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NPON3BOJAHBIE KOHAEHCHPOBAHHBIX
THEHO[2,3-JJOAPUMUINHOB

15*. CUHTE3 2-3AMEIINEHHbBIX 3-AMWHO-6,6-I1UMETNJI-5,6-
JUTHAPO-SH-TTUPAHO[4',3':4,5]THEHO 2, 3-JJHIAPIMU TAH-4-OHOB

Paspaboran meron nonydenns 2-R-3aMemIeHHbBX 3-aMuH0-6,6-1uMeTiI-3,6-
quraapo-8H-muparno[4',3"4,5 tuesol 2,3-d]mipuMunus-4-0H0B Ha OCHOBE 2-R-amMu-
JH0-3-3TOKCHKapOOHANITHPAHO[2,3-¢|THO(GeHOB. Y CTaHOBICHO, YTO WX UHMK/IH3a-
I¥s THAPa3sAHTHAPATOM TPEOYyeT KECTKUX YC/IOBHI.

KumroueBble ciioBa: MHPaHOH, NHPAHOTHCHOIMPHMUIHH, UHpaHOTHODCH,
THEHOIIUPUMHIHH, THO(DEH.

Ilpy cuHTE3e KOHACHCHPOBAHHBIX THEHO|2,3-d|UpUMUIHH-4-OHOB B KavyeCTBe
HCXOJHBIX BEINECTB YaCTO UCHONB3YIOT JErKOAOCTYITHEIE 2-aI[HIIaMIHO-3-3TOK-
cuxapGoumnTrodens [2, 31.

B Hacrosmei pabote coobmaercs 06 ynoOHOM MeETOIe CHHTE3a HOBBIX
2-R-3-amuHOTHEHO[ 2,3 -d|Impumunue-4-osoB 1a—h Ha ocHoee 2-R-ammmo-3-
sTokcHKapboHunTHodeHor 2a—i. Metox ObuT pa3paboTaH HAMU IS Oy IEHHS
2-amKMIT3aMeleHHBIX -3 -aMUHO THEHOTIPUMHE THH-4-0HOB [4].

Coenunerns 2a—i CHHTE3MpOBAaHB! alUIMPOBAHHEM 2-aMHHO-3-3TOKCHKAp-
HorwrTHOhEeHa 3 COOTBETCTBYIOIUMME XJIOPAHTHAPHIAMHU KHCIOT. AMHI02(hU-
pel 2a-h Oputm mpespamens! B THeHO[2,3-d]mmpwmvunpasl la—i o6paborkoi
rugpazuHraaparoM. CoenuHeHMs 2 OKa3ajMCh MEHES PEeaKIHMOHHOCIOCO0-
HBIMH, €M COOTBETCTBYIOIIHE 2-aiKuizaMeInensble [4].
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1,2 aR=Ph; b R=CH,Ph; ¢ R = CgH,OMe-4; d R = C¢H,0OBu-4; e R = C;H,CI-2;
fR = y-mapunumn; g R = CgH;(OMe)-3.4; h R=C,H,OMe-3; iR = CHPh2

* Coobmerue 14 cm. [1].
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XapakrepucTukn 2-R-amujo-3-aTokcukapGonmiruodenon 2a—i u 2-R-3-amunorneno[2,3-djnupumuans-4-oHos 1a—h

Coe- Haitneno, %
JUHE~ Bpyrro- Briyucinexo, % T.Orm., MK CneﬂT P - Cniextp SIMP H, &, M. 1., KCCB (J), Ty Bawor,
hopmyna C Vv, OM %
Hue N S
2a CiolyNO4S 393 | 899 | 156-157 1680 (NCO); 12,61 (1H, ¢, NH); 8.96-7.46 (5H, w, Hpy); 4.70 2H, ¢, 7,7-Hy); 4.42 (2H, x,J=1.0, 73.5
3.88 8.92 1700 (COOY; CH,); 3.48 (2H, ¢, 4,4-Hy); 1.33 (3H, 7, J = 7, CHoCHy); 1.20 (6H, ¢, 5,5-(CHs)z)
3280 (NH)
2b CaoH23NO4S 3.76 8.65 98-99 1678 (NCO), 12.46 (1H, C, NH); 7.35 (SH, C, HPh)', 4,65 (ZH, C, 7,7-1’12); 425 (ZH, K, J= 7.1, OCHz)‘, 80.5
372 | 358 1705 (COO). 3.80 (2H, ¢, CHyPhY; 2.70 (2H, ¢, 4,4-Hy); 1.41 (3H, 1, J = 7.1, CH,CHy); 130 (6H, o,
3282 (NH) 5,5-(CHs)2)
2¢ Co0H2:NOsS 3.60 8.52 160-161 1683 (NCO), 12.25 (IH, c, NH)', 8.00 (2H, n,J=6.0, HAr); 7.01 (ZH, n,J= 6.0, HA,-); 4.80 (ZH, c, 78.0
350 | 848 1700 (COO); 7,7-H); 4.40 (2H, 7, J = 6.0, OCHy); 3.90 (3H, ¢, OCH3); 3.10 (2H, ¢, 4,4-Hp); 1.41
3279 (NH) (H, 1, J = 6.0, CHyCHa); 1.35 (6H. c, 5,5-(CHz)s)
2d C23H29NO5S 3.32 7.33 128-130 1678 (NCO), 12.20 (IH, C, NI‘I), 8.00 (2H, A, J= 7.5, HA;)', 7.01 (2}'1, A, J= 75, HAr), 4,78 (ZH, C, 65.1
324 742 1700 (COOY; 7,7-Hy); 4.40 @H, x, J=7.5, OCHy); 4.10 (2H, 7, /= 7.5, O-CH ,CH;); 2.80 (2H, c,
3275 (NH) 4,4-Hp); 1.81 (2H, 7,/ = 7.5, OCH,CH,); 1.62-1.42 (2H, w, CH ,CH3); 1.41 BH, 7, J =
’ 7.5, OCH,CHa); 1.26 (6H, ¢, 5,5~(CHa)y); 1.00 (3H, T, J=17.5, CHa)
2e CioHCINOS 3.87 8.86 | 139-140 1680 (NCOY); 12,20 (LH, ¢, NH); 7.60-7.40 (4H, M, Hay); 4.82 (2H, o, 7,7-Hy); 4.65 (2H, x, J=7.2, 61.0
39 8.94 1710 (COO); OCHy); 3.10 (2H, ¢, 4,4-FL,); 1.45 (3H, 7, J = 7.2; CH,CHy); 1.40 (6H, c, 5,5-(CHa))
3275 (NH)
21 CisHaN;04S 780 | 875 | 170-171 | 1685 (NCO); 1245 (1H, ¢, NH); 8.85 (2H, 2, J = 6.1, Har); 7.85 (2H, 1,/ = 6.1, Har); 4.80 (2H, ¢, 52.0
777 | 8.89 1715 (COO); 7,7-H);, 4.40 (2H, k, J =7, OCHp); 2.80 (2H, ¢, 4,4-Hy); 1.41 3H, 1,J = 7, CH,CHy);
3283 (NH) 1.30 (6H, ¢, 5,5-(CHa)y) _
2g CZIHZSNoés 3.12 7.75 142144 1680 (NCO), 12.30 (IH, c, NH), 7.90 (IH, pi % J= 8,5, HAr), 7.79 (IH, c, HAr), 6.99 (IH, A, J= 85, 76.5
333 762 1710 (COOY; Han); 4.81 2H, ¢, 7,7-Hy); 4.25 (2H, k, J = 7.1, OCHy); 4.00 (6H, ¢, 2-OCHs); 2.95
3275 (NH) ’ (2H, ¢, 7,7-Hy); 1.40 (3H, T, OCHy); 1.30 (6H, ¢, 5,5-(CHs),)
2h CZ()HZSNOSS 3.64 8.13 134-136 1670 (NCO), 12.20 (II‘I, C, NH), 761(2[’1, C, J= 78, HA;), 7.41 (IH, T, J= 78, HAr), 7.18 (IH, A, 78.9
350 | 802 1715 (COO). J=7.8, Ha; 478 (2H, ¢, 7,7-Hy); 4.40 (2H, 1, J = 7.26, OCHy); 3.90 (3H, 0, OCHs);
3275 (NH) . 2.80 (2H, ¢, 4,4-Hy); 1.41 (3H, 7, /=72, CH,CHa); 1.38 (6H, ¢, 5,5-(CHa)z)
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118-119

224-225

212-214

230-232

198-200

212214

217-218

176-177

218220

1675 (NCOY;
1705 (COO);
3276 (NH)

1665-1670 (CO);
3180-3250
(NHz)

1665-1675 (CO);
3185-3300
(NHz)

1660-1675 (CO);
3190-3310

(NHy)

1665-1670 (CO);
3150-3300
(NHz)

16701675 (CO),
3185-3320
(NH)

1660-1675 (CO);
3180-3335
(NHy)

1665-1670 (CO);
3150-3300
(NHy)

1665-1675 (CO);

3180-3335
(NHz)

11.30 (LH, ¢, NH); 7.35 (10H, ¢, Hpy); 5.19 (1H, ¢, CH); 4.70 (2H, ¢, 7,7-Hy); 4.20
(2H, x,J=17.1, OCHy); 2.70 (2H, ¢, 4,4-Hy); 1.36 (3H, T, J= 7.1, CH;-CHa); 1.30 (6H,
¢, 5,5-(CHs)z)

7.80-7.50 (SH, m, Hpy); 5.10 (2H, ¢, NHy); 4.82 (2H, ¢, 8,8-115); 3.08 2H, ¢, 5 S—Hz),
1.28 (6H, ¢, 6,6-(CHz)2)

7.30 (5H, yim. ¢, Hay); 5.70 (2H, ¢, NHa); 4.70 (2H, ¢, 8,8-Hz); 430 (2H, ¢, CH;Ph);
2.85 (2H, ¢, 5,5-Hy); 1.25 (6H, ¢, 6,6~(CHa)y)

7.85 QH, 1, J = 6,Has); 7.00 2H, 1, /= 6,Ha,); 5.10 (2H, ¢, NH,); 4.85 (2H, c, 8,8-H);
3.90 (3H, ¢, OCH3); 3.06 (2H, ¢, 5,5-H2); 1.38 (6H, ¢, 6,6-(CHs),)

7.85 (2H, 1, J = 6, Hae); 6.91 (2H, &, J= 6, Hay); 5.60 (2H, ¢, NHp); 4.72 (2H, ¢, 8,8-
Hy); 4.05 (2H, 7, J = 6.05, OCHy); 2.92 (2H, ¢, 5,5-Hy); 1.75-1.81 (2H, M, CH;CHy);
1.45-1.60 (2H, M, OCH,CHy); 1.32 (6H, ¢, 6,6-(CHz),); 1.00 (3H, T, J = 6,CHa)
7.50 (4H, m, Hay); 5.00 (2H, ¢, NHy); 4.85 (2H, ¢, 8,8-Hz); 3.10 (2H, ¢, 5,5-Hy); 1.40
(6H, ¢, 6,6-(CHa))

8.80 (2H, 1, J= 6.3, Hy); 7.75 (2H, &, J = 6.3, Huza); 4.95 (2H, ¢, NHy); 4.82 (2H, ¢,
8,8-Ha); 3.10 (2H, ¢, 5,5-Hy); 1.40 (6H, ¢, 6,6-(CHs),)

7.90 (1H, 1, J= 8.5, Ha,); 7.78 (1H, ¢, Hay); 6.98 (1H, 1,/ = 8.5, Ha,); 5.10 (2H, ¢,
NH,); 4.82 (2H, ¢, 8,8-Fy); 4.00 (6H, 1, /= 8.5, OCHy); 2.95 (2H, ¢, 5,5-Hy); 1.38 (6H,
¢, 6,6-(CHa)z)

7.66 (2H, 1,J =7.9, Ha); 7.45 (1H, 1,/ = 7.8, Hap); 7.20 (1H, 1,/ = 7.8, Hay); 5.00
(2H, ¢, NHy); 4.80 (2H, ¢, 8,8-H,); 3.85 (3H, ¢, OCHa); 2.80 (2H, , 5,5-Hy); 1.30 (6H,
¢, 6,6-(CHs)y)

53.2

51.0

47.05

50.0

454

48.5

52.0




[Tpu BapbUpOBaHUM YCIIOBUH peakuuy (BpeMs, TeMIIeparypa i cpena) ObuIo
Hali1eHo,9T0 T4 TIOJIyYeHN XOPOINMX BBIXOAOB IpoLecC CIEAYET IPOBOIUTH
B KHTIAIIEM H-OyTaHOoJd€e B TeUSHHE JUTUTeNbHOTO BpeMenH (15—20 u). lonmxke-
HHE PeaKIMOHHOH CIIOCOOHOCTH, BEpPOSTHO, OOBACHAETCS IPOCTPAHCTBEHHBIMHU
3aTpyMHEHHAMH CO3MaBaeMbIM 3aMecTuTeneM R, mosromy nudeHmiMeTHIaMULg
2i B yKa3aHHBIX YCIOBHSX He MUKTH3YETCS B 1eeBOH THEHOTMPUMEIHH.

SKCIIEPUMEHTAJIbBHAS YACTDH

WK crextps! casthl Ha npu6ope UR-20 B pazemmuosom Macne. Cnekrpst IMP 'H ponyuens:
Ha cnekTpomerpe Varian Mercury 300 (pabogas sactora 300 MI'It), npenocTaBieHHOM B paMKax
nporpammel US CRDF RESC 17-S. Pacteopurens CDCl; (coenmuenms 1a,b,efh, 2a-i);
JIMCO-ds (coemmuenus 1b,d,g). KoHTpoms 3a 9HCcTOTOM [ONYYEHHBIX COETHHEHMIT
ocyurecTBIBIM ¢ nomomsio TCX na mractrakax Silufol UV-254 B cucreme Xnopodopm—3THIIALICTar—
adup, 0.5:1.0: 0.5. [Iposenenue 8 YO crere.

2-N-AnunamuHo-5,5-qumerni-3-3Tokcukapbonni-4,5-muruapo-7H-Tueno[2,3-cjnupassr
(2a—i). K pacrsopy 0.01 Mons coemuuernus 3 8 30 mu cyxoro Gensona pobasmuor 0.01 mMoms
CyXOro TpHITMIaMHMHAa H Jjaiee 110 kKamuiiM jgobasmmor 0.01 mMome  xmopasrmnpuia
COOTBETCTBYIOMEH kucnoTh. [omydennyo cveck xummirst 4 1, 3arem nobasmmor k Helt 30 M
X0JNoAHON BOIBL, OCH30N YHAPUBAIOT. BeImaBmmii 0cafox OTGHILTPOBBIBAIOT, IIPOMBIBAIOT
BOZOM, METAHONOM K IIOCHE HEPEKPHCTATM3ALNM U3 CIIMPTA OTYYAI0T COSTUHCHIS 2a—i.

2-R-3-AmMuH0-6,6-nuMeTHi-5,6-nurnapo-8H-nupanc[4',3':4,5] tueno[2,3-djnupumuaun-
4-oun1 (1a-h). K cycmensuu 0.01 mons amunosdupa 2 B 15 mn #-Oyrasona gobasmaor 10 mn
85% ruapazuHATHApara B MONYUYCHHYIO cMech KUIATST 15-20 4. BrimaBmive Opy OXITaKICHIA
KpUCTaIBl OTHUIBTPOBEIBAIOT, IPOMEIBAIOT CIIMPTOM, BOXOH, cymar npu 50 °C 1 nepexkprcrail-
JHU30BBIBAIOT 13 oTaHona. [Tomy=aror npogyxr 1.
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