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CHHTE3 3AME1I[EI{HI>IX
2-AJIKMJI(APIT) THO-3- I.[I/IAHOHI/IPI/IZ{I/IHOB
n 3-AMHUHOTHMEHO[2,3-]IIMPUIMHOB

Anxuwuposanue 6-MeTHI-4-METOKCHMETHI- 3-1waH0-2 (1 H) -IMpUMHETHOHA I'aJI0-
TeHIPOM3BOAEsIMU B mpucyTcTerm KO npoxopur pernocesieKTUBHO € 00pa3oBatueM
S-anKuIIpoU3BOAHBIX . KaTOMHEIM 3IEKTPOIM30M THQJIOB B BPUCYTCTBUH O-MeTHI-4-Me~

. TOKCUMETMI-2-XJIOP-3-IUAHOMMPHUIVHA TIONyIeHBI 2-apuntuonvpumest. Ilukmmsa-
nwei no Topry—urnepy 2-aIkuiTUONMPYAYHOE, HMEOIHX aKTUBHYI0 METHIIEHOBYIO
IPYIY, CUHTE3UPOBAHbI 3-aMUHOTHEHO [ 2,3-b] rvpruiss.

2-3aMemeHHEbIE TACTIMPUARHEL IPEACTARIIIOT HHTEPEC B KAUSCTBE MOTEHITH~
anmpbHHIX OWOJOrMUYECKHW AaKTWBHBIX BEIECTB W PEATeHTOB [I9 TOHKOTO
opraamaeckoro cmuTe3a [1]. VissecTHEpic HyTH mOAy4YeHWS ITHX COCHAWHCHHHA
OCHOBAaHb! HA B3aWMONEUCTBUM 2-TAJOTEHIMPUIMHOB C THOJAMA WIH Ha
anxwmposasud 2 (1 H)-mupunuaTrOHOB rarore B pouseonukiMe |2 |. Ankwmmpo-
paame 3-muano-2(1H)-nupuiuATHOROR TPOXOAWT HO MeXamm3My SN2 uepes
cTagmio  o0pasoBaHMA TNMPUIWH-2-THOJATOB, B3AHMOACHACTBHE KOTODHX C
TaJIOTEHIPOM3BONHIME TPMBONUT K IEAEBHM mpoaykTaM [3—3 1.

B npojomxenue Hammx pabor [6 ] mo cueTe3y 3aMEIIEHHEIX 2-THONPARHEOB
W3YUYEHO aNKWiupoBanme O-metwi-4-meroxcuMerii-3-nuano-2 (1 H) -maprgma-
tuona (I) ranoremmmamu (Ila—m). Peaxuwio nposommam B puMeTHadOpMamMIae
Wi COEpPTE, B NOPUCYTCTBHY EAKONO0 XAaaW OpPW COOTHOIICHWW pEarcHTOB
I—KOH—-II=1:1:1.

YcramoBmeno, YTO HE3ABHCMMO OT OPUPONBI  TaJOreHIPOW3BOTHOIO,
PAcTBOPHTENY ¥ TEMIOEPATYDPHl PEAKIMd MPOTEKACT BHCOKOPETHOCEIEKTUBHO W
TPUBOAAT K 3aMEMCHHBIM 1O aToMy cepsl TuonmpuameaaM [Ila—u ¢ Berxomamu

70...95%, (Tabn. 1).

CH,OMe CH,OMe | CH,OMe
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101, IIT a R=Me; 6 R=Et; 8 R= n-CgHis; r R= CH2CONH3; 1 R = CH2CONHPh;
e R=CH2CH2COOH; x R = CH2CH2COOEt; 3R=CH2COPh; u R= CH2COCsH3Me2-3,5;
k R=CH2COCsH3Mez-2,4; 1 R = CH2COCHNO2-4; MR = CHzCOArY;
R =CH2COC¢H3(0H)2-3,4

OnpegensgrommM (DaKTOPOM PErHOCEICKTHBHOCTH, MO-BUIMMOMY, SBJIIETCA
MOMHAY JOKANW3amus OTPHUIATENFHOrO0 3apafa Ha AaToMe Cepsl 33 CUeT
00pa3oBanng TECHOM MOHHOH HAphl B. DAPHIUHTHOMNGTE KAJHsd, UTO CIENYET W3
anammsa gasaeix PCA nogobuerx coxeit [5]. Jlag cuaTesa 2-apuiTHONMPHAIAHROB
{1Jo,n TpamunmEOHHAS pEaKN¥s ANKWIVPOBAHUSI OKA32/1aCh HENPHEMIIEMOU. JTH
coenmHERV ObLTY MOTYUEHBI 3IEKTPOXAMIUECKIM METOROM [0 | B3 x1opnupram-
ga (IV) u tmonos (Va,0) COOTBETCTBEHHO.

KaToxHsii 3)IEKTPOIN3 THOJOB V B MPUCYTCTBHY XJIOPIHPHUNAHA TPOBOIMIA
Ba Pt xarome B 0,3 N pactsope TerpastiiaMmonuiOpoMuna B abCOMIOTHOM
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Tabauma 1

. XapakTepuCTHKHA CHHTIE3APOBAHHBIX COEIMHEHMI

Hatinerno, %
ig:lﬁz— :;%ﬁ_a BrlyucieHo, % T, °C Bamxom, %
i c H N s
IHa C10H12N208 57.43 5.74 13.38 15.28 63...64 93
57,67 5,81 13,45 15,39
1116 C1H14N20S 59.47 6.39 12.54 14,41 52...53 92
59,43 6,35 12,60 14,42
s C15sH22N208 64.64 189 16,01 11.47 Macno 84
64,71 7,96 10,06 11,52
OIr C11H13N302S 52.44 5.16 16.62 12.73 168...169 95
52,57 5,21 16,72 12,76
Hx C17H17N3028 62.28 5.16 12.75 9.71 215...216 92
62,36 5,24 12,83 9,79 .
e C12H14N3028 54.07 5.25 10.46 1197 | 88,5...89,5 70
. 54,12 5,30 10,52 12,04
Iix C14H18N203S 57.07 6.08 9.44 10.75 66...65 75
57,12 6,16 9,52 10,89
iz C17H16N202S 65.28 5.12 8.83 10.18 123...125 95
65,36 5,16 8,97 10,26 .
lu C19H20N2028 6,92 5.85 8.16 9.37 121...122 89
. 67,03 5,92 8,23 9,42
Ik C19H20N2028 67.01 2.87 8.21 9.28 95...96 86
67,03 5,92 8,23 9,42
IMEn Ci17H15N3048 57.03 4.17 11.66 8.85 128...130 81
57,13 4,23 11,76 8,97
M C21HasN202S 67.98 7.02 .79 8.56 103...104 87
68,07 7,07 7,56 8,56
Ix C17H16N204S 59.19 4.62 8.07 9.25 200...201 78
: 59,29 4,68 8,14 9,31
Mo CisH14N208 66.52 5.07 10.21 11,73 65...67 82
: 66,64 5,22 10,37 11,86 )
N kst CioH2oN208 69.77 6.69 8.55 9.78 66...63 93
69,90 6,79 8,58 9,82
Via C11Hi13N3028 52,51 5.14 16.65 12.69 189...191 75
52,57 5,21 16,72 12,76
Vi6 C17H17N3028 62.31 S.18 | 12.83 9.68 179...180 82
62,36 5,24 12,88 9,72
Vis Ci17H16N2028 65.25 5.08 8.85 10.16 136...137 80
65,36 5,16 8,97 10,26
Vir Ci1oH2oN2028 | 66.95 5.84 8.17 9.38 132...133 81
67,03 5,92 8,23 9,42
Vi Ci7H15N3048 57.04 4,14 | 11.62 8.88 >210 76 -
: ) 53,13 4,23 11,76 8,97 (paax.)
Vie C21H26N202S 67.98 7.01 7.46 8.54 174...175 88
68,07 7,07 7,56 8,65
VIx C17H16N204S 59.15 4.58 8.05 9.22 210 79
59,29 4,68 - 8,14 9,31
Vis* C17H15CIN202S 58.79 4.25 8.01 9.14 118...119 82
58,87 4,36 8,08 9,24
VIu#? | Ci7H1sBrN2028 52,07 375 7.11 815 134...135 81
52,18 3,86 7,16 8,20

*  Cl natimeno, %, Beluncieno, %: 10,13, 10,22,
*2 Br maiieno, %, BRIGHCIEHO, %: 20,33, 20,42.
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ameroHMTpUiae. ['eHepUpyeMbie Ha KaTORe THOAAT-aHuWOCHH! [7], pearupysg ¢
xnopawpugzHoM [V, obpasyror cyaedumsr [Ilo,I1 ¢ BEICOKWMEA BRIXORAMEA (TadiL.
1). SnexTponus ocymecTeAaM B quadparMEHHOR auelike B atMocepe aprosa

opa

20...25 °C, mpomyckas B TaJbBAHOCTATHUECKOM pPEXWME HE Oosee

1,05...1,10 F/mMonsp.

-
Karox : ASH —° o AISS + 1/2H,
Va, 6
CH,OMe CH,OMe
Factsop: /KI /KI
v o, u

Va, Illo Ar = Ph; V6, Illn Ar = C¢H,(#-Bu)-4

Crpoenme 2-ankua{apwi)-3-umuaHoTmonupuanHos Llla—o mopTBEpXASHO
namamevu TIMP u UK coextpos (tabi. 2, 3).

Tabaruna 2

VIK coexrps! CHHTE3HPOBAHHBIX COCNAHEHMH

Coegn- ) vV, emt
HEHHEC

CN C=C,C=N CcC—0—-C CO N—H
Iz 2200 1560 1115, 1105 — —
1116 2180 1550 1105, 1080 — —
s 2195 1560 1105, 1090 — —
mr 2210 1570 1120, 1100 1655 (ammn I) | 3350, 3170
in 2210 1570 1120, 1105 1650 (amun D) | 3350, 3170
IMe 2210 1560 1105, 1070 1670 -
IIx 2195 1555 1150, 1100, 1080 1690 —
IMls 2190 1560 1020, 1080, 1110 1670 —
Tu 2195 1590, 1570 | 1020, 1090, 1110 1660 —
ik 2195 1580, 1576 | 1020, 1090, 1110 1655 —
I 2195 1530 1105, 1080, 1040 1660 —
1319 2200 1580 1140, 1120, 1700 —

1070, 1015
Oia 2205 1595 1150, 1115 1650 —
o 2200 1640, 1560 | 1105, 1090 — ‘ —
HIn 2195 1560 1110, 1095 — —
Via — 1580 1120, 1070 1630 3440, 3360,
_ 3260, 3150

vI§ — 1580 1130, 1070 1670 3360, 3270
Vis — 1570 1095 . 1620 3460, 3255
Vir — 1560 1105, 1080 " 1650 3360, 3270
Vi S 1600 1150 1620 3320, 3210
Vie — 1580 1080 © 1690 3370, 3250
VIx — 1570 1095 1640 3500...3300 ym. ¢
Viz — 1580 1120, 1080 1650 3370, 3260
Vie — 1570 1070 1680 3340, 3230

*
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TaG6nuna 3

Crnexrpsr IIMP HEKOTODHIX CHHTE3HpPORAHHBIX COeTMHEHHM

XyMudecKue CHBUTH, (3, M. %, KCCB W), Iy
Coepy-~
HEHye

CHs-Het

A ~ OCH3 SCHy* OCHy H-Het ¢ mpyrze mpoToEst (cM. R, Z)

IMla 2,57 3,46 ¢ 2,62 ¢ 4,55¢ 7,17 —
TIr 2,59 3,50 ¢ 391c 4,58 ¢ 7,17 5,52 1 6,76 (ZH, mea ym. ¢, NHp)
Iz 2,68 3,51c¢ 401c | 45%¢c 7,10 7,20...7,47 (SH, M, CsHs); 9,10

(1H, ym. ¢, NH)
Ole 2,57 3,49...3,54 4,56¢c | 7,10 2,88 2H, #, J = 6,7, CEHoCOOH)
| GH, M, T=6D
IDx 2,56 3,48...3,54 4,55 ¢ 7,08 1,28 3H, 1, J = 7,18, CH3); 2,78
(SH, M) (2H, T, J=17,5, CHz, COOE®D; 4,17
(2H, x, J = 17,18, OCH2)
113 2,32 3,48 ¢ 455 ¢ 4,67 ¢ 7,05 7,27...8,09 (5H, M, CsHs)
31573 2,46 3,48 ¢ 4,56 (4H, ¢ 7,05 2,39 (6H, c, 2CHz—Ar); 7,75 (2H,
- M, 2 0-Har); 7,79 (0H, 1, 7 = 2,7,
n-Har)
ik 2,46 3,47 c 4,55...4,58 7,05 2,38 u 2,40 (6H, pBa c,
(4H, M) 2 CH3z—Ar); 7,10 (2H, M,
o-, m-Har); 7,78 (1H, g, m-Han
IIx 2,31 3,48 ¢ 4,64 c 4,56 ¢ 7,08 7,27...8,37 (4H, M, CsHa)
o 2,42 3,50 ¢ — 4,59 ¢ 7,16 7,40...7,57 (5H, M, CgHs)
I 2,43 3,49 ¢ — 4,58 ¢ 7,11 1,35 (94, ¢, 3 CH3); 7,41...7,52
(4H, M, CsHy)
Via 2,65 3,41l ¢ — 4,67 ¢ 7,00 5,34 (2H, ym. ¢, NH-Het); 7,10
(2H, ym. ¢, CONHy)
Vis 2,66 3,45¢ — 4,80 ¢ 7,00 7,27...7,89 (5H, M, CeHs); 8,12
(2H, ym. ¢, NHp)
Vig 2,67 3,46 ¢ — 481 ¢ 7,01 | 7,98...8,32 (6H, M, CsHas, NH2)
Vie 2,80 3,48 ¢ — 4,62 ¢ 7,13 1,80...2,18 (15H, M, Ad); 8,10
. ! (2H, ym. ¢, NH»)
Vis 2,66 3,45 ¢ — 4,80 ¢ 6,99 7,44...7,83 (4H, M, CgsHa); 8,14
. (2H, yur. ¢, NHp-Het)
VIu 2,66 3,44 c — 4,79 ¢ 7,00 7,59...7,77 (4H, M, CgHy4); 8,17
(2H, NH>3)

* SCH3y B cmyzae IMa

Iuxmmszanwei no Topay—Ilurnepy mupuguaos 111r,1,3,K,1—H, AMEIOIMX B
3amecTuTene R aKTMBHYI0 METHICHOBYIO TPYHITY, CHHTE€3HPOBAHEL COOTBETCTBYIO-
e 3-amuHoTHeHO [2,3-5 Inmprmaer (Via—mn) (cmocob A).

[HonyueHnEE pe3yabTaTH ¥ HaHHBIE paboTsi [6 ] mOXAa3HBAIOT, YTO CKOPOCTH
MEK/IA3ANAY 3aBACAT OT JIEKTPOOTPHHATELHOCTH 3aMECTUTEIS DK ATOME CEPH
n yOBiBaeT B pagy:

COAr > COOEt > CONHz > COOH

Ha npumepe coemmmenw#t VIa,m mokasaHa TakXe BO3MOXHOCTH IOJIyUCHUS
3-amuuorreno [2,3-5 Jnupumueos us muprauraTroHa | u ranoreswnos 1la, o 8 oxgy
cramuio 6e3 suaenenns npogykra 111 (cmocob B).
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2 KOH = | |  goH

-~ Il 3, 3, X, 1—H

Via—u

V1a Z=CONHz; 6 Z= CONHPh; B Z= COPh; r Z = COCsH3Mez-2,4; 1 Z = COCsH4NO2-4;
e Z=COArY; x Z=COCsH3(0H) 2-3,4. Tlo, VIz Z= COCsH4Cl-4. ITn, VIu Z=COCsH4Br-4

B UK coexrpax coemmrenuii VI orcyrcrsyer nostoca vC =N u mossiagerca
pSI TOJMOC, OTHOCSIMAXCS K BaJEHTHHIM M Ae(DOPMAIMOHHBIM KOJXeOaHmSM
avuEoTpynmel B obaacta 3150...3500 oM ', B cnexrpax IIMP BMECTO CHrHAJOB
rporoHoB rpynmsl SCH?2 mOSBISIOTCS XapaKTepHEIC CHHITICTH aMUHOTPYIIIH B
obnacta 7,10...8,32 M. 1.

DKCIIEPUMEHTAJIBHAY JACTH

Crexrps! I[IMP peructpupoBaiu Ha paguocriextpoMerpe Bruker WM-250 8 CDCls, fng coenume-
Hus Via — 8 (CD)3CO. UK coextpst nojyuens: #a cnekrpodoromerpe Specord 75-IR a4 cycnensuit
B BaseJIMHOBOM Mache. KOHTDOIb 32 XOOOM PEAKITMY U YMCTOTOM IIONYIECHHbIX BCIIECTB OCYIRECTBIAIN
meromom TCX na wiactumax Silufol UV-254, smoenT rekcas—aneTos, (1...2) : 1, nposeresHue mapaMu
#ozna wiu pacrsopom KMnOa.

XapaxTepucTUKY CHHTE3UPOBAHHbIX COSAUHEHNI npuBepeHs! B tabn. 1—3.

6-MeTmr-4-MeToKCAMETII-2 - R-3-ninasornonaprayesl (JIa—Hm). Cvecs 10 MMOIb IMPUAMHTH-
oua Is 20...25 v IM®PA, 10 mmons ranorenuna I u 10 mmois 10 Y, BOGHOrO 6MKOT0 KaJIH BHIIEPKUBAIOT
1...5 T IpHM KOMHATHOM TEMIEPAType, II0CTe 9er0 1o6asmsmoT 5...10 M1 Bozpl. Boimasunmit 0c2f0K Ipo-
nyxra I OTRENSIOT, HPOMBIBAIOT BOKOM M IIEPEKPHCTAILIM30BBIBAIOT U3 CIIMPTA.

6-MeTin-4-MeTOKCAMETILI-2 -he IO -3-Haasonupuias (II0). B kaTognoe OTAeNIeHue T9ei-
KM JUIS 9NIeKTPOJM3a CO CTEKISIHHOI Auadparmoit momemaror 60 M1 0,3 M pacTsopa SpPOMMAA TETPAITHII-
aMMOHEMS B a6COMIOTHOM aneTorurpuie ((OHOBBIA PACTBOP) , COAEPIKAINEM IKEUMOISIPHYIO CMECH (110
0,01 MOJiB) 6-MeTHI-4-METOKCHMETI-2-XI0p-3-IiManomupuaysa 1 tTuodenona Va. Asomar — 50 M
douosoro pacteopa. Karog — mwractuna m3 maateesl (S =35 o). Amox — CTEPXXEHb U3 MarHus
ceueruem 1 % 1 oM. BrexTposms rposoAaT B atMocdepe aprosa rnpu 20...25 °C B raJbBaHOCTATUYECKOM
PEXUMe TIpU IIOTHOCTH TOKA 63...65 MA/ em?. Katommr NEPEMETTMBAIOT C TOMOIIBIO MATHMTHOM METIAN~
ku. Hocne nporyckanus 1,05...1,15 F/Mob KaTOMMT CIMBAIOT ¥ OTTOHSIOT PACTBODUTENE B BAKYyME.
Ocratox ofpabaTeBator o0, O6pa30BaBIMecs KPUCTAITE! OTPUILTPOBBIBAIOT U NEPEKPUCTAILIMZ0-
BBIBAIOT W3 cumpra. Homywaror 1,12 r npoxyxra Mlo. Ananoruuso us tmoderona V6 CHHTEIMPYIOT
coequuenwme (.

3- AMuHO-2-R-6-MeTRI-4-MEeTOKCAMETAITACHO [ 2,3-b] muprmman: (VIa—ma). A. Cmecs 10 mvoms
TuonupuuHa I, q,3,K,0—0 B 20...25 miu IM®A u 20 M exxoro kamw (10% BOZHBIA PacTBOp) BhI-
NEPXKMBAOT 3...7 o IpU KOMHATHOH Temmeparype. Cmech paztasmsoT 2...3-KpaTHBIM KOJTHMYECTBOM
BOHBI, OCATOK OTAENSIOT. [IpofykT VIa— X NepexpUCTaLIM3I0BBIBA0T U3 CIIMPTA.

B. CMecs 10 Mmoms mupummaTrona I s 20...25 v IM®A, 10 Mmoos ranorenuzaa o, o u 10 MMOIE
enxoro xamu (109, BOmmBII pAcTBOD), MepemMemHBaT 30 MUE IDU KOMHATHOHN Temueparype. 3ateM
nobasmsor 10 Mvoms KOH (109, BOAHBIE PACTEOD) U BEIAEPKMBAIOT HPH.ITOM Xe Tevneparype 3...7 €.
TlonyuaroT BpomykT VI3,u. Jing curresa coefunenmi Via,6 HEOOXOAMMO XOTOIHUTENEH0E BRINEPIKUBA -
HME PEaKIMOHHOM Macchl B Teuenre 5 . Jlanee TIPOMYKTHI BHIAEISIOT, KAK OIICAHO BEHIIIE. :

«
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