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Figure 1 The structures of nitroimidazole radiosensitizers 1-10.
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Figure 2 The structures of nitroimidazole tumor hypoxic prodrugs 11-23.
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260] DL S B R R IR TR S ek Sk . R A AR
P46 W44, 105,18 42.40 pM™,
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T JE 2R DK e 4 B 28 S WM AP R 29 A
ZHIEF, A YR SR ST i ) e 4
B, (RMEANMOUE T B AR IRAE. Y R ke b ke
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Figure 3 The structures of other nitroimidazole anticancer compounds 24-31.
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LI AT T 2R, TR
YIKEEE, R s e A BRER. &8%a
FLLE R 1) TR M2 VR T A 22 I 1 DR S B A R A sh 5
LI I B 2 Y, el I R R A 5 FL)
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centration, MIC)A16 pg/mL, TS HHYEAER
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RERE B2 = AL S KM, 38 AT DLEEAH BN 25 AR [X
T, AT 5 400 B i 245 7.

5 v e A ) 225 ) 1S DA g e T Bl 2 — R L N T
ERIEA T BAMZL . et PR
) K BRI 25BN 1 S AE T RCRTOT, s
FRAZ 115 21 18 Y e AR 34 (B 4) X8 T Bl 4 B8 (1) A
KA E (MIC)40.50~8.0 pg/mL. ZAk &AM BE
1% SDNAYR A A BRIV I 2 AN 545 G 2 I H 3 1)
PURAEH, &I LS 8E TR > T4 -aPm S A
MiEEAB RS, S G 34— 25 45 s
B FH R A AR 35 (P14 % 3% B T BRI (Staphylo-
coccus epidermidis)~ 4z ¥8 75 %] BK i (Staphylococcus
aureus) S i F AR U PR 4 3 (455 78] BR 18 (Methicillin - re-
sistant staphylococcus aureus, MRSA)5 22 Ff f == BH
TR R I H BRI AIE R, T R MRS A FR 0 i
S AW VY B (Gatifloxacin) [P 845, o HH 7 R
R IEEBARE R TR S AP B, T
B4

R i o — SR B BN 2540 B, BB DL 2 Fh 4
G 07 NGNS AL RO Ay A AR, AT RA
TERN LB T2 RIREN . M R85 RIGTT
R, AR SR MR IR .
L PN A 7e s B N e /RN £ s E/INE R
PEVTTL MR 7t % R RO SRR AR AT A
36a (F4) AN fe PR F il Al B 27 FAF 16 (Bacillus - sub-
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teriae, 0.010 pmol/mL) I AE K, 1w LA 1540 b i 24 4
IR A, 2R i B B ANAS R R R B AT IR &R
KB, BRI s R R SRS
PR, R R RB, R E K
ot FEBE IE IR PR IRk e 51 A\ SLHEAR 2 15 24k S 736D
ST X 2 AN BT B (Acinetobacter bauman) 7 H L
SR A 2R (MIC=0.013 umol/mL), {151 AL
LRI AT R T,

MRIRTE R 25 908G TR R, B 2 T2
R TN ML AR AR R T
BRI A BEL B PR A i PR A M) T R A T 245
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Figure 4 The structures of hydroxyethyl substituted nitroimidazole antibacterial compounds 32-39.
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WA A Y39a~39b (E4), EATTR KIGAT B (Escheri-
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TR T, T B AR E R g R
Horh 207 B R FE S5 M Be A AR SGE AL & W i 2 3 2
R, PeEEAEENE. b, OREE A R H T A
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3.2 i CFEBRHI TR R B A AL S

M RE T i . BCAr B S, |z TS A
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Ko RSN RIS EAT ARG UM SR 255
e W BB PP A A ) S 2 45 21 1) 2 55 e e e ok A
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Rah F2 kR, IREE S A B B S e (1
W kA 7 3 i PR it 2 SR S 40041 (E5), H
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HA— et ™,
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DRe s o eI e 205 5 R O M R A 443
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N R T $ s A B B 7K v AN B O,
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Figure 5 The structures of amino ethyl substituted nitroimidazole antibacterial compounds 40-48.
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RSP IR (Tetramic  acid)f& V2 KARF= W) HF
gkl B RARKEEE, TR LA
X B AN R B R A . R IR R AT A P47
(B35S SR MEAR B (Clostridium difficile) F13NH 75 P 5
TP AR 2, (EKIA A BITHE r, RERE DU 8 SR A I
W REEIE B RIE W, XTIR97 B M IE i i e
HA BT R,

AL G YA B R A AR T R
T, R A = M B 24 ORI )32 B TR R,
i HLAE T s B — st g =)
N B fi FE R T HEAT S 145 2 BT 45 4 4 148 (KS),
BRERE LLIC ol 23 77 90.06010.030 pg/mL i) 7 & R
1) K AT T R A 2 A0 B M B ) A, 3k ) s PR

ToELmunE".

3.3 HAts ZFEBURBIREFER I K GTH H LB

HAh 23 Wk 2.5 . 5L FERT A L Rk — 2015
MRS 2 R AT A BN BB E . K
FRAT A= W) A B R (anacardic  acid) Fl/K % # I5 FR RE 1%
ERA B RE S, BA 2 RSN R
W R I | 5] AR IR 1S 2Tk AT A 049 (El6),
XoF W | TURFT B (Helicobacter  pylori) iR 2= B AR AN T
EPEACs=12 pML T 2% 259 £ Bt A5 R (A cetox-
ime, IC5=17 uM), IR b (BT K M FAIL HL - ) 25 L 4]
AR TR EEDR ARG, 7R iR
B, EVIA9REN S5 IR RBHE AL RUA S &, Tl LA
P g e | AT B8 F s R 750 ), 55— b S 2
Tl 2 KM IS AL S 050 (o)t LA T ik (14T e v k.

&R 7 B ZE e e 1 2 A5 B A O BT A
51 (PEl6)ox 1 UEAT B 410 ) 1 28 e A MR A 1046,
o B BRI RS FENUA S D b K45 T
HEAER, 1 EWSE R DK M BT 71 A 5K
IR ST, T — PP SRR e S 2 3 AT 52 (El6)
WG RERE . KA 3 A E A TEAT o 55 2 P
2R A P

3.4 IREEILSR A IH IR KT AL B

W A AN KSR A7 £ T 2 M S5 H 70 1oh, RE
AR R SRHURE L, AR TR n-n AR, ettt
aYMEEY TR RS S, HER &8 R
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Bl 6 At £ FEBU I S K S AN 1 1L 5 40 49~52 K 454 3

Figure 6 The structures of other ethyl substituted nitroimidazole antibacterial compounds 49-52.

ML 2-Zm LS RS R AT A 53 (BT RS 5 K
JoFT o B U S TR AL A A 1, 1Cs=3.1 uM,,
A FE i R K 2437 3 B 5] M RE 8 A R ik
TR M FR T 2442, T AR R A K R 4 R 0 5 5 N A ) 5
e X LU E TN TR ARV (B3 oF =Y 2.7
54a~54b (117)%] <5 8 (] 4 BR T AR 552 AT T Y
FHREYEE790.9 pg/mL, JLF5Z% YN R
(Ciprofloxacin)fH4, Tfi54bX} T AL HRsE 40 i & (mi-
chigan cancer foundation-7, MCF-7)¥&H T~ H 5.
MR REY], ANMEMIE AR TR S ED
sk e e A i g A1

WEME R — SR H Ak v B, AT AR B )
ERM, SRR DU AT, V2 MR A
e | Sk ARSI AR 2 DL K A A Tl R 2 A A 1 77
ZRA TR, 2ethe, fFEERGHFRTEEZR
FENR I A U Y R SR DR PRI AT A 55 (BT
WA EAT B A X B4R K T50 mm. S Hike R 0, 16
BT RGO, BURIESE M, iE i Y,
B OIRFEATEYIS6  (KIT)XT 24 1) K AT 3 FIMICHH
N0.030 uM, &S AW 1D B (Norfloxacin) (133
i, EXTAHIERAW  264. 784 BRI HIKA 5]
KRN 2P R, A S Pseit al U S 5 K
JakT B FIDNAR A BRI A AR, X R L
R, BB R, (& PR A
RHK P ERRB

MR A I 2L 2, SR R
B\, VBRI ST A R 2
B, HNEMEIABAIE SR T B AR, RHrEme 3R
B ZH T BRI T, FERENREEE
IH P T R DR BB 2 A e ) P — P i R e AL
w57 (K7)8EH A0 H] 2B R B (MIC=
0.024~0.19 pg/mL). EAFEE 2, 1A VISTH IR
KB (Micrococcus  luteus, MIC=0.19 pg/mL)F1 447
] BR B (Staphylococcus warneri, MIC=0.006 ug/mL)H]
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FIHI 2 5 | 28 M i (Linezolid, MIC=0.78 pg/mL)Fl
PP R (MIC=3.13 pg/mL)FH 4. MO RKH, ik
IR IR 5 R X A I T 7 A T AR A P,

T H 2R TR KRR 2 15 P AN - (R R 25 05 5 A 3R,
BATTAT DA W8 (R FEAR P R S HEAAR B LE AR P A 1
RN 5 K& BOT S B RSB T:, BRI R TRk
KGRI 2 A s YR 2 Rtk
MR 25 DA DN T R IET 2 A TR, BARK
IR g i1, 2R BUR 1k A 458 (K7)
o 22 BH A B G0 4 2 (0 BT BRI . ZEWER B (Entero-
coccus faecalis)s BRI ZEN B (Bacillus gigantobacil-
Ly R 22 B B G K M 25 A0 B ) A L T A ™
S WG B (Enterobacter aerogenes)&s i 7 H 55 1]
TR A ST K 5 A TR A P (MIC=
11.32 pg/mL)Eg 5% T II% K 25 7 B 24 PG 4k (MIC=
16.43 pg/mL), % 4 23 A5 S i 1R Frp 40 il 4 FH S5 0 B 75
Mo 241,

3.5 HAETES M BRI B AL B

i — 2RI R R P 251 W A BT
AR, TR 25 mT DLd o ) A= ) B B R
TR BOTE ik B HC B RO/E Y ek A7 2R 59
(I 8) AT LA R A0 i 4] £t Al B0 J 11 1) 4B G, MICAEL A
16 pg/mL, 52 250 E 5 & 1AMHIGEEAR . B4k,
a5 (K8)IEHT EUR A ZI/NF i BRDNA A BH 1E 3
AR, M5 IEIRPIA R 24 & X AR R
DL 0 B 24 96 (Fluconazole ) 5B FH i 22 3 0 HA B
[FAMER VR, R T 2. it — Dt siaR i, i
JEoRIE B 2,4- — SUR B U] DU SB35 2454
TEAEYIE N B s MR ISCE 22, 328 s & bt B s
PEU SRR R — R E B 2 b 1 A, o
WE PR A T R R A BR 5 N A Rk e o 75 21 14k 5 460
(P8 ) 2 =2 S A B A 4 e P v T = B MR B, X 4
B8 ] 2] BR B RS B 2F AT 1R A SE A DR A
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B 7 SRS AT I K S AN B b A 53 ~58 1 454 51X

Figure 7 The structures of compounds 53-58.

B8 A 45 A i R K S AR B 4 5 059~61 ) 25 445X

Figure 8 The structures of other new nitroimidazole antibacterial compounds 59—61.

2~4 pg/mLM,

R P BT KT A 61 (B8) BAT) i
PUEIETE, EFTLLSDNAF R4S &, HP i RIfFAE
s 7 S REVE RIS, S PI61BEA R HI AR R T
FRBE CONT B 2RI, AT EL L 40 B o ) R A A ) 5 6
AT, BBIBIMEER. B RAE SRR, RIFH
1R M TR A= 400 P EE, T P AT R T 71, BRA
TSRS 25 PR PR JRURSE. 4 U TG e B 90 S BER T I i
BRURE, A& 00 AR T B, U i v A ™),

4 FHEEWRIE PRAE B B U B

FLBE B WL 2 RORE, 251 R 1T 1)
BEPRE N E ) EEE R 2 —. DRSS e =
AU P R I R A B )2 LB 2. il
K FE 1 (Miconazole). FaEEME. 47 il BEME(TItraconazole)
SR 2GR B AR W P S O R
L S g 7T R4 N D @ Na SRS 7 e w7 AN |
FE P # B AL I IE R IR B R IR LA S 2 P K
20 I8 R 25 TR AR ) P2 A, BB IR e NS e
Mok TR R B, TR AR B 2

4.1 N-HURRHZEBRMERGT R H AL S
N- I IR IR S 47T L 1R 245 4 W 7 %2 W (Clotrima-

zole). B¥ il (Oxazolazole) H Al tH: LK 72 FH T ilfs
PR, APTFLBE A SIEITH T 9 H DTk, B A i s ke
AL S HE AR SRR B b (PR R o il i — R B
B3 B BUDK ALY 62 (E19), & A8 A Wi PR B
X A B B RN AR 5% B8 (Aspergillus  fumigatus) 7RI
H R EAPHEIECR. #—P R, YHEERN
BOIRAG G 1 — AN DR R BRI 15 21 AT AR 000 B
WERWE . BRI EIR (Canidia mycoderma) 7= ifBR 2
ItRE(Canidia utilis) RGP % BE R (Beer yeast) (1) 56 4411
il FER32 pg/mL, BAS KGR 250 3 R, (AR SR &
L — B IETE, o R MR ISR it T — Pk i &5
W ae, B et

DRI EAS MR ATAEP063 (19X 2 il 55 B (As-
pergillus niger)F [t & 2K (Canidia albicans)F i
TE TS T ZE O A, T R R I R A SR R A A
M ERA RS, [R5 A S A A A 3 5

AR () e BB 5] N A R R AR R ] G 2%
PR D) 7 T B ERAL A 53 R0 245 4R 80 77 P ok,
SRR AEIE DY S 6N IR T 1 e A A
AT AEA64 (K9)REA Rl 35 Hh 55 18 (Aspergillus fla-
vus, MIC=0.010 pmol/mL) I, IR 2 ol e
(MIC=0.84 pmol/mL)1J841%, H =Bk MK 8k e
FA R T 5 e M R R S YA PR i . P
FABIR, 2 AR AR A L DR A5 B R4 S P
AT TR, UL AE R RSN 7 R B T SR
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B9 N-HURUAH R KPR T AL 5 )62~6THI S5 4 5

Figure 9 The structures of N-substituted nitroimidazole antifungal compounds 62—67.

}Eﬁ [152].

it 5 K WA 1 75 B AT AR ) AN B A 88 1) 4 1 A
KU PR IR I — R . ATE6s
(P 9) fE 4 i o il 2% o R B RE B A0 2R K (MIC=
1.4 pg/mL), FCRAE T, k& 165t — 515
Mt BT EY66a~66¢ (19), “E ARG I 181 B 1 &
F S BERITE OB BIPT R PER, XA 5T Bl
R H 5 Eom R A e . g SR ke
B IR 5| NMAEA A P 25 5 5 AR AR TR B AR S A
it T A R e i A Y,

PR i P 7 e DR S B AR B 1 S V2 R R
HH, BRI 24 FH3,6- IR MR 5 ATA Y067 (BI9)E
USRI PU B TG, LB i B B T P R SRR T
1655, HAE L — P00 i 2 1 R R 2 B RN
}FE[SS]-

4.2 PRI R BLE LAY

RIFBK IR IR 250 5y F BAA T IS LR B
P, DR 2R G K AT S MR 15 2158 B P L T 25t
J A BIE T B AR OS50 R R I I A Sy —
PAEREMEYERE—EAHE . R G
A P P A o R R e T B PR . 2,5-—
AR 2R FEIKIE68 (1£110)5 275 24 25 1 % (Nysta-
tin)AH EX K 22 SO R AR I R AF AR 8CR, Hork
XF T O BRI T B I MICE 34 937.5 pg/mL.
PR AR, A S PP e ik
BT OREAE .

FARFRER IR IR EUARAL & 468 1 1)K be F 55 -
AT — RIUR R B 2 R EAT 469 (H10), B EA
BORMSLYESs 1, BeA AW 5 28 & Bk 1 (Candida
kurou) A K (MIC=3.12 pg/mL), A3 P 2 46 5
MefrI2fE. BEAb, ZA SR A S R G SR
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B 10 FHEE TR IR MR T R AL 5 ) 68~69 1K) 4514 3
Figure 10 The structures of nitrobenzimidazole antifungal com-
pounds 68 and 69.

(Candida glabrata) 2.7~ tH— & B RCR, MICH
S AN3.12816.25 ng/mL. X ELIRIEFRM, 6-f7_LHIRH
BEHUAREL LA R b ) R FE IR R e B 3 SR i &)
FHT B R,

5 RHAEBRMEIN IR IAL YA B AU B

A UG N B T3 000, 2 RAEEA R ILE
FAIE G X, o A AR A HEHE Y B (Cone
worm)~ FT 2 i B (Leishmania)~ F1KE(Amoeba)-
22 R BT d(Giardia  lambila) M8 T 31(Tri-
chomonas vaginalis)% 5] K FIE IR A NRAEREAZ 57
BE R BT SR AR 24 7 Y SR PR A th 2
(R0l FH 3 BUar A HL i 24 1 1S 5, 25 R 3, T b
W s R ar AR R0 NE ). AR — 2K
R M Z SR P ar R R,
ATIRANAIE T AT S br s X

5.1 2-FlBE-S-gREpRIs R i A7 2L AL 59

FE2-F LS RS JEBRIEN- 1AL | 5] N $2 2 3645 31 1
PR e 2 28— ARPL B R 25, enT Lhdid FH b 27 2R
U A Sz S T 5 B U Y R IR R AR T
HAT 2 B AF. N2 ks ket S, (|
I PR B A 2 AN RN A et v, i HL
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FHF IR 2, A4 RR DA 52 b SE T AR g IR ERL 7]
PR (SR AU L, SRR, /R, HE
B i) S AN A R AHIE ), RERE A AT
KRG S Ip5 RSB AR . RN, HAE g A KA 70 T L
TERERE . XS IR J o TRk R A 2R I IR e
(Morinidazole)7E ¥ J7 1E #2 HF AR AR PR AL AR A E A Ak
VIRV A RS IR 2 B ), B R R YT RCR.

B M m DA FH R AT 0 FE R e A i 2 1 ) 2 A
g, HEE ) 2 R e R R 25 I A T,
{5 FLAE 2H 23 0 B8 B U M o AT A% 38 BRGS0, AR
e i PR A b 2 ) B A T A I R R P R
‘r§[161],

TE FFA I 5] N 2R 43 30 1 2R 15 H A P (Metro-
nidzole benzoate) & Hr— TG Wk 1B 25 A2 B A g
T2, WaPKFH TSR vA PR &Gy, ik R4
RS R i KN K B, BAAYH|
PR NR&B DS S, TP A 259 mymk
(Carnidazole)fEVR YT FRIH AT 55 W& KB HURGL Ty
T B R LA 3

R AR IR B AT A 70 (B1D)XFRHIE &
T U PSR O T B A e, n SR e AR Y R R R PR
AL B (S-A AR B 4-47), T2 KK BB PP
HIEME. VIS 1 E i LR W, A YIT0E S
YA b R TEEE H B R IR P9 4 A A P,
T LME R — R gk 4 Ttk — TR AR Bt
WRIGE 73 2 51k 7045 2R AT A7 (1), H
XoF 7t B 38 B 37 P A R MR A3~ 1018, LA R
T IR A A RO B AR P SR A 0 1 T A A A A T
Al R AR B A AR S5 57 o 2 B g,

=R 5N 355 H bR T AT AR HURE
77, =T T2a (BIDN I73E 2240 IRHEE b B
IR AAMEIE T, 1Cs M5 ~0.76 uM, /T HIAEME, 24 H
1-ZE R AR B 722 () R FE AT 51 25 A2 B KT,
R HH AL FUETE(1C50=0.76 uM)E FTF&A%, DX L1
KEREE M ILHEAR R AR T 54k A & P 9T 27 A2 Lk
B AR e = e A B AR B L A T2
(BT PURTEE N AR TE S PR, 1C5 (K %20.48 pM,
I PR T R o1,

W = IR 5N B Al 5Lk e 18 B ik A
73a~73c (P 11)XF T A A e F 9 32 B3 HORT A PG B 20
B R B m P E T, = R R 2R

HARHI &1 73a 26 B N 52 A0 08 T BBt 1R
T 25 76 A 32 ] G it e 26 (73b) R s e 34 (73 ¢) M) 5 5
BB VIR E G M R B2 A Bon Ak
HE 1 T — A B A A /N RS th R B
H AT R R A o S EE

T T F B 2 1 PR R SE K e 2R AL B W T4a~T4e (K
1D, A PRI o H SR A SR S5 2 T AR
FEW, BTN A I BT R HE R R IC s fH N 15.3040
11.40 pM, F0HIE P 5 T FR IR (ICso=17.40 uM). Tfj 4%
bW L B AR AL P 74 e UK B B 3 R
FITETT R T MR 1565, A A B4R i H
w2t

5.2 2-pHEEkm KRG A LAY

KT (Benznidazole)fE A 2- i K Mk S 4 25 A H
20, iR T e, (2 BA — M ERER. 8
75 R A O A L KR T A= ) 75a~T5¢ (BE12)7E
B A AR o B R IS TR PR 2 R R, A
AR, AR N, KTy
BT 1P T Pk R ae PRI R A B =
WP, AL LA R AR TR A R AL S R
LI RO, BeAh, OF ISR A R T g5/
'f’t[”O].

FH 2- B 25 -4 i 25 IO A S5 =5 i WA ) 2- i JEE R e 1R 4T
A EHERAS B A 76 (12), EXTFHIEE
T R I HE P (1C50=5.61 uM) & F i (1C5,=
18.62 uM)f¥13 %, HpzaEtEa !,

5.3  S-fEBRME KRG B RAL A

1% H 35 M (Ronidazole) B A 1 37 4L L (K A9 #iE B
d R DU SPT B AR, SRR AR R
13 F IR AR IR B A R BEAb, A — R I AR AR
HEF, A 3G A R A IR . R4 1 5-
HZEBKMET7  (J&113)RE 2 25 BHL AT IRHE B Trypanosoma
brucei) 14K (1C5,=0.67 pM), B BAK K55 M A5 &
IR, 1 — 2 70 307 H R 256 e e K e A i
B H R RS, AR T I s ia T R, SR
2 H A TS B e i IR I, A0 B0 T 2
BECIF Eom th— e 4 B, AN R AE B 3 AR
ke ] 7 BB S T TR AR I 5- Rl
WK 2 2 M e gazol (1) 44 #h o4t o ik 1 LA 45 1)
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B 11 2-FURE- S LR MR T 5 A AL S 0 70~741 25K X

Figure 11 The structures of 2-methyl-5-nitroimidazole antiparasitic compounds 70-74.

B 12 2-fEFE RSP 7T A AL A TS RIT6 1 45 44 5

Figure 12 The structures of 2-nitroimidazole antiparasitic compounds 75 and 76.

B 13 S-AEFERMESH A AR dL A 7T~81H) 4584 =X

Figure 13 The structures of 5-nitroimidazole antiparasitic compounds 77-81.

Mg, L EH T BB T AR IR 7 F 52 38 B 1.

LG FEEAR P RS Sk k78 (B 13) BARXT W IR B
S5 HE T U PR RO AN B R e, (R AR RTE
T LS. AR, K RN
B FENCH,. Fy Cl. Br. IZFRERE R Hix
T RIPTAF AR RS 6 A R AT IR A B
EYT79 (B13)REA R i RS HEE R, 90%
I F) 5 (1Dg) N0.40 pM, il 77 5 K T H A
(IDgy=6.20 uM)"' ™).

A Y180 (FE13)5% T HA i P SRS TR R TR 245 1) 1 1K
TR B AU AT T, 2 5 K BN KR B (concentra-
tion for 50% of maximal effect, ECs) 1.6 uM, /& H i
WERARE. BRE S A AR I R (A RSB, FFEAN
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JERCRLAR P92 hiE kAR As e, BA I RIMZR30 7
S I e R A R TG S S
PE, Mlb s e 5 A2 0 TR O . RO s %, 70
2oy T b i AR T,

¥ B A Z M A WiE e 4 s BRI B R A e
HEREAIMLE81 (E13), Pk E S KIC fE A
0.56 uM, FEZEBRIE b B KPE M EE SR /= T A &)
AR AR IEYE, e B R 4B 5 ANRFUR
F E A 2 ] B KK iR L v O

5.4 A-RHEEBRIMEHR IR R YA 4 AL A

T LR IEAR A P35 A2 G W B RAF R A
HRAHIETE, BATFAATR. 4- R KIEEESRAL 51
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82a (K14)%F T DD84H H FrI1Cs, fE 40.030 uMIFETE /N R
B AT AU AR IS, FL90% A R 71 E(90%
effect does, EDq)7#1243.70H125 mg/kg. #—LHt5%
T, A Y82an] LUE B Th1 40 M 15 3 -y
28 IV 25 T i 2 48 v 1 2 G2 B 1 AN T 490 ) B4 P 11
F & S 2 A U7 (A n82a b IIZEIR S B AT
WE . MRS B G 182b~82¢ (El14), &
VIR KIS T 10~201%, 76 Sk IR 2 5
(Leishmania donovani)/E&4 1)/ AR Y o 28 1L H R
BT ORIR b ) = 0 A P — el e A G i
WEdE . JREFEEIURIT, LA K BB 2 AR .

T SE kMR 5483 (K 14)BENS S 280G 7 /i 54
HUBi (Chagas) &G (1C5=0.055 pM, 1C4=0.19 uM), 1H
SR BRI ORI BoR, B EA R
o ma e BARH R, R A mA MR g
EAFE R — P B 27 36T 15 v BE 22 K029 J T
HE— BT

B 25U T AR R 10 VYRR BE REAE A T4
R REAE N I TS24k, AT 2 RS p 5 ¥ A0 g
BTN s 2, RRSEEZMr s, BA)
ZHIEZ R, A NS 2R84 (B14)5E
B AN H] I R H(1C5p=0.16 uM), HAMHEHE & T
SUEE(IC50=0.21 uM) A 28 (1C5,=0.64 uM)!"™”,

6 FHFEIBKIE A IR RAEHL A AZ S B

45 4% 9% (tuberculosis, TB)#& HH 45 4% 70 B A 1 (M-
cobacterium tuberculosis, MTB)5| 21, & Hmjt 5 -
AR T SR (AIDS) 1) 88 — KB GL . (H 2
M RIS I 7 B G, RN, 24
M 25 R0 T 25 S A B, TR LI 7 280
ZJNRGCEIREE CY NI e e A= OBy 8 T ER Y =1 7
T B BRMESRAL B P DU % 25 AT R rh B RS —
Fopr it GG A L, XK A

B 14 A-REFEBKMRH R 2 b Ay At 25482~84 1 45 1) 2

SRR S AR E B, XS5 & 0 B A AR G 40
R

6.1  FFEBRIMERE L KT A% B

T FE DR TR e e — R S M S A &9, &
KR, MR TAER 2. v ARAEZE K
WAL AW BURAE T, 85 (OPC-67683, 151 Mk
AR RNITF R, B A B 25 2 1) S5 A% B
BT, SR AP %25 2 RAAFAERE X
M 25 S BLE R, B AT S NPUEE A% 25 PRI
WA B, 8518 W] 5 AR H AW YW, AT 2L
REABHCE, GEITIE, B kg,

T REK PR AT A= 186 (I&115)% 45 4% 73 RoAF T H R
(B /MR T 90.23 pM. Itb41, B B BT SE
MPEL B AR E EAER S BR R, TERORLAA
HIFETE, AN2isDNARIR, CARAEYIFI AN
51.6%, A 7 BAERIIT S0 kR AT 251,

EERR I AR AE8T  (B1S)R 4 I H, R 4]
W HE(MIC)A0.37 pg/mL, 55 AR 41 R HepG2
BB ST P AR, AR ) (AR B
%M (PBS. SGF. SIF) & /R H 85 4f 17K ¥ 1t
(20 pg/mL), 75K Bk R e g B, 134505 h
S5 IR A AR IR 99.32%, RN AR I ARG
B, ST BN R K S T ocE L A
PPN, 4R AR TARIBIE R IR T B ™Y,

6.2 fEEBRIMNERR R HLA AL S

it 55 IR PR 2t O HH B K I L4 08 0. 1k
4188 (PA-824, E16) H HI Tk NG RIUARE 7. ©AE
HHTTMTB SRR LI /N BB 4% 5 K 25 mg/kg il &
B MR 2510 d, /N BRI IR 2 23 FRIMUTB 7 £ ik
b, RGN R BR YT R IR BRI . B
i, 88RHEME 45 1% 43 O B 1 i 8 B R Mg
IR R BEEOE, 5] EEGH B R A B R SLPE L/ NO I

Figure 14 The structures of 4-nitroimidazole fused ring antiparasitic compounds 82—84.
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B 15 fi2E IR e S pT A AL S 1 85~8 T £ #) 2X

Figure 15 The structures of nitroimidazole oxazolidine antituberculosis compounds 85-87.

Bl 16 AR BKIEIERR ST A5 AL 5 1)88~94 1 45 #) X

Figure 16 The structures of nitroimidazole oxazine antitubercular compounds 88-94.

T, %o S A AR R I G5 AT B B R BT (LS
89 (TBA-354, [E16)/21EPA-824 11 FLn k4T 45 F
28 AR B A BUEE LA T R Rk e 2R 2459, B
WA BT RS, 89T FAth K 2 B A i AN UK, 7EMR N
FIA BEE T T PA-824, JEEAEMAI M E S, 2k
SRR A,

X PA-824 11 A T M FEAZ 115 2] — RFIATEA90F]
91a~91c (K 16), S5 BIRIX B AP HIPT S LG PR
It FPA-824. 1bAWN905F 45 1 AT B K H,, Rv ) 55 /Nl
HIWFE 10.078 pM, FEPA-824 155" (s
NS IBRER 15 EI 19 1a~9 1 b A A4 &40 A 75 At 5 3 3 18 T,
AL A 4091 e HH RIS Y 51N U4k 2 4 AR I R 186,
BELRG T it — 5 i R,

TEXH S BRI Foh R, B SRR
v W 2 A R A S D TE PR AN 52 P R A, T 5N R
KPR T RE WS R R (R K v . LA X R 45 MR 5
PIAEY92 (B16)FIPL4: %8 11 /2 OPC-67683 112415
FEXHVD 1T FC R (A I A Ak & 092 3% 45 R B HH B e A48
M, XM A MEE—SEW T itk S EA T R
8. AE93a~93b (K16)7E /N AT ({4 45 4% 97
BUEE, SEPA-824114~416%, HrphE it mefti1b 54793b
(7K v 1 S PA-824 ) 245118,

BEAk, GO X PR S HEHAR AT 21 1 A Rk
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Figure 17 The structures of nitroimidazole antihypertensive compounds 95-97.
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Figure 18 The structures of nitroimidazole artificial diagnostic agents and pathological probes 98—126.
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Figure 19 The structures of nitroimidazole heterocycles 127 and 128
for other researches and applications.
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Abstract: Nitroimidazoles are a class of structurally special heterocycles. The combination of five-membered aromatic
heterocyclic imidazole and nitro group makes their derivatives to possess a wide variety of potential applications, and
relevant researches of nitroimidazoles as drugs, artificial diagnostics, pathological probes and so on are quite active. In
particular, nitroimidazoles as artificially synthetic chemical drugs have been widely used in the clinic for anticancers,
antimicrobials, antiparasites efc.. Combining with our work and literatures in recent years, this work systematically
reviewed the current researches and applications of nitroimidazole compounds in medicinal chemistry including
antitumor, antibacterial, antifungal, antiparasitic, antitubercular, antihypertensive drugs as well as artificial diagnostics
and pathological probes, supramolecular blocks. The foreseeable development trends were also prospected. This
comprehensive review may provide a beneficial guide in the development of nitroimidazole heterocyclic compounds for
multipurpose applications.

Keywords: nitroimidazole, antitumor, anti-infective, artificial diagnostic and pathological probe, supramolecular block
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