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Scheme 19 &K, a) Quinoline-3-carboxaldehyde, glycine ethyl ester hydrochloride, diisopropylethylamine, toluene, reflux
b) lodomethane, rt., dark
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Scheme 210,11 OAfY,  a) Corresponding aldehyde, glycine tert-butyl ester hydrochloride, diisopropylethylamine, toluene, reflux
b) Trifluoromethanesulfonic acid, dry toluene, r:t.
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Scheme 312 DA% a) Chlorosulfiric acid, reflux b) 2 mol/L ammonia methanol solution, r:t. ¢) Thionyl chloride, dry ethanol, 60 °C
d) N-iodosuccinimide, o-dichlorobenzene, 80 °C ¢) 1. Sodium hydride, 2. methanol, 3. 2 M HCl, dry toluene, r:t.
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1.0 uM I CREEH 28 L7e B ERICBI L T, ICso fEDHEH 17572,

SR RBAEER 2R3~ v VIR ER 1 B KOV 2, HVR CEREER SR trans-6, 15
FEBRFER cis-7, 7H 7L 04 K12 D ICsofliix. T4 0.53, 0.20, 0.98, 1.2,
1.6 uM T > 7=, boceprevir D ICso 1% 28 uM T ¥ | 7l L 7= Coo #5541 3 boceprevir
IR THRWEEEHZ AT 5 2 L3RS NTo, FRC~m U EBRERER 2 13, 1Cs fiins
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FEHOE LR RICBW T, Con8ko HIV 777 —EX HCVRNA R U 2 5
— BT 5 BFEE ISR RN TEN S L TRt RS iz, £ 2T, SARS-
CoV-2MP° BHEFEAICBI L Ch ., PR S LEAISR Y 7 % F O TSR B IR C 228
HoOMERETHZ L L Lie, ETIEAFMEE VT 7 OSERIRG R AT 72
N, BRI ARRIE CRMM AL Z LN TE R T2, S TVEEMEAT
% HPLC % W TR E 24TV 15572 4 FEO SRR LT S k=R
R L,

Flo, TNLUCE L THFEE &M (CD) 2470, FEREE T o 5 430 nm f+F
PIICB SN2y F RO IEAD D, Martin HIZE VIFESNIZE 7 ¥ ——LIThE
AR SRR 2R E L7z (Table 1) o

Table 1 53 Ht U 7o 8 NEARSRPEIR O BHG AR TR & el NLAARRL &

cis/trans FaHE BRI R R AR E
(%)

cis 1 >99 25858

cis 2 94.0 2R5R

trans 1 >99 2S85R

trans 2 95.6 2R )5S

S EL L T2 B SAR MR D DMSO IR DR % Bk T v I K% O CIREREF O
DMSO AR 2 U CIER L 7= B 2 b S ICEH L, AR %217V, SARS-CoV-2 MP©
PLEVER 23 L7z, ZOfER., 7 ONARBEMARR TR I OETIZIER LN T2,
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Coo FHERD COVID-19 IpEIE & L TOISHD FREMEZ . SARS-CoV-2 MP° FHEEH
AL L TR 5720, FHMIRZH72ICiS. L, BEFOBERICNZ, 7 0E%
b E M DOBEHREREZEAN LT 9-11 B LV Coo AR D 60niE FIERZHFFT 577 L
oA K12 &TYA 2« BRL. 1-19 @ SARS-CoV-2 MP° [H5EVER % 5T L 7=,

~ R (1,2) 19 EOFERO R TRICIRVIEEER 278 Lc, OB FED
WKL HEERZR L, WVRS T EOBNZE O S IZBR LTV 5 AT RIE S 1
7o AMFFETHHUCE R LICERBRE AT (9-11) (X2 4UE EROVEEER 2R S 7220
Sty =, TH 7 aA F12 13RO LEER 2R L, 60nE 1 4% R & HEfr
THTH T LuA ROEMFEHOREITTIFE RN, AERITEEL2MA LS XD,
b Z et 2 13MazEta RS 3. SARS-CoV-2 MP° (Zxt L CHlWBAEEM %
R L., COVID-19 DIRESEBEA & 72 2 /EEEN H 5, LovL, ZOEMITEER O E
HIEROBREWMTH Y . TN EN DRI Z BHEEL | @50 HEEN 2 5/l 2 2253
BD, F12, Coo B BRIC L > CTIHEEHORSICEHE R ZNHDHZ L LN ERD
L0 ST AR 2 A S IS T A 72012, S ORDIMRIPLETH B,

F7o. BEERS TRV 7 IZE LT, ¥ T VEEMEH T 5 HPLC I X 55655
FZATO MPO BB VEH 2 380 L 7228, SEARBRMER T E 022 TTER b e o7z,
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