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CHUHTE3
5-AMHUHO-4-T'ETAPWJII-2,3-AUTU]IPO-1H-3-IIMPPOJIOHOB

C-AUMIMpOBaHUEM I'eTapHIIALleTOHUTPHUIIOB XJIOpaHTHApUAaMH N-(QTaloUIrIHIMHA U O
aJIaHMHA B YCJIOBUSIX OCHOBHOI'O KaTajn3a ¢ BBICOKMMHM BBIXOAAMH TIOJTYUEHBI 2-IeTapuii-3-0KCo-
4-branuMuI00yTAHOHUTPUIIBI M -TICHTAHOHUTPHIIBL COOTBETCTBEHHO. | mapasuHonms (¢ra-
JIOWIBHOW 3aIIUTHl B 3TUX COCAMHEHUAX MPUBOIUT K 00Opa3oBaHMIO S-aMHHO-4-reTapui-2,3-1u-
ruapo-1H-3-mupponoHos.

KiroueBble cioBa: 5-amuHO-4-retapui-2,3-auruapo-1H-3-nupposnoHsl, retapuianeToHuT-
PHIIBL, Y- TATUMUAIOHUTPUIEL, N-(QTaToNIaMUHOKHCIIOTHL.

[IponsBoanble 2-aMMHONMPPOJIA BHI3BIBAIOT MHTEPEC B CBA3M C IEpCIEK-
THUBOM MX WCHOJB30BaHUA B KadeCTBE JICKAPCTBEHHBIX cpencts [1-8] u
KOMITIOHEHTOB KpacuTenei ansi gotorpaduu [9-11]. OCHOBHBIMH MeTOAaMH
CUHTE3a STUX COCIUHEHUHN SABIAIOTCS KOHACHCAIMS METHJICHAKTUBHBIX HUTPH-
JIOB C MPOU3BOJHBIMHU (L-aMUHOKapOOHWIBHBIX coenuHeHuit [12—17] wim amu-
HUPOBaHUE 3aMeIIeHHBIX 4-ranoreH0yTupoHUTpmiIoB [18-24] nubo ux cuHte-
THYECKUX SKBUBAIECHTOB [25-27]. Oba moaxona ObLIM YCHEUIHO TMPUMEHEHBI
Hamu s cuHTesa 1-R'-2,2-R* R’-5-amun0-4-rerapuin-2,3-Iuruapo-3-nuppo-
nmoHOB [28-37]. OnHako MX MPUMEHEHHE IS TMOJTYUYEHHUS MOJOOHBIX HE 3aMe-
IICHHBIX M0 TOJOXEHHI0O | TPOM3BOAHBIX HE MPEICTABISAETCS BO3MOXKHBIM,
MMOCKOJIBKY, C OJHOH CTOpOHBI, N-HE3aMEUIeHHbIE O-aMHHOKapOOHWIIbHBIE
COeIMHEeHHS OBICTPO JAWMEPH3YIOTCS B MPOW3BOAHBIE MHpa3WHa, a, C APYTOi,
BBEJICHIE B PEAKIIMI0 aMMHaKa B COUYETAHUN C HEOOXOAWMOCTBIO HArpeBaHUS U
paboTel B HEBOAHOHN cCpefie BBI3BIBACT OIPEICIICHHBIE TEXHUYECKHE 3aTpy.-
HeHUs. B cBsi3M ¢ 3TUM Hamu OBIT pa3paboTaH MHOW METOJ chHTe3a N-Hezame-
meHHbIx  2,3-nurunapo-1H-3-nmupposonoB la—h, omnucanHblii B HacTofilen
pabore.

KiroueBpIMH COeIMHEHMSIMA B CHHTE3€ yKa3aHHBIX JUTHAPOIHPPOIIOHOB 1
SIBJISTFOTCST 2-Te€TapmiI-3-0Kco-4-pTamnMuio0yTaHOHUTPIITEL 2a—€ W -TIEHTaHO-
HuTpwIbl 2f-h, modydeHHBIE aNMIUPOBAHHEM TETAPUIIAIICTOHUTPIIOB 3a—e
xyoparruapunamMu N-dramommmmnuaa 4a 1 ananuHa 4b (cMm. cxemy). Ciaenyer
OTMETHUTh, YTO ANWIMPOBAHWE HATPHUEBBIX COJIEH MPOCTHIX METHICHAKTHBHBIX
coenuHeHn xmopanruapuaamu [38—41] u adpupamu [17, 42, 43] 3anTUIICHHBIX
Ol-aMUHOKUCIIOT TPUMEHSIIOCh U paHee IS TOCTPOCHHS MHPPOIHHOTO IIUKJIA.
OpHako TIpH  WCIONB30BAHUM  XJIOPAHTHAPHAOB 3a4acTyl0  MOIYyYaIUCh
nponyktel ouc-C,C- u -C,O-ammmupoBanus [38, 40] wu crioxsble cMecH [39], a
n3 3¢upoB
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00pa30BBIBAIUCH CHOJSATHl COOTBETCTBYIOIIMX ALMIIPOM3BOAHBIX, B XOJAE
NPEBPALICHUS KOTOPHIX B COIPSKCHHBIE KHUCIOTHI HE BCerga yAaBajloch
n30exkaTb MOOOYHBIX MPOLECCOB, CBSI3AHHBIX C TMAPOJIM30M 3aLIUTHBIX TPYII
[42, 43]. Hamu moHoammnmpou3BomHeie 2a—h ObUIM TONyYEeHBI B KadecTBE
€IMHCTBEHHBIX MTPOIYKTOB C BeIXOHamu Oomee 90%.

CocraB u crpoeHne HUTPWIOB 2a—h mMOATBEpXKIEHBI pE3yJbTaTaMH
3JeMeHTHOro aHammsa (tabn. 1), a tawke mamusimu MK u SIMP 'H CIIEKTPOB
(tabm. 2). CornacHo CIEKTpalibHBIM JIaHHBIM, coenuHeHus 2a—h cymecTByroT
UCKITIOYUTENbHO B BUAe NH-TayTOMEpOB ¢ BHYTPUMOJIEKYJIIPHOM BOIOPOIHOIM
CBSI3bI0, YTO M3BECTHO ISl ALMJIIPOU3BOAHBIX TeTAPUIALETOHUTPHUIIOB [44].
Tax, B crektpax SIMP 'H GyTaHOHMTpPUIOB 2a—€ HAGMIOMAIOTCS ABYXIIPOTOH-
HBII CHHTJIET METHJICHOBOW TpyMIbl B 00mactu 4.60—4.75, 4eTHIpeXIpOTOHHBIH
CUMMETPUYHBIA MYIBTHILIET (ranomnbHOoro (Qparmenta mpu  7.85-7.90
Y CUTHAJI XeJIaTHPOBAHHOTO MPOTOHA B obmactu 12.8—13.2 m. 1. (oOMeHuBaeTcs
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Tabnuma 1

XapaKTepuCTUKH 5-aMHHO0-4-reTapui-3-okco-2,3-n1uruapo-1H-nupposaonos 1a-h,
2-rerapuii-3-0kco-4-pTaauMuI00yTAHOHUTPHIOB 2a—€ U -IIeHTAHOHUTPUJIOB 2f-h

Co- Haiineno, %
euHe- Bpyrro- Brruncieno, % T. o, BbI-
0, 0,

e ¢dopmyna c . N S C xon, %

1a C H,(N,O 61.69 4.79 26.09 273 57
61.67 4.71 26.15

1b C,H,N,O 63.21 5.26 24.49 261 50
63.15 5.30 24.55

1c C;HgN;0S 57.08 3.99 18.07 13.87 >300 61
57.13 3.92 18.17 13.86

1d** C3H,(BrN;0S 46.37 3.03 12.55 9.49 248 43
46.44 3.00 12.50 9.54

le C5sH;5N;058 56.79 4.69 13.18 10.16 226 44
56.77 4.76 13.24 10.10

1f C,H,N,O 63.13 5.22 24.43 >300 50
63.15 5.30 24.55

1g C3H 4N,O 64.52 5.89 23.05 238 51
64.45 5.82 23.12

1h C,H;N;0S 58.68 4.53 17.10 13.01 297 41
58.76 4.52 17.13 13.07

2a CioH2N,O; 66.24 3.48 16.34 >300 97
66.28 3.51 16.27

2b CyH 14N,O; 67.09 4.01 15.62 >300 95
67.03 3.94 15.63

2¢ CoH;1N;058 63.19 2.99 11.60 8.91 >300 98
63.15 3.07 11.63 8.87

2d#* C, H,BrN;05S 54.06 2.62 8.94 6.93 259 93
54.09 2.59 9.01 6.88

2e CpH7N;058 61.78 3.84 9.33 7.12 231 93
61.74 3.83 9.39 7.17

2f CyoH 14N,O; 66.94 4.06 15.67 >300 93
67.03 3.94 15.63

2g C, H,¢N,O; 67.80 4.31 14.98 242 91
67.73 4.33 15.05

2h CyoH3N;058 63.92 3.52 11.11 8.48 271 91
63.99 3.49 11.19 8.54

* Coenunenus 1a,b nnentiuns! onmmcanHeM B padote [45] (MK cnexrp u T. mr. cMeman-

HOH TIpOOBI).
** Haiineno, %, Br 23.66. Beruucieno, %, Br 23.77.

*** Haiineno, %, Br 17.10. Beruucneno, %, Br 17.14.
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Tabnuma 2
Cnektpbl AMP 'H coexmnennii 1a—h, 2a—h

Coenu-
Here Xummueckue casury, O, M. 1. (KCCB, J, ')
1a 3.80 (2H, ¢, CHy); 7.04 (2H, M, Hypon); 7.48 (2H, M, Hypon); 7.61 (1H, ¢, H-1);
8.07 (2H, ¢, NH,); 11.80 (1H, c, NH)
1b 3.75 (2H, ¢, CHy); 3.92 (3H, ¢, NCH3); 7.17 (2H, M, Hypo); 7.49 (3H, NH u
2H,pou); 7.92 (2H, ¢, NH,)
1c 3.75 (2H, ¢, CH,); 7.17 (1H, Beiposxn. T, J = 7.8, Hypoy=6); 7.33 (1H, BeIpOIXK L. T,
J=17.8, Hypow-5); 7.69 (2H, M, NH u Hypo\-7); 7.83 (1H, 1, J = 7.8, Hypoy-4); 8.07
(1H, C, HNHZ); 8.27 (lH, C, HNH2-~ N)
1d 3.73 (2H, ¢, CH,); 7.42 (1H, ¢, H-5); 7.64 (3H, M, Hypoy-3,5 1 NH); 7.94 3H, M,
HaPOM-Z,G u HNHZ); 8.19 (IH, C, HNHZN)
le 3.71 (2H, ¢, CH,); 3.79 (3H, ¢, OCHj;); 3.85 (3H, ¢, OCHj;); 6.94 (1H, n, J = 8.1,
Hapou-3); 7.36 (1H, ¢, H-5); 7.45 (3H, NH u Hypou-2,6); 7.86 (1H, ¢, Hyuo); 8.12
(1H, C, HNHZ-'-N)
1f 1.31 3H, 1, J = 7.0, CH3); 3.99 (1H, x, J = 7.0, CHCH3); 7.31 (2H, M, Hypon; 7.66
(2H, M, Hypow); 8.19 (2H, ¢, NH u Hywo); 8.49 (1H, ¢, Hypo...N); 11.21 (1H, ¢,
H-1)
1g 1.28 (3H, n, J = 7.2, CH3); 3.71 (1H, k, J = 7.2, CHCH3;); 3.93 (3H, c, NCHy);

7.09 (2H, M, Hypor-5,6); 7.34 (1H, M, Hypo7); 7.42 (1H, M, Hypou-4); 7.64 (1H, c,
NH); 7.72 (1H, ¢, Hxp); 8.33 (1H, ¢, Hyypo...N)

1h 1.29 3H, n, J=6.8, CH;); 3.79 (1H, x, J= 6.8, CHCH;); 7.21 (1H, BeIpOX 1. T,
J =175, Hypow=6); 7.34 (1H, BeIpORKA. T, J = 7.5, Hypou-5); 7.71 (1H, 1, J = 7.5,
HapoM'7); 7.88 (ZH, M, NH un HapoM'4); 8.07 (IH, C, HNHZ); 8.29 (IH, C, HNH2~ N)

2a 4.64 (2H, ¢, CHy); 7.24 (2H, M, Hypo); 7.48 (2H, M, Hopoy); 7.91 (4H, m, Phth*);
12.90 (2H, ¢, 2NH)

2b 3.97 (3H, ¢, NCH3); 4.70 (2H, ¢, CH,); 7.32 (2H, M, Hypoy); 7.60 (2H, M, Hypor);
7.90 (4H, m, Phth); 13.10 (1H, ¢, NH)

2¢ 472 (2H, ¢, CH,); 7.42 (2H, M, Hypou-5,6); 7.71 (1H, 11, J = 8.0, Hypo-4); 7.89
(5H, M, Hypoy-7 11 Phth); 12.84 (1H, ¢, NH)

2d 4.69 (2H, ¢, CH,); 7.50 (1H, ¢, H-5); 7.69 (4H, yu. ¢, Hypoy); 7.90 (4H, m, Phth);
12.93 (1H, c, NH)

2e 3.81 (3H, ¢, OCH;); 3.85 (3H, ¢, OCH;); 4.67 (2H, ¢, CHy); 7.00 (1H, 1, J = 8.4,

Hapon-5); 7.28 (3H, M, Hypoy-2,6 1 H-5); 7.89 (4H, m, Phth); 12.50 (1H, ¢, NH)

2f 1.73 3H, 1, J = 7.6, CH3); 5.17 (1H, K, J = 7.6, CHCH); 7.24 (2H, M, Hypo);
7.49 (2H, M, Hypoy); 7.87 (4H, M, Phth); 12.80 (2H, ¢, NH)

2g 1.79 3H, 1, J = 7.2, CHy); 3.98 (3H, ¢, NCH,); 5.25 (1H, x, J = 7.2, CHCH);
7.27 (2H, M, Hypoy-3.6); 7.53 (1H, 1, J = 7.5, Hypou-4); 7.64 (1H, 1, J = 7.2,
Hopov-7); 7.85 (4H, m, Phth); 13.25 (1H, ¢, NH)

2h 1.67 3H, n, J=17.2, CH;); 5.18 (1H, x, J= 7.2, CHCH;); 7.31 (1H, BeIpOX 1. T,
J =175, Hypow=6); 7.44 (1H, BeIpoxa. T, J = 7.5, Hypou-5); 7.64 (1H, 1, J = 7.5,
Hapow-4); 7.86 (SH, M, Hypoy-7 1 Phth); 12.76 (1H, ¢, NH)

* Phth — ¢pramonm.

1786



¢ D,0). B cmextpax SIMP 'H nenranonutpuio 2f-h BMecTo curaana
METHJIEHOBOM TPYMIIBI MPHUCYTCTBYIOT CHUTHAJbBI CIIHHOBOW CHCTeMBI AXj; IpH
5.15-5.25 (xBaptrer) u 1.60-1.80 M. n. (my6mer). IIpoToHBI TeTepo-
LIUKIMYECKOTO 3aMECTHTEN TMOTJIOMIAI0T B XapaKTEpHBIX JUISI HUX 00JacTiX.
B UK crnektpax coequHeHuii 2a—h HaOMOMa0TCS CHIIbHAS M0JIOCA BaJCHTHBIX
KoNeGaHMI CONPSKEHHON HUTPUIBHOH TpyImsl B o6nacti 2180-2200 cm ', a
TaK)Ke JIBE MOJIOCHI CUMMETPUYHBIX U aCUMMETPUYHBIX BaJICHTHBIX KOJeOaHUM
cuctemsl CO-N—-CO mpu 1700-1720 u 1760-1780 cM' cooTBeTCTBEHHO.
CunpHas 1monoca B obmactu 16001625 cm' oTHeceHa HAMM K BaJCHTHBIM
KoJIeOaHUsIM KapOOHWIBHOM TPYIIIBI, CBSI3aHHOW BOJOPOTHOHN CBSI3BIO C TPYII-
moit NH. Cronp 3HaunTeNbHOE CMEIEHHE B CTOPOHY HHU3KHMX YacTOT OTHO-
CHUTENFHO CpEIHEro 3HAa4YeHHs JUIS CONpPSHKEHHONW KapOOHMIIBHOW TpYIIIBI
00yCIIOBJIEHO, BO-NIEPBBIX, €€ BKJIIOYEHHEM B COCTaB [3-€HaMHHOKETOHHOI'O
¢parMeHTa U, BO-BTOPBIX, €€ yJaCTHEM BO BHYTPHUMOJCKYJISIPHOH BOIOPOAHON
CBSI3H.

CHsTre (TAIOWIBHON 3alUTHl ¢ (QTATMMHIOHUTPUIOB 2a—h Beger K
00pa30BaHUIO0 UHTEPMEANATOB Sa—h, UMEIOMNX CTPYKTYpY Y-aMHUHOHUTPHIIOB.
CornacHo naHHbiM [18-24, 28-37], Takue aMUHOHUTPUJIBI MPETEPIEBAIOT
reTepOLMKIN3AHMI0 32 CUYET BHYTPUMOJIEKYJSIPHOTO NPHUCOEAMHEHUS aMHHO-
Ipynnsl K HUTPWIBHOW TIpyMIe, 4TO B PAacCMaTpPUBAeMOM Cilydae IOJKHO
NPUBECTH K 00pa3oBaHUIO IeneBbIX muppoioHoB 1. JleiicTBuTenbHO, mpH
neiictBun 3—4-KpaTHOTO M30BITKA THUApPA3WHTHIpaTa Ha coenuHeHus 2a—h c
Beixomamu 40-60% Obun moNy4eHbl UeneBble MpoAykTel la—h. Cnemyer
OTMETHTb, 4TO, coracHo naHHsM TCX u crektpoB SIMP 'H, 510 npeBpamenue
MIPOUCXOANT KOJMYECTBEHHO. YKa3aHHBIE BBIIIE CPEAHHUE BBIXOIBI MPOTYyKTOB
la—h cBs3anel Cc nNoTepsIMM NPU HX OYHUCTKE OT BTOPOrO MpPOAYKTa —
¢ranasuagrona 6. [locnegHuii ObUT BBIIEJNIEH HAMU U3 PEAKLHOHHOW CMECH ¢
BeixomamMu 60—70%. IIpumeuaTensHO, YTO B XOJe peakiUi HE HAOIIOJANIOCH
B3aMMOJICHCTBHS M30bITKA THAPA3HHTHAPATa HH C parMEeHTOM [3-OKCOHUTpHIIA
coenuHeHnid 2a-h, HM ¢ kapOOHWIBHOH Tpynmod mnmpponoHos la—h.
Ilocnennee corymacyercs ¢ AaHHBIMHM U1 3aMELIEHHBIX IO IOJIOKEHUIO |
MIPOU3BOAHBIX 5-aMUHO-3-ITUPPOIOHOB [36].

CoctaB u cTpoeHMe coeauHeHHH la—h moOATBEepXKIEHBI JaHHBIMU
aneMeHTHOro aHanmsa (Tabm. 1), cmektpo SIMP 'H (tabm. 2), a Takke
WACHTHYHOCTBIO THUpposioHOB la,b mx oOpasmaM, CHHTE3MPOBAaHHBIM HaMH
paHee UHBIM, OoJee cinokHBIM mmyTeM [45]. B UK cnekrpax npousBonHbix 1a—h
HabmoaeTcss  cuiabHOe Toromenue Bbime 3000 oM, 00yCIIOBJIEHHO®
BaJIGHTHBIMU KoseOaHusimu cBszed N-H, a Takke Hanuynme WHTEHCHBHOM
IIHPOKOH momockl B obmactu 1560-1600 cM™', oTcyTCTByIomIeii B CIIEKTpax
ucxonHbIx HUTpUiIoB 2a—h. [lo-BuanMoMy, oHa cBs3aHa ¢ I1eOPMALUOHHBIMH
KoJIeOaHUSIMU TIEPBUYHOM aMHHOTPYIIBI, XOTS, BIIOJIHE BEPOSITHO, MOXKET
BKIIFOYaTh B Ce0s M BAJICHTHBIC KOJICOAHUS CUJIBHO MOJIIPU30BaHHOU [17, 46]
cBa3u C=C muMppoJIOHOBOTO LIMKJIAa. B HEKOTOPBIX cilydasx 3Ta Mojoca UMeEeT
XOpOLIO pa3iHuuMoe 1edo npu 1640—1645 cM™', KOTOpoe MOKHO OTHECTH K
BAJICHTHBIM KoJeOaHMUsIM KapOOHMIIBHOM TpymIbl, BXOXSIIEH B cocTaB
[-enamuHokeronHoro ¢gparmenrta. OrcyrctBue B MK crnekTpax coemuHeHHi
1a—h noryomeHus COnpsHKEHHON HUTPMIIBHOM TPYMITBI OJTHO3HAYHO yKa3bIBaeT
Ha TETEePOlMKIN3annil0 C ee ydactueM. CHrHaimbl (TalOMIBHOTO OCTaTKa
orcyTcTBYIOT Kak B MK cmekrtpax, Tak u B cnekrpax SIMP 'H murmaponmp-
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pononos 1a-h. B cnextpax SIMP 'H coenunennii 1a—e B JIMCO-ds HaGmo-
JaeTcsi IBYXIPOTOHHBIA CHHIJIET METWIEHOBOHM Tpynmsel npu 3.7-3.8 M. 1.%,
TOra Kak JUIsi METHJI3aMeIleHHBIX coeauHeHwid 1f—h XxapakTtepHbl cHTHAaIBI
crimHOBOM cuctembl AX; npu 3.7-3.9* (kBaprer) u 1.25-1.30 M. 1. (myOier).
Cursanpl IPOTOHA B TIOJIOKEHUU | TUTHAPONHMPPOIOHOBOTO IIUKJIA ¥ TIPOTOHOB
aMHHOTPYIIBl Habmomalotcss B crektpax SIMP 'H coenmmennii la—h B
uHTepBae 7.5-8.5 M. A. B BHJAE TPEX OMHONPOTOHHBIX CHHIJIETOB, OJHOTO
Y3KOTO W NIByX ymHpeHHBIX. [lociemuue, O4eBHIHO, OTHOCATCA K MPOTOHAM
AMUHOTPYTITBI, KOTOPHIE SBIAIOTCS MarHUTHO-HEIKBUBAJIICHTHBIMH BCIICICTBHE
00pa3oBaHus BHYTPUMOJICKY- JISIPHOW BOJOPOIHOM CBSI3H, YTO HAOIIOAATIOCH U
paHee 1 aHaNOTWYHBIX cucteM [28-37]. IIpOTOHBI TeTEePOLUKINYECKOTO
3aMECTHTENSI PE30HUPYIOT B XapaKTEPHBIX UIA HUX 00macTsax. Takum oOpazom,
COTJIaCHO CHEKTPATbHBIM JaHHBIM, IUTHAPONHUPPONIOHEI la—h cymecTByroT
HCKJIIOUYMTEIFHO B aMUHOKETOHHOM TayTOMEpHOH (opMme Kak B TBepHaoit dase,
TaKk M B pacTBOpE.

Urak, B pesynbTare HACTOSIIETO HCCIEAOBAaHMS pa3paboTaH BYXCTaIHM-
HBIH TpenapaTUBHBIA MeTox cuHTe3a 2-(2-amuHO-4-0kco-4,5-murnapo-1H-
nuppoa-3-mn)oenzumugazonos lab.f.g, -tnazonoB 1ld,e u -6eH3oTHazonoB
1c¢,h, KOTOPBII 3aKITI0YaETCS B allMJINPOBAHUN TE€TAPIIIAIICTOHUTPUIIOB XJIOPAH-
ruapugaMu N-(QTaTouI3anuIIeHHBIX aMUHOKUCIOT M TIOCIEAYIOIIEM CHSTHU
3aUTHl TYTEM THUAPA3HHONIN3a C IMOJYYCHHBIX MPOoaykToB 2a—h. Meton
OCHOBaH Ha WCIOJIb30BAHUU JETKOJOCTYITHBIX MCXOMHBIX COCIMHEHHH, OOt
BBIXOJT TICJIEBBIX MPOAYKTOB I10 JIBYM CTanausM cocTaBisieT 45-50%.

SKCIIEPUMEHTAJIbBHASI YACTb

UK cnexrpsl nonyuyanu Ha npubope Pye-Unicam SP 3-300 mnst tabnerok KBr. CrexTpbl
AMP 'H peructpuposanu B JIMCO-d¢ Ha mpu6opax Bruker WP-100 SY (100 MI'm) u Varian
VXR-300 (300 MI'm).

KonTpons 3a XomoM peakiuii M HHAWBHIYaTbHOCTBIO TOJMYYEHHBIX COEIHMHEHMH ocyle-
creiasuin ¢ nomonipio TCX Ha muactuakax Silufol UV-254 B cucreme Oenson—stanon, 9:1.
TemnepaTypbl IIaBiIeHHs OMpENENsUTM B 3alasHHBIX Kamusipax B npubope Twuie, mpexasa-
putenbHo HarperoMm 10 180-200 °C, mpuveM BeIIECTBA MUIABMIICH NPAKTUYECKUA B TOYKE; MPH
MEJUICHHOM HarpeBaHUM KalMUIspa OT KOMHATHOHM TeMIepaTyphl BEIIECTBA IUIABHINCh B IIH-
POKOM MHTEpPBAJIE U3-3a YACTUYHOTO PA3I0KEHUS.

I'erapunaneronutpuisl 3b—d cuHTE3UpOBaNU 10 U3BECTHBIM MeToAuKaM [47-49]. dranoun-
[IUOUMH W (TAIOWIAIAHUH TOJyYald M3 COOTBETCTBYIOIIMX AMHHOKHCIIOT ¥ IPEBpaILaIH
B XJIOpAHTUAPHAEI 4a,b ¢ TOMOIIBIO CTaHIAPTHBIX METONOB. beH3nmunazon-2-unaneTonuTpui 3a
U [UaHOTHOALETAMUJ SBIISIOTCS KOMMEPYECKHM JOCTYHNHBIMH U OBUIM HCIOJNB30BaHBI 0e3
JIOTIOJTHUTEIIBHON OUUCTKHL.

4-(3,4-AumeTtoxcupenui)Tuason-2-uianeroHurpui (3e). K remmomy (40-50 °C) pactBopy
10 r (0.1 monp) umanormoaueramuza B 80 mu staHona poGasmstor 25.9 1 (0.1 Momb)
3,4-mumerokcudenanmndpomuna [S50]. Cmeck pazorpeBaeTcs W KHIUT HECKOJIBKO MHHYT, TPH
3TOM BBIMAAAET 0CAJOK TUAPOOpOoMHIa coeuHEHUs 3e. PeakimOHHYI0 MacCy BBIIEP)KHBAIOT Ha
KHIAIIEH BOMsHOM OaHe emie 1 4, 3aTeM OXJIXKIAIOT U OTQIIBTPOBBIBAIOT 0canok conu 3e-HBr.
[TonydeHHyro coub cycneHaupyroT B TeueHue 40 mun B 15-20% BoxHOM ammuake, gajiee OT-
(GUIBTPOBBIBAIOT U IIPOMBIBAIOT Bo#oM. [lociie nmepekprcTamii3anuy u3 2-poraHoia Moy qaroT

* B criextpax SIMP 'H Hutprios 2a—h cooTBeICTBYIOMME IPOTOHb! Pe30HHPYIOT Ha 0.9—1.4 M. 1.
B Oonee caboMm more. BepositHO, 5T0 00YCIIOBIEHO I€33KpaHMPYIOIINM BIUSHAEM MAarHUTHO-aHH30-
TPOITHBIX KapOOHIUIBHBIX TPYIIT (PTATUMHIHOTO (hparMeHTa.

22 r (85%) mpoaykra 3e. T. mur. 101 °C. Cnekrp SIMP 'H, 8, M. 1. (/, T'm): 3.80 (3H, c, CH30);
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3.84 (3H, ¢, CH;0); 4.52 (2H, c, CH,); 6.96 (1H, 1, J = 8.4, Hypoy-5); 7.49 (2H, M, Hypou-2,6);
7.90 (1H, ¢, H-5). Haiineno, %: C 60.01; H 4.61; N 10.69; S 12.38. C3H,N,0,S. Boruncineno,
%: C 59.98; H 4.65; N 10.76; S 12.32.

2-T'erapui-3-0kco-4-pTaauMu00yTAHOHUTPUJIBI (2a—€) U -meHTaHOHUTpWiIbl (2f-h)
(obmas meroauka). K termomy (~50 °C) pactBopy 0.01 Monp rerapuianeToOHUTpHia 3a—e U
0.8 Mt (0.01 monp) mupuauna B 30-60 mn quoxcana podasistior 0.01 Mons xiopanruapuna 4a
nnn 4b. IlomydeHHyI0 cMech BBIIEPKHUBAIOT 1.5-2 4 Ha KUISIIeH BOASHOW OaHe, OXJIAXKIAIOT,
BBIMABIINI 0CaJ0K OT(GUIBTPOBBIBAIOT M TIIATEIBHO MIPOMBIBAIOT BoxoH. [Tocie mepe- kpucran-
JU3alUd U3 Anokcana (s 2a—e) winu cnimpra (i 2f-h) monydator ¢pranumunonutpuisl 2a—h.

2-(2-AmuHo-4-0xco-4,5-nuruapo-1H-nmuppoa-3-min)6ensumunaszon  (la), 2-(2-amuno-
4-oxco-4,5-nurnapo-1H-nuppon-3-nn)-1-metuindensumuaazon (1b), 2-(2-amuno-4-oxco-4,5-
auruapo-1H-nuppos-3-nn)densornason (1c), 2-(2-ammuo-4-oxco-4,5-nuruapo-1H-muppoa-
3-nn)-4-(4-opompenmn)tuazon  (1d), 2-(2-amuno-4-oxco-4,5-muruapo-1H-nuppona-3-ui)-
4-(3,4-numeTokcudenn)Tuazon (le), 2-(2-amuno-5-merun-4-oxco-4,5-nuruapo-1H-nuppos-
3-nim)6enzumunazon (1f), 2-(2-ammuo-5-mermi-4-oxco-4,5-muruapo-1H-muppo.n-3-ui)-1-me-
THAOeH3uMHuAa3041 (1g) u 2-(2-aMuHO-5-MeTHI-4-0KCc0-4,5-1Uruapo-1H-nuppoi-3-uia)deHso-
tHazoa (lh). A (mns coemmuennit 1a,b,d—g). K pactBopy 0.005 mons ¢dranmmunonntpuiaa 2
B 25 mn u-OytaHona no6Gammstior 1 mu (0.02 Mosb) rmapasuHTHApaTa M IIOIYYEHHYIO CMECh
BBIJICP)KUBAIOT HA KWIAIMEH BoxsHOW Oame 1.5 u. [locme oxuyia>kaeHMst BBIMABIIMH O0CAIOK
OT(GMIBTPOBHIBAIOT, IMPOMBIBAIOT H-OyTaHOJIOM, IIEPEKPUCTAIUIN3OBBIBAIOT M3 H-OyTaHONIA M
nomy-4aioT ~0.5 r (~60%) ¢dranasunarona 6. O0benuHEHHBIE QMIBTPATH yIAPUBAIOT AOCyXa
B BakyyMe. OcTaToK pacTuUparoT ¢ 3GUpoM, OTHWIBTPOBHIBAIOT M MEPEKPUCTAITH30BBIBAIOT U3
stanona (la,b.f,g) nnu nensnoit AcOH (1d,e), mocne yero moay4yaroT aHAJUTHYECKH YHCTHIC
nuppoJions! 1a,b,d—g.

b (s coemmnennmit 1c,d,e,h). K pacrBopy 0.005 monp ¢ramumuponutpuna 2 B 30 M
nmuokcana no6asistior 1 mut (0.02 Mois) THAPa3sHHTHAPATA U MOTYyYCHHYIO CMEChH BEICPIKHBAIOT
Ha KUILIeH BoxsHOH Oane 2 4. IMocie oxiaxIeHUs BBINABIINKA OCAaIOK OT(QIIBTPOBHIBAIOT U
MEPEKPUCTAIUIN30BEIBAIOT U3 JensHoit AcOH (coemunenust le,h mnepexpucCTamIN30BEIBAIOT
nBaxsl). [lomyuaror muppononst 1e,d,e,h, BEIXOABI KOTOPBIX CPAaBHUMBI C BBIXOJAAMH COOTBET-
CTBYIOIIMX 0Opa3IoB, MONTYyYEHHBIX MO METOAUKE A. YmapuBaHHEM B BaKyyMe MaTOYHOIO pac-
TBOpA U MOCIEAYOLIeH MepeKpucTalIn3alyeil ocTaTka U3 H-0yTaHONa MOXKHO MOTy4UTh (Tana-
3UHIHOH 6 ¢ 001mM BbIxogoM 60—70%.
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