 602
RO A]-3-(2-F Aokrd-5-25) K T BLE
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152 | N-[2-(4-{2-F-4-[5-(FPE~L-3- A BA T | I 14v4-(i%2-4- )R F | rt: 4.548
F)FREe 3R R A PR%-1-8)-2- 8, | BR(11Ta_42) m/z: 582
AR T A J-4-okeE -4- B K F B

153 | N-[2-(4-{2- #-4-[5-(FPEeL-3- A BA T | I_1403-(bs2-4- ) KF | rt: 4.564
)R ek 3K K A )k 1A )2 B | BR(Ta_43) m/z: 582
RTHK]3-Aog4- 2K TR

154 | N-[2-(4-{2- R-4-[5-(F-MEo-3-2 BA T |11 45-F £ E%-2-F | rt: 5954
A) AT 3K R A YRR 4)-2- & | BE(11a_44) m/z: 525
R THE)-5-F Eokep-2-F 8L

155 | 5-38 -N-[2-(4-{2- B-4-[5-(F- "Bk 3- 4 | 1 H05- 8 Kop-2-F 8 | rt: 6352
AT R)AMEep3- LR A %R %-1- | (Ta_45) m/z: 589,591
2)-2-FR TR JE-2- F B

1.56 | 4,5-=if N-[2-(4-{2- B-4-[S-(FWEod-3- | 1404 5- =2 oEop-2-F | rt: 6.933
ARETA)F ek 3- AR A 9k%-1- | 82(Illa_46) m/z: 667,669,671
H)-2-F AR T A ES-2- F BLE

157 | 5-8-N-[2-(4-{2- B-4-[5-(F-PEre 3- 2 | T 1 /oS- RED-2-F 8L | rt: 6.293
AT RA)AIEL3- K )RR R%E-1- | (TTa_47) m/z: 545,547
2)-2-FAK LA ES-2- T Buik

158 | N-[2-(4-{2-F-d-[5-(FWBok-3- 2 RE T | L1 A45- A K vk wh-2- 3K | 1t 5.663
R HE 3 A Yok -1-8)-2- . | AHTb_10) m/z: 540
K TR ]-5-R 2 vk vh-2- F BLAR

159 | 5-i8 -N-[2-(4-{2- B-4-[5-(FPEee-3- £ | 11 1Aw5-i2 vk vk -2-F B | 1t 5.993
ST A)FNEek 3% R A Yk E-1- | (Ta_48) m/z: 573,575
A)-2- R Tk -2- F Bk

160 | N-[2-(4-{2-B-4-[5-(FPEee-3- 28R T |1 1 Fo vk b -2- K A & [ 5352
AR WEeR 3 R A kR -1-4)-2- 8 | (TITb_11) m/z: 495
RO H )k oh-2- F BLEE

161 | N-2-(4-{2-Rd-[S-(FREE 3R EAT |11 = ok % 3- T Bk | 1t: 5279
A)FREee-3- R R A kR-1-28)-2- R | (T1a_49) m/z: 495
R T Kk oh-3-F Bl

162 | N-[2-(4-{2-F-4-[5-(FPBe-3- 2 AL T | 1A Rfrh-2-F 8 | 6339
A)F 0B334 R A YkoA-1-2)-2- R | (ITa_50) m/z: 545
R LRk v-2- T 8L

[ 63 | N-[2-(4-{2-F-4-[5-(FMEo-3- A RA T |11 Ao otk & -2- F B [ rt: 5.286
B FREe 3 K )R A kA -1-28)-2- R, | (Ta_51) m/z: 494
AR CHE]-1H-sl%-2- F B

164 | N-[2-(4-{2-R-4-[5-(FPEeL-3- R 2T | IL_1401- F Awbeg-2-F | rt: 5702
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A)FiEek 3 E A YRE-1-4)-2- 8, | B(la_52) m/z: 508
R T A]-1-F 2 -1 H-vibk-2- F BLAR

1,65 | N-[2-(4-{2-F-4-[5-(FMEee-3- AT |11 o mb o 3- F 88 | rt: 4.891
£)FhEee 3 R A JUkR-1-0)-2- & | (ITa_53) m/z: 494
AR T & - 1H-vtt78-3- F B

166 | N-[2-(4-{2-R-4-[5-(FMEe-3- A EATF |11 Ao ok =k 4- F 88 [ rt: 4.238
H)F Bk 3R A kR -1-4)-2- 4 | (lla_54) m/z: 495
REAIH-okod 4 FBUE

167 | N-[2-(4-{2-R-4-[5-(FPEL3- A EAT |11 F= wb o -4- F B8 | rt: 4.566
H)F ek 3 A KA Y kE-1-4)-2- 4 | (Ila_S5) m/z: 495
R T & - 1H-sttmk-4- T B

168 | N-[2-(4-{2-R-A-[5-(GFFIBo-3- A RA T | M1 A05-Af Ak wtbed 3-F | rt: 5308
A)F G 3- K PR A kR -1-K5)-2- & iﬁ(ma_ss) m/z: 540
AR T A)-5-FH 2 - 1H-nbed -3- F BB

169 | N-[2-(4-{2-B-4-[5-(FPEee3-RAATF | [ 144-A Kok 3-F | rt: 5.141
) F 0Tk 3R KK kR-1-4)-2- R | BR(IlIa_57) m/z: 540
AR T & J-4-78 2 -1 H-vitok -3 F BLAE

1.70 | N-[2-(4-{2-R-4-[5-(FPEre-3- A BKE T | I 1405-F Awbedt 3-F [ rt: 5.005
H)F ek 3K R A Y RE-1-4)-2-8 | B (111a_58) m/z: 509
AR T A]-5-F 2 -1 H-otto -3- 1 BLAR

L71 | 3-8&-N-[2-(4-{2- B-4-[5-(FPEree 3- | I 1 Fo3- R A vtbed4-F | rt: 4.496
AR T HR)ARG-3- A KK ) k%-1- | B (11Ta_59) m/z: 510
#)-2- B A ]-1H-tbrd -4 F B

172 | N-[2-(4-{2-F-a-[5-(FPE~L-3- R EATF |11 Ao ») & -2- F 8 | ri: 6.158
) WEee 34 K A ok -1-55)-2- & | (111a_60) m/z: 544
R T H]-1H-731"%-2- T Bk

173 | 5- A-N-[2-(4-(2- R-4-[5-(F Mo -3- 25 | T 1 Aw 5 R3] -2- F 8L | rt: 6.269
AT A)F k3 AR ) 9ko%-1- | (la_61) miz: 562
£)-2- 84K LA - 1H-53|4-2- T BLi

1.74 | 5-Benciloxi-N-[2-(4-{2- #-4-[5-(F-#E4 | IL_1 Fo 5-bencilox "3l & -2- | 1t: 7.091
S3-A R TR RT3 A FK A kR | T B(Ila_62) m/z: 650
-1-2)-2-FAX T )-1H-"3] R-2- F BLAEE

175 | N-[2-(4-{2- F-A-[5-(FPEee-3- A BATF | I_1421- F A" %-2-F |1t 6.615
A FiEek 3 A PR R JRkE-1-24)-2- 4 | B (1Ta_63) m/z: 558
RGE)-1-F - 1H-%3%-2- F BLA

176 |2,3-=—&.-N-[2-(4-{2- R-4-[5-(FF-WEesk-3- | 11 Ao 73] ok 3% -2- F 88 | rt: 6.157
AR T R RT3 K )R A k%1 | (Tla_64) m/z: 546
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#)-2- 8 TA]-1H-75|%-2- F B

177 | N-[2-(4-{2-F-4-[5-(FPE-3- A BATF |11 o %3l & -6- F B | 5.743
AR ek 3k PR A YokoA-1-4)-2- 8, | (LTTa_65) m/z: 544
K T HA]-1H-731%-6- F B

178 | N-[2-(4-{2-B-4-[5-(FPEed-3- R BATF |11 A= 3| & -5- F 8 | nt: 5.566
A)F T 3 IR A Y kR-1-4)-2- & | (ITTa_66) m/z: 544
R G- 1H-3|R-5- F Buk

179 | N-[2-(4-{2-Rd-[5-(FWBoL-3- A RA T | I_1Aw R ok -5-F 88 | i 4.276
R)F R 3K ) F R -1 )2- & | (Wa_67) miz: 545
AR TAJ-TH-R 5 2Rk -5- F Bk

180 | N-[2-(4-{2-F-4-[5-(FFMEme-3- R BA T | IL1492-F AR ket | n: 5,139
£ FhEek 3o R kg -1-20)-2- & | -5-F 8L (111a_68) m/z: 559
AR T A]-2-F F-1H-FR 5ok -5- F BA R

181 | 1,2-=%F & N-[2-(4-{2- B-4-[5-(FWErs | T1_1Aw]1,2-—F £ K5k | rt: 4.328
3R EA TR 3 AR AR | k5. F 8 (1T1a_69) m/z: 573
-1-8)-2- B AR T ]-1H- 3 5ok -5- F
B

182 [ 1-FAAFEN2-@G-2-RA[5-(FAVE [T IA1- KR EAFE-2- | rt: 4728
g3 B T A A 3 R R AR | T ARk 5-F 8L | m/z: 613
%-1-5)-2- 8K T ]-2-F A -1H-F5F | (I1a_70)
wrd-5- F BRI

183 | N-[2-(4-{2- F-4-[5-(F4 B 3- A RA T |1 H02-F A-1-A LXK | rt: 47175 #%B)
ARG 3- AR A PRk -1-)-2- R, | Hoked-5-F (M2 71) | m/z: 601
K2 T -1 A - TH- R ok
-5-F BhAE

1 84 | N-[2-(4-{2-F-d-[5-(FPE-3- 2 BATF | I_1422- F X-1-2-® Bk | it 5.522(% #%B)
) ATk 3R R A kR -1-R)2- 80 | R ) Kok ek 5- F 8 | m/z: 597
ROETJ2-F A -1-R-2- % E-1H-3X 5 | (a_72)
oo 5 W BLRE CE

185 | 1-M & & -N-[2-(4-{2- B -4-[5-(FF W&ok | L 1A 1- A A -2-F & | it 4.773(F#%B)
B-ARATR)FIER3 KR A R | K oK sk 50 F 8| m/z 599
-1-%)-2- 8K T K ]-2- F & -1H- 3K jf ok | (Ila_73)
5.7 B

186 | 1-3F & A& -N-[2-(4-{2- B -4-[5-(FFMEod | T 142 1-30 A -2-F & | it: 5.010(F #%B)
S-ARAFTR)FITL-3-ARARAE | R JF ok 2 5- F 8 | m/z: 627
-1-38)-2- 8 AR T A )-2- F A -1H-FK 5=k | (11a_74)
e -5- 7 BLE
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187 [ 1-38 & & -N-[2-(4-{2- B -4-[5-(FWEok [ H_1 Ao 1-30 3L -2-F & | rt: 5221
B-ARA TR AREL-3-APRE RS | R HF ok o 5 F B | m/z: 641
-1-3)-2- 8K T & ]-2- F A -1H-K ok | (a_75)
w5 F BLIE

188 | N-[2-(4-{2- B-4-[5-(FPEre-3- R AA T | L1 fookedt 5F[1,2-a]L5E | rt: 4.525
A)F iR 3. K R P RR-1-8)-2- 8 | -3-F 84 (Il1a_76) m/z: 545
AR AR H[1,2-a)tbo2 -3- F 8L

1 89 | N-[2-(4-{2- #-4-[5-(FPEe-3-F AA T | 1Ak e H[1,2-a]& | rt: 4.953
A FMEek 3o A R A kR -1-4)-2-4 | -2-F 8 (1lla_77) m/z: 545
AR T Aok A [1,2-a)7b02 -2- F Bl

190 | N-[2-(4-{2-R-4-[5-(FGe-3- A RATF (11 Ao w3l = 3- F B8 | rt: 5.804
A)FIEek 3K )R A okE-1-4)-2-8, | (1a_78) m/z: 545
X, TR ]-1H-"31 o3 F BLAE

L 91 | N-[2-(4-{2- Red-[5-(FWE-3- R BA T | 1A F 8ok -5- KK & | rt: 5,136
) ST 3 K IR A pkoE-1-4)-2- 8 | (ITTb_12) m/z: 496
AR TR F VT 5. F B 4

1.92 | N-[2-(4-{2-B-A-[5-(FWEL-3- K EA T | 1L 1505-F A F %ok 3. | rt: 5.634
BBk 3- AR A Y kR-1-4)-2- 8 | Fa(1lla_79) m/z: 510
R TA)-5-F R FRed-3- T Bk

1.93 | N-[2-(4-{2-R-4-[5-(FPEr-3- A BA T | 111 Aw vk o2 -3- A & | i 4.632
A)F e 3. KKK JokA-1-28)-2- R | (Tb_13) m/z: 506
KA BBLRE

194 | N-[2-(4-{2- F-4-[5-(GFhEe 3- X BA T [ 111 o uk %2 4- F 88 | rt: 4.561
) F ek 3 R R A Y 9koR-1-4)-2- A | (ITTa_80) m/z: 506
RTA)FmELRE

195 | N-[2-(4-{2- Bd-[>-(FEE 3R BAT |11 4= o " -2- 7 8L | it 5.638
A) B e 3.4 R A Y UkoE-1-24)-2-&, | (ITa_81) m/z: 506
AR G AR -2- T BLRE

196 | 2-§-N-[2-(4-{2- B-4-[5-(F ME=k-3- 4 | 14w 2- A mboe-3-F BL | rt: 5256
BT A ATk 3o A R A ) k%1 | (lla_82) m/z: 540, 542
X)-2- 8K A RBLAE &

197 | 6-8-N-[2-(4-{2- B-4-[5-(FFWEe-3- 5 | 11 1fo6- R mbom-3- F B8R | rt: 5.544
AT A RT3 4] KA ) vkE-1- | (Ta_83) m/z: 540, 542
£)-2-F AR A BB

198 |2,6-—&.-N-[2-(4-{2- B-4-[5-(FMEre-3- | [I_1F2,6- = R oko€-3-F | rt: 5.968
ABA T R)ARE-3- K )R A k%-1- | Bi(Ila_84) m/z: 573, 575,
H)-2-FAR A BB 576, 577
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199 |5-i8 -N-[2-(4-{2- B-4-[5-(F WGk 3- % | 14w 5-imbow -3-F &8 | rt: 5.623
ST A ) F ek 3 4 R A YvkE-1- | (Ta_85) m/z: 583, 585
A)-2-F AR LA RBLE:

100 | N-[2-(4-{2- R A-[5-(F B3 R BRT | [L_1746- T E-3-F | 1t 5687
) F g 3K R A kR -1-4)-2- 8, | BR(I1Ta_86) m/z: 520
R T A )-6-F A mBLAE

1101 | N-[2-(4-{2-F-4-[5-(FPBed-3- A AT | I_1 Ao wb"2-3- F BN-A | 1t: 4.424
)Rk 3R R K RE-1-K)-2- 8 | e4(111a_87) m/z: 522
R A PEBLE - R A

1102 | N-[2-(4-{2- 8-4-[5-(G+PBee-3- A BA T | I 14wk -2- F BN-R | rt: 4.913
2 F e 35 R ) oRE-1-8)-2- R | 14 (T1a_88) m/z: 522
AR T AP -2- F BLik1-RAbdh

1103 | N-[2-(4-{2- B-4-[5-(FMGed-3- K BAF | I_1Awnb"= -4- F BEN-R | it 4.426
)BT 3 KR A RE-1-4)-2- & | /Ldh(llla_89) m/z: 522
AR TK)F BB - B

1104 | N-[2-(4-{2- B-4-[5-(FWEre-3- A FA T | 1 Aod- A K otoR -3-F | rt: 4.911
FO)F 0ot 35 R A k-1 4)-2- & | BAN- Rt (TT1a_90) m/z: 567
R T K]-4-AF R BB .

105 | N-2-(3-(2- b [5-(R 23 A BA T | IL1476- A 73T | 1t 4510
F)F VB 3- 4 )R A Y keE-1-K)-2- 8, | BR(ITTa_91) m/z: 522
R T HK]-6-72 2 ImBLIE

1.106 | N-[2-(4-{2-A-4-[5-(FPEee-3- R EA T | I_1Av6- A= -2-F | it: 4.732
F)FIEe 3 R A kA -1-4)-2- B | 8(1TTa_92) m/z; 522
RO HE)-6-12 Kotz -2- F B

1107 | N-[2-(4-{2-F-4-[5-(FPEe-3- A BA T | I 13- Knbow-2-F | rt: 6.218
A FMEek 3R PR A kR -1-4)-2- 8, | B (11Ia_93) m/z: 522
R OK]3-F2 ooz -2- F B

1.108 | N-[2-(4-{2-F-4-[5-(FPEe-3- R FR T | I_1402- F R AL -3- | 1t: 5.787
)R 3- R R A YRR 1 )2 R | Tai(lTa_94) m/z: 536
R A]-2-F fA B

1,109 [ 2-Z & -N-[2-(4-{2- Bo-4-[5-(F PB4 | IL_1402- T B A ALTE-3- | it 6.340
SR RA T R)FIEeL-3- KKK %% | FE(Ta_95) m/z: 550
-1-3)-2-FAR LA BB s

1110 N-[2-(4-{2-ﬁ-4-[5-(#%vzh-3-£i£‘? ’i1_1$v4-‘¥'iw;£vttv;i-2- t: 5.733
AR nEep 3 R A Y vkR-1-25)-2- R, | T 8k(1la_96) m/z: 536
KT H]-4-F fAkobor-2-F Bk

111 | 2- 8 -N-[2-(4-{2- f-4-[5-(F- WG -3- | I_1Fw2- R Ak -3-F | ri: 4.212
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ARA TER)AEL-3-APRARE-1- | BR(1la_97) m/z: 521
E)-2-F K LA EBLE o

1112 | 6- &K -N-[2-(4-{2- #-4-[5-(F+BEek -3~ | L1 fe6-RA L2 -3-F | rt: 4.081
AR T AR MEre-3- A KK 9k%-1- | B(11a_83) m/z: 521
H)-2-FAR T A mBLE:

113 | 6- B A N-[2-(4-(2- Rt [5-(F HEE3- | IL1 A 6- R A MR-2-F | 1t 6.697
AR TR T -3- K] KA 9k E-1- | Bi(11a_98) m/z: 521
£)-2-FAK T Jibor-2- F B AR

1114 | 2- 8 & N-[2-(4-{2- #-4-[5-(F-MEek -3- [ 1L 1 Fe2- R A kZ4-F [ rt: 4.116
ARA TR AIT-3- AR A )RE-1- | B (111a_99) m/z: 521
£)-2-FAR T ) F B

115 | 2- & A& 4,6- — F A N-[2-4-{2- & |1 142-8E-46-=F & | rt: 4313
A-[5-(F R -3- A B T A)F0Ee-3- | wbo-3- F 8(1la_100) m/z: 549
APREYRAE-1-5£)-2-RAK A ]AEBE
2’3

1116 | 4-22- = F A ABLRE)-N-[2-(4-{2- R | _1#4-22-=—F X BB | it: 5.600
4-[5-(FWBek-3- R RA T HR)FIEL-3- | R A ) 0 % 3- F B | m/z: 605
ERAYRA-1-L)-2- B 2 A Ak | (1TTa_101)
i3

1117 | 6- LBL R -N-[2-(4-{2- F-d-[5-(FWEe | T 1A 6- L BER E T | 1t: 4917
3R EA TR A ITeL-3- K KA kR | -3-F 82 (1TTa_102) m/z: 563
S1-4)-2-BAR TR m Bk

118 | 6-[2-(4-(2- Rud-[-(F Mk 3 B B T | IL 1 Aot 2,5- = F 8 | 1t: 5.200
A)F 0B 3R R okR-1-40)-2- K | (ITTa_103) m/z: 550
| RTEARATBLAPRER

[_119 | N-[2-(4-{2-F-4-[5-(F-WEk3- A BA T | [L1406- = A F L wbog | it: 5.998
) F0Eek 3R ) KA Y RoA-1-4)-2- & | -3-F 8% (11a_104) m/z: 574
K TEK)-6- = A F A IABLE

1120 | N-[2-(4-{2-B-4-[5-(F-PEL-3-A BT |11 Ao F b ok -1- F 8 | rt: 6.375
ARG -3 R P k-1-4)-2- & | (1Ta_105) m/z: 556
R T A Eok-1- T BLE

1121 | N-[2-(4-{2-R-4-[5-(F-PEe-3- L BATF | 111 Ao & ok -2- F 8 | r: 6.567
H)FREed 3 R A )k E-1-40)-2- 4, | (IIIa_106) m/z: 556
R A E-2-F Buik

[ 122 | N-[2-(4-{2- f-4-[5-(F-PBoe-3- R RATF {111 Ao & ok 8- F B | iz 5.962
A)FMEek 34 A Y kE-1-45)-2- &, | (ITa_107) m/z; 556
AR A o8- T B
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1123 | N-[2-(4-{2-F-A4-[5-(F3PEBrdk-3- R BAET | 111 Ho oF ok -3- F B | r: 5455
)R ATk 3R R Y oks-1-4)-2- 4, | (I11a_108) m/z: 556
AR TR EMN-3-F BLER

1124 | N-[2-(4-(2-F-4-[5-(F B 3- X EATF (L1 Ao o ok 4- F 8 | r: 5202
A FBed 35 KA YokR-1-4)-2- & | (I1la_109) m/z: 556
K T AR Eok-4- F B

L 125 | N-[2-(4-{2-R-4-[5-(FPBe2-3- R AR T |11 Fo »& ok -5- F B8 | rt: 4.808
R)F Mok 35 1 K Yok -1-2)-2- 8, | (lla_110) m/z: 556
R TR EAM-5-F Bt

1126 | N-[2-(4-{2- F-4-[5-(FFHE=2-3- A AKF | [L1702-F K okak-4-F | r: 5116
) F e 3K R YRR -1-4)-2- & | B(Ia_111) m/z: 572
R TA)-2-F Kbk T BLEE

1127 | N-[2-(4-{2-#-4-[5-(FWEee-3- K BAF | 111 Fo o& ok -6- F BR | rt: 4.909
) FrEed 3 R R A kA -1-240)-2- & | (ITTa_112) m/z: 556
K TR Eok-6- F B

1128 | N-[2-(4-{2-R-4-[5-(FWEe3- A RBA T | [ 1408-Z A Edk-2-F | : 6212
AR e 3 | R Y okE-1-4)-2- &, | BR(ITTa_113) m/iz: 572
R T HK)-8-F2 Heouh-2- F BLAE

1129 | N-[2-(4-{2-F-4-[5-(FFWErd-3- A RA T | 111 Fo & % ok -2- F 88 | rt: 6.103
A)FMEek 3R PR A ) RkSE-1-40)-2- A | (1a_114) m/z: 557
AR CAEEH-2- T B

1130 | N-[2-(4-{2-B--[5-(FWEek-3- A RA T | [_14=3-72 K BB ok-2- | rt: 5.098
) F M 3L PR A kR -1-4)-2- 80 | T (Illa_115) m/z: 573
ROA]-3-F R ok-2-F Bl

131 | 2,4-=# X N-[2-(4-{2- 8-4-[5-(F+ Wt | T1_172,4- =K E7-5- | rt: 4.669
S3-AAA T A)F B3R ) R A kR | FEL(ITa_116) m/z: 539
-1-3)-2- B T R -5- F B

1132 | N-[2-(4-{2-R-4-[5-(FPBee-3- R RA T | 1 fw3-#2 K FREek-5- | rt: 4915
A ek 3o R K YkgE-1-40)-2- 8, | Féx(lla_117) m/z: 512
R T K]3-F2 A F0Gek-5- T BLAR

[ 133 | N-[2-(4-{2-F-4-[5-(F B2 -3- A AKX T | I 1402-& X ko2 -3-F | 1t: 4.751
FO)FMEek 34 R A Y kE-1-40)-2- & | BR(1TTa_118) m/z: 522
R LK) 2-F2 K MBI

1134 | 3- & & -N-[2-(4-{2- B-4-[5-(F BBk 3- | [I_143- A K mbow-2-F [ rt: 5374
A BA T R) B -3- KR A UR%-1- | BR(I1a_119) m/z: 521
£)-2-8AX TRk -2- F BLAR

1135 | 3-8 A4 -N-[2-(4-{2- Au-d-[5-(F-PEod -3- | 1A= 3- R AR 4-F | rt: 4.189
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AT ) F WG 3K KA UkE-1- | BR(ITa_120) m/z: 521
)-2-8AMK LA RBLE:

1136 | N-[2-(4-{2-R-4-[5-(CFFhBe-3- R RA T |11 Ao 7 ob ok -5- F 80 | rt: 4.434
A FMEee 3 1R Y okE-1-4)-2- 4, | (TTa_121) m/z: 556
R AR5 T B ‘

1137 | N-[2-(4-{2- #-4-[5-(F3PEeik-3- A BA T | 111 Ao vk %2 otk -6- F 88 | rt: 5.207
) F ek -3- K )R K vRkk-1-4)-2- & | (TTa_122) m/z: 557
R G E R -6~ F BLAE

1138 | 4- & -N-2-(4-{2- B-4-[5-(FMEvk -3- | [T 1 Avd- B ko2 3-F | rt: 4.119
AR T R)FIE-3- K RAURE-1- | B2 (11a_123) m/z: 521
$)-2- AR T A RBLE:

1139 | 5- & A& -N-[2-(4-{2- B-4-[5-(F PEok -3~ | I 1 Aw5- R A2 -3-F | rt: 4.140
AR T ) 0Bk -3- KR A TR R-1- | 8 (1lla_124) m/z: 521
A)-2-FAR LA BBLE

1 140 | N-[2-(4-{2-B-4-[5-(FFPE-L-3-ARAF |11 fo3-nb 2 & T B | rt: 4.065
A)FWEek -3- R R A P okR-1-4)-2- & | (ITTa_125) m/z: 520
K T A2 -3- 2 LB

1141 | N-[2-(4-{2-#-4-[5-(FPH2-3- R RA T |1 fe 2-vb o2 X T 8 | r: 4.228
) F e 3R ) F A k% -1-4)-2- 8, | (HHTa_126) m/z: 520
RTA)2-Mm2- 2 T

1142 | N-[2-(4-{2-B-4-[5-(FPEe-3- A RA T (L1 F04-ok o X Z 88 | rt: 3.962
) F0Eep 3K R A YokE-1-40)-2- 4 | (1a_127) m/z; 509
K LAJ-2-(1H-2k ok -4-32) TBUE

1143 | N-[2-(4-{2-B-4-[5-(FIB4-3- 2 RA T |1 o (1- F -3k 4- | it 6.194
A ek 3K KA MR- 1-4)-2- R | ) 2B (1Tla_128) m/z: 572
R T HK)-2-0-F A -1H-731%-3- ) LB
Jee

1_144 | N-[2-(4-{2-8-4-[5-(F-0Bod-3- 2 BT | L1 4ed-cked X B MH8L | rt: 4.090
H)FMEep 3-8 K A JokeR-1-4)-2- & | (TTa_129) m/z: 521
R T H]-3-(1H-skok-4- ) R A BL

1_145 | N-{[2-(4-{2- #-4-[5-(F-WEee-3- AL A A | I 1AwN-(2-k =k FBLAL) | i 4.906
B ) F ek 3 | R Y oRkE-1-4)-2- | HRBL(1TTa_130) m/z: 552
AARCARATBA)T X} okh-2-F

1_146 | 6- & & -N-[2-(4-{2~ #-4-[5-(FF WGk -3- | 11 2Aw6- R -wb"E-3-F | t: 4.302
AR TR0k 3K R A 9k %-1- | B4(11Ta_83) m/z: 535
A)-1-F K-2-FAR T A RBLEE
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1147 | 6- 8% -N-[2-(4-{2- R-4-[5-(F WG ok -3- | 1 3Aw6-R A -t -3-F | rt: 5.075
AR T )7 0%ed 3 A R A k%-1- | B(111a_83) m/z: 597
#)-2-FAM-1- KK LA BB

I_148 | N-[2-(4-{2-B-4-[5-(FPBee-3- KX BA T | 11 3A06-FA-w22-3-F | rt: 5.722
A)FnEe 3K R R kA -1-4)-2- 8 | 8(111a_86) m/z: 596
R-1-R R TA)-6-F A I

1 149 2-£;§-N-[2-(4-{2-ﬁ-4-[5-(#%%&-3- 18 rt: 3.825
AEA T ) F 0T 3- LK K RE-1- m/z: 458
A)-2-FR A B

1150 | N-[2-(4-{4-[5-( T Bt R A& F 5L) 5 Mok | I_4F0 K jr ok -5-F 8L | rt: 3.746
-3-R)2- RARR A kp-1-4)-2-AA | (Ila_67) m/z: 520
TAJ-1H-3R Hokok-5-F BLk ’

151 | N-[2-(4-{2- R-4-[5-(F-REe-3- A BA T | IL1A3-(IH-2K2 4-K) | rt: 4.017
)G 3K R Y RE-1-K)-2- R | AER(ITTa_131) m/z: 523
X TA]-3-(1H-2k ek -4-55) & BB

1152 | N-[2-(4-{2- R-4-[5-(FPEee-3- A RA T | I_14AN-9-3 A F & 4- [ r: 3.932
ARG -3 KPR A RR-1-KR)2- R | AN FA-H A8 | m/z 472
RTEK]-2-FREK LB (lla_132)

1153 | N-[2-(4-{2- B-4-[5-(F-PEe-3- L BA T | I 340 R oReb-5-F 8 | rt: 5.206
A)FREee -3 KR A Y k%-1-4)-2- & | (Ia_67) m/z: 621
AR 1R TR 1H- R 5 oRed -5 F BLk

1154 | 6- & & -N-[2-(4-{2- f-4-[5-(FWE=e -3- | L5 Aw6- R A -3-F | rt: 4.137
AR T A3 K KK JUk%-1- | BR(I11a_83) m/z: 535
#)-2-84K LA )-N-F X 8B

155 | N-[2-(4-{2- f-4-[5-(FWEo-3- 2 BA T | IS4 K okek -5-F BE | rt: 4.265
FO)F RT3 K KA Y kR-1-0)-2- R :(IIIa__67) m/z: 559
K G HEN-F - 1H- R Hokmk 5. F AL |
;3

1156 | N-[2-(4-{2- #-4-[5-(F+PEr-3- 2 BA T | I 5496- T b2 -3-F | rt: 4.501
A)FNEed 3 R A kR -1-4)-2- 8 | BA(1Tla_86) m/z: 534
AR CA)-6,N-ZF Fom st

157 | 6-R&-N-[2-(4-(2,6- = A-4-[5-(FF Mo | TL_6F06-RE-"LIE-3-F | rt: 4.361
S3-RBA T R)F B3R KK k% | 8 (11a_83) m/z: 539
-1-50)-2- X LA RS

I_158 | N-[2-(4-{2,6-= F-4-[5-(F-PBr-3- K & | [ 6Fw6-F HK-nt®-3-F | rt: 4.818
A FAR)F Bk 3- KR K YUk %-1- | 8 (1la_86) m/z: 538
#)-2-8AR TAK]-6- T A BB
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1159 [ N-[2-(4-{2,6-= #-4-[5-(FPEek3- A & | I_6Fo R jfoked-5-F B | rt: 4.466
A FA)F T3 KKK vk %-1- | (TIa_67) m/z: 563
£)-2- B A T A J-1H- K Hokod-5- F 8L
i3

1_160 | N-[2-(4-{2,6- = #-4-[5-(FtPE~L-3- A & | _6798- 2 & -*5ok-2-F | rt: 6.533
AT A)FIEeL 3 KKK %k %-1- | 8(1la_113) m/z: 590
2)-2- 8K TA]-8-72 A rkodk-2- T Bl

1161 | (S)-6- A& -N-[2-(4-{2- A -4-[5-(F WEedk | TI_T7Ho6- R AR -3-F | rt: 4.307
S-FRA TR FIEee3- AR A kR | B(11Ta_083) m/z: 535
-1-2)-1-F £-2-F AR T A mBLEE

1162 | (R)-6- & -N-[2-(4-{2- F-4-[5-(FMGedk | [I_8An6-R A -wLo2-3-F | 1t: 4.310
S-ARA T R)FIEL-3- AR JkoE | B (11Ta_083) m/z: 535
-1-38)-1-F 3-2- B X LA R BLE:

1163 | (R)-N-[2-(4-{2- A-4-[5-(F+PBrL-3- K £ | [_84v6- T & -abo2-3-F | rt: 4.307
AT A) AT 3- KR K )9k % -1- | Bi(1la_086) m/z: 534
F)-1-F £-2-FAR T A]-6-F A 9EBLAE

1,164 | (R)-3- 8% -N-[2-(4-{2- B-4-[5-(F-0Eed | I_8Fe3-R Aok -4-F [ rt: 4.310
S3-FE R T AT -3 AR Yok | 8R(ITTa_120) m/z: 535
-1-45)-1-F -2- 8K T K]+ R BLR

1165 | (R)-N-[2-(4-{2- B-4-[5-(FMEre3- £ R | 11 8 Hu wb vk 4- ¥ 8 | 112 4.677
A FTR)A T 3- K] KL)%k %-1- | (LIa_055) m/z: 509
A)-1-F F-2- AR T AR otk -4- T B

1166 | (R)-N-[1-(4-{2- #-4-[5-(F-PEr-3- A R | 1 9w K HFokod-5-F B8R | rt: 4.428
AT E) ARG -3- KKK jokF-1-8% | (11a_067) m/z: 587
£)-2-F & & A )-1H-K Fokok-5- F B
Jee

1167 | (S)-N-[2-(4-{2- #-4-[5-(FFMEre-3- A & | [ 7H=6-F L wbo®-3-F | rt: 4.815
AT R)F G 3- KR A Yok %-1- | B (111a_086) m/z: 562
H)-1-F HE-2-BAR T H]-6-F RIRBLAE . |

1168 | (S)-3- & -N-[1-(4-{2- #-4-[5-(F- WGk | TI_104e3- R I -2-F | rt: 4.981
S3-ARATR)FME-3- A PR A k% | 88(11a_119) m/z: 563
1R )-2- T Ak R AR e -2- F B

1169 | (R)-N-[1-(4-{2- A-4-[5-(F-MEok 3- £ & | L OF6-F A2 -3-F | rt: 5355
EF ) AITeb 3 R R A kE-1-5 | 8(111a_086) m/z: 534
A)-2-F AR ARK]-6-F R msa

1,170 | (S)-N-[1-(4-{2- Bu-4-[S-(F-PErL -3- 2 £ | _10F06-F Aok 2 -3-F | rt: 6.721
AT RE)F ey 3K )R A Y okR-1-3 | B (111a_086) m/z: 562
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#)-2-F A A A)-6- T L Imstk

171 | (R)-N-[2-(4-{2- A-4-[5-(F4PEd-3- A £ | [I_8AwIlla_1193-A &t | 1 6.025
AFTA)F Tk 3 XKL IR%S-1- | W-2-TE) m/z: 535
A)-1-F K-2- AR A PB-RA LR -2-

7 B
1172 | N-[2-(4-{2-B-4-[5-(F+ Mo -3- R RA T | 11_12 #= Ila_086(6- F A& | rt: 4.643
| ) BBk 3R PR YR A1), ] | R -3- TR m/z: 548
=T A-2-BAR T A )-6- T A IRBLEE

1_173 | N-[1-(4-{2-F-4-[5-(F3 PEet-3- A B F | 113 #= [1la_086(6- F & | rt: 5.017
A)FIEeL 3R PR AR R-1- AR | wboe-3-F #) m/z: 574
AR ]-6- T A8 B :

1.174 | 3- & & -N-[1-(4-{2- F-4-[5-(F+ FEe2 -3- | 11_13 A= Illa_1203- & & | rt: 4.686
AR T )0k -3- R PR TRE-1- | wboR-4- T ER) m/z: 575
BRI XA mst

1175 | (R)-N-[2-(4-{2- B-4-[5-(F-"Eek-3- A & | [1_84wIla_067(KFH2k=t | rt: 4.465
AT R)FREL3- A KA %R | -5-TE) m/z: 559
A)-1-F K-2- B A IH-F 5tk |
-5-F BLhg

1176 | (S)-N-[1-(4-{2- f-4-[5-(F BE=¢-3- £ £ | 110 4= [la_067( % 5k | rt: 4.979
R R)F G -3- R R A RR -1 | v-5-F 8 m/z: 587
£)-2-F K F & )-1H-F Hfoked-5- F 8t
;3

[_177 | (S)-N-[2-(4-{2- #-4-[5-(FPErd 3- K & | I1_7AIlla_055(iket-4-F | rt: 4.816
AT AT 3R KA k%1 | 8) m/z: 509
B)-1-F K -2- B AR T A )-1H-st e 4- F
(753

I_178 | (S)-3- & A& -N-[2-(4-{2- #-4-[5-(F-PE=L | I_74v1Mla_120(3- &4kt | rt: 4.431
B R A TR AT -3 KRR RE | H4-T ) m/z: 535
S1-3)-1-F E-2- B AR T A B BLE

1_179 | (S)-N-[2-(4-{2- f-4-[5-(FWEre -3- R R | II_7411la_119(3-R &k | rt: 6.024
ATFR)FITL3- A RA RS- [22-2-TE) m/z: 535
A)-1-F A 2-FARTHE]3-BAE R
-2- 1 BLIE

I_180 | (S)-N-[2-(4-{2- f-4-[5-(F+ WEr-3- K & | II_74=1Ila_067(R k"% | rt: 4.470
AT E)FEek 3 A R A Y RE-1- | -5-FER) m/z: 559
A£)-1-F #2- AR T E-1H- R Ffoked
-5-FBLME
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1181 | N-[2-(4-{2- R-4-[5-(FMEee-3- R £ T | 11 Ao Illa_I33(2K " 5 | rt: 4179
FO)FMEek 34 R K kA1 00)-2- & | [1,2-a]nbe-6- F BR) m/z: 545
&R TR )-2kok (1 2-a) ko -6- FBALEE |

1_182 | N-[2-(4-{2-#-4-[5-(FWE2-3- R RA T | 111 Ao lla_134(E % # | 1tz 5.637
A)FIE-3- R KA kR-1-4)-2- R | [2,3-b]riboE-2-F 87) m/z: 562
AR T HK)-EF[2,3-b] o -2- F Bk

1183 | N-[2-(4-{2-F-4-[5-(FPE2-3- A AA T | 14 1la_135(7-# &7 | rt: 6.327
A)F 0B 3R PR A PRR-1-8)-2- R | R-2-TF 8R) m/z: 589
AR T H)-7-74 3 -1H-3"R-2- F BLle

[ 184 | N-[2-(4-{2-#-4-[5-(FPE=2-3- A RA T | I_14v]lla_136(5-AH K | rt: 6.318
H)F0Ted 3K PR A Y kE-1-5)-2- & | HFrkh-2- T &) m/z: 590
AR TA)-5-FH A K vkh-2- T BLEE

1_185 | 6- 8K -N-(2-{4-[2- B-4-(5-# 4 F A F | II_11 4o 1lla_083(6-RAK- | ri: 3.575
WEek 3. R ) KAk -1- 4 ) 2-BAR T | hoR3- T 8R) m/z: 455
A)mBLIE

1_186 | N-(2-{4-[2- B-4-(5- 2 A T A FH0Tek-3- | 1111 o 1lla_044(5- F 5 | rt: 5.444
F)EERAE-1-K)2-ERTK)-5-F | Ep-2-Fig) m/z: 459
HoRe-2- F Bk iR

1_187 | N-(2-{4-[2- A-4-(5- 5 K F A FWE4-3- | TI_11 4= 1la_050( % 5F°k | rt: 5.849
AR A RE-1- R )2-BAR T E)YKHF | vh-2-F8R) m/z: 479
vk oh-2- T B

1_188 | N-(2-{4-[2- R-4-(5-#% & T & F0E4-3- | II_11 4= 1lla_055(vk>e-4- | rt: 3.991
A)RE A1 )-2- AR T H)-1H- | THL) m/z: 429
w4 F B

1_189 | N-(2-{4-[2- #-4-(5-$2 X F A FPEe2-3- | 11_114w1la_066("3 %4-5- | rt: 5.029
F)R A kA -1-4)-2-BAK T E)-1H- | FER) m/z: 478
| k-5- F B /

1190 | N-Q2-{4-[2- f-4-(5-2 A T A F0E4-3- | [1_11 4= 1la_133(sk =25 | rt: 3.643
FK)E A kA-1-2)2-BAR T E )kt | [1,2-a]7R-6-F BR) m/z: 479
F#[1,2-a]"H=2 -6- F B

I_191 | N-(2-{4-[2- #-4-(5-2 K T A FRE4-3- | 11_114=11la_086(6- F & - | rt: 3.864
)R A RE-1-A-2- R TE)-6-F | to2-3-FEL) m/z: 454
Ty E

1192 | N-(2-{4-[2- B-4-(5-5 A& F A F0E-3- | 1111 Ao la_113(8-# & | rt: 5.752
E)RERSR-1-4)-2- B THR)-8-5 | “Bodk-2-F 8) m/z: 506
Aeak-2-F B

1.193 | N-(2-{4-[2- f-4-(5-% 2 T A FWEe-3- | 1111 4o [Ila_007(3- & & | rt: 4.676
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AR)RERS-1-4)-2- R TE)3-# | RTER) m/z: 455
AR T Bk

1194 | 6-( T A F £ & & )N-[2-4-{2- & | II_14ellla_137 t: 4.478
“A-[5-(F Wk -3- A B F K ) F Rk -3 m/z: 563
RIFRA Y %kE-1-4)2- AR T A ) mBt
'3

1.195 | 6- =9 & RA-N-[2-(4-{2- A-4-[5-(FNE | II_14=IIla_138 t: 4.305
w3 RUR T ) RT3 KRR ok m/z: 549
H-1-2)-2- R G A BB

1_196 | N-[2-(4-{2- A-4-[5-(F0E=e-3- R 2R F | II_14ellla_139 t: 4334
)G 3 KPR ok -1-20)-2- 8 m/z: 579
RTE]-6-2-F A LA AR ) MBLE

1_197 | N-[2-(4-{2- f-4-[5-(GF0E=-3- A B A T | I_14wIlla_140 ri: 4.150
) nEek 34 KA Rk -1-K)-2- m/z: 535
R TAT-6-F A BB

1_198 | N-[2-(4-{2-F-4-[5-(F+0Ere 3- X EAF | II_14wIlla_141 t: 4.479
B F BB -3 AR YRk %-1-25)-2- R m/z: 536
R THK)-2- 5K 2077 -3- 2 TBLBE

1199 | 6-(T 2 F & 8 A )N-(2-{4-[2- f-4-(5- | I_114w1Ila_137 rt: 4.002
YA ALK S ¥ LY NE m/z: 497
A )2-B AR TR ) EBLE

1.200 | N-(2-{4-[2- f-4-(5- 5 A F A F0Ee4-3- | [1_11411la_139 : 3.852
AR K %kE-1-4)-2- B T H)-6-2- m/z: 513
T A TR RN ) MBI

1.201 | N~(2-{4-[2- B-4-(5-# A T A F0Eek-3- | I_11 A= [la_142(2- A & | rt: 5.092
)R A RSB )-2- AR T HE)-2-5% | KT ER) m/z: 484
AR T B

1.202 | 4-8HK-N-Q2-{4-[2- F-4-(5-# KX F AR | 111 fo [1la_027(4- R £ | rt: 4.128
Mhek-3- RO R AR E-1-A)2-BR L | 3-2EAXTH) m/z: 470
#)-3-72 A KT B

1.203 | 3-RAE-N-(2-{4-[2- -4-(5-F A FTEF | 1111 4o lla_143(3- A& | rt: 5124
WEeg 3. HO) KA )RAE-1-K)-2-BK T | RFER) m/z: 464
ENE N S

1204 | 3-8 -N-(2-{4-[2- f-4-(5-F A FAF | 111 # Illa_1203- &K & | rt: 3.684
WGk 3 F) R A%k %-1-4)-2- AR & | hg-4-T ) m/z: 455
A)F BB

1.205 | N-(2-{4-[2- B-4-(5- & F A FAREeE-3- | 11_114w11la_110("E%k-5- | rt: 4.131
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)R A PRE-1- R 12- B TR )bk | FER) m/z: 490
-5- Bhie

1206 | (S)-6- & A& -N-(2-{4-[2- B -4-(5-# £ F | I1_14 #= I1la_083(6- £ A4 | rt: 3.800
AR nTed 3. KKK R A1 ) 1-F | whoz-3-F %) m/z: 469
A 2-FAR TR BB

1.207 | (8)-N-(2-{4-[2-R-4-(5-2 A T A 70T | [1_14 40 [Ila_133(%k "2 5 | rt: 3.856
S3-F) R AR )-1-F A -2- 84K | [1,2-a]05%-6- F 85) m/z: 493
Tk HF[1,2-a] ko2 -6- F Bl 3

1.208 | (S)-N-(2-{4-[2-#-4-(5-5 K F A 50Ee4 | 11_14 F= la_135(7- A5 & | rt: 6.131
S-F)REVRR-1-R)-1-F R-2-8AK | R-2-F 8R) m/z: 537
T H)-7-A6 - 1H-"3 -2 F i

1.209 | (S)-N-[2-(4-{2- F-4-[5-(F-BE=2-3- 3L & | 117 A= ITla_133( =k & F | rt: 4.335
AFTA)FEL3- A ]RKA % %E-1- | [1,2-a]152-6-F ) m/z: 559
A)-1-F #-2- 8K Tk H[1,2-a]
LT -6- T B

[.210 | (S)-N-[2-(4-{2- F-4-[5-(FWEr -3- £ & | I_74w]lla_135(7-A %73 | rt: 6.553
ATE)AEL 3K IRA RS- | R-2-F#) m/z: 603
£)-1-F & 2- K T A -7-8 £ -1H-%)
wR-2-F Bl

L211 | (S)-N-(2-{4-[2-f-4-(5-5 K T A 5304 | 11_14 #v IlTa_045(5- i& *& | rt: 6.199
S-R)RARE-1- A} 1-FE2-8K | 9-2-T8R) m/z: 538
LHR)-5- iR vkey-2-F B

1212 | (S)-N-(2-{4-[2- f-4-(5-2 & F £ F0Eo# | 11 14 A= [lla_076(zK "L 5 | t: 4.220
3-F)RARE-1-A3-1-F A -2-8AK | [1,2-a)152-3- F #5) m/z: 493
TR )ked[1,2-a)v k77 -3- F LAk

1213 | (S)-N-(2-{4-[2-F-4-(5-2 A T A FA0E4 | 11_14 #= [11a_086(6- F A& | rt: 4.112
3-A)RA VR E-1-A)-1-F A 2-84K | or-3- T 8R) m/z: 468
T 38)-6-F Ao mBLAE
A Ia foa-dp b 3641

WA F AT ik 1-3 L—#F2 & 5 AT K Ta 091664

Fik 1: #1423 DMF ¥ 0.1M X 11 B(leq)#yE&AmAX Via
8RB (1. 1eq). R ELH B EHLEFEEN LW K, IaN 10
#r DMF #RBRE WK, SRR, FmRARkk. EEARL
AR FELT, ¥ RAEAMA EtOAc FIR =K, REM HKEEAM
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FFK, BRAKRBANTIR, S0, HARETRE, ofkld, @
it AR B AR AL E S ALPTAR 4D,

# A= X VIb & B,

ik 20 ABE T &R XIS MATEG 7% 2, #ARMXI

Fik 3 EEREGLZ T DMF ¥ 6 0.1M X II B (1eq)dd &R AN

ARt (l.1leq). R ERHB|BALEFEEN LEX., REEZ
BAARX Vic #98(1.5eq)fe = TH(1.5eq). R B3 BAHLEE
BHr Ll k. Ann%) 10 47 DMF AR EK, HHfFnEdik, #m
R Kk, BRA A RSF LT, FRAEAMA EtOAc IR =K,
KGR AR BEA AT R, BRABEBMNTER, S8, FAEBRET
REE, doRoe®, BidA BN AR LSAHTT =Y.

%5

% | 4 AR J& 4t HPLC-ESI-MS

%)

la_1 | 1-[2-(4-{2- B-4-[5-(F-PEk-3- R BA FTH)A | 1A= A BL4- A2 [t 4.691
Mok 3- R AREIRE-1-KX)2- R K T | XBE(VIa_l) m/z: 565
AR J-3-(4-RK 2 R EOMk

Ia_2 | 1-(G-FA KA )-3-[2-(4-{2- R-4-[5-(FMEwe | I 14 RBR3-FA | : 5353
SB- R BT R)FIEeR-3- KR A kR-1- | REE(VIa_2) m/z: 545
£)-2-F AR T A v

la3 | 1-[2-(4-(2-A-A-[S-GFAB-L-3-ARE FH)F | 114 F R#3-F R |rt: 5838
WEeg 3- K ]R A YvkB-1-K)2- 4K T | £RB(VIa_3) m/z: 550
A]-3-(3-F AR

Ia_d4 | 1-[2-(4-{2- R-4-[5-(F WEet-3- R RA T AR | 11405 RUBR3-A A | rt: 6.054
WEek 3. K] R K Y okF-1-K)2- AKX T | REE(VIa_d) m/z: 565
A )-3-(3-A AR H )Mk

la_5 | 1-[2-(4-{2- B-d-[5-(FMEL-3- A BA TR | 14 F RBKRS-F A [ 6.580
Mok - R IR A IRE--£)2-BK T | 2-(ZRFHA)3-%kvh | m/z: 592
FHK)3-(5-F A-2-Z AT Arkedh-3- )Mk ¥(Vla_5)

la6 [1-(6- R AH- X H[13] =R ALK T H-8- [IL1 4 F R BL6 A | rt: 6.093
A)-3-[2-(4-(2- B-4-[5-(F e 3- K R A T | 4H-13- KR HF = R4 | m/z 596
A)FuEek 3 AR A RE-1-2)2-BART | 3R T W -8- K B
A (Vla_6)
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Ia_7 | 1-T#4-3-[2-(4-02- R-d-[5-(FMEre-3- K AKX |1 A F R T B [t 4836
T A) A BB 3 KRR k% -1-K)-2- 8K | (VIa_7) m/z: 472
T A
la8 | 3-2-(4-{2- R4-[5-GHIBo-3- A BATE)F [T 1F=FEAAT [ 4787
WEed 3 PR K R -1-20)-2- BAX T A )-1,1- | BER(VID_ 1) m/z: 472
L F 3 ‘
Ia 9 | 1-[2-(4-{2- R-4-[5-(FRE4-3- R RBA FR)A | 1A FRAMF RBE [t 5157
e 3 R A Y okoR-1-55)-2- BAX T K ]-3- | (VIa_8) m/z: 486
7 R H
la_10 | N-[2-(4-{2- 8 -A4-[5-(FPEoe-3- A RATFTA)A | [L154- "Lk A | it 4.753
Whed 33 )R E ok -1-4)-2- B TS | #(VIb_2) m/z: 514
4~ T BL
Ta_11 | [2-(4-{2- B-d4-[5-(F+ Mo -3- A BA F )AL | I_1A=RAL4(VIc_1) [t 4369
e 3R AR kR 1-20)-2- BUX AR m/z: 444
A Ib A b £ 364

BT & X XIS PTE 6y 7 ik 2 155 & 6 B+ X Ib 6944
4, AX IV tghAaX Vil ¢ 8 F BRESAE A BA,

&6
£ % | LA Bkt HPLC-ESI-MS
)
b_1 | N-[2-(4-{2-B-d-[5-(FWBek-3- R BA FR)FIEL (TR TR |rt: 5432
B3R ]RA RE-1-K)2-RRA)RA TR | B5(VIla 1) m/z: 473

=
Tb_2 N-[z-(4-{2-ﬂ-4-[5-(%%&-3-£%‘-’r’it;#ﬂ%v:k M1AR TR | 5632
B NERAYRE-1-A)2-BRCAIRA TR | HE8(VIa_2) m/z: 471
¥ B
Ib_3 | N-[2-(4-{2-B-4-[5-(F-WEo-3- 2 B T )08 | I_1 4= & F 8R4- | rt: 6221
S APRARE-1-4)2- BT A ) RA FBR4-A. | AKRBE(VIIa_3) |m/z: 539
ES

ER o b AT
H T IRAE AL AW G AR A WIE M, AR AT AT K
EMB TR, BAAMETRERATHE, MEBE 9 LT =
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18 2 5B, KRG A mEBREEIR, £ 35CHTF 24 IR,
VA4l A K69 KA W 3K E R 25 4 68 AR B R A
(MIC))(ng/mL). & 7 ¥ 6445 R R T AL P — LA bW e bk 4 iE
5 ) # O ke A 4 & M A AL M (F) vk e Ak ok ) 6 PLAR

EERE AT 5 3 R 5 A48 xF F £ 4 38 B (Streptococcus
faccalis)(BCM-010, H#k4% #%F SALVAT KE L& EH EKY
(Staphylococcus aureus)(BCM-012, B# & #R%£F SALVAT #£)#dn

AW E M,
%17
e BCM-010 BCM-012
MIC(pg/mL) MIC(pg/mL)
Fi) Aol e 4 2
AR ko i 4 2
11 2 1
115 0.25-0.5 0.25-0.5
132 0.25-0.5 0.25-0.5
151 1 1
158 0.5-1 0.25
182 2 2
184 2 1
1104 0.125-0.5 0.25-0.5
117 1 ]
1152 2 2
1153 2 2
1155 2 2
1160 025 | 0.25
1170 4 4
1171 1 2
1192 05 0.5
1213 1 1
Ta_1 2 1
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