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BBEJIEHUE

BaxxHOCTh MCIIONB30BaHUS TETEPOIUKIIOB, B TOM
Yuciae MPOM3BOAHBIX HMMHUAA3oina ¢ (HTOpapHUiIbHbI-
MU 3aMECTUTENISIMH, SIBISIETCSI CTHUMYJIOM Ul pas-
pabOTKM HOBBIX METO/NOB CHHTE3a 3THX COETUHEe-
Hui [1-5], a Takke TPOM3BOAHBIX 2H-MMHUma3oia
¢ mepTopupoBaHHBIM OEH30JIBHBIM KOJBIIOM [6].
N-Ilepdropapmimmunazoisl 00pa3yroTcss Npu B3a-
HMOJACHCTBUM HMMHKJA3051a C MepHTOPUPOBAHHBIMU
oenszonamu [7, 8], KOTOPBIE SIBISIFOTCS TPEIICCTBEH-
HHAKaMH N-TeTepOIUKINIecKux kapoeHos [8]. Cpemu
MTPOM3BOIHBIX WMHUIA30/1a ¢ (PTOpapHiIbHBIMU 3aMe-
CTUTEJIIMH M3BECTHBI arpOXMMHKAaThl W Tpenaparsl
JUIST MEIMIIUHCKON xumun [9], oOnagaroniue npoTu-
BOpakoBbIMH [ 10] 1 HEHPOIIPOTEKTOPHBIMH CBOMCTBA-
Mu [9], aHTHTHUTIEPTEH3UBOM akTHBHOCTRIO [11, 12].
I-I'mapokcu-1H-umuaazonsl ¢ 4-propdeHnnpHOI
rpynnoil B nonoxkenuu 2 [13, 14] u B nonoxxeHuu 5
nmugasona [15-18] opeacTaBisitoT UHTEpPEC KaK UC-
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XOJIHBIC COCIUHEHUS B CHHTE3¢ MPOU3BOIHBIX UMU/IA-
30:1a [18], Tak ¥ MOTEHITHATBHO OMOJIOTHYESCKH aKTHB-
HBIX coenuHeHuu [19].

PE3VIIBTATBI U OBCYXIAEHUNE

B mpopomkeHue HallMX HMCCAEAOBAaHUNA MO CHH-
Te3y 1-ruapoxcu-S-apuin(rerapui)-1H-uMua3o0noB
UMKI3aIuei a-apuwi(retapui)HUTpoHoB [15, 16, 20]
B HACTOSIIEH paboTe ¢ IENbI0 MOMyYeHUs |-THIPOK-
cu-2-niepdpropapmi- 1 H-nMHUIa3010B  OCYIIECTBIICH
CHHTE3 O-TIepPTOPAPUIHUTPOHOB, HUX IIHKIH3AIUS
c o0pasoBanueMm 1-ruppokcu-2-nep¢ropapui-1H-
MMUIa30JI0B U TIOJY4YeHHE Ha UX OCHOBE 2-TIepTop-
apwi-1 H-umMua3onos.

IIpn B3aumoAeWcCTBUM  YKCYCHOKHMCIOW — COJU
amudarndeckoro 1,2-ruapokcmaMHHOOKCHMa la ¢
neHTapTopOeH3aMbAeTHIOM 2 U 4-TpUPTOpPMETHII-
TeTpadTOpOCH3aIbAETUAOM 3 B BOJHOM METaHOJE
pyY KOMHATHOH TeMreparype ObUTH CHHTE3UPOBaHBI
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Cxema 1
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o-ieppTopapuITHUTPOHEI 4, 5, HarpeBaHUEM KOTOPHIX
B YKCYCHOU KHCIIOTE€ IMOJY4YEHBI COOTBETCTBYIOLIUC
1-runpokcu-1 H-nmunazonsl 6a, b (cxema 1). B criek-
Tpax SAMP 'H u 13C coenunenuii 4, 5 ne uabmona-
FOTCSl CUTHAJIbl TAyTOMEPHBIX 3-UMM]1a30JIMH-3-0KCHU-
JIOB A.

MOoXHO TPEANONIOKUTh C YIETOM DICKTPOHOAK-
LENTOPHBIX CBOWCTB TMEePPTOPHUPOBAHHOTO OEH30IIb-
HOTO KOJIbI[a, YTO IUKIU3AIUs Tep(TOPAPUITHUTPO-
HOB c 0Opa3oBaHHEM 3-MMHIA30JIMH-3-0KCHIOB A
U MOCJCAYOIas UX Jerujparamnus ¢ 00pa3oBaHUEM
1-runpokcu-1 H-umMuiazonoB OyeT MpOXOJUTh 3HA-
YUTEJBHO JIErue B CPaBHEHUU ¢ He(TOPUPOBAHHBIMU
Hutponami [20]. JlelicTBUTENbHO, IPOBEICHUE PEakK-
Y YKCYCHOKHCIION COMHM THAPOKCHaMUHOOKCHMa 1a
C aJbACTUIOM 2 B YKCYCHOH KHCIIOTE MPU KOMHATHOM
TeMIleparype MpHuBeila K UMHUIA30)Iy 6a ¢ XOpOITNM
BBIX07I0M (89%). Jl71st momydeHus: KOHJIEHCHPOBAaHHBIX

=(CHj)4 (1b, 6¢, d), R' + R! =
=F(2,4,6a,¢c,e,7),R>=

by
N @ i ' ERz

6a—f
= (CHy)s (1c, 6e, 1),
CF; (3,5, 6b, d, f, 8).

l-runpokcu-1 H-umunazonoB  6¢c—f mnorpedoBaioch
HarpeBaHHe YKCYCHOKHUCIIBIX COJICH aJIMITUKINYECKIX
TUIPOKCHaMUHOOKCHMOB 1b, ¢ ¢ mepdropOeH3anbie-
rugamiu 2, 3 B ykcycHoi kuciote (cxema 1).

B3aumoneiictue 1-runpoxcu-1H-umuaazonos 6a,
b ¢ xnopaueronom B JIM®DA B mpucyTCTBUM HOTaIIa
npuBelo kK umuaazonam 7, 8 (cp. [18]) (cxema 2).

OKCIIEPUMEHTAJIbHA I YACTb

Ananutnyeckue u CIICKTPAJIbHBIC H3MCPCHUSA
6BUII/I BBITIOJTHEHBI B XHMMHYECKOM HUCCIICA0BATCIIb-
CKOM IIEHTPE KOJUICKTUBHOTO monb3oBanust CO PAH.
UK cnexTpsl 3apeructprupoBansl B TabmeTkax KBr Ha
npubdope Bruker Vector-22 (I'epmanus), YO crekr-
pel — B drTaHoNe Ha crekTpodoTomerpe Hewlett
Packard 8453 (CILIA). Crextpsr AMP 'H, 13C u °F
3aperucTpupoBaHbl Ha mpudopax Bruker AV-300 (300,
76 u 282 MTI'n st sinep 'H, 13C u '°F coorBercTBen-

Cxema 2
o
/2‘ 01 ] T‘\I
K,CO3, DMF
rt (1 ), 45°C (4 ) I|{ )
R
a, 7,8
—F (6a, 7), R* = CF; (6b, 8).
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Ho), Bruker AV-400 (400 u 100 MI' mnst simep 'H n
13C) (Tepmanus), BHyTpeHHuii cTaHIapT — OCTATOu-
Hele curHansl CDCly (7.24 m.o. ans 'H u 76.90 M.
ans BC) u AMCO-dg (2.50 m.a. anst 'H u 39.6 m.n.
TUTS 13C). Xumudeckue casurd s °F naHbl OTHO-
curenbHO BHemHero cranaapra — CgF. Temneparypy
IaBjicHUsT m3Mepsin Ha mpuodope Mettler Toledo
FD-900 (IlIsefinapusi). DneMEHTHBIM aHAIW3 BBI-
mosHeH Ha aBTomarmueckomM CHNS-anammzatope
Euro EA3000 (Mrtanms). Macc-CrieKTpsl BBICOKO-
ro pazpemenust (EI, 70 aB) 3aperucrpupoBans! Ha
npubope DFS Thermo Electron (CIIA). Konrpons
3a XOJAOM pEaklMil W YHUCTOTOM MOJYYEHHBIX COE-
JuHEHUH ocyuiecTBsud ¢ nomouibto TCX Ha mia-
cturax Sorbfil [ITCX-AD-A-Y® (Poccus), amoeHT
CHCI;. Ilentadropbensanpaerun (2) u 4-rpudrop-
MeTHia-2,3,5,6-rerpadprodbenzanpaerua (3) u 1,2-rug-
POKCHaMHUHOOKCUMBI 1a—¢ OBUIM CHHTE3MPOBAHEI TI0
U3BECTHBIM MeToaukaMm [21] u [22] cooTBETCTBEH-
HO.

Coequnennus 4, 5 (06was memoouxa). K pactBopy
0.70 t (3.93 mMmonp) anierata TUAPOKCUAMUHOOKCHMA
1a B 5 Mu1 BOZIBI TP TIEpEMEIIMBAHUA TTPUOABIISITH 110
KaruisiM pacTBop 3.57 MMmonb niepdTopOeH3aIbaeruia
(0.70 2 mwmm 0.88 T 3) B 7 Mt meTanona. Cmech Tie-
peMennBaIu Npy KOMHATHOH TeMIlepaType B TeUeHHUE
1 mus. BeimaBmmmii ocagok OTGUIBTPOBBIBAIH, CYIIIN-
JIM Ha BO3/YyXE.

N-Oxcup  N-nenradropoensnanaen-N-(2-rua-
poxcuuMuHo-1-meTuanponun)amuna (4). [loxyuen
n3 0.70 r nmeppropbenzanbaeruna 2. Bexog 0.75 r
(71%), 6emsie kpuctamisl, T.IUL. 186°C (¢ paszn.) (3Ta-
won). UK crekrp, v, em i 1524, 1497, 1179, 1146,
999, 980, 951. YD criekTp, A,y HM (Ig €): 277 (4.03).
Crnextp IMP 'H (400 MTI'ti, IMCO-dg), 8, m.zi.: 1.48
1o (3H, CHs, J 6.5 T'm), 1.75 ¢ (3H, CHy), 5.15 x (1H,
CH, J6.5Tn), 8.10 ¢ (1H, =CH), 11.11 ¢ (1H, NOH).
Crnextp SIMP '°F (282 MTI'n, IMCO-d), 8, m.x.: 0.0
M (2F, F35), 9.6 m (1F, Fy), 28.4 m (2F, F, ). Cnexrp
AMP 13C (100 MI', IMCO-d), 8, m.zi.: 10.9, 16.1,
74.0, 106.7 m (C-1, Arp), 121.1, 137.6 a.m (C-Arg, J
245.0 T'm), 141.7 n.m (C-Arg, J 285.0 Tm), 144.4 n.m
(C-Arg, J 246.0 T'u), 152.4. Haiineno, %: C 44.92,
45.38; H 3.15, 3.18; N 9.78, 9.79; F 32.12, 32.00.
C,1HgFsN,O,. Bpraucnero, %: C 44.61, H 3.06, N
9.46, F 32.07.

N-Oxceua N-(2,3,5,6-trerpadTop-4-Tpudtopme-

OCBKHWHA u ap.

TUI0eH3WIuaAeH-N-(2-ruApoKCHMMUHO-1-MeTHI-
nponui)amuna (5). [lonyuen u3 0.88 r mepdrop-
oensanpaeruna 3. Beixon 0.80 v (65%), T.mn. 142°C
(pasn.) (aramon). UK cmektp, v, cm L 1477, 1337,
1225,1171,991, 951, 918. YD cnektp, Aoy, HM (Ig €):
292 (4.10). Cnektp AMP 'H (JIMCO-dy), 8, m.1.:
1.52 n (3H, CH;, J 6.7 T'n), 1.79 ¢ (3H, CH;3), 5.24
(1H, CH, J 6.7 I'm), 8.26 ¢ (1H, =CH), 11.19 ¢ (1H,
NOH). Criextp SIMP °F (IMCO-dy), 5, m.j1.: 21.3 M
(2F), 31.5 m (2F), 108.0 T (3F, J 21.6 I'm). Crektp
SIMP 13C (100 MTI'n, IMCO-d), 8, m.a.: 10.6, 15.7,
73.9,108.2 m (C-1, Arg), 115.5 1 (C-4, Arp, J 17.0 '),
120.8 k (CF5, J 272.0 I'm), 120.9, 143.6 n.m (C-Arp J
262.0 I'm), 144.1 om (C-Arp, J 253.0 T'm), 151.9.
Hatineno, %: C 41.73; H 2.50; N 7.62; F 38.11.
C,HoF;N,0,. Brruucaeno, %: C 41.63; H 2.62; N
8.09; F 38.41.

4,5-Inmerni-2-nenrapropPpenus-1H-umnaa-
3041-1-0a1 (6a). a. PactBop 1.19 t (4 MMonb) coemu-
HeHus 4 B 10 Mu1 yKCyCHOM KUCHOTBHI KAMATUIN 6 4
(xouTpons TCX). PacTBopuTeNb ynapuBaiu B BaKyy-
M€ BOJOCTPYHHOTO Hacoca, OCTAaTOK CMEIIWBAIH C
Bozoi. K pacTBopy nmpu oxJ1akaeHUH JeIsHON BOIOM
MOOABIISTA BOMHBIN aMMHUak (KOHIEHTpamus ~25%)
o pH ~8.0. BemaBmmuii ocamok OTGHUIBTPOBBIBAIIH,
MPOMBIBATIM BONIOW, AMATHIIOBBIM I(PUPOM, CYIIHIH
Ha BO3AyXe IO NOCTOssHHOM Maccel. Bwixox 0.70 r
(63%), 6enpie kpucTael, T.I01. 194-195°C (3Tanomn).
UK cnextp (KBr), v, eml: 1541, 1506, 1094, 991,
873. YD cnextp, A,y HM (Ig €): 276 (3.88). Cnexrp
SIMP 'H (IMCO-dy), 3, m.i.: 2.08 ¢ (3H, CH;), 2.13
¢ (3H, CHy), 11.78 ¢ (1H, NOH). Crekrp AMP '°F
(AMCO-dy), 6, m.1.: 2.4 m (2F, F;5), 11.8 m (IF,
Fy), 25.2 m (2F, Fy ). Cuexrp SIMP 13C (100 MTIq,
IMCO-dy), 6, m.a.: 7.4, 12.8, 105.4 m (C-1, Arp),
123.4, 124.9, 129.8, 137.3 n.m (C-Arg, J 250.0 I'n),
141.2 o.M (C-Arg, J 253.0 I'n), 144.5 n.m (C-Arg, J
248.0 I'm). Hatineno, %: C 47.48; H 2.64; N 9.68; F
34.19. C;H,FsN,O. Beruncneno, %: C 47.49; H2.54;
N 10.07; F 34.15.

b. K pactBopy 0.429 r (2.41 mmoinp) amerara TH-
npokcmnaMuHookcuma 1a B 10 M AcOH npukarnsiBa-
su 0.476 r (2.43 mmoiib) ieHTadropOeH3aIbACTHIA 2.
CMmech nepemMenmrBaIi Ipu KOMHATHOW TeMIlepaType
B TeueHne 24 4. PeaknmoHHyI0 CMeCh ymapuBalid B
Bakyyme. OctaTok XxpomarorpaupoBaid Ha KOJIOHKE
(Si0,, amroent CHCl3). Beixon 0.60 1 (89%).
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4,5-Tumerni-2-(2,3,5,6-rerpaprop-4-Tpu-
¢propmernndennn)-1H-umunason-1-oa (6b). Pac-
TBOp 0.38 T (1.10 MMOJTB) COETMHEHHUS S B 5 MIT YKCYC-
HOM KUCIIOTHI KUIIATHIN 6 4. PacTBOopuTENb yrapusa-
JI1 B BaKyyMeé BOJOCTPYHHOTO Hacoca NpH IMepeme-
IIMBAaHUY Ha MarHUTHOW Memainke. OCTaToK pacTBO-
psim B 10 M1 3TaHONA, OT(UIBTPOBEIBAIIN, PACTBOP
ynapuBanu B Bakyyme. Octarok pactupanu ¢ 10 mi
cMecH XJopoopMa U YETBIPEXXJIOPUCTOTO YIIIEPO-
nma (1:1), ocamox ordunerpoBbiBann. Beixomx 0.35 r
(97%), T.un. 194-195°C (stanon). UK cnekrp (KBr),
v, eM 1 1662, 1503, 1329, 1194, 1150, 991, 849, 714.
V@ cnektp, A,y HM (Ig €): 291 (3.88), 312 (3.88).
Cnektp AMP 'H (JIMCO-d,), 5, m.n.: 2.11 ¢ (3H,
CH;), 2.16 ¢ (3H, CH;), 11.71 ¢ (1H, NOH). Cnextp
SAMP °F (IMCO-d), 8, m.i1.: 22.3-22.8 m (2F), 26.7
yur.c (2F), 108.8 T (2F, J 21.5 I'n). Crextp SIMP 13C
(100 MI'u, IMCO-d), 8, m.a.: 7.5, 12.9, 108.3 m
(C-1,Ary), 114.3 n.m(C-Arg, J265.0 '), 120.8 x (CF5,
J275.0 I'm), 124,1, 124.9, 130.8, 143.9 n.m (C-Arg, J
254.0 I'n), 144.3 n.m (C-Ary, J 265.0 I'n). Haiigeno,
%: C 44.55; H 2.46; N 8.60; F 41.35. C;,H;F;N,0.
Brruncaeno, %: C 43.92; H 2.15; N 8.54; F 40.52.

Mosyyenue uMHuIA30/10B 6C, € B3aUMOAECHCTBHU-
eM rujapokcuaMmuHookcumoB 1b, ¢ ¢ nenradrop-
oenzanbaerugoM 2 (oowas memoouxa). K pactBopy
1.00 mmomp (1.27 wmMonb) ameraTa THIPOKCHIIA-
muHookcuMma 1b (1¢) B 4 M AcOH mpukamnsiBanu
1.00 mmons (1.28 mmomnp) anmpnernga 2. Cmech pe-
areHToB nepememuBanu npu 60°C B teuenue 6.5 u.
PeaknnoHHy0 cMech ymapuBaiM B BaKyyMe, 9acTh
peaknuonnoit cmecu (0.05 r m3 0.29 r u 0.04 T u3
0.40 T, COOTBETCTBEHHO) XpoMaTorpadupoBaid Ha
miactulke (Si0,, amoent CHCl3) u BbLAensnm umu-
J1a307EI 6¢, €.

2-(ITentadTopdenni)-4,5,6,7-terparuapo-1H-
oen3o|d|umunazon-1-oa (6¢). Beixox 0.04 T (76%),
6emnbIii mopotmok, T.ut. 167-168°C. UK cnektp (KBr),
v, em 1 1537, 1504, 1138, 1082, 991, 887. Cnektp
SAMP 'H (300 MI', IMCO-dy), 8, m.ii.: 1.67-1.77 m
(4H, 2CH,), 2.37-2.48 m (4H, 2CH,). Cnexrp SIMP
9F (282 MI'u, AMCO-dg), 8, m.1.: 1.9 M (2F, Fy5),
11.0 T (1F, Fy, J 22.0 T'n), 25.4 m (2F, F,¢). Crexrp
AMP BC (100 MI'm, IMCO-dy), 8, m.a.: 19.3,
22.0, 22.9, 24.0, 105.9 t.n (C-1, Arg, J 18.0, 3.0 I'ny),
125.2, 125.6, 132.8, 137.1 n.m (C-Arg, J 256.0 I'm),
140.8 n.m (C-Arg, J 252.0 I'n), 144.3 n.m (C-Arg, J
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249.0 I'm). Macc-cnexrp, m/z (I,
[M]". C5HgFsN,O. M 304.0634.

%): 304.0630

TH?>

2-(HentadTopdenuni)-5,6,7,8-terparuapo-
nukJjorentaldlumuaazon-1(4H)-on (6e). Brixon
0.026 T (65%), Genbrit noporok, .. 182—183°C. UK
cnektp (KBr), v, em 1: 1624, 1539, 1508, 1446, 1227,
1119, 1063, 991, 905. Cnekrp IMP 'H (300 MTI'L,
CDCl), 8, m.1.: 1.50-1.66 m (4H, 2CH,), 1.66—-1.78
M (2H, CH,), 2.37-2.53 m (4H, 2CH,), 11.99 ym.c
(1H, NOH). Criektp IMP '°F (282 MTI'n, CDCly), 3,
M. 3.1 M (2F, Fy5), 13.7 1 (1F, Fy, J 21.0 I'n), 26.8
M (2F, F, ¢). Criextp SIMP 13C (100 MI'n, CDCly), 3,
m.a.: 22.7, 26.6, 27.0, 27.9, 30.5, 102.7 1.0 (C-1, Arp,
J17.0,4.0 I'm), 122.2,130.5, 133.1, 137.3 n.m (C-Ary,
J 254.0 T'n), 141.9 am (C-Arg, J 257.0 I'm), 144.7
aM (C-Arp, J 254.0 I'n). Macc-cniextp, m/z (1, %):
318.0786 [M]". C4H,;FsN,O. M 318.0781.

[onyyenue umuaazonos 6d, f B3aumonencTBu-
eM I'MIPOKCHAMHMHOOKCHUMOB 1b, ¢ ¢ 4-(TpudTop-
Metui)TerpadgropdenzanbaerugoM 3 (oowas me-
moouka). K pactBopy 0.406 mmonb (0.420 mMmoIn)
YKCYCHOKHCIION o ruipokcrnaMmuHookcuma 1b (1¢)
B 4 M1 AcOH mpukansiBaii 3KBUMOJIBHBIE KOJIHYeE-
ctBa 4-(Tpudropmerun)rerpadropoeHzanbaeruaa 3.
CMmech peareHToB nepeMemuBanu npu 60°C B Teue-
Hue 6.5 4. PeakimoHHYIO0 CMECh yIapuBalld B BaKyy-
Me, K 0CTaTKy npubaBisiin 10 M JUITHIIOBOTO 3(u-
pa, pacTupanu, BINABIIKN ocagok nmunaszona 6d, f
OT(UIIBTPOBBIBAJIM, HPOMBIBATIHM AUATUIOBBIM 3(U-
poM (2x5 M) 1 Bomo#t (2X5 MiT), CYIININ HA BO3IyXe€.

2-(2,3,5,6-Terpadprop-4-Tpudpropmern-
dpenunn)-4,5,6,7-rerparuapo-1H-6en3o|d|umuna-
3001-1-0a1 (6d). Beixox 0.14 r (97%), OexeBbidd 10-
pomok, T.m1. 231-232°C. UK cnexrp (KBr), v, em L:
1660, 1604, 1504, 1327, 1228, 1191, 1146, 992, 714.
Crextp SIMP 'H (300 MT'u, IMCO-d), §, m.1.:
1.70-1.84 m (4H, 2CH,), 2.49-2.65 m (4H, 2CH,),
11.80 ym.c (1H, NOH). Cniekrp SIMP '°F (282 MI'1,
HIMCO-dy), 6, m.n.: 20.9 m (2F, Fs5), 25.0 m (2F,
F,4), 107.9 T (3F, CF3, J 21.0 I'n). Criexrp SIMP 13C
(100 MI'u, AMCO-dy), 6, m.a.: 19.9, 22.4, 23.3, 24.9,
108.6 m (C-4, Arg), 1149 1 (C-1, Arp, J 17.0 '),
1212 x (CF;, J 274 Tm), 125.8, 126.9, 134.5,
144.2 n.m (C-Arp, J 256.0 I'n), 144.6 nm (C-Arp, J
252.0 T'm). Macc-cnexkrp, m/z (I, %): 354.0600
[M]". C,4HoN,F-0O. M 354.0597.

TH>
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2-(2,3,5,6-Terpaprop-4-TpudpTopmMeTn-
(ennn)-5,6,7,8-rerparnapounkiorentaldlumuga-
3071-1(4H)-ox (6f). Beixon 0.14 1 (90%), Gesnbrit mopo-
ok, .1, 230°C (c pasn.). UK cnekrp (KBr), v, cm !
1660, 1503, 1448, 1327, 1191, 1149, 991, 715. Cniextp
SAMP 'H (300 MI'u, IMCO-dy), 8, m.i.: 1.56-1.70
M (4H, 2CH,), 1.70-1.81 m (2H, CH,), 2.57-2.68 M
(4H, 2CH,), 11.77 ym.c (1H, NOH). Cniekrp AMP '°F
(282 MTI'u, IMCO-dy), 8, m.x.: 20.8 M (2F, F5 5), 25.1
M (2F, F,¢), 107.2 T (3F, CF3, J 22.0 T'n). Cnekrp
SMP 13C (100 MTI'n, JIMCO-dy), 8, m.ji.: 22.8, 26.8,
27.2, 30.3, 30.4, 107.8 m (C-4, Aryp), 114.5 T (C-1,
Arg, J 17.0 I'n), 120.7 x (CF5, J 274.0 I'm), 123.9,
129.3, 137.7, 143.8 a.m (C-Arp, J 255.0 '), 144.2
a.M (C-Arg, J 252.0 I'y). Macc-cniextp, m/z (1, %):
368.0754 [M]". CsH;,F;N,O. M 368.0756.

2-(IlentadTtopdpennn)-4,5-numernn-1H-
umuaa3oa (7). K pacteopy 0.10 1 (0.36 Mmmois) uMu-
nazon-1-oma 6a B 4 M cyxoro JIM®A mpubasmsu
0.11 r (0.79 mmons) K,CO;, nepememuBaiy u 106as-
nszmu 0.87 T (9.4 mmons) xmopareTona. Cmech pea-
TeHTOB TIepeMENINBaJIl IPU KOMHATHOM TeMIieparype
B TeueHue | 4, 3ateM HarpeBaiu npu 45°C B TeueHUe
4 4. [locne oxJaKAEHUSI PEAKUMOHHYIO CMECh pas3-
6asmstu 5 M1 H,O u 10% HCI nosogumu no pH 8.0,
BBITIABIIAN OCAIOK OT(WIBTPOBHIBAIN, MPOMBIBAIN
BOJIOM, CyIIMJIM W XpomarorpadupoBaiu (IJIacTh-
Hbl ¢ Si0,, amoent CHCIy). Beixox 0.070 r (74%),
oenprii mopomok, T 207-208°C. UK cmektp
(KBr), v, cm~: 1655, 1608, 1543, 1504, 1458, 1417,
1105, 1014, 984, 843. Cnexrp SIMP 'H (400 M,
CDCly), 6, m.a.: 2.21 ¢ (6H, 2CHj3). Cnextp IMP 19p
(282 MI'u, CDCl), 6, m.a.: 0.1 m (2F, F3,5), 67T
(1F, Fy, J 21 T'), 19.7 m (2F, F; ¢). Cexrp SIMP 3¢
(100 MI'y, CDCly), 6, m.x.: 9.6, 106.8 T.1 (C-1, Arg,
J 16.0, 4.0 I'm), 129.30, 129.35, 129.37, 137.8 n.m
(C-Arg, J 250.0 T'm), 140.7 n.m (C-Arg, J 253.0 '),
142.3 nm (C-Arg, J 250.0 I'm). Macc-cniextp, m/z
(L %0): 262.0524 [M]". C,H,FsN,. M 262.0523.

OTH?

2-(2,3,5,6-TerpadpTop-4-TpudpTropmMeTHJi-
dpennn)-4,5-numerna-1H-umunazon (8). K pac-
tBopy 0.10 T (0.305 MMmonp) mmumaszon-1-oma 6b B
4 v cyxoro JIM®A npubasisn 0.20 r (1.45 mmons)
K,CO;, mepememmBaim wn pobasnaau  0.575 r
(6.25 Mmmomnp) xmoparerona. CMech peareHTOB Iepe-
MCIIMBaJIU IIpU KOMHaTHOM TeEMIICpAType B TCUCHUC
1 4, 3atem HarpeBanu npu 45°C B Teuenwne 4 u. [locne

OCBKHWHA u ap.

OXJIXKICHUST PEAKIIMOHHYIO CMECh paz0aBIsLTud 5 MII
H,0 u nosoxunu 10%-noit HCl no pH 8.0, BbImas-
MK 0CcaJiOK OT(UIBTPOBBIBAIN, MPOMBIBAIN BOAOH,
CyLUIMIHN U XpomaTorpaduposanu (mwiactussl ¢ Si0O,,
amoenT CHCL,). Beixon 0.080 r (85%), Genblii mopo-
ok, T.mt. 225°C (c pasn.) UK cnekrp (KBr), v, em
1659, 1603, 1500, 1336, 1298, 1248, 1180, 1147, 984,
825, 714. Cnextp SIMP 'H (300 MI', IMCO-dy), 3,
Mm.1.: 2.12 ¢ (3H, CH3), 2.22 ¢ (3H, CH3), 12.35 ¢ (1H,
NH). Cniekrp SIMP !°F (282 MTI'u, IMCO-dy), 5, M.1.:
22.2 m (2F, Fs5), 24.4 m (2F, F, ¢), 109.5 1 (3F, CF3,
J 21 Tu). Cexrp AMP 13C (100 MTI'r, IMCO-d), 8,
M. 9.2, 12.2,105.6 m (C-4, Arg), 115.5 T (C-1, Ary,
J14TIn), 120.8 k (CF5,J273 I'n), 125.8,129.1, 135.5,
143.2 o.M (C-Arg, J 252 Tn), 144.0 am (C-Arg, J
255 I'n). Macc-cuiextp, m/z (Iyy,, %): 312.0492 [M]".
C,H7F;N,. M 312.0413.

BbIBO/IbI

[TokazaHo, 4TO B3aUMOAEHCTBUE amU(aTHUCCKUX
YKCYCHOKHCIBIX colei 1,2-TuapOoKCHaMUHOOKCUMOB
¢ neHTadTOpOCH3aIBACTHIIOM U 4-TPUPTOPMETHIITE-
TpadTOpOSH3ATHISTHIOM IIPUBOTUT K COOTBETCTBYIO-
LIMM O-1epPTOPAPUITHUTPOHAM, KOTOPBIE B YKCYCHON
KHCJIOTE PETEePICBAIOT UKIIM3AIINIO C 00pa3oBaHHEM
4,5-nmuankun-2-nepdropapwmi- 1 H-umnmaszo- 1-07108.,
CHHTE3 KOTOPBIX MOXKET OBITh OCYIIECTBIICH U 03 BBI-
JIeTIeHUs IPOMEKYTOUHBIX HUTPOHOB. [Toka3ano mpe-
Bpamenue 4,5-auankui-2-neppropapui-1H-umuna-
30J1- 1 -0JI0B MPHU UX B3aUMOJIEHCTBUH C XJIOPALIETOHOM
B IM®A B npucyTcTBHM NoTamla B 1H-UMHUIA30IbI.
2-ITepdropapwmi-1 H-uMuIa30ibl IPEACTABISIOT HH-
Tepec JUIsl CHHTEe3a HOBBIX UX MTPOU3BOIHBIX.
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Synthesis of 4,5-Dialkyl-2-perfluoroaryl-1H-imidazol-1-oles
and 4,5-Dimethyl-2-perfluoroaryl-1H-imidazoles

I. A. Os’kina, A. S. Vinogradov, B. A. Selivanov, V. A. Savel’ev,
V. E. Platonov, and A. Ya. Tikhonov*
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The reaction of aliphatic 1,2-hydroxyamino oximes with perfluoroaromatic aldehydes yielded a-perfluoroarylni-
trons, which undergo cyclization in acetic acid to form 4,5-dialkyl-2-perfluoroaryl-1H-imidazole-1-oles, which
are formed during the reaction of aliphatic 1,2- hydroxyaminooximes with perfluoroaldehydes in acetic acid
without isolation of intermediate nitrones. The reaction of 4,5-dimethyl-2-perfluoroaryl-1H-imidazol-1-oles
with chloroacetone gave 4,5-dimethyl-2-perfluoroaryl-1H-imidazoles.

Keywords: aliphatic 1,2-hydroxyamino oximes, perfluoroaromatic aldehydes, 1-hydroxy-1H-imidazoles,
1H-imidazoles, condensation, chloroacetone
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