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VCCHENOBAHUE IIVTEN CWHTE3A
5,5-THAJIKAJI-3-IIEPOTOPAJIKAJI-5,6-AUTATPO-1,2,4-
TPHUA30JIO[3,4-a]U30XHOJINTHOB

BzaumozeicTEMEM 3aMEIEHHBIX [ -MeTHITHO-3, 4-TUTMAPOUZ0OXMHOIUHOB C TURDa-
SUHTHAPATOM M TPUQPTOPYKCYCHOM KMCIOTOM IOy IEHb! 3aMEIEHHbIE 3-TpUPTOPMETII-
$,6-murunpo-1,2,4-1prazono [3,4-a] usoxmuomunsl. Cooteercrayomue 3-nepdropa-
KUJITIPOM3BOXHBIE 06Pa3YIOTCS DY RETHAPATAIME 2~ (3,3-maveTru1-3,4- AU POM30XH-
HOJT-1) TMApasuyos nepdTopxkapGOHOREIX KUCIIOT.

Kumodepbie C10Ba: TMAPasKel, TMAPA30Hb], H3OXUHONMHE, 1,2,4-Tpuasono[3,4-a] -
V30XMHONNH, nepbTOpKapOOHOBLIE KUCTOTH M MX 3(UpLL.

Koanencuporanasie NpOM3BONHEE XWHOINHEA H ¥30XWHOIMHA, 33aMEIICHHEE
nepdTOpaiKEIHPHEIMEA TPYNIAME, BECHMA HNEPCHEKTHBHEL B IUIAHE CO3HAHUS
HOBBIX OMOJOTHUECKY AKTUBHBIX cocnimHeHmM [1, 2]. Panee Hamm OBUT OmmMcaH
METO[ CHETE3a 3-MmeTwi- w 3-apwn-1,2,4-tpmasono[3,4-a msoxurommuoR [3].
B namHO# crathe MBI paCCMATPUBAEM Iy TH TOAYYEHNS TpUa300 [3,4-a JmsoxuHo-
araos (la—e), cogepXamux B NOJOXCHEHH 3 nepdTOpaNkwibHyi0 TpPYIILY
CF3(CF2)n, tme n = 0,1,2. YooMauyTsie COENMHCHEAS OPEGCTABAIIOT METEPEC,
TOCKONBKY OHH SBASIOTCE m3ocrepamwu 1,2,4-tpmazono[3,4-aldpraxazmEos —
¥3BECTHEX ATOHWCTOB OCH3MMA3emuHOBHX pementopoR [4]. Jlns cpabBEeHms
(hmsuKO-XUMAYECKX CBOWCTE HAMHU CHHTE3EPOBAHBL TAKXE HE3aMEINCHHEIE
B HOJOXECHHH 3 Tpmazono[3,4-q lmsoxmuomaas (1f,g), a taxxe 3-anxmisame-
meHssic nponssogusie (1h,i).
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N—N
lab chc0>0H, fa—i
HZNNH, H,0 t f Ac)O wm
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R? Me RL Me
XFZC(CFZ)HCOOMi Me
RY Tonyoix, 25 °C R! NH
NNH, (X=F,H;n=12) NNHSRZ
3a,b 68}'1' ¢)
R! Me R Me
Me 2
. NH . N _R
/= | \|<OH
N—N N—NH
4a,b N Ga—e

1aR=H,R*=CF3; bR = OMe, R*= CF3,ch=HR Cst,dR O‘VIe,R = CaFs;
eR'=H,R*=CsF7; IR =H, R*=H; gR' = OMe, R? HhR =H,R*= Me; iRt= HR =Et;
2—4aR'=H,bR'= OMe; 6 aR'=H, R?=Ef; bR = H, R? = CsFs5; ¢ R' = OMe, R? = C,F5;
dR'=H, R?*= C3F7; e =R'= OMe, R? = C3F7; f R = H, R® = CF2CFH
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Peakuyd reTepmirMApasmHOB ¢ KapOOHOBRIME KHCAOTaMH Jmbo HX
TPOW3BOMHEIME — KJIACCHUECK¥WI MeTON MOJYUCHHS KOHACHCHPOBAHHEIX
tprazonorerapeHos [5]. Harpesamme ammipasonos B XapOOHOBHIX KHCIOTAaX
(cmocob A) mmagko maer Tpuasono(3,4-c lusoxwmHOMMEEL IS YXKCYCHOM,
IPONHOHOROM  TPrTOPYRCYCHOM KuCa0T (cM. Tabmn. 1; coemumennme 1h onmcano
paree [3]. IlockomsKky wu3BecTHO, uro THOSDHPHE 22,0 nerko pearupymr ¢
aMmHEaMA B Cpele YKCycHoli kucmorsi [61, mamm Oein paspaloTaH Taxoxe
ONHOpEaKTOPHEIA cmocol moxyuemus coeguacHmd 1a,b,h HemocpencTBeHHBIM
B3amMoOneicTeueM THO3(bEpoR la,b, rmppasmErmApaTa W COOTBETCIBYHOHIEH
KHCIOTH Tpy Kxuusiuenun {cnocol B); coenunenns 1a,b,h npwm sToMm mosyuanTes
JOCTATOUHO YXCTHE, HO C MEHBIIHAMY Bhixomam#: (tabdm. 1).

Moxro 68UI0 OXWAATH, UTO B3aMMONCHCTBHEC aMMIpa3zoHOB 3a,b ¢
MY PaBBMHON KUCTOTOH IpoOMAeT rianko 1 aact coepuuenud 1f,g. Oqrako peakima
99% HCOOH c¢ 3a xak upw XKOMEATHO! TEMIEpPATYpe, TaK ¥ MPH KUUSUCHUN
(1—3 v) TpWBOAUT K OMHTOMEPHHM UPOXYKTaM U a37HYy 3,3-RuMeTHiI-3,4-mu-
ranpousokapdocTupwia (4), omacauroMy pasee [7 1. OueBmaHo, B JaHHOM CiIy4ae
AMEET MECTO KUCHPONOPIUOEMPOBAHTE TETCPIINMAPA30HA A0 A3MHA ¥ MEAPA3HWH-
TUApPATA MOX KEACTBMEM MyDaBBUHOM KHCJIOTH, KaK 9TO BO3MOXKHO /IS HAHHOTO
toma  coepmmerud  [5]. Hamm Obiz OpeqopuHaATa [ONBITKA NOLYUCHHS
coepmaennd 1f uepes tmosdup 1a u dbopMuIrEApasuH, HO PEAKIHMI STHX BCHIECTB
B KUIAOIEM METAHOIE FAET ONSTh-TAKY UPEHMYIIECTBEHHO a3¥7H 4, a NOBHIIEHAE
TeMumepaTypsl (IIPOBEACHWE DEaknuu B KUOIMEM o-IuxaopOeHzose), Kak
# MOXHO OBUIO OXWAATH, BEHET K CAMOKOHASHCAUZY (DOPMUITHAPAIHMHA
¥ BRIICICHUIO ¢ yMmepesnmM BhixomoM (30%,) coenmmenus 4a, Xoropoe ObLIO
HNOJIYYEHO BCTPEUHBIM CHHTE30M ¢ BhxogoM 90% xumauenmem rtmoadmpa la
7 4-ammmO-1,2,4-TpWa30s2 B ASOSHON VKCYCHOM KHCIOTE B TeHeHUE 2 U.

TlonmITKA BBEHEHNS B DEAKIMIO MyPABBAHON KUCAOTH B YCIOBHAX cocoba A
OpUBEN2 K MNONYYCHWIC CMECH MOJMMEPHHX ¥ OJIMTOMEPHBIX IPOXYKTOB,
coenmuerms If u coorsercTByromerc muMepa — Omc-1,4-(3,3-nmmernn-3,4-nu-

raapomsoxuHonmwi-1)-1,2,4,5-rerparunporerpasuaa  (5), BHACAATP KOTOPHI
B WXCTOM BHAE HE YAANOCH. Humvep 5 Oput maeHTAEDUIEPOBAH IO MACC-CIEKTDPY
M" 398) xax TpUMECh B HEAOCTATOUHO OUMINEHHEX obpasmax coemmaeHms Lf.
OGpasoBamme mogoOHOTO [EMEPa paHee OUIO ONKCAHC JAJs  peaxkijpi
OpTOMYpaBBUHOrO 3dumpa ¢ CoagHOKECTeM GesmmruapasmaoMm [8]. [lpuumaa
AHOMAJLHOTO TOBCACHWY MypPaBBHEOM KUCIOTH € aMUHpPa30HAME  3a,D,
OO-BEAMMOMY, 38KII0YAETCH, C OFKHOY CTOPOHH!, B ¢ NOBHIICHHOM (B CPABHCHUH
C VKCYCHOW) KUCIOTHOCTH W, ¢ APYrofl CTOPOME, B OMMYyHKIHOHAIHHOCTE
7 XBOMCTBEHHON PEAKIAOBHON CIIOCOBHOCTH.

B ornmume OT caMO¥M MYPABBHHON KUCHOTHI ©¢ MPOW3BOEHBIC PEATHPYIOT C
ammppasoHamMu  3a,b Gez amomanmii. Tax, XHOSUCHWE aMBADA3CHOB 3a,b
B m30pitke stwoprodopmuaTa 5 Teuenme 1—2 g (cmocod B) rmagxo mpmBomaT
k He 3amemenasM upu C-3 tpuaszono[3,4-a lusoxmaonmaam (1f,g) (rabn. 1).
K rakomMy Xxe pe3ynbraTy HpUBORWT X SK30TCPMHYHAY Peakiyusd aMuapasoHa 3a
CO CMEIMGHHMM AHTUAPEAOM MYpPaBBHHOM HW YKCYCHOM KHCHOT COWJIACEO
meromy [31.

TousiTKa pacupocTpasnTs ciocod b Ha nepdTOpHPONHOBOBYIO KHCAOTY AAAA
CMech rHApasmnoB ©Ob,C @ menesmix TpHaszoao[3,4- a]nsomomos ib,c
B cooTHOomemur ~2 : 1 (mo maHmeM CcrekTpoB JAMP 'H. s TOTyYeHus
COCAUHECHWM 6B,C B UMCTOM BUIE MBI BOCIIOJIF30BAIACH PEAKIUCH IAAPa30H0E 2a,b
€ METHIOBEIME Hprpamu nephTopKapSOHOBEX KACKOT, IOCKOIBKY M3BECTHO, YTO
IIOCJICAHAE JIETKO PEATUPYIOT C aMUHAMA YX€ IIpu KOMHATHOX TeMiepartype [9].
HelicTBUTENBHO, B3aWMMOACHCTEHE METWIOBOTO 3dumpa mepdTopnponncHOBOM
KHCJIOTH ¢ aMunpasosamu 3a,b (romyon, 20 °C, 12 4) maer wicCThie TMAPA3HAE
6b,c, III/IK)IHSYIOHII/IGCSI B cocpmaenns 1¢,d npn KUITSICHUN B YKCYCHOM am*mxpmze
{cmocob I).
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Tabmruma 1

DE3UKO-XAMHYCCKHE XADAaKTCPHCIWKH coenuuHeswmé 1, 4, 6

Ha#igeno, % e
Coenm- Bpyrro- BEGHCRED, % - Boxon, %
HeHUe dopmyma (pacTBopareis (metorm)
T KPUCTASLTA3AIIAT)
C H N
la Ci3Hi12F3N3 58.39 4.65 15.69 175—177 54 (A)
58.42 4.53 15.72 (3TaHO) 82 (b)
ib C15H16F3N302 63.40 5.78 14.48 209—210 35 A)
63.15 5.65 14.73 (3ra"omn) 79 (B)
ic . C14H12F5N3 53.32 3.96 13.28 178—181 80 (A)
53.00 3.81 13.24 (sTamon + Ha0) 75 (M
1d Ci16H16FsN302 50.82 4.55 11.17 193—196 75 (A
50.93 4.27 11.14 (aTanom) 77 (D)
le Ci1sH12F7N3 40.25 3.46 11.58 171—175 32 (D
40.06 3.29 11.44 (rexcas—CH2Clo)
1f C12H13N3 72.58 7.01 20.98 115—117 60 (B)
72.34 6.57 21.09 (sTmaneTaT—rexcas)
ig C14H17N30 65.03 6.56 16.37 191—193 64 (B)
64.85 6.61 16.20 (IMOKCaH—TEeKCaH)
1i C14Hi17N3 74.11 7.78 18.68 155—157 44 (A)
73.97 7.54 18.47 (3TUIALETaT—TEKCAH)
4a C13H1s5Ns 64.82 6.09 29.26 270—274 90
64.71 6.27 29.02 {aTanom
4b Ci15H1oN503 59.58 6.21 23.10 277—279 66
59.79 6.35 23.24 (CHClz—nponazon-2)
6a C14H19N30O 68.34 8.10 17.11 169—171 85
. 7.81 17.13 | (mmoxcaH—npona=on-2)
6b C14H14F5N30 51.84 4.20 12.73 162—164 77
51.70 4.34 12.92 (ronyos)
6c C16Hi1sF5N303 48.49 4,50 10.52 143—145 84
) 48.61 4,59 10.63 (6enson)
6d C15H14F7N30O 46.74 3.89 11.17 155—157 55
. 46.76 3.66 10.91 (313HOM)
6e C17H18F7N303 46.02 4.42 9.28 209—210 74
45.85 4.07 9.44 (Gersom)
(3 C14H15F4N30 53.38 4.66 13.41 177—179 68
53.35 4.79 13.33 (rosyon)

ITomoGHEIM Xe 00pasoM pearupyeT ¢ amuapasonamu 3a,b u MeTwioBsii adup
nepdbTopMACIIHON KUCAOTH, HO KAJbHEHNIas REruxpatanud oOpasyromuxcs
runpasunoB 6d,e mox aeictemeM Ac20 yXe HE yAaeTcd, & IIPOXONUT TOJBKO IIOX
aeticreuem P205 (cmoco6 JI). Vmerommecs 8 mureparype mamase [10 ] rosopar
0 TOM, YTO Ipd yBeamueHu# nepdropaykwisaoro papmkana go CiF7 m seome
coenuHeHuA 6d,e MOryT CyIIeCTBOBaTh B MUKIAYECKON (popme (cMm. cxemy). dag
BHIACHEHHS 3TOrc Bompoca Osumm sammcansl VUK u AMP crextpei coemmaeHMH
6a—Tf.

B WK chekrpax He 3aME(CHHBX B IIOJIOXEHUM 3 Tpuasoio [3,4-a Ju30XuHo-
auE0B if,g UpOABASIOTCS TOMOCH BaJcHTHBIX koebammii rpymn (=C—H)
3090—3130 cm .

Ipymmer NH 8 UK cmextpax rmppasmnos (6a—7), CHATHX B Basen@HOBOM
MACJE, NPOSBASIOTCS B BHAE mmpoxux momoc 3260—3080 CM_I; B pacTBOpe
CHCls y coemmmerna 6d — mse mosocer:. 3350 m 3310 em L. Tomocs
xapbommnsabix rpymn 1650—1660 oM ! obnanaroT MANoH WHTEHCHBHOCTBIO
BCAEHCTBHE 00pa30BAHAS MEXMOIEKYJIIPHEX BOJOPOXHEIX CBI3SH.
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Tabawuwna 2

CrexTpajibHble XapakTepucTuxu coepuHenust [, 4, 6

g

Coepa- Crextp AMP 1H, O, M. .
HEeHne UK crexrp, V, cM‘1 .
(Me), CHy, ¢ 8(10)-H 5,6,7(7,8,9)-H JIPYTHe HPOTOHBI
1 2 3 4 5 6 7
la 1605, 1580, 1535, 1490, 1335, 1295, 1265, 1240, 1215, 1190, 1.54 3.08 8.1l m 7.15—7.42 (3H, ™) -
1175, 1150, 1125, 1090, 1050, 1030, 980, 960
1b 1600, 1595, 1530, 1330, 1265, 1255, 1235, 1225, 1180, 1125, 1.5§ 3.00 7.65 ¢ 6.64 3.89 (3H, c, OMe);
1075, 1045, 1000, 980, 955, 940, 925 3.91 (3H, ¢, OMe)
1.58% -3.15% 7.55%c 6.95*% (1H, c, 7-H) 3.88*% (3H, ¢, OMe);
‘ 3.90* (3H, ¢, OMe)
_ ic 1575, 1535, 1260, 1230, 1180, 1140, 1100, 1060, 1005, 955, 1.57 3.09 8.00 m 7.16-7.32 (3H, M) s
780 (cn.), 760, 740, 660, 635, 560
1d 1605, 1540, 1310, 1280, 1270, 1235 (c), 1180, 1125, 1065, 1020, 1.56 3.01 7.64 c 6,71 (1H, c, 7-H) 3.88 (3H, c, OMe);
_ 955, 875, 825 3.90 (3H, ¢, OMe)
" le 1600, 1530, 1275, 1250, 1225, 1175, 1120, 1050, 990, 975, 960, 1.57 3.08 8.17Tm 7.21—7.44 (3H, m) -
885, 860
If 3110, 3090, 1600, 1570, 1570, 1535, 1490, 1315, 1270, 1225, 1210, | 1.46 2.95 3.06 M 7.23—7.35 (3H, M) 8.24 (1H, ¢, —CH=)
1200, 1190, 1170, 1155, 1135, 1105, 1060, 1030, 1000, 960
1g 3130, 1605, 1580, 1540, 1480, 1275, 1250, 1230, 1215, 1190, 1.48 2.91 7.60 ¢ 6.69 (1H, ¢, 7-H) 3.86 (3H, ¢, OMe);
1165, 1140, 1120, 1050, 1000, 975 3.90 (3H, c, OMe);
8.17 (1H, ¢, —CH=)
1i 1630, 1610, 1520, 1310, 1280, 1240, 1215, 1170, 1160, 1125, 1.52 2.97 8.07T M 7.26—7.34 (3H, ™M) 1.42 (1H, 1, CHy);
1095, 1075, 1060, 1040, 975, 765, 735, 565 2.89 (2H, xs, CHy)
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8¢

Oxonuanue 1a6a 2

2

6

7

4a

4b

6a

6b

6c

6d

6e

6f

*

3160-3200 (m.), 3100, 1620, 1595, 1565, 1500, 1305, 1250,
1200, 1175, 1065, 980, 950, 975

3200 (m.), 1660, 1600, 1515, 1260, 1225, 1190, 1165, 1145,
1085 (c), 1040, 1005, 965, 880, 840, 825, 805

3230—-3270 (m.), 1650, 1605, 1280, 1250, 1235, 1170, 1150,
1080, 1035

3180~3110 (m.), 1660, 1615, 1595, 1535, 1335, 1310, 1255,
1230, 1180, 1140, 1000, 950, 900

3200-3110 (m.), 1660, 1605, 1540, 1310, 1265, 1235, 1180,
1130, 1115, 1070, 1025, 955, 875

3200~3100 (w.), 1655 (cn.), 1600, 1535, 1280, 1255, 1225 (),
1175, 1135, 1120, 1050, 995, 980, 960, 885, 865, 840

3340, 3345 (), 1650 (c.), 1600, 1550, 1520, 1230, 1210,
1170, 1140, 1110, 1050, 1010, 980, 870

32603080 (w.), 1660, 1600, 1530, 1325, 1300, 1240, 1220,
1165, 1115, 1100, 1075, 1040, 980, 965, 920, 900, 840, 800, 780,
725

Crexrp cHar B JMCO-dg.

1.37%

1.32

2.83

2.78

2.72

2.82

2.95

3.00*

2.81

3.00*

2.87

8.02 »

7.52

7.93 m

8.20 M

7.62 ¢

8.15%

7.38

8.15 1

7.95

7.27-7.47 (3H, wm)

6.60 (1H, ¢, 5-H)

6.98—-7.31 (3H, M)

7.01—-7.28 (4H, M,
§,6,7-H +ct-NH)

6.68 c (1H, 5-H)

7.32—~7.60* (5H, m,
5,6,7-H + 2NH)

6.64 (1H, ¢, 5-H)

6.90 (1H, ¢, 5-H)

7.20—17.61 (4H, ™,
5,6,7-H+2-NH)

7.03 (1H, ¢, NH);
8.02 (2H, ¢, —CH=)
3.85 (6H, c, OMe);
7.10 (14, ¢, NH);
8.08 (2H, ¢, —CH=)
1.0

7 (34, 1, Me);
2.13 (2H, x, CHy);
6.36 (1H, ym. ¢, 2-NH);
9.61 (1H, ym. ¢, &¢-NH)

6.45 (1H, ym. ¢, 2-NH)

3.90 (6H, ¢, OMe);
7.08 (1H, ¢, 2-NH);
8.80 (1H, ym. ¢, @-NH)

3.86 (3H, ¢, OMe);
3.89 (3H, ¢, OMe);
7.01 (1H, yu. ¢, 2-NH);
7.29 (1H, ¢, a-NH)

3.88*% (6H, ¢, OMe);
7.33% u 7.38% (nme NH)

5.47; 6.14 1 6.81
(IH’ TPA T, CF2LD

e



B cuexrpax IMP g ruppasugos 6a—If curaamer rpyon 2-NH maxogarca mpu
6.30—7.40 m. 1. 8 CHCl3 m 7.01—7.33 M. 8. B OMCO-dg (rabm 2), 7. €.
HONanaT B 00/IACTh PE30OHAHCA apOMAaTHYECKUX MPOTOHOB, UTO 3aTPYHHSET KX
otHecegme. TO Xe MOXHO CKasaTp W 0 cureEanax rpyno o-NH: cmasmo
ymupenase craraeTst 7.29—9.61 M. n. 8 CHCl3 w cumrnersr 7.38—7.60 M. n.
B IMCO-d¢. Vi3 pammeix AuTepaTypsl M3BECTHO, 4TO HAS HuKAmueckmx dopm
nepdropzamMenieHHEIX ruRpazuos tuna 6 curaaxs rpymm OH taxxke BaxomsTcd
B ofmactm 7.0—7.3 M. n. [11]. EQuecTBEHHBIM apryMeHTOM B KOIB3Y
amukaruecko dopmer 6d,e w3 mammpix  AMP 'H  asnsercs OTCYTCTBHC
y coemquuenmii 6d,eé cnabomogsmoro cusmra Ha 0.2—0.4 M. 4. curEansa
zeM-TUMETYUIGHBIX TPYIIN, KOTOPHHA HAOMIORAETCA Y BCEX TPHA30/0B ¢ mepdrop-
ANKWIPHKEM pamukanoM — 1.54—1.58 M. n. vy semects la—e upoTws
1.13—1.37 m. o, y (6a—7%), Taxkoir xe cmabomonpEbiii cosur (o 1.52 M. 1)
mMeercd B B crektpe IMP “H Tpmasona ¢ sTIbHOR Ipynno# 1i, wro rosoput 06
o0mIeM XapaxTepe Ae35KPaHuPOBANNS 2eM-TIAMETHIHHEIX TPYIII AJKVIEHBIM JH00
nepdTOPAIKIAREEIM PaAuKAJIOM B TTONOXEHnY 3 Tpraswio [3,4-a JuzoxuHoamHa.

Ha mamw samign, UK u coexrper SIMP g coequuennii 6d,e He ma¥oT
BO3MOXHOCTH OJHO3SHAUHO CAEIATH BHOOD MEXAY LMEIRYESCKON ¥ AMUKITICCKOH
dopMaMu ITHX coenmHeHumi. (19 BHYGCHEHWS 3TOTO BOIpoca Oplia IpOBEAEHA
peaknus ruApasoxa 3a ¢ mermnoBkiM admpoM 2,2,3,3-terpadropnponuoHoBoH
K¥MCIOTH 7 3armcal crnertp SIMP “H ofpasyromeroca coemmuernd 6a. B cayuae
IHAKAAYECKOM (DOPMEL J0XHO 6BUI0 Obl HAOMIONATECH PACIICIUICHNUE TPUIUICTOB
KOHIIEBOTO IIPOTOHA, OO0YC/IOBJIEHHOE HAJMAYACM ABYX JHAHTUOMEPOB IWKIIHYEC-
L,KOF.[ dopmer coenmmenns 6f. Ho mockompky Taxoro pacmenneHud B cuextpe AMP
'H 6f (mpz 80 MI'm) me HaOmomaxoch, Ml IpuECHBAacM rugpasmaaM 6d,e,f
ATMKIAYECKYIO (opMy.

SKCIIEPYIMEHTAJIbHAY 9JACTH

Crextpsr IMP 5 saperucTpuposans! Ha npudopax Tesla BS-587A (80 MI'm) u Bruker WM-250
(250 MI'n) (coemunerms 2f, 6d,e), sHyTpennmit craggapr IMJIC. VIK cuexTpel CHSATHI Ha mpubope
UR-20 B BazeamnEOBOM Mace. Macc-cnexTpsi coemubesnis 1a,f,g, 4a, 6d mosxyuerns: Ha npubope Hitachi
M-80 ¢ mpaMbIM BBOROM 06pasiia B MOHHEIM MCTOMHUK, HOHKSHpYIOwee Hanpspxernue 70 9B. KonTpons
32 XOIOM peaxumit nposomuiu MetopoM TCX ua rmactuskax Silufol B cucteme xnopodopM—arercH,
9: 1, nposEnenue B 2%, PacTBOPE XJIOpaHMIa B ToIyose (coequuenus 1f,g,2,3,4,6a) 60 B KORUEHTPU-
POBaHHO CcepHO kucioTe (coenuuenma la—e,h,i, 6b—f).

5,5- Hemeraii-5, 6-quruxpo- 1,2,4-rprasono [ 3,4-ajusoxunosmy (1f). B. Kunsrar 3 1 nox aprogoM
2.0r (10.6 MM08) ruxpasona 3a [3] B 3.2 ma (19 Mmoas) OpTOMyPaEsuHOTO adupa, pasbasasior 1.5 mi
FEKCAHA, BHIIABIIME OCATOK IPOMBIBAIOT TEKCAKOM U KPUCTAILTM3YIOT. Macc-cnexrp, m/z (Jors, %): Mt
199 (5); [M-CHz]: 184 (100); 171 (5); 158 (9); 142 (15); 128 (19); 116 (25); 103 (10); 90 (16).
AHanorvuHO HoRYUaroT coepuuerue 1g, Macc-CrexTp: M*259 (100); [M+—CH3]: 244 (54); 228 (295);
216 (15); 199 (18); 184 (20); 171 (15); 160 (15); 149 (16); 136 (18); 123 (23); 111 (32).

5,5-Humerny-3-3110-5,6-quranpo-1,2,4-rpuasono| 3,4-al mzoxusonma (1i). I'. Kunarar 24 1 r
(4.1 Mmoub) Tunpasuna 6a ¢ S M YKCYCHOIO aHrMApUAa, OXJIAKKAr0T, BhUIMBaioT B 40 MI BOABI, HEM-
tpaamsyor NaHCO3 o pH ~7, 9rcrparupyior xaopodopmoM (3 X 10 1) , cymat NazS 04, pacTBOpUTENS
OTTOHSIOT, OCTATOK KPUCTALIUIYIOT, oayuaioT 0.41 r (44%,) coepunenus 1i. Amanoryaso mo crocody
T us runpasupos 6b,c noxyuaroT coepuuerus 1c,d.

5,5-Mumerna-3-rpudtopMeTet-5,6-gurunpo-1,2,4-rpuasono[3,4-e} n3oxumroama (1a). A. Ku-
marar 1.93 r (10 mmons) rvapasosa 3a & 5 vt CF3COOH 1 4, 0x1axa210T, A00asiasoT 30 M1 50msl u
NaHCO3 no pH ~7, Bormasmuit 0CAfOK OTHENSEOT, CYIIAT M KPUCTAIIMAYIOT. Macc-CrexTp, m/z
o, %): M7 266 (100); [MT-1] 265 (40); 250 (50); 230 (15).

B. K 2.08 r (10 mmonp) tmosdupa 2a mobasusor 0.55 v (10 MMons) IvppasuMuEruapara U 1o
xamwsM 3 vt CF3COOH. Tlocne Gyproro seigenenug MeSH (1) xumarar 1 4, OXJAXKAAIOT U BHIFEITIOT
IPOAYKT Kax B criocofe A. AHATIOrMYHO IOMY4ai0T coenureHue 1b.
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5,5-avetun-3-nepgTopuponnomal-5,6-xaranpo-1,2,4-tprasono[3.4-ajusoxmroams (Ic).
A. Kungrsr 1 r (5.3 mvois) ruapasosa 3a B 1.5 Mt nepdropIpOmMOHOBOH KUCHOTEL 2 U, OXJIAXKTAIOT,
BBUIMBAKOT B 25 MJ1 BOABI, Aobasistor NaHCO3 fo pH 7, sxcrparupyior CHCls, cymar MgSQ4, ocTaTox
TIOCJIE OTTOBKY PACTBOPMTENS KPUCTAIUIM3YIOT M3 BOAHOr0 3Tam0a, noayuarot 1.35 v (80%,) coepunenus
lc, 1. . 178—181 °C. Aranorvguo nomyuarot coenuaenue 1d.

3,3-HuveTiii-1 -IpOnROHUATHAPA30HO- 1,2,3,4-TeTparuxponsoxuHonuy (6a). ITomywaior amumm-
posarmeM (0—35 °C) 11 (5.3 MmMoup) TvnpascHa 3a, pacTBOPEHHOTO B 5 M rMpyymHEa, 0.93 r (0.87 M,
10 MMonB) mpommOmUIXIopuna B 20 v sdupa. epes 12 o Briasmuil 0CaT0K OTHEASIOT, IPOMBIBAIOT
BOJOHM, CYINAT Y KPYICTAJLIUSYIOT.

3,3-Humernn-1-nep¢ropSyMpriraapasoro-1,2,3,4-rerparagponsoxasomme (6d). Cvenmma-
101 1.93 r (10 MMosts) ruppasona 3a c 1.6 mu (10 Mmoms) MeTwioeoro adupa nepdropMacsaoi Kucio-
THI B § M1 TONyosa, wepes 12 9 mhmaBnmil 0CagoK OTCMIBTPOBBIBAIOT U NEPEKPUCTAILIMIOBBIBAIOT.
Macc-crextp: M” 385 (29); [MT-CHz]: 370 (31); 216 (77); 188 (95); 173 (53); 169 (80); 158 (64);
14 (90); 143 (45); 130 (35); 117 (42); 116 (100); 115 (68); 89 (62); 69 (98). AHANOrHUHO HOIYUAIOT
coepuucHEUY 6b,C.e,f.

5,5-HumMerai-3-nepdrropOyrupmi-S,6-maranpo-1,2,4-1puasono [3,4-a}msoxunommsa (le). 1. Ku-
asrar 0.39 r (1 mmons) ruppasuza 6d B 15 mx CH2CL mag 2.5 r P205 0,5 4, IEKaATHPYIOT, OTTOHIIOT
paCTBOPHTENS, 0cTaToK o6pabarsBaroT Bogoit u NaHCO3, 0TOWILTPOBRIBAIOT, CYMAT U HEPEKPUCTAI-
smopsiBaroT. IonygaT 0.12 1 (32%) coequmenus le.

3,3-Ammerun-1-(1,2,4-rpuazoman-4-amuno) -3,4-purupponsoxusonas (4a). Kumarsr 2.08 r
(10 rmoip) THOSDUPa 2a ¢ 1.20 1 (20 Mmos) GOPMIUITMAPA3UHA B 5 M O-ZUXII0pOen30a 4 4, OTTOHS-
0T PACTBOPUTESNS, OCTATOK 06pabaThiBatoT 2 M GeH30712, OThIIBTPOBBIBAIOT U KPUCTAILIUSYOT, HOXY-
wazr 0.72 1 (30%) coepumenms 4a. Macc-ciextp: M* 241 (43);226 (8); 171 (32); 158 (11); 144 (100);
130 (12); 116 (48); 103 (8); 90 (15).

Kumsgrar 2.08 r (10 mmoums) THO3duMpa 2a ¢ 0.84 r (10 mmoms) 4-amuno-1,2,4-rpuazona B 20 M
nenpsuoit CH3COOH 2 1, 0XIaXXAaioT, BBUTMBAKT B BOAY, Aobasxsmotr NaHCOs3 no pH ~7, Boinasmiuil
0CaZOK OTHEIISTIOT M KPUCTAIUTM3YIOT, BorydaroT 2.16 v (90%,) coegunenus 4a. Ananoruaso us Tuosdupa
2b nosryuaror coepmnaerue 4b.
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