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A. IIIaarape, M. IOpe, D. I'vapunuene, T. ManvuHoscKas
2-OKCOOKCA3OJIOIIMPUANHDBI

2*, CHHTE3 N'-AJIKMJI-N-(2-OKCO-3-NTMPUAUI)MOYEBUAH

2-Oxco-7-rpudropomernn-5-denun- (1 H)-okcazono [5,4-b] nupupuus: u anxun-
N-(2-0k¢0o-3-nupuaun) kapéaMaTsl B PEAKHMIX ¢ AMUHAMY [IPEBPAMAIOTCS B COOTBET-
creyromue N -ankun- u N,N' -auankuin-N- (2-0Kco-3-rmpu/vr) MOUEBUHBI.

N’ -Anxmn-N- (2-0KCo-3-upuawwn) MOYEBMHEEL, ¥X CBOMCTEA ¥ GuojIornyeckas
AKTHUBHOCTH MaJio u3yueHnl [2—4 ). 3-TlupuanaMoueBuHE TOIYUEHbB! B PEAKITUIX
IAPATMAA30NHAnaTos [2, 3, 6], mapmauaazunos [7 ], THPUIMATHMIPOKCAMOBHIX
kucaor [8], 2-okcooxcazono[5,4-b lnmpumasor [1, 9, 10] ¢ ammaamu.

Ham kasanoce uesecoo0passeiM Oonee moxpo0HO M3YUMTHh BOSMOXKHOCTH
cHHTE3a 3-IMpHOUIMOYEBAH, Comepxanmmx B moaekyne rpymmy CF3, mbo oma
Croco0CTBYET pacIMpeHMI0 COEKTpA OMOAOrMYecKOd aKTHBHOCTH IIPOM3BOAHBIX
mapuavHa [11, 12]. Hpogonxas meonenosarus [1 ], MBI OCYIMIECTBAIN PEaKIuW
2-okxco-(1H)-oxcasono[5,4-b lmupuamaa 1 ¢ aMMmaxoM, HNEPBHYHBIMYA AJKHI-,
ApUIAMAHAMM, AMWHOCTUPTAMHM M COCAMHEHWSIME, COACPXAMMMKU BTOPHUHYIO
aMUHOIPYIy. Bce aMWHONPOM3BOZHBIE B OTHX PpEAKUUIX PACKPHIBAIOT
OKCA30JI0HOBEIA MUKJI ¢ 00pa30BAHMEM COOTBETCTBYIOMMX 2-OKCO-3-TTHPHIAIMO-
uepmH lla—r. Tlpm srom ¢ amMmuamm, oOmamarmuMeA OONBIIEH OCHOBHOCTHIO
(W300yTWI~, ALTMAAMAH ¥ Op.), peaknusd NpPOTEeKAeT yXe NP KOMHATHOMR
TEMIIEPATYDE, HO BEIXOBI COOTBETCTBYIOMMX MOUEBHH He npepbmaior 36 % . [lpn
HATPEBAHUHA BHIXOAH MOUEBHH YAANOCh noBHCHTH A0 93%. C Gomee cmabemm
OCHOBAHUSMHE, TAKHUMH, KaK A~ WIH M~HATPOAHWIWHH H 2,5-IHaMAHOIIMPHANH,
TIOJIVUATh COOTBETCTBYIOMIWE MOUYEBHHBI HE YHOAJIOCh, 4 C AMMHAKOM DEakIAs
IIPOTEKAET TOJIBKO IO JABJICHHEM.

3-TTupummnmouesumasl [Ir—X,1,J1—0 TOAYYEHH TakKXe IpHU HATpPEBAHUMA
3-mupumpankapbamarta 111 [13] ¢ COOTBETCTBYIOIMIMY AMUHAMK.
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* Coobmenue 1 em. [1].
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Xapakrepuctuka coeauneHuii Ila—rt

Tab6awnia 1

Haiigeno, %

Coe- PacropuTenb Bhixo|
- 1 BpyTro- ib il Bbruucneno, % o Cne IIMP, 5, M. I, -1 oJl‘
‘ ‘ N e e e o i P
1 2 3 4 5. 6 7 8 .10 11 12
Ila |H H C13H oF3N30, . HyO | Dranon 49,66 | 3,81 | 13,20 |228...230 | 6,19 (2H, c, NHp); 6,67 (1H, | 3460, 3348, | 75,2
49,53 3,80 13,33 ¢, 5-H); 7,49 (3H, m, Ph); | 3260, 2904,
7,64...7,96 (3H, m, Ph, NH); | 1654, 1630,
. 12,42 (1H, NH) 1598, 1524
16 | CH; H C4H1,F3N30, IM®A~ | 54,02 | 3.89 | 12,92 |263...264 | 2,61 (3H, 5, CH3); 6,58 (2H, | 3324, 3280, | 86,5
9TAHON 53,78 3,82 12,70 M, NH, 5-H); 7,47 (3H, ™, | 3200...2850, (A)
3:10) Ph); 7,61...7,92 (3H, m, Ph, | 1653, 1625,
NH); 12,42 (1H, NH) 1585
Iz | CH(CH3), H C16H16FaN30; JIMDA 56,78 | 4,79 | 12,53 |258...260 | 1,11 (6H, n, CHa); 3,74 (1H, | 3298, 86,6
56,64 4,75 12,38 M, CH); 6,61 (2H, m, NH, | 3200...2800, (A)
5-H); 7,51 (3H, M, Ph); 7,76 | 1660, 1642,
(3H, M, Ph, NH); 11,84 (1H, | 1580
NH)
IIr | CH,CH(CH3), H C17H13F3N30, Jranon 57,66 5,10 11,51 |254...255 | 0,89 (6H, n, CH3); 1,69 (1H, | 3310, 36,0
57,79 5,13 11,89 M, CH); 2,92 (2H, T, CHy); | 3000...2800, (A%),
6,67...6,75 (2H, M, NH, | 1660, 1634, | 83,3
5-1); 7,50 (3H, ™, Ph); | 1578 (B)
7,64...7,94 (3H, M, Ph, NH);
12,39 (NH)
Iin | (CH,)3CH3 H C17H;F3N30, JIMDA~ 57,57 | 4.87 11,64 |264...265 ] 0,89 (3H, m, CHjy); 1,39 | 3312, 59,3
9TAHON 57,79 5,13 11,89 (4H, M, 2CHyp); 3,08 (2H, M, | 3100...2860, (A),
3:10) CHy); 6,50...6,89 (2H, M, | 1642, 1630, | 81,3
NH, 5-H); 7,50 (3H, M, Ph); | 1578 (B)
7,64...7,94 (3H, M, Ph, NH);
12,40 (1H, NI
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CH,CH=CH,

(CH,) 4CH;

CH,CH,0H

CH,CH(OH) CHj

C(CHj3),CH,0H

C16H14F3N30,

C18H20F3N30,

C15H14F3N30;

C16H16F3N303

C17H1gF3N303

JIMDA

JIMDA

MDA

DraHon

JIMoKcaH

56,87
56,97

58,54
58,85

52,48
52,79

53,89
54,09

95,25
55,28

Pl v
—f—
[>=3[=)

240..

246...

243...

235...

237...

242

247

244

236

238

3,75 (2H, ™M, CHy);
4,94...5,39 (2H, M, CHj);
5,58...6,06 (1H, M, CH);
6,64 (1H, ¢, 5-H); 6,83 (1H,
T, NH); 7,50 (3H, M, Ph);
7,64..:8,01 (3H, m, Ph, NH);
11,68 (1H, NH)

0,61...1,64 (9H, 1, CHj3, M,
(CHy)3); 2,97 (2H, M, CHy);
6,50...6,89 (2H, M, NH,
5-1); 7,50 (3H, ™M, Ph);
7,64...7,94 (3H, M, Ph, NH);
12,44 (1H, NI

3,17 (2H, M, CHy); 3,42
(2H, M, CHy); 4,71 (IH, T,
OH); 6,69 (1H, ¢, 5-H); 6,83
(1H, r, NH); 7,54 (3H, M,
Ph); 7,81 (2H, M, Ph); 7,99
(1H, ¢, NH); 12,43 (1H,
NH)

1,06 (3H, u, CH3); 3,03 (2H,
M, CHy); 3,67 (1H, .M, CH);
4,69 (1H, I, OH);
6,50...6,97 (2H, M, NH,
5-H); 7,50 (3H, m, Ph); 7,78
(2H, M, Ph); 7,99 (1H, ¢,
NH); 12,20 (1H, NH)

1,18 (6H, c, 2CHai); 3,55
(2H, ¢, CHy); 4,84 (1H,
OH); 6,68 (2H, 5-H, NH);
7,47 (3H, M, Ph); 7,76 (2H,
M, Ph); 7,93 (lH, ¢, NH);
11,91 (1H, NH)

3300,
3180.
1661,
1579

3308,
2920,
1641,

3302,
3180.
1660,
1584

3312,
3180,
1660,
1579

3326,
3026,
1686,
1546

..2860,
1653,

2960,
1659,
1579

..2840,
1642,

..2840,
1645,

3274,
..2860,
1650,

93,3
(A),
34,0
(A%),
84,7
(B)

78,3
(B)

80,9
(A)

56,3
(A),
82,4
(B)

72,2
(A)
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OkoHwauue

radn 1
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(CH,),CH(OH)CH;

CH,CH(OH)Ph

CH,Ph

Ph

1-Hadrmn

H

H

C17H18F3N303

C21H;3F3N303

CaoH16F3N30,

Ci9H14F3N30,

Ca3H36F3N302

Dranon

Huoxcan

IM®DA

JM®DA

JMAA

—lll,
65,25

227..

260...

255...

280..

290..

229

262

257

.282

291

1,08 (3H, a, CH3); 1,50 (2H,
k, CHy); 3,14 (2H, x, CHy);
3,69 (1H, M, CH); 4,47 (1H,
a1, OH); 6,53...6,86 (2H, M,
NH, 5-H); 7,50 (3H, M, Ph);
7,64...8,11 (3H, M, Ph, NH);
12,47 (1H, NH)

3,28 (2H, M, CHy); 4,67
(1H, M, CH); 5,43 (1H, M,
OH); 6,67 (1H, c, 5-H); 6,90
(I1H, M, NH); 7,08...7,64
(5H, Ph; 3H, Ph); 7,78 (2H,
Ph); 8,10 (1H, ¢, NH); 12,42
(1H, NH)

4,31 2H, 5, CHy); 6,67 (1H,
¢, 5-H); 7,06...7,64 (M, 1H,
NH; 5H, Ph; 3H, Ph); 7,78
(2H, M, Ph); 7,92 (IH, c,
NH); 12,17 (1H, NH)

6,69 (IH, ¢, 5-H);
6,86...7,64 (v, 5H, Ph; 3H,
Ph); 7,79 (2H, m, Ph); 8,01
(1H, ¢, NH); 9,14 (lH, c,
NH); 12,58 (1H, NH)

6,78 (IH, ¢, 5-H);
7,14...8,36 (12H, ™, Ph,
nadprun); 8,56 (1H, ¢, NH);
9,25 (1H, ¢, NH); 12,61
(1H, NH)

3462,
3180.
1657,
1678

3552,
3100.
1657,
1577

3300,
3100.
1658,
1557

3276,
3100.
1667,
1622,

3270,
1668,
1560

3306,

..2800,

1643,

3304,

..2862,

1645,

..2800,

1641,

..2960,

1643,

1557

2926,
1642,

74,8
(A),
80,9
(B)

67,1
(A),
79,1
(B)

74,3
(A),
62,5
(b)

64,3
(A),
90,38
(B)

45,4
(A)
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IIp

Iic
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2-Hadtun

Et

(CH2CH2)20

H Ca3Hj6F3N30;
Et Cy7H,8F3N30;
C17H16F3N30;

*  Peakuusa npoboaunack npu ~20 °C B Tevenue 5 u,

JIMAA

Dranosn

Dranon

65,02 | 3,98
6525 | 3,81
37,93 | 3,29
57,79 | 5,13
55,56 | 425
55,87 | 4,39

9,64 |288...289 | 6,72 (1", ¢ 5-H);

9,92 7,22...7,94 (11H, wm, Ph,
Hadtun, NH); 8,06 (2H, M,
Ph); 9,33 (1H, ¢, NH); 12,56
(1H, NH)

11,67 |[170...172| 1,08 (6H, T, 2CH3); 3,31

11,89 (4H, x, 2CHy); 6,71 (1H, c,
5-H); 7,50 (4H, m, Ph, NH);
7,78 (2H, M, Ph); 12,00 (1H,

‘ NH)

11,21 1209...211 | 3,00...4,83 (8H, M, 4CHy);

11,44 6,76 (1H, ¢, 5-H); 7,53 (3H,
M, Ph); 7,87 (2H, M, Ph);
8,01 (IH, ¢, NH); 12,47
(1H, NH)

XapakrepucTika coegusHenuin Via—s

3266, 3074,
2906, 1660,
1646, 1630,
1566

3362, 3282,
3200...2800,
1692, 1678,
1630, 1580
3186, 2926,
1674, 1614,
1578

54,5
(A)

75,4
(A)

90,2
(A)

TabGaunma 2

c Halineno. %
Coou- | &l R qi'}m?x; Beramcneno, % Ty °C Crextp OMP, O, m. g1, CDCly MK criexrp, ol | BUXon
c " N
Via* | CH; | CH,Ph CyHigFaN3O, | 62,63 | 4,55 | 10,45 |230...232 *3,00 (3H, ¢, CHa); 4,22 (2H, 5, CHyp); 6,85 (2H, | 3306, 64,7
62,84 4,52 10,47 5-H, NH); 7,25 (5H, ¢, Ph); 7,53 (3H, m, Ph); 7,83 | 3130...2800,
(2H, M, Ph); 12,55 (1H, NH) 1646, 1618, 1532
VI6 | CHy | (CHp4CHs | CiHpFsN;0y | 59,65 | 573 | 1110 |205..207|0,64...1,78 (9H, 1, CHs; m, (CHp)3); 2,92...3,28 | 3332, 80,4
5984 | 580 | 11,02 (5H, m, CH,, CH3); 4,31 (IH, NH); 6,78 (1H, c, | 3100...2800,
5-H); 7,44 (3H, m, Ph); 8,03 (2H, m, Ph); 13,14 | 1662, 1646, 1534
(1H, NH)
VIs | CH,Ph | CHyPh CyHpF3NsO, | 67,94 | 471 | 8,60 [130...132]4,20...4,69 (4H, m, 2CHy); 5,78 (1H, NH); 6,62 | 3328, 81,8
67,92 4,64 8,80 (1H, c, 5-H); 7,04...7,49 (v, 10H, 2Ph; 3H, Ph), | 3090...2840,
7,64 (2H, M, Ph); 12,16 (1H, NH) 1632, 1564, 1530

*  Crexrp ITMP coenuuenns Via cuar B AMCO-Dg,




Tlonobmo okcooxcasony [ w xapGamary III ¢ ammuamu pearmpyrior
1-MeTrn-2-okcookcas3o:0 [3,4-b mapuama (IV) [13]1 » xapbamate Va—e [1].
Tak, npE HarpeBaEMH OKCOOKcazonda IV u 3-mmpwmmaxapGamara Va [1]
¢ GEH3WIAMIHOM HOIYYEHA OJHA M T4 XE TPA3aMEIICHHAS MoyeBuHa Via.

CF,
Me
AN N RNH,
l >=o _—
X o :
Ph N
v

Va-B
Vv a R =Me, R?=Me, 6 R = Me, R? = (CH2)2CHMez, 8 R* = CH;Ph, R2=E 1;
VIaR'=Me, R— CH2Ph, 6 R} = Me, R = (CH2)4Me, 8 R = CH2Ph, R = CHzPh

Peaxumm Mmouesmr II, VI m xapSamaros III, V ¢ ammHaMu SBASIOTCA
obparumeivu. Hanpumep, npn Harpesannw 3-nuprpunkapdamatos 111 [1317 Va
[1] ¢ pwormnammaoM, udeHWAAMAUHOM Wid  MOPGHOIMEOM  OOAYUYCHBI
okcookcaszonnl 1, IV coorsercteemmo. Oxcookcazon I monyyeH Takxke npwm
Harpesasuy MoucBunb 116 ¢ TpusTHAaMuHOM B quMeTmianeramune (IMAA).

TaxumM 00pasoM, Ha OCHOBE 2-0okcookcazonormpuanuos 1, IV m xap6amaToB
111, V ymasoch OOMy4YATh PA3AWYHEIE MOYCBUHE — TPOM3BOMHEE 4-Tpudropme-
tuan-6-ernn-2 (1 H) -mupumona (rabn. 1, 2).

SKCIEPMMEHTAJIbHAY YACTDb

Crerpsl IIMP 8 AMCO-Dg u CDCl3 sanucaus: Ha cnextpoMerpe Bruker WH-90-DS (90 MI'm),
BHyTpenHMit crasaapr TMC. MK cmekTpsl cHaThl Ha npubope Specord 71A B mapadunosom macne
(o6macts 1800...1500 cv™Y) u rexcaxnopGyramiene (o6aacts 3600...2000 oM. VHuBUAYAIBHOCTE
coenuennmii nposepanack TCX #a mnacrunkax Silufol UV-254. Bexoast, Ton, PACTBOPUTENU IS
NIEPEXPUCTA/UIM3ANUM, JAHHBIE HIEMEHTHOTO anaymsa, IIMP, UK cnextpos coexunenwii lla—ru Via—
B IIpeACTaBieHs! B Tabn. 1, 2.

2-0xco-4-tpudrropmerii- (6-¢penmwi-3-nupuaun) movesrna (Ila, C13Hi10F3N302 « H20). Cvecs
u3 0,14 r (0,50 Mmoin) oxcooxcasona I u 0,08 r (1,00 Mmomns) xapboHaTa aMMOHMS HarpeBaioT B aBTO~
xnase npu 150 °C 2 4. Ox1axnaior, IPOMBIBAIOT BOOM M NIEPEKPUCTAIIIM30OBEIBAIOT U3 3Tanonaa. 1on-
yuaaor 0,10 (75,2%) GecuBeTHbIX KPUCTaILIOB coenuuenys Iia.

N'-3avemennbie N-(2-0kco-4-TpudropMerni-6-¢pennn-3-mapuammodesnas (II6—1).
A. Pactsop u3 0,20 r (0,72 Mmonb) oxcookcasona I u 0,94 MMOIb COOTBETCTBYIOIETO aMuHa B 20 M1
MOKCaHa HarpesaroT upu 95...100 °C B tevenwe 1,5 A6—n,3,M,11,p), 2 (e, u,m), 3 (Lt,0,1), 4 (IIK),
61 (IIc) . Tomygaror Mouesub [16—Tt. Mouesums! IIr,e ¢ BoIX0A0M 36 1 34 %, COOTBETCTBEHHO HONYYAXOT
TAKXKE BBIAEPKUBAHMEM UCXOAHBIX COEMHEHNMI IIPY KOMHATHOM TEMIIEPATYDE B TEUCHME 5 U B ITAHOME.

B. Tupumumouesusst Hr—x,H noxy4anor npu xungueruu 0,12 r (0,37 mmons) xapbamata I
¥ § MI COOTEETCTBYIOmEro amuna (s caygae Ile,u gobasnsior 3 it AMAA) B tewerue 1 (In), 2 (Ix)
u 3 u (Ilr—e) . M36bITOK amMuua o1rousroT. Ocagok NepeKpUcTaiM30BbIBaioT. Mouesuns! [lu—m,0 mo-
Jy49ai0T ¥ NP HATPEBaHuM pacTsopa xapbamarta I u 0,74 MMONL COOTBETCTBYOINETO AMMHA B 5 ML
auokcasa npu 95...100 °C & reuenue 1,5 (Ifo), 3 (u,n,M) 1 5 u (JIx).

Coepunenus, noJy4eHHbIe IO MeTonaM A U B, He [aroT Aerpeccum TEMIEPATYPhI ILIABICHHS.

N'-Beasuia-N-mern-N- (2-0kco-4-tpudhropMeri-§-dpenmr-3-mmpramn Mouesrsa (Via). Ha-
rpeBaroT pacteop 0,101 (0,30 Mmoub) oxcookcasononupymna IV u 0,05 i (0,40 Mvons) Gensunamu-
Ha B 10 Ma guokcana 6 u npu 95...100 °C. Ocamox nepexpucTaumM3oBhIBAIOT U3 9TaBoNa. [1oxydaroT
0,09 (64,7%) GeCHBETHBIX KPUCTAILIOR COeRMueHMs VIa.
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N,N'-Auaakaia-N - (2-0kc0-4-rpuTopMeTri-6-(he HnI-3-mupHIai) MoYeBHaN (VIa—B). Ku-
aatsT pacTeop 13 0,20 r kapbamatos Va—s u | Mt COOTBETCTBYIOMmEro aMuaa B 3 v JIMAA. Oxaaxna-
10T, pa30aBISIOT BOAOIL, OGABISIOT consHy 0 KkucaoTy A0 pH 6...7. Ocanox nepexpucTaiuIM30BbIBAIOT U3
3TaHOXA.

Bzanmoneiicreae xkapbamaror ITI, Va u Mmogesnnst 116 ¢ ocrosanusMi. Pactsop us 0,61 MMoIb
xapbamata I mnu Va, 0,72 MMosIs TpuaTHIAMUHA (TUITUIAMMUEE , TUdeRMIaMuAa, MOpdOTHHA) B 5 Mir
JMAA xunarar 1 4. OxiagaoT v J00aBIs0T pa3GaBReHHY IO COSHY 0 KHUCA0TY . OCaN0K HEPEKPUCTAI-
JIM30BBIBAIOT M3 3TaHOJIa. Beixox oxcookcazonos I 82,4...94,1 u IV 79,1...87,8%. Coenuuenue I nmo-
JIyYal0T TAX>Ke NPU Harpesanuu xapbamata I u 0,72 MMOMb JMOTMIAMUHA B 5 MJI JMOKCAHA [IPU
95...100 °C 2 4. Boixon 87,4 % . Pacteop 13 0,64 mmons Mogesunb! 116, 0,77 MMOJIb TPUATHAAMKMHES B 5 MJT
JMAA xuastar 3 9. Oxnaxaator 1 {o0asisioT pa3daBIeHHY IO COISHY 50 KUCAOTY. OCafoK HEPEeKpUcTa-
JIM30BBIBAIOT M3 3TaHONA. Brixoa okcookcasona I 91,5%,. Honyuenssie coepuenaus I u IV He pawor
JENPECCHM TEMIICPATyphl ILIABJICHMS ¢ M3BeCTHbIMu [9, 13].
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